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PaccMOTpeHE METOAB! CHHTE3a y-NHNEPHAOHOB H HX NPOHU3BOAHBIX, B TOM
ynucjge QHIHOJOTHYECKH aKTHBHBLIX coefHHeHuH. OOGcyXieHbl pe3ayabTaThl Hccue-
JIOBaHUfl TIO YCTAHOBJICHHIO CTDOEHHS HEKOTODLIX TPeTHYHBIX Y-NHIEPHAOJOB.
Ilpusenen 0630p pa6oT NO NPHMEHEHHIO Y-IHIEPHIOHOB B CHHTE3daX Pa3HYHHEX
TeTEePOLHKIHIECKHX COeIYHEHHI.
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1. BBELEHHE

Cpenu pOH3BOJAHBIX HMHIEpHAHHA 0cob0e, MOXKHO CKa3aTh NePBOCTENeH-
HOe 3HaueHHe B CHHTETHUYECKOM, TEOPETHUEeCKOM H IPHKJaJHOM OTHOUIEHHH
3aHAMAIOT Y-NIHIEpPUAOHH. PasBHTHE XHMHUHM IHIEPHUAHHA B CHHTETHUECKOM
OTHOUICHHH, Pa3BUTHe KOH(GOPMALHOHHOIO aHajHM3a 3aMEIICHHBIX NHIEpH-
JHHOBHIX OCHOBaHH, co3faHue 3()(EKTHBHLIX JEKAPCTBEHHBIX NPenaparos,
CHHTE3 HOBHIX a30TCOLepIKallliX FeTepPOIHKJIHYECKHX CHCTEM — Bce 3TH Ha-
NpaBJieHuss XHMHUH T'eTeDOLHUK/JIHYeCKHX COeJMHEHHA CBS3aHHl € y-NHIEPHIO-
HaMH.

B gacrosuie#dl craThe paccMaTpHBailOTCa pabOTH, BHINOJHEHHLIE IJaB-
HbIM 00pa3oM B Moc/efHHE ABAALATb JIeT, KOTOpbie XapaKTepH3yloT Pas3BH-
THE HEKOTOPHIX pas3/eNoB XHMHH NHNEPHAMHA H TeTePOLHUKJIHYECKHX COelH-
HeHHH, CHHTETHYECKH CBSI3aHHBIX C y-DHIEepUAOHaMH. PaccMOTpeHH TakKxXke
pa6oThl 1O YCTAHOBJICHHIO NPOCTPAHCTBEHHOTO CTPOECHHA TPETHUHBIX Y-HH-
NEePH/I0JI0B — HCXOAHBIX BellecTB B CHHTe3aX 3((ekTHBHBIX 00e360J1Bal0-
mux cpeacts. [Ipu pelleHHd BONPOCOB O KOH(Urypalu¥ W KOH(OpMAUHH
COeNMHEHHH TAKOro THIIA MHOTAA JAEIaJHCh TPOTHBODEUHBLHIE BBIBOLHL
K Hacrosulemy BpeMeHH MOJYy4YeHO MHOIO 3KCIEPHMEHTaJbHBIX MaHHBIX,
KOTOpBIE TO3BOJSIOT CAeNaTh 0ODLEKTHBHBIN 'H NPaBHbHBEIA BRIBOJ O NPOCT-
PAHCTBEHHOM CTPOEHHH y-THIIEPHI0JOB.

MeToabl CHHTE3a y-IHIEPHAOHOB CPaBHHTEIBHO OTPAaHHYEHBl, H IO THIY
MIPOTEKAIOUINX PeaklUHi MOrYT ObITb OTHECEHHl K JABYM IDYIIIaM.

1. Koupmencanuss KapOOHHJBHBIX COEIHHEHHH ¢ aMMHAKOM HJH IEepBHY-
HEIMH aMHHAMH: aleTOHa ¢ aMMHakoM (NOJIyyeHHe TpHaleTOHAMHHA);
IHalleTOHAMHHA C KeTOHaMHU; 3)HPOB aleTOHAHKapOOHOBOH KHCJIOTH C ajb-
LEPHAaMH H aMMHAKOM HJHM ¢ MeDBHUHLIMH aMHHAMH; KETOHOB HJH 3(pHPOB
B-KETOKHCJAOT ¢ aipierHiaMH H aMMHAaKOM HJH C NePBHYHBIMH aMHHAMH;
IMBUHHJKETOHOB C aMMHAaKOM HJH C N€PBHYHBIMH aMHHaMH. DBaumskumu K
HOCAEAHEMY METOAY SBJSIOTCH CHOCOOBL HOJNYYeHHs y-NHIEPHIOHOB H3
2-UHHHAMOMJIOKCHPAHOB M TepBUYHBIX aMHHOB % u3 a/KeHuJ-f-1u3TH/A-
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MHHO3THJKETOHOB M MeTHJaMHHa **, a TakxKe M3 JHAlLeTOHOBOIO CIHPTA,
KETOHOB H aMMHaka®, Yka3aHHBIMH crnocoGaMH OblT MOJyYeH IepBHIH y-IH-
nepuioH —2,2,6,6-TeTpaMeTHINHIePHI0H-4:
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Bubauorpadus MHOPMX HccaefOBaHHH IO pa3paGoOTKe METONOB CHHTE3a
Y-NHNEPHIOHOB NpHBeJAeHa B °. :

OnxcaHo a/NKHIHPOBaHHE K aLHJIHPOBAHHE He3aMeLIeHHBIX [0 asoTy
Y-IHIOEPHAOHOB, a TaKXKe HX UHaH3THAHpoBaHHe. CooOlIlajoch O CHHTE3aX
N-rasnorensamellleHHBIX y-MHIePHAOHOB. [Ipu 06paloTKe TpHAaLETOHAMHHA
nepxaopua ¢ropunom Oua BhAedeH 1-bTop-2,2,6,6-TeTpaMeTHANHIEDPHIOH-
4'. U3 ruppoxsopuia 2,5-THMeTHANHKNEPUIOHA-4 NpH 06paGOTKe €ro THMO-
XJIODHTOM HaTpHs obpasyeTcs 1-X/10p-2,5-TUMETH/IHNEPUIOH-4, KOTOPHI B
L{eJIOYHHIX YCJAOBHAX MpeBpallaercs B 2,5-1AMeTHI-1,2-AeruAponunepuLon-4,
[Tocnennuii GblI  H30MEePH30BaH B 2,5-AUMETHJ-5,6-THTHAPONHPHIOH-4 &
1-AMHHO-2,6-1HbeHHINHNIEPHI0H-4 BIAENEH IPH BOCCTAHOBJIeHHH aJIOMOTHA-
puaoM JHTHS COOTBeTCTBYMOHEero N-HHTPO303aMEIE€HHOTO NHIEpHAOHa °,
(2,2,6,6-Terpamerun-4-okconunepuana-1) aucyasdus, KoTopuii o6pasyercs
npu o6paboTke TPHALUETOHAMHHA ABYXJOPHCTON cepol, B npenenax 90—200°
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JHccouMnpyer ¢ ob6pa3oBaHHeM CTaOHABHHIX papukajos ', C nmoMolpo
CNEKTPaJ/bHLIX METO0B YCTAHOBJEHO, YTO TayTOMEpPHOe paBHOBecHe 3,5-1H-
KapO3TOKCHIMIEPHI0HOB-4 B 3HAUHTENbHOH CTeNeHH CABHHYTO B CTOPOHY
eHoJbHOH dopMbl, KoTOpast cTabUAN3HpOBaHa B BHAe xejaTa *'. Buiiu BhIZe-
JIeHB! KeTOHHAs] U eHoJbHaa (opMBl 1-3THJA-2,6-1udbeHnna-3,5-1uKap63TOKCH-
nunepunona-4 . XpomartorpagHueckKn YCTAaHOBJIEHO COOTHOLIEHHE yuc- H
TPanc-u3oMepoB 1-ankua-2,5-1MMeTHANHIEPUAOHOB-4 B 3aBUCHMOCTH OT Pas-
Mepa 3aMecTHTeNs NpH a30Te. B MIeNOYHBIX YCJAOBHAX PaBHOBECHE CABHTraeT-
¢l B CTOPOHY 4uc-QOpPMEL IIPH IIepexoje OT METHJBHOrO K TPeT-GyTHIAbHOMY
panukany *. '

CyulecTBEHHBIH BKJaJ B pa3BUTHE XHUMHHM Y-NIHNEPUIOHOB BHECHH
Y. H. Hasapos u ero corpyanuki. PagpaboTaHHEe UMH NOCAeL0BaTeNbHbIE
peaxlny: KOHJeHCalusl BHHH/IaleTHIeHa ¢ KeTOHAMHU U JAeruaparauus obpa-
3YIOIHXCA NPH 3TOM BHHHJALETHJIEHOBLIX CIHPTOB A0 AHBHHHJALETHJIEHO-
BHIX YIJIEBOJOPOJIOB, a 3aTeM TUApPATANHS MOCIEIHNX A0 JUBHHHJKETOHOB —
npeAcTaBAsioT co60of MpocTofl M AOCTYNHBEIN NYTh CHHTE3a 3THX paHee TPyA-
HOJLOCTYIHHX COeIHHEeHHH.
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o paGor HasapoBa H3 THBHHHJIKETOHOB TOJbKO (OPOH H nubeH3adbale-
TOH HCNOJIb30BAJHCh B CHHTe3aX y-nunepuAoHoB. Merox Hasaposa cmenan
IOCTYHHBIM IOJIy4€HHE y-NUIEPUAOHOB, pa3Ho06pa3HLIX IO XapakTepy 3aMe-
LEeHHS B NMHIEPUAHHOBOM LHKJIE, KOTOPHI 3aBHCHT OT CTPOEHHMS KETOHA,
BBOAMMOTO B PeaKUHIO KOHIEHCALUHH C BHHHJalleTHIeHOM. [To aToMy Meroxy
B 3aBOJCKHUX YCJOBHAX MOy4aloT 1,2,5-TPHMETHINHIIeDHAOH-4 1,

TeTparuapo-y-nupoHLl, KOTOpble NOJNYYalOT, KaK U y-NMHIEPHAOHL!, 13 HH-
BHHHJIKETOHOB, IIPH B3aHMOJEHCTBHH ¢ NMEPBHYHLIMH aMHHaMH IIpEBpallaoT-
cs1 B y-munepuponn ¥~Y. Onucado npeppalledne 2,6-1UMETHANHPOHA-4 yepe3
1,2,6-rpumerunnupuaon-4 u 1,2,6-tpuMmernanunepugon-4 s 1,2,6-TpuMeTHII-
nunepuaon-4 ¥4,

Bo MHOrHx paborax paccMOTpeHBl pa3HOoOpasHble NpeBpallieHus y-IHuIle-
PHLOHOB IO XapGOHMJAbLHON rpynme (cxemH 1 ¥ 2). BoccTaHoBaeHHe y-IHIE~
punonos (I) po munmepuaunos (III) ocymecTBasiioch Yepes HX THAPA3OHBI
(IT) ®**-%% a rakxke BoccTaHOBJMeHHeM HX no Kinemmenceny #, [lpu Tepmu-
YeCKOM Pa3JIOKEHHH B NPHCYTCTBHH €IKOTO KaJH R-TOJYOJCYAbGOHHATHADA~
3oHa l-anetunnunepujona-4 (IV) ¢ KonuuecTBEeHHBIM BBIXOAOM MOJYYEH IH-
nepuient-3 (V) *. AnasoruuHpmM IyTeM 1-aneTus-3-kapO3TOKCHIHTIEPUAOH-4
6bi1 mpespailer B 1,2,5,6-TeTpariApOHHKOTHHOBYIO KHCJIOTY ¥. T'MApa3oHBI
TPHAalleTOHAMHHA, 3aMellleHHBle 10 aMHHOTPYINNe *, a TakKe CHAPA30HHl 3TO-
ro MUIepH0HA ¢ PAa3/THYHBIMH 3aMECTUTENSIMH Y LIHKJIHYECKOTO a30Ta (OKCH-,
HHTPO30- U Ap.) * ABJAIOTCA CTaGUAM3aTOPAMH NOJHMEDPHBIX MaTepHaJoB.
Mpu oxucnenun [2NH,NO,.Ce(NO;),] cemuxapbazona 3,5-numernn-2,6-n1u-
(eHHIANMHNEepHaOHAa-4 BHle/eH aHAJOTHYHO 3aMeleHHBIH NMUNePUoH, KOHDHU-
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rypanus KoToporo 6bl1a ycTaHOBJEHa B *’. 3aMeHa KapOOHH/IBHOIO KHCJIODO-
Jda Ha aMHHOTPYNNY B y-NHIEPHIOHAX OCYLLeCTBJSNaCh NYTeM BOCCTAHOBJE-
Husa uXx okcumoB (VI) * *-% npy B3auMOAefCTBHH NHIEPHIOHOB ¢ (opMa-
MHIOM **, a Tak:Ke NyTeM BOCCTAHOBUTEJLHOTO aMHHHpOBaHus ** **. Onucan
PAX AlUJbHBEIX NPOU3BOAHBEIX NMOJYYEHHBLIX TAKUM IyTeM y-aMHHOIHIEDPHAH-
Hoe (VII) ¥. U3 cyandoadupos okcumos y-nunepugonos (VIII) mpu o6pa-
6oTke HX HTHIATOM KaJus GbIM HOJYYeHH f-aMHHO-y-MHNEPHIOHH (IX) *.
Omnucan psg ocHoBanuil Ulndda (X), KoTopble NOMYYEHB! H3 y-THIEPHIOHOB
H NepBHYHBIX aMUHOB, HEKOTOPble M3 HHX OBUIM BOCCTRHOBJIEHBl 10 apHJ-
(munepunun-4) amunos (XI) **-**, Ilpu o6paborke N-(1,2,5-TpuMeTH/nHnme-
pHMAMJIHIEH-4)-aHHINHA CEPOBOLOPOAOM OblI moJsydeH 1,2,5-TpuMeTHATHONN-
nepupon-4 (XII) . B Bupae moammepa BHIJAEJEH THAPOXJOPHR l-MeTuaTHO-
NHNepHAoHa-4 npu o6paboTke 1-MeTH/INHIepHAOHA-4 CEPOBOLOPOAOM B CIHP-
TOBOM pacTBOpe XJOPHCTOTO BOJLOPOAA *.

[Tpu B3auMomeficTBAH 1-MeTHANHNEPHLOHA-4 ¢ TPH (IMMETHIAMHHO) apCH-
HOM IIOJIyYeH eHaMHH psjfa NunepuinHa —l-MeTHsa-4-IUMeTHIaMUHO-A’-IH-
nepuneun (XIII) “*. Onucau ero aranor — 1-0GeH3UA-5-MeTHI-4- (IXPPOSUAH-
Hui-1)-A°-nunepunenu v, 2,6-Aumernn- u 3-meTua-2,6-gudenun-4-6en3nnun-
Oennunepuguusl (XIV) cHHTE3UpOBaHBEI B3auMOJEHCTBHEM COOTBETCTBYIOILIHX
NIHNEPHAOHOB ¢ Tpudenundbensnnuaendbochpunom *®, lo peakuun Burrura us
I-MeTunnunepunoHa-4 noayueHn (l-mMeTHa-A “ *-munepunui-4) aneTOHHTPHI
H 3THJIOBHH 3bup (l-MeTua-A “ *-nunepunuia-4)-yKCycHOH KucJaOTH **, AHa-
JIOT TOCJAENHero coefivHeHHs ¢ GeH3OHJABLHBIM PafHKAJOM IPH aTOMe a30Ta
onucad B pabote *°. TakuM ke IyTeM NoJydeH >THIOBLIA 3¢dup (l-Gensons-
3-atua-A » *-nunepunun-4)-yreycuoit kucaots *. Ilpu ruppoause 1,2,5-1pu-
MetH1-4-6yTOKCHMeTHieHnunepuauHa (XV), koropult mosyuaercs us 1,2,5-
TPUMETHJMNHIEpHAOHA-4 H TpH(peHHAOYyTOKCHMETUHAeHPOChHHA, o6pasyeTcs
1,2,5-tpumerna-4-bopmuanunepuaud  (XVI) %2 dtor aawperny Obl1 10.1y-
geH TakKXkKe H3 3TOTO Ke NUIEpPUAOHA H XJOPMEeTHJIOBOrO adHpa .

[lpn noJyueHHH JeRapCTBEHHOIO TMpemapara <TeMeXHH» B KayecTBe
IIPOMEXYTOYHOTO COeIHHEHHd HCHoJab3yeTcd (2,2,6,6-TeTpaMeTH/INUIEpUAH-
JaujeH-4)-uuanykcycuslit apup (XVII), kotopuii o6pasyercs mpH KOH/EH-
caluy HHAHYKCYycHOro 3dupa ¢ TpuaueToHaMmuHOM *® *. AHajorauyHoe coe-
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JuHenHe onucaro B®. Ilpu xoupencauuu 1,2,6-TpuMeTHnnHNEpHAoHa-4 ¢
HHTPHJIOM MAaJIOHOBOH KHCJAOTHI MoJyueH 1,2,6-TpUMeTH/-4-IHIHAHMETHIEH-
MUIepUauH %,
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Ha cxeme 2 npejcraBiaeHB! PeakUHH IPUCOEAHHEHHS MO KapOOHHAbHOH
Tpynme y-mHNepuJoHOB. KeTanu TpHaueToHaMHHa OBIM NOJYYeHBl IIPH
o6paboTke €ro cMecpi0 cnupTa ¢ OeH30/J0M B NPHCYTCTBHH H-TOJAYOJICY/Ib-
¢doxkucnorel . [Ipu KpucTaNAH3aLUH THAPOXJOPHAOB y-MHNEPHIOHOB U3
cMecH aTaHoJa ¢ 3GHPOM Jerko o6pasyioTes ux gusTuikeratu (XVIIL) * 20,
UersepTuunas coab (XIX) n-ToayoucyabhokueaAOTH | 1-MeTHA-4,4-nHaJAHI-
OKCHIHNEpUANHA (MOJyueHa H3 NHMEPHAOHA M JHAJNJIHJIKETAJs aleTOHa B
NPHCYTCTBHH 7-TONYOJNCYIbPOKHUCAOTEH) TEPMUYECKAM NyTeM Oblia IpeBpa-
HeHa B 1-metuia-3-amaunnunepugon-4 (XX) *. Mayuena xondencauus l-me-
THJADUNEPHAOHA-4 ¢ (DeHOJIAMH B KHCJBIX yca0BHAX. lIpu koHmeHcanuu c
¢deHosom Gblr BBILENeH 1-MeTuia-4-(n-okcudennn)-A *-nunepunent (XXI),
KOTOpBIl NIPH LajbHelillleM B3aHMOAEHCTBHH ¢ (PEHOJOM IIpeBpauiaeTcs B
1-merun-4,4-nu (n-oxcudennn) nunepunun (XXII) &,

OcyimecTBieHa KOHAeHcauus 2,5-1uMeTHa- # 1,2,5-TpUMETHANHIIEPHIO-
Ha-4 ¢ AEMeTHAPOCHHTOM, B pe3yasTaTe KOTOPOH 06pa3ymTcs 2,5-THMeTHI-
i 1,2,5-tpuMerna-4-guMerundoconnunepuions-4 (XXIII) % %, B anaJo-
FHYHBIX CHHTE3aX OBIIM MCIOOJb30BAaHB JAUANNHIPOCHHUT W AUIPOMAPTHII-
dochur . O6uHEIME cliocobaMy U3 y-THIEPHAOHOB NOJYIEHB HHAHTHADHUHE
(XX1V), a us Hux — okcukuceaoTel (XXV), n ux 3¢UpH @0 KapOOKCHIBHOK
(XXVI), a takxke no okcurpymnme (XXVII) -, M3 y-okcu-y-kapOajKoK-
CHIUNEPHUAMHOB ¥ MeTAJJIOOPraHHYECKHX COENUHEHHH INOJYUeHbH NHHAKOHBI
NUNEpHAHHOBOrO  psafa —4-oxkcunumepuand-4-apui (auapui)kapOHHOAB 72,
H ocyllecTBJAeHa HX NHHAKOJIHHOBAsl NMEPErpylNNHPOBKA B y-apHJ-y-amHJIIIH-
nepunuubl ©°, OmnucaHO InpeBpallleHHe HHAHTHADHHOB J-IUIEPHIOHOB B
y-LIHaH-y-AHANKHIAMUHONUIEDHANHBL M OCYLIECTBJIEHB IpeBpallleHust Io-
CNENHUX B y-AHAJKHUIAMHHONHIIEDUANHBI H B Y-aJKHJI (aPUJI) THNEPUAUHEL ™ ™°,
v-AMuHo-y-kKapbokcununepuauHsl (XXIX) mosydeHnl Kak M3 y-aMHHO-y-
puaanunepuAuaoB (XXVIII) ™, Tak u H3 1y-0KCH-y-KapOOKCUITHIIEPHIHHOB
(XXV) ™.

Bropas rpynna nopespallleHuii y-NHIEePUAOHOB NpeACTaBIeHa peaKUHAMH
ux xonieHcanuit (cxema 3). Ilpu xoHIeHcauuu y-munepunono (I) ¢ Gens-

°
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Cxema 3
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aapzerufiom obpasyiorcs kak 3-6ensuannien- (XXX), tak u 3,5-nubeH3unn-
dexn — (XXXI) npousBognbe "~ TlogofHEle KOHIEHCANUMHM € Pa3AHYHLIMM
apoMaTHYECKHMH aJbJeTHIaMH, B TOM U4HCJIe H ¢ TeTePOIUKIHYECKHMH,
onmucaHel B paborax ¥=%. 1-Auerun-2,5-nuMerun-3-kap6GMeTOKCHIHIIEPH-
moH-4 (XXXII) nosnyyeH mpH KOHJEHCALWH COOTBETCTBYIOULErO NMUNEPHAOHZ
C AUMETHAKApGOHATOM B NPHCYTCTBHM 3THJaTa HaTpua *®. OcymlecTsaeHa
KOHJeHcanHua 1,2,5-TpHMETHNNHNEPHIOHA-4 ¢ GOPMaJbIErHAOM, B pe3yJb-
TaTe [oJyueHO 3-OKcHMeTH/AbHOe npoussofHoe (XXXIII) srtoro nunepumo-
Ha ¥. 3-IuankunaMuHOMeTHANHNEepHAOHH-4 (XXXIV) mnosyueHn mpu KoH-
IeHcauuu y-nunepunoHoB no Mauwnnxy -, U3z 1-mMerHs-3-Kap63TOKCHIIH-
nepHioHa-4 M 3TUNAKpHJIaTa B INPHCYTCTBHH THAPHIA HATPHS INOJYYEH
THJI0BHE  30up  B-(l-mMeTHI-3-KapO3TOKCH-4-OKCONUNEPHANI-3) -IPONIHO-
HOBOW KucaotTh (XXXV) %8 9L

HuanaTHAHPOBaHHE Y-NHNEPHAOHOB, HMEIOIHX aJKHIbHLEIE 3aMeCTHTe-
JH B f-NOJIOXEHHH, B pe3ysbTaTe KOTOPOro o06pasylTcs [-aJKui-B-muaH-
sTHJA-y-nunepunons (XXXVI), omucano B paborax **~**. [Ipu nanbuelfmem:
UHaHITUIHPOBAHUM TAKHX NHNEPHIOHOB MOJYYEHHI |3,[5’-;m (2-umanatua)- u
fB.B,8’-Tpu (2-unansTHI) 3aMellleHHbIe y-NHIEPHAOHH *°. B pesy/abrarte KOH-
IJencauun 1,2,5-tpuMernanunepusioda-4 (a Takke ero N-HezamemeHHOro
aHaiaora) ¢ f,B-IMMETHJIIUBHHHUIKETOHOM o6pasyerca 1,2,5-Tpumerna-5-
(3-0kco-5-mernirekcen-4-ui-1) munepupon-4  (XXXVII) . I'Ipn KOHJeHca-
UMK 2,5-THMETHANHNEPHIOHA-4 ¢ o.-BUHHIOHPUAHHOM B TIPUCYTCTBHY HATPUS
noayver  2,5-nuMerun-5-[B- (mupuaun-2) stunlnunepunon-4  (XXXVIII) *.

Ilpu o6paborke 1-anKOKCH-3-KapOMETOKCHIHIEDHIOHOB-4 HONHCTHIM
METHJIOM B NPHCYTCTBHH 3THJaTa HaTpusa o6pasylorcss l-alKOKCH-3-METHJ-
3-kap6MeTOKCHNHNEpUAOHb-4 *°, OnucaHo noJjydyeHue 1-GeH3uJ-3-alau/INH-
TEepHJOHa-4 NyTeM aJKUJHPOBaHHSA C NOMOLIbIO GpomucToro ajnuna 1-Ges-
SHJNHNEPHAOHA-4 ¢ NpeABapHTelbHOH 06paboTkoll ero Tper-GyTHnATOM
HaTpus '*’. AHaJOrHYHOe aJKH/IMPOBAHHE y-IHIEPUAOHOB ONHcaHo B palbo-
Te**., B pesyabrate oO6paGoTku 1-meTHs-3-kapOsToKcHIUTEDHAOHA-4 XJO-
pHCTHIM AMMeTH/I0eH3uN(EeHHIaMMOHHEM, a TaKkKe OPOMUCTHIM JHMETHJal-
JIUJIpeHHIaMMOHHEM ¢ OCAEAYIOLIHM THAPOJIH3OM U NeKapOGOKCHANPOBaHHEM
NPOAYKTOB aAKWJIMDOBAHHS NoayueHb |-MeTHJ-3-6GeHsu (anaua)nunepuno-
HE-4 ‘", W3 1-6eH30myi-3-KapO3TORCHIHNEDPUJOHA-4 H GPOMHCTOTO IpPO-
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napruia TI0JIyueH 1-6eH3ona-3-nponaprun-3-Kap63TOKCHIUIEPHAOH-4
(XXXIX) .

CamocToATeNbHOE MECTO B XHMHH Y-IIUNIEPHI0HOB 3aHUMAalOT HMHHOKCHJIb-
HHle pajukainbl (CBOGOZHBlE paIHKAJbI), XUMHYECKOH OCHOBOH KOTOPBIX
fIBNIfeTCd TPHAUETOHAMMH H €ro INPOW3BOLHBEIE HO Y-NOJOXKeHHIO '2-1%,

II. CHHTE3bl HA OCHOBE y-TUNEPHAOHOB
IMMPOU3BOJAHBIX NHINEPUAHHA,
OBJIAIAIOUIHUX ¢® U3HOJIOT'RYECKUM DENCTBHEM

K onucanHbIM BIepBble (DH3HOJOTHYECKH 4KTHBHBIM BENISCTBaM, B TOM
YHC/Ne M JIEKAaPCTBEHHBIM IpenapaTaM, U3 NPOH3BOAHBIX NUNEPUAMHA OTHO-
CATCA CJOXKHBIE 3(HUPBH BTOPHUHBIX y-iHNepunonaoB. Ony6aukoBaHo 6oJee
80 paGoT, B KOTODHIX ONHCAHO BOCCTAHOBJIEHHE pPAa3JMYHHIMH METOLAMH
y-TIUNEPHIOHOB A0 Y-NMHNEPHIONOB U HX sTepucukaunsd. Hekortophle us
ONHCaHHBIX 3GhupoB o6magaoT (GU3HOJOTHUECKUM HeHcTBHEM, HO IO Daas-
JUYHBIM IPHYMHAM INDPaKTHUECKOTO NPUMEHeHHs OHM He HallIu. B Hacrosa-
Hiee BpeMs HPEACTaBAAIOT JHLIb HCTOPHYECKHH HHTepec CHJIbHOAEHCTBYIO-
UiMe aHeCTeTHKH, HO ¢ OTPHIaTeNbHBHIM NOOOYHEIM AeficTBHEM, O-3yKaud —
1,2,2,6,6-nenTameTnn-4-6eH30HM0KCH-4-KapOMETOKCUITHITEPUAUH H  P-3yKa-
HH — 2,2,6-TpuMeTHI-4-0eH30HIOKCHIHIIEPHIHH, a TaKXKe NpenapaT MHAPHa-
THYECKOTO [eHCTBHS »syKoTponuH (sfidranbmun)— adup 1,2,2,6-reTrpame-
THJIIHIEPHA0Ja-4 H MUHLANBHOR KUCJIOTHL.

BaXHBIMH ¢ MPakTHUECKOH TOUKU 3PEHHA B PANY NMPOU3BOLHBIX MHUIEPH-
JMHA, NOJY4aeMBIX H3 y-NHUIEPHAOHOB, OKazaJuch 3(GHPH TPETHYHBIX y-IH-
nepuaoJioB. JIns moayyeHuMs H3 Y-IHIEPUAOHOB y-OKCUIPOM3BOAHBEIX C Tpe-
THYHOH OKCHTDYINOH HODHMEHS/IHCh Das/HuYHble METOABI; OJHH H3 HHUX —
HONyUeHHEe Y-NHNEePUAONIOB C INOMOIIBLIO MAarHHH- H JHTHHOPraHHYECKHX
COeHHEHHIt 12 18, 19, 25, 98, 60, 99101, 105-476  Hegoropple TPETHYHbIE Y-NMHIEPHO-
JBH [OJyYeHH H3 4-NHNEepPHIOHOB MO peakuuu Pedopmarckoro ' . Onu-
caHa KOHJEeHCalUs y-NUNePUNOHOB ¢ KeTOHAaM¥ B HNPHCYTCTBHU HOHOOOMeH-
HBIX CMOJI, B Pe3yabTaTe KOTOPoH o0pasyloTcst TpeTHUYHLIC y-IIHIEPHAOJB C
p-okcoankuapEEIMY rpynnupoBramu npu C(4) Y.

MHorne H3 MHOMYYEHHBIX Yy-NIUNEPHJOJNOB BLIAEJEHBl B BHAE HHJIH-
BHyaJbHBIX H30MepoB. Kpome sTepH(OHKALUHUH TPETHYHHIX y-NHIEPHAOJOB
€ UEeNbI0 MOJyuYeHHs (apMaKOJOTHYEeCKM aKTHBHBIX COeRuHenuf % 10 09—,
105-109, 120-122, 112, 114, 116, 117, 124—126, 128, 129, 131—133, 135~137, 139, 142, 146, 148, 150, 155, 158,
167, 470475, 480197 p3yyasach UX AETHIpATalHs [VIABHBIM 06pasoM B CBA3H C
YCTaHOBJEHHEM KOHGMHTYpalUuH y-IHOEPUIONOB H MOJYHEHHEM INHIEPHIEH-

HOB, KOTOpble HCIOJb30BAJHCh B CHHTE€3aX HNUPHAUHOBLIX OCHOBaHHMH !°7: 1%
113, 115, 117, 427, 144—147, 154, 156, 157, 162, 168, 1768, 178, 198—205
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CHuHTe3Bl TPETHUYHBIX Y-IHHEPUAOJOB H HX CJIOXKHBIX 3(HPOB INPOBOAU-
Juch B Gosplumx Macmitabax. Cpeayu Hux ObliH HafgeHe! 3¢ dekTHBHHIE
o6e3boarBaolLie IpenapaTsl (aHAIbICTHKH).

HenoctatouHo H3yyeHH IpocTble 3QUPH TPETHUHBIX y-TIHIEPHAOJIOB, UTO
YACTHYHO CBSI3aHO C HEKOTOPHIMHE TPWIHOCTIMH HX CHHTe3a. PaspaboTaH
METOJ TpeBpalleHHsA CJHOXKHBIX 3>DHPOB TAaKUX CIHPTOB B IPOCTHIE MYTEM
HarpeBaHUsl HX ¢ H30BLITKOM XJIOPUCTOTO BOZOPOAA B CIHPTOBOM pacTBOPE.
Tax, u3 1-6eH3u-3-MeTHI-4-0,~PypHII-4-TIPONMHOHOKCHIIHTIEPUANHA OB TOJTY-
ueH |-GeHsHa-3-MeTUA-4-a-PypHa-4-3TOKCHIHNEPHIHH, KOTOpLIA obsanaer
3HAYHTEJBHON aHAJbreTHUecKOH akKTHBHOCTBIO "% 2% 27 JlyaHsTHaMpOBaHUE
TPETHYHBIX y-IHIEPHL0IO0B B MPHUCYTCTBUH €JKOTO KaJH MPHBOAMT K o6pa-
30BaHHUIO y- (2-IMaH3TOKCH)TIHIepHAKHOB %, KoHjeHcaAUUH y-TIHIEPHIOHOB C
aleTUJIEHOBEIME COEJHHEHHSIMH IPOBOAMJHCH H3BECTHBHIMH MeToAaMu (cXe-
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ma 4). U3 y-nunepumonos (I) ¢ pasiuyHBIMH 3aMECTHTENSIMH B IUKJIE H
IPH aTOMe 430Ta KOHJAEHCALHel ¢ AleTHJEeHOM [O0JYYeHO MHOro 4-5THHHJ-
nunepunonos-4 (XL); B psane cayyaeB GblIH BBIAC/JTeHH H30MEepDHbIE IHIIe-
PHIOJBE M GBLIO YCTAHOBJIEHO HX IpPOCTpaHCTBeHHOe crpoenue. Ocyliects-
JIeHO yacTHuHoe (IO y-BHHUJMHUepHaonoB XL1) u mosHoe (40 y-3THJIIHIe-
punosop XLII) ruAPDHPOBAHME STUHHJIBHOH TPYIHIBL % 113 180, 184, 209233
4-Buungstunuanunepugonst (XLIII) mosyuenel mpn KOHAGHCALHH Y-TIHIe-
PHIOHOB € BHHHJIALETHJEHOM HJAM MarnuiiépomeuuuianetruneroMm. Ocyure-
CTBJIEHO YacTHUHOe (fo numepHaoaoB XLIV) u nmosHoe (xo NHNEPHAO-
J0oB XLV) rujpupoBanHe BUHHJASTHHHJIBHON rpymnmel '% % 2% Anpajoruunne
KOHJEHCAUHY y-TUIEPHIOHOB HPOBOLHJIMCH ¢ (heHHaalleTHJIeHOM *'7r 146, 228,
25,28 y ¢ nadrunageTuseHaMu *¥  (mosyuerue mumepuposios XLVI). Tlo
Metony XogkeBHua — Kaauo u3 4-3THHUANHNEDUTONOB-4 U GPOMIPOH3BOL-
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HBIX MOHO3aMEIEHHBIX alleTHJAEHOB ObLAM NOJMyueHbl 4-0yTalHHHIHIECPHILO-
abl-4 %, T1pu kompencanuu 2,2,5-TpUMeTHJINHIEPHAOHA-4 ¢ AHALETHIECHOM
MOJIYUeH AHMALETHAEHOBBIH IVINKOAL — IH (2,2,5-TpuMeTHI-4-0KCHIIHIIeDH ]I~
4) nnaueruaer (XLVII). AHaJOrHYHBIH TIHKOIbL TOJyYeH AOPH OKHCJIHTENb-
HOH JMMEPH3aLHH MHIMBUAYaJbHBIX H30MEPOB 1,2,5-TPUMETH.I-4-3THHHJIIH-
nepugosa-4, KOTOpblii 3aTeM moiaBepraJics THAPHPOBaHMIO *°% ¥ 24 Tlomo6-
Hble TVIHKOJIM ONHCaHH B pafore 2%,

B peaknun xouaescauuu c¢ 1,2,5-TpHMETH/INHIEPHAOHOM-4 BBOAHIUCD
JHSTHHHIOEH30/Bl C PA3JHUHEIM HOJIOKEHHeM 3THHHJBHBIX TPYIIT H APYTUX
3aMecTHTeJell B GeH30JAbHOM IHKJe. ITosyueHB NPOLYKTHI KOHJAEHCALHH
kak no ogHoii (XLVIII) #% 2! rtax nu mo unBym (XLIX) *'*? sTHHHJIBHBIM
rpynnaM. OcyliecTBiaeHa KoHaeHcauusi 1,2,5-TpUMeTHANHNIEPHAOHA-4 ¢ 1H-
MeTHJIITHHUIKADOHHOJIOM (noaydenue raukoast (L) 24%), a Taxkxke 2,5-nume-
THAHNEPUIOHA-4 ¢ AEMETHIAH3THHHAKADOHHOJOM (IIOJNyueHHEe VIHKOJIA
(LI) 219)-

W3 anetuneHoBulx namepunonos (XL) ¢ TepMHHAJNLHBIM aleTHJIEHOBBIM
BOAODOAOM 10 MeToay MaHHHXA CHHTE3HPOBAaHO GOJBLIOE UHC/IO HX JHAJ-
KHJIaMHHOMETH/ISTHHHIBHLIX TPOH3BOAHBIX (LII) 217 224 231, 193, 20245 Pgyygy.
Jach peaklHs KOHIEHCAllHH ALETHJECHOBHIX NHIEPHAOJIOB ¢ KETOHAMH **°, n
LUaHSTHAHPOBAHHE 00pa3yIOUIUXCs NPH 3TOM IuKoJel !, [lomyueHsl s¢hH-
pst (LII) anernnexoBbix cnuproB (XL), ocymiecTBaeHa THAPATALUS TPOH-
HOlt cBsA3H (noJyyeHue 4-auernanunepuyponos-4 (LIV) u ux adupos (LV)
¥ NMPOBEJEH PsiJ, APYTHX NpeBpallleHHH NG STHHHJABHOH rpymme % ™ 148, 213, 215,
221, 229, 231, 238, 252-263 QnmcaHO aMUHOMETHJIHDOBaHHe *** 4 UUAH3THIHDPOBA-
HHe alleTHJACHOBBIX y-IHIEPHAO0JOB 10 OKCHIPYHIE, a Tak¥Ke MOJyde-
HHe UX Kap6amarToB. y-BHHHJ-y-IHIEPHIOMB], NONyYEeHHBIE NPH UaCTHUHOM
THIDHPOBAHHY Y-3THHH/I-y-NHIGDHIOAOB, NYTEM OKHCJICHHS NEePEKHCBIO BO-
0poaa IpeBpalleHH B y-OKCH-y-9MOKCHIPOU3BOAHLIE THIEPHANHA.

Orpanudenbl HCCAeIOBAHHS 10 CHHTE3Y MNPOU3BOAHBIX MNHIEPUAMHA, B
TOM 4HCJIE H TPETHUYHBIX y-NUNEPHIONOB, COAepKaMUX Kpemuuit. [Ipu obpa-
Gorke 2,6-1udeHnn-4-BHHHAITHHHANAIEPHAONA-4 MEeTHATHOYTHICHAAHOM B
npUCyTCTBHH Kartanusaropa Cmailepa 6ol Boiaeded 2,6-pudenun-4-(1/-me-
THALHOY THICHIAHAOYTa neH-1",3"-ui1) nunepuaoa-4, TpeBpalleHHEBH 3aTeMm
NpH THAPHPOBaHMH B 2,6-mudennn-4- (1’-MeTHAIHOYTHACHARAGY THI-1") K-
nepuno/-4. AnajornuyHoe npeBpallleHie NpPOBeleHO H ¢ 1,2,5-TpumerHa-4-
BHHHJIITHHHJNHIIEPUAOMOM-4 2%,
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Bropo# npuMep — cuHre3 u3 1,2,5-TpRMeTHNKNEPHAOHA-4 U TPHDEHH-
CHJIHJNHTHA H30MepHBIX  1,2,5-TpuMeTHII-4-TPH(eHHACHIHITHIIEPHA0N0B-4
U ux 3¢hupos **.

‘I)l (CeHy)s Six_,OH (CiHg)s Siy_, OCOR
AN /
CH”_,/\I (CeHa)sSILI_ CH3—‘ RCOCI_ CH3_| \
\fl“ —CH, \ler —CH,y \I\II )—CHy
CH, CH, - CH,

D apMakoJIOTHIECKOE H3yUEHHEe BTOPHYHBIX M TPETHUHBIX y-NHIIEPHLOJO0B
110Ka3aJo, YT0, KaK NPaBHJO, OHH (DU3HOJOTHIECKH HeakTHBHH. B pabore *™°
omKG0uHo CooBiieHo 06 aHanbresupymollell axTUBHOCTH HaoMmepHHX 1,2,5-
TpuMmeTHa-4-GeHunnunepunonos-4. OAHAKO K TPETHUHBIM y-IHIEPHI0JAM
OTHOCHTCsL Heliponerndyeckuii npenapar-1-(1-brop-3-6eH3oHanponuonun)-4-
n-xnopbennanunepunona-4. Ilo npeaapuTesbHbiM gaHHBIM **°, 1,2,5-TpHuMe-
THI-4-TpH EHHICHIHAMHIEPHR0J-4-IPOABseT 6aKTepHOLUHAHOE AeHCTBHE.

HauGosnee akTHUBHEIMH aHaJibreTHKaMH OKa3a/JuChb 3(PUPH IPONHOHOBOH
KHUCJOTH M TPETHUHHIX Y-THIEPHLOJOB C (EHHIBHBIM 3aMeCTHTeNeM IIpH
C(4). Mz HuX B MeIUIHHCKYIO NIPAKTHKY BOIULJAH EBa IpenapaTa — IPOAHH
(anbdhanponuH, HH3EHTHJ, aHeJ0J) W NPOMENOJ, KOTODhle HAILJIK LIHPOKOe
NpHMeHEeHHEe H CyIleCTBEHHO OTPaHHUUJIH HCHOJb30BaHHe MOpdUHA B Kaue-
cTBe 06e360JHBAIOLIET0 CPEACTEA.

Ilponun — rupgpoxyopun  1,3-nuMeTHi-4-QeHUI-4-NPONHOHOKCHITUIIEPH-
JAHHa — TOJqydeH no cienyiomel cxeme. IIpn nukausauum mertua-(B-kap6-
METOKCHATHI) - (B-KapOMeTOKCHIIPONNI) aMHHa obpasyercs 1,3-g#Merna-5-
KapOMeTOKCHIIUIEPDHA0OH-4, H3 KOTOPOro MOCJe THAPOJH3a M jeKapBORCHIM-
posaHud obpasyercd 1,3-numerunnunepunon-4 **. Ilpu B3aumoneficTeHu 310-
ro melepugoHa ¢ QeHWJIJIHTHEeM TOAyYeHa CMecb H3oMepHBIX 1,3-gumern.-
4-benunnunepugooB-4, a 3areM MPONHOHOBHIE 3(HPHl OOOHX H30MEpOB
(anpbhanpoaun u GeranpopuH) . O BLCOKOH aHAJBreTHYeCKOH aKTHBHO-
CTH IIpofMHa coobmaercss B pabore . B wuccaenoBanmsx % '’ goTtophe
NPOBOIUNNCL HE3dBUCHMO, ONHMCAH CHHTe3 COeAMHEHHH, aHAJOTHYHBIX IIPO-
IHHY.

B npousBozctse mnpomegnosa — ruapoxJgopuna 1,2,5-rpumerni-4-GeHn-
4-nponuoHOKCHIIMNepHAuHa % ¥ — penoabsyercs  1,2,5-tpumernnnunepu-
noH-4 **. Tlo NpHHATON TEXHOJOTHH NMPOMELON IOJAYYaloT G6e3 BHAENCHUS
1,2,5-rpuMerni-4-pennanunepunona-4, o6padarblBasg XJOPHCTBIM IPOMMO-
HHJIOM JIMTHEBBIH aJIKOTOJST TOrO CIHPTA.

0
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Bosnee panmuoHanpHEIM sIBASIETCA CJAEAYIOLIHHA MeTox: moayuenue [,2,5-
TpUMeETHII-4-(heHUImunepyu0/a-4, BEAeJCHHE (KPHCTAMNIU3AUUSI B XPOMATO-
rpadHuyeckoe pasjeseHHe) M3 CMECH €ro H30MepOB y-H3oMepa U 3TepHPH-
Kanus (Bbhxof Gosee 90%) mocsienHero NPONHOHOBHIM AHTHAPHAOM B TIDH-
CYTCTBHH NIHPHJHHA,
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11I. MPOCTPAHCTBEHHOE CTPOEHHE
HEKOTOPbBIX TPETHYHbIX y-MHNEPHAOJIOB

Crepe0XUMHH BTOPHYHBIX H TPETHYHBIX y-IHIEPHAOJNOB MOCBSIIEHO MHO-
)KecTBO pabor. Mccsenopanus Takoro xapakrTepa HHTEHCHBHO IIPOJIOJIXKA-
0TCA H B Hacrosilee BpeMd. B HacTosmiell craThe MBl He CTABHM 3afauy
‘paccMaTpHBaTh PAaBGOTHI TOTO HANPABJCHHS, CBA3AHHBIE C XUMHEH y-MHAIe-
puposioB. Jlo HEKOTOPOIl CTeNeHH 3TO CHeJaHO B pabote ", xoTopasi, oxHa-
KO, YKe ycrapeda.

MEI 0CTaHOBHEMCS TOJNBKO Ha HCCAELOBAHUSAX, KOTOPLIE CBS3aHBL ¢ H3yye-
HHeM KOH(Urypauuu ¥ KOHPoOpMauH¥ HoOMePHBIX 1,3-AuMeTui-4-¢eHusmny-
nepugonos-4 u 1,2,5-rpumerna-4-pedunnuneprgonos-4. Bebop aTux 06bhex-
TOB 06YCJ0B/JIEH HECKOJBKUMH NMpHYHHaMU. [Ipexae Bcero 3TH y-MHMIEPHILO-
Jbl ABJSIOTCS HCXOAHBIMHM BeLleCTBAMHM B CHHTedaxX 3(dexTHBHEIX o6esbo-
JUBAIOMHX JIeKaPCTBEHHBIX NIPeNapaToB -— H30MEDHBIX NPOAHHOB H H3OMeEp-
HBEIX TPOMENOJOB. V3 MHOIOYHCJEHHBIX TPOM3BOJHBIX y-IHIEPHIOHOB TOJb-
KO 9TH COEAMHEeHHd HalllIi HWIHPOKOE TPUMEHeHHe B MeJUIUHCKOH NP aKTHKE.
KoudopMaudoHHbIll aHa U3 NPOU3BOLHLIX THNEPHAUHA OepeT ¢BOE HAayajo
B paboTax MO HM3YUEHHIO CTEPEOXHMHH YKAa3aHHBIX NHNEPHIOJOB C NPHME-
HeHHEM BHayaJe XHMHYeCKHX, a 3aTeM H CHEKTDa/JbHBIX MeTonoB. MHorue
ABTOPHl 32HHMAJHCh H3yYeHHEeM CTPOEHHS H30MEpDHBIX NPOJHHOB H IIPOMe-
JOJIOB U UacTo Jesajy IpOTHBopeunBhie BBIBOJAL. Eciu B ciyyae H30MePHBIX
1,3-1uMeTHI-4-PeHUATHIIEPHA00B-4 3TH NPOTHBOPEUHs OBLIH MOCTATOYHO
GBICTPO YCTpaHeHBl, TO B Cayuae uX 1,2,5-TpUMeTHJBHEIX aHAJOTOB OHH CO
BpeMeHeM HaKalJIHBAaJHCh, UTO He TOJIBKO MellaJlo PelleHHI0 3TOH uacTHOH
3aJlaud, HO H B HEKOTOPOH CTeleHH TOPMO3UJIO PA3BUTHE KOH(pOPMAIHOH-
HOTO aHaJH3a MHUMEPUAUHOBLIX cHCTeM. K COXKaJeHH:o, aBTOPHl, KOTOpblE
npexAe KaTeropHuHO, HO OWMOOYHO PacCMaTPHBAJH CTPOEHHE H3OMEPHBIX
1,2,5-rpuMeru-4-QpeHuAnUnepuaonoB-4 % ** 3ateM H3MEHHJH CBOIO TOY-
Ky 3PeHHS, HHYero He COOOLIMB O NPHYHHAX PaHee CACJIAHHBIX HENDaBUJ/b-
HBIX BHIBOJIOB 2% 278

Brnepsrle 0 TONyueHHH cMecH H3OMepHBIX '1,3-1uMeTHa-4-)eHHATIHIIEDH-
L0J0B-4 ¥ IHAPOXJOPHAOB MX NPONHOHATOB — g-H3oMepa (T. . 212—214°;
no ApyruM aaHHbM 220—221° ***) y B-uscmepa (1. ma. 190—192°; mo apyrum
RaHHBIM 195—196°'**) coobwuin B '®. TaMm :Ke NPUBEIEHBl DE3YJbTATH
IKCIIEPHMEHTAa IO BDLIICJCHHIO 3HAHTHOMEPOB [B-IPOAHMHA ¢ IIOMOLIBIO
D-BunHO# n L-a6s04H0# KuCaOT. JlHacTepeonsomepsl 1,3-nuMerHi-4-denu-
nunepujgona-4 Oblnd 0003HAYeHbl Kak «- (T. ma1. 100—101°) u B- (T. ma.
116—118°) dopmsl (cooTBeTcTBYIOLIME HM THADPOXJOPHIB MPOINHOHATOB
ykasaHbl Bhllie). BHauase umm Obliia NpeanosoXHTeNbHO NPUIHCAHA (HA
OCHOBAHHH TOJbKO AaHHBIX MK-cmekrpos *™®), Kak notoM okasaJsoch, OIIH-
6ouHO, cieayiomass KOHQHUrypaumus: mias o-QOPMBI — yUC-IONOKEHHE Me-
TuabHOH rpynnel npu C(3) u dennsnpHoro paauxana npu C(4), mas B-dop-
Mbl — TPAHC-TIOJOKEHHE  Tex  XKe  3amecTHTensed ' %, Omubouuke
KOHQUrypauun OB TIPHIHCAHBL H CTPYKTYPHBIM aHaJ/JI0TaM yKa3aHHBIX o- H
p-munepuponos, coaepxamux npu C(3) BMECTO METH/IBHOR IPYNIbl APyrHe
saMecTHTeNH. HeoG0CHOBAHHOCTh TAKHX BEIBOJOB O CTPOEHHH, HaTpHMeED,
RISl clydast - H P-H30MepOB 1-MeTHJI-3-a/aui-4-QeHHNNHIED HA0M0B-4 124
moxasaHa B pabore *.

Bonpoc o kxondurypauuy u kondpopMauuu o- H B-H30MepoB 1,3-1HMeTHI-
4-beHUNNHIEPHAON0B-4 BHAYa/ e OblI PelleH XUMHYECKHMH, a 3aTeM CIEKT-
paabHBIMH MeToAaMH. B psine paGor uayyajoch IPOCTPAHCTBEHHOE CTPOe-
HHE o- H PB-naomepos 1,3-auMeTH-4-QeHUANHIEPHIONO0B-4 U HX AHAJIOrOB
(@- 1 B-psina), y KOTOPHIX OBIIH MHBIE 3aMECTHTE/H IPH aTOMe a30Ta M npu
C(3). YcraHoBJEHO, YTO NHIEPHAOJB Q-Psa B KOJHYECTBEHHOM OTHOIIE-
HHH SHAYHTEJbHO NPe06/JajaloT Mo CPARHEHHIO ¢ NHIEPHIOJSaMH B-psjia
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H3-32 GoJiee GArONPHUSITHEIX CTEPUUYECKHX YCIOBHH 00pas3oBaHus NHIEPH-
J0JIOB a-Psifia C Tpaxc-nojoxenuem samectuTens npu C(4) mo oTHOLIEHHIO
K 3aMectutenio npu C(3). Sbups nunepunonos f-psAaa TUAPOIH3YIOTCI ¢
Gonblllel CKOPOCTbIO, 4ueM 3(GHPH MHUNEPHI0J0B @-pAfa®’, a TNHIepHAOJb
B-pana jerue 3TepHOUUHPYIOTCS, YeM HHIEPHAONH o-PsAfa (akcHaJbHARA
okcurpymnna). ¥ THIepHAOJOB B-psla IPH B3aUMOAEHCTBHH € XJOPHCTHIM
THOHHJIOM TPOUCXOAHT OOMEH OKCHIPYINHl Ha XJOp, a B Caydae NHIEPHIO-
JIOB @-Psifia TJIaBHHM 06pa3oM JerHApoXxJopHpoBaHHe. Bnauase na ocHoBa-
HHHM 3THX AAaHHBIX Obl1 clejiaH BLIBOL O TOM, YTO ¢-H30Mep MHIEpHAOJA,
COOTBETCTBYIOIIUA NPOAMHY, MMeeT cTpceHue l,3e-puMerun-4e-eHusmnuie-
punoaa-4, a B-U3oMep, COOTBETCTBYIOUIHH f-npoauny,— 1,3e-aumerna-4a-ge-
HUJMHOepupoaa-4 *% ™% ¥* . YcraHOBJAEHO, UTO IHIOEPHIOJNB o- H [-psd0B
HMeIOT CBOM creuuduueckne xapakrepuctuka B HMK-cmekrpax '#.

PeHTreHOCTPYKTYPHBIA aHaln3 o-OPOAHHA (THAPOXJIOPHA UPONHOHATA
e-usomepa 1,3-aumMerna-4-peHnannnepuaona-4) noxasaJs, uTo ero MoJeKyJaa
uMeeT PopMy «kpecias ¢ PeHHABHBIM [ALHKAJOM B SKBATOPHAJILHOM TIO-
JIOJKEHHH, a MeTHaAbHag rpymna npu C(3) HaxXomuTCS B TPAHC-TNIOJOMKEHUU
OTHOCHTEJNBHO (PeHHAbHOrO paaukaga npu C(4) ** **', PenrreHorpaguieckoe
H3yYeHue THAPOOPOMUIA M THAPOXIOPHAA PB-NPOAMHA MO3BOAHJIO CHEIATh
BBIBOJ O TOM, UTO €I'0 MOJIEKYJA TaKxKe HMeeT GOpMY «Kpec/a», MeTHIbHAS
rpynna npu C(3) ¥ deHMJbHBIH DaiuKa1 (9KBATODHAJBHLIH) HaXOAATCS B
Yuc-mooXKeHny **2-** AHanoru4Hblil BEIBOA O KOH(UIypannu ¥ KoHboODMa-
nuu o-u3omepa 1,3-numerni-4-bennanunepunona-4 (rpauc-nonoxenune CH,
u skBartopuanptoll C,H,) u B-usomepa (yuc-noaoxenue CH, u sgBaTOpHU-
anbHoll C¢H;) caesnan Ha OCHOBAHHHM H3YUEHMS HX CIHeKTPoOB [IMP %0, 285288
a TaKxKe CIeKTPOB UX 3(pUpoB >*°,

Peaysabrathl, NOJyYeHHbEe IPH M3YUCHHH DPOAYKTOB AErHIPaTAIHH H30-
MepHBIX a- H PB-1,3-1uMeTHi-4-QeHHANHIePH10/10B-4 B YCJAOBHAX KHCAOTHO-
ro KaTaJnausa (Tpanc-3AMMUHHDOBaHHe, Mexanusm E2), TakiKe GBI HCIOJb-
30BaHBl IJs1 NOKA3aTEJbCTBA KOHQHUI'YpeHHM 3THX Numepumodos. [Ipu ge-
THApaTalyd B CDABHHMBIX YCJOBHSX M3 [-usaoMepa ofpasyercs 1,5-nume-
THJ-4-denni-1,2,5,6-TeTparu ponupHINH, a K3 q-H30Mepa TPUMEpPHO B PaB-
HBIX KoJunuecTBax 1,3-gumerna-4-peuua- u 1,5-numernn-4-penna-1,2,5,6-rer-
parugponupuauns **. Takue ke pe3yJbTaThl OBLIH JOJIYUEHB MPH U3YUEHHH
JeTHjapatalut 4-0-TOJHJILHBIX aHAJOTOB - H B-H30MEPOB 3TOTO THIEPHIO-
na 162.

Bris ocyulecTBien CHHTe3 3HAHTHOMEPOB a-uaoMepa 1,3-numerui-4-ge-
HHJHMIMIEDHACAA-4 K3 SHAHTHOMEDPOB I-MeTHi-3-aaiua-4-QeHuinunepumo-
na-4. Tlpn o6paboTKe ONTHYECKHX AHTHIIOAOB 3TOTO MUIEPHAO0JA YETHIPEX-
OKHCbI0 OCHMHS, 4 3aTeM TEPUONATOM HATPHSA IOJAYYEHE 3HAHTHOMEpH
3-GOpMHJIMETUILHOIO TIIPOH3BOJHOIO, KOTOPHE OB BBHIKEJEHB B BHIE re-
Muaneraefl. IIpn nekapOGOHUIHPOBAHUH NOCJEAHHX TOJNYYEHBl ONTHUECKHE
aHTHNOAb a-uzoMmepa 1,3-pumernn-4-denuanunepunona-4 ([a]p==-+5,6 n
[a] p=—5,8°) **. Onucan cHHTe3 MeYeHHBIX TPUTHEM N0 (DEHHJBLHOMY Pa-
IHKaJy o~ U B-TIPOAHHOB (THADOXJIODHIB) M BBHAEJEHHE HX ONTHUECKHX.
aHTtunonos. [losyuensl ciaenyioline XapaKTEPHCTHKH AHTHIIOLOB:

(-H)-[?H] CeHy-ot — 7. 1. 190—191°, [a], = - 35.3%
(—)-*H] CHyo — 1. mut. 194—195°, [a], = — 37,5%
(+)-[°H] CgHy-p — 7. 1. 185—186°, [a]p = + 66,8°;
(—)-[*H] CiHs-p — 7. m. 190—191°, [a], = — 71°.

Pasnenenne Ha aHTHNOAB H30MepHBIX NHIEPHIOJOB, KOTOPHE 3aTEM MOJ-
BE&Pra/Juch MPONHOHHAHPOBAHHUIO, OCYLIECTBJASAOCH € IIOMOHILI BHHHOH M
IHOEH30OHABHHHOH KHCJAOT. YCTAHOBJAEHO, UTO 1O AHAJBLETHUECKOH AKTHB-
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HOCTH (+)-aHTHmOmsl GoJee aKTHBHB, ueM (—)-aHTunops ™ *%  Tax
(+)-anvbanpoaun B 25 pas akTHBHEe, MeM (—)-aJab(anpofuH; aHaJOTHY-
HHe GeTanpoAnHbl OTJHUAIOTCH O aKTHBHOCTH B 13 pas **2. Takum o06pasom,
MOXKHO CUHTATh, UTO BONPOC O KOHGHUrypanuu H KoHQopMauuu o- H f-H30-
mepoB 1,3-nuMerni-4-heHuanunepHI0/10B-4 peleH **°

OH It

Clly H
i N/mr3 , \N/mL,

a-u3omep B-somep

Bonee «ca0XHOH oOKaszajach 3ajaYa BLISICHEHHS IMDOCTPaHCTBEHHOTO
CTPOEHHS TpPeX H3oMepHHIX 1,2,5-TpuMetni-4-QeHHAnHNepUAONOB-4, KOTO-
pble o6pasyloTcsl IpH B3auMOJeHCTBHH 1,2,5-TpUMeTH/INMNEpHIOHA-4 ¢ de-
HHJAJHTHEM: g-u3oMep (T. mia. 106—107°), koTopoMy COOTBETCTBYeT aJbipa-
npomenoJ (MO aHa/Jbre3upylolledl akKTHBNOCTH OH TIpeBHINAaeT MOPOHUH NPH-
mepHO B 4—6 pas), B-uzomep (1. ma. 102—103°), KOTOPOMY COOTBETCTBYET
H3ONpPOMeNON (aKTHBHEE mpoMmenoda B 2-—3 paza) u y-usomep (1. ma. 107—
108°), KOTOpOMY COOTBETCTBYET IpOMenos (akruBHee MopduHa B 2—3 pa-
3a) ¢, Panemuueckuil mpomenos Obl1 pasjiesed Ha 3HAHTHOMEPHI; yCTaHOB-
JeHo, uto (-+)-aHTHno# TipuMepHo B 9 pa3 akrtuBHee (—)-anTumoga '™,
O6pasopaHHe TOJLKO 5THX TPeX H30MepHBIX NHIEePHAOJOB yAaJa0Ch A0 Ha-
CTOALLEr0 BPEMEHH YCTAHOBUTL NPH TIHIATEIbHOM X MHOTOKPATHOM Hccse-
JNOBAHHH NPOAYKTOB peaKIuyu BzauMmogelictus 1,2,5-Tpumerunnunepunona-4
c QeHUANHTHEM.

CyliecTBOBaHNEe BYX H30MEPOB (TPAHC- H Yuc- IO TIOJOXKEHUIO METHJb-
peix rpynn mpu C(2) u C(5) 1,2,5-trpuMeTninunepuioHa-4 He BH3BIBAJO
COMHEHUS TOTOMY, YTO NIPH B3aUMOAeHCcTBUM ero ¢ (geHuanurnem obpasy-
10Tcs TpH u3oMepHBIX 1,2, 5-TpuMerns-4-bennnnunepunoaa-4. DRCIEPUMEH-
TaJbHOE H3YYEHHE H3OMEDHH 3TOTO IHIEPHAOHA, KOTOPOE HOATBEPAUIO CY-
IIecTBOBAHNE €ro B BHAE TPAHC- U Yuc-QOPMBI cO 3HAYHTEJNbHBIM Ipeosta-
nanneM Tparnc-HOpMEl ¢ SKBATOPHAJBHBIMH METHJBHBHIMH TPYNIaMU, oCy-
IECTBJAEHO ¢ TMOMOLIBIO ucciegoranusg ero [IMP-cnexkrpa u zefitepooGMena
o-IpOTOHOB ***, OnmuCcaHo BLIAeJeHHE TpaHrc-u3oMepa 1,2,5-TpUMETHANUIEPH-
poHa-4 ',

B onmol 3 mepBHX pabor **7, CBI3aNHHX C PellleHUeM BOMpPoca O KOH-
¢urypauny 1 xoHQOpMaUUH a- H y-u3oMepos 1,2,5-rpuMerna-4-penuanuie-
puposa-4, HCNOJMbL3OBAHB XMMHUECKHE METOLBl. DBBLUIM TONyYeHH H myTeM
OOGBIYHBIX NpeBpallleHHil CBA3aHB APYT € IPYrOM ¢i- H y-H30MEDH 2,5-muMe-
THA-, 1,2,5-TpuMeTHa- U 1-aneTun-2,5-numernia-4-gennnnunepunonos-4. Ipu
CHHTE3€ NEePBHIX ABYX IHIEPHROJOB B KOJHYECTBEHHOM OTHOWEHHH 3Ha4H-
TeJbHO IpeobaafaloT y-H3oMepel. Ha ocHoBaHHH TOTO, 4YTO B CJjydae
y-H3oMepa l-aueTua-2,5-nuMeTHa-4-dbeHuanunepunona-4 upoucxoaur N=0
aluJbHass MHTpanusl, OB CAeJaH BHBOJ 06 aKCHAJBHOM IOJOXKEHHMH THI-
POKCHJILHOH Ipynmbl y sTOro HsoMepa. B cayyae a-usomepa B Gosee xect-
KHX YCJOBHAX MPOHCXOAMT N—-O auuapHas Murpanys ¢ o6palieHHeM KOH-
¢urypanun npu C(4), Tax Kax ofpasyercss TO ke AUETHIOKCHIPOU3BOAHOE,
4TO M M3 y-H3OMepa. DTH NPEBPAUIEHHS] CBHAETEJBCTBYIOT 06 OAMHAKOBOM
TPAHC-3KBATOPHAJNBHOM PACIOJ0KEHHH MeTHAbHEIX rpynn npu C(2) u C(5)
(vaubosice BRIrOAHAA KOH(POPMaLHsA KaK B HCXOAHOM NHIEDHIOHE, TaK H R
MHNEPHA0NAX) ¥ a- H Y-H30MEDOB H 00 SKBATOPHAJILHOM IIGJOKEHHH THI-
POKCHJABHOH I'PYNIH ¥ 0-H30MEDa.,
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Takol e BHIBOA OBl CleJaH TPH H3yueHHH XpoMmaTorpaduyeckoil Moj-
BHMKHOCTH y- H a-H30MepoB 1,2,5-rpuMerni-4-denunnunepugona-4 *°. Ana-
JIOTHYHAsi 3aBUCHMOCTb YCTaHOBJIEHA AJA y- H o-H30MepoB 1,2,5-TpUMETHII-
4-m-tomuanunepugona-4 *’. B patore **° KOJHUGCTBOHHO H3yueHa PpeaKUHA
sTepHPUKANHH o- M y-H3oMepos 1,2,5-tpuMerui-4-pennanunepunona-4 u
{I0Ka3aHO, YTO ¢-H30MED € 9KBAaTOPHAJBIOH OKCHTPYIMION 3TepHPHIHPYETCS
3HAYHTEJBHO GbICTpee, ueM y-H3oMep. Ta Ke 3aKOHOMEDHOCTb yCTaHOBJEHA
HpH H3yYeHHH THAPOJH3a 3(HUPOB 0OOHX STHX M3OMEDHLIX NMHIICPHIOJIOB.

UK-cnektpst y- u f-usomepos 1,2,5-tpumerni-4-denunnunepuiona-4
HMEIOT TakHe e XaPaKTePHCTHKH, KaK A CIeKTPhl aHaJOrHYHHX J3-aJKHJI-
4-apUANKNEPUION0B-4 € TPAHC-NOJOKEHHeM aJKHJABHOH W  apUJIbHOU
rpyna 2°°.

B pa6orax #* . *7 nhupoAuTCA KOCBEHHOE MOATBEPXKIeHHe KoHbHTypa-
uuH a-uzoMepa 1,2.5-tpuMerni-4-penunnnnepunona-4. Tak Kak no aHaJjb-
reTHYeCKOH aKTHBHOCTH B PsIAY H3OMEDHBIX NPOJAMHOB M IIPOMELOJOB IOUTH
PABHO3HAYHBLIMH SIBJSIOTCS OeTalpoiuH H aJjbganpoMencd, TO IpeAnosa-
raercd, YTO OHH HMEIOT OAMHAKOBYIO yuc-konburypanuio rpynn CH, B B-mo-
goxeHnd # CgH; B y-moJIOXKEHHH, YTO 0Ka3aJoch HOCTOBEDHBIM.

Omu6oyHble BLIBOALI O KOHOHTYpauHH H KOHGOPMAlUMH H30MEPHHIX a-,
B- u y-1,2,5-TpuMernn-4-benuanunepuonos-4 caenaus B pabore > K co-
JKaJIeHHIO, IJIsi OIpefeseHHs] NPOCTPAHCTBEHHOTO CTPOEHHS 3THX H3OMEPOB
aBTODH OTPAHHMUMJNCH Pe3yJbTaTaMH KaueCTBEHHBIX ONBITOB NO 3TepHPU-
Kallid M JAETHApATalHH, KOTOpHIe He MOIVIA CJHYKHTb OCHOBaHHEM s
pelienns KoHGOPMANNOHHBIX BOnpocos. a-Maomepy (r. ma. 106—107°) 1,2e,
Se-TpuMeTHI-4a-PeHHANNIIepUA0NY-4 Oblia NpuNHcaHA cTpykrypa 1,2e,5e-
TpuMeTH-4e-peHunnunepunona-4; f-usomepy (r. na. 102—103°%) 1,2a,5e-
TPHMETHN-4e-(DeHUNTUIePHA0NY-4 — CTPYKTYpa 1,2a,5e-TpuMetHa-4a-ge-
Huanunepuaonaa-4, a y-usomepy (r. ma. 107—I108°) 1,2¢,5e-rpumerua-de-
dennnnunepunony-4—ctpykrypa 1,2e,5e-rpuMeTna-4a-denunnunepunona-4.
B paGore *° He ObINH yuYTeHH yKe ONYOJHKOBAHHBIE 3KCIEPHMEHTAJbHBIE
AaHHble **7 [0 YCTAaHOBJNGHHIO CTPOECHHS H3oMepHHIX 1,2,5-TpuMerui-4-gde-
HHJNUNEePHL0A0B-4. B paborax **% **" npu oLEHKe CKOPOCTH 3TepHHKAUMH
uaomepubix C(4) y-NHNEPHIOJOB CHEJAHH BBIBOAB, HE COOTBETCTBYIOIIHE
OCHOBHBIM NDHHIHMIAM KOH(pOpPMauUHOHHOrO aHaau3a. OCHOBBIBASCH TOJBLKO
Ha «KaueCTBEHHBIX» HaOJIOACHHAX, DeJaeTcsl OlHGoUHOe 3aKIIUEeHHe «O Go-
Jee JIerKOH 3TepU(HKaUMH aKCHaJbHO OPHEHTHPOBAHHOH THAPOKCHJbHOM
TPYIILL., TIO CPABHEHHIO ¢ SKBATOPHAJbLHM THAPOKCHIAOM® **°, DTOT BHIBOJ
NPOTHBOPEYHT NIPUBEAEHHBIM BhIIIe NAHHBIM IO KOJHYECTBEHHOMY H3YYEHHIO
3TepuQUKAUHHM &- H y-H3oMepoB 1,2,5-TpuMeTus-4-deHuanunepugona-4 ¢,

OmunGouyHEle BHIBOABI O CTPOEHHH NPOMEOJBHOTO H ajb{panpoMerodib-
HOrO NMUNepHAoJ0B ObLLIM ciejaHbl # B pabore *’*, xoTopas cBA3aHa ¢ Ps-
JOM TPeABIAYIIHX HCCIeJOBaHHH "> %" B cBg3u ¢ TeM, 4TO B %™ coefu-
HEHMSMH, C KOTODBIMH aBTOPH CBSI3EIBAIOT INPOCTPAHCTBEHHOE CTPOCHHE
o- U y-u3oMepoB 1,2,5-TpuMeTHI-4-QeHHINHNEPHA0/0B-4, SABJASIOTCS H30-
mepHble 1,2,5-TpUMeTHA-4-3THHHINUNEPKAONAE-4 u 1,2,5-Tpumerns-4-unan-
4-OKCHNHIEPHAKHH, MBI YKaXXeM TOJBKO Ha OWHOOUHBIE BHIBOABI O CTpOE-
HWH 3THX COeJHHEHHH, OCTaBJsAsS B CTOPCHE APYTHe ONHCAHHBIE COEAMHEHMS
(mpescraBjeHHs aBTOPOB *™ 0 NPOCTPAHCTBEHHOM CTPOEHHH 3THX COCIHHHE-
HHA yxkKe H3MeHHJHCB). B pabote ™ npousBoJbHO y-H30Mepy (T, mi. 177—
178) 1,2,5-TpuMeTus-4-3THHHANMIEDHAOAA-4 NPHIOHCAHO CTPOEHHE C Yuc-
nosioxKernueM MeTuaAbHOA rpynnsl npa C(3) M sTHHHABHOA rpymubl mpH C (4).
B *° Ha OCHOBAaHMH TOJBKO XPOMAaTOrpaUUEcKMX HaHHHX 3TOT BHBOX
HCIpaBJ/sgeTcd U YKa3aHHOMY COeJHHEHHIO NIPHIIHCHIBAETCS CTPOGHHE C TPaKHC-
MoJMOKEHHEM TeX Xe zaMmectutened. TakuMm oGpasoM, 3akJIOUEHHS O TpPO-
CTPAHCTBEHHOM CTPOEHHH MHOTOYHCJEHHBIX TPOH3BOAHBIX y-IHIEPHI0JOB,
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B TOM YHCJI€ H30MeDHHIX 1,2,5-TpuMeTua-4-PeHuInunepu10/a0B-4 = 212, 233, 214
OLIHOOUHHL.

ApTOpbl pafoTH ¥* OCYLIECTBHJIH Nepexoi OT y-uzoMmepa 1,2,5-tpumerua-
4-nuaHnunepupona-4 (t. mi. 141—143°) k vy-uzomepy 1,2,5-rpuMernii-4-ge-
Hpananepuiona-4. Ho Tak Kak yKasauHOMY UMAHIMIADHHY NDHIACARA
oWwnGOYHAS KOHQHIYPALMA C YHUCTIONOKEHHEM METHJILHOH IPYmmel mpH
C(3) u umaHrpynnod mpu C(4) (mosmnee mucmpaBseHo®?), OB caenad
HEeBEPHBIH BLIBOA M O CTPOEHHH H30MepHBIX 1,2,5-TpuMeTHa-4-peHunnunepu-
JL0J0B-4.

Kondurypanus n koudopmanus usomepos 1,2, 5-rpumerua-4-fiesuanunepraonon-4

P PaGotsl, B KOTOPHX
Hsomep | T. na., °C!1¢ CTpoeHHe H30MEpoB 2101?21?;:8 :XKSTTSSQL’,‘,E NpHBEJieHbl OWKGOYHBIE
BHIBOJBI 06 HX CTPOEHHH
CgH;
. H 127,273,295,296,
a 106—107 HO~ R 297*,300%,301, 270, 274
CH, ~CH, 303*,304
\ CH
N8
s G

g 102—103 200%#*,301,303** 143, 270

127,273,295,296,

300,301 ,303—306 270, 274

y | 107—108

* OGoaHaueH aBropaMu Xak P-usomep205,303,

i ** OGO3HaY€H ABTOpaMH Kak ct-H3omep205s 303
**+ Kougurypauus.

. Tlocanenyromue ncciexoBaHHS NOATB:PAHJIM BHBOLB O NPOCTPAHCTBEH-
HOM CTPOEHHH TIPOMELOJBHBIX CIHPTOB, CAeNaHHbie B *" 2", PeHTreHOoCTPYK-
TYPHHH aHaan3 o- W y-u3oMepos 1,2,5-rpuMmerna-4-denninnnepunona-4
NOATBEPAHJ TPAHC-IKBATOPHAJbHOE TOJOKEHUE WX METHJBHBIX TPYHI NPH
C(2) u C(5), akcnaapHOe TOJOKeHHEe (PeHHNBHOTO PajHKaaa y o-H3oMepa
H 9KBaTOpHaJbHOE — ¥ y-H3oMepa %

B nccaenoBanun *** Ha ocHoBauuy pamHblix MK- u IIMP-cnexTpockonun
IIOJIHOCTBIO MOATBEPKAEHBl BHIBOALI paboT **": *™ o KOH(HTrypaUHH K KOHPOP-
MAUMH Q- H y-H30MEPOB, a TaKXKe 0 KoHQHUrypauuu P-usomepa 1,2,5-tpume-
THA-4-penuanunepugona-4. Jlaa xonpopmauun f-usomepa Gwuia yCTaHOB-
JieHa HHBePTHpoBaHHAs (hopMa, NpelTolKeHHasa paHee 'B pabore *. VYera-
HOBJIGHO TaKXKe CyLIeCTBOBAHHE B PacTBOPAX o- M B-H30OMEPOB PaBHOBECHS
«KpPEeCA0» — «BaHHA» ¢ npeobJafaHieM KOHQODPMALHH «KDPECao,

[Iposenena omenka COOTHOIIEHHS KOHGOPMEPOB H3OMEPHBIX TIPOMEAO-
JIOB B PACTBOPE IO 3HAYEHHSIM PAasHHIL CBOGOAHOH SHEPTHH MEXJy KOH-
dopmanuesl ¢ akcuaJbHOH H 9KBaTOPHANBHOH bennIbHOR rpynno#t. M3 nee
clelyer, uTo KOH(POPMepH ¢ aKcHaJbHOH (EeHHIBHON IPYNIIOH COCTaBALIOT:
y o-usomepa (anptpanpomenont, AF=—2,1 kxas/more) 97%, y p-usomepa

7 Ycnexm xaMHE, M 6
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(uzonpomenos, AF=—0,3 kxaa/moav) 62%, a y y-usoMepa (mpomenod,
AF=+7 kxaa/moav) Takoll KoHGOPMED OTCyTCTBYET **

B patGore **° Ha ocnopanuu aHaJjusa cnektpos [IMP “C ¢ yuerom panee
[NPOBEJEHHBIX HCCJACHOBAHHH JeMal0TCsl CJeAYIOINIHE BBIBOAEL O CTPOCHHU
p3oMepHblX 1,2,5-rpumerui-4-Genunnunepuronos-4 1 ux adupos. [lpenmno-
YTHTEJbHEE KOHpopMauuud B Jekrepoxjopodopme: o-usomep — 1,2e,5e-
TpuMeTHI-4a-beHuAnunepua0a-4 (Ta X KOHQOPMALHI B TBEPAOM COCTOA-
HuH); P-usomep — 1,2a,5e-tpumerua-4e-peHuanunepunon-4;  y-usomep —
1,2¢,5e-TpuMerun-4e-pesunnunepunona-4 (Ta ke koHdopMalus B TBEpPIOM
cocTosHHY). B Tabauume NMPHBOAATCA NaHHBIE O TOMAJHMHHOM KoHpOpMalUUH
usomepos 1,2,5-rpuMernn-4-pennnnunepunona-4.

Taxum o6paszoM, MOXKHO CYHTATBH, YTO BOUPOCH CTPOEHHS JEKAIIHX B
ocHOBe 3(Q(QEKTHBHLIX aHAJLICTHKOB y-IIRIIEPHIOJO0B, 00CYXKAaBIUHECS MHO-
rHe ToJbl M MHOTAA ¢ NMPOTHBONOJOXKHBIX MO3UIHH, B HACTOsLIEe BpeMs pe-
IIeHb, a2 KOHOOPMALHOHHBIA aHaJH3 MNENEPHAHHOBHIX CHCTEM MPOYHO BO-
[IeJl B XUMHIO a30THCTLIX [eTEPOLHKIOB.

IV.y-MTUNEPHUAOHBI B CHHTE3AX TETEPOUUKJIUYECKHX COENUHEHHUN

y-ITumepu0HE 1UMPOKO MPHMEHSIOTCS B CHHTe3aX DAa3dHuUHBIX TeTepo-
LIHMKJHYeCKHX coefuHeHui. ONHCAaHO HECKOJbKO NPHMEPOB TipeBpalleHul
y-IUTMePHAOHOB, CBS3aHHBIX ¢ pacluupeHnem uuknaa. [lo peaxuun IIMuara
2,2,6;TpH'MeTHJIHHHeprILOwH-‘} mpeBpamied B 2,7,7-TPHMETHATOMONHIEPA3H-
HOH-5.

o 0
I
A NH—
HNy(NaN,

L | oy ( H CHy
CH3/ N \CH3 CH3/ AN / \CH3
| AN
H 1

H

Anasioruunbie mnpeBpalleHHs OCYUIECTBJIEHBl M ¢ APYTHMH y-TIMMIEPHIO-
Hamu "7, Ilpn koHpeHcauun 2,6-iudeHuanunepuaora-4 ¢ HATPOMETAHOM
noayued 2,6-nudennn-4-HUTPOMETHINNIEPHI0I-4, KOTOPHIH GBI BOCCTAHOB-
JAeH 10 2,6-nudenun-4-amuHoMeTHanunepuiona-4. [pn o6paborke mocaen-
Hero asoTHCTOH KHucAOTOH o6pasyercd l-HHTP030-2,7-mudennd-1-aszaunkio-
rentaHoH-4 °,

O
i HO\ /CH2N02
AN N
l CH:NO, ‘ I H,
_ — OH- _ T Pto,
CeHyg N C.H; CH, N _—CsHs 1
i i
HO\ /CHZNHZ /O
LY mel ()
CGHﬁ—\N/_CBHi CGHE—\N/ _C8H5

i No
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1-Densun-1-azanukjaorenTanoH-3 moJayueH u3 |-Gensusinunepuposa-4
npu 06padoTrke ero N-HHUTPO3OMETHJYPETAHOM B TPHCYTCTBHH OKHCH 6a-
pus *’. Tlpumepom mnpeBpallleHuH y-NHIEPHIOHOB, KOTOPLIE CBSI3aHBl ¢
COKpalLleHHEM LHKJa, fABJsieTcd CHHTe3 2,2,5,5-TeTpaMeTHJINUPPOIHI0HA-3
u3 TpuaunetoHaMuHa. Ilpu o6paborke ammuakom 3,3-aubpom-2,2,6,6-teTpa-
MEeTHJNHUIePUAOHA-4 (o6pasyercs Npu GPOMHPOBAHHH TPHALlETOHAMHWHA) IO-
JyyeH aMun 2,2,5,5-retpamerna-A’-nupPOJHHKAPGOHOBON KUCJIOTH, KOTOPHIH
ObLT TIpeBPallleH B 3aMelleHHbIH HPPOJHAOH-3 11,

(0]
/“\ a) Br,, CH,COOH L /CONH2
7/ 6) NH,OH . T | cn 51 NayCO,
o o, oMo e [ o, e
cH N/ \CHs CHa/\N/\CH3
i i
_
- CHS\‘ ‘/CH3
CH3/ \N/\CH3

|
H
OnHC4HO HECKOJbKO CHOCOOOB NONYUEHHS H3 y-IUIEePHIOHOB IH- H TPH-
NUNEPUAUHOB. B pe3ynbrate MeXMOJCKVAAPHON KOHAEHCAUHH l-MeTHINH-
nepupoHa-4 moayyeH  Kerod — l-merna-4-(1-meTHa-4-okconHnepuana-3)
nHnepupoa-4 2

ct, . ct,
o=" Ncn, HO
Dz N S M ¢ N,
e/ Na N/ ~_/
AY N\
0 0

[lpu obpabotke 1,2,5-TpuMeTH/-4-X/JOPIHIEPHANHA JHTHEM HJIH HaTDH-
em B npucyrctsiu CoCl, moayden 6uc(l,2,5-rpumerusnunepuaua-4). Hs
9TOro ¥Ke TaJOTeHONPOH3BOAHOIO M XJODHUCTOTO MeTHJeHa B TPHCYTCTBHH
JuTHS o6pasyercsa 6uc(1,2,5-TpUMeTHITHIEDHANI-4) MeTaH **%,

0
|
a) Na, C,H,OH
CH3—/ \, 6) SOCl, -
—CH
LN/ 3
|
CH,
CH, CH,
I |
- N
Cl Li.CoCl, CH;—N — N—CH;,
| N TN
CH—"\ CH, CH,
- ] CH
N CH, CH,
‘ SN A
CH, | CHch  ch N >-—CH2—& N—CHj
_I/ —l/
CH, CH,

7‘
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Kongencauueit 1,2,5-rpuMeTHI-4-aMUHONKIEpUANHA ([IOAyUYeH H3 OKCH-
Ma 1,2,5-tpuMeruanunepuiona-4) ¢ NPCHEHHIH30NPONEHHIKETOHOM TIOJY-
yen 1-(1,2,5-TpuMernanunepuana-4)-2,5-nuMeTnanunepuion-4. Anasoruu-
Hble TpeBpalleHHss B 9TOH OHIMKJIMYECKOH cucreMe — NpeBpallleHye
KeTOTPYmNE B OKCHMHYIO, 2 3aTeM B aMUHHYIO H KOHJeHcanus oGpasyiolie-
rocsi IpH 3TOM aMHHA C NPONEHHJIH30NPONEHHIKETOHOM, IPHBEJIH K CHHTE3Y
rpununepuauaa — 1-(1,2,5-rpumernanunepunnn-4)-2,5-gumetna-4- (2,5-1u-
MeTHJI-4-0KconHIepuaAu-1 ) nunepunyna

CH, CH;,
| a) NH,OH /I N Cle
SN — — ¢ CO—CH=CH—
CHS—N >: 0 6) Na, C,H,;OH — CH3—N >—NH2 CH,=C—CO—CH=CH-CH,
\__.l/ \__[/
CH, CH,
ICH3 lCH3 ?Hs ICHa
_ OH
S\ N s N -
_ N N _Cetleld _ \\_ < N VAR
-» CH,—N >—N >=0 CH;—N >— N >
\_[/ \__.l/ \_l/ AN l/ ==
CH, CH, CH, CH,
a) NH,OH
ié) Na, C,H,OH
|CH3 ICH3 CH, CH, CH,
I | I
SN TN TN TN TN
CH,—N >—N >—NH; —— CH;—N >—N S—N >=0
\_l'/ \__!/ ' ,\__l/ \—l/ \_I/
CH, CH, CH, CH, CH;,

Cunres cnupocoedunenud. TIpu ruapupoanun 1,2,5-Tpumerui-4-(3-me-
THA-3-0KCHOYTHH-1-u) unepuaona-4 (moayucH xonaeHcauued 2,5-1umeTnI-
NHOEPHIOHA-4 ¢ TUMCTHJASTHHHAKAPOHHOMOM C IOcaenyomuM N-MeTHaAupo-
BaHHeM) o0pasyercs y-TJIMKOJb, KOTOpPLK npu ofpadorke 10%-Hof cepHoit
Kn*cnﬂorz(zsﬁ npespawaercsa B 2,2,7,8,10-nenramernn-1-okca-8-azacnnpo[4,5]-
JeKaH *°.

I
CH;—C—CH, ?Hs
oy g
0
HO. ,C=C—C—C
> /\ ? H, Ho> <CH2 N <
CHa_’ l CH3 CH3—{ - ’ CH3'_’/ \I
N /—CH, ¢ _—CH, ¢ ) ~CH,
| | .
CH, CH, c'H3

AHasnoTHYHOE CHNHPOCOCIUHEHHE — 2,2,7,10-terpamerua:3-okco-1-okca-§-
asacnupo[4,5] nexan — oGpasyercst B YCJAOBHSX TMAPATAUHH TPOHHOM CBS3H
2,5-pumetur-4- (3-MeTua-3-0kcu Oy THH- 1 -un) mHnepugoa-4 4, ITonoGubie
CIHPOCOCIHHEHHS ONIHCAHBI B 315 316,
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W3 TpuaueToHaMuHa, UMAHUCTOrO Kaaus M KapOoHaTa aMMOHHS NOJy-
yeH 7,7,9,9-rerpamerus-1,3,8-rpuasacnupo(4,5] nekan-2,4-110H. Anajioray-
Hble CIIHPOCOEAMHEHHs] CHHTe3MPOBAHLI K3 3aMelLleHHOTO IO a30Ty TpHale-
ToHaMHuHa *', a Takxke U3 UMaHTHApuHa |,2,5-TpUMeTHJNHNEepHIOHA-4 38,
CuHTe3bl CHHPOTHIAHTOHUHOB, NOJYYEeHHBIX Ha OCHOBE |-aJKHJIHNEPHIO-
HOB-4, onHcaHbl B ** %%,

o\l———NH
HN

I
0 N No

N A
KCN, (NH,0),CO
CHy| | jcH, — R CHay | e

CH,,/\N/\CH3 CHs/\I\iT/\CHs
N H

Ilpu kompeHcauuu 1-merwsmunepujona-4 ¢ HopsdeapuHom ofpasyercs
3,8-numetn-2-denna-1-okca-4,8-q1uasacnupo[4,5] nekan .,

CiHp  CH

0 O NH
[ N
J/ VN
l l CoHsCH(OH)CH(CH,NH, | ‘
\\N /I N7
| !
CH, CH,

CuiTe3 aHaJOTHUHBIX COedMHeHHH, 38M€LIJ,€AHHI)IX M0 a30Ty OKCa30JHAH-
HOBOTO IHKJa, ONHCaH B padore **2
[Tpu B3amMOAEHACTBHU TNPOAYKTAa KOHAEHCALHH OKHMCH MC3HTHJA M UMK-
JIOTeKCAHOHA ¢ aMMHaKoM (MeTOJ HOJIYYeHHS Y-MUNePHJOHOB HI HHBHHHJI-
KETOHOB) MoJyueH 2,2-nuMeTHJ-4-oxco-l-azacnupo[5,5]ynnekan 2,

ONA ON g s
\ \CH, ] | NCHs
NN N/

| N
v ||
4

OcyliecTBiieHa KOHAEHCAUHA TPHALETOHAMHMHAZ C OUAHYKCYCHBIM 3(hH-
POM H aMMH2KOM, B pe3yabTaTe KOTOpOK moayuen 1,5-nununan-8,8,10,10-rer-
paMerun-3,9-auazacnupo(5,5] yH1eKaHAHOH-2,4 %,

CN
H-—N/ =0 CNCH,CO0C,H,, NH, H—N/ > ¢ \N-—H
_ -/ N/ ~—__/
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1”-MeTua-6-okcucnupo(1,2,3,4-TeTparuIpoH3oXHHoJUH- 1,4 -nunep H 11H)
o6pasyeTcss MPH KOHAeHCAUMH 3- (B-aMUHOITH) QeHosa ¢ |-MeTHATIUIEPHAO-
HOM-4 *%.

\
HO /N P N\ /"\ Ve
I N R
NS ONH N/ Lw
| N
CH, )

CH

Ananornusoe cHUpOCOeJHHEHHE ToayueHo Hu3 2-aMuHO-1-(3-oxcude-
HHJ)aTaHogsa %2 .

ITpu ruppartauuu TpofiHo# cBsizH 1,2,5-TpuMeTni-4-(1-OKCHIHUKIOreKCHII-
1-aTHHHI) mHTEpHL0Ma-4 TPOHCXOAKT LHKJIOAEerHApaTalus oOpasyollerocs
KeTOTJIMKOJIA, NpHBoAsias K obpaszoBannio 1,3,4-rpuMeTHa-14-oxco-7-0Kca-
3-asacnupo(b,1,5,2]nenranekana *.

CIH3 CH,
CH3_N/ *\>/ C==C0r\ _ CH3—N/ N _\//\/— N
\__” NoH HOY N\—" Yo/ N—"
C|H3 ' C[Hs

[lpr xpucTamauzauuu ruapoxjopuia 1-meTHi-4,4-1MMepKaNTONHIEDH-
JHHa, a Takxke moJanMepa THAPOXJAOPHAa |-MeTHJATHONHNepHAoHa-4 (oba
BelEeCTBA NTOJAYYeHBl M3 l-MeTHANHNEePUIOHAa-4) BHJCNEH THAPOXJODPHL IH-
cnupo-1,2,4-rputonana “.

—_ S — —_—
/—\_ ,SH /TN 0N LS\ /7N
CH,—N >< - CH;—N o X N=CHye(s=C  N—cH,
N—/" “SH N—/" N§—87 N N— n
HCl HCl HCI HCI

CunTe3 KOHOGHCUPOBAHHOLIX 2eTepoyukauveckux coedunenuli. Meton
NOJYYEeHHs1 y-NHNEPHAOHOB H3 JAMBHHHJKETOHOB HCIOJb30BaH B CHHTe3e
1,2,8a-TpuMeTHINZEKATHAPOXHHOOHA-4, 06pa3yIolerocss MNPH KOHJEHCALHU
TNpONeHUA-2-MeTUA-A'-IHKJIOTEKCEHUMKETOHA ¢ MEeTHJIaMHHOM %,

0O o)
I
r\/\\ R VN
“ CH—CH; k I_CH
CH,

ITo peakuun /luavca — Anpaepa u3 1,3,6-mpumerni-4-okco-A®-nunepu-
1eHHa (moJydeH u3 1,2,5-TpUMETHANHMNEPHIOHA-4) u HUBHHHJA oGpasyercs



y-TIunepugoHEl B OPTaHHUECKOM CHHTE3€ 879

1,2,4a-tpumerun-1,2,3,4,4a,5,8,8a-0kraru ipoX nHOM0H-4 7.

¢ (0]
I HC |
CH,— VANVEN
“ l CH;:CH—CH:CH,_) ” '
N NAN e
C!H3 éHs

B pesyJsibTaTte KOHJAEHCAIHH |-MeTHANUIEPHIOHA-4 ¢ THPPOAUAHHOM 00-
pasyercs l-MeTui-4- (MHppOHAHHHI-1)-A’-nuniepuaenH, OpY B3auMoacHcr-

BHH KOTOPOI'O ¢ METHJBHHUJIKETOHOM IOayueH 2-merud-1,2,3,5,6,7,8,8a-okra-
THIPOH3OXHHOJIOH-6 28, .

O
! '\N/l ] o O
L ' H N/ \“/ \\ CHy—C—CH=CH, l ‘ N—cH,
N—C
I\II / \/ Hy NN
CH,

Hnsa cuurtesa 2-metua-1,2,3,4,6,7,8,8a-0kTaruApou30XHHON0HA-6 HCHOJb-

30BaHa peakuuss KoHAeHcanuH |-MeTHa-3-KapOITOKCHUIIUIEPHIOHA-4 ¢ Me-
THJABHHHJAKETOHOM **,

O\ ) /CH3
O\ ¢
N i CHGCH=CH, RPN
C.H,00¢” \/ “CHy BN e,

CHy” Cooc,H,

2446

O
NN\
3% KOH 111\
NN\ “CH;

1,3-IuMeTHI-5- (y-KapOG3TOKCH--OKCONDONHUI ) THIIePHOH-4, KOTOPHIH Mo~
Jgyden u3 1,5-1uMeTH/I-4- (IHPPOAHANEHUI-1)-A’-IHIepHAeHHA TYTeM IHKJIH-
3alMH T0J BJIHAHHEM TpeT-OYTHJATA KaJHsi M TNOCJAefyloliero nexapGoKCH-
JHPOBaHHA NPOLYKTA KOHIeHCAUHNH OblJ TipeBpauled B8 2,4-numertHa-2,3,4,5,-
6,7-rekcaruapo-1 H-2-nupHH1uHOH-6 7.

| N (I:Hs o ?Hs
o C,H,O0C—CH
N/ \“/\l\ll BrCH,é'CH,cooc,H. . ’ * \i/ \‘ .
N
\/ \CHj o”Nem, NS CH,
e e
GHOOC A~ N
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JIHBHHUIKETOH-IIPONIeHH.T-2,4- THMeTHJ-A *-IHKJIONeHTHIKeTOH NpPH B3aH-
MOJEeHCTBHH ¢ MeTHJaMHHOM Tnpespaimtaerca 8 [,2,6,7a-TempamMeTnanepraa-
po-1-nupuHAHHOH-4 **°,

0 0
i [
AN /N
| " ! CH,NH, L
CH—CH, ——
CHs/ \/ \CHs ) CH3/ H/ C\I\II/\CHa
£

3

Ilpu HanpeBaHHH '1-MeTHA-3-aaaUI-3-KapOITOKCUIIUIIEDHA0HA-4, a TaKXKe
1-MeTHJI-3-annua-5-kap6srokcununepunona-4 ¢ 20%-no# coasHoN Kuca0TOR
obpasyerca 2,5-auMern-7a-okcunepruapodypo[3,2-c]nupuaun. Ilpennona-
raercs, 4To OXHOBDEMEHHO C yAaJeHHeM KapO3TOKCHIBHOA rpymmel THapa-
THPYETCs JBOHHAsl CBsA3b aJUIMIBHOLO PajHKada, a 3aTeM IPOHCXOJIHT 00-
pasoBaHue reMuanerasng % 1o

COOC,H
CH N\ e, CH,,\N/\__] CH,._ ﬁ/\‘——CHg
\ bt o \ < \ L,
NN CH=CH: VINo e, N No CH=CH,
) COOC,H,

B aHasoruusbBIX yCAOBHSIX u3 1-MeTHJ-3-aaann-4-dbenHusnunepuiosna-4
nosyuen 2,5-aumern-6a-penmnnepruapodypol3,2-clnupuaun .

CHy, N/\__(]:H2 CHon (N
l o |
\/’\ gy =G \NoNer,
CeHs CeHs

Ocymecrtsiena koHpencauus l-mera-2,6-nudennanunepugona-4 ¢ HUT-
PHJIOM MaJIOHOBOH KHCJOTH B HPHCYTCTEUH cephl. Ilonyuen 2-aMuHO-3-1u-
aH-6-meTHa-5,7-nudenun-4,5,6,7-rerparuapotueHo|2,3-c|[NIUpUIUH, KOTOPHI#
OBl HCHOJB30BAH B CHHTE3€ KOHAEHCHPOBAHHOH CHCTEMBl HHPHI0THEHOTH-
pHMUHHA ¥, -

CGF,IB.\/ w/ © CH,—CN C“H5\\/ NN
N tSE L T N -
CHyY \/ CHy” N\ "\g”\
o N8/ \NH,
i CoHj CeHs

Ilpn ananorunusolt xoupencauuu 1-(B-oxCH3THI)NuNepHiOHa-4 ¢ 5THNO-
BbIM 3QHPOM LHAHYKCYCHOH KHCJIOTEL M cepoll mojyueH 3-Kap6aTokcH-6- (B-
OKCHITHJ) -2-aMuuo0-4,5,6,7-rerparuaporueso[2,3-c] nupuaun **,

CunTe3 nOAHOCTHIO UAU HACTUYHO 2uOPUPOBAHHBIX Ha(pTupudunos. Bu-
HHJI- (A’-nHnepuaenH-4-UT) KeTOHBI, 3aMelleHHble B a30TcOAepKalleM IHKJIEe
¥ B P-NIOJIOKEHHH BHHHJBHOH TPYIIB, KOTODHlE HOAYYAIOT W3 y-NHIEPHAO-
HOB uepe3 4-3THHUJNHNEPHIONH-4 ** KM 4-BHHHJISTHHHIANHIEPUIOJBI-4 2%,
IpH B3aHMOJACHCTBHH ¢ NEPBHUYHBIMH aMEHAMH TIPeBPallaloTcs B 3aMeLleH-
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Hble Teprufpo-1,7-HapTHPHAHHLL.

i 9
! i
|/\/\ RNH, l/\/\
/N . J< N I J/
R \l/ R/ \l/\N N\
|
RI

OTH KXe TUBHHHJKETOHB HCIOJbL30OBAHBI B CHHTE3aX KOHACHCHDOBAHHBIX
CHCTEM MHMEPHIWHA ¢ THONHPAaHOM (B3aWMOjJeHCTBHE C CePOBOLOPOAOM),
NUIEePUAHHA ¢ MHPaHOM (B3aHMOJeHCTBHE ¢ BOLOH) ¥ 32,

[Ipu xatanuTHyeckoM ruApHpoBaHuHU 1,2,5-TpuMETHI-5- (B-UHAHITUI) IH-
nepuoHa-4 BeAeNeH 4a,6,7-TpumMernigekaruapof1l,6]nabrupuinn

H
|
CH,, ‘/\ P N CHy ‘/ N
N N~ 7 N
Hy \/’\Cﬂ/% o RN N
CH, CH,

B pesyspTaTte KOHAGHCAUHMH B IPUCYTCTBUH IOJHPOCHOPBOH KHCJOTH
l-MeTuanunepuaoHa-4 ¢ GeH30UNAUETOHHTPUIOM IONYYeH 2-O0KCH-6-MeTHJ-
4-dpennn-5,6,7,8-rerparuapo[1,6]uadrupunus **°.

o N
|/\/ CeHyCOCH,CN |/\/ \—oH
L[ ememe (7

H N/ NN
CeHs

Cunrtes KowOeHcUposawkwol cucTemsl nunepuduna u nupasosa. llpn
B3aUMOJEHCTBUM NPOAYKTa Aerwiapartauny 1,2,5-TpuMeTHI-4-3THHH/NUIIEDH-
nonaa-4 ¢ rugpasuHruapaToM obpasyercs 2a 4,5,7-treTpamerna-2a,3,4,5,6,6a-
rexcaruAponupasonito[5,4- c] MHPUAHH **7.

CH, C=CH C=CH CH, CH
N Camo. Y NN \\/\_“/
/N OH “ /

CHy N\ \ch, CHY N/ \N/

B pesysnbTaTte BHYTPHMOJIEKYJASPHOH KOHIEHCalUHH n-GpoMpeHuArnapa-
30Ha 3-KapO3TOKCU-2,6-1H (M-METOKCH--OKCH(eHu ) Tunepuaona-4 ofpasy-
ercss COOTBeTCTBYlowHi 2,4,6-TpuapHi-3-okco-3,3a,4,5,6,7-rekcaruaponupa-
3ono[4,3-c]nupunun ¥,

n-R, M-R'C.Hs\ aN /N—NHC‘,H4Br-n n-R, M-R'C6H3\| /\=N
—_—— |
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CHHTE3bl aHaJIOTHYHBIX KOHACHCHPOBAHHBIX CHCTEM OIIMCAaHBl B paGo-
339, 340
TAX 77 T

5,7-Aumerui-3-n-roaun-4,5,6,7-rerparngponupo3ono[4,3-clnupuaus  mo-

JyueH NPH B3aUMOXEHCTBHH [,3-IHMETHN-5-n-MeTHIOCH30UIINNEPHI0HA-4 ¢
THAPa3uHOM *,

CH,

CH,
NP N
|/ 4 NH,—NH, __ |/ =II\I
N — N
cHy” \/\c<° SN N2
ot CHyon C,H,CHyn

AHajlOrHYHBIA TETPATHAPOTIHPA30JOMHPHIMH HOAyUeH NPH KOHAEGHCALHH

1-anetun-3-kap 63TORCHNHTIEpULOHA-4 ¢ (eHUArHApasiHoM **7,
Enamun 1-6ensun-4-mopdonnno-A’-nunepugens (mosayded us 1-GeHsmi-

nHnepuIoHa-4) NpH KOHAEHCAUUH ¢ AUKETEHOM TpeBpallaerTcsd B 2-MeTHJI-6-
Hensun-5,6,7,8-reTparunpo-6-a3axpomMon 2,

)

CHy O\ ,
o v
\/ | _(et=c=0), | N—cncn,
N "NeHcaty u/ N
(0]

U3 npopykra nperupparauny 1-merTHa-4-GeHuinunepuaona-4 (moayueH

u3 l-MeTuanunepunoua-4) mo peakuuu IpuHca moaywer 6-Merun-8a-genna-
44,5,6,7,8,8a-rexkcarugponupuno[4,5¢]-1,3-1uokcan **,

QH CaHy
) ' _GHO.HO l/\/ \|
950, N 0

cHy” cHy N\

U3 y-usomepa 2,5-nuMeTHI-4-3THHHANHNEPHAONA-4 (aKCHAJNBHAST OKCH-
TPynna) H N-HUTPoOGeH3aJbJeTHAA NogayueH 4,7-T1UMeTHJ-6-3THHHA-2-n-HuT-
podenun-1-okca-3-azabunykino[2,2,2] okran -,

HC=q OH

CH, n-NOyCcH,CHO
CH, D

I
H

Cunte3 Tpuyuksuseckux zerepoyuxaos. 1-Merni-3-annui-4-pesnannne-
PpHuI0J-4, TONY4YEHHLIA U3 COOTBETCTBYIOLIEro y-NHIEDPHOHA, IPH HATDEBAHUH
¢ 20%-Hoil comsiHOM KucJaOTOH mpeBpamiaercss B 2,9-aumerni-1,2,3,4,9,10-

¥
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rexcaruapo-2-azadenantpen ',

AN 7

] o (L

AN VN NN
CH,—CH N—CH, L “ 111\

ey N/ an N\ ey

Wsyuena nuxausanus no Quinepy apHIrHAPa3OHOB HEKOTOPHIX y-HHIle-
PHAOHOB. B yacTHOCTH, Ha IpHMepe apHArHApasoHa 2,2,6-TpHMeTHI-IHHe-
punoHa-4 ycraHoBJeHO ofpasoBanue 2,4,4-tpumetua-l,2,3,4-rerparuapo-y-
KapOOoJHHA H ero H30Mepa IIo T0JI0XKEHHIO 3aMecTHTe el B a30TCOAEPKALIEM
WeCTHYIEHHOM HHKJe. AHajorHuHble CHHTEe3bl OoNHcaHbl B paboTe **°,

NH 1-RC4H,NHNH, ‘ \] NH RN/ \
' K Lt l I e
o7\ \(:H3 N \bll/ N \CH, \CH
" v

OcyuiecTBiaeHa UMkaAH3anus A-uuTpodenusosoro spupa okcuma 1,2,5-
TpuMeTHJIENepuAoHa-4 B 1,2,4-Tpumerna-8-1utpo-1,2,3,4-rerparuapobenso-
aypo[3,2-c]nupunun *°.

CIHa CiH3

AN\ 0N NN

e
1-NO,C;H,ON¥ I/ \/\0/\I/

CHy CH,

Tlpn kougeHcauuu opro(napa)-HATPOPEeHHTOBLIX 3QuUPOB OkcHMOB 1,3-
AHAJKUJNHIEPUAOHOB-4 B 3TaHONE B NPUCYTCTBHH XJOPHCTOTO BOLOPOJAA
flosyveHnsl 2,4-aHankuia-4a-310KcH-1,2,3,4,4a,9b-rekcaruapo-6(8) -HuTpoGeH3o-
$ypo[3,2-c]nupunnn *’.

KonaeHcHpoBanHAas CHCTEMa YAacTHYHO THAPUPOBAHHOTNO NHPHAMHA H
OeHsnupaHa NoJyueHa NpH B3aHMogeHcTBHH 2,6- ;m(beﬂml -3-kapBaTOKCHIIH-
nepuaoHa-4 ¢ pe3opuHHOM >,

C'“‘\‘/ 2% HO o, /OH RN AV
HN OC.H + I “ H,S0,, POCI, HN ” , |
\|/\C< B N/ \I/ N\
CHy, © CoHa b

AHajoruyno 3aMelleHHble B JErHAPONUIEDHAMHOBOM H OEH30JBHOM
uukaax 5-okco-1,2,3,4-rerparunpo-5H-[1]6ensnupano[3,4-c]nupuaunel onu-
CaHHl B MaTeHTax %% ¥9,
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CioioxkHasa cMech BellecTB o6pasyercs OpH B3aUMONEHCTBUH y-IHINEPHIO-
HOB C aDOMATHYECKHMH aJbJeTHAaMH B NPHCYTCTBHH OCHOBaHHH. IIpH KOH-
JeHcauuu l-meruanunepunoHa-4 ¢ GeH3aabLeruioM, Kpome l-merua-3,5-nH-
GeH3UNHACHIHTIepHAoHA-4 *°, 06pa3yloTcsi TakxKe [-MeTH./-3-GeH3UIHIeH-5-
[a-(1’-meTHi-4"-okconunepuani-3’) Gensua]nunepunon-4 u 2,7-numeTni-4-
GeHsuaufe - 9-penuna-10a-oxcu-2,7-1uaza-10-okca-9H-1,2,3,4,5,6,7,8,8a,10a-
nekaruapoantpaued. Ilpeanonaraercs, 4To BHayajge MPOHCXOAHT NPHCOEAH-
HeHHe (M0 MHXa3ni0) NHINEPHAOH-aHHOHA K 1-MeTHJ-3,5-AubeH3unneHnu-
nepupoHy-4, a 3aTeM OOpasylolluiica NPH 3TOM CHOJAT-aHHOH JBYMSA
NyTAMHA NpeBpallaercss B YKasaHHBIE IeTePOLHKIHYECKHE COeIHHEH s %2,

cn S—NQO
)

CGHCGH,
N—CII,
P .

+ 0
l CTICH,

CHC,H,

. o
(‘Hs—Cb) 0 \ N—C1,
Cil

S

x
CyH; <
fy otts %

CHC,H, o CHC,H,

0 o 0
(:IIB~I\(I/\:/L N—Clt, CH—N | | N—CH,

(11“

G, CgH;

ITpy B3auMONEHCTBHH B KHUNALIEM KCHJIOJE O-aMHHOTHODEHOMIa C
2,6-nudenna-3,5- tukap6aTokcununepraoHoM-4  BoigedeHB  2-heHUa0eH3TU-
a3on H 3-0KcH-2-6eH3HJ-1-0kco-1H-6enso[d]mupnao[2,1-6] tuazon ***. Ilpu
HX 00pa3oBaHHU IPOHCXOLMUT Pacliel/ieHHe THTIEPHAHHOBOTO KOJblla, Mexa-
HH3M KOTOPOTO I0Ka He BBISCHEH.

¥

0
2~ /N | coocH AN/ NH:

/NN LJ GHO0G A0 |
, J l D \SH N\/N\sH .
N\ \s) N\C,Hy CoHy” \I\II/ N\C,Hy
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CH,C,H ‘
/\-—N/ / 2C3 B
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Fupponns pustuaoBoTO 3dupa 1-meTna-3,5-AHa/AuI-4-0KCO-TIUHIEPUAHE-
3,5-1HKap6OHOBON KHCJIOTH, a 3aTeM ee NeKapGOKCHAHDPOBaHHE CONPOBOK-
Jaercd rujpatanyeil aJJuJbHLIX TPYNNHPOBOK H o6pasoBaHueM alleTajabHo-
ro mpousasopHoro 1,5'.5”-mpumerna-buc- (terparunpodypano)-3,2’: 3,4;.
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273" . 4,5-nunepuauna **,

CH,
C:H,00C, CH,CH=CH, [
CH;—N >=0 ——— CH;—N ><
N/ N—/" MO
C,Hy00C” \CH,CH=CH, ‘ ’
\CH,

Cunres 6ucnudunos. Wz 2,6-pudennnnunepugona-4, GeHsanpjeruia H
ammHaka obpasyerca 2,4,6,8-terpadennsn-9-gkeTobucnugys *°, BHCIHAMHBL
NOJNy4YeHbl TAKXKe NPH KOHAEHCAUHMH y-MNNEPUAOHOB ¢ (HOPMaabieruioM H
METHJIaMUHOM *°% 37,

G, GeH; CoH,
2 CgH,CHO,NH,
H—N 0 ——— > HN 0 H
sHj GeH; CeHg:

Ilytem mocJie10BaTeNbHBIX OpeBpallieHnil (PeHHAMHTHEBHIH CUHTE3, fe-
ruaparanys, o6pasoBaHue COMU C A-METOKCHOEH3UAXJIODHAOM H €e BHYTDH-
MoJeKyaspHas neperpynnupoBka no CTuBeHCy) M3 l-MeTH/HIMNepHJAOH2-4

nosayueH l-meTHga-4-QpeHun-2-n-MeTokcHOEH3uA-AS-IHNePHACHH, KOTODPHIH 110
358

cnocoby I'peBe npeppaller B 3aMelleHHbI GeHaoMophan

CH,0

AHaJIoTHYHBIA CHHTE3 OCYHIeCTBJEH, HCXOAd H3 1,3-AHMETHINHNEPHIO-
Ha-4°*°. Tlpu o6paborke 1-mernji-2-Oensunnunepunona-4 48%-uot GpoMHu-
€TOBOAOPOHOA KNuCAOTOH BBIIEIEH 2-MeTHJ-5-0KCH-6,7-6enzoMopdan **°.

JlocTynmHOCTD MoJyUeHHs] PasHOO0PA3HO 3aMEIlEHHBIX y-HMHIEPHIOHOB
JaeT BO3MOXKHOCTb HCIOJNb30BAThH HX [J51 IOJYYEHHS NHPHAHHOBHIX OCHO-
Banuil. Ha npumepe 2,6-audennnnunepriona-4 nokasaHo, YTo NpH Harpe-
BaHuu ero ¢ cepoit B BakyyMe 1o 200° ¢ Beixomom oxosio 90% o6Gpasyercs
2,6-pudenunnupuaus ¥, Coobliaercsd, YTO TPETHUHBlE Y-TIHIEPHIAQABI TIPH
HarpeBanuu po 220—240° ¢ 20%-upiM (10 Becy) KOJIMUECTBOM INaJljiajHe-
BOI'0 KaTa/JH3aToOpd NPeBpallaioTcs B MHPHAHHOBEIE ocHOBaHud '**, C BHIXO-
aoM Goaee 90Y% nupuauu nosyyeH UpH Jeruapuposanuu nunepuauna (5%
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Pd, 300—400°) **. Paspaforan onoco0 AerHAPHPOBAHMS NHICPHAMHOBHIX.
OCHOBAHHII 0 NUPHAMHOBHIX € NMOMOLIbIG N-OKHCH NHpHIHHA °%,

Ilna mosyyeHus TUPHAWHOBBIX OCHOBAHHMH Ha OCHOBE Yy-IHNEPHIOHOB
NPUMEHSIIOTCS C/AeAyIoMKe CNoco0bl: a) ROCCTAHOBJEHHE y-NHICPHIOHOB IO
merony Kuxkuepa — Boabba no 3aMelleHHHX NHOEPHAHHOB ¢ IOCAENAYIO-
MM JeTHAPHPOBAHMEeM Ha NIPOMBILUIJIEHKBIX KaTaJHsaTopax Mapku K-12 n
K-16 **; 6) BOCCTAHOBJEHHE y-IHIEPHIOHOB A0 Y-TIHIEPHIOJOB, 3aMeHa B
nocAeHUX OKCUTPYIIIBl HA TaJIOTeH, a 3aTeM raJjoreHa Ha BOLOPOM H ZerHA-
pupoBaHHe (MAH AETHAPOXJOPUPOBaHHe), MNOCAeRHsIST CTAJUsA — AerHIPH-
poBaHHe; BBIXOJ Ha CTaaMH JervapupoBanus Gogee 90% 2% %% %% ) npe-
BpalleHue y-IHIePHIOHOB BO BTOPHUHEIE, & TAKKE TPETHUHbIE MTHIEPHT0Jb,.
Jerugpartaiiis HX ¢ HOCJAEAYIOIHM AETHADHPOBaHHEM H N-Ie3ankuJupoBa-
HieM 0GPAa3yIOIIEXCSA IPH 3TOM THIEPHACHHOB 44146, 202, 203, 384—368

) CH,,—/ \l CH3—/ \ [ CHa—/ \“
a —> —>
LN _/—CH, LN _)—CHj \y —CH..
| I
7 H H
0 // OH T|c1 t[
[ | ]
CHa—‘ — cHy—(” \, CH:,—'/ \I CHS—}/ \i
—CH —CH. —cu” _
e LN/ CHs s Ny
N | | |
AN H H
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N R'\_OH R R
) CHS—I/ \l CH3—/ \l CH,_l/ \“
B - -
y _/—CH, L‘N /—CH, \y J—CH,.
| i
R R

[Tytem ncmosb3oBaHUs 3THX METOJNOB CHHTE3a TOJbKO H3 ogHoro 1,2,5-
TPHMETHINHIEPHAOHA-4 6blI0 mosyueHo OoJiee 150 HHANBHAYAJbHBIX TMHPH-
JHHOBEIX OCHOBAHHN DAasyIMYHOTO CTPOEHHS ** 144—146, 156158, 202, 237, 269, 363366,
369389

y-ITnnepuaoHbl cTajM BaXKHBIMH HCXOAHBIMH BELIECTBAMH B CHHTE3aX
HHIUBHAYAJbHBIX, 3aMeIlleHHbIX OHPHAHHOBLIX OCHOBAHHWH 33aJ1aHHOr0 CTpoe-
aus. [lpn H3ydeHHH THAPHUPOBAHHSA Y-aPLJ- H y-2JKAPUINHPHAMHOB, NOJY-
YEeHHBIX TAKUM TyTeM, OBJIO yCTAaHOBJEHO, YTO Ha TAKHX KaTaJH3aTopax,
Kak renrtacyabdun peHus, cyJpdua WIATHHH, CYJAPUA Nagagus, mpouc-
XOJHT CENEeKTHBHOE I'HAPHPOBaHHE TOJbKO NHPHIMHOBOTO LHKJA, TIPH 3TOM
Y-apHJ-, y-aJKapHJINHNEPHAHHE 00pasyloTcss ¢ BBIXOMOM COOTBETCTBEHHO:
no 99, 93 u 40%. Ecau ruapupoBaHHe NPOBOJIHTL B CIHPTE, TO OXHOBpPE-
MEHHO NPOHCXOAHT H N-ajikuianpoBanue 0%,
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OcoBeHHOCTD CTPOEHHUS! PSIfa MHUPHAHHOBLIX OCHOBAHHH, IMOJYUYEHHBIX Ha
ocHoBe 1,2,5-TpUMETHNMNEPUAOHA-4, 3aK/alyaeTcd B TOM, UTO Yy HHX B
B-NOJIOKEHHH HMeeTcsi MeTHJABHAsl IPYNNa, a B y-IIOJOXKEHHH — apHJbHBIHA
MU aJKaDUAbHHH pajHKald. DTH 0COOeHHOCTH OBIJIM HMCHIOJIb30BAHBL /S
CHHTE32 M3 TAaKHX NHPHAMHOBBIX OCHOBAHHI KOHACHCHDOBAHHMIX IIOJIHSAEP-
HBIX 230TCOJACPKALIUX TeTePONHUKIHUECKHX COCAHHEHHH IYyTeM DPeaKlUHH Je-
ruapoukiausanuu npu 500—560° Ha katanusartopax K-12 n K-16.

V3 B-MeTHs-y-apUANHDHAKHOB 1O TakoMy crnocoby obpasyiorcss 2-asza-
¢bsryopeHH, a H3 P-MeTHI-o,y-NHAPUINHDHAHHOB -—— 2 a3a- u 4-asadayope-
ael **, TIpuMepoM TaKuUX CHHTe30B sBJASETCS MOJyuUeHHe H3 2,5-muMerHi-4-
deHMINHPUANHA 3-MeTHJa-2-a3aduyopesoHa u 2-azadayopeHoH-3-kKapOoHo-
BOM KHUCJIOTH *™> . Ampajornuno mosjydyera 2-asad.ayopeHoH-4-kapGoHoBas

Kucaora 2%,
o)
I a) CeHsLi
= (Y- (O
\N/‘—C“a N/ \AAS
CIHs /// J
‘/\__' \l/COOH e /\”-—H/ \\!—COOH ‘/ W/ N\—CH,
N/ HO— C t 3 E ’\/\(\) \”/\;

O

B cuHTe3ax 2-azabiyopeHoB HCNOJAb3OBAHBE Takxke 2,5-1uMeTH/I-4-apHJ-
OUPUIMHHL C DPa3JHYHBIMH aJKHJbHBIMHM 3aMECTHTEJIMH B OeH30JbHOM
KoJgbie *% % [Ipu neruapoumukausanuu 3-metnn-2,4,6-rpudeHAannpuanHa
(monyuen u3 1,3-aumerun-2,6-nudpenunnunepugona-4) obpasyerca 1,3-au-
¢enun-2-azadpayopes u 1,3-nudenna-4-azadayopen. [lepeuit mnoayuen
TakKKe NPH JerHAPOUHKJIH3AUHU 2,6-aH(peHn-4-o-toauanupuauaa ¢, 3-Me-
THI-2-a3adayOPeHOH HCIOJMb30BaH B CHHTe3aX paAxa 3-MeTua-9-apua(ad-
Kapui)-2-azadpayopenosoB u HX 3bhupor **°. [lpn H3yueHHH KOHZEHCATHH
2-azaguayopena u 3-MeTHN-2-a3auyopeHa ¢ apOMaTHYECKHMH aJbleTdaaMu
NoJydeHE IeOMeTPHUeCKHe H30Mepbl HX 9-apHJHICHOBBIX NPOHU3BOIHBIX H
YCTaHOBJIEHO, YTO OHH JIETKO TpeBpallaircs Apyr B apyra **’. B puge pas-
HOBECHOH CMEeCH yuc-Tpauc-u3omepos (AaHHble cnektpoB IIMP) cymectsy-
10T N-(3-MeTH/I-2-a3ap1yopeHuInaeH-9) apHIaMuHB, 00pa3ylolnecs mpH
KOHJEHCAIHH 3-MeTHJI-2- asacI)leopeHaHa C apoMaTHYECKUMH aMHHaMH *%,
YcroiuuBOH CTPYKTYpOH 9-alus(apouJ)-NpOH3BOAHEIX 2asa(pJ1yopeH0tB
ABJsieTcsl eHodbHas (opMma, crabunusauus KOTOpo#l OOyCJOBJIEHA B3aHMO-
HeHCTBHEM KHCJIOIO €HOJBHOTO BOJOPOJAa € a30TOM MHPHAHHOBOTO KOJib-
na ** “° [Ipu BocCTaHOBAGHHH 3-MeTuaA-2-azadayopena HATPHEM B CHHPTE
BREJeHB ABa usomepa 2-Metua-dH-uvpano[2,1-¢]nunmepuansa **, crpoe-
HHE KOTOPHIX pPaccMOTpeHo B paboTax *“ **. Ha psige mpuMepoB mokasaHo,
YTO THADHPOBAHHE 3aMELIEHHHIX 2-23a(JyOPEeHOB B IPUCYTCTBHH remTa-
CYJTbOHIA PEHHst MPOTEKACT CEJEKTHBHO, THIAPUPYETCHA TOIBKO MHPHAMHO-
BbIId UHKJ C OXHOBPEMEHHBIM BOCCTAHOBJEHMEM OKCO- H OKCHIPYIMIB IIPH

C(9) n ankuIupoBaHHEM TO a30Ty, €CJAH T[HADHPOBAHHE NPOBOAUTCA B

conupre. M B 3TOM ¢aydae ObIIH MOJydYeHH ABA H3oMepa HHAZHONHIEDHIM-
Ha 404, 605
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Ilpn xonpeHcanuu mo Juxrmany us 3-MeTni1-9,9-nu (B-uMaH3THI)-2-a3a-
¢yopeHa (cuHTe3upoBaH N0 peakuuu Muxasis uaz 3-Merun-2-azadayopena)
noJlyyeHa HOBasi TETEPOLHKJIMUECKAsi CHcTeMa —3-MeTHJ-3’-unaH-4’-aMuHo-
cunupo(2-azadayopen-9,l/-ukaorekcen-3’), a NpH KOHAEHCAUHH 3-METHJI-
9,9-nu (B-kapbaaxokcusTuaI) -2-a3apayopena — 3-meTHI-4’-0kcn-3'-kapban-
KOKcHenupo (2-azadayopen-9,1/-uukiorexcen-3’), mpeBpallieHHBIH 3aTeM B
CIHPOKeTOH **. AHaJIOrHYHble COMPOCTPYKTYPH MOJYYEHHl IIPH B3aUMOIEHCT-
BHH 3-MeTHJI-2-a3adyopera ¢ sDHpPaMH @, P-HEHACBHIERHBIX KHCJAOT B IPH-
CYTCTBHH HaTpHS.

O = (™
A VA VY \/N NN/ \/N
NCCH,CHy” “\CH,CH,CN
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// \I/
// NH,
(o= =7
\/\/\}1 \/\/\/}\I \/\/\/
ROOCCH,CH,”” \CH,CH,COOR t/ \| |/ \l
\/\ NS
[ o e;
0O O
g
Hogas TeTePOLHUKJIHIECKAs cucreMa —9-metun-4,13-qnoxco-8-asa-

4,5,6,6a-Tetparunpo-5,6a-nponanodayopaHTes — noJayieHa  IpPH  LUKJO-
JAerujparanuu  3-meTus1-9-au (B-kapOokcusTa)-2-asadayopena mTOx AeHCT-
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Buem noaudochopHoi KHCAOTH. M3 3TOr0 coenuHeHHs npu o6paboTKe ero
METAHOJOM M CepHOM Kucjaoroil obpasyerca 9-meruna-6a-(2-kapbMeTorcH-

3THA) -4-0Kco-8-a3a-4,5,6,6a-reTparuapodayopanren *7.

no_ |
~C
t=0 —>
CILCH,COOCH,
\«
dn, (H3

M3 nonmernnara 3-merui-2-azadayopena nyreM NOCIEI0BATENbHBIX Hpe-
Bpallenufi  HoJyYer  aHasor  Mopdunana —2,3-auMerud-6,7-6eH30-5,9-

(nnnano-1/,2")-2-azabuunkao[3,3,1 non-6-en %,

CH,

7 ‘ AN CoHzCHoMgBr
L 1/N+ -
_NCH,
I
CH
— Qe
CI,CH; e

Honyuenuwe us 1,2,5-rpumernanunepugona-4 2,5-numerni-4-6eHsnn
(3aMeleHHBH GeH3H/I) THPHAHHB] HCIOAb30BAHBl B CHHTE3€ MaJgo H3yUeHHBIX
6eH3o[g]-usoxunoanHoB. [Ipu 3TOM IpHMEHSJCST TOT Xe METOJN — KaTajHTH-

yecKas JeruAPOLHKIH3ALUs 2% 589 898, 408

/\/W | \]/\ \| r ”/ /\/CH3
. A -

L)

/\CH3

2,5-JlumeTun-4-TpuQeHUACHAUANUPHAUR (€ro CHHTE3 OCYIIEeCTBJAEH H3
1,3,6-TpumMerni-4-tpudennncunua-A’-nunepugensa) TakxKe IOABEPraercs
JerHApoUHKAu3anuy ¢ obpasoBaHueM 2-meTusa-9,9-audenua-9,10-guruapo-

9-cuna-3-azaanTpauena .

Cobly /CGH;, CiHy,CeHs CaH,_,CaHy
W ( s /W/SI\/\ CHs /\\ W/\/CHS
N/ CHs/\/ k 7CH, /N \cH,

benso[glxunonnnoBas crpykrypa ofpasyercs INpH AerHIPOUHKJU3ALHH
2,5-auMeTHa-4-Gern-6-6eH3nINHPHINHA, NPH 3TOM Hapsity ¢ 2-MeTun-4-

8 Ycnexu xumuu, Ne 5
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tbennnbenso[g]xHHOMHHOM moJayyaercst 2-merHa-3-asabensolfjpayopanten **.

CeH, C,H,

\] N '\\ /\‘ CHy_/ |\ CH3\| /\“// \\I/\

OV~ 00— 0
<o

PaspaGorann elle OAHO HANpPaBJCHHE NPUMEHEHHs Y-TUIEPUNOHOB B
CHHTE3aX TeTePOLHKIHUYECKHX COeLHIEeHHH — NoJyYeHHe W3 HHUX OCHOBAHHH
IMMudpdpa* uw #UX KaTaJAUTHYECKUE INpPEBPAlIEHHS. YCTaHOBJIEHO ™, uTO
N-(1,2,5-TpumerTHinunepuauanaen-4) auuansa  (moayued us 1,2,5-TpuMerH-
nunepuaoHa-4 ¥ aHWwiIMHa) Ha kataJnausatope K-12 nmpu 470° mpeppainaercs
B ¢eHna-(2,5-1HMETHANHPHANI-4) AMHH, U3 KOTOPOTO Ha TOM Ke KaTaJlH3a-
tope npu 600° o6pasyercs 7-MeTuia-2,3-6eH30-1,6-nadrupuaun **°. OcHoBaHue
Iudda, monyueHHoe wuz 1,2,5-TpuMeTHs-4-aMUHONMIEPHHHA H feH3a/b-
neruaa, npu 400° npeBpamaercs B o, p’-aytugnn 7.

CH, 0} CHj,
d\\/ 7 CoHsNH, \/\/ \/j —CH,, —H2
N
Hy N\ \CH, / / \ 7
CHa\/\/NH\/\ » . ‘/\/N NN
N ~ N “ ‘ ’
Ny, NN

Bosiee cnoxHO mpoTrekaloT INpeBpallleHHss B AHAJIOTHYHBIX YCJOBHSX
ocHoBanuil lludba, moayyennwx w3 1,2,5-rpuMerunnunepupona-4 1 Had-
THJIAMUHOB. Uz N-(1,2,5-TpuMeruanunepuauanjies-4) -¢-napTuiaMuta
noayuenbl:  N-(2,5-muMernanupuinn-4)-a-sapruiamMus,  9-meruanadro-
[1,2-b][1,6luapTupunun u 2,3-nuMerun-4-asadenantped. [locaennuii, no-su-
JHUMOMY, o6pasyercs B pe3y/bTaTe AeCTPyKuuu HaproHadTUpUgHHa *!*.

)
CHa\\/\/N\/\/ CHS\\/\( NVAN
/N | _— N l )k , -
Hj \/\C \ N/ \/\CH3 Va
(]
CH“\(\H/N\/\/ CHS\I/N\/\)
- I8 J —_
NN A VA

ITpu ananoruuneix npespamienusax N-(1,2,5-TpuMeTHINHICPHINIHACH-4) -
B-nadrunamura  BbgeseHB:  N-(2,5-auMeTHINUPHANI-4)-B-HadTHIAMUH,
9-meruanadro [2,1-b]1,6]nabtupuann u 2,3-numerui-l-azadenantpen ‘2.
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JLoCTyNHOCTE 3aMelleiiibiX TMHPHAHHOBLIX OCHOBaHHUI, TOJydaembix Ha
OCHOBE 7Y-TIHIEPHJIOHOB, [103BOJIHJA PACUWIMPHThL HCCACJOBAHHA B 06JgacTH
HHAOJH3HHOBHIX cHCTeM. MHJOJU3UHBI TOJy4eHbl HEHOCPEeACTBElO H3 4YerT-
BePTHYHBIX coJdell N-B-okcoaqKuANUPpHAUNAS, U3 1-6eH3HJ-5-MeTHa-4-henun-
3-benHaunaugeH-1,2-IuruApONUPUHHA, a4 TaKXKe U3 MHPHIMHHUEBBIX HJIHIOB.
Ilpn wusyuenuy mnocaeAHuX OBJIM BBIJEJNEHBl YCTONYHBBIE  AHOEH3OMJ-

METHJHU b 8 *13-415
CoHan o /CHy CHs CyHse
- V '
\/\H/ B \/\“—/ . (RCO),0 N \\:CHCOR
N+ K,CO; l N I ’ N
CH3/ N/ B—I‘CHZCOR CH3/ N \[/ N CHa/ N\ " CH,CgHg
/7 0
/ a) R’COCl
// 6) NaOH
4 v .
CGHB\/\/«CHg CeHs\\/\\/CHa C;;Ha\\//\ //CH3
IQH _ GC0oCl &H ]H]%—
—_ \\_
CH;,/\/ \CHCOC6H5 CH3/ N/ “C(COCsHj). CH3/\/\_CH2CGH5
Br

OcyuiecTBiieH CHHTE3 KOHAEHCHPOBAHHOH CUCTEMBl MH/€HA M HIAOJH-
3uHa — 2,3-audenus-1-anerunn-5-okco-bH-unneno [2,1-f] nunonnsuna u npy-
HX aHaJioros 13 414,

IS5\ /CH3 a) GHsCOCE NaOH N\ /N /COCH3
ARG i e
NN g, NANAN e,

Br 0 C,H,

W3 npusenensoro o63opa cjaeayer, UTo y-NUNEPHAOHbl CHIIpaju 3HAUN-
TeJAbHYIO POJb B PA3BHTHH XMMHH IHNEPHIHHA H HEKOTOPHIX JPYTHX reTepo-
UMKJIMYeCcKHX coeanHeHnfi. Ilo-BHAMMOMY, CHHTETHUECKHE BO3MOXKHOCTH
y-NUIEPUIOHOB B 3TOM OTHOUIEHHH HCHOJB30BAaHbI AAJEKO elle He IoJi-

HOCTBIO.

JIUTEPATYPA

J—

.. C. Cranuwescxkui, H. I'. Tuwenrko, A. A. I'pysuxos, JK. opr. xumuu, 7, 2612
(1971). :

CJ. C.)CTaHuLueecrcuLZ, H. I'. Tuwenro, A. M. 38010k, Xumus retepoumka. coen., 1975,
670.

. M. H. Hasapos; 3. A. Mucrpiokos, Vss. AH CCCP, OXH, 1958, 464.

. H. H. Hasapos, 3. A. Mucrpiokos, Tam xe, 584.

. §Im. nat. 12414 (1969); P>KXuwMm, 1970, 11H320.

. H. &, Beavcruii, I'. H. Hopogeenxo, H. C. lpocraxos, B. I1. [lepcriox, 0. H. Yyua-
xos, Terepounkanl B opranuueckom cuurese, «Texumka», Kwues, 1970, crp. 163.

. D. M. Gardner, R. Helitzer, D. H. Rosenblatt, J. Org. Chem., 32, 1115 (1967).

A UL Hlapugkanos, T. M. Myxamerkasues, B c6. Xumdsa # XuM. TexHoJ., Anma-Ara,
BHIL. 9, 1969, c1p. 140.

9. C. G. Ouverberger, J. Reichenthal, I.-P. Anselme, J. Org. Chem., 15, 138 (1970).

10. J. E. Bennett, Tetrahedron, 23, 1697 (1967).

Il

12

[$1 V] [\

W3 O

. R. Haller, W. Hinsel, Arch. Pharm., 304, 104 (1971).

. A. B. Sena, G. S. Sidhu, J. Indian Chem. Soc., 25, 433 (1948).
13. 3. A. Mucrprokos, I'. H. Cuuprosa, HUss. AH CCCP, cep. xum., 1970, 1622.
14. H. H. Hasapos, B. A. Pydenxo, Tam xe, OXH, 1948, 610.

8*



892

H. C. Mpocrakos, JI. A. TaiiBoponckast

55.
56.

57.
. S. M. McElvain, W. B. Dickinson, R. J. Athey, J. Am. Chem. Soc., 76, 5625 (1954).
59.
. K. H. Bell, P. S. Portoghese, J. Med. Chem., 16, 203 (1973).
61.

62.

63.
64.

65.
66.

67

H. H Hasapos, C. I'. Mayosn, C. A. Bapranan, K. obmein xumun, 23, 1990 (1953).
H. H. Hasapos, C. A. Bapransn, C. . Mayosn, Tam xe, 28, 2757 (1958).
C. K. Hupenan, ®. C. Kumonan, C. A. Bapransn, Apmsu. xum. x., 23, 140 (1970).
H. H. Hasapos, O. H. Copokun, M3s. AH CCCP, OXH, 1960, 872,
. V. Baliah, A. Ekambaram, J. Indian Chem. Soc., 32, 274 (1955).
H. K. Hall, J. Am. Chem. Soc., 79, 5444 (1957).
H. H. Hazapos, H. C. pocrakos, H. H. Muxeesa, K. obwel xumun, 28, 2431 (1958).
H. H. Hasapos, H. C. [Tpocraxkos, H. H. Muxeesa, B. H. Kupusosuu, Tam xe, 29,
2508 (1959).

. H. H. Ha3zapos, H. C. [Ipocrakos, H. H. Muxeesa, H. A. Dpadruna, Tav xe, 29,

2609 (1959).

. H. H. Hasapos, H. C. lIpocraxos, 3. M. Packuna, H. H. Muxeesa, JI. I'. Croasaposa,

Tawm xe, 29, 2861 (1959).
. [. B. Cokoaos, Tam xe, 30, 826 (1960).
. V. Carelli, F. Morlacchi, Ann. Chim. (Rome), 54, 1291 (1964).

. F. Morlacchi, M. Cardellini, F. Liberatore, Tam e, 57, 1456 (1967).

. Mat. CUIA 3745163 (1973); P)KXuwm., 1974, 9H147
. Aura. mar. 133424 (1973); P>KXnwm., 1974, 14H233.

. R. Haller, W. Ziriakus, Tetrahedron, 28, 2863 (1972).

. L. Orthner, Ann., 456, 225 (1927).

. H. H. Hazapos, C. I'. Mayosan, B. A. Pydenxo, Uss. AH CCCP, OXH, 1952, 1069.

. H. H. Aszepbaes, M. E. Ecxaupos, E. M. Huerbaes, Vss. AH KasCCP, cep. xum.,
1974, Ne 1, 81.

. H. C. llpocrakos, H. H. Muxeesa, Jixapsap [Ixarveymany, XuMus reTepoUHKI. COel.,

1967, 671.

. H. H Hazapos, I'. A. Ilsexzeiimep, )X. o6w1. xumun, 24, 163 (1954).

. H. H. Hazapos, L. T. l'ozosun, Tam ke, 26, 1496 (1956).

. H. C. llpocrakos, H. H. Muxeesa, C. 1. T'osop, Xumusi retepouuxy. coefl., 1969, 945.

. P. W. Neber, A. Burgard, W. Thier, Ann., 526, 277 (1936).

. Mar. CIIA 2683715 (1954); P)KXum., 1955, 50215.
. Tlat. ®PT 903213 (1955); P>KXum., 1956, 79412,

. H. H. Hazapos, H. C. [Ipocrakos, H. H. Muxeesa, B. H. Jo6poinun, Vss. BY3o08, xu-
MU ¥ XMM. TexHo.1., 1959, 726.

. E. C. Huxurckas, E. H, Jleskoesa, B. C. ¥Ycosckasn, JI. H. Sxonros, M. B. Pybyos,

XuMus reTepoluk.. coel., 1971, 230.
. SIn. mar. 49064 (1972); POKXuwm., 1973, 21H342.

. H. C. Ipocraxos, H. T. I'pudynos, H. JI. Mapwasuna, B. I'. Poduoxosa, JK. obuei

XuMHu, 34, 467 (1364).
. H. Barrera, R. E. Lyle, J. Org. Chem., 27, 641 (1962).

. H. Hirsch, Ber., 100, 1289 (1967).

. M. Alam, J. D. Baty, C. Jones, C. Moore, J. Chem. Soc. C, 1969, 1520.

. E. Lidke, R. Haller, Chem. Ztg., 98, 371 (1974).

. R. F. Borne, H. Y. Aboul-Enein, J. Heterocycl. Chem., 9, 869 (1972).

. R J. Sundberg, W. V. Ligon, Jr. Lin Long-Su, J. Org. Chem. 36, 2471 (1971).
. R.J. Sundberg, F. O. Holcombe, J. Org. Chem., 34, 3273 (1969).

. C. A. Baprausan, P. A. Kypoan, H. A. Kyposu, 8 ¢6. Cunresnl rerepoumki. coel., Epe-

BaH, Boim. 10, 1975, ctp. 74.

. C. A. Bapransan, A. C. Hopassan, JI. O. Aseran, B. H. )Kamazopysan, ApMsH. XUM. XK.,

24, 425 (1971). -

. E. C. Huxurckaa, H. M. [llapanos, E. H. Jlesxoesa, B. C. ¥Ycosckaa, A. C. Baacos,

T. E. Kyxywruna, JI. H. Sxonros, M. B. Pybyos, Xum. dpapm. x., 4, Ne 10, 58
(1970).

G. Stork, S. M. McElvain, J. Am. Chem. Soc., 68, 10563 (1946).

A. II. Hlapupkanos, T. M. Myxamerkaasues, B 6. Xumusa W xuMm. Texuold., Anva-Ara,
BHII. 9, 1969, cTp. 138.

TMar. CIIA 3790525 (1974). P)KXuwm., 1974, 23H229.

P. Brookes, J. Walker, J. Chem. Soc., 1957, 3173.

S. M. McElvain, R. S. Berger, J. Am. Chem. Soc., 77, 2848 (1955).

H.5H. Aszepbaes, T. I'. Capbaes, 5. JI. A6uropos, Xumus retepounuks. coel., 1968,
1053.

H. H. Asepbaes, K. C. Cepuxbaes, K. 5. Epxanos, 0. I'. Bocaxos, Uss. AH KasCCP,
cep. XuM., 1972, Ne 5, 47,

H. H. Asepbaes, C. II. Hocaiirayos, IO. I'. Bocaxos, K. B. Epxanos, K. C. Cepuxbaes,
H., H. Azexceesa, Tam xe, 1973, Ne 1, 51.

L. Orthner, Ann., 456, 217 (1927).

H. H. Hazapos, b. B. ¥uxoackuii, K. ofmeit xumuu_ 26, 3181 (1956).

. H. H. Hazapos, Bb. B. Yuxoscxuti, 0. b. Boaskenwreiin, Tam xe, 26, 3500 (1956).



y-TInnepHOHbl B OPraHHYECKOM CHHTE3C 893

68
69

100.
101.
10z.
103.
104.
105.

106.
107.
108.
109.
110.
1t1.
112.

113.
114.
115.
116.

117.

118.
119.
120.
121
122,
123.
124,

. b. B. ¥uxoackuil, I'. C. I'ycakosa, H. A. Moxup, Tam xe, 30, 3926 (1960).

. N.J. Haper, S. E. Fullerton, J. Med. Pharmac. Chem., 4, 297 (1961).

. $In. mar. 26100 (1970); PMXuwm., 1971, 16H246.

. b. B. ¥nrxosckudd, T. [. Cokoaosa, 10. ®. Maaruna, K. H. Pomancsa, 1973, 1659.

. b. B, ¥nkoscxwi, H. A. Moxup, C. I'. Barpaxos, K. obuteit xsvmum, 31, 3571 (1961).

. B. B. Yuroscrutt, H. A. Moxup, Tam xe, 31, 3577 (1961).

. E. C. Hukurckas, I. C. Apyrionan, I'. . Wsapy, M. 1. Mawxosckuid, J. H. Sxonros,
Xum. dapm. k., 7, 16 (1973).

. b, B. ¥uxosckud, 10. C. Marioxun, 0. ®. Maauna, E. M. ¥Ypunosuu, XuMust rerepo-
UK, coel., 1973, 1224,

. C. A. Bapranan, A. O. Tocynan, B 6. CuHTesbl reTcpounka. coed., EpeBan, Boim. 10,
1975, ¢1p. 66.

. A. O. Tocynan, H. P. Baedacapax, B. H. Madakan, C. A. Bapranan, IV Bcecowsn.
KOH(}. 00 XxumpH alerunexa, Anva-Ara, 1. 1, 1972, crp. 293.

. L. Ruzicka, V. Fornasir, Helv. Chim. Acta, 3, 806 (1920).

. G. M. Kuettel, S. M. McElvain, J. Am. Chem. Soc,, 53, 2692 (1931).

. S. M. McElvain, K. Rory, Tam xe, 70, 1820 (1948).

. S. M. McElvain, K. Rory, Tam xe, 70, 1826 (1948).

. S. M. McElvain, R. E. McMahon, Tam xe, 71, 901 (1949).

. N. Barbulescu, C. Greeff, Rev. Chim. (R. S. R)), 21, 75 (1970).

. N. Barbulescu, C. Bornaz, C. Greff, Tam xe, 23, 6 (1972).

. B. Gutkowska, Acta, Pol. Pharm., 30, 361 (1973).
. H. H. Hasapos, [I. B. Coxoaros, I'. C. Juraunenxo, Yas. AH CCCP, OXH, 1954, 95.

. H. B. Coxonos, B. H. Xoxaosa, H. I'. Hepmuruna, Bectn. AH KasCCP, 1958, Ne 10,
63.

. H. H. Haszapos, E. T. I'orosun, K. obweit xumun, 26, 483, (1956).

. E. T. T'oaosun, A. I1. Hukugoposa, Xumusi reTepounk. coel., 1968, 268.

. E. T. Tonogun, 6. M. T'ayxos, JI. C. Boyman, T. B. Bypdeaesa, Tau wxe, 1975, 903,

. TTar. CHIA 2784190 (1957); P)KXuwm., 1959, 43477.

. H. H. Hasapos, I'. A. lllgexeetinep, B. A. Pydeuro, K. obuteit xumun, 24, 319 (1954).

AL Il Hlapugkanos, K. X. Tokmypsun, B ¢6. Xumus u xuM. TexHoua., Aama-Ara,
BbL. 5, 1966, cTp. 162,

. A. Il Tapugranos, H. A. Bywnesa, K. X. Tokmyp3aun, H. C. Yanviwesa, Xumua rete-
poLwmKA. coen., 1972, 12.

A, . Hlapugraros, H. A. Bywnesa, H. C. Yanouuesa, K. X. Tokmypsun, ¥. Ybebaes,
Hss. AH KasCCP, cep. xum., 1974, Ne 3, 49.

A, I Hlapugpkanos, H. A. Bywnesa, K. X. Toxmypaurn, Xuuusl TeTepoOLHKJ. €O€.,
1971, 479.

. K. X. Tokmypaun, A. IlI. Hlapugprxanos, b. Baxmanos, Tam xe, 1971, 350.

. K. X. Toxmypsun, A. IlI. Ulapugpranos, C. Mwntacosa, T. Kewsezoaues, Tam e,
1975, 1106.

. R. T. Major, F. Diirsch, J. Org. Chem., 26, 1867 (1961).

M. A. Jorio, G. Damia, A. F. Casy, J. Med. Chem., 16, 592 (1973).

S. M. McElvain, M. D. Barnett, J. Am. Chem. Soc., 78, 3140 (1956).

3. [. Posanyes, CaoGOMIILIE HMHHOKCH IbILIC pajuKkadisl, «Xnvnsy, M., 1970.

3. I'. Poszanyes, B. [. Hloase, Yenexn xumnu, 40, 417 (1971).

B. A. Poduonos, 3. I'. Posanyes, INoaroxupyune pamnkans, «Hayxa», M., 1972

K. A. Jensen, F. Lindquist, E. Rekling, C. G. Wolffbrandt, Dansk. Tids. Farm., /7,

173 (1943); Chem. Zentr., 1944, Ne 1, 297.

IMar. Jannu 60592 (1943); C. A, 40, 4086 (1946).

A. Ziering, L. Berger, S. D. Heineman, J. Lee, J. Org. Chem., 12, 894 (1947).

L. Berger, A. Ziering, J. Lee, J. Org. Chem., 12, 904 (1947).

A. Ziering, J. Lee, Tam xe, 12, 911 (1947).

R. H. Forster, A. I. Carman, J. Pharmacol. Exptl. Therap., 91, 195 (1947).

C. R. Noller, V. Baliah, J. Am. Chem. Soc., 70, 3853 (1948).

H. H. Haszapos, B. f. Paiieopodckas, B. A. Pyoenxo, Viss. AH CCCP, OXH, 1949,

504.

S. M. McElvain, J. C. Safranski, J. Am. Chem. Soc,, 72, 3134 (1950).

H. H. Hasapos, C. A. Bapranan, K. obweit xumny, 22, 1668 (1952).

S. Oshiro, J. Pharm. Soc. Japan, 75, 658 (1955).

H. H. Hasapos, H. C. Hpocraxos, H. H. [lseyos, )X. obme#t xumun, 26, 2798

11956) .

H.) Hasapos, H. C. Hpocraxos, X. A. Kpacuas, H. H. Muxeesa, Tam xe, 20,

820 (1956).

. H. Hasapos, H. C. Hpocraxos, Tav ke, 26, 2834 (1956).

. H. Hasapos, H. H. Iliseyos, O. H. Copokun, Tam xe, 26, 3157 (1956).

. H. Hasapos, H. H. [lIseyos, Tam xe, 26, 3170 (1956).

. H. Haszapos, C. M. Maxun, Tam xe, 27, 510 (1957).

. H. Hasapos, A. II. lapugpkanos, Tam xke, 27, 2005 (1957).

E. Lyle, J. Org. Chem., 22, 1280 (1957).
. Ziering, A. Motchane, J. Lee, Tau xe, 22, 1521 (1957).

rmITXX

b



894

H. C. Ilpocrakos, J1. A. ['aiiBopoHckast

125

126.
127,
128.

129,

130.
131.

132.
133.
134.
135.

136.
137.
138.
139.
140.
141.

142.
143.
144,
145.

146.
147.

148.

149.
150.

151.
152.

153.
154,
155.

156.

157.

158.
159.

160.
161.
162.
163.
164.
165.
166.

167.

168
169
170

. A. H. Beckett, A. F. Casy, G. Kirk, J. Walker, J. Pharm. Pharmacol., 9, 939 (1957).
H. H. Hasapos, H. C. Ipocraxkos, H. H. Muxeesa, X. obuteit xumuy, 28, 960 (1958).
H. H. Hasapos, H. C. [Tpocrakos, H. H. Muxeesa, Tam xke, 28, 2746 (1958).

H. H. Hasapos, H. C. [Ipocraxos, H. I'. 3aseavckan, H. H. Muxeesa, W3ss. BY3on,
XUMHA H XUM. Texnoda., 1958, Ne 3, 69.

B. Elpern, W. Wetterau, Ph. Carabates, L. Grumbach, J. Am. Chem. Soc, 80, 4614

(1958).

H. H.)Hasapoe, H. H. lllseyos, Uss. AH CCCP, OXH, 1959, 2161.

H. H. Hasapos, H. C. [Ipocrakos, H. H. Muxeesa, C. JI. Haswidosa, )K. obumei xu-
muH, 29, 2285 (1959).

A. H. Beckett, A. F. Casy, G. Kirk, J. Med. Pharm. Chem., /, 37 (1959).

N. J. Harper, A. H. Beckett, A. D. J. Balon, J. Pharm. Pharmacol, 1/, 67 (1959).
P. Vaculik, J. Kuthan, Coll. Czech. Chem. Communs, 24, 174 (1959).

A. HI. Hlapugpranos, H. B. Becconosa, A. Acanbexosa, K. obmen xumnu, 30, 2909

(1960).

N.J. Harper, A. H. Becketf, A. D. J. Balon, J. Chem. Soc., 1960, 2704.

[ar. CHIA 2850500 (1958); P)KXuwm., 1960, 48986.

B. @. Kyuepos, H. H. lllseyos, Yz, AH CCCP, OXH, 1961, 287.

O. H. Copoxun, Tam xe, 1961, 460.

3. A. Mucrpiokos, Tam xe, 1961, 623,

A. F. Casy, A. H. Beckett, G. H. Hall, D. K. Vallance, J. Med. Pharm. Chem., 4, 535

1961).

151. A. Patchett, F. F. Giarrusso, Tam xe, 4, 385 (1961).

3. A. Mucrproros, H. H. Aporosa, Vs, AH CCCP, OXH, 1962, 877.

H. C. IIpocrakos, JI. A. Tatsoponckan, H. M. Muxaiisosa, JI. M. Kupuarosa, K.
obuwelt xumuu, 33, 2573 (1963).

H. C. pocraxos, JI. A. Tatigoporckas, H. H. Muxeesa, H. 1. durunnosa, Tam xe,
33, 2928 (1963).

H. C. ITpocrakos, B. A. Kypuues, Xumus reTepouukiI. coeld., 1965, 850.

A. F. Casy, A. H. Beckett, M. A. Jorio, H. Z. Youssett, Tetrahedron, 21, 3387 (1965).
H. C. Illpocrakos, B. I'. [1arewaxos, B. I1. 3s0aunckuil, xapsap Ilxarveymnanu, Xumus
reTepolHKI. coel., ¢6. 1, 1967, 206.

B. A. Apbysos, I'. I'. Byrenxo, A. H. Bepewazun, DIAH CCCP, 172, 1323 (1967).
A. F. Casy, M. A. Jorio, P. Pocha, J. Chem. Soc., C, 1967, 942.

A, F. Casy, A. H, Beckett, M. A. Jorio, Tetrahedron, 23, 1405 (1967).

H. C. Ilpocrakos, B. I'. Haewaros, B. II. 3gosunckuti, XuMusi TeTePOLMKI. COEI.,
1968, 1055.

H. C. Ilpocrakos, H. H. Muxeesa, B. I'. I1rewakos, Tam xe, 1969, 1007.

A. . Hlapupranos, K. X. Tokmypsun, T. I'. CapGaes, Tam xe, 1969, 74.

K. Sabin, R. A. Wiley, J. Med. Chem., 12, 922 (1969).

H. C. Hpocrakos, B. I'. [laewaxos, B. B. [opoeos, B. 1. 3soaunckuil, Xumus rete-
pouuxa. coen., 1970, 60,

H. C. Hpocrakos, JI. A. Taiigoponckas, JI. M. Kupuaaosa, Mailea Kamapa Capara
Moxomon, Tam xe, 1970, 782.

H. C. pocraxos, B. B. lopoeos, B. I1. 3soaunckui, Tam xe, 1970, 1642,

3. A. Mucrpioxos, I'. H. Cnuprosa, H. H. Apornosa, Uss. AH CCCP, cep. xum.,
1970, 1381.

E. T. I'oaosun, A. I1. Huxkugpoposa, JI. I'. Komaposa, A. A. Msazdpukosa, C. H. Hu-
aoeckas, [I. A. Xapxkesuu, Xuv.-papm. k., 4, Ne 6, 9 (1970).

A. I Hlapugpranos, T. M. Myxamerxaaues, H. A. Bywresa, B ¢6. XumMus ¥ XHM.
TexHoJs., Amma-Ara, Bum. 1, 1970, crp. 175,

M. A. Jorio, A. F. Casy, J. Chem. Soc., C, 1970, 135.

B. Hermans, H. Verhoeven, P. Jassen, J. Med. Chem., 13, 835 (1970).

M. Balasubramanian, N. Padma, Indian J. Chem,, 8, 420 (1970).

K. Watanabe, J. Yamauchi, H. Takaki, N. Nishiguchi, Y. Deguchi, Bull. Inst. Chem.
Res. Kyoto Univ., 48, 88 (1970).

C. ﬁ.) Bapranan, A. C. Hopasaun, B. H. JKamazopysw, Apmsan. xum., x., 24, 182
(1971).

A. L. Hlapugpranos, C. A. HOcynos, E. I'. Havscos, B c6. XuMusi u XMM. TexHod., Aava-
Ara, Bom. 12, 1971, c1p. 77.
. H. C. Npocrakos, A. A. O6omounsii, JI. A. latisoponckasn, JI. M. Kupuarosa,
B. II. 3s0aunckudi, Xumus retepoumxJ. coen., 1972, 1664.
- A I Hlapugkanos, L. C. Axmedosa, P. A. Tumuposa, H. C. Yanvuwesa, B ¢6. Xu-

MHSL M XHM. TexHoa., Anma-Ara, Bpin. 13, 1972, c1p. 53.

. K. M. J. McEriane, A. F. Casy, J. Chem. Soc., Perkin Trans. I, 1972, 339.

171. A. F. Casy, K. M. I. McErlane, Tam xe, 1972, 726.
172. M. M. Abdel-Monem, D, L. Larson, H. J. Kupferberg, P. S. Portoghese, J. Med.

Chem., 15, 494 (1972).



v-Tlnnepuaonsl B opraHuueckoM CHH7e3e 895

173.
174.

175.
176.

177.
178.
179.
180.
181.
182.
183.
184.
185.
186.
187.
188.
189.
190.
191.
192.
193.
194.
195.
196.
197.
198.
199.
200.
201.
202.

203. H
204.

205.

206.
207

208.

209.
210.

210

212.

213. H
214.

215.
216.

B. T. Cadeikos, )X. H. Hcun, . B. Cokoaos, V. AH KasCCP, cep. xum., 1973,

Ne 3, b4.

E. C. Hukurckas, E. H. Jlesxoesa, I'. C. Apyrionan, M. JI. Mawrosckuii, JI. H. Axon-

T0B, XHM. dapm. xk., 8, Ne 10, 17 (1974).

D. Fries, P. S. Portoghese, J. Med. Chem., 17, 990 (1974).

H. C. HNpocraxose, I'. A. Bacuaves, B. I1. 3soaunckuii, A. B. Baparamos, A. A. Casuna,
0. Hd. Copokun, H. JI. Jlonaruna, XuMus TeTepoluka. coen., 1975, 1112,

C. A. Grob, P. Brenneisen, Helv. Chim. Acta, 41, 1184 (1958).

H. C. Ipocraxos, B. I'. [1rewarxos, XuMus reTepOLuK.I. coel., /968, 1050.

Hpa. nar. 28225 (1969); PKXum., 1970, 5H468.

R. M. Anker, A, H. Cook J. Chem. Soc., 1948, 806.

H. H. Hasapos, H. C. [Tpocraxos, H. H. Muxeesa 0. A. laspoieuna, K. o6meu XH-
muH, 26, 2812 (1956).

H. . Hasapoe, E. T. l'oaosun, Tam xe, 26, 832 (1956).

H. H. Hasapos, C. M. Maxun, A. &. I'panos, Tam xe, 27, 101 (1957).

H. H. Hasapos, A. lI. Hlapugpranos, Viss. AH CCCP, OXH, [958, 446.

Ascrpaa. nar. 222135 (1959); P>KXuwm., 1960, 97739.

Tlar. CIIA 2904550 (1959); P)KXnwm., 1960, 93527.

H. H. Hasapos, H. C. Hpocrakos, H. H. Muxeesa, Men. npov-crs CCCP, 1960,

Ne 6, 26.

H. H. Hasapos, A. Il. [lapugpranos, C. A. HOcynos, K. ofmeit xumuu, 30, 3608
(1960).

A. I, Hlapugpranos, K. &. Hanusrosa, H. A. Bywnesa, ll. [llasxmeros, Xumusa rere-

pouMKa. coel., 1967, 872,

.;1.6&1. Hlapugranos, T. I'. Capbaes, K. B. Epsxcanocs, K. C. Muuwyasuna, Tam Ke,
967, 874.

E. T. T'oaosun, A. I1. Hukugoposa, J. I'. Komaposa, A. A. Mazdpurosa, C. H. Hu-
aosekan, 1. A. Xaprkesuu, Xum. dapm. k., 4, Ne 5, 26, (1970).

A I HMapugpranos, I, C. Axmedos, P. A. Tumuposa, H. C. Janvimesa, B c6. Xu-
MHsT B XHM. TexHos., Anva-Ara, B 13, 1972, c1p. 53.

H. H. Asepbaes, 1. C. Hopanos, L. E. Hcmaunrosa, Xnvnsi aueruneHa n xapbmpia

kaabuus, «Kaszaxcran», Anma-Ara, 1972, crp. 68.

E. T. I'oaosun, A. I1. Hukugoposa, JI. I'. Komaposa, A. A. Masdpurosa, C. H. Hu-
aoecxan, [. A. Xapxesuu, Xum. dapM. k., 6, Ne 2, 3 (1972).

T.. M. Myxamerkaaues, A. I, Hlapugpranos, C. K. Aaumascanosa, B 6. Xumus u
XUM. TexHOM., Anma-Ara, Bout. 13, 1972, crp. 62.

T. 1. Cokonosa, 0. B. Koaocos, I0. ®@. Maauna, C. B. Loearkos, b. B. ¥Yukosckuii,
Xumus rerepoluka. coen., 1973, 50.

P. S. Portoghese, Z. S. D. Gomaa, D. L. Larson, E. Shefter, J. Med. Chem., 16, 199
(1973).

9n. nat. 4232 (1956); P)KXuwm., 1959, 68840.

Ast, ceux. CCCP Ne 166483 (1964); Broaust. naobp., 1964, Ne 22.

H. C. Hpocrakos, T. B. Heodosckaa, H. H. Muxeesa, JK. obmeit xummm, 34, 234
(1964).

H. T,)fpztdyﬂoe, H. C. Ipocrakos, B. I'. Poduonosa, VM3s. BY30B, xuMus U XHuM.
TexHod., 7, Ne 5, 867 (1964).

H. C. Ipocrakos, H. M. Muxaiaosa, C. f. Hsanosa, JI. A. Ilaxnapornosa, Xuvus re-

TepouuKa. coell., 1965, 738.

C. Mpocraxos, O. H. Copoxun, A. S. Hemaunos, Tav xe, 1967, 674.

M. Ferles, J. Pliml, Advances in Heterocyclic Chemistry, Acad. Press N. Y.— Lon-
dom, v. 12, 1970, p. 43.

AT Jones A, F. Casy, K. M. J. McErlane, J. Chem. Soc., Perkin Trans. 1, 1973,
2576.

A. H. Beckett, A. F. Casy, P. M. Phillips, J. Med. Pharm. Chem., 2, 245, 1960.

A.F. Casy, A. H. Beckett, N. A. Amstrong, Tetrahedron, 16, 85 (1961).

H. H. Asepbaes, M. E. Ecxaupes, IlI. Camberos, C. E. Komupoea B ¢6. Xuwusa 1 XUM.
TexHoJ., AnMa-Ara, Bem. 13, 1972, c1p. 141.

H. H. Hasapoe, B. A Paﬁeopo@cnaﬁ, Uss. AH CCCP, OXH, 1948, 631.

H. H. Hasapos, B. Sl. Paiicopodckas, b. H. I'otman, B. A. Pydenxo, Tav xe, 1949,
493.

P. Da Re. Farmaco Ed. Sci,, 12, 34 (1957).

H. H. Haszapos, H. A. Moxup, 5. B. ¥uxosckuii, I'. C. I'ycakosa, JK. obmelt Xuvuu,
29, 1867 (1959).

. H. Hazapos, A. L. Ilapugranos, T. I'. Captaes, Tam ke, 30, 2904 (1960).

H. H. Hasapos, A. L. Hlapugpranos, C. A. IOcynos, T. I'. Capbaes, Tau xe, 30, 3267
(1961).

A Wl Mlapugranos, T. T. Capbaes, C. A. IOcynos, Tam e, 32, 2508 (1962).

A. II. Hlapugpxanos, T. I'.. Capbaes, C. A. IOcynos, Tam xKe, 34 2571 (1964).



896 H. C. Tlpocrakos, JI. A. l'aiiBopoHckas

217. H. H. Asepbaes, T. I'. Capbaes, K. B. Epoucanos, Uss. AH KasCCP, cep. xum., 1967,

Ne 2, 79.

218. H. H. Asepbaes, T. I. Capbaes, K. B. Epxcanos, Bectuux AH KasCCP, 1967, Ne 3,
42,

219. H. H. Aszepbaes, T. I. Capbaes, M. Bacuimbexos, K. H. Epwanos, Tam xe, 1967,
Ne 4, 39.

220. H. H. Aszepbaes, T. Cadvikos, K. b. Epaucaros, T. I'. Capbaes, Uss. AH KasCCP,
cep. xuM., 1968, Ne 6, 74,
921. H. H. Asepbaes, T. I'. Capbaes, C. E. Koscuposa, A. A. Kpacros, Xumusi reTepOoLyK.I.
coefl., 1969, 526.
222, A. IlI. apugpranos, K. X. Toxmypsun, P. B. Atwabaposa, Tam xe, 1969, 746.
923. H. H. Asepbaes, C. E. Kosmuposa, M. Ecxaupos, Wsp. AH KasCCP, cep. xuwm.,
1969, Ne 3, 79.
224. H. H. Asepbaes, T. I'. Capbaes, K. Bb. Epxanos, C. E. Koxuposa, Bectuux AH
KasCCP, 1969, No 5, 66.
295. N. Barbulescu, C. Boznaz, C. Greff, Rev. Chim. (RSR), 2I, Ne 6, 323 (1970).
226. H. H. Asepbaes, )K. X. Kycaunosa, K. B. Epxanos, Viss. AH KaaCCP, cep. xuM.,
1970, Ne 1, 81.
227. B. H. Mamonos, I'. I'. Isopanyesa, T. JI. Coxonrosa, 3. B. Cuicoesa, b. B. ¥Yuxoscxud,
JK. opr. xumun, 6, 1087 (1970).
228. B. H. Huxkurun, E. M. I'aasynos, I'. C. Canwrosuy, H. H. I'pueuna, Tam ke, 6, 1769,
(1970).
299. H. H. Asepbaes, II. C. Hopanos, [. M. Manarayos, M. E. Ecxaupog, XuMus ane-
TMIeHAa W TexHosorus Kapbuza Kagaelwsi, «Kasaxcran», Asama-Ara, 1972, crp. 50.
230. C. A. Ocynos, A. II. Hlapugranos, K. 5. T'epacenxo, B c¢6. XuMuag M XUM. TeXHOJL,
Anma-Ara, Bom. 13, 1972, crp. 57.
231. H. H. Asepbaes, T. I'. Capbaes, C. E. Komuposa, K. B. Epxanos, M. Eckaupos, B c6.
Xwuvusa anetuneHa, «Hayka», M., 1972, ¢rp. 163.
232. H. H, Aszepbaes, T. Cadurkos, K. B. Epacarnos, Tam xe, ctp. 166.
233. J. B. Cokoaos, B. T. Cadeikos, K. . Hpaauesa, Uss. AH KasCCP, ccp. xum. 1973,
Ne 6, 52.
234. H. H. Hasapos, B. §l. Paiieopodckas, B. A. Pydenxo, Uss. AH CCCP, OXH, 1949, 68.
235. H. H. Azepbaes, M. E. Eckaupos, [ll. Camberos, E. H. Huerabues, ¢ ¢6. XuUMUs H XHUM.
TexHoJ., Anva-Ara, suwm. 12, 1971, ctp. 47.
236. H. H. Asepbaes, M. E. Eckaupos, Ill. Canberos, A. M. Kyar6exos, XamMus aueruieHa
¥ TeXHOJONUsT KapOuaa Kaaeuus, «Kaszaxcran», Anma-Ara, 1972, ctp. 139.
237. H. C. Ipocraxos, T. Xoadaposa, B. I'. MMaewaxos, C. fI. l'osop, B. II. llarumoe, Xu-
MHS TeTePOLHKI. coel., 1973, 349.
238. H. H. Asep6aes, K. b. Epacanos, 10. I'. Bocakos, Tam xe, 1971, 623.
239. H. H. Asepbaes, T. I'. Cap6aes, K. b. Epacanos, Tau xe, 1968, 121,
240. H. H. Asepbaes, T. I'. Capbaes, H. A. I'ozoav, K. B. Epmanos, Tam xe, 1968, 489.
241. H. H. Azepbaes, IO. I'. bocaxos, K. B. Epacanos, Tav xe, 1970, 1646.
242. M. H. Bapdamosa, H. JI. Kortaspesckuii, B. A. Jwoywkun, P. H. Macruxosa, Vss.
AH CCCP, cep. xum., 1971, 634.
243. H. H. Hasapos, JI. H. Hsanosa, K. obmeit xumuu, 26, 78 (1956).
244. H. H. AsepGaes, T. I'. Capbaes, K. B. Epaxcanos, XK. K. Kycaunosa, ®. T. Caduixosa,
Usn. AH KasCCP, cep. xum., 1968, Ne 3, 60.
245. H. H. Asepbaes, I1. C. H6panos, 1. E. Hcmauarosa, Xuvus reTepoiluki. coed., 1970,
631.
246. H. H. Asepbaes, I1. C. H6panos, lll. E. Hcmaurosa, Tam xe, 1970, 1652.
247. H. H. Asepbaes, K). I. Bocaxos, K. B. Epxanos, Xumusi aleTuneHd I TEXHOJIOTHS
KapOuia kaabuns, «Kasaxcran», Anma-Ara, 1972, cp. 43.
248. U. H. Asepbaes, ). ). Kycaunosa, K. B. Epwanos, A. H. Epxconos, Taw xe,
1972, crp. 62.
249. H. H. Azepbaes, T. Cadvixos, K. B. Epacanos, Tam xke, 1972, crp. 72.
250. H. H. Asepbaes, 1. C. Hopanos, JI. M. Manarayos, M. E. Eckaupos, WNss. AH Kas-
CCP, cep. xum., 1970, Ne 6, 54.
251. H. H. Asepbaes, M. E. Eckaupos, A. M. Kyarbexos, Xuvus anerujeHa H TeXHOJOFHs
KapOuaa Kaawlusi, «kKasaxcran», Anmma-Ara, 1972, etp. 77.
252. H. H. Hasapos, JI. H. Hsanosea, K. obumei xumuu, 26, 1186 (1956).
253. {/I’ H. Hasapos, b. B. ¥uxoscxuii, H. A. Moxup, I'. C. T'ycaxosa, Tam ke, 29, 2292
1959).
254. H. H. Hasapos, B. B. ¥ukoecxuii, H. A. Moxup, Tam xe, 30, 742 (1960).
255. H. H. Hasapos, A. UI. Hlapugraros, T. I'. Capbaes, Tam xe, 30, 2904 (1961).
256. A. IlI. Tapugkaros, T. I'. Capbaes, Tam xe, 32, 419 (1962).
257. A. Il. Hlapugpranos, T. I'. Capbaes, Tam xe, 32, 3172 (1962).
258. A. IIl. Hapupranos, T. I. Capbaes, B. Ceirmanos, Has. AH KasCCP, cep. xmm.,
1962, Ne 1, 120,
259. B. b. beasnun, B. B. ¥ukosckuil, H. A. Moxup, XK. obuest xuvmun, 33, 2534 (1963).



y-Tlunepnionsl B opranuyeckoM CHHTe3e 897

260.
261.

262.

263.

264.

265.

266.

267.

268.
269.
270.
271.

272.

273.
274.

286.
287.
288.
289.
290.
291.
292.
293.
294,
295.
296.
297.
298.
299.

300.
301,
302.
303.

304.

305.
306.
307,
308.
309.
310.
311.
312.
313.

314.
315.

Lwﬂggmwbmmgbbwkbbmbmmmmqmm

A. W, Hlapugpranos, T. I'. Capbaes, M. Bacoinbexos, Taw xe, 33, 3573 (1963).
B. B. ¥ukosckui, H. I1. Hlyaaes, E. Il. Bodocos, 0. &. Maauna, Xuvus reTePOLK.I
coenL., 1968, 1044,

H.H. A3€p6ae3 XK. M. Kypmnaneasues, A. H. Hypeaauesa, ®. X. Xauposa, ¥. . lyn-
kapos, T. A. Azydees, H. [J. Jleonos, T. I'. Capbaes, XuMHA aneTHIeHa M TeXHOJOIHA
Kapbuaa Kaabuud, «Kasaxcran», Aama-Ara, 1972, crp. 131.

H. H. AsepGaes, M. E. Ecxaupos, A. M. Kyaréercoe, I, Camberos, Tam xe, cTp. 136.
H. H. Asepbaes, llI. Camberos, M. E. Eckaupos, Tam xe, cTp. 175.

H. H. Hazapos, I'. A. [lIgexzetinep, Viss. AH CCCP, OXH_ 1956, 199.

H. H. Asepbaes, M. E. Ecxaupos, A. M. KyaTGehoa Wse. AH KasCCP, cep. xuu.,
1971, Ne 2, 68,

H. H Aaep6aee . C. Hépanos, /. M. Manarayos, M. E. Eckaupos, XuMus auer-
JeHa H Texmojorms xapbuna Kagaelus, «Kasaxcrans, Agama-Ara, 1972, crp. 57.
H. H. Aszepbaes, K. Kaauros, K. 5. Epacanos, Tam xe, cTp. 35.

H. C. Hpocraxos, A. B. Bapaamos, Xumus revepouux.. coex., 1970, 1637.

H. H. lliseyos, B. ®. Kyvepos, AH CCCP, 126, 1017 (1959).

D. R. Howton, J. Org. Chem., 10, 277 (1945)

H. H. Hasapos, M. 1. Mauucoscxuﬁ, B. A. Pydenxo, H. C. [Tpocrakos, B. H. Hujenro,
Kannuu, Mequumna, 1952 Ne 8, 60.

H. C. Hpocraxos, H. H. Muxeesa Yenexu xumun, 37, 1191 (1962).

H. H. lleeyos, B B, Yurosckuil, H, A. Moxup B. @. Kyuepos, Uss. AH CCCP,
OXH, 1961, 843.

. b. B. ¥uroscrui, H. II. Hiyaraes, 10. ®. Maauna, O. JI. Capaiudse, Xuwvus rcre-

ponuKa. coeld., 1968, 654.

. A. H. Beckett, A. F. Casy. Bull, Narcotics, 9, Ne 4, 37 (1957).
. A. H. Beckett, J. Walker, J. Pharm. Pharmacol,, 7, 1039 (1955).
. A. H. Beckett, A. F. Casy, N. J. Harper, Chem. Ind., 1959, 19.

. F. Casy, J. Chem. Soc., 1961, 5057.
. Ahmed, W. H. Barnes G. Kartha, Chem. Ind., 1959, 485,
artha F. R. Ahmed, W. H. Barnes, Acta Cryst 13, 525 (1960).
. Ahmed, W. H. Barnes, L. D. M. Masironi, Chem, Ind 1962, 97.
Ahmed W. H. Barnes L. D. M. Masironi, Acta Cryst., 16, 237 (1963).
. Ahmed, W. H. Barnes, Tam xe, 16, 1249 (1963).
. Casy, Tetrahedron, 22 2711 (1966)
. Casy, J. Pharm. Sci., 56 1051 (1967).
. Casy, A. P. Parulker Canad. J, Chem., 47, 3623 (1969).
. Jones, A. F. Casy, K. M. I. McErlane, Tam xKe, 51, 1782 (1973).
. Casy, J. Med. Chem 11, 188 (1968).
. Bell, P. S. Portoghese Tam xe, 16, 589 (1973).
. Portoghese, D. L. Larson, J. Pharm. Sci,, 57, 711 (1968).
. Larson, P. S. Portoghese, J. Med. Chem., 16, 195 (1973).
. Casy, Progr. Med. Chem., 7b, 269 (1970)
. Hassan, A. F. Casy, Orgamc Magnetic Resonance, 2, 197 (1970).
Hpocmfcos, H. H. Muxeesa, )X. obweit xumuy, 31, 108 (1961).
. IIpocraxos, H. H. Muxeesa, Tam xke, 33, 2931 (1963)
. Casy, K. McEriane, J. Pharmac Pharmacol 238, 68 (1971).
. Mucrprorkos, B. &. Kyttepos M. AH CCCP, OXH 1961, 627,
. ¥Yukoeckuil, B. b. Beaanun, H. A. Moxup, E. M. ypuuosuq K. ofmelt xuwuy,
1963
De(Cam;), F. R. Ahmed, Chem. Commun, /971, 1102.
. Baacosa, 10. H. Wednkep, JK. crpyrr. xumuu, 1, 640 (1970).
Portoghese J. Pharm. Sc1 55, 865 (1966).
. Jones, C. P. Beeman, A. F. Casy, K. M. J. McErlane, Canad. J. Chem,, 51, 1790

Mmtbmg@gﬁjt\mmﬁu\ﬁa'ﬁmb_m%km

O‘l

o~
—

Hpocmzcos, B. E. 3aiiyes, H. M. Muxatiaosa, H. H. Muxeesa, JXK. obuieil xuMnH,
1964

Cafsy,K) M. J. McErlane, J. Chem. Soc., Perkin Trans. 1, 1972, 334.

. Jones, A. F. Casy, K. M J. McErlane, Tetrahedron Letterb 1972, 1727,

Dwkerman H. G. Lindwall, J. Org. Chem 14, 530 (1949).

. Dickerman, A. ]. Besozzi, Tam xe, 19, 1855 (1954)

S.C. Dickerman, E. J. Mortcont Tam xe, 20, 206 (1955).

S. Morosawa, Bull. Chem. Soc. Japan, 31, 418 (1958).

C. Sandris, G. Ourisson, Bull. Soc. Chim. France, 1958, 345.

P. Pollin, C. r. Acad. Sci., C276, 1973, 695.

A . ll[apudncanoa . C. Axmedoaa J. . Tagpgrep, P. A. Tumuposa, C6. pabor

no xumun Kasaxck. yu-ra, Bem. 3 (1973), crp. 73.

H. H. Asepbacs, T. I. Cap6ae3 M. B. Bacoimbexos, XdMHsI IeTepOLHKI. coed., 1968,

833.
H. H. Azepbaes, @. T. Cadvicosa, K. B. Epxcanog, Becru. AH KasCCP, 1971, Ne 2, 44.

mmbmgm



H. C. Ilpocraxos, JI. A. TafiBopouckas

. H. H. Aseptaes, ®. T. Cadeikosa, K. B. Epwcanos, B c6. Xumusi auerunena, «Hayka»,
M., 1972, crp. 181.

. E. A. Mailey, A. R. Day, J. Org. Chem,, 22, 1061 (1957).

. C. A. Baprauan, A. O. Tocynan, B. H. Madaxan, Apmsu. xuMm. x., 25, 163 (1972).

. Iar. CIIA 3161644, (1964); Ch. A., 63, 9952 (1965).

. G. Winters, V. Aresi, G. Nathansohn, Farmaco Ed. Sci,, 25, 681 (1970).

. TMar. CIIA 3481942 (1969); P)KXum., 1970, 24H454.

. T. Kametani, F. Saton, H. Agui, K. Ueki, K. Kagasawa, M. Huragi, H. Ishimaru,

S. Horie, Chem. Pharm. Bull, /8, 1161 (1970).
. T. Yoshioka, S. Higashida, K. Murayama, Bull. Chem. Soc. Japan, 45, 636 (1972).

. Sn. mat. 1628 (1972); P)XXum., 1972, 16H143.

. K. Teyydsu, K. Kadsyo, X. Munaxapy, H. Xapyxuds, C. Csyy, J. Pharmac. Soc. Ja-
pan, 89, 1482 (1969). P)KXuwm., 1970, 15K343.

. M. H. Hasapos, JI. H. ¥xoea, B. A. Pydenxo, Uss. AH CCCP, OXH, 1953, 498.

LA I Hapugranos, T. M. Myxamerxaaues, K. B. Mypsazyrosa, B ¢6. Jokmnagsl
1V Bcecorosu. KOH(. o XHMHUH aneTHaeHa, Aama-Ara, 1, 1972, cp. 478.

. D. Perelman, S. Sicsic, Z. Welvart, Tetrahedron Letters, 1970, 103.

. 8. M. McElvain, R. H. Parker, J. Am. Chem. Soc., 78, 5312 (1956).

. ITar. CIUA 3655682 (1972); P)KXum., 1973, 3H405.

. dn. mar. 4072 (1972); P)KXnm., 1973, 6H459.

. C. A. Bapranan, III. JI. lllaebaran, K. obwmeit xumuy, 33, 3493 (1963).

. C. A. Bapransan, ll. JI. Hlac6aran, XaMus TeTePOUHKN. coel., 1966, 427.

. C. A. Bapranan, I A. Yyxadmean, Vizp. AH ApmCCP, xum. naykw, 12, 179 (1959).

. C. A. Bapransan, B ¢6. Xumus auernnena, «Hayka», M., 1972, ctp. 153.

. Oar. CIIA 3555034 (1971); P)KXuwm., 1971, 18H4371]1.

. T. MoipsaGexos, H. H. Asepbaes, T. A. Sleydees, T. I'. Cap6aes, B ¢6. XuMHT U XuM.
TexHoJsorHs, Anma-Ara, B 13, 1972, crp. 143.

. Ram Vishnu Ji, Indian J. Appl. Chem.,, 33, 370 (1970).

. P. N. Bhargava, I. D. Saxena, J. Indian Chem. Soc., 35, 814 (1958).

. P. Schenone, L. Most, G. Bignardi, Farmaco Ed. Sci., 26, 857 (1971).

. E. Van Heyningen, J. Am. Chem, Soc., 80, 150 (1958).

. 1. Belsky, Tetrahedron Letters, 1970, 4597.

. A.F. Casy, A. B. Simmonds, D. Staniforth, J. Org. Chem., 37, 3189 (1972).
LA IIL Hldpugrkarnos, T. I'. Capbaes, C. A. Ocynos, K. obwet xumun, 34, 2571 (1964).

. B. A. 3aeopesckuii, H. &. Kyueposa, H. M. Llapxosa, T. H. Hsanosa, C. M. Kawes,
XuMHS TeTepolUHKI. coell.,, 1975, 1353.

. J1. A. Axkcanosa, JI. M. lapxosa, H. ®. Ky4eposa, B. A. 3azopesckuii, Tam xke, 1970,
1581.

. C. ]. Cattanach, R. Rees, J. Chem. Soc., C, 1971,53. -

. V. Baliah, A. Ekambaram, Current Sci., 24, 301 (1955).

. Mar. CHIA 3514464 (1970); P)KXum., 1971, 8H390.

. Mar. CIIA 3635993 (1972); P)XKXuwm., 1973, 3H406.

. S. M. McElvain, P. H. Parker, J. Am. Chem. Soc., 77, 492 (1955).

. G.G. Lyle, J. I. Dziark, I. Connor, Tetrahedron, 29, 4039 (1973).

. N. Hawlitzky, R. Heller, Arch. Pharmaz., 303, 939 (1970).

. C. Mannich, P. Schumann, Ber., 69, 2306 (1936).

. V. Baliah, A. Ekambaram, T. S. Govindarajan, Current Sci., 23, 264 (1954).
. C. Mannich, P. Mohs, Ber., 63, 608 (1930).

. C. Mannich, F. Veit, Tam xe, 68, 506 (1935).

. Mpa. mar. 28502 (1969); PoKXum., 1970, 19H430.

. N. Yokoyama, F. B. Block, F. H. Clarke, J. Med. Chem., 13, 488 (1970).

. M. Takeda, E. L. May, Tam xe, 13, 1223 (1970).

. Aura. mar. 744928 (1956); P)KXuwm., 1959, 43341.

. A. C. Kyp6arosa, K0. B. Kyp6aros, A. Haramape, O. C. Orpauienro, A. C. Cadoixos,
Tpyast Camapkauickoro roCyHuBepcHTeTa, BRI, 167 1, 17 (1969).

. H. C. IIpocraxos, K. C. Ksacnesckas, JK. nupuka. xumuu, 32, 2820 (1959).

. H. C. Opocraxos, H. H. Muxeesa, Men. npom-cte CCCP, 1969, Ne 2, 11.

. H. C. HOpocraxos, H. H. Muxeesa, A. B. Heymuosa, I. H. 3umuna, JX. obme# xumuu,
30, 2294 (1960).

. H. C. lIpocraxos, JI. A. T'aiisoponckas, Tam xe, 32, 76 (1962).

. H. C. MIpocrakos, TereporeHHbll KaTaju3 B PeaKUHAX IOJydYeHHS H NpeBPaLICHHs re-
TEPOUUKJIHIECKUX COeAHHEHNI!, «3uHaThe», Pura, 1971, cp. 195.

. H. C. Ipocraxos, O. B. bakTu6aes, XuMHs reTepolHKI. coel., 1974, 788.

. H. C. Npocraxos, JI. A. lllaxnaponosa, JI. M. Kupuanosa, K. ofmel xumuu, 34, 3231
(1964). )

. H.C. )Hpocm/cos, H. H. Muxeesa, [. Ixarveynany, K. . Marsro, XuUMHS reTePOLHKIL.
coell., 1965, 531. :

. H. C. Hpocrakos, K. Houcon Marero, Hxapsap ITxarveymanu, JK. opr. xumun, I, 1128
(1965).



y-ITHnepnionsl B oprannyeckoM CHHTE3C 899

372.
373.
374.
375.
376.
3717.
378.
379.

380.

381.
382.

383.
384.
385.
386.
387.

388.
389.

390.
391.
392.
393.

394.
395.

396.
397.

398.

399.
400.

401.
402.
403.

404.
405.

406.
407.

408.
409.

410.
411.

412.
413.

414,
415.

H. C. llpocraxos, B. A. Kypuues, XUMHsA reTepoLHK. coeld., 1967, 679.

H. C. Ipocraxos, K. Qocon Marsro, B. A. Kypuues, Tam xe, 1967, 876.

H. C. [Tpocraros, K. [Jocon Mareto, E. H. Cedoix, Tam xe, 1967, 1072,

H. C. ITpocrakos, Hxapsap Mxarseymany, K. Howcon Marero, Tam xe, ¢6. 1, 1967, 218.
H. C. pocraxos, B. A. Kypuues, Tam xe, 1968, 124.

H. C. [Ipocraros, H. H. Muxeesa, C. K. banepowcu, Tam xe, 1968, 273.

H. C. IlIpocrakos, C. K. Banepdxuu, JI. I'. Podec, Tam xe, 1968, 275.

7. 9C Hpocraxos, C. 1. Fosop, H. H. Muxeesa, P. Kapaoc, I1." ®panxo, Tam xe,
969, 1018.

11"1. g Mpocraxos, Cuney Cumo Mous, B. I1. 3aoaunckud, I'. H. Yeperxosa, Tam xe,
970, 779.

H. C. Hlpocraxos, H. M. Muxaiirosa, Tam xe, 1970, 1086.

H. C. [Ipocraxos, JI. M. Kupuaaosa, JI. A. Fatisoponckas, B. I1. 360aunckuii, Jucedmc
Ilposencas, Tam xe, 1970, 1225.

H. C. lIpocraxos, JI. M. Kupuarosa, B. I1. 3eoaunckut, Tam xe, 1970, 1228.

H. C. Ilpocrakos, H. M. Muxatirosa, 10. M. Taranos, Taum xe, 1970, 1359.

H. C. Hpocrarxos, B. B. opozos, Tam xe, 1971, 373.

H. C. lipocrakos, O. 5. BaxruGues, Tam xe, 1971, 1211.

%72(3.9{7;)007'%06, Cuney Cumo Mous, B. Il. 3soaunckuii, B. B. Jopozos, Tam e,
H. C. lIpocraxos, A. B. Bapaamos, B. 1. 3goaunckuii, Tam xe, 1972, 957.

éiS.OC. IIpocraxos, A. 1. Hemaunos, B. I1. 3soaunckud, JI. A. ®ecenxo, Tam e, 1973,
Agt. ceup. CCCP Ne 287019 (1970); Bionn. uzo6p., 1970, Ne 35.

AsT. cBua. CCCP Nb 343979 (1972); Bioan. uzobp., 1972, Ne 21.

M. A. Pawenyesa, X. M. Munaues, B. B. Jopoeos, H. C. Ipocraxos, Xuvus rerepo-
HuKa. coen., 1972, 88,

M. A. Pauwenyesa, A. B. Bapaamos, H. C. IIpocraxos, X. M. Muna4es, Uss. AH CCCP,
cep. xuMm., 1973, 1901.

H. C. [Ipocraxos, Yenexu xumun, 38, 1710 (1969).

H. C. Illpocraxos, JI. M. Kupuarosa, HQxapsap Hxaaveynanu, JI. A, Hlaxnaponosa,
B. Il. 380aunckui, Xumas retepoutksi. coex., 1967, 1068. .
H. C. Hpocraxos, JI. A. aiisoponckas, I'. Aavsapado ¥pbuna, Tam xe, 1971, 1087.
H. C. lIpocrakos, Cuney Cumo Mous, A. T. Coadarenkos, B. Il. 3soaunckud, I'. H. Ye-
perkosa, Tam xe, 1971, 1398.

H. C. pocraxos, B. I'. [1reuaxos, T. C. Ceiitemberos, B. ®. 3uxapos, A. A. Casuna,
B. 1. 38oaunckui, Tav xe, 1976, 109.

H. C. Hpocrakos, A. . Hemauaos, Hoxaaas AH TapxxCCP, 15, Ne 8, 29 (1972).
HS. C. IIpocrakos, A. . Heaauaos, B. J1. 360aunckudl, Xumust retepaunka. coed., [973,
986.

H. C. Hpocraxos, JI. A. Taidsoponckan, I'. Aassapado ¥pbuna, Huyc 1. Imepysa,
Tupuo Haxanucu, Tam xe, 1972, 666.

B. @. 3axapos, B. II. 3soaunckuii, /1. A. @ecenxo, H. C. Ilpocrakos, JK. cTpyKT. XH-
Mum, 15, 774 (1974).

B. @. 3axapos, B. [. 3eoaunckui, J. A. Pecewxo, H. C. IIpocrakos, Tam xe, 186,
470 (1975).

Asrt. coun, CCCP Ne 327193 (1971); Broat. u3o6p., 1972, Ne 5.

H. C. Hpocrakos, I'. Aavsapado ¥pbuua, M. A. Pawenyesa, JI. A. Tailsoporckas,
XuMHs reTepouHKI. coen., 1973, 1379.

H. C. Ipocraxos, B. I1. lllaaumos, B. II. 3soaunckud, Tam xe, 1972, 1668.

H. C. Hpocraxos, B. II. Hlaaunocs, C. H. Manpuxec, A. A. Casuna, B. ®. 3axapos,
B. 1. 3goaunckuii, Tam xe, 1976, 215.

H. C. Hpocraxos, O. I". Kecapes, Tam xe, 1972, 1671.

H. C. Ilpocrakos, B. H. Kysneyos, B. @. 3axapos, B. II. 3soaunckuii, Tam xe, 1976,
1077.

H. C. lpocrakos, A. B. Bapaamos, B. I1. 3soruncrud, Taw xe, 1972, 1578.

H. C. Hpocrakos, B. I'. Ilaewakos, T. Xoadaposa, B. Il. 3coaunckui, Tam xe, 1972,
378.

H. C. HOpoctakos, B. I'. Ilaewaros, T. Xoadaposa, B. Il. 3goauncku, JI. H. ITaakcud,
Tam xe, 1972, 1400.

H. C. Ipocrakos, O. B. Baxrubaes, Tam xe, 1971, 1395.

H. C. Mpocrakos, O. B. baxtubaes; Tam Xxe, 1972, 1220.

H. C. Hpocraxos, JI. A. Tatisoponckas, Kamapa Matiea Capara Moxomon, B. I1. 3s0-
aunckui, A. A, Casuna, Mynsep Maxcuda, Buxrop ¥eo Onaco Kappacko, Tam xe,
1976, 506.

Yuusepcurer 1pyxKOu naponos uM. I1. JTymymOu,
Kadenpa opranudeckoil xumun, Mocksa



