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Paapabotanm merof cunreda 5'-0-(17-f-D-rmoronnpanosun) — tuappma n -2’ -pe3ok-
CHIUTHHHA, OCHOBAHHBII HA B3ammopeiicTrun 5 -O-rpuTiinoBpx aQHpOB HYKACO3MEOB ¢
aneTobpoMraoko30i B npicyTeTeun AgClO, ¢ HOCHeyIOMIIN  CHATHEM SALUTHRIX IPyIII.
ITo peaxnuyn Kennrca — KHEOppa TOJyYSHAL IPOHSBONELIC dPHPOB 1, 2-0pTOATETHI-0t- D- 110~
KOXWpPAaHO3st W 2'-gesorcuuyruanea. Hepuoparnoe ORICIeLTe rmorcomummuumua n03B0-
JIHII0 TIONYIHTE IPOM3BOJHOE THMHIIEA, KOTOPOE MOAKET OBITE HCTIOJIL30BANO MIA [(PHCOSqH~
seuys TnmpnEa K Oenky. CTpyRTypa IPOAYKIa NEPMOJATHOTO ORHCICHMA NOATREDHIeH]
ero poccranopaernes NaBH, u nocaepylompnr O-amernnnpoBamuen. Ilosuyvennsie coe-
AuHeRNA H3yueHbl meromary IIMP u ¥V D-cresTpOCKONME, MACC-CHERTPOMETPIM, 4 TAKIKE ¢
Y0 MOHIBIO (PP MCHTATHBIOIO M KHCIOTHOTO I'HJPOJH3a.

Cosflanpe NEDOHHPOBAHHLIX (GOPM OHOTOTHYECKM ARTHBHBIX COEIHHEHUR
ABAALTCA ONHUM W3 IyTeil moBsmesns 5GOEKTHBHOCTA XHMHOTEDAIeBTHIe~
crux npenaparos. Ocofoe sradeHme Taroil MOAX0X mpuobperaer B Tepannn
paka, Te BOIPOCH. PAClIDeleleH s IPenapaTa B TRAHAX H GROPOCTH ero yTH-
JH3aLUIT 0C0HCHNO0 BayHsl. C oTOH TOURM 3PCHUS NPEACTABIILTCS NCPCIIERTHB-
e noaydenue O-raInKO3UAOB HYKJISO3HIOB, LPHMEHAEMLIX B XMMUOTEDAIHE
para. ITpofAyrTs oepuofaTHOr0 OKMCJCHIN 9TUX COCIMUEHIH MOTYT GBITH HC~
AONB30OBAHbL IS IPUCOCHHHOHMS HYKISO3UIOB K Gesran.

CuuTes MyKIEOSUIIOB, CORSPIKALINX JUCAXAPUL, MO/eT OBITh OCYNIeCTBICH
JIBYMA TYTAME — DUHKO3HIMPOBAHNEM OCHOBAHWH IIPOUZBOMHBIME JHCAXA-
'PHJIOB MM BBECHIEN B HYKICOIML BTOPOTO CAXAPHOL0 OCTATKA. Boamosuocru
APUMEHEHHS TEePBOTO METORA B SHAYMTETLHON CTENeHH OTPAHHICHLl TONYIe-
HUeM HYKIe03UIOB, CONED/RAMIX OCTATKE UPHPOAHBIX mucaxapuios. Tarod
TOJX 0/{ OGTATOTHO MIHPOKO ocBemeH B anraparype [1—6], Torpa rar npumeps
CO3AAHHA CBA3ZNW MEYULY IYKIEO3MJAMM T YrieBOTaMi IVEIMYNLL. JIMXTCHTA-
Jgep I coTp. ocymectRuam o pearnuu Hewurca — uoppa roarosuirnpona-
e N3OTIPONMANAeHHO3HHA [T], 8 TaKKe IIOKABAIIT BOBMOKHOCTE ANANOTHIHO-
TO TIHRO3WIMPOBaHUA Maoupommaugenypugmna [8]. Ogpako Taroil myrs He
HPUTONeH JUIA HONYYeHMS HDPONM3BOTHBIX HYKIEO3HIOB, YTICBOAHBIT 0CTATOK
KOTOPHIX He COMEP!RAT Luc-NHONLHLEIX C©pynmupoBok. Hacrosmas padora
MOCBANIENa PEIICHHIC 9TOM CHHTETHIECKOH 3agadu HAa TPUMEPe NOJAYIenIs
5'-O-raworonnpagosuIoB THMEIIHA W 2 -1e30KCUITTHIIHA.

B wagecrse serofa rANKOSUAMPOBAHIIT Oniia BoGpaga MOAMPMIALNA
Bpenepera peaxnmn Henurca — Huoppa, ocmoBamnas ma BaauMOLeiicTBuUY
AUMITAIOTEHO3 ¢ TPUTHIOBLNT spupamu cmprTOB B npl[cchmm{ AgClO,.
Baamnogeiicrone 3'-0O-agerui-5' -O-rpurmnremnnuna (1) [9] ¢ amerobpomrimoro-
3011 B HuTpoMerane B reveirne 30 mun B npucyrersin AgCl O ; (eM. cxeny 1) mpn-
Besto ¢ BEIxOAOM 41% w obOpasosammio 3'-O-amerua-5-0- (1” p-D-2",3",4",6"-
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terpa-O-anerua-raoromnpanosua)rumuauaa (1), wkoroperit ymamoes Bmie-
AUTE TONBKO ITOCJE CIOKHOM Xpomarorpadueeckoll oguctkm meromom TCX.
ITpw o6padorre npowssomuoro (11]) Mernaaros narpus B Meramose o6Pasyercs
¢ serxomom 91% 5-O-(1"-f-D-rmoxommpanosmi)rumuina (V). Brmenenue
MOCJegHEeTO 3HAUHTEJBHO O0faeryaercs, ©CIM PeAKNMOHHYI Maccy 6es pas-
feJeHrsa TPOAYKTOB IIMKOBMIHPOBAHHNA HYKICO03H/2 He3aleTuIUPOBATE MeTH-
matom mHarpua B meramone. [lpu raroit ofpaborke pucaxapun (V) moayvem
¢ CyMMapHBIM BBIXOTOM 43 %.

B pearnum TAHKOZMANDPOBAHEA OB TakyKe HCIOIL30BAH 3 -O-nesampymen—
merit ruvupes. Kowpeucawmeit 5 -O-rpurmnrumumuna (I1) [9] ¢ ameroGponrmio-
x030i B npueyrersun AgClO, monyuen pucaxapun (1V), xoropsit ne ynaiocs
OUYMCTHTE OT TIpUMecell YIICBOAHOHR HPIPOAL. AMeTwanpoBaHUWe JHCAXapHia
(IV) m mocnenyiomee Bmizexenne meromom TCX mano amanurwgeckw wncroe
coemumenvie (I11) ¢ cymmapubM BEXomoM 27%.

Harecrno, wro pearmms Dpefepera TwPWBOAUT MCKIUMTENDLHO K
1,2-mpanc-rauxosumam [10]. B cnexrpax TIMP coenmnenuir (I11T), (1V) u (V) ue
VIaeTCss OTHeCTH CHIHAJ aHOMEPHOTO TPOTOHA IJIIOKOZLI, B CBABIM C ATIM JUTS
noArBepACHEA ee P-ROHQUIYpannu O npoBeres (epyMenTaTHBHLUL THIpO-
T3 pucaxapuoi cnssu coepunenuii (V) B-ratorosupasoii. Xpomarorpadu-
YECKUH KOHTPOND Fa CHAYPOoLe yRazeBaeT Ha 1o, uro upu 37° B ayerarnos oy-
depe (pH 5,5) sa 48 w rmgponusyercs GOXBILAN TACTH HCXOMHOLO JHcAXAPIHIA.

Trnuxosupnsle OpOU3BOAHBE JE30KCHPHOOHYKICOIUIOB MOTYT BHITE NCITON b~
B0BAHLL JAA DOJYYCHHA LHANBIETHAOB, COACP/RAMIX  HENOBPEA I IR
HYKJIEO3HAALIE (parMentT W TPHTOUHBX LIS TPHCOeAMHONHS Re30KCHH YRICOSH-
noB ® denxam. ITpm ormenermyn nueaxapuna (V) IEpUONATOM HATPUA ¢ TOCTHE-
AVIOImeH xpomarorpaduieckoir ouncTKOR moayuen puansgerun (IV). Tlocnen-
UM BOccTamaBImBam GOpruapuaom Hatpua no noiuora (VIT), woropwrii Ounx
nperpamer B rerpa-O-anerunsroe mpomssouxoe (VIII). Coepamenme (VII)
npu 20° gpur pH 5,5 ruppoausyercs ¢ 06pazoBanuer THMULIITA,

Has nmonyuemmss  2'-pmesoxrcu-5'-0O-(1"-B-D-riox oA panosu ) I T nna
(X1) Opuia wcmorbzoBana aHAFOrHIHaA cxema cumuresa (cu. cxemy 2). OnHaro
raprogmanponamue 2 -nesoxcu-N*, 3'-O-puanerun-5~-O-rpuruamurunina  (1X)
OpOTeKaeT 3HAYHTEIBHO MemNernmee. lIpw arBUMONAPHOM COOTHOUIGHWM Pea-
TeHTOB M3 PeaKmUoHH0 Maccer, ocraBlenHodl na 24 @ npu 20°, meromom TCX
yramocs BurgenuTh ameaxapuy (X) ¢ exoom 229 . Menonabsosanue ABOIHOTO
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usberrka anerobpomranrkoss ¥ AgClO, mo3BOMHIIO TOBECATE BEIXOA 00 37 %
a Bpemsa peakmuu coxpararh Ko 30 muwr. OfEaRo AucaxapujHOS TPOUM3BOJHOE
TPYLHO OT/IENHTD OT TPHaNeTara 2’ -Ne30KCUIUTHARHA. B ¢BA3M ¢ 91HM]peaRIIOH-
HYI0 CMECH MOCJe JIe3ATeTIIMPOBAKA PASLeNANIN XPoMaTorpaduell Ha TayaKce
1 x2 (OH-), wpu arom mmmessine pucaxapun (X1), comep:ramuii mpmMecH
YIIeBOIHON OPAPOLL. DTy CMeCh aleTHIHPOBAIH, TONYICHHERH TpoayKT (X)
ogummanu merofor TCX. Ilosropmoe mesauetwmuposanue coefuuennii (X)
IO3BOJNHIIO BHIASTHTE MUAABHAYIBHER Jircaxapus (X1) noroodbMermoil xpoma-
rorpadueir Ha gayswce 1 X 2 (OH-) ¢ cymMapms suxoom 26%. Mepmenra-
TUBHHEE TEApoNu3 fucaxapuyia (XI) B-raoxosmmasoil mporeraer maw ke, Kak
W AT TEMBEIEHOBOTO IpouaBolHOTO (V), 9T0 moaTBepsrmaer B-ROHGUDYPAIHIO
ruoxosst B coegmpednn (XI). Mace-coerrprr O-ameTHIBHEX TPOM3BOAEELX
(ITI) m (X) comepsKaT IHKH MOJEKYIAPHLIX HOHOB, a 00MAs cxeMa (pardcH-
TamHH COBUAZAET ¢ OMHCAWHON pamee A5l AHCAXAPUMHLIX NPOM3BOLMEIX [ DH-
muguaon (ear. cxemy 3) (6], B cuerrpax IIMP coemprmenutit (111) n (X)) yraercs
OTHECTH CHI'HAIEH IIPOTOHOB THMHIOBOTO W IMUTO3HHOBOTO MHRIOB, N-ameTHIb-
goli rpyount, 1'-H w 2’-H nesoxcupuboss. Ocraabiisie MPOTOHEL YIIEBOKLOTO
ocTaTRa 00pasyIOT CHOMHBIE MYJbTHILIETH B obxacta D,40—3,60 m. x. Carma-
asr npororos CH,-rpyoour tEMpHa 1ODajganT B 060aCTh CHIHALORB IPOTOHOB
ANETORCHILHLIX rpymu, CyMmMda HHTETPANBHLIX HHTEHCHBHOCTEH CHIHANOB
B cuerrpax IIMP maxomures B COOTBETCTBUY ¢ KOMMYECTBOM NIPOTOHOB B MONE-
®yxe. B cuerrpax [IMP gesamermiuposanmnix mucaxapumos (V) u (XI) yraer-
'CST OTHECTM CUIHAIB IIPOTONOB TeTepOUURImueckux ocaoBanmil, CH,-rpymomsr
rovmaa 7 1'-H w 2-H nesoxcuputosel. CHrgalsl 0CTANBHBIX YIIEBOHBIX
mporowos nonaganT B o6racrs 5,00-—3,00 M, . u meperpHBA0OTCS ¢ CHrHAIA-
MH PACTBOPUTENS,

Mpr M3y9HIM TaKyRe BOSMOAIHOCTE TAMKOSMANDPOBAHHA TTPOU3BOJHEIX Ne-
sorenmuraauaa (X11) u (XIII) no wraccugeckoMy Bapumauty pearimn Newmr-
ca — Hmoppa. Ilpu meiicrBum auerofpoarraorosn ma 2’ -gesoxca-N*-ameran-
merupua (X17) [12] B zurpomerane B npreyrersui Ag,CO, 0CHOBHBIM ITPOLYRTOM
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peariuu Osu oprosdup (XTV), npeBpanieHHbLl B €10 1epaleTHIbH0e IPOn3BOJ-
Hoe (XV). Oproadup (XV) noayuer Tarse IIpy AeHCTBUH aleTOOPOMIIIOKO3E
na 2'-pesorcu-N* 3" -O-muanernamurupun (X111) [11] B xnopodopme B mpucyT-
crun Ag,CO;. B crexrpe IIMP oprosdupa (XV) nmabmogaorcs CHIHATE
CH,-rpynns npoTtoHOB 0pTOAIeTHIBHONR TPYHOE. BesHanHa XuMIIecKoTo C/iBH-
raaroro curmana (8§ 1,74 n. j1.) YKRA3BLIBAET HA TO, UTO B MOJTYUEHHOM OpTOddupe
HUTHAMJIOBLIA OCTATOK 3AHUMAET JKB30IIONO0/KEHHME B NHOKCONAHOBOM KOJbIE
[13]. Komcramrp comp-comiosoro Baaumojeicrsus oprosdupa (XV) Jir o«
Jyr gn 1 J 5 MMEIOT XapakrepHsle sHadvepns jns 1,2-oproaueraros Tpu-O-
anernn-o-D-rmoronapanosel [13]. Crpoerme oproadupa (XV) moprsepmaeno
TAKAKE THAPONUTHICCKOR Mpoboit Ha oproadmuper caxapos [14].

Anropsl BpipazkarorT mpusuaresszocTh M. B. fApuesoir (Ouromorwaeckui
gayuusiii mewtp AMH CCCP) sa mayuenne crierrpos [IMP,

IKCHePAMEHTAIBHAA TACTh

B paGore menomnsosamsr rununng u 2’ -gesoxcumuripusn (Reanal, Bemr-
puA) u P-TaOK03HEA3A W CHAfAROT0 MUHAANsE (B-D-rIoR03WT — TIIOKROIHIPO-
maza, K@ 3.2.1.21; BDH, Anrnwus). Huas TCX mpmvensan cuaydor UVy,,,
UpenapaTHBayo Xpomarorpaduno nuposofimy wa nxacrianax 20 X 20 e ¢ cu-
muxarersem mapii JICH, ., (Ghemapol, YCCP) npu rommuie cixoa 0,5 mum ¢ na-
rpyskoi we Gonee DO MI BewrecTBa Ha MIACTHHY. MCHOTHL30BANELL CHCTEMBL PAG-
TROPHUTENEI: 4eTHPeXXI0PUCTHIE yraepod — ameron, 3 : 2 (A), 2:3 (B), 1:2
(B); xmopogopar—neranoa, 1 :1(I), 3 :1 (1), 10 : 1 (E), 15 : 1 ({); n-Gyranon—
sTagor — Bofa, 4 : 1 :5 (3). Hpome ocobo yrasanmeIx caydaen, savenus f;
mpusegens Aast TCX ma cunydone M HaHBL B 16X 7€ CHCTEMaX, B KOTOPBIX
TPOBOAMIOCE Tperaparusioe pasfenerie. [IpowsBojHee MOHOCAXAPHIOB HA
cunydolie 06HADPY/RUBALN CMECHIO COHPT — AHECOBHIN albieruy — ¢epHas
rucnora, 36 : 2 : 2. Cmexrtper [IMP cuare na npudope JNM-MN-100 (Hmo-
mna) npu padoueit wacrore 100 MU'i, Bryrpemumit cramjapr — TeTpaMeTHII-
cunan u aas coepumuenus (X1)—mpem-6yramon. Macc-CIeRTPLI 3aMHCAHE HA
crerrpomerpe- LKB-9000 (Ilfseips) mpi HemoCpe/CTBCHHOM BBEJeHWH BEINe-
CTB& B MOUHLIA MCTOIHMK, TeMIepaTypa Houmsanmoninoi wamepst 140—150°,
sueprus wonuzaruy 30—70 oB. Vd-cmertpr CHATH HA PErUCTPUPYIOMEM
cuerrpodoromerpe Unicam SP-800 (Awrius) B 96 9% -HoM crmpTe M s COGNU-
wvenus (XI) B Bome. Ypenbmoe BpargeHme onpefeleno Ha moxgpumerpe Per-
kin-Elmer 241 (Ulsemus).

8"-0-Ayemua-5'-0-(1"-p-D-2" 3" ,4" ,6"-mempa-O-ayemuizaoRonup AHO3UAL)-
mumudun (I11). a) Pacrsopsaau 280 mr AgClO, npu 40° 3 2,5 aux 6e3BogEOTO
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aurpoaerana, mobasasiu 200 mr ppageprmra u 700 mr 37-0-ayeri-5"-O-rpu-
ruamsuaguona (1), Pearmuornuyio cateck oxtaxianuy go 07, gobasigiam H5H0 mr
ATEeTOO POMITIORO3EL, BETPAXHBadi u ocraBaaau rupu 20° wa 30 »mmu., Brimas-
Iunﬁ 0CAAOK  OTARNSAIE, (HIALTPAT LPOMBLIBANI  HACKIICHHBIM  PACTBOPOAL

aHCO,, sarem Bogoil, pasdasisaun xaopodoparos, cynusrmn Na,50,, pacrso-
pmenn yrauaaru B Baryyme. OCTator TPIGRAK XpomarTorpadupoBany B Gu-
creme A ma ofinoit w roi e naracringe. TTodyyanm 330 ar (40,5%) coejmmenns
C(II), Ry 044, lalp® —19,07 (¢ 1,25; CHCl), Avawe 266 mr, Tge 3,99, TIMP-
cunextp 8 CDCl,, 307, 6, a9, 24 (N — H); 7,52 (6-H); 6,40 (1"-H); 2,16—
2,00 (S—CHS, OAc) Hajtmeno, %: C 50,30, H 5,45; N 4; 64, (LQGHM\ 2075, Bri-
aucaeno, %: C 50,81; H 5.58: N 4,06.

6) PacrBopsimu 2OO mr AgClO, B 2 a1 6€3BOIHOT0 HHTPOMETAHA, OOABISIH
150 ar apasiepnra w 460 mr 5 -O-rpurwarmginna (11), Peaxuuonuyo macey
oxmazrpau jio 07, jodarnsami 390 Mr aneTodGPOMIIIOR03LL, RCTPAXUBATL W 0C-
rasrsry npy 207 ma 30 muy., OGpadaruyiBamy PeaRIOHHYI MACCy aHATOMIHO
prizeoncamomy. Ocraror mocie xpomarorpadupopanus B cucrese I3 aue-
TUJAAPOBAIM YKCYCILIM anrnapigonm 3 nupupme (20°, 16 1) w mocne ypanenns
pacTBoOpITeIeH \pOMdrorpachpomrm B crcreme A, 110*{qum 160 arr (27.4%)
coepuucryss (117).

5'-0-(1"-B-D-Lawronupanozus)munudur (VY. a) Pacrsopamu 150  wmr
O-aneruapuoro nponssomnoro (IT1) 88w 0,25 w, pacrsopa CH,ONa 2 6esson-
HOM MeTanose, ocrasasaii na 2 a apw 20°. Peaknuonnyro cyvecnh obpadaTnBaii
mayarcos S50(H?*), camony orgensi, guabrpar yUuapuBaiu, 0CTaTOK XPOMATO-
rpaguposaan B cucrese . Hoxywamt 90 arr (91 %) coemmcmm (V), R 0,50,
.o, 119—120° (uz arawmona), [alp?® +12.2° (¢ 0,5; CH,OH), Ayane 2,66 1w,
Ige 3,91, Cmertp MTMP 5 CD,0D, 30°, 6, m.x.: 7,78 (6-H); 6,30 (1’-H); 2,25
(2'-H); 1,89 (5-CH,). Haiimeno, %: C 44,59; H 6,24; N 6,60. CgH,,N,044-
~1,5HL0. Brraucweno, % C 44,54; H 6,31; N 6,49,

6) Wonupercuposanan 2 r nyrieoszuga (I) ¢ amerofporrmorozoll B opHcyT-
creuu AgClO,, kak pTo omucano AL 1o TLYHEUIS CORIUIHeT IS (IT1) B meTosRe a.
Pearspronnyro cyecn nmocie mmperenus 0es  xpoMarorpadUuecRoi  OGHCTRY

cycnengupoBaryi 8 150 mir 0,2,) u. pacrsopa CH;ONa & GesBogmon meranoie,
ocraBiasiy Ha 2 v npi 209 Pacrsop dnmmpoBarm or rpudennarapbnuoaa,
ynapusagm, cyxoit ocraror xpomarorpaduposaiu n cucrene I'. Tonywann
710 wmr (43,4 %) coepumennit (V).

2'-Jlesokcu-N*,3"-0-duayemua-5'-0-(1"-p-D-2" 3" 4" .6"-mempa-O-ayemua-

eawronupanosus)yumudur (X). a) Pacrsopamu 40 ar AgClO, B 4 yn Ges-
BOOHOTO HuTpomerana, moGasmsain o0 mr ppaiepmra, 100 mr 2'-pesorcn-N7Y,
3'-O-pmarierma-5 -O-rprrrwamriaia (1X) 1 80 Mr anerofpoMIIoKo3L, ocTan-
asam ra 16 o B remuore npw 20°. BronaBmnit ocallok oriedsitr, GUIbTPaT 1po-
MpiBaIu Hacemenusy pacreopoy NaHCO,, sares Bojoil. Peawiptonuyo mac-
cy pasbasaanu xmopogopaon, cymuma Na,S0,, vomapusans. Ocrator xpoaa-
rorpaduposanu B cucreme K, ABAKIL HPOUYCKAs CHCTEMY pacrBopiuresei
wepes ImaacTHity, cruMamir souy ¢ R; 0,63 1 momropmo xposarorpadupoBnai
B cicreMe A, wiecTs pas 11ponycmm cncremy pacTBOpiTeNed Gepes MIACTHRY,
cHuMaTy HirkHion souy ¢ R; 010, Flomxyaamn 25 nr (21,6%) oeCJ(BorHoro
astopdroro coepnuenrs (X), R, 0,63 8 cucrese 7K, (o] )20 - 15.0° (¢ 0.5; CHCL,).
Aanc, BEM (Lo e): 247 (4, 11) 297 (3.81). Crerrp 1IMP B (‘J)(J]:,‘ 30°, 8, a.ne
10,38 (N—H); 8,16 (6 ), 7,51 (5-H), J45, ¢ 8.0 I'; 6,36 (1'-H); 2.64°(2"-H):
2,29 (N—Ac); 2,]2 2, 2 (OAc). Madineno, %: C 350,44; II 5,39, N6,47.
Co7H3,0;3N,. Brrancaerno, %: C 50,54; H 5,49; N 6,55.

6) K pacrsopy 120 arr AgClO, 1 300 are mywreosupa (1X) 8 10 s Gesson-
Boro nurponmerana nobasrsaay 100 mr apadepnrta u 230 Mr a1eToGpoOMIIIOKO3EL.
Yepes b mun gobasnamr eme 120 mr AgClO, w 230 amr anerobpoaraioroasn,
ocrasisuin mpu 20° ma 30 mun. Briaenenvie npojlykra mpOBOJUIH aHA OTHIHO
npepsiaymein Meromuke. [lomyuanuw 130 arr (37,4%) Gecuserworo amopguoro
coeqmmenus (X).

1624



6)- Konpencuposaru 200 yMr wyraeosuga ([X) ¢ u3GhITHOM aueTo6poMIan-=-
KOBBI, KAK ONMCAHO B MeToinke §. PeaKIoONHYI0 CMECh MPOMBIBAIH HACHIIIOH-
geid pacrsoposm NaHCO,, Bopoir, eymunn Na,50,, ynapupanun. Cyxoi ocra-
Tox pacrsopsan B 15ma 0,20 1. pacrsopa CH,ONa B 6esBonnoy Merawone w
ocrarsaupn 20° Ha 44, Pearnuonuyio cMech XpoMaTorpadnpoBanu xa KoaoH-
xe ¢ mayarcom 1 X 2 (OH~) Ipa)meu'ra NIH,HCO, (or 0,05 no 0,25 u.), or-
bupanu ¢paruuio ¢ B; 0,10 B cucreme 3, ymapmsany, CyIHIN B BaKyyMe Hajl
P,0; B reucnue 24 u. OCTEIJOB ATETHINPOBATI YKCYCHBIM alTHIPUIOM B M PH-
IHe, Kak onweano jusa coequuenua (I11), xpomarorpagpuposanu B cucreme .
Toayuamu 80 mr (30,3%) coennuennsn (X).

2'-Mesorcu-5'-0-(1"-B-D-eawronupanosus)yumudur,  {(XI).  Pacrsopgmm
100 mr O-aneruapworo npoussopmoro (X) B 5 mx 0,25 . pacrsopa CH,ONa
B 6e3BOAHOM MertaHoje, ocTasiasaln va 2 u npm 20°. Brmeassu upopyrr ¢ mo-
MOUIBI0 HOHOOGMEHHOM xpoma'rorpacbml, KaK 9TO Ommcano nias coepnuenns (X)
B MeTopuke ¢. [lomyuanm 50 mr (86,7%) GecuBerHoro aMoOpPYHOTO COGMHCHUSA
(XI), R; 0,10 B cucreste 3, lalp® + 19,6° (¢ 0,25; Bozla) Aacane 270 mm, Tge 3,85,
Cnexrp TIMP B D,0, 30", 8, M. m.: 7 .88 (6 H) J,.6 8,0 ;s 6,08— 6 28 (o H,
1'-H); 2,40 (2'-H). Hafx’meﬁo %: C 39 59; H 6,599; N 9,22. CIQHQ:,()‘Ng»
-3,0H,0. Briuneneno, % C 39,82; H 6, 68 N9 28

5’—0—(2’—ﬂeaoncu—j\” aqemum;umudu/wb’bm) apup 17,2 -opmoayemua-c-
D-3" 4" 6" -mpu-0-ayemuazaoronupanose,  (XI1V). [Hepememwmpann 300 wmr
areroopomraiorossr, 310 mr Ag,CO; w 300 mr xpaitepura B 100 au Gespounoro
grTpOMeTana B TeMuore 24 y npu 60°, Pearmmnonyyio Maccy oxaazknanu go 20°,
duarprpoBany, guasrpar ymapusanu. Cyxoil 0CTaTOR HKCTPATHPOBAIH XIOPO-
POPMOM, NDPOMEBANE BOHON, YOaPHBAIM W OCTATOK XPOMATOIpad@poBalm
B cucreme B. [Momygwamu 180 mr (26,8%) GecuBerioro amophuOro coefunnesus
(XIV), R; 0,42, [alp?0 - 48,7° (¢ 0,40; CHCI,). hyare, B (Ige): 246 (4,00);
298 (3,73). Cmexrp IIMP 8 CDCl,, 20°, §, m. x.: 9,98 (N—H); 8,23 (6-I);
7,45 (5-H), J5,6 8,0 Tu; 6,27 (1'-H); 5,79 (1"-H); 2,25 (N—Ac); 2,10—2,0/
(OAc); 1,73 (CH; oproanermnrunas), Haiinewo, %: C 48,86; H 6,00; N 6,51.
Co3H5501,N,- 11,0, Braucaerno, %: C 48,62; H 5,71; NG,80.

5'-0-(2' [lesorcu-N*, 8 -O-duayenuayumuduiosnil) s@up 17.2"-opmoaye-
mun-o-D-8" 4" 6"-mpu-O-ayemuaearoronupanoss,  (XV). a) Awerumuposa-
m 100 s oprosdupa (XIV) yreycermsn: anrupugom B mupupnze (20°,16 «).
Ilocne xpomarorpadmyeckoii ouwmcrky B cucreme I moanyuaxn 90 mr (84%)
decapernoro amopdroro coepumensa (XV), R, 0,57, [alp*® 4 44,77 (¢ 0,75;
CHClg), Ayaxe, ma (1ge): 247 (4,12), 297 (3,79) Cnexrp IIMP 8 CDCl,, 30°,
§, a. m.: 10,48 (N—H); 8, 10 (6-H); 7 A48 (5-H); 6 29) (1°-H); 5,77 (1"-H), Jyr o
> O Tm; 4 95 (4"-H), Sy g0 3,2 Ty J o 50 9 61’11, 5.6 S.0 T'm; 2,69 (27°-1); 2,29
(N Ac); 2.12; 2,11 (OA@), 1,75 (CH,; oproamernasuan). Macc-crextp:
mle : 641 (M'*‘), 331 (M H-rumupu).

6) Iepevemupanm 100 amr 2'-gesorcn-N?, 3'-O-nnanerrmurniuna (X111),
130 arr anerobpomraworoast, 180 ur Ag,CO, m 90 Mr gpaeiipura B 20 nx Gessog-
HOro xnopogopma 50 w mpu 60° B renumore. Pearuumonnyo Maccy oXARIANT,
GuapTpoBasM, ynapuBaJdn B ocTaTOK XxpoMaTorpaduposad b cucrene F, nBask-
OBl WPOIYCKASA CHCTEMY pacTBOpUTENel wepes macruuy. iloaywai 40 wr
(19,4%) Gecusernoro amopdroro coeminenis (XV).

Hepuodamnoe okucaenue ducaxapuda (V) ¢ nocaedymowun goccmarosae-
nuem NaBll, w ayemuauposanuen. Pacrsopsan 100 mr jmeaxapuia (V) B 5
BOABL 1 rpuauBasu pacrsop 280 mr NalO, - 3H,0 B 20 nur Bopwr, ocrapiygnm
#Ha 4w mpu 20° B TeMmoTe, BOLY YMapuBaiM, 0CTATOK CYWITUIM B BARYYMe Haf
P,03*. Ocrator pacTBopsnu B 5 M 6633011}101 0 vranoia, PHIABTPOBANM, K (IIb-
Tpary TPUIVBAIIL PACTBOD 30 mr NaBH, O MJI  9TAHONA, TIePeMeInIBaJIL
30 mua, mobasasau 10 M BONH! 1 0CTABIANM HA 3 ¥, PactBopaTeny OTTOHAIL,
ocratox cymHan B Baxyyme wax P,0; u obpabareBany YyRCYCHBIM aHLHAPH-
noy B mupupune (20°, 24 ). Tlocoe ynanenys pacTBopuTeNel dSKCTPATHPOBAIK

* Ilpopyxrr nepuogarooro okrucaenus (VI) Momer GoiTh BplIedeH xpomarorpaduei
B cucteme [ .



20 ma xaopodopma, mpomMuBaIH BOKoil, cymumau Na,SO,, yuapuBaim i 0CTATOK
xpoMaTorpadupoBagd Ha IWIACTHHE ¢ CHIHKAreNeM B sruiamerare. Iloxygan:
35 mr (26,1%) coepunenus (VIII) B Buge Gecusermoro macua R; 0,50 [alp® 4-
-+ 4,0° (¢ 0,2b; CHCly), Ayare 266 um, ITge 3,90, Cnexrp ITMP 8 CDCI,, 30°,
8, M. 1.: 9,30 (N—H); 7,56 (6-H); 6,28 (1'-H); 5,16 (3'-H); 4,82 (1"-H); 4,06—
4,00 (27,4".5",6"-H)*; 2,00—-1,96 (OAc); 1,84 (5-CHj). Macc-cuextp,
mfe : 544 (M*), 326 M+ — AcOCH,CHOHCH,0Ac,— Ac); 310 (M*+ —
AcOCH,CHOCH,0Ac,— OAc).

JJUTEPATYPA

1. Wolfrom M. L., McWain P., Shafizadeh F., Thompson A. (1959) J. Amer. Chem.
Soc., 81, 6080—6082.

2. Wolfrom M. L., McWain P., Shafizadeh T., Thompson A. (1960) J. Amer. Chem.
Soc., 82, 4353—4354.

3. Yamaoka N., Aso K., Matsuda K. (1963) J. Org. Chem., 30, 149—152.

4. Stevens C. L., Blumbergs P. (19685) J. Org. Chem., 30, 2723—2728,.

5. Lerner L. M. (1967) J. Org. Chem., 32, 3663—3665.

6. Niedballa U., Vorbriggen H. (1974) J. Org. Chem., 39, 3664 —3667.

7. Kitahara K., Kraska B., Sanemitsu Y., Lichtenthaler F. W. (1975) Nucleic Acids
Res., Sp. Publ., s 24—s24.

8. Lichtenthaler F. W., Kitahara K. (1975) Angew. Chem., 87, 839—840.

9. Verheyden J. P. H. Moffatt J. J. (1970) in: Synth. Proc. Nucleic Acids. Chem. (Zor-
bach W. W., Tipson R. S., eds.), vol. 1, p. 383, Wiley and Sons, Inc.

10. Bredereck Y., Wagner A., Kuhn H., Ott H. (1960) Chem. Ber., 93, 1201 —1206.

41. Michelson A. M., Todd A. R. (1954) J. Chem. Soc., 34—40.

12. Bleaney R. S., Jones A. S., Walker R. T. (1975) Tetrahedron, 31, 2423 —2425.

13. Lemieux R. U., Morgan A. R. (1965) Can. ]. Chem., 43, 2199—2204.

14. Houerxos H. K., Bouros A. @. (1975) B xu. Meropst ucciegosanns yriaesopon (Xop-
aan A, ., pen.), ¢. 362, «Mup», M.

Hocrynuia B pegakrifiio
16.V1.1978

THYMIDINE- AND 2-DEOXYCYTIDINE 5-0-GLUCOPYRANOSIDES

CHKANIKOV N, D., TOLKACHEY V. N., PREOBRAZHENSKAYA M. N.

Cancer Research Center, Academy, of Medical Scienses
of the USSR, Moscow

A method for synthesis of 5'-0-(1-B-D-glucopyranosides) of thymidine and 2'-deoxy-
cytidine was proposed, which involves the interaction of 5/-0O-trityl nucleosides with ace-
tobromoglucose in the presence of AgClO, followed by the O-deacetylation. On Koenigs-
Knorr reaction the derivatives of 2'-deoxycytidine ether of 1,2-orthoasetyl-a-D-gluco-
pyranose were obtained. The periodate oxidation of glucosylthymidine led to the thymi-
dine derivative, which may be used for conjugation with a protein. The structure of the
periodate oxidation product was confirmed by reduction with NaBH, and subsequent
Q-acetylation. The compounds obtained were studied by PMR and UV-spectroscopy and
mass-spectrometry, as well as by enzymatic and acid hydrolyses.

* ITpu nepexofe OT INIIOKO3LI K MPOAYKTAM €e PACIHeNIeHNns COXPAHEHA HyMepalus
‘YIITEPOAHEIX ATOMOB.



