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HbIE U3 paCTEHUI COCAMHEHUS YaCTO MPEJICTABIISIOT COO0l HOBBIE
KJIACChI BEIIIECTB, YTO CIIOCOOCTBYET PA3BUTUIO HOBBIX 00JIACTEH
OpraHMYecKOl XMMHUH. B TO ke BpeMsi MHOTHE PACTHTEJIbHBIC
MeTabOoJIMThI ¥ IPOYKTHI UX MPEBpAlleHA 001aJat0T MIPaKTH-
YeCKH MOJIE3HBIMH CBOMCTBAMHU, B MIEPBYIO OUepeab pa3HO0Opa3-
HOU OMOJIOTUYECKON aKTUBHOCTBIO.

B nHacrosiee BpeMsi coOpaH OrpOMHBIA MACCUB JAHHBIX 11O
pacTeHHsIM KaK MCTOYHHKAM IICHHBIX BEIIECTB, MHOTHE U3 KOTO-
PBIX MOTYT JIETKO IPOU3BOAUTHCS B TUKTYEMOM HOTPEOHOCTSIMH
KoJjmuecTBe. Pa3paboTka HamboJiee ONTHUMAJILHBIX METOIIOB
BBIJICTICHUS] IPUPOJHBIX KOMIIOHCHTOB B MHIWBHIYyaIbHOM BHUJIE
CHOCOOCTBYET CO3/IaHUIO HA X OCHOBE HOBBIX IPENapaToB Melu-
IUHCKOTO U CEJIbCKOXO3SIICTBEHHOTO HA3HAYCHUSI.

PacturenbHble MeTA0OIMTBI CAMU MOTYT OBITH JIEHCTBYIO-
IIIMH BEIIECTBAMH JICKAPCTBEHHBIX IpenapaToB. Hampumep, B
BOCTOYHOH MeMIIMHE U3JaBHA UCIOJIb30BaIaCh KaMdopa, KOTo-
pyro B cpeHue Beka B EBponie pekoMeHI0BaIN KaK HHT aJISIIHOH-
HOE CpeAcTBO BO Bpems snuiaemuil uymbl. B XIX Beke B
MEUIMHCKYFO TPAKTUKY OBLIH BBE/ICHBI TAKUE HHINBHTY A TbHBIC
NPUPOIHBIC COSAMHEHHsI, KAK XUHUH, MOPOUH, CTPOaHTHH U JIp.
B 1950-x rogax 11st Tepanuy 3JI0KaYECTBEHHBIX OITyX0JIel cTau
MPUMEHSTH NpenapaTsl Ha OCHOBE aJIKaJOMIOB BHHOJIACTHHA U
BUHKPHCTHHA.

OpxHako B ocjeHee BpeMs IOUCK OMOJIOTUYECKH AKTHBHBIX
COCITMHEHMIA CBSI3aH TJIABHBIM O0pa3oM ¢ MOTUPHUINPOBAHHEM
YK€ U3BECTHBIX PACTUTEIbHBIX MeTa00IMTOB. Taxkme XuMu4ecKue
MIpPEeBpAIlCHAs] CTaBST CBOEH ILesbio Jmbo ycmieHne 0a30BOM
AKTUBHOCTH BEIIECTBA HATHBHOU CTPYKTYDBI, JTUOO MOJydeHHE
Ha ero OCHOBE MPENapaToB C IPYTUMHU BUIAMU aKTUBHOCTH.

B teuenue pimrenbHOro BpeMenu B HoBocuOupckom UH-
cruryre opranmdyeckoir xumun CO PAH um. H.H.Bopoxmnosa
BEYTCS HCCIICOBAHUS MO U3YUYCHHIO XUMHUYECKOTO COCTaBa Jiec-
HBIX JIPEBECHBIX W JIAHTIIA(PTHBIX pacTeHnid Cubupu u Anras.
PecypcoBenueckne u CTpyKTYypHO-aHAJIUTHYECKUE HCCIICTOBAHMUS
MPOBOJSAT C TO3UIMU BBISBJICHUS PACTCHUH — MPOAYICHTOB
IeHHbIX MeTabomToB. Crofa ’Xe TPHUMBIKAIOT pa3paboTKu
HOBBIX TEXHOJIOTMYHBIX METOJIOB MEpepabOTKH PaCTHUTEILHOTO
CBHIPBSI C LEJIBIO TIOJIYYCHUSI B WHAWBHUIYaJIbHOM BHJIE BEILECTB,
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yKe TPUMEHSIONINXCS Ha TPAKTUKE JIMOO MPENICTABIISIOIINAX
MHTEpPEC AJIs1 XUMUYECKOTO AU3aiiHa HOBBIX CTPYKTYP C HOBBIMH
cBoiictBaMu. C HCIIOJIb30BAHUEM BCETO apceHalla COBPEMEHHBIX
(PUBUKO-XUMHUYECKUX METOJOB OCYILECTBIISICTCS OMpe/IeiicHue
CTPYKTYPBI BBIJICJICHHBIX COeIMHEHNH. B mociennue nBa necsitu-
JieTUst paboThl B UHCTUTYTE BEIYTCS B COOTBETCTBHUHM C POTPaM-
MOH HCCeIOBaHUi, ¢ OJHOW CTOPOHBI, HAINPABJICHHBIX Ha
noJiyyeHrue QyHIaMEHTAJIbHBIX TAaHHBIX O PEAKIIMOHHOM CIIOCO0-
HOCTH TpeX BaXKHBIX KJIACCOB PACTHTEILHBIX META0OJUTOB —
TEPIICHOUIOB, AJKAJIOUIOB U (DEHOJIBHBIX COCIWHECHUU, C APY-
roif — YeTKO OPHUEHTUPOBAHHBIX HA MOWCK OMOJIOTMYECKH aK-
TUBHBIX MPOU3BOJHBIX 3TUX KJIaccoB coeamHenuil. Koneunoit
IEJII0 TAKUX paboT sIBJIsIeTCsl pa3paboTKa HOBBIX JIEKapCTBEH-
HBIX MPENapaToB U 3KOJOTHYECKH O€30MaCHBIX CPEJICTB 3aIIUThI
pacTeHum.

B nmanHomM o0030pe mpeacTaBieHbl HamOoJjiee 3HAYUMBIC
Ppe3yabTaThl, OJYy4YeHHBIC ITPU UCCIICAOBAHUU BTOPUYHBIX MeTa-
0ouTOB pacteHuit Cudbupu.

I1. Pe3yabTaThl pecypcoBe4eCKHX H CTPYKTYPHO-
AHAJIMTHYECKUX HCCJIe/I0BAHUI

B 1960-x rr. mo mHunmatuBe ocHoBatesss mHctutyra H.H.Bo-
poxnosa B HUOX CO PAH 6suta cozmana tabopatopus jieco-
XUMUHU. Yxe B TeueHue nepBbIx 20 JIeT MOJ PYKOBOJCTBOM
B.A.TleHTeroBoii ObLT BBIIOJIHEH OTPOMHBINA 00BEM HCCIIEIOBA-
HUU XBOWHBIX pacteHuit Cubupu u JlaabHero BocToka (COCHBI,
Keqpa, MAXTHI U Jp.) — YHUKAJIBHBIX UCTOYHUKOB TEPIICHOBBIX
coeMHeHNH. BbU1 yCTaHOBJIEH XUMUYECKUN COCTAB XUBULI, CKH-
MAAPOB M IKCTPAKTOB HECKOJIBKUX BHJIOB XBOWHBIX JIEPCBHCB,
BKJIFOYAFOIIIMX MOHO-, CECKBU- M TUTEPHEHOUABI. DTH PaOOTHL,
060011IeHHbIEe B MOHOTpaduu !, [0 IpaBy BOIILTH B 30JI0TOM (HOHT
OTEYECTBEHHOT'O 1 MUPOBOT'O PECYPCOBEICHHS U CTAJIH OCHOBOM
[IeJIOTO HAIPaBJICHNUS, KOTOPOE MPOI0JKAET NHTEHCHBHO Pa3BH-
BaThCS U B HACTOSIIIIEE BpEMS.

CHOUPCKAM PACTCHUSIM — HCTOYHMKAM JH- W TPUTEpIIC-
HOUIOB — yhesieTcss ocoboe BHUMaHue. OO0 MHTEpece K 3TUM
COCTMHECHHUSIM KaK XUMHKOB, TaK U (PapMakoJOroB CBUICTEIIb-
CTBYIOT, Hampumep, nybimkamuu?~’. Kpome TepHEHOHIOB,
obbexkTamu uccienoBaHuil corpyanukos HMOX CO PAH
CTalld KOMITOHEHTHl HEKOTOPBIX JaHMMA(THBIX DPACTCHHHA —
JIETKOJIOCTYIHbIC ~aJKaJOUAbl ¥ (PEHOJbHBIE METaOOJUTHI.
PecypcoBemueckne u CTpyKTYypHO-aHATIUTHYECKUE HCCIICTOBAHMUS
(popbr CubupH BKIIIOYATH TOWCK UCTOYHUKOB MEPCHEKTHBHBIX
pAaCTUTEIBHBIX META0OJUTOB, H3yYeHIE H3MEHUYNBOCTH COCTaBa
KOMIIOHCHTOB B 3aBUCUMOCTHU OT BUOA paCTeHI/II\/’l, I/IﬂeHTI/I(bI/IKa-
M0 W YCTAHOBJICHHE TOYHOW CTPYKTYpHl WHIUBUAYaJIbHBIX
BEILIECTB, A TaKXKe pa3paboTKy ONTUMAJIbHBIX METOJIOB HX BbIIC-
nenust. B pesynbrarte atTux pabor B HUOX CO PAH 6511 cozman
OaHK JaHHBIX, KyJa BOILIM METAaOOJUTHI, TJIABHBIMU OCOOEH-
HOCTSIMH KOTOPBIX SIBJISTFOTCSL:

— JOCTYIHOCTb PACTUTEIHLHOTO UCTOYHUKA;

— TEXHOJIOTUYHOCTH METOIOB BBIJICIICHUS;

— XHUMHYECKasi CTPYKTypa, OTKPBIBAIOLIAs IIUPOKUE BO3-
MO>HOCTH JIISI CHHTETHUYECKOI MO TU(PHKAIT;

— HaJIMYKE MPOTHO3UPYEMOU OMOJIOTUIECKON AKTUBHOCTH.

Hroke paccMOTpeHbI IPUMEPHI COSTMHEHUIA, METO KK BBIJIC-
JIEHUSI KOTOpBIX M3 pacteHudt CHOUpPH TOCTATOYHO XOPOIIO
pa3paboTaHbl U KOTOPBIE MPEICTABIISFOT UHTEPEC IS IPOBE/Ie-
HUSI JAJIBHEHIINX MCCIIET0BAHUM.

1. lutreprneHoun b1

HawubGosiee DOCTYMHBIMU TPUIMKIMIECKIMA JAUTEPIEHOUIAMH,
0e3ycII0BHO, SBJIAIOTCS JeBonumaposas (1) u abuetunonas (2)
KHCJIOTBI, & TaKXe UX MPOU3BOJHOE — JAETHAPOAOHeTHHOBAS
kuciora (3). V3Biekaemble U3 XUBUIIBI COCHBI M KaHU(DOJIH, 3TH
COCMHEHHsI TIPUBJIEKAIOT BHUMAHUE B KAYeCTBE OOBEKTOB ISl

HAnpaBJICHHBIX XUMHUYCCKUX HpeBpaHlCHPIﬁ, a TakKXxe i

(bapMaKkoIOruIecKux UCCiIeI0BaHumii.®
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OuH U3 OCHOBHBIX KOMIIOHEHTOB 9KCTPAKTUBHBIX BEIIECTB
XBOM COCHBI — JIa0JaHOBBIN IuTepneHou 1 u3oabuenoli (4). J1ad-
AHOWBI, CONEpIXKAIIME COMPSIKCHHYIO JWCHOBYIO CHUCTEMY B
OOKOBOI I1eNH, MHTEPECHBI KaK UCXOJHbIE COCIUHECHUS IS CUH-
Te3a JTYIIUCTHIX BEMECTB * U (papMaKOJIOTMYeCKUX npenapatos. ?
DU3MOJIOrMYECKYI0 AKTUBHOCTb MPOSIBJISET U JIpPyrod Jada-
Houn — JambepTuanosas kuciota (5),!'12 nerko BuIgensemas
U3 )KUBUIBI M XBOHU KeApa. VI3 KUBHIL JTUCTBEHHUI] CHOUPCKOHN U
I'™menHa MOTYT OBITH OJTYYEHBI JIA0JAHOUBI SITUTOPYJI0301 (6)
u jJapukco (7) .
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Cpenyt MOHOUIMKJIMYECKUX AUTEPHEHOUIOB, BBIICICHHBIX H3
KUBUIIBI KeApa CUOMPCKOIO, 3acily)kKMBAaeT BHUMAHHS MaKpo-
OUKJIMYECKH neMOpaHonn u3ouneM6poin (8) — CTpyKTypHBII
aHaJor MeTabOoJIMTOB MOPCKHX OPraHU3MOB, 00JIaJArOIINX
BBICOKOM IPOTUBOOIYX0JIEBOM AKTUBHOCTLIO. |3

2. TputepneHOnabI

B psifly TPUTEPIEHOBBIX COEAUHEHUH 110 JOCTYIHOCTH U MOTEH-
UaNy Ul MEIUIUHCKOTO MPUMEHEHHs aOCOIIOTHBIME JIU[e-
pamu ABJIAIOTCS GeTyuH (9), BbIIEIEHHDIA U3 KOPBI Oepe3pr,™ 14
U TJIMKO3H/I OJIEAHAHOBOTO THIA — TJIMIUPPU3MHOBAS KUCIOTA
(10), meTaGout cooa0K.°
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OcobeHHOCThIO (pu3mosiorun muxT (poa Abies) siBisieTCst
MPOYIMPOBAHUAE UMHU TPUTEPIEHOUIOB C MOIUPHUIIUPOBAHHBIM
JIAHOCTAHOBBIM YIJIEPOAHBIM CKEJIETOM, YTO OTJIMYAET 3TH pac-
TEHHS OT COCEH, eJied M JIMCTBEHHHMI], IIPEICTABIISIIOIINX TO XK€
camMoe boTaHmvyeckoe ceMeicTBO. OMH U3 TaKUX TPUTEPIICHOU-
noB — abwmecnakToH (11), — comepxammiics B KOpe MHOTHX
BUJIOB MHXT, JIETKO BBIICISIETCSI U3 IKCTPAKTOB PACTUTEIHLHOTO
ChIpbsi KpucTasumsarmei.!> 16 Ocobblil MHTEpEC MpencTaBiseT
TakXKe TOJIYYeHHOE M3 HEero npousBoaHoe 12, mposBisioliee
IPOTUBOOIIYXOJIEBOE JieicTBHE. !

1) NaOH
- >
2) CH2N», Et,O

O6unapyxeno,'8-3! uro cubupckas muxta Abies sibirica
Ledeb. mpoayuupyet psia TputepnenonaoB 13—22, oTimvaro-
IIUXCS CTPYKTYPHBIM Pa3HOOOpa3ueM. DTU COCIUHCHUs CIIO-
COOHBI BO3JICHCTBOBATH HAa HMMMYHHBIH CTaTyC CEJIbCKO-
XO3SUCTBCHHBIX PACTCHHH, MOBBIIIAS UX YCTOWYHBOCTH K TpHO-
KOBBIM 3200JIEBAaHUSIM.

15: R! = CO,H, R? = Me; z
16: R! = Me, R?2 = CO,H. ~

R! R?

17: R! = CO,H, R? = Meg;
18: R! = Me, R?2 = CO,H.

3. PacTure/ibHBIE 2JIKAJTOHIBI

Kiaccuueckne paGotel mkosbl  akagemuka C.FO.FOnycosa
(V30ekucTan) Mo ajKajgouIaM SIBUIMCH 00pa3loM ILUIOJIOTBOP-
HOT'O COYETaHMs PECypCOBEIYECKHX, TAKCOHOMHYECKHX, CTPYK-
TYpHO-aHAJINTHYECKUX M  TEXHOJIOTMYECKUX HCCIICTOBAHHH,
00yCJIOBUBIINX MPOTPecc MEIUIMHCKON XUMUHM U XUMHKO-ap-
MaleBTHYEeCKO! MpomsbiuieHHOCTH. HecmoTps Ha TO 4TO 3TH
paboThl BBINOJHEHBI MPEMMYILECTBEHHO HAa PAaCTUTEILHOM
matepuasne Cpenneit Asum (cMm., Hampumep, 0030p32), oHm
CBITPAJI Ba)XKHYIO POJIb MPU U3Y4YEHMH aJKaJIOHICOIepKaleit
(mopsr Poccun.

ITepBble pe3yIbTAThl U3YUEHUS] XUMUHU, TEXHOJIOTHU BbIJEIIE-
HUS ¥ (apMaKoJIOTHUH aJIKaJIon0B pacTtennit Cubupn n Anras,
nposeaeHubix B HUOX CO PAH, y6eauTesibHO TPOAEMOHCTPH-
poBaJIM, YTO B OCHOBY YCHEHIHOTO PAa3BUTHS 3TOTO HAYYHOTO
HaNpAaBJIEHUS] MOTYT OBITH TOJIOXKEHBI METOJbl U TOIXOJBI
y30ekcko# mkouil. 3anaanas Cubups u [opHelit Antait 6oraThl
pPACTEHHUSIMH — MCTOYHUKAMH aJKaJIONI0B, — MHOTHE U3 KOTO-
PBIX IPOM3PACTAIOT U B TOPHBIX paiionax CpenHeit Aznu.

K HacTosieMy BpeMeHH B pe3ysbTaTe KCHETUIUOHHBIX U
TEXHOJIOTMYECKHX PabOT CTajl JOCTYNHBIMH JUISI IIUPOKUX
HCCIICIOBAHMI TaKWe aJIKaJOWIbl, KaK JIAMMakOHUTUH (23),
METWUINKaKOHUTYH (24), anaTH (25), 30HropuH (26) n 6epbeprH
(27).33-35 Hanmpumep, B onbiTHOM nexe HMOX CO PAH ocBoeno
IPOU3BOJACTBO JIAMIAKOHUTHHA (23) B 00beMe HECKOJIbKUX
JIECITKOB KAJIOTPAMMOB B TOJI.
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R = H(24), R-R = CH, (25)

27 OMe

JlanmakonuTnH (23), MOJy4aeMblii M3 aKOHHUTA CEBEPHOTO
(Aconitum septentrionale Koelle), — neicTByrolllee BELIECTBO
AHTUAPUTMHUYECKOTO TpenapaTa aJulalMHuH.>® U3 )KuBOKOCTH
pasIMYHBIX pomoB — Delphinium retropilosum Sambuk* u Del-
phinium elatum L (cm.??) — BoigensoT ankajouasl 24 um 25
COOTBETCTBEHHO. OTH COCIMHEHHS SBJISIOTCS ArOHHUCTAMH
HelpOHaNbHBIX AlETHIXOJUHOBBIX penentopos (N-AChRs),?’
MIEPBOE MOKA3BIBAET TAKKE MHCEKTUIMIHYIO aKTUBHOCT.>® TIpo-
TUBOAPUTMHYECKAs] aKTUBHOCTh 30HropuHa (26), mpoayrupye-
MOTO AaKOHHTOM OopomateiM (Aconitum barbatum Pers.),?>
obGHapyXkeHa y30eKCKMMH HcclienoBaTensamu eme B 1970-x rr.,>?
a BBIJCJICHHBIN U3 OapOapuca cubupckoro (Berberis sibirica Pall.)
OepOepuH (27) U3BECTCH KaK JKEJTYETOHHOE CPEJICTBO M aHTH-
MaJIpuiHbIi arenT.*

4. ®enobHbIE COeTHHEHUS

Pactutensabie MeTab0IUTHI (DEHOTBLHOTO PSAA SIBIISIFOTCS OHUM
U3 BaXHEWIINX KJIACCOB MIPHUPOJHBIX OMOPEryJISTOPOB, CHOCOO-
HBIX OJIATOTBOPHO BO3MEHCTBOBATH HA KU3HEHHBIE (YHKINH
opranuzma.*! =43 Muorue Takue COeIMHEHNUS IPENATCTBYIOT PO-
meccaM 00Opa3oBaHMS 3JIOKAYECTBEHHBIX OMYyXOJed, 00amaroT
IIPOTUBOBUPYCHBIM (B TOM uuciie anTu-B1Y) u npotuBotybep-
KyJIe3HbIM nieiicTBreM. PeHoIbHBIE MeTa00IUTHI itopsl CuOupH
OTJIMYAIOTCS MIUPOKUM Pa3HOOOPA3UEM CTPYKTYPHBIX THIIOB U
OOJIBIIINM CBHIPBEBBIM MOTEHNHATIOM. COTJIACHO TAHHBIM HCCIIe-
noateneit Upkyrckoro uacturyra xumun CO PAH,** Tonbko u3
OTXOJIOB TIepepabOTKH JIMCTBEHHUIBI MOKHO MOJIy4aThb B MPO-
MBIIUIEHHBIX MacITabax (heHOJIbHbBIE METAOO0IUTHI, HCIOJIB3YIO-
Iuecss Kak OCHOBA [UJIsi OWOJIOTHMYECKH AaKTHUBHBIX J0OaBOK.
B pesysnbrate pabor, BemosiHeHHbIXx B HMOX CO PAH B
TIOCJIETHAE TO/IBI, CTAJIN JOCTYIHBIMI 00beKTaMI MHOTHE MeTa-
GouTel (eHONMBHOrO psaa.*>4° B mepByro o4epenb CIELyeT
Ha3BaTh (+)- u (—)-yCHUHOBBIC KHCIOTHI (28), BBICIISIEMbIC U3
JIMIIARHUKOB.

O OH
R
Ac ! l Me
HO O OH
Ac

28
R = B-Me ((+)-28), o-Me ((—)-28).

K coemnnennsiMu (peHOJIBLHOTO Psia OTHOCSTCS TaKXe BHYT-
penHue 3Gups! GeHOI0B — JIMHEWHBIE H AHT'YJISIPHBIE KyMapUHbI.

HekoTopbIME  pAaCTEHUSIMHA  CEMEHCTBA 30HTHYHBIX IPOJIYIIH-
pytorca (+ )-nrepukcun (29) 4 u neyuemanun (30),4° a Mupuka-
pueit maypckoit — aytarosas kuciiota (31). ITocnenusis siisieTcst
MOIIHBIM HHTMOMTOPOM HPOTEMHKUHAZEL.

W3 KOpHS COJIOKM BBIACISIIOT JIMKOopuuanH (32), o6aaaro-
Ui NPOTUBOSA3BEHHON M POTHBOOIIYXOJIEBON aKTUBHOCTBIO,*S
a M3 KOpBI KeJipa JIETKO U3BJIeKaroTcs pe3Bepatpost (33), nmuHo-
ctuibOeH (34) W WX TIMKO3UIHBIE MPOU3BOJHBIE — pe3Bepa-
Tponosun (35a) u nuHocTuab6eno3u (35b).4° TepaneBTuyeckoe
neiictBue cTuibOeHoB 33-35 moapoOHO paccMOTpeHo B
0630pe 0.

HO (@)

HO 33-35

R' = R2 = H (33), Me (34); R? = Glc: R! = H (35a), Me (35b).

Bce ykazaHHbIe (peHObHBIE METAOOIUTHI PACCMATPUBAFOTCS
B Ka4eCTBE MEPCIEKTHUBHBIX OOBEKTOB ISl daJIbHEUIeHl MOo/Iu-
(pukanum.

II1. Xumu4eckue npeBpaineHns TepIeHon 0B
H AJIKAJI0N/10B

1. Peaknuu 1ueHoBoOro (peTpo-a1eHoBOro) CHHTe3a

Bnarogapst cBoedl JOCTYNMHOCTH JeBomumapoBasi kuciorta (1)
crajia OJIHUM U3 OOBEKTOB CHHTETHUYECKHUX UCClieqoBaHuid. Jlan-
HBIA JUTEPIICHOU UMEET CUCTEMY JBYX CONPSIKEHHBIX JIBOMHBIX
CBSI3€ii U JIETKO BCTYIACT B PEAKINH C AKTUBUPOBAHHBIMU 0JIe(hu-
nramu.>! (OTMETHUM, 9TO JJIs IPOU3BOCTBA A IyKTOB TUEHOBOTO
CHUHTE3a MOYHO HCIOJIb30BATh KUBHILY COCHBI, COICPKAIILYIO 1O
20% neBomMMAapoBOW KHUCIOTHI). Peakms coenunenus 1 ¢ ou-
eHo(pUSIaMH XMHOHOBOTO THUIMA MPOXOIUT JIETKO M C BBICOKUMH
BBIXOJIAMH NIPUBOIUAT K aAAyKTAM YHHUKAJILHOTO CTPOEHHs. 23
Ha npumepe JieBomuMapoBOil KHCIOTHI OBLIIO U3YyUYCHO BIIUSHHE
CTpOEHHUSI AUEHO(QUIOB Ha CEJIEKTUBHOCTH [4 + 2]-IUKJIONpH-
coeJlMHEHUs. YCTAHOBJIEHO, YTO 2,6-Iu3aMelleHHble OeH30-
XUHOHBI 36a,b, 1,2-HaTOXMHOH, a TaK)Xe WHIOJOXUHOHBI 37a,b
MpUCOCTUHSIOTCS K aueHy 1 permocnenuduyuno. Pernonampas-
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Cxema 1 OcoOblif WHTEpeC TPEIACTABISACT CIHOCOOHOCTH 00pasyro-
LIUXCS aIAyKTOB — OHIUKIOOKTAAMCHOB — MPETEpPIIeBATH
pEeTPO-IMEHOBOE pacIielUIeHre. DTa peakIys OTKPBIBACT Iep-
CIIEKTUBBI ISl CHMHTE3a MPOU3BOAHBIX, Hampumep I,4-HadTto-

xuHOHAa (41) wm mmpporna (42), copepXKammx KOHIEBYIO
53

BUHIUIbHYIO TPYIILY.

38a.b
R! = Br, R? = Me (a, 89%);
R!' = NHAc, R? = H (b, 91%).

382 —»

N

MeO-C

(92%) 41 (45%)
a— 1) CHaNy; 2) ALOs, HO—; b — DMF, 150°C.

HO,C 1
RN
CO,Et a
40b —>
o
O  (37ab)

R = H (a, 51%), Me (b, 64%).

JICHHOCTh IUKJIOTIPUCOEINHCHUSI HECUMMETPHYHBIX OCH30XHHO-
HOB 36a,b MoXxeT ObITh OOBSICHCHA HAJMYMEM B HX MOJICKYJIC —
3JIEKTPOHOOOHOPHBIX 3amecTtuTesielr (NHAc, Br), koTopsie cro-
COOCTBYIOT OOpa30BaHHUIO BOJOPOIHON CBSI3M MEXAy KapO-
OKCHJIbHOHM Tpymmoil W KapOOHWJIBHBIM 4aTOMOM KHCIOpOJa
XMHOHA B moJioxenuu 1. Kpome Toro, crabunmzanuio yka3aH-
HOTO TMEPEXOJHOTO COCTOSIHHSI BBI3BIBACT WM IKPAHUPYFOLIMIA
3¢ GeKT U30MPONUILHON Tpymibl. [Ipou3BOAHBIC JIEBOTUMAPO-
Bo# kucIOTH 38—40 MOTYT TIpeACTaBISITh MHTEPEC B KAYECTBE

(7,

“100,Me
42 (80%)

a— 1) H>05, HO—, 50°C; 2) CHaNa: b — 260°C.

MCXOJIHBIX COCAMHEHUN [IJTs1 CHHTE3a (PapMaKOIOTHUECKU IIEHHBIX BbICOKOAKTUBHBIM TUCHODHIOM OKa3aaach XHHOMMUMAPOBasi
npenapatoB (cxema 1). kuciota (43), Jerko pearupyromas ¢ 0yraaueHamMu (CHIIUIOKCH-
Cxema 2

N
KzCO}, MeOH

— —_—
50°C .
0 R CO,Me
N_\& l DMF, 130°C
/
Me*o OMe
40-50°C O OH
R
0
co.H 43
L >

46 (50— 53%)
R = Me, Et.
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M CepoCOoAepX)allMMHU) U UX azaaHajoramu.>* Hanpumep, npu
B3aMMOJCHCTBUM KUCIOTHI 43 ¢ 5-aJIKOKCHOKCA30JI1aMHU (peareH-
Tamu KoHIpaTheBON) MOTYYArOTCS IBA COCAMHEHUS — AIYKT
Hunbca—Anbaepa 44 u npoaykT 1,3-IUMOJSPHOTO IUKJIOTPH-
coenuuenus 45.35 B mocien#eM ciryuae TUMOIb 06pas3yercs, mo-
BAOMMOMY, TIpU TEPMHUUYECKOM pacmaae S-aJKOKCHOKca3oJa.
Pe3ynbTaT peakuuu XUHOMUMAPOBOI KUCIOTHI (43) ¢ aJIKOKCH-
OKCa30JIaMHU 3aBUCHT OT MPHUPOIBI pacTBOpHUTENs. B ykcycHou
KHCJIOTE OCHOBHBIMH MPOJYKTaMH SIBJISIFOTCS cocauHeHus 44
(BeIXOIBI 58 —67%). [1pn nmpoBenennu peaxmuu B cMec AcOH —
MeCN Hapsiay ¢ agayktom 44 (Bbixoabl 40—-42%) obpasyroTcst
MpoW3BOAHBIE N30MHAOMA 45 (BRIXOab! 25—-35%). Janbreiime
MpeBpallleHust coeuHeHUs 44 TPUBOISAT K TepICHUIa3aaHTpa-
XHHOHaM 46 (cxema 2).

N3zy4eHo °® noBezieHre B peakiMi JUEHOBOTO CHHTE3a aJjKa-
sousa MopduHaHoBoTO THNAa — TebauHa (47). CUHTEe3upOBaHA
HOBas IpyNna IPOU3BOJIHBIX TebamHa — coeduHeHUs 48—54,
COZIEpKAIlle TOMOJHUTEIbHbIE Kap0o- M TeTEePOUUKIMYSCKUE
¢dparmentsl.’’ 3 B kavyecTBe AMEHO(DUIOB OBUIM UCTIOIB30BAHBI
MMUJIbI U aHTUIPU MaJIEHHOBOHN KHUCIIOTHL, 2,3-AUTHAPOTHO(EH-
3-on-1,1-quoKcua, 3aMeleHHbIE OCH30XWHOHBI (MJIM COOTBET-
CTBYIOIIME TUAPOXWHOHBI B mpucyrcrBun Ag,O) W HHAOJIO-
xuHOHBbI 37a,b. Peakuus nuknonpucoeaunenus tedaunna (47) x
[UKJIMYECKAM JUeHO(HUIaM MPUBOIUT K 0OPa30BaHUIO AHHEIH-
POBaHHBIX IPOU3BOIHBIX 60, 1 40-3TEHON30MOPPUHAHOB, TPHUUEM
B Clly4ae HECHMMETPHUYHBIX TUCHO(DWIOB MPOIECC MPOUCXOTUT

PETUOCEIICKTUBHO.

o

48,49 (72-96%)

X = O (48), NR (49)
O (R = Ar, Alk u 1p.)

O 50m2%)

R = NHAc, SCH>X (X = CH,OH, CO,H, CO>Me, CH(NH,)CH,OH).

53a,b 54b

R = H (a), Me (b).

B3aumopeiicsue tebanHa (47) ¢ 3aMEILIEHHBIMU OEH30XUHO-
HamMu (BOomHbBIA quokcaH, 20°C) MM ¢ CUCTEMOW TUAPOXUHOH —
okcun cepedbpa (MeOH, 20°C) mpuBomuT k aanykraM 51 u
AHHEJIMPOBAHHBIM THAPOXHHOHAM 52 (BbIXOABI 75—90%). CoOT-
HOILICHUE MPOJYKTOB BapbupyeT B uHTepBase oT 1:8 mo 1:10.
Coenunenns 51 J1erko M30MepHU3yIOTCSl B TUAPOXUHOHOBBIE MIPO-
U3BOJHBIE 52 1O JENUCTBUEM IIEJIOYHOIO OKCHJIA AJIFOMHUHUS B
CH-Cl; (Beixoabt 92—-98%).

Wnponoxunon 37a npucoenuusiercs k redauny (47) B BOJIHOM
JIMOKCAHE C OJHOBPEMEHHOW apoMaTH3aldell 10 TUTUIAPOIPO-
u3BOJIHOTO 53a (BbIXOJ 62%). PermoHanpaBieHHOCTb PeaKIiH,
BEPOSITHO, CBSI3aHA CO CTAOMIIM3aNUell MEPEXOTHOIO COCTOSHHUSI
3a cueT B3aumozencTBusi NH-rpynmnsl nupposibHOTO (hparmMenta
C METOKCUTPYIIIOH B moJioxxeHnu 6. [1pu peaknun N-MeTHIUH]IO-
soxuHoHa 37b ¢ nuenom 47 npoayktel S3b u 54b oOpa3yrorcs B
cooTHomeHnx 3 : 2 (oOmmmit BEIX0 BBIXOT 75%).

Annykt TebamHa 50 CKJIOHEH K CKEJICTHBIM HeperpyIu-
poBkaM ¢ 3nuMuHupoBanueM SO.%7-00:61.64 Mexauusm 310i
peakiuu npuseed B pabote >, [Ipu peTpo-IueHOBOM PACILIEILIE-

HuU coeuHeHus 50 oOpasyercs npou3BoaHoOe (ypoOeH3a301MHA
55.58.61,64

MeO

Na>CO3;, MeOH

50 —— QH
50°C 2z

NMe

(58%)

MeO
G 55 (88%)
Huxe mpencTaBieHbl HEKOTOPBIE TpeBpaienns ° %3 amnyk-

TOB 48, 49, 103BOJIUBIINE MTOJYYUTDh U3 MPUPOIHBIX AJIKAJIOUIOB
OPUIABUHBI — IIEPCIIEKTUBHBIE ICUXOTPOIHBIE ATeHTHL.0! 63

HO Pr
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1) LiAlH,, THF
2) BBrs, CHCls, —20°C

NMe

N
R (69%)

R = XC¢Hs (X = H, 4-Br,

4-F, 2-F), PhCH, u 1p.

49 —

1) NaBH,, THF
2) HCI, EtOH

2) BBr3;, CHCl;, —20°C

(54-65%)

B peaknmro ¢ HEKOTOPBLIMU THEHODUIAMA BBOIIIA U MOD-
¢unannuen 56. Ha npumepax peaknuit Juiabca—Anbaepa au-
eHOB 47 u 56 ObLIM U3YyYeHBI (PaKTOPHI, BIUSIONINE HA PETHO- U
CTEPEOCeIEKTUBHOCTh 3TUX mporeccoB. Oxa3zajaock, 4TO HpH
BBE/ICHAN B peakiuio Mop(hHHAHAWEHA 56, He coMepiKallero
auruapodypaHoBoro (GparMeHTa, HU3MEHSETCS CTepHyecKas
HANPaBJICHHOCTh IUKJIONPUCOEINHEeHNsI. B pesynbrate obOpa-
3YIOTCS IPOYKTHI, UMeroIue cTpoenue 63,14p-a3renomopduna-
HOB.59 64

MeO l
HO

MeO

NMe

R (49-75%)
a— Boau. muokcaH; b — Al,O3;, CH,Cl,, 20°C.
R = NHAc, SCH,X (X = CH,0OH, CO,H, CO>Me, CH(NH,)CH>OH).

2. Ucnoab3oBanue JUTEPICHONI0B B CHHTE3¢
aJIKaJIOHZ[OHOIIOﬁHbIX COEHﬂHeHﬂﬁ

J1s cuHTe3a aJIKaJOWIONOMOOHBIX COCTUHEHUI IPUTOIHBI
CTPYKTYPBI, KOTOPBIE JIETKO MPEBPAIIAIOTCS B @30TCOAEPKAIIHIE
reTepoOLMKIIbL. B 3TOM KkavecTBe MOXKHO UCIOJIb30BATh HEKOTO-
pBIe AUTEPIICHON/IBI, HATIPIMED METIIIOBBIN 3¢up tambepTnano-
BOH KHCJIOTHI (57) U aHAJIOTUYHBIE TPOU3BOIAHBIE.

Tax, peakmnwmeii IMuxte—lnenriepa u3 metwmi-16-popmu-
naMmbepruanata (58) ObLIM MOJIydYEHBI TEPHEHOKAPOOJIMHBI
59a,b.%°

0
" CHO

1) TsOH, RNH», PhH
—_— >
2) BzCl, Py

59a 59b
RNH; — tpuntamun, X = H; RNH, — L-tpuntodan, X = CO,H.

I[ToabopoM CeJIEKTUBHBIX OKUCIMTENEH, 3aTparuBarOIIUX
pa3iuyHble GparMeHThl JJAMOEPTHAHOBOM KUCIOTHI (5), yaanoch
MOJIYYUTh PsIi KUCIOPOJCONEPKAIIUX MTPOU3BOAHBIX, KOTOPBIE
CTaJll O0BEKTAMH JTAJBHEHINNX CTPYKTYPHBIX TpaHchopManuii.
Hamnpumep, okuciieHHeM METUIIOBOTO 3dupa JIaMOepTHAHOBON
KUCJIOTHI (57) U nocieyronuM aMIHOMETUIMPOBAHUEM C y4ac-
THEM (ypaHOBOTO KOJIbIIA CHHTE3UPOBAHBI N-TeTepOLUKIIbI 60,
61 (cxema 3). 6667

CunTte3 nuppomiuiadbaanonioB 62 u 63 u3 coeauHeHus 5
onucan B cTarhsax %%, Ha mepBoil craguu 1amMOepTUAHOBYIO
KHUCJIOTY (5) nefcTBUEM TUMETHIICYJIb(aTa B 3TAHOJIE IEPEBOASAT
B METHJIOBBIA 2¢pup 57, KOTOPHIA ajiee OKUCIISIFOT C MOMOIIBIO
pa3u4HbIX peareHToB. OTMETHM, YTO COeIMHEHHNE 62 BBIICICHO
B BHUJIe cMecH anuMepoB 1o atomy C(8) (cooTHommenue 1: 1).

OMe
o OMe
MeO P (0] RN \
5 a » MeO c N
Me Me
) )

S COMe

(85%) (90% 62 (75-78%

a— PhSO,NHCI, MeOH, 0-5°C; b — H»/Ni-Ra, MeOH, 20°C;

¢— RNH,, AcOH, H,0, 90°C, 15 mun.
R = Me, Et, cyclo-Pr, Bn.

0 0
0 RN
0PNF 0PN\F
57 95 by

S COMe S COMe
(70%) 63 (48—68%)
a— CrOs, HyS04, Me2CO, 0—-20°C; b— RNH,, AcOH, 100°C, 5—8 u.
R = Bn, (CHa),Ph, (CH,),CsH4OH-4, CH(CO,H)ELt, (CH,):CO,H.

Paspa6orans 7% 7! cxeMbl TOTy4YeHUS U3 JTaMOEpTHAHOBOM
KHCJIOTBI JIa0JaHOBBIX MPOU3BOJHBIX 64 u 65, comepxanux
TPHIMKJIMIECKHI a30TCOIEPKANIUIA PPArMEHT.
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o)

%,
4,
%,
g

CO;Me
57

(33%)

Cxema 3

60 (71%)

X
S
S
N

CO>Me
61 ((78%)

a— KMnO4—MgSO4, PhH, H>O, BuyNBr, 50°C; b — 1) MeNH,, MeOH; 2) NaBH,4; ¢ — (CH»0),, CF3CO-H, PhH, 80°C;

d— PCC, CH,Cly, 20°C; PCC — nupuIgHXJIOPXPOMAT.

P
VY N\R2
a b
57 — e
S NCoMe  (55-67%)
0 A
/ X 0
Y 1|\J\R2
Rl
c
— —
Br—
RI' R2

COxMe (44-65%) CO;Me 64 (80%)

a— (MexN)>CH; nimu N-6uc(munepuauso)meras, AcCl, CH»Cl, 0-20°C;
b — AlIBr, PhH, KOH, K»>CO3, Me;BnNCl, 80°C; ¢ — PhH, 80°C.
R! = R? = Me; R'-R? = (CH»)s.

Eci npu ankuimpoBaHUM aMHHOTIPON3BOIHOTO (CTaaus b) B
Ka4yecTBE PACTBOPHUTEJSI HCMOJIb30BATh ALETOHUTPUI, TO COJIb HE
BBIJIEJISIETCS, a Cpa3y oOpa3yroTcs MpOIyKTHI 64 (BeIXOABI 54—
58%). Bce cramum cuHTe3a COeOUHEHHS! 65 MPOXOASAT C XOPO-
muMH Beixogamu (68 —84%), mpuueM mnocneaHsiss — TeTepo-
IUKJIA3ANUS — OCYIIECTBIISIETCS CAMOIPON3BOJIBHO.

Me
o [6)
BnHN O Bn—N O
\ \ NBn
P Me¢ b Me
57 — — —> Me
Me Me Me

65 (38%)
a— 1) TsOH, PhH, 80°C; 2) Mg(ClO4)2, Ac20, 20°C; 3) BnNH,, NaBH,,
(Pr'0)4Ti, 0—20°C; b — Et3N, CHCls.

3. Peakimuu ¢ NPpUMEHCHHEM METAJIVIOKOMIVICKCHOI'O
KaTaJjau3a

B HOX CO PAH peanu3yercst mporpamMma 1o CHHTETHIECKAM
TpanchopManusaM HEKOTOPBIX JOCTYIHBIX alKaJIOHI0B.’>~ 79
OpHO M3 HANPABJICHUI 3TOIl MPOrpaMMBI CBSI3aHO C IIpPHMeEHe-
HUEM METAJUIOKOMILIEKCHOTO KaTaIn3a.

Hanpumep, ycnemno mpoBeieHa MOAU(UKAIMS apoMaTH-
YeCKOro ()parMeHTa JanmakoHUTUHA (23) ¢ TOMOIIBIO PeaKIMii
kpoce-codeTanns.3%81 PazpaboTanbl Takke METOIbI GPOMHPO-
BaHUS ¥ HOAUPOBAHHMS JIANMAKOHUTHHA, TO3BOJIUBIIINE TIOJTYIUTh
COOTBETCTBYIOIME S5'-rajoreHnpousBoauele 66a,b. Komnmenca-
uel yKa3aHHBIX TAJIOTEHUIOB C ITIVIAKPUIATOM WM S-BUHHII-
2-METWIMMPUANHOM B YCIIOBHUSIX PEaKIMU XeKa BIEPBBIC MOJIY-
YeHbI MPOU3BO/IHbIE JIANNAKOHUTUHA 67, 68, KOTOpBIE comepKaT
AJIKCHOBBIE 3aMECTUTEIIH, CONPSHKEHHBIE C OEH30JIbHBIM KOJIBIIOM.

R
I
O Pd(dba)s, P(o-Tol)s
0 Et;N, DMF
Hal NHAc
—_—
R

\ NHAc

67, 68 (65—-86%)
7 N\

Hal = Br (66a), I (66b); R = EtO,C (67), Me
dba — nubeH3UINACHALIETOH.

(68);
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ITpu xonaeHcanuu 5'-moutanmakoHuTHHA 66b ¢ TEepMUHAJIb-
HBIMHU alleTUJICHAMU — TPOII-2-UH-1-0J10M, 2-MeTUI0YT-3-1H-2-
0JI0M, (DCHUJIANICTHIICHOM U S-3THHUJINMHPUMUIUHOM — B yCIIO-
BUsX peaknuu COHOTamupsl 00pa3yroTcs NPON3BOIHbBIE JaMIa-
KOHUTHHA 69 —72 ¢ aJIKHHUIHHBIM (PArMEHTOM.

HC=CR
—_—

Pd(PP113)2C12
Cul, EtsN, PhH

R———

NHAc

69-72

N=
R = CH,OH (69), CMe,;OH (70), Ph (71), § (72).

["anoreHnpon3BoOIHbIE 9HO0-3TEHOTETparuapoTedanHa
(73a,b—75a,b) m murunporebamHTHOpOXMHOHA (76a,b) Taxxke
pearupyroT ¢ pa3IMYHbBIMU OJicrHAMM TPU KaTaJIU3¢ majiaame-
BBIMH KoMmiIutekcamMu.$2 83 C ucrnosip30BaHMEM 3TOH METOI0JIO-
run  cuHtesupoBaH psag C(1)-3aMeleHHBIX  MPOU3BOJIHBIX
TebanHa. B ycrmoBmsax peaknum Xeka ¢ 3THIAKPUIATOM CYKIIMH-
UMUI0AHHEJIMPOBaHHbIe l-noarerparuaporedbamusl 73b mpo-
SIBJISIFOT OO0Jiee BBICOKYIO aKTHBHOCTH, YeM HHPPOJIHIAHOBEIC
MPOU3BOAHBIE 74b, — MpONECCHl ¢ MX YYacTHEeM MPOTEKAIOT B
0oJiee MSTKHX YCIOBHUSX U C OOJIBIIIIMHE BBIXOIaMHU.

X COzEt

73a,b—75a,b (16—52%)
a— Br, (mm ICl), HCO,H; b — CH>=CHCO-Et, Pd(OAc),, P(0-Tol)s,
Et;N, DMF. /H
X=Y=0(73);X=Y =H;(74),X = ////‘OH’Y = 0 (75);

Hal = Br (a), I (b); R = H, Me, Ph, 4-BrCeHs.

UccnenoBano BimsiHEE CTPYKTYpHI oJiepuHa (aKpHIIaToB,
S5-BUHUJI-2-MeTUJINAPHUANHA, CTUPOJIA, AJKUJIBHHUJIOBBIX 3(u-
pOB) Ha BBIXOA 1-3TEHMJI3aMEIIEHHBIX AUTHAPOTEOANHIHIPO-
xuHOHOB. Okazasioch, 4To peakuus 7,8-(1-aneTokcu-4-ruap-
okcuben30)-1-noa-6,14-su0o-3TeHomuruaporebansa (76b) ¢ Bu-
HUJI3TUIIOBBIM 3(HPOM NPUBOANT K MPOAYKTY apUIMPOBAHHS IO
0-IIOJIOKEHUIO STHIIBUHUIIOBOTO 3¢hupa, HO Ipy 00padoTke peax-
IMOHHOM CMECH B pe3yJibTaTe TUAPOJIM3a oopasyercs 1-aneTui-
7,8-(1-aneTokcu-4-ruipokcu6eH30)-6,14-3100-3T€HOTUTUIPO-
Tebaun (77b). 1-[(E)-ITupuauHWI TEHUI | IMr 1APOTEOAMHT UIPO-
XUHOH 78b OBLI HCHOJIB30BAaH B CHHTE3e TMOPHIHBIX CTPYKTYD
79b, BKIFOUAOIIMX (PparMEHTHI AJIKAJIOUI0B UHIOJIM3UHOBOTO U
HM30XUHOJMHOBOTO TUIOB (cxeMa 4).

Mopaudukarus cTpykTypsl Tebanna (47) u ero 7,8-aHHenu-
POBAHHBIX IPOU3BOJHBIX (Hampumep, coenuHeHuit 49 u 52) c
HCMOJb30BAHIEM METAJNIOOPTAaHMYECKUX COCIUHEHUA IO3BO-
JIMJIa CHHTE3UPOBATH HOBBIE NMPOU3BOHbIE MOp(HUHAHA, COMIep-
kammue 3amectutesd B nojioxenusx C(8) m C(1). Tak, tebann
HNPUCOEIUHSIET JMA30MeTaH B INPHUCYTCTBMU Tpudata Meau
(0.02—-0.04 mob) ¢ oOpazoBanmeM 6f,73-MeTuieH-6,7-11-
rugporebanna (80) — mpoaykTa IpUCOeOMHEHMs KapOeHa IO
cBs3u C(6)—C(7). BeigeneH takke MOOOYHBIA MPOJYKT peax-
u — TpudropMmerancyibonat N,N-numeru-N-Hop-8f,14p-
MeTmwieH-8, 14-quruaporebannaus  (81), oOpa3yrommuiicss B
pe3ysbTaTe MPHCOCIUHEHNS IBYX MOJIEKYJ AUa30MeTaHa — IO
csizu C(8)—C(14) u TpetmuHOMy aToMy a3ota. CTpoeHHe co-
eanHeHHs 81 yCTaHOBJICHO Ha OCHOBAHWH CHEKTPAJIbHBIX JAHHBIX
1 HOATBEPKIEHO MeTooM PCA 8485

MeO

CH2No,

CU(CF3SO3)2
47 —————>

CHCl,, 0°C

80 (80-95%)

81(2-5%)

Hamu wucciaegoBaHa BO3MOXHOCTb HOJIydeHHs o-3ame-
LICHHBIX MPOU3BOAHBIX 14B-ruapokcu-6f3,7B-MeTHIeH U HIPO-
kozmenHa. Hampumep, oxucienue coenuHeHuss 80 H30bITKOM
Mm-xjoprnepokcubensoiinoit xuciaotel (MCPBA) B xjopuctom
MEeTHJICHe TPUBOANT K N-okcuny 8f3,14p-amoxcu-603,73-MeTuieH-
6,7,8,14-Terparuaporedbaunna (82).

MeO Ac Cxema 4
MeO O
0,
o, l EtO
% -— OH
(R = A0 McO O
MeO AcO
77b (50%)
R!O (63%) o Me Me
"/,/ a
MeO X _CO,R2 ] MeO N MeO
\ C(O)Ph
O .
2, 7
O,//// R OzC\” 4 ]I\I lo) O,////
NMe | 76a,b L, >
OH (R?=Me, Et) R!'=Ac) OH
MeO MeO MeO
RIO (80—86%) AcO 78b (71%) AcO 79b (65%)

a— Pd(OAc),, P(o-Tol)s, EtsN, DMF; b — 1) BrCH,COPh, Et,0; 2) HC = CCO,Et, EN, CHCL. R! =

H (a), Ac (b).
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MeO MeO

O 0 O
_ 6 foNaNg % N/
CH,Cl,, 0°C JMOKCaH, oH |
Me H:0 2 Me
MeO MeO 2 ‘N3
H
80 — 84 (62%)

MCPBA (0.8 7kB.)
e e

—20°C

H  83(52%)

Peakumst siBrsieTCsl KWHETHYECKH KOHTpoJmpyemoii. [Ipn noHu-
KEHHOM TeMmepaType ¢ Ucrnojib3oBaHueM 0.8 9KB. OKUCIUTEIS U3
peaKkIMOHHOM cMecHu ymaercsl BblAeauTh N-okcun 83. Packpbl-
TUEM 3MOKCUIHOTO IIUKJIA B COeAUHCHIH 82 1101 ACHCTBUEM a3u/1a
HATpHS B BOJIHOM JIMOKCAaHE MOJIyYeHO 80-a3HMIOMPOU3BOIHOE
6B,7B-MeTuien-7,8-muruapokoaenn-14p-omna (84).8°

4. Peaxuu MOHOTEPNCHOU/I0B B IPUCYTCTBUH
KPHCTANTHYCCKUX ATIOMOCHIHKATHBIX KaTAa/JIH3aTOPOB

MoHoTepreHOUABl MUPOKO pacIpocTpaHeHsl B npupoae. OHu
MPOAYLHPYIOTCS XBOWHBIMH OEPEBBSIMH U COJIEPXKATCA B HX
KMBHLAX, CKUIIUIAPAX U CMOJIAX, & TAKXKe SIBJISFOTCS OCHOBHBIMU
KOMIIOHEHTaMH 3(QHUPHBIX MaceJl MHOTUX [OPYIHX PACTEHUM.
BoJIBIIMHCTBO MOHOTEPIEHOUAOB 00JaJaeT BBICOKOW peax-
OMOHHOM CHOCOOHOCTBIO W JIETKO BCTYNAeT B Ppa3JIMYHBIC
KHUCJIOTHO-KaTaJIU3UpyeMble IUKIM3ALUM U NEPEerpylninupoBKH.
DTO 0OCTOSITEILCTBO YACTO ACIAeT 3aTPyIHUTEILHBIM IPOBEIe-
HUe CeJIeKTUBHBIX NpeBpalteHuil. Hanpumep, B pesynbTaTe peak-
Ouil “30MepU3alMii W TOJUMEPH3ALUHN, NPOTEKAIOMIUX MpH
BBIJIEPKUBAHUM JIOKCUJA o-NMHEeHa (85) B KUCIBIX cpenax,
MOKET 06pa30BbIBaThCs 10 200 pa3IMYHBIX IPOIYKTOB.
(0]

85

Oka3ajioch, 4TO JaHHYIO TPOOJIEMY MOXHO PEIIMThb, OCY-
LIECTBJISIS POLIECC B TETEPOTEHHBIX YCIOBUSX — Ha KPUCTAJLIH-
YeCKUX aJFOMOCHJIMKaTax (I[eoJuTax W TJIMHaX). B kadecTse
MEPBOTO YCIIEIITHOT O IPUMEPa UCTIOIh30BaHHUS ATFOMOCHIINKATOB
B XHMHHM MOHOTEPIECHOB MOXHO MPUBECTH MPOMBIIIICHHbIH
MeTtoa u3oMepusanuu o- (86) u B-nmunenos (87) B kamden (88) B
NPUCYTCTBUH TJIMH, pa3pabOTaHHBIN elle B MEPBOIl MOJIOBHHE
XX B.%7

TJIMHA

\

86 87 88

OHAKO CUCTEeMAaTHYECKUE UCCIICIOBAHUS TIOBEJICHUS TepIie-
HOW/IOB HA KPUCTAJIMYECKAX AJTFOMOCHIIMKATAX HAYAJIHCh
ToNbKO B Havale 1990-x 11.88 Bbuto 06HapyXeHO, YTO UCIOJIL30-
BaHHE [COJMTOB U [JIMH B KAYECTBE KATAIN3aTOPOB KUCIOTHBIX
MPEBPAIICHAN TEPIECHOUIOB MO3BOJISIET HE TOJIBKO CMSATYHTH
YCJIOBUSL DEaKIMil, MOBBICUTH HMX CEJEKTUBHOCTH, YIPOCTHTH

00paboOTKy peaKIMOHHBIX CMECel W PelINTh MPOOJIeMy KHCIIOT-
HBIX CTOKOB, HO M YaCTO HANPABJISIET MPEBPAILECHHS IO HEOObIY-
HBIM IIyTSIM, KOTOPBIE HE YIAeTCs peam30BaTh B YCIOBHSX
TPaJAIIOHHOTO TOMOTE€HHOT'0 KaTajIn3a.

B 0630pax 8- nonpobHO paccMOTpeHbI BHYTPHMOJIEKY-
JISpHBIE TPEBPALICHUSI TEPIEHOWIOB B MPHCYTCTBHU AJIFOMO-
CIUIMKATHBIX KaTaJIN3aTOPOB, HOITOMY HHXKE HPUBOISITCS JIUIIb
MPUMEPBl MEXMOJICKYJISIPHBIX PEAKIUH MOHOTEPIIEHOUIOB Ha
LIeOJIUTAaX U TJIMHAX, BIEpBble ocymiecTBiIeHHbIx B HUOX CO
PAH. IlpencrasiieHbl caMble HEOOBIYHBIE MPEBPAILICHUS, CBU/IE-
TEJIbCTBYIOIHE O TOM, YTO He BCET/1a BO3MOXKEH IPSMOIi TepeHoC
3aKOHOMEPHOCTEl TOMOTEHHOTO KAaTaIN3a Ha PEAKIUH JIA0MIb-
HBIX MTOJIM(YHKIMOHAILHBIX COSIMHEHUH (B TOM YUCIIE MOHOTEP-
MEHOUJOB) B  TPHCYTCTBHM  KPHCTAJUTMYECKUX  AJIFOMO-
CHJIMKATHBIX KaTaJIN3aTOPOB.

a. BzanmoeilicTBie MOHOTEPIIEHOB ¢ KAPOOHUILHBIMH
coeIMHEeHUsIMHI

W3yyenne peaknuii psiga MOHOTEPIIEHOB — MupIieHa (89), mu-
neHTeHa ((4)-1umoHeHa) (90) u B-nmuena (87) — c anudaTtude-
CKIMHU 1 apOMATHIECKIMHU AJIbCTHIAMH B IPHCY TCTBUU IPHPOJI-
HOI MOHTMOpMJ’[J’[OHI/ITOBOI\/'I TJINHBI ACKAHUT —OEHTOHUT ITO3BO-
JIMJI0 pa3padboTaTh MPocToil U 3QGEKTUBHBIN CIIOCOO MOTYUCHHUS
OMIUKIINYECKUX MPOCThIX 3pupoB 91 ¢ 3-okcabunmkiio[3.3.1]Ho-
HaHOBbIM ckesieTom.?-92 MHTepec K TakuM OUIMKJIMYECKUM
a¢hupam 0OyCIIOBJICH, HATIPUMED, HETaBHO OOHAPYKEHHOHN Y HUX
CEJICKTUBHOCTBIO CBSI3BIBAHUS C O- U [-pelenTopamy 3cTpore-
HoB.”3 HanGobImii BEIXOI IENEBOr0 MPOAYKTa (10 56% ) mouty-
veH 11 B-rmmHeHa (87).

= ~~ TJIMHa
[
NS
89
rJMHA "‘C_q RCHO
87
a (0
92 R
-
90 O R
91
R = Alk, Ar.

Bo3MoXHBIN MeXaHU3M MPEBpAILEHAN BCEX TPEX MOHOTEP-
MICHOB BKJIFOYAET B ceOsi 0Opa3oBaHUE OJTHOTO U TOTO XKeE MpO-
MEXKYTOYHOT'O n-MEHTAaHOBOT'O KapOokaTHOoHA 92, majiee B3aUMO-
JIEUCTBYIOIIEro ¢ MoJleKyjoi ampaernga. CiemnyeT OTMETHTH,
4TO o-muHEH (86), KOTOPBIN MPU MPOTOHUPOBAHUM TaKXe oOpa-
3yeT TPETHYHBII KapOOKATHOH, B JAHHBIX YCIOBHSIX HE pearupyet
¢ anpaeruaamMu. [1o-BUIUMOMY, 3TO CBS3aHO C 0CO-OEHHOCTSMHU
ancop6imu MoHOTEepreHOB 86 1 87 Ha aTFOMOCHITUKATE.

IIpu B3aumopeiicTBuu auneHTeHa (90) ¢ caJMIUIOBBIM ajlb-
JIETHIOM Ha TJIMHE peaklys He OCTaHABJIMBACTCS Ha CTaJNU
obpazoBanusa OMIMKIMIecKoro >¢upa.’* BrarompuarHoe mpo-
CTPAHCTBEHHOE PACIOJIOKEHHE THIPOKCHIBLHON TPYIIBI B MPO-
MEXKYTOYHOM KapOOKATHOHE NPUBOAWT K IBOMHON TreTepo-
LUKJIM3aHH, B pe3yJibTaTe KOTOPOH moJjiydaercs coeAuHeHue 93
C HOBBIM TPHIUKINYECKAM CKEIIETOM.
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Cxema 5
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(0]
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TJIMHA O
Con
93

4
920
B peaxmusax (—)-xkambpena (88) u (+)-o-dpenxena (94) ¢
aneToHoM B mpucyTtcTBum B-mieosmta (HP) mpemmyrecTBeHHO
obpa3yercsi OJMH M TOT XK€ JHAHTUOMED TPUIHUKINYECKOTO
coeaunenns 95.°° BbIxon U onTuyeckas aKTUBHOCTb MPOJYKTa
3aBHCAT OT UCIOJIB3YEMOr0 pacTBoputesis. Hanyuiiie pe3yib-

TaThl HaOmromanuch upu mnposeaeHnn peakmun B CH>Cly
(cxema 95).

0. BzanmoeiicTtBue MOHOTEPICHOBLIX CIIUPTOB € aJIbJIErH/IaMu

IMonumukuaeckue 3GUPbl Pa3IUIHON CTPYKTYPhI 00pa3yroTCs
MpY B3aUMOJCHCTBUU AJIbJICTUIOB C MIPUPOIHBIMU MOHOTEPIIC-
HOBBIMHU CIHPTAMHU WK C THIPOKCHMETHINPOBAHHBIMUA MOHO-
TEepIECHAMH B MIPUCYTCTBUH aJTFOMOCHJIMKATHBIX KATaIM3aTOPOB.
OGHapyxeHo, UTO mparc-BepOeHoa (96) pearupyeT ¢ ajabIeru-
JJaMH Ha MOHTMOPWJJIOHUTOBOH TJIMHE C 0Opa30BaHUEM COCIH-
HEHUi, OJIM3KUX MO CTPOEHUIO K MPOIYKTAM B3aUMOJIEHCTBUS
B-munena c anbaerngaamu (cMm. pasaen I111.4.a).%¢

AlkCHO
— >

TJIMHA
Z

“OH

96 OH OA[/

AHAJIOTHYHO IPOTEKAIOT PEAKINH C aJIbACTHIaMHU yuc-BepOe-
HOJIa M METUJIOBOro 3dupa mpanc-sepbenona (97). Crnenosa-
TENbHO, CTEPEOXMMHUS THAPOKCHIIBHON TPYHNIbI (B TOM 4YHCIE
AJIKMJIMPOBAHHOI) HE BJIMSICT HA HAINpaBJIEHHE MEXMOJIEKYJISp-
HBIX pEaklWi, a MPUHIUNHAILHOE 3HAUYCHHE MMEET ee PacIo-
JIOXKeHHe B MoJiekysie. [ledicTBurenbHO, HU o-niuHeH (86), He
MMEIOIINN KHACIOPOICOAEPKAIINX 3aMECTUTEIICH, HU BepOCHOH
(98) (xapOoHuIbHAS I'PYNIA B MOJIOXEHUU 4), HI MUPTEHOT (99)

(ruppokcurpynmna B nojioxennu 10) HE BCTYNAOT B PEAKIHHU C
albaerugaMu Ha rimne. % %7

OH
; i OMe / ; O / i
97 98 99

ITpu B3aumoneiicteuu 3-ruipokcumMmerui-2-kapesna (100) mwin
6-ruapokcumeTrM3ouMoneHa (101) ¢ caMIUIOBBIM aJIbJIeT H-
JIOM B TIPUCYTCTBHH TJIMHBI IIOJIy9€HO TETPAIUKIIMYECKOE COCIH-
nenve 102 ¢ pypo[4,3,2-kiJkcanTeHOBBIM cKeneToM.”® MexaHusm
ero o0pa3oBaHMs BKJIIOYAET HECKOJIBKO KapOOKaTHOHHBIX Hepe-
TPYNIIUPOBOK (cxeMa 06).

B T0 xe Bpems peaknust 6-rupokcuMerniumMonena (103) —
u3oMepa coeaunenus 101 1Mo MOJIOKESHUIO TBOWHOM CBS3UM — C
CaJIMIMJIOBBIM aJIbJACTUAOM Ha TJIMHE MPUBOAUT K NpoaykTy 104
¢ 5-okcarpumukio[5.3.1.0% 8lynmenenoBeiM  octoBom.”® Kak
BuJIHO, MoHOTepreHb! 103 u 90, conepixalliue OJMHAKOBBINA CKe-
JIeT n-MeHTa-1,8-a1neHa, pearupyroT C CATNIUAIOBBIM aJIbACTHIOM
MO-Pa3sHOMY, HMOCKOJIbBKY MMEIOT pas3jinuHble (HYHKIIMOHAJIBHbBIE
TPYIIIBL.

CHO
OH
HO
—_
rJMHA
103
"
OH
— HO - .
—H", —H,0
(¢]
OH
HO 104 (36%)

B mpuCyTCTBUM TJMHBI MOJTYYeHbI °° MPOIYKTHI B3aUMO/IEN-
ctBus 3-ruapokcuMeTtui-2-kapera (100) U ¢ ApyruMu aJibJIeru-
namu  (0-METHJIAKPOJIEMHOM M MACISIHBIM  QJIbIETUAOM).
Oka3ajioch, YTO HAIPABJIEHHE TAKUX PEAKIUIl 3aBUCUT OT CTPYK-
TypBI ajbAeruna. Tak, Mpu UCTIOJIB30BAHAU O-METHIIAKPOJICHHA
MpEeuMYyIIeCTBEHHO 00pa3yeTcs unaeHo[1,7-bc]pypan 105. B ciny-
yae Pr"CHO ocHOBHOIi TyTh peakuy BKJIFOYAET MPUCOEINHEHUE
JIBYX MOJIEKYJI ajibJIeru/ia, B Pe3yJibTaTe KOTOPOro MOJIydyaeTcs
6,10-muokcaTpunukio[5.4.0.0% 8lynnexan 106 (cxema 7). B oTim-
ye ot cnuprta 100, coeaunenue 101 He ymanoch BBeCTH B
peakuro ¢ APYTUMH aTbACTHIAMI.

Taxum 00pa3oM, MOXHO BHJIETb, YTO MOJ JCHCTBHEM
MOHTMOPHIJIOHATOBBIX TJIMH OJIM3KHE MO CTPOCHUIO KOHDOP-
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Cxema 6
CHO
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e —
~H*
100 N
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N
HO rmaa | HO ~H, HO _~ , HO + —>
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/\ /i\
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102 (~ 18%)
Cxema 7
OH
O__H —Q
I ////// = \
O
—
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TJIMHA L
105 Prm Pr?
100 OH HO O (0]
N N )\ N
PrCHO o prcHO P o P " “OH .
Prl] Prn O
OH % OH Pr?
106
MalUOHHO-IIOABUXXHBIE MOJIEKYJIbI O6p'd.3yIOT pas3jMvHbIE IIPO- HO

JIYKTHI.
B. [IpeBpainiennst 5N0KCHI0B MOHOTEPIEHOHI0B

JeTanbHO UCCIIEIOBAHO MOBE/ICHNUE JMOKCHIOB o-IHEHA (85) 1
B-murena (107) B IpUCYTCTBUU KPHUCTAJUIMYECKUX AJIFOMOCHUIIH-
kaToB.%% 190 310 CBA3AHO KaK € MOCTYHNHOCTBEO MCXOIHBIX
BEIIIECTB, TaK U C T€M, YTO MHOTHE U3 OOPA3YIOLINXCS B TaKUX
peakuusx HPOAYKTOB (HAampumep, KaM(pOJICHOBBIH ajIbaeruj
(108), xapseos (109), muptenans (110), mepuJIOBBIA COUPT
(111) m np.) ABISIIOTCS KOMMEPYECKH IIEHHBIMH BEIIECTBAMIL.
CoOTHOIIIEHHE TPOIYKTOB B 3HAYUTEIHLHON CTETIEHH 3aBHCUT OT
IPUPOABl HCHOJIb3YEMBIX KaTaJU3aTOPOB (TUNA IICOJIUTOB U
[JIMH) U BAPBUPYETCS B TOBOJIHHO IIAPOKKX MpeIeIax.

? OH
Cat

CHO + + o

85 108

109

o) CHO
7% - 76)
+ + e
107 110

111

Henmasao mokaszano,’”> 191 yro npeppaienns 3MOKCHI0B BEP-
6enouia (112) n Bep6enona (113) B npucyTcTBUM MOHTMOPHILIO-
HHUTOBBIX TJIMH NMPUBOIAT K NMPOJYKTAM PA3JIMYHOIO CTPOCHUS,
KOTOpBIE K TOMY K€ CYILIECTBEHHO OTJIMYAIOTCS OT NMPOIYKTOB,
MIOJIYYEHHBIX MNP MCIOJB30BAHUM TPATUIHOHHBIX TOMOTIECHHBIX
KaTaJu3aTopoB (aHajoros kamdosieHoBoro anpneruia). Tak,
NMpu U30MepHu3anuu dnokcuaa BepOenosa (112) mpeumyiect-
BEHHO obOpasyercst mpanc-nuon 114, a aHajor kamQpoJEHOBOrO
anbzeruna 115 BbigesieH B MUHOPHBIX KosmuecTBax.”” izomepu-
3anus 3nokcuja BepoeHona (113) Ha rimHe NpUBOIUT K O-TUAP-
oKkcukeToHaM ¢ KampanoBoit (116) u n-mentanosoit (117)
CTPYKTYpamu, a HPOAYKTHl KaM(OJIEHOBOTO THIIA HEe OOHApYy-
KeHbl. 101
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HexoTopble 31MOKCHIBI TMHAHOBOTO Psifia BCTYIAIOT B MEX-
MOJIEKYJIIpHBIE peakUud C ajbJETUAaMH B I[PUCYTCTBUU
MOHTMOPUJJIOHUTOBBIX TJIMH. [IpoaykThl, oOpa3syroiiuecs: Ha
[JIMHE TIPM B3aMMOJICHCTBUM STIOKCUIIOB O-ITMHEHA, B-IMHEHA W
BepOeHoHa (coenunenuii 85, 107 u 113 COOTBETCTBEHHO) C aJIU-
(datnueckumu  anbaerugamu,’® 101 comepxar 3-okcaGHIMKIIO-
[3.3.1]HOHAHOBBII ckeseT (cM. peaknuu B-nuHeHa (87) ¢ anbaeru-
JIAMH), HO MMEFOT Pa3JIMYHbIE PEAKIIMOHHOCIIOCOOHBIE (DYHKIHO-
HaJIbHbIE IPYIIIIBL.

R
13 R = Alk.

K HeoXHIaHHBIM pe3yJIbTaTaM MPHUBEIA PEAKIUs IMOKCHIA
o-miHeHa (85) ¢ CaJIMIMIOBBIM AJbAETHIOM °® — B KavecTBe
€IMHCTBEHHOTO MPOJIYKTa MOJIYYeH HEOOBIYHBIN TETPAIMKIINYC-
ckuit a¢up 118. st oObsicHeHMS MexaHM3Ma OOpa3oBaHUs
coemuueHus 118 ObLIa MpeUIOKEHA CXeMa, BKIIFOUAFOIIas OoJiee
10 craamii (cxema 8).

WOH WOH OH
vH
—_— —_—
>
—_— —_—
_Ht _H*
OHC  © OHC O

~H

B pesynaprate B3aumopeicTBus snokcuna 112 ¢ apomatu-
YECKUMH AJIbJACTUIAMH B MPHCYTCTBUU TJIMHBI U3 PEAKIIMOHHON
cMecH OBUIM BBIAEIEHBI HE TOJIBKO HMPOIYKTHI M30MEPH3AINN
cyberpata — coenunenust 114 u 115, — Ho u rerepouumka 119,
COOTHOIIIEHUE KOTOPBIX 3aBUCUT OT CTpoeHus ajibaeruaa.’’ IIpo-
nykT 119 conepxut 6en30[1,3-d | AMOKCMHOBBIN CKEJeT, B OTJIMYUEC
oT 3-okcabmunukiro[3.3.1]JHOHAaHOBOTO OCTOBAa NPOIYKTOB peax-
IUH IPYrux TepHeHOMIOB ¢ anbaerugamu (cM. pasaen I11.4.a).
DT1OT pakT OOBSCHSETCS PA3INIUSIMI B MEXaHIU3MaX PEaKIHi —
Ha TocJIeIHel cTaaun oopa3oBanus coenuuerus 119 npoucxoaut
TeTEePOLUKIIN3AIIS, 8 He KapOOIMKIIM3aIHs, KaK B CIydae Ipyrux
TepneHouoB. % 97,99, 101

OH OH
ArCHO
//,,/OH 11,
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OH Ar
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7, W,

Taxum 06pa3oM, UCIONbL30BAHNE KPUCTAJUIMYECKUX ATTFOMO-
CUJIMKATHBIX KaTaJM3aTOPOB — [JIMH U [EOJIMTOB — JUJIS IIPO-
BEJIEHNs PA3IMYHBIX PEAKIUA MOHOTEPIEHOUIOB CYLIECTBEHHO
paclIUpsieT CHHTETHYECKMI MOTEHIMA 3THX COCAMHEHUHA U
MO3BOJISET AOCTATOYHO IIPOCTO MHOJYYaTh TPYAHOJOCTYIHBIE
reTePOIMKIMIECKHE CUCTEMBI. KpoMe TOro, B JAHHBIX YCIOBHSX
MIPEBPAIIEHUS TEPIEHOMIOB MPOUCXOAAT C COXPAHEHMEM OIITH-
YyecKoit YucToThL.88-97- 101

OTMETHM, 4TO GOJBIIMHCTBO MPEACTABIEHHLIX PEAKIU HE
OCYILIECTBIIAETCS B TPHUCYTCTBUU TPAJUNUOHHLIX TOMOTEHHBIX
kaTamm3aTopoB. CIeqoBATENLHO, AJIOMOCHIMKATHBIA KaTaJlHd-
3aTOpP HE TOJILKO HUIPaeT POJib KUCIOTHOTO peareHTa, HO W
OIIpENENAET B3aUMHYIO OPHEHTAIMIO YYACTHHKOB MEXMOJEKY-
JISPHOTO MPOIIECCA U MECTO BO3HUKHOBEHHSI KATHOHHOTO IIEHTPA.
o 5Tol NpUYKHE Ja)e OTHOCHTENILHO HEOOIIbIIIE H3MEHEHNS B
CTPYKTYpE TEPIEHOU 1A UII PEAreHTa MOTYT IPUBECTHU K PE3KOMY
HM3MEHEHUIO HAITPABIICHHS PEAKIHH.

119

IV. IIpakTHYecKkoe NpuMeHeHHe IPUPOTHBIX
BelIeCTB H HX MPOH3BOIHBIX

HccenoBanne CBOWCTB pACTUTEIbHBIX META0OJUTOB IPUBEIIO K
[ICHHBIM MPAKTHYECKNM pe3ysibTaTaM. Kak HCXO/IHBbIe MPUPO/I-
Hble COCIAMHEHUsI, TaK U UX MOIU(PHUIMPOBAHHBIC POU3BO/IHbBIC
HAIIUTA IPUMEHEHUE B CEJILCKOM XO3SHUCTBE M METUIIAHE.

Cxema 8
CHO
OH
Z OH OH
> H*

—_

—H* Q —H>0

7 OHC (0]
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1. TpuTepneHoBble KHCIOTHI MHXThI — OCHOBA
(yHrHIHM/THBIX NpenapaToB

OOHapyXeHa CIOCOOHOCTh TPUTEPIEHOBBIX KHUCJIOT TMHXTOBOMN
JIPEBECHON 3€JIEHH MOBBIIIATH YCTONIMBOCTD XJIOMYATHUKA, 3€P-
HOBBIX U OBOIIHBIX KYyJIbTYp. B YCIOBHSX ONBITHOrO Iexa
pa3paboTaHbl TEXHOJIOTMYECKUE CXEMBI MOJIyYE€HUsI CMECH TPH-
TepHEHOBBIX KHUCIOT, 92104 ga ocHOBE KOTOPOI Co3MaH Tpena-
pat «HoBocuim». ITOT mpenapart, mpoIe Il TocyapCTBeHHbBIC
HCIBITAaHUS ¥ ¢ 1995 T. 3aperucTpupoBaHHBIN B KAUYECTBE PEryJisi-
Topa pocta pactenuit,'% 107 okaspIBaET MOJOKUTETLHOE KOMII-
JIEKCHOE BO3ICHCTBHE HA PACTEHHUS: YBEJIHMUUBAET YPOKAUHOCTH
Ha 10-30%, cHIkaeT OakTepHabHYIO M TPHUOKOBYHO 3a00Jie-
Bae€MOCTD pacTeHuii B 2—4 pasa, MOBBIIIAET MOPO30CTOUKOCTD
3aCYXOyCTONYUBOCTh PACTEHHUIA, YCKOPSET CO3PEBaHKE ILJIOJ0B
(cm. paboty 198 cTp. 251, 283 -285 1 314—317).

2. dapmakxosornyeckme cBoiicTBa

a. /lntepnenon/ib

W3 namMOepTHAHOBOU KUCIIOTHI (5) MOJTy4eHBI 1B MOIUPHUIIAPO-
BAHHBIX NPOM3BOJHBIX — mnuHycoiua (120) u auTepneHoBoe
MPOU3BOJHOE Y-AaMUHOMACIISIHOW KUCIOTHI 121, KOTOpBIEe MoKa-
3ajM SPKO BBIpaXkeHHOE (pusmosiornveckoe aeiictue. ITuHyco-
JIUJ — WHAYKTOP AamonTo3a — TPOSBISET AaKTUBHOCTH B
OTHOIICHUHU KJIETOK JETCKOHN JIUM(POOIACTOMHON U MUETIOUTHON
netikemunn,'%® a coemunenne 121 061a0aeT HOOTPONHON aKTHB-
HOCTBIO, OOHAapYXEeHHOU 1Mo ckopoctu yracanusi YPIIN (ycnos-
HOTO peduiekca MACCHBHOTO W30EraHus) U MPOTHBOTPEBOKHOMY
sbdekry.110- 111

0
N 0

/
/ ( )3 2

N N
N N
N N

D D

CO>Me
120 121

PaspaboTan MeTo/1 MOJIyYeHHUs U3 JICBOIUMAPOBON KUCIIOTHI
MIPOTHBOSI3BEHHOT O NpenapaTa — JUTHAPOXUHOIIUMAPOBOM KHC-
J10ThI (122), — KOTOPBII HE YCTyHaeT 10 aKTUBHOCTH COBPEMEH-
HBIM UIMIIOPTHBIM CPEACTBAM (HalIpUMEp, BEHTEPY).

COH 122

0. Tpurepnenonnt

Cpely TpHUTEPIEHOBBIX COEAMHEHMI Hambojee AKTHUBHBIMU
SBIISIFOTCA TPOM3BOMHBLIE OETYIOHOBOM KHCIOTHL. Hampumep,
nunenTun O0eTyJIOHOBON KHUCIOThI 123 — HOBBI MHTHOUTOP
uaTerpassl BUY ''2 m MHIyKTOp amonTos’a OIyXOJEBBIX KJIE-
Tok.'13 B HacTosIiee BpeMsi 5TOT npenapaT NPOXOIUT JOKJIMHHU-
YecKHUe UCTILITAHUS B KayecTse anTu-BUY-cpencrsa. !4 115

Ananmnamua O6eTyJTOHOBOU KUCIOTHI 124 obiamgaet aHTH-
OKCHIAHTHBIM [eHCTBHEM M IIEPCIEKTUBEH B KA4ECTBE KOP-
peKTopa TOKCHYeCKHX 3(P(EKTOB HIUTOCTATUYECKOH XUMHO-
Tepanyn. 16118

CONH(CH2)sCONHCH(Ph)CH>CO,H

CONH(CH>,),CO,H

124

['munuppusunoBas kuciota (10) yxxe B TeyeHHEe MHOTHUX JIET
SIBJIsIeTCS OOBEKTOM NPUCTATTHLHOTO BHUMAHUS HCCIICAOBATEIICH.
OIHUM U3 TpPOSIBJICHUN ee (PU3UMOJIOTHYEecCKOro JIeHCTBUS
SIBJISIETCS. KOMIUIEKCOOOpa30BaHMe C PA3IMYHBIME (hapMaKoJIo-
THYECKUMH NpenapaTaMi, YTO 00ecTieunBaeT CHUKEHUE TepareB-
TUYECKHM aKTUBHOM J103bI A€HCTBYIOIIEro BemmecTpa. 19— 122

B. AJIKAJIOH/IBI

IMpoBenenuble MOAUMUKAIMA  TUTEPIIEHOBBIX — AJIKAJIOUIOB
MO3BOJIMIM TOJIYYUTh HOBBIE MPOU3BOIHBIC JANIMAKOHUTHHA
(23), oGnamarorye CyImecTBEHHO 00Jiee BHICOKOI aHTHAPUTMHU-
YeCKOM aKTHUBHOCTBIO, YEM U3BECTHBIM IIpemapaT ajliamu-
HuH.'23- 124 Hanpumep, rugpobpomMus 5'-6poMiannakoHUTHHA
(125) mposBiISICT BBIPAXXCHHOE AHTUAPUTMHUYECKOE JCHCTBHE.
Ipu BBeIeHHH B J103€, HA MTOPSIIOK HIKE TEPATIEBTUYECKON TO3bI
HCMOJIb3YeMOr0 B MEIUIMHCKOM MPaKTUKe Mpernapara ajulam-
HUHA, coequHenne 125 mpeqoTBpaliaeT pa3BUTHE XJIOPHUIKAIIb-
[UEBO# U aJPEHAIMHOBOM apUTMHUHU, KPOME TOTr0, OHO B 4.8 pa3a
MeHee TOKCUYHO, YeM aJIanuHuH. 124

NHAc

Br 125

Ha ocHoBe Tebauna (47) CHHTE3UPOBAHBI BHICOKOAKTUBHBIE
AHAJIBTCTUKU, KOTOPBIE HE TIPOSIBJISIFOT TUIIMYHBIX JIJIsi MOp(UHA-
HOB MNOOOYHBIX eicTBuii.®3 125127 Cpenn aHHEIMPOBAHHBIX
MPOU3BOAHBIX MOpPQGHHAHA MOKHO BBIICIUTH COEIUHEHUS
126-129.
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129 Br

IMpousBonnoe 126 B ymnoduabHONW TpaHCHIOPTHOM (Gopme
OJIOKHpYyeT OOJIeBBIC pEaKIUM, BHI3BAHHBIC BCEMH BHUIAMH Pa3-
IpaxxuTesieil: 3HaueHnue EDs) Ha MOJIENN 3JIEKTPOOOJIEBOTO pas3-
nmpaxenust coctapiaser 0.02 Mr-xr—!, ma Momenu ropsiuei
wiacTuikd — 0.07 Mr-xr—!, Ha MOJENN YKCYCHBIX KOpYeH
(VK) — 0.009 mr-xr—!. DTu JaHHbIE XapaKTEPU3YIOT €TO KaK
aronucra p-penentopos.'?® Coemunenne 127 B Tpu pasa ycuim-
BaeT GyiokupoBaHMe 60JeBoil peakmmy Ha Momenn YK. Ddpdekr
cHsATHS (PU3UUECKON U BUCUEPATBbHON 001 HAOIIOAAETCS U TIPH
BBeneHuu coenqunenus 128. B nose, coorBercrByrouieit £Dsg, OHO
HE3HAYUTEIbHO M3MEHSET PUTM CEPACYHBIX COKpAIleHUH U He
OKa3bIBaeT BIIMSHHS Ha TOHYC OpoHxoB y koruek.!'?” Tlpous-
BogHoe Mop¢uHana 129 xapakTepusyeTcs UIUTCIbHBIM
aHabreTHueckuM 3hPekToM Ha Moessx Gpusuueckoit 60Jm. %3

* * *

Kak ciie/lyeT u3 NpUBEJCHHOTO BbIILIE MATEPUAJA, HHTEHCUBHOE
Pa3BUTHE XMMUH HU3KOMOJIEKYJISPHBIX PACTHTENBHBIX META60-
JIMTOB MPOIOJDKAETCS. DTH COEIUHEHUS BAKHBI HE TOJBKO KaK
MPENCTABUTENN DA3JIMYHBIX CTPYKTYPHBIX THIIOB M HOCHTEIH
uHGOpPMAIUM B XEMOTAKCOHOMHUYECKUX HUCCIIENOBAHUAX, HO M
KaK CHHTOHBI JUISl TIOJYYEHHS MHOTHX IEHHBIX TPOIYKTOB H
CO3/IaHMsI OPUTHHAJILHBIX [PENAPATOB MEAUIMHCKOr O, KOCMETH-
YECKOTO M CebCKOXO3SICTBEHHOrO Ha3HAUeHMs. B HacTosIIee
BpEMsl [OCTYIIHBIE PACTUTE/ILHBIE TEPIEHOUIBI U (EHONBHBIE
COEIMHEHNS MCTIOJIB3YIOT B IEPBYIO OYEPE/Ib ISl HATIPABJIEHHOTO
CHHTE3a CJIOKHBIX KapOo- U TETEPOLMKIIMYECKUX CTPYKTYP. B mo-
CNETHAE TOMBI YBEJIMYMBAETCS YUCIO PABGOT, MOCBAIIEHHBIX
TpanchOpMalKUIM aJIKaJIOUI0B, IIPUMEHEHUE KOTOPBIX B MeIH-
[IWHE B HATHBHOM BHJIE OTPAHMYEHO BCIIEJICTBUE BBICOKOU TOK-
CHYHOCTH WJIM 3HAYMTEILHBIX MOGOYHBIX 3(dekToB. Bosbinoe
BHUMAHHE YJIENAETCS MPEBPAIIEHASM OTMCAHHBIX BBIIIE KJIACCOB
MeTaBOJIUTOB B HHTEPECAX MEAUIMHCKONW XMMHUH (IIOUCK HOBBIX
COE/IMHEHUA-IMIEPOB U ONTHMH3ANMSA WX CTPYKTYp; ¢par-
MEHTHO-OPUEHTUPOBAHHBI [M3aflH JIMTAHIOB), O YeM CBHJIE-
TENLCTBYIOT HEJABHO OIyOIMKOBAaHHBIE 0030phI > 128~ 131
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