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HUutepec uccaenoBarteteft kK  xuMuu  1,2,5,6-TeTparniponupHIMHOB
(A3-nunepunenHoB) oO6ycJOBJEH TVIaBHBIM 00pa3oM CYIIECTBOBAHHEM psia
aJIKaJIOMJI0B, CTPYKTYpa KOTOPBIX BKJIIOYaeT sapo Al-munepunenua. Ilnonwi
nansMel Areca catechu, npouspacrawoumielr 8 Munun, va Lefinone, Manait-
cKuX 4 DHIUNOUHCKUX OCTPOBAX, CJAYKAT HCTOUHHKOM 3HAUYHTEJbHOTO YHC-
Ja ankaJaouaoB !, fHc 275 BHIAEANJ M3 3TUX IIJIOA0B B YHCTOM BHAE apeKoJIHH
(la) u apekaunun (16) u moxasas, uTo 06a 3TH COENMHEHHS MPEACTABJIAIOT
co6oii TeTparuaponHpUINHE], METHIBPOBAHKEIE 110 A30TY U COJAepKallide CO-
OTBETCTBEHHO KapOOMETOKCHJIBHYIO i KapOOKCHIbHYIO rpymny. HHC nonarad,
YTO ABOIHHAsA CBA3L HAXOAHUTCA B UOJOMKEHHH 2,3, OOHAKO JHIIb B pe3yJb-
tate paGor Meliepa &7 GpuI0 YCTAHOBJIEHO ee UCTHHHOE 3,4-TOJIOKEHHE, Noj-
TBEPKAEHHOE 3aTeM cuHTe30M Boust n [Ixoncona 8 TeMm caMelM s .apeko-
JHHA OBLJIO JTOKAa3aHo CTpoeHHe MeTHJioBoro sdwupa l-merun-1,2,5,6-terpa-
TMIPOHMKOTHHOBOII KHCJIOTHL. JIHC BBIAEJHJ W3 TJIONOB AaPeKOBOH MNaJjbMbl
TAaKXXe T'YBAIMH U apeKaMH; BNOCACACTBHY OpLIO moxa3aHo °~!2, yro ryBalun
SIBJSAETCH HODapeKauAHHOM, T. €. 1,2,5,6-TeTparuApoHHKOTHHOBOH KHCJOTOM
(I8), a apekaun npeactagasier coGoil cMech apekawiuHa W rysaumsa. Ja-
snee Tecc 13 oGHAPYXKUJ ellle OLUH POJACTBEHHBIN apeKOJHHY ajaKasOHA, 10-
JYYUMBIUMH HasBaHHe ryBakoJjuHa (I2) H oKasaBUIMHCST HODAPEKOJHHOM, T. €.
METUJIOBBEIM 3(upoM 1,2,5,6-reTpariIpOHHKOTHHOBON KHC/IOTHL.

K npousBopHbiM  AS-mumepujiedHa OTHOCATCS TakXkKe aJjkajouiwsl Tabaka
(Nicotiana) — anarabun (Ila) 1 u N-merun-anarabuun (116) '6; Bropuu-
Hele ankajtounn Lobelia infanta — moGuuun 7 u usonoBuuun 18-2° gaaso-
{HecsT cTepeoH3oMepaMu H ob6gafawoiude crpoenuem (II1) 21
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Slnpo AS-mumepupgenta sBAsteTcst GPAPMEHTOM  MOJIEKYJbl  aJKaJOHIOB
cnopuiHeH (Secale cornutum)—3proTokcuua, 3proraMuta, 3proMeTpuHa u ap.
obmed ¢opmyant (IV) 2223 aurunposkronnHa (V), 3THJIOBBIH 3GHD KOTO-
poro Obl OOHapy:xeH B OTX0JaX INPOH3BOJACTBA BTOPOCTENEHHBIX AaJKaJOH-
Jos JuctbeB Koka (Erithroxylon coca) ?4, a MeTusioBblii 5¢Up BBIEJEH H3
CeMAH IEPYBHAHCKOTO H SIBAHCKOTO KOKa %5, a TaKkxke ajkajIoHla IPUTPHHBL
(Erithrina) B-sputpouauuna, xoropomy Boxenbxafime ¢ corpyanHkamu 2627
npunuceiBator popmyay (VI). M3 ponesunanckoro tuka (Baikiaea plurojuga)
Onlla BhZeNeHa aMUHOKUCA0Ta Gafikviaun 2, npeacrapisiomias coboé L-1,2,
3,6-TeTparuaponupuan-2-kap6ouoByo kucsaory (VII).
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Hekoropble anxajougel COmep:KaT B MOJEKYJE NHNEPUAHHOBBIA IHKJ,
3aMelleHHBl B noJOXeHMM 3 H 4 THAPOKCHJABHOH I'pynmnol, 4yacTo 3TepH-
¢$huuHpoBaHHOH; NefiCTBHEe BOJOOTHHMAIOUIEI'O areHTa HA 3TH OCHOBAHMSA NpPH-
BOOUT K coorBercTByiominM Ad-nunepunennaM. Tak, nceBmoxonucen  (IX)
nosiyyaeTcsi pH AeHCTBHH NSATHOKKCH ocdopa HA NCeBIOKOHIUAPUH IHUKYTH
(VIII) 29-81, Nernnparanueil TponuHa (Xa), obpasymolierocss B pesyJjbrare
THAPOJINA3A ATPONHHA U THocuuaMuHa (X6) 32-34, ORI ToJyYeH TPONUAHH

(XI) 85-3  cTpyKTypa KOTOPOrO BHISICHEHA [JVIaBHBIM o0pasoM GJaaromaps
paGoram Bumbimrerrepa .

CsH H CH;— R
N st N CaH; _
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(VI {(x) (x
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CH,—N N CH3—§ —>—OR‘
(X1) (X1

(Xa) R=H; (X6) R=COCHCH,OH; (XIla) R=R’=H;
l

CeHs
(XIIé) RZCH;;, R1=C6H5CO.

Anruaposkronns” (3krounmun) (V) cunresuposan aeiictuem PCIE "uauT POCIY
Ha skrouud (XIla) unn senocpepcTBerHo u3 KokamHa (X116)*2. Beiscuenmo ctpoe-
HHsl aHTHIPOSKTOHHWHA IIOCBSIIEH psifi paboT4—4%4 , 0HAKO BCE €lie OKOHYATEJILHO
HE YCTAHOBJEHO TOJIOXKeHUe KapOOKCH/IBHON TpYMIbl B HHIEPHAEHHOBOM siipe
(3 mm 5). JlexapGOKCHJIMPOBAHHEM 3SKroHuAuHA Obl1 mMosiyyeH Tpomupu (XI)E,
YTO MO3BOJIAIO YCTAHOBHTH CBS3b MEXJYy a/KaJOMAaMH TPYMIH KOKauHa H
ATPOIIHHOM.
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ApekoJuH, rJaBHBIH aJKaJOHA apeKoBOR MaJdbMBI, OJH30K no (PH3HOJO-
THYECKOMY MEHCTBHIO K MYCKAapHHY, aETHJAXOJHHY, NHIOKapIHHY, 33€PHHY,
ABJSAACH NapaCHMIATHYECKHM BO30YXKIAIOMMUM AJKAJIOHAOM, JNeACTBYIOILUM
Ha GOJIBIIHHCTBO IApacHMIATHYCCKH MHHEPBHUPOBAHHHIX OPraHoB. ApeKOJHH
CHHXXAET KDOBSIHOE HaBJeHHE, YCHJIUBAeT CJIOHOOTAC/JECHHE, BLI3bIBAGT MHUO-
auc rasa Y. OH ucnonb3yercs B KayecTBe MHOTHUYECKOrO Tipermapara, HO
OCHOBHOE NpPHMeHEHHe HAaXOJHUT B BETePHHAPHONR TIPAKTHKE KaK CJIaGHTeJb-
HOe H TJIICTOroHHOe cpenctro 8. M3oso6uHHH 00/ajaer CUILHEIM HUKOTHHO-
NOAOGHBIM JeHCTBHEM, OH 3HAUHTEJNBHO BO30YKAAET ALIXAaHHE H IOBHILIAET
KpPOBsiHOe JaBJ/eHue (B GOJbIIMX J03aX Mapalu3yeT LEHTPAJbHYI0 HEpBHYIO
CHCTEMY H BBI3LIBAET OCTAHOBKY JbIXaHusi) *9. AJIKaJOWIBI CTIOPHIHBH IIHPOKO
OPUMEHSIOTCS B MeAMIMHe, IVIaBHBIM 00pa3oM B aKyLIepCKO-THHEKOJOTH-
geckoi mnpaxTtuke °05!1. B-Dpurtponaun o6Glagaer 3HAYMTENBHBIM Kypapemno-
JoGHBIM jgeficTBHEM 52, B cBA3YM ¢ GOJMLIIHM NPAaKTHUYECKMM 3HAUEHHEM COe-
OUHEeHHH, coaepKaiux AS-MUNEpUIEHHOBBIE LHUK/AB, GbUIO  OnyBJMKOBAHO
GosbIioe KOJIHYeCTBO paboT, NMOCBSMICHHBIX CHHTE3y MNOAOGHOrO poja CHC-
TEM.

CHUHTE3 M3 TAJOHWUO-UIM OKCHUITUITEPUIWHOB

B GosnbiiuHCTBE cJAyuaeB cHHTe3n 1,2,5,6-TeTparuiponupHIMHOB OCY-
WIECTBJASIMCE NYTEM MOJYYEHHS [HIEDPHIHHOB, 3aMEINEHHBIX COOTBETCTBYIO-
UM 06pa3oM B NOJOXKEHHH 3 HAM 4, ¢ Nocaelyiollel AerugpaTtanueil WiIx
IeruporajoreHipoBanieM (HCKOTOpBlE CHHTE3hl TAKOTO poia OblIH  YXKe
YOOMSHYTH BHIIe), V3siliHble MeTOABl, HCIOJb30BABIINECS AJAA TAKHX CHH-
TE30B, JHIIb B OTHEJBHBIX CJAyYasx NOJYYH/JIH TPAKTHUECKOE [PHMEHEHHE.
TeM He MeHee GoJgbluast 4acTb 3THX CHHTE30B NPeACTABJSIET CAMOCTOATENb-
HBIT HAVYHEIH HHTEpeC.

IlepBhifi cuHTe3 apekaugnHa ocyluecTBuiAd Boas u [lxoucon 85, wuc-
AOJIb30BaBIINe CNOCOGHOCTL aMHHOAIeTaell Jerko MHKAM30BATLCSA B KHCJIOU
cperie. Auerann B-XJOpPNpONHOHOBOrO ajbjerkia, NOJYYeHHBI W3 aKpoJeu-
Ha, of6pazyeT B pe3yJabTaTe KOHAEHCallHH C MeTHJIaMHHOM TeTpaaleTalb
P-MeTuaMMuHOAMNponHOHOBOIC anbrernaa (XI11); nmociaennuit npu neficTBun
KHCJIOTH TpeBpawaercs B 1-merni-Ad-nunepuenn-3-ansaerun (XIV), a za-
TeM Yyepes COOTBETCTBYIOIHE OKCHM ¥ HUTPHJ — B apeKaHIHH. DTUM Ke ny-
TE€M yZajoCh NMOJYYHTh IYBallWH, 1-3THJATYBAUWH U PAJ aHAJOTCHUHBIX COEJIHU-
HeHHH *4-61,

CIH (OCzHs). (CszO)z(IJH H(,3 (OCzHs)e /N\_cHo
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(X111) (X1V)

Fecc u Jlefi66panar ! omucanau noJdyyeHue apekaHInHa OGPOMHPOBaHHEM
METHJIOBOro 3dupa |-METHTHHNEKOTHHOBOH KHCJIOTHL C TMOCJAEAYIOUIMM OT-
niemeHdeM GpPOMHCTOTO BOAOPOJAA OT TIPEATNONOKUTENBHO OOPa3yIMEerocs
3-6pOMIIPOU3BOJHOTO M THAPOJH30M moJydawluierocss apexkoduna. Oanaxo
TlpeoGpaxenckuit u Pumiep 52, BoCTIPOU3BEAS 3TOT CHHTE3, NMOKa3aJH, UTO
3¢Hp, BHEAAEMBI noc1e 6POMUPOBAHHSA H O6PaGOTKH AJKOTOJSATOM, SIBJIfA-
€TCSl HE apeKoJIUHOM, a Heu3MeHeHHbIM 3(QHpOM |-MeTHJIreKcaru poHHKOTH-
HOBOH KHCJIOTHI.

OnucaH psA CHHTE30B 3aMeIIeHHBIX A3-NUNEePHICHHOB NyTeM OTIEIIEHUS
raJOMIOBONOPOLA pPa3IMYHLIMU, TIJAaBHBIM 00pa3oM, OCHOBHBIMH aredTa-
mu 53-6° Tlayau u Tappuc 7 npu neficTBUH MHHAAJbLHOKHCJIOTO cepeGpa Ha
2,4,6-TpuMeTHN-4-HOANUNEPHANH NIONYUUIH MHHIAJIbHOKUCIYIO COJIb COOTBET-
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cTByIoIlero nunepuenna. OruennesHe GpOMUCTOrO BOAOPOLA OT 2-GpOM-2-
(4’-nunepugua)-nponaa (XV) NpuUBeJO BMECTO OXKHAAEMOro 7-7-AHMETHJ-
l-azabunukiaorentasa (XVIII) k 4-msonponuna-Ad-nunepumenny  (XVI)
H 4-H30nponmuneﬂnnnepnnuﬂy (XVII) 7,

CHy~—C—CH, — —cna CH; —CH— CH,
(ﬁ @5 ()
(xvu) (xv) <xvn (Xvi)

Konzencanueél aunerona, ¢opMaabiersia H XJoprujapara MeTHJIaMHHA
Mannux 1 Baan’ nmosnyunsim amuHoaukerod (XIX), nperepneBawmouiufl nop
JeficTBMeM pa3baB/ieHHOH COJISHON KHCJOTHL aJdbJOJbHYIO KOHJEHCALHIO B
coefunenue (XX) (creayer OTMETHTh, UTO YCJOBHs NPOTEKAHHS 3TOR peak-
UHH — CPaBHHTEJbHO HH3Kasi TeMmnepatypa, caabo KHcaas cpefa — O4YeHb
HanoMUHatoT GHOJIOTHUECKHE); IOC/eHee JErko JeruapartHpyercs B 4-me-
tunapekoson (XXI) (cMm. Takxke ). AHanornuHo GbiIM NOJYYEHB JpYyTrHe
apekoJionsl 74 75, Tlpu oxkucnennu (XX) THNOOPOMATOM 6apuss obpasyercs
COOTBETCTBYIOIIAS KHUCJOTA, KOTOpas Jerujparaumedl M MeTH/IMDOBAaHHEM
6bura npeBpatieHa B 4-METHJIApeKOJTHH 75,

CH3COCHj3 + CH,0 -+- CH3NH,- HCl — CH;3N (CH,CH,COCHj3)s —

(XIX)
HO CH, CH,
NS |
'/ \I_COCH3 ‘/ ﬁ\—COCHs
TN/ N\~
X N
S, L,
(XX) (XXJ)

Takum e nyreM u3 ¢opManbASTHAR, an2TanbA2rAfa W XJOPTHADATA METH-
namuHa OblT MONMyuYsH apeKaufuHaAbIRruf ¢ Boixogom ~ 20%, (B 3ToM cayudae
MPOHCXOMUT CAMONPOU3BO/IbHAA JerHipaTalls [pOMEKYTOUd0ro munepuauna)?’.
Cxoftdble MeTofibl CHHTe3a A®-NHMepU/IeHHOB OnMcaHbl B paboTax™s:™

Konpgencaupeii cy/bhonos THna (X X1I), UM20I1MX aKTHBHYIO METHIEHOBYIO
rpynny, c¢ B, B’-muxmopaustunamadamMd (X X11I) 6ol nosyyeds!  coepuHeHust
tuna (X X1V), koropble B pesyJqbTate THAPOAM3a H JerdipaTauud JAlOT AaJKUIb-

Hble MpousBofubie 4-denus-1,2,5,6-retparugyomydada (XX V)08,
R—C6H4CH2502C2H5 + R1~N (CHZCchl )2 -

(XXII) (XXIII)
2 N\ __ 7N
GHOS A AR
e (]
N/ N/
N N
R R
(XXIV) (XXV)

[Ipu neficTBuu xJopucroro TuoHunaa Ha 3-nunepunoast Iloas u Yenu-
yep 82 palbarofain 4acTUUHYIO JeTHApaTaildio, Befymyilo K 00pa3oBaHHI0
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1,2,5,6-TeTparuApoNUpUAKHOB, YTO B OTHAEJbHHIX CJydasx MoxeT OBITb
HCIOJIB30BAHO B IPENnapaTHBHBIX LeJsX.

ABTopbl MOJAraloT, 4TO NPOMeXKYyTO4HoH cTajueil B 3TOM INpeBpallieHHH
sBJsieTcs ofpa3oBaHye XJ0OpCYab(pHHOBOro a¢upa, a He XJOPMUNEpHAHHA,
TaK KaK OTLIENJIEHHE XJOPUCTOro BOAOPOA AJisi TAKOTO POJa BELIECTB MPOHC-
XOJHT B COBEDPILEHHO MHHIX YCJIOBHAX.

0,
O—@H sociy ~0—5+4-CI O 50, - HCH
) |
R l& R

JleficTBUTe b0, IPH aHAJIOTMYHOH o6paboTke 1-3THu-4-MANEpUAOST npC-
BpalaeTcs cpasy B XJOpPNpousBoaHoe. llocjenHee OTLIENISIET XJODHCTHIM
BOJIOPOJL TOJILKO NpPH AeHCTBHM MeTHJaTa HATPHS, TPHYEM COOTBETCTBYIOLIME
Ad-nunepnjenH obpasyercss ¢ HH3KHM BHIXOAOM 68,

MeTaoopraHuyeckuii CHHTE3 € NUMNEPUJIOHAMM [PUBOXUT K TPETHUHHLIM CITHp-
TaM, JIerko AerHapatupyemsiM B Ad-munepumenssl. Tak, 0opu AeficTBHH THEHMJMH-
TH Ha l-MeTwanunepusoH-4 W mocnefyiomedl  Aerujpartanud  GbWI  TOJTYHYeH
1-metus1-4- (2'-tuenun) -Ad-nunepugenn (XXVI) 8 (cM. takxke 34-9),

N v—

\I

TN
\—~

N

|

CHs
(XXVI)

Omucano nosyuenne 1-MeTui-4-(4’-oxkcu)-derun-A’-munepugenHa (X XVI) B
pesyJbTaTe B3aUMOJEHCTBHs |-MeTus-4-nunepuiona ¢ (EHOJOM B KHCJOH cpepe®®.

b, G,
(XXVID)

Mivups u Moucdunpa?®94 nokasanan, uto 3-aiKui-6-MeTHI-6-apuaTeTparuapo-
1,3-okcasin (X XVII) (npoayKT KOHJeHCAUMu 3aMEIEHHOrO o.-MEeTHJICTHPOJIA,
¢dopManpieruia U COJH NEPBUYHOTO aMHHA) MOXKET ObIThb IpeBpallleH nop, fefi-
CTBHEM KHCJIOTHL B l-ajkun-4-apun-1,2,5,6-rerparuaponupiaan (X XIX) c 8ol
XOJaMH, JoCTHramomumu 829/,

CH3—C=CH, /_‘\ /
R1 N—R
l\ . CHy N—=" >
” l+ 2CH,0 + RNH,-HClI~R!— \=>—o_/|—< (XXIX)
N (XXVIII) \"_I‘\J/ oH

, —R

Rl

N, N l/ N

R~ > pN-R
(XXX)
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OTMeTHM, YTO €CJIH B 3TOH pPeaKUMH He NPHMEHATh H30BITKA KHCJIOTHI, TO
NONYYaloTCH COOTBETCTBYWOIMMe nunepugodsl (XXX), perufpartauus KOTO-
PbIX, OUEBMIHO, H NMPHBOIAUT K IIHUIEPUICHHAM.

B ycaosusix BekMaHOBCKOH meperpynmnupoBKH OKcHM  4-(1-meruia-4-de-
HuJ) -nunepuaniaennnkeroda (XXXI) pacuenssercs ¢ o6pa3oBaHieM GeHs-
HATpHIA M 1-MeTtusa-4-pennn-Ad-nunepunenna (XXXIII); sta peaxuus, mo-
BUIMMOMY, IIPOTEKaeT uepes cTaauio o6pasoBanus uoHa KapGonus (XXXII),.
CTaGHJIHBYIOLIEroCs: C OTLIEIJIEHHeM TIpOTOHA %.

?5H5 ) .
C¢H
CeHs, C=N—<OjH CeHs, 6
6 CH A +
N
— —_— '+' CsHscN
N N N
éHg CH; CHs
(XXX11) {XXXND

(XXX

OcyumiecTBIeH TaKXKe psif CHHTE30B AS-IHNEPUNEHHOB [yTeM derHjapara-
IHH NUNEPUAONOB (Hanmpumep 9%6-101),

Omucano TOJyYeHHE apeKauJuHa Aeruaparanded |-MeTHs-4-oKCHIHIIEPH-
IuH-3-Kap6oHOBOH KHCJOTHE 2. YrpioMoB paspaGoranl MeTol ee CHHTe3a !0%
W HCIOJb30BAJ €ro /51 NPUTOTORJMEHHS apeKauaMHa U apekoJjuHa. lumeru-
JIOBHIl 2(Hp aneTOHANKAPGOHOBON KHCAOTH KOHIAEHCAllMefl C alerasbierd-
OOM ¥ METHJIAMHHOM [peBpallaercd B AMMeTHJ0BBHIH 3adup 1,2,6-tpuMern-
4-nunepunos-3,5-nukapGouosoil kucaoTe (XXXIV), KoTOpHll ¢ METHJIAMHU-
HOM H ¢opMaabneruioM obpasyer auMeTHaoBui# 3cdup 3,6,7,8-teTpame-
THI1-9-keTo-Gucnuaul- 1,5-nukap6onoBoii kucnote (XXXV). Ilpu Harpesa-
HHH €ro ¢ COJAHOH KHCJIOTOH moJayualor 3¢Hp |-meTua-4-nunepunoH-3-Kap-
60HOBOH Kuca0Th (XXXVI), namomuil npy KaTaJuTHYECKOM BOCCTAHOBJEHHH
3¢up 1-MeTus-4-orcununepuanH-3-kap6onosoil kucjotel (XXXVII). Ilocnen-
HHE 1oj AeACTBMEM KHCJOTH NpeBpallaeTc B apekKauanH, sTepuduxanuei
KOTOPOTO TIOJIYHaloT apeKOJIHH.

CH,00CCH,COCH,COOCH; + CH3NH, + 2CH;CHO —>

CHj
(0] l 0

; )

9 3
CH,00C COOCH; 9 :
—_ ® — cH00C—+—C—Co0CH, ———>( coocH,
CH CHs s Ul
N CH 1‘33 ¢lch, ‘P'l
i (XXXV) ¢ CHy
(XXX IV) XXXV)  CH, (XXX V1)
OH
COOCH; N—~coon COOCEH,
— — ———
N N N
] | {
CHy  (xxxvin CH, CH;

B nocnennee BpeMst Maypur u Ilpeo6paxencknit 194 uccienosanu pas-
JUYHBIE CrIoco0bl BoccTaHoBJcHHUS KeToabupa (XXXVI) u xougurypauuw
06pasyoIuUKCs NPY STOM NHIEPHIONOB.

[IpenapaTtuBHBI METOJM CHHTe3a apekoJquHa (Ha OcHoBe crocofa Mak-
Dabseitna 19) paspaGortanu Hankosa, Cuaoposa u IlpeoGpamenckuii 196,
OTunoBLl 3¢Hp B-XJOPONPONHOHOBON KHUCJOTH 0Gpasyer ¢ METHJIaMHHOM
B,p’-nukap6arokcuaudTuaMeruaaMud  (XXXVIIL), nuxkausyomuiica nom
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neficrBueM H3oaMusata Hatpus. [losyueHHEH 1-MeTHII-3-KapOITOKCUHTTHIIEPH-
nod-4 (XXXIX) BoccraHoBAHMBaeTcs Ha HHKesde Psdest wim aMafibraMoft
HaTpusa B Kucaoll cpege. Ilocienylomue neruaparanust ¥ 3TepaHKauus OpH-
BOAST K apeKOJHHY.

0

i

¢ N—C00C,H;

CICH,CH,COOCH; — CH3N (CH,CH,COOCH;) ~ l l -

(XXXVIII) L
N

CH,4
OH
[ (XXXIX)

/" N—cooH " N\=coocH,
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AHanoruuHBIi MeTon CHHTe3a apekosnHa Obil ony6aukoBaH J[06poOB-
CKHM '07: KOHIeHCcalHell 3THJIAKpHIATa ¢ METAJdMHHOM [OJYYaloT CoelHHe-
sue (XXXVIII). Ilpu ucnosb3oBaHUH 3TOTO METOAA HECKOJLKO M3MeHseTCs
TCXHHKA NPOBeJeHHsl PeakKlHH M HeMHOTO MOBLINIAIOTCH BHIXOAH. HenaBHO
3TOT cocol (MCXONd U3 METHJIAKPHIATa) OB YCOBEPLIEHCTBOBAH H Pachpo-
CTpaHeH Ha psii TOMOJIOTOB apeKosanHa !%, Bmecro 3¢upoB akpu/ioBoil Kuc-
JOTH B 3TOM H aHa/JOTHYHOM CHHTE3aX MOXKeT GHIThb HCIIOJNL30BAH aKpHJIO-
HETpRA 109 110,

OnHcad CXOMHBIH METOJ TONyUYeHHs ryBamuua !l JIjia sToro K MoJiekyJie
aMMHaKa NIPHCOENHHSIOT TDH MOJIEKYJIb STHJIAKDHJIATA.

NH;+3CH,=CHCOOC,H; — N (CH,CHoCOOC,Hs);
(XL)

O6pasyowniics  §,p',8/-rpukap6stokcurpustunamus  (XL) pasnee IHKIH-
3YIOT B IUIEPUIOH, KOTOPLIH BOCCTAHABJIUBAIOT, TIHMJPOJU3YIOT, AETHADPATH-
PYIOT ¥ 3TepUUIUPYIOT AHAJOTHYHO ONMCAHHOMY BHIUIE (paHee 3TOT MeTOX
OBl HCHOJB30BAH YTPIOMOBHIM 12 g nonyvenuss 2,6-1MMeTHJIAPEKONHHA).
B 1958 r. 611 oCyInecTBJeH CHHTe3 paneMuueckoro GafikuaunHa (VII) 113
ucxoasa u3 1,4-auxgaopOyTuHa-2, npeppailieHHOro AefCTBUEM YPOTPONHHA,
a 3aTteM XJopHcToro GeHsousa B 1-6eH3ounaMuno-4-xjop6ytua-2 (XLI), ko-
TOPLIEl NPH B3aUMOJAEHCTBUM € HATPHI(OPMHIAMUHOMAJIOHOBBIM — 3(HPOM  Jall
coeannenne  (XLII). [Hanpueiiinast cepusi npeBpail€HHil BK/IOYAET nNapHajIbHOR
THPUPOBAHUE 3TOTO COEAMHEHHs], THIPOU3 W JEKapIOKCUIMpOBaHHe, IPHUBOASIIHE
K amuHokucqote (XLII) yuc-koudurypauud. 3ameHa B HeHl aMHHOrPYIIL HA GPOM
JedicTBYeM GpPOMMCTOrO HMTpO3WJA AaeT  yuc-1-6poM-5-GeH30uIaMUHONEHTeH- 3-Kap-
6oHoByto-1 kucnory (XLIV), mukmmsyioutytocss B pesysbrate o6paborka Ba (OH),

B D, L-6aiikuana (VII).

HOCH,C = CCH,0H — CICH,C = CCH,Cl — CH;CONHCH,C = CCH,Cl —

(XLI)
— C4HsCONHCH,C = CCH,C (COOCyHs); — CeHsCONHCH;CH=CHCH,C (COOC,H;) —
(XLII) NHCHO NHCHO
AN ( N
— C4H;CONHCH,CH=CHCH,CHCOOH — l\ f-cooH ~ | /,—COOH
l NH Br N
NH, | B
COCH,

(XLIII) (XLIV)  (VI)
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OCHOBHBIMH HELOCTATKAMH INPHBEAEHHBLIX CHHTE30B, KAK YiKe YNOMSAHYTO
BhIllEe, ABJAAIOTCH MHOTOCTAAUEHOCTh M CJIOKHOCTD 3KCICpUMEHTA, 06y€JIOB-
JIMBAlOMMe HH3KHE BBIXOABI KOHCYHOI'O NPOAYKTA.

CHHTE3 HA OCHOBE BOCCTAHOBJIEHUY ITPOU3BOJHbIX MUPUMHA

3HauuTeNbHBIH HHTEPEC NMPEACTABJSIOT METOLH TOJYYEHHs] NPOU3BOIAHBIX
A3-mumepuienta, OCHOBAaHHbIe HA YaCTHYHOM BOCCTAHOBJEHHH COOTBETCTBYIO-
UIMX TPOU3BOAHBIX nMpuAHMHA. H3BecTHO, YTO BOCCTAHOBJIEHHE MUPHAMHOBOTO
KOJIbIIA NPOMCXOJHUT HEOAHO3HAYHO, HADSIAY C IOJHOCTBIO TI'AIPHPOBAHHBIMH
[IPOM3BOAHBIMA 00Pa3yIOTCs TaK¥XKe MPOAYKTHl YACTHUHOTO BOCCTAHOBJICGHHSA,
B TOM u4Hcae H AS-nunepupeunnl. CyuiecTBYeT MHOTO METOJOB THAPHPOBA-
HHA TNHPHAHHOBOIO f7pa, HO JIMIIb HEKOTOPBEIE M3 HUX IPEJCTaBAAIOT TIpe-
1apaTHBHYIO UEHHOCTD,

Karaauruueckoe soccranosaenue. Tlpy HCIONB3OBAHWM 3TOTO MeETOHA
TIPAKTHYECKH He YIaeTCHd OCTAHOBHTHL PEaKIUIO Ha HYXKHOW CTaauH; THApH-
pOBaHHE HJAET A0 IeKCarHAPONHPHAMHOB, BLIXOAH Ke 1,2,5,6-reTparugpo-
NPOM3BOAHBIX TIONYYAIOTCH He3HayHTesbHble. Tak, BLIXOA apekauguHa npHu
BOCCTaHOBJEHHH TpuroneanuHa (XLV) Hapg nmatuHoBoii depHbio !'* He mpe-
soimaer 19%.

”/\-——COO‘ /\‘—COOH
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N NS
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(XLV)

Anasnornunoie pesyabraThl nogyuust Mywmm 15-17 pokasaBmiuil Takxe,
YTO 3aMelleHHble YeTBePTHUHbIE COJH MHPHAHHA BOCCTAHABJIMBAIOTCA B INpH-
CYTCTBHHM NJaTHHBL, 06pasysa AZ-nunepHIeHHE], KOTOphIE IIPH IIEPErOHKE B
BaKyyMe H3oMepusyioTcad B Ad-mumepumeunsl, KartainThueckoe THAPHPOBA-
urie, 1,2-IMruApPONUPHINHOB HAJM NJAATHHOBOH YepHBLIO NPHUBOIAHT K TeTparuji-
DONPOM3BOAHBIM € BEpPOSITHBIM  3,4-TIOJIOKeHHeM  QBOHHOA  cBs3u 18119,
Hmeercss coolbmenne o TOM, YTO NPH THAPHUPOBAHHH HOAMETHJIATAa METHJIO-
BOro 3(yHpa H3OHMKOTHHOBOH KHC/JHOTHI HAJA OKHUCBIO MJIATHHEI YIAaJOCh BHE-
~THTb MeTWJIORBIH 3¢up 1,2,5,6-TeTparn/ipOU30HHKOTHHOBOM KHCJIOTH 120, ‘

D AeKTposoCCTaHO8ACHILe [AET HECKOJbKO Jyulllhe pe3yJbTaTel. [[3BHC
u Mak-Tu 12! priennsu u3 npopaxHoro nunepuausa 10% A3-nunepunenna
M He6GoJbllIoe KOJMHYECTBO TETPATHAPONHKOJMHA; OHH MOJaraiT, YTO 3TH
COeJHHEHHs 06GPasyloTcs MNpPH 3JEKTPOJHTHYECKOM BOCCTAHOBJIEHHH MHPH-
JMHA, cofepxalllero mpuMecd roMosoroB. ITpy BOCCTaHOBJEHHH NHPHIAHHA
H ero YeTBEPTHUHBIX COJIeH 3JEKTPOJHTHYECKH B KHCJOHA cpele GBIJIO MOJy-
yeHo ~20% Terparuaponpoussousix 122 12, Illopm 124 u depaec 125 snekTpo-
JUTHYECKH BOCCTAHOBMJIM @, P M Yy-THKOJHHBI, 2,6-TyTHAHH, a TakXe MHKO-
JIMHOBYIO, HUKOTUHOBYIO M H3OHUKOTHHOBYIO KHCJOTHI, mnoJayuus 1,2,5,6-
TeTparuiponpoussoaubie ¢ BoixonaMu 10—589%; BoccTaHOB/NEHHE TPUTOHEJ-
JIMHA NPHUBENO K apeKaHuJHHY C A0BOJBHO XOPOIIMM BhIXOAOM. B xone 3Toft
peakuuu o6pasyloTCs TaKkKe TNPOAYKTH JeKapOOKCHIHPOBAHHS KHCJOT H
I'eKCaruaponpouaBojune 12,

Boccranosaenue narpuem 6 cnuprax. B 1902 r. Uuun6abun otmerny 127,
4TO NPH BOCCTAHOBJAGHHU 4-GeH3UNNUPUAMHA HATPHEM B cOUPTe HApALy C
COOTBETCTBYIOUIUM [HIEPUAHHOM 006pasyercss HEKOTOPOoe KOJHYEeCTBO TeT-
paruaponupunuHa. To Ke, HO B 3HAUMTEJBbHO MEHBIUEH CTENEHH OTHOCHTCA
H K BOCCTAHOBJEHHIO 2-OeHswinupumauHa, [loske aHaJOrHUHBIE SIBJIEHHS
OBHIJIM OTMEYeHBl Ha fnpuMepe 4-MeTHJA-3-3TWINUPUAKHA ¥ HEKOTOPHIX APY-
I'HX coejuHenuii 128-130, B 1950 r. Jlykem u OIpHect !3!, neTaACh MOJYYHTH
BTOD-OyTW/INHMIEPHUIKHI BOCCTAHOBJIEHHEM COOTBETCTBYIOIETO NHPHAMHA
HaTpHeM B aMHJIOBOM CIIHDTe, BBUIGJNHJH CMeCh TeKca- H TeTparuapocoe-
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nuHeHHY. BaBsoHek ¢ corpyanukamu 32, oGoOIIHE paHee MOJyUEHHBIE pe-
3yJabTaTH, pas3paboTanu TNpenapaTHBHbIE METOA TNOJyueHHs AS-THnepHAeH-
HOB BOCCTAHOBJICHHEM NHPHIMHOB HaTpHeM B OYyTHJOBOM CHHpTe (CM. TaK-
xe 13%) . Bpixoasl BBICOKM — 0T 57 10 87%, HO JHIIb B TOM CJyuae, eCji B
MOJIOKEHHH 4 MUPHAMHOBOTO siIpa HMeeTCs aJIKMJIbHBIH pajukaJ, 4To 3Ha-
YHTEJNBHO OTPAaHHYHBAET NPHMEHHMOCTb 3TOTO METro/ad.

Boccranosaenue cmewannoimu eudpudamu merairos. BoccTaHOBJICHHE
rajouaaJKu1aToB NHpPHAUMHA GOpPrHAPUAOM KaJjusa uccaegoBat Ilanmys 13-
187, OkasaJjiocb, 4TO TNpPH IeHCTBHH 3TOr0 peareHTa HOAMETHaAT NUpHAHHA
npeBpawaercss B 1-MeTmsi-Ad-nunepugeun ¢ BuixogoM 65%. Yanunenue
UenH pajiHKaJa, HaxoJsUIerocsi y asoTa, CHOCOOCTBYET IPOTEKAHHIO PsLa
no6oYHBIX peakKuui, BeAyWUX K 06pa30BaHMIO PA3JIMUHKEIX GOPHBIX KOMMJEK-
COB, IHMEPOB AHTHJPONHDHIANHA K T. J.; OAHAKO GOJblIEH YacTbi BBIXO/bI
A®-nUnepHIeHHOB JOCTATOUYHO BHICOKH H cocTtasisitor 40—74%. CxoaHbic
pesyabTaThl NPH HCNONB30BAHHM GOPrHAPHAA HATpUs mnoJydeHnr Pepie-
com 138, Jlafin ¢ coTpynHuramu '3 omucasu moJyueHue 1-MeTHJI-4-GeH3H-
OKCH-AS-nunepHienHa M3 COOTBETCTBYIOWEH YETBEPTHUHOH COM C BHIXOIOM
86%. Ilanys BOCCTAHOBHJI TakXe HOAMETHJAATH HHKOTHHOBOH KHCJOTHI,
MeTHJIOBOTO 3¢Hpa HHKOTHHOBOH KHUCJOTH W HUKOTMHAMHAA COOTBETCTBEHHO
00 apaKaulHMHA, apeKoJHHa M apeKaujHHaMHjaa ¢ Bhixogamu nopsaka 30%
(cM. Takxke 126},

PlogMeTHnaTr HHUKOTHHA GBI JIETKO BOCCTAHOBJIEH IO TETParulpolpous-
BOIHOTO; B TOM CJyuae UMeeT MeCTo TakXKe noGouHas peakuus, 3aKJI0-
gamoumancs B PaCKphLITHH HUPPOJHAHHOBOIO KOJbHA ¢ 06pa30BaHHEM COEIH-
Henuss (XLVI). Cuenyer ykasaTb, 4YTO BOCCTAHOBJICHHEe MNHPHAHHUEBBIX
cosiell GOPTHAPHAOM KaJiHsi B psiie cJydyaeB NPHBOIHT K 1,2-nuruaponpouns-
BOJHKIM; B UaCTHOCTH, 3TO HaGJIONAETCH, e/ PajHKal] y a3ora SBJseTCa
0 CBOeH mpupoje IIHKO3HIHBIM 37,

N
Y e

BoccraHopiieHHe NHPUAMHHEBHIX cojiefl B A’-IunepuielHb MOXKHO ocy-
MECTBUTh TAKXKe [PH MOMOIUM ajglOMOrHapufa Jjurtusa. Ilanys!¥ ykaswiaer,
4TO B 3TOM Ccjy4ae o6pasyloTcsi sHauuTeNbHble KOJHuecTBa 1,2-Auruppo-
HOPOM3BOJHEIX, HO 3TOTO MOXHO H30€XKaTb, NPOBOAS PEaKUHIO B Cpele TET-
parugpodypana. Brixonn AS-nunepuaeHHOB NpPH 3TOM BCEraa HHXKe, yem
NpH HCOOJNb30BaHMH Oopruapuna kaJuusa. BnpoueM, ®epiecy'?6 ynamoch
NOJYYHTh BLICOKHE BHIXOAH! A-numepuuentos (xo 56%), mpoBoas peak-
M0 B OGBIYHBIX YCJAOBHAX AaJIOMOTHAPHIHOIO BOCCTAHOBJEHH.

Bocceranosaenue mypassunod kucaoroid. B 1936 r. Maiio 140 wpu B3a-
AMOIEHCTBHH NHPHIAMHA C MYpPaBbHHOH KHCJAOTOH M METHJOBBIM CHHPTOM
B JKECTKHX YC/JIOBHSIX MOJYYHJ CMeCh 1-MeTHANMHPHAHHA M YacCTHYHO THEPH-
POBaHHBIX NHPHAMHOB. Jlykemi !4l nokasaJ, yro caM OMPHIUH He BOCCTA-
HaBJuBaercss NojA JAeficTBHeM MYpPaBLUHOH KHCJOTBE, HO OpOMMETHJIAT
NUPHAKHA ¢ MypPaBbHHOH KHCJIOTOH B NPHUCYTCTBHY (GOpMHATa Kajusl faer
cMech l-MeTmanunepuanHa W 1-MeTua-Ad-munepHAeHHa ¢ npeobrafaHueM
nepBoro. [Ipennonaraercs, uro B pa6ore Mafio ! TakKe BOCCTaHaBJIHBAJICS
He caM NUPHAMH, a HOH l-MerwnnupuauHnus. MHrtepecHo, yTo, B OTJIHYHE
OT NHUPHIMHA, XHHOJHH BOCCTAHABJHMBAETCS MypPaBbHHOH KHUCJOTOH (Jydlle
B NIPUCYTCTBHH (opMHuata HaTpus %2 uau TpusTdiaMuya '4%), npespauanch
C XOpOIIHM BHIXOAOM B l-Gopmui-1,2,3,4-rerpa-ruapoxusodud, Jlykew ¢
COTPYAHUKAMH MCIOJIL30BAJH pPa3paboTaHHBIH HMH MeTOJ BOCCTAHOBJIEHHS
NUPHAMHHEBHIX cogeif 141144 nus nosyueHdss Dsafa aJKHJI- M apHa3aMmemeil-
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upix Ad-nunepugennos *5-149 Kocr, IOnun u Iunos %0 pacmpocrpanuin
HTOT METOJ Ha JPYTHe rajJOUfHble AJKHJ/IIHPHIHHHH.

HnrepecHo 6bii0 MONBITATHCS BOCCTAHOBHTH TaKHM HyTeM KapOOHOBEHIE
KHCJOTH NMUPHIMHOBOTO PsiZa, € TeM 4TOOCH Cpa3y BHIHTH K apeKaujuHy H
ero usomepaM. Ognako npu BoccTaHoBiaeHuu roMapuHa (XLVII) n Tpuro-
gemnuna (XLV) — MeTun6eTauHoB MUKOJHHOBOH H HUKOTHHOBOH KHCJOT —
B XKECTKUX ycaoBuax Jlykent noayuusa 3! Auiib cMech NMPOAYKTOB fAekaplo-
KCUJAMPOBAHHA B BuOe |-MerHs-Ad-munepunenHa u 1-merunanunepunnsa. Ilpu
BOCCTAHOBJIEHHH MeTHJI0eTaHHa H30HHKOTHHOBOH KucaoTel (XLVIIT) 6blia
noJyydena 1-MeTHAH3OHHNIEKOTHHOBAS KUCJAOTA, T. €. NPOHU3OHIAO NOJHOE BOC-
CTAHOBJEHHe NHPHAWHOBOTO fApa. BoccraHoBienue ratodjgHeix N-kap6o-
KCHAJKHMUPH/ANHEEB MpPHBEIO JHIIb K INPOAYKTaM JeKapOOKCHIHDPOBa-
Hns 192,

CO0O-
N 0
\N / —COO0~ l\ /
(!Hs (!Hs
(XLVH) (XLVIII)

BriXoan cMeCH BOCCTAHOBJEHHHIX HNUPHAMHOBBIX OCHOBaHuHi y Jlykema
©o6biuHo BhicokM (mopsiaxka 809 ), Ho comep:kanue B Hel Ad-nHUNepUIEHHOB
8 GOJLIIUHCTBE CaydaeB He npesbimnaeT 10Y% (oueHb BLICOKHiT BIXoja A3-mH-
nepugenaa —82 % — 6bl1 MOTYYeH JHLIb IPH BOCCTAHOBJEHHH GPOMHCTOTO
1, 4-nuMeTuanupununns 47), CorsachHo Jlykeily, peaxuus BOCCTAHOBJICHHS
THPHAHHHEBHIX COJeH NpPOTEKaeT B ABYX HalpaBJEHHsIX N0 CleAyloulel cxe-

Y0-0 -0-Q
AR

IlepsoHayasbHO BOLOPOA NPHCOENHHSIETCS, KAaK NPABUJO, MPEHMYIIECT-
BeHHO B |,4-mOJIOKEeHHe, a TaK Kak 2,3-ABoMHas CBSI3b JIEKO BOCCTAHABJIH-
BAEeTCA MYPaBBHHON KHCJOTOH, TO B 9THX ONLITaX TeKCaTHAPONPOHU3BOAHOTIO
TnoJy4yaercd 3HaUMTebHO OoJsiblile, 4YeM TeTparuaponpoussonnoro. Kocr c¢
COTPYAHHKaMH %8 r10Kasan, 410 3aMeHa (opMHaTa KaJus Ha TPUATHJIAMHH
NpY BOCCTAHOBJIEHHH NHPHJHHHEBEIX CoJiel MypaBBHHOH KHCJOTOH I0O3BO-
JISIeT HanpaBuTh NlepPBOHAYAJLHOE NPHCOENHHEHHE BOXOPOAd B GoJbliell cre-
NeHH B MOJoOXKeHHe 1,2, uTo JaerT BO3MOXKHOCTL NOJYUaTh aJKHJ3aMelleH-
Hele AS-nHNMepHAeHHBl ¢ BhIXogaMu nopsaka 35%.

Hexoropoie Opyeue cnocober 8occTanogAenus; SIHC S BOCCTAHOBHI TPUTO-
geaauH (XLV) o/710BOM B COJISTHOH KHCJIOTE, OJHAKO BHIIEJCHHE apeKaHAHHa
M3 DEaKNHOHHOH CMeCH JOCTATOYHO CJOXKHO, H BBHIXOJBI HeBeJHKH. Mefep 6
HCIIOAB30BAJd BOCCTAHOBHTEJLHEIE CBOACTBA aMaJibTaMbl HATPHA AJAS TOJY-
YeHHs apeKauAHHa, HO N03XKe OBIIO NOKa3aHo !4, uyro BHIXOJA mpH 3TOM He
npesbiuaer 1%.

CBOMCTBA AS-IIMIIEPHJIEWHOB

A3-TTunepuaenHbl NPOSIBJASIOT BCe OOLIYHBIE CBOHCTBA alU(ATHIECKHX aMH-
HOB M 3THJEHOBHIX coeiuHeHH[. OHH SIBJSAIOTCS IOBOJBHO CHJIbHBHIMH OCHO-
BaHUSIMH, JIETKO 00Dasyst COJMH C PasJMUYHBIMU KHUCJOTAMH, a TaKke. alH-
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JHPYIOTCA, aJKHJHPYIOTCS, HUTPO3HPYIOTCS MO a3oTy, o6pa3syior N-okHucH
(o moayuennu N-oKuCH apekosuHa cM.1!5%). 1-MeTua-A®-nunepumerH yna-
JIOCE AeMeTHJHPOBAThb, He 3aTparuBas KoJbla, AeficTBueM GpoMligaHa U
ruaponusoM obpasytomerocs N-uuannna !5, F'odbmMaHOBCKHE pacnag ueTBep-
THYHBIX @MMOHHEBBLIX OCHOBaHHl, o6pasyeMuX AS-nUNepHaeHHaMH, IPUBOAUT
K 06pa30BaHUI0 COOTBETCTBYIOIIHX AE€C-OCHOBAHUH, UTO OBLIJIO HCMOJL30BAHO
IJIsT JOK23aTeJbCTBA CTPOCHHSI HCXOJAHBIX COeLMHEHHH 145. 146,156 Xo7gq npofi-
Hast cBsi3b AS-nunepHienHOB 3aMeTHO GoJiee YCTOHYHBA K BOCCTAHOBJEHHUIO, IO
CpPaBHEHHUIO ¢ A2-IBOHHOM CBsI3blO, BCE 3KE OHA AOCTATOUHO JIETKO THAPHUPYET-
Csi B NPHCYTCTBHH METAJIJIMUECKMX KaTaJH3aTopoe (cM., Hanpumep !l 6566,
75, 86, 124,132, 157) . 3THM NyTeM MOXKHO ONpeesATh COAepXKauue A3-numepuje-
MHOB B CMECH C NUNEPUAHHAMH.

A3-TlunepueHHBl JIETKO [PHCOEAMHSIIOT OGpoM 10 JABOHHOH CBA3K.
O6pasyomuecss AH6POMIHNEPUANHB OOBIYHO HCHOJB3YIOTCA [Js OTiese-
HUSl NUNEePHICHHOB OT CONYTCTBYIOIIHX MM NHUNEPUAHHOB; 1npu oOpalboTKe
NUGPOMHJIOB LHHKOM A3-NMHMNEpUAEHHBl PEreHepHPYIOTCA C KOJIMUeCTBEHHHIM
BBIXOAOM 144 148,150,183 JTpofiHag cBsSL AS-MHNEPUACHHOB IPHCOCIHHSET
TaK¥Ke MaJIOHOBYIO KHCJIOTY (06bluHO B noJoxeHue 4) % 6l; 51uM nyrteMm Gbi-
Jla CHHTe3HpPOBaHaA UHHXoJoHnoHoBas (4-[3-kap6okcHNHNEpPHANTYKCYyCHAsN)
KucJoTa %8, BhIJesleHHass TNpH pacnaje XWHHHA. B pesyabrate o06paBorTku
4apeKoJIHHa aMMMaKoM Moj JaBJjeHHeM Obl1 MOJYUYEH aMHUA l-MeTua-4-aMu-
HonunepuauH-3-Kap6oHoRofi KucaoThl 198, Onucana rugpartanus AS-nunepu-
IEeMHOB, MpHUBOAsLLAA K 4-nunepugonam %, a Takxe NpHCOeIMHEHHE TajOH-
IOBOJOPOAOB IO JBOHHOH cBsI3M ¢ o6pasoBaHueM 4-rajJoUNNUIEepUIH-
HOB %. 129, nocsienHsia peakuuss OblJia HCIOJb30BaHAa MAJsl OCYLUECTBJEHHS
pAlla MpEeBPAIEHU B PsAy TPONAHOBLIX ajkajonaos s 159 TIpu okucaeHun
ryBallHHa B MATKHX YCJAOBUAX NepMmanranatom Ppeiinenbepr ! Bpiienus coe-
IMHEHHE C NpealojlaraeMbiM CTpPOeHHeM 3,4-THOKCHNUnEepHaHH-3-KapGoHo-
BOU KHCJIOTHI.

IBoiinas cBsI3b AS-NHNEPHIEHHOB JErKO MOABEPraeTcsi 030HOIU3Y 15; a1y
PEaKIHMI0 TaKkKe [1e1eCO00Pa3HO HCTIOJb30BATh JJis A0KA3aTebCTBA CTPOCHHS,
OIHAKO OOBIYHO B STHX IeJsX O30HOJH3Y MOABEPTaloT He CaMH NHUNepHIeH-
HBI, 4 COOTBETCTBYIOIIHE IEC-OCHOBAHHSI — IPOAYKTH TO)MAHOBCKOTO pacma-
na'6.156  AS.TTunepuaerHnl MOTYT OBITb J€THAPHPOBAHH B MNPHCYTCTBHU
uyHKa 5, cenena 78190 yau magananust '8 B COOTBETCTBYIOILUC TTHPUILHHDL.

Hekoropble CHHTETHUECKHE AaHAJOTH APEKOJHHA M JPYrHX NPHPOAHBIX
A3-nUMepHIEHHOB SBJSIOTCS (DU3HOJOTHUECKH AKTHBHBIMH CO€IMHEHUSIMHU.
Tak, 1-ankua-4-apua 1,2,5,6-rerparunponupunnnsl (XLIX) obmanaior anadb-
FeTHUECKOH AaKTHBHOCTBIO, B psifle CJyyaeB paBHOA aKTHBHOCTH KoOJe-
uHa . 161 B gauecTBe MECTHBIX AHECTETHKOB HCIOJB30BAJHCH NMPOHM3BORHOE
AS-nunepunenna (L) u ero anamoru 2, mpu 3TOM OTMEUYEHO, YTO BEIIECTBO
(L) oBiamaer Takxke HHKOTHHONOAOGHEIM neficrBueM. CoeIMHEHHs THIA
(LI) oxasaauch n0BoJbHO 3(Q¢eKTHBHRIMH crnasMoJuTHKamu %, Kceaeno-
BaHust B paAldy OJIH3KHX aHAJOTOB NMPHPOAHBIX A3-NUMEpHIEHHOB NO3BOJUJH
YCTAHOBHTb HEKOTOPHIE 3aKOHOMEPHOCTH B H3MEHEHHH (hH3HOJOTHYecKol ax-
TABHOCTH B 3aBHCHUMOCTH OT CTPOEHHS; ONHHMM M3 H3YYEHHEIX NPH 3TOM Be-
wectB sgBudcsi N/, N-numermiaamug N-mertua-1,2,5,6-reTparuipoOHHKOTHHO-
Bo#t kucaote (LII) 183,

I'Ar |CGH5

A\ N\ N A _cone
S S
\11\1/ \If/ N \

—_— |
Alk CH2CH200C—-< N_NH, R CH,

(XLIX) (L) (LI) (L1D)
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