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Bsanmopefictaiem 6-azaypuanHa ¢ OensuIoBLIM D(DUPOM AHTAPHOH KHCIOTHI B IIpH-
cyrernyy N,N'- mlunhnoru\cnnhapoo;(nn\m[[a o on- TONYOACYIALQPOKICIOTE. B IUPHANEES [0~
JIYUEHBI MOHO-, Al- i Tpu-0-3-6 oeﬂannoncnhapoommnponnomm -6-azaypununsr. [fTogobpaint
VCIOBHA TS npermymecmennoro oopaqonamm MOHO- HILIL TPULPOBBBOLHLIX. Ipy ruppo-
TeHOAH3€ CMeCir NB0MePIBIX MOH0-0-3- 0eHsIMOKCHKAPOOH AT POTTHOHIILHLIX TPOIABO/HBIX
wag Pd/C B yreycnoil wuenore wiy dtamoie woayzens! O-remucyRuIHHATHL 6-a3aypHEMHA.
TTpu rugporenonnsde O-(3-GeH3muoKkcHKAPOOHNANPONMOHII)-B-a3ayPHIIHOB B  METAHOIC
monygens naduasane O-(3-MeTHIORCHKAPOOHAIIPOTIHORN) -6-a3aypuanBbl. C  TOMOI{BIO
IIMP-cneKTPOCKONME TOKA3aH0, YTO MOHO3AMEIIEHHBIE TeMHCYKIHWHATH 6-83aypHIIIHA W
ux odupel npeacramiaior coboit cmecn 5-, 3- w 2-u3omepon B coorHomreHnu ~4:2:1
MOMOreMIICYRIMHATEL  6-a3ayPUAIHA  MCIOAB3OBAHBL sl MOJAYUCHHST KOHBLIOTATOB C
ACTPOHOM.

IPUPHL AUTAPHON KUCIOTHI M GUOJOTHICCRI ARTHBHBIX coe;mnemn“t MHPO-
KO JICTIOMB3YIOTCA JUTA IOy 9eH s PACTBOPUMBIX TIPOM3BOLHBIX, IMMOOUIH3AIIH
Ha PasIWYHBIX HocHTeNAX upu ad@uuHoi Xpomarorpauu u IS T0TYUe-
HIA ROHBIOTATOB ¢ OOIKAMM, IONHCAXAPUAAMIE, CTEPOUJAMI M TPYIUMI COCMII-
HeHVSIME., B CBA3SH ¢ DTUM M3YUYEHTE FeMHCYKIMHNATOB TMPUPOMHBIX HYKICO3H-
JOB I MX aHAJNOTOB ITPEICTABIAeT HecoOMIeHuSIH uurepec. MerTonnl BBegemHIs
oCTaTRa AHTAPHON RUCHOTHL B MOJERYIY HYRICO3HAOB MaJo ugydeunl. Onucan
cimres 5-O-remucyxiunara 1--D-apaburodypaHoswimuTosma MPU B3auMo-
JelicTrIY XJIoprugpara apaduuosuiHTO3HHA ¢ XJOPAHIMAPUAOM TPUXIOPITH-
J0BOTO 9PEPA AUTAPHON KUCHOTHL ¢ TOCHEAVIOMIHM VIATSHMEM 3aIHTHON
IPPYONL UMHEKOM B yReycuoit xucnore [1]. Temueyruumarer N -amuiasubix mpo-
MBBOMHBIX apaCHBO3UWANITO3UHE, A TAKMKe ITPON3BOLHBIX YpUAUHA H 2'-He30K-
CUYPHEMEA OB ITOJYYEHBl M3 COOTBETCTBYIOMIMX HYKICO3HAOB H HAHTAPHOIO
anrugpuma [2].

Uenpio mameil padorsr Oblro nosiydenne O-reMHCYKRIIHHATOR W3BECTHOIO
TIPOTHBOOMYXOIEBOIO Mpenapara — 0-asaypuguHa Mo H3YICHHE BO3MOMKHOCTH
JX DPHCOCNIHHEHUA R CTEPOMHBIM TOPMOHAN.

Ilpu BsawmomeiicTBuy G-azaypuamua LM THMUANHA C Hnrapnmu AU DI~
oy n pumermagopmamuge npy uarpesanuu 5o 80°C B ycaoBEAX, ONHCAHHBIX
B paGore [2], reMECYRIHHATH HYRITE03UJoB He obpasyores. Ilpu nposenenuu
pearium B asrorgase mwpu 180°C ofpasyerca COOMKHEAs, TPYNAHOPA3ACHUMAs
CMECH HPOAYKTOB peariuu, Mbpl M3YIHIH BO3MOMKHOCTH IOJIYYEHHA TeMHCYH-
mynaror B-asaypupuma ¢ wemonszopamtem N,N'-mununaorexcunxapbogHaMuga
B NPHCYTCTBUE CHLUBIX Kucnor 1o meropy [3]. pwm ssamvogeiicTonm swBu-
MONLHBIX ronuuects 6G-azaypupmua (I) u momobemammosoro adupa suTapHOM
wuciorel (IT) 8 mupupmee upu 20°C B rewennme 40—48 w B npmeyrersnm
N N/ (HUIMKIOTERCUARAPOOUEMETA M KATAIHTHICCTUIX KOMUTECTB N-TOTYONI-
CYNBQORUCIOTEL 06pasyercs ciomiHag cvMech seriects. C TOMOMIBIO XPOMATO-
rpadiy Ha KOIOHRe ¢ CHINRareyenm u3 cvecn Beimeauin 27,3",5-rpu-O-(3-0en-
swiorcurapbonmunponuonyn ) -6-azaypupgun  (I1I), cumecsr muzaMeleHHBIX
npoussoubx G-azaypupnna ¢ rpeodaamamuem 2,3’ -n1u-0- (3-Gensmnorcurapbo-
wrrnponuonun) -6-azaypunmra  (IV) u emecs 2'-, 3~ u 5-0-(3-6ensmnokcu-

Mpnasarsie corpamenns: DCC—N,N -falurIore RCHIKAPOOIUUMH.
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kapbommmmponuonun ) -6-azaypugunos (V) — (VII), B xoropoii npeobramgaro-
UM ABIAeTCA D' -n30Mep gV) (em. cxemy). CymMmapHbIil BRIXON COENNHEHHI
(I11) — (VII) cocrasmr 58Y%. Ilpx usMemeumy COOTHONIEHMSA pPEAreHTOB ObLIH
NoJydenbl UPeUMYIIeCTBEHT0 MOHO- Hau Tpu-O-3aMelieHHble [IPOH3BORUBLE:
6-asaypumuma. Tak, npm TATHEpPATHOM W30BITKE MOHODEHZHUIOBOTO 3(hupa
AATAPHON KHCIOTHL OCHOBHBIM ITPOAYKTOM peartuy apisercs 1pu-0-(3-Oem-
suroreurapdorumponuomt ) -6-azaypuams  (11I), woroprii Gbpin BEIfeNem ¢
soixomom 84%, a mpm AByxparmom H3OhITKe G-a3ayPHAHEA BBIXOJ MOHOIIPOWA-
sommbix (V) — (VII) cocrasum 629%.
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Crpoenne momyuenHBIX coefuueryii usydemo ¢ momompio ITMP-crienrpo-
cromu (CM, TabimLy).

o paumey cmertpa IIMP, B KOTOPOM ¢ TIOMOUIRIO [ABOMHOTO Pe30HAHCA
YAAJOCH OCYIIECTBATL OTHECEHUE BCEX CHTHAJOB, LOMydeHHbIH Momo-O-(3-0ewu-
3UMOKCHKAPOOHUIT POTTHOHIT ) -6-a3a Y PHJIME ABJISETCS CMECHI0 TPEX HM30MEPOB:
(V)—(VII). Paccmorpeune HMETEPATLHBIX WHTEHCHBHOCTEIH CHIHAJSOB TOKA-
zano, uro coormorrenme mszomepon (V)— (VI)— (VII) cocrapuser ~4:2: 1.
Tonoskenme 3-GeH3MMOKCHKAPOOHHIIPOIHOMITHUBIX IPYIIl YCTAHOBICHO TIDPH
CONOCTABIEHHN XUMHUECKHX CABUIOB TPOTOHOB YIIAEROAHOTO I[MKIA B COCTHIE-
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Buax (V)—(VII) ¢ coorsercrBylomumy curmanamyu B B-asaypuaume. Tax,
B O’-O-msomepe (V) curmamst uporowos 5'a u 56 cmernienst 8 ciraboe mome Ha
0,63 w 0,45 m.m. coorBeTCcTBEHHO, a xumudeckue cupurm 2'-H m 3-H mpaxrn-
YEeCKM COBITAfAIOT. AHANOIMUHO CHENAHO OoTHeceHme MiA coefummenuit (VI) u
(VII), B 3-O-usomepe (VI) sHaumredbublii caaGoOmoONbHBIL CHBUT TIpe-
represaer curman 3-H (A3-H=0,98 wmpup), a B 2’-O-uzomepe — 2'-H
(A2-H=1,03 a.1.).

Ilpn obpaBorre cmecm maomepos (V), (VI) u (VII) mermnumzompomenn-
TOBBIM 2(QHPOM B IPUCYTCTBUME 3dupara TpexTopucroro 6opa m ORNCH PTYTH
¢ BeIxofiom 29% 6sur noxywen 5'-0-(3-Gensmnorcurapbonmmupomumonu)-2’,3’-
nzonponnnuen-6-azaypunue (VIIT). 910 moprsepspaer IpUCyTCTBUE HIOME-
pa (V) B cumecu momorpoussofusix 6-aszaypmpmna. Coemunerue (VIII) Gruto
HONYIeHO TAKMKE BCTPeWHBIM cmHTesom 3 2',3"-msonponmimpen-6-asaypunnma
(IX) u momoGensusosoro agupa aurapHoil Kucaorst B npucyrersum N,N’-mu-
IHRIOreKCIIKAPOOAHUMETA H R-Tosyoncynbdorucaorer ¢ seixopom 22%. Ilpa
06paborke M30MEpHBIX MOHO-O-(3-0eH3HIOKCHRAPGOTHITIPONHORIT ) -B-a3ay pit-
IUHOB simazomeramoM tmocie 1petaparusuoii TCX ¢ Bwixogom 45% ObIT BEHI-
nexen  N'-merwn-5"-0-(3-6ensunorcurapGoruin ponmonmn ) ~-6-azaypumr  (X)
AT0 BelecTBo, MO HammbiM crertpa [IMP, ssaserca wupmsupyamsusng 5'-0O-
H30MEPOM, MEeCTO 3aMelIeRus IOTBeP/RIaeTcs CcAabOIOILHEIM CABATOM HA
0,3—0,4 v curmana nporoHa npu G5’ YINEROMHOTO KOMBIA [0 CPABHEHHIO C
HE3aMEIIeHHBIM 6-23ay pHIUHOM.

Iocwe o6padorru cmecnr msomepor (V) — (V1) yrcycusiM aHTHRpUAOM
B nupuiuge 0blio BhIpeserno nu-O-anermiIsHoe MPOHsBOIHOE, KOTOPOE, HA 0C-
woauuy crexrpoB [IMP, amasiercs cmecnrio apyx O-(3-6eH3MMOKRCHRADPOOHMIL--
npormonmi) -gu-O-anermwn-6-azaypuguuos  (XI), coorHomienue KOTOPBIX CO--
crasusno ~2: 1. [lanase cuexrpa [IMP ocrosmoro naomepa (XI) npusemenst:
B Tabauie,

B cmecu  mu-O-(3-6edsmmokcukapGoHUNIPOn VORI ) -6-a3aypUNHHOB Hpe--
oGmapatounmy seaserca 2,3-O-nzonep (I1V). 3amemenne 2'- w 3’ -monomesniv
6-asaypupuna ciepyer us crabomombrHoro cmemtenns (Ha 1,28 u 1,24 m.a.)
COOTRETCTRYTONMX curHanoB pororos ripu C2° u C3’ mo cpasHennIo ¢ HezaMe-
menubiy 6-asaypupmuom, Copepskamyie H30OMEPHBIX IipuMmecell menee 5Y%.

B 1onp3y mMOmHOre 3aMeUieHHs DHAPORCHNLULIX Ipyrm B Tpu-O-(3-Gensmi-
orcurapbommnnponnonwi ) -6-azaypunure (111) cemupereabcrByer uaTErpain-
HAafi METEHCUBHOCTH CUIHAJA METHIEHOBBIX TPOTOHOB CYKI[MHATHBEIX OCTATKOB:
I cMelleHHe B ¢a1a00e6 IMOJIe CUIHALOB NPOTOHOB YINIEBOMHOTO I{HKJIA.

Ilpu ruaporenomuse mMouo-O-(3-6eH3MITOKCHKAPOOHMIIIPOIHOHN ) -6-a3a-
YPUAMHOB B YKCYCHON KMCIOTE WM 2TAHONE NPOMCXOMHT yHajenue GeH3HIb-
HOJ rpyumsl u ofpasyercda TeMUCYKIMHAAT D-a3aypupgiua, BhIICIeHHBIA ¢ KOu-
9eCTBEHHEIM BBHIXOHOM; 1o mamubiv [IMP-cmewtpos, om saiigercsa cMechio
5-0- (XII), 3-0- (XTII) u 2-O-remucyripnara (XIV) 6-azaypupuna B
coornomennu 4:2:1. B cuexrpe IIMP coepnmenus (XI1), cusrom 8 DMSO,
HPHCYTCTBYET CUTHAI NporoHa Kapforcwibmoir rpynns: mpu 12,15 m.g. Crerr-
per IIMP  momo-O-remucyripuzaros 6-azaypumuna W ¥X MOH0<O-06H3MILHBIX
IPOM3BOAHLIX CXOMNEI APYT ¢ APYIOM I10 XUMHUYECKUM CJABHIAM CHIHAJTOB IPO-
TOHOB HYRIEO3MAA, XApPaKIepy MX MYJALTHILIETHOCTI ¥ COOTHOMIEHIIO HIITe-
IPANBEBIX MATEHCHBHOCTEH, 4T0 CBUAETEILCTBYET O TOM, 9T0 B 00OHX CJydYasix
HMMEIOTCS CMECH H30MEPOB OJHOTHIIHOIO 3aMELIeHUA, T. €. IPH T'HIPOTEeHOIU3e
HX COCTAB CYNICCTBEHEO HE H3MEUSETCH.

Crremyer OTseTHTh, 4ro NP THAporenonmse Gemsmmeywknumaros (I11) w
(V)—(VIl) 8 meranome ObUIHA IOJYIeHB THAPOTUTHUECKI HEYCTOHUYMBEIE Me-
THACYKIMBATEL 6-23aypUIUHa, CTPOCHHE KOTOPBIN TONTBEPHICHO ¢ IOMOLIBLIO
criexrpos [IMP.

Momoresucyrumnarsr 6-azaypuguna (XII)—(XIV) wougemcnposanu ¢
scTpoHoM B rpucyTersun N, N/ -UIHIIOTeRCIIRAPGOINUMHI 1 [TONYYeHHDIIH
rouprorar supesuan npenaparuspoit TCX. Ilo gamusim cmertpos IIMP, on
apigeTcs cMechio rpex usonepos, (XV)— (XVIID), B Tom ke COOTHOMEHHM,
4TO M MCXOMHBIC TeMHCYRUIHATH B-a3aypuoMHa, 0 9eM CBHIAeTEeNLCTBYET COOT-
HOLLEHIE CUIHAJOB ITPOTOHOB TPEX H30MEDOB 110 a3aypPUIMHOBOH wacTu MoJe-
KyABL I YCIHOMHEHUe Xapakrepa cHrEalos mporouos B Komniax A, B, C u D
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serpona. Camernenue B caaboe nome ma 0,2 M. CHTHANOB aPOMATHIECKMX
TPOTOHOB HCTPOHA IO CPABHEHNIO C HE3aMEIIeHHBIM 9CTPOHOM CBHIETEILCTBYET
0 3aMEIeHUH THAPORCHIA B OJIOMKEHIH 3 MOJEKYIBT CTPOHA.

Homrprorar 6-azaypuamna ¢ 3CTPOHOM IIPEJCTABIAET MHTEPEC RAK BO3MOIK-
HOe CPeJICTBO HAIPABICHHOH [OCTABKH aAHTHMeTAB0INTa K TRAHAM (B TOM THC-
Jie ONYXOJEeRBIM ), TMEIOUIUM PeLeNTOPEL K HCTPOHY.

JKCUepUMEHTAIBHAA YaCTh

Usncrory coepumenuii rourpommposany ¢ momompio TCX ma mracrumax
cunydhon UV, (UCCP), mpemaparmsmyro TCX 1mpoBopmsu Ha IMIaCTHHAX
(20X20 em) ¢ cumnrarenes mapry JICJLs, (Chemapol, YCCP) npu ronmune
ciost 1,5 vy, VICIOAB30BAHEBL CHCTEMbS: 9@THIPEXXIOPUCTHIN YIIEPOT — AleTOH,
312 (A), weTsipexxmopucerslil yriuepor — srunanerar, 1: 4 (B), wersipexxio-
prersit yraepoyx — amerom, 1:1 (B), m-Oyramon — Bomga — aTaHOI — YKCYyC-
mas wuexora, 1:1:1:1 (1), ximopodopm — merauox, 10: 1 (). Coeguunenne
(VIIl) owmimans weTHIPeXKPATHBIM IIPOABICHUEM CHCTEMOH pacTBOpHTeNelt,
KOMBIOTATHl  TEMHCYKITUHATOB (-23QYPHAMHA ¢ 3CTPOHOM — IBYKPATHBIM,
OCTANBHBIC coemumerus — oqHoRpaTHBIM. Crertper IIMP nnst coepumennit (1),
{V)—(VII), (XIV)— (XVII) usmepsaau za npubope Bruker WH-360 (OPT)
npu pabogeii yacrore 360 MI'y (BHyTpeHHMIl cTappapT — TeTPAMETHICHIAN),
misa coegummenuin (I11), (IV), (VII), (X)—(XIIl) —sa mpubope JNM-
MH-100 (fInonwns) npu padoueir gacrore 100 M’y (BEyrpenumit crangapr —
TEeTPAMETHJICYIIAN ). ¥ JeNbHOoe BpalleHme oOIpeleseHo Ha moaspumerpe Per-
kin-Elmer 241.

Bsaumodeticraue 6-asaypudurna ¢ momobensuL08blM IHUPOM AHTAPHOU KUC-
oret. 1) K opacreopy 1,5 ¢ (6,1 amons) 6-azaypmauna (1) u 1,4 r (6,7 smons)
Momodensmwiosoro sgupa aurapuoil wucixorsr (I1) 8 30 ma Gespogmoro mpu-
Jguna pobasrann 0,03 1 n-1onyoncynanhoKucaoTe ¥ yepes 15 MUH mepeMeln-
Banug — 1,5 v DCC. Pearnumonnyio maccy seimepssusanu 40 u npu 20°C,
rocste pubasnenwsa 0,1 M ykeycwoit xucaorsr mepemenrusanu 12 u npu 4°C.
‘Brimasmull 0cafjok OTHENsUIE, NPOMBIBAIY IUPUIUHOM M (QUILTPAT yrapHBa-
g B Baryyse. Ocraror pacropsnu B Xaopodopme (100 mur), pombiBasu
Booit (3X20 mxu), cymmmauw MgSO,, duabprpoBanu 1 yrnapmagnm B BakyyMe.
Ocraror xpomarorpadHpoBadl Ha KOJOHKE € CHIHRArejeM, 9JI0HPOBANH XJIO-
podopmom (dpariue A w B) (rourposs TCX), zarem cMecsio Xsopodopm —
merawon (1:1) — dparmmio B. N3 ¢parium A mocie yirapusasua BHITETHLIN
0,3 1 (6%) 23,5 -1pu-0-(3-6en3unorcnrapbonuanpornomun ) -6-asaypagnua
(I11), R; 0,76 (A). [a]® —19,5 (c 1, meranmon). Haitneno, %: C 60,34;
H 5,12; N 5,41. CuH, N;Oy5. Brruncneno, %: C 60,36; H 5,07; N 5,15. Us
Pparipu B sememun 0,55 v (14,4%)  27,3"-nu-0- (3-6ensunorcnrapGormi-
nponnonmn)-6-agaypunuaa (1V), R, 0,51 (A), comepskaiero, no TamHbiMm
cexrpa UMP, apamecn 27,5~ u 37,5 -uzomepos. M3 dpanuuu B mocae yuane-
musi pacrsopureneil nomyunmr 1,0 r (37,7%) mpopyrra, xpomarorpadudecku
oguopofnoro B cucreme A (R, 0,24), woropsii, nmo pmamubiM crexrpa [IMP,
sipnsercs cmecero 5'-0- (V), 3-0- (VI) n 2-0-(3-0eH3unokcHRAPOOHMITPO-
nmounn ) -6-azaypumuna (VII), B coormomenun ~4:2:1. Haimeno, Y%:
C 52,03; H 4,96; N 9,51, C,4H.N;O,. Boruncaeno, %: C 52,41; H 4,86; N 9,65.

2) K pacrsopy 5,0 v (20,3 mmons) myrmeosupa (1) u 2,06 r (9,9 mmons)
apupa (IT) 8 50 mn Hessonuoro nmpupmua mobasnann 0,09 r n-roxyoncyns-
porucmorsr u 2,5 r DCC. Yepes 40 a peaxuyuoHuyro cMech obpabarsiBann Kak
ONMCAHO BBIIIE M XPOMATOrpaupoBaiy HA KOMOHKE ¢ CHMKATEIeM, dJI0UPYH
cnmecrio xamopodopm — sruwitanerar (1 :9), 3aTeM — CMeChI  XJOpOPoOpM —
orunauerar (2;3). ®parunu, cogepsatye nponyrr ¢ B, 0,24 B cucreme A,
OOBEIUEANY ¥ TI0CHe yHaJeHus pacrsopurenell suipensanu 2,67 v (62% B pac-
gere ma aup (I11)) cmecw uzomepos mononpousogusx (V) — (VII).

3) K pacrsopy 2,0 r (8,4 mmoun) myrmeosuma (1) m 8,5 r (40,8 mmoun)
adupa (I1) B 60 mx Gessopuoro nupugura npudasasmu 0,1 v n-ronyoncynndo-
rgucgorel u 6,0 © DCC. Yepes 48 4 pearummouHyio Maccy oGpadaTeiBaiu Kak
OIMCANO BLIUIE 1 XPOMATOrpaUMpoBali HA KOJNOHKE ¢ CHITHRATEIeM, dJIIONDPYA
srwraneraron. Jocme yrnapmsanms ¢ppaxnuii, copep:amux mpoayxrr ¢ A, 0,76
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B cuereme A, monywuaw 5,6 r (84,5% 8 pacdere Ha B3ATHLL 6-azsaypuaumE)
27,35 rpu-0O- (3-Gemsunoxcurapbouuanponuorny ) -6-azaypupuaa  (11T),

5'- O- (3-Benauaorcurapbonuanponuonut)-2', 3'-O-usonponusuden-6-asa-
ypudun (VIIT). 1) K pacrsopy 0,5 r caecn mounoaghupos (V) — (VII) 8 15 an
feaBonuoro aneroma upy nepemernmBanun npubasman 0,2 MI METHNHIOIPONE-
nuoBoro sthupa 1 xaraxuruvecnuwe rosndecrsa HgO uw BEF,-Et,0. Peaxyuon-
"y1o cvech uepememusanm 24 u npu 20° C, szarem sermman B 10 ar wacwien-
Horo Boxmoro pacreopa NaHCO,. Ocamor orduaLTPOBHIBAIN, IPOMBIIH aleTO-
woM, unbrpar yoapuan B Bakyyme. Qcraror pacrsopuam 8 xsopodopae,
upomblnn Bofofl (3X5 wur), cyurmnn MgSO,, pacrBopurens yaalufiL B BARYY-
ae. Ocraron xpomarorpadMpoBaiy Ha IIACTHHAX ¢ CHAMRarejgeM B cucreae b.
s soner ¢ R, 0,62—0,72  srigeanny 0,16 v (29,3% ) coemumenna (VIIT) [a] %
—62,9 (¢ 1, xaopodopm). Haimeno, %: C 55,63; H 5,24; N 8,61, CouHN,0s-
Brruucneno, %: C 55,57; H 5,30; N 8,84.

2) K pacreopy 0,5 r 27,3"-O-uzonpormmmpen-6-asaypupnua (IX) u 0,4 r
adupa (I1) & 10 au GessopHOTO THPHANMHA TPHOABMIII KATAMHTHICCKOE KO-
yeeTBO R-roayorcyinbdorucaorsl u 0,42 v DCC. PeakumoHnyw cvech Bhilep-
srupann 72 @ upu 20° C, s3areM 00patoTany Kak OMMCAHO BBINIE M XPOMATOUPA-
dupoBan ma MmiacTHHAX ¢ cuamMkaredem B cucreme B. M3 sowsr ¢ Ry 0,62—
0,72 suigesmus 0,48 v (21,6% ) 5-0-(3-GemsmmorcrapOOHHAT POMHOH LT ) -2/,
3-O-wsonponwmagesn-6-asaypupmna (VIII).

N*-Merua-5-0-(3-GensuaokcurapGonuanponuonii ) -6-azay pudum (X)..
H pacrsopy 0,5 r emecu momoagupon (V) - (VII) 8 10 mx stmramerara — ve-
ranona (4:1) npubasuaun 3 i agupuoro pacrsopa muazomerama {(ua 0,3 v
N-murrpogomeruamodeBnunt) u nepememmmsanyu 1 4 npu 20° C. Peaxiuonnyro
CMeCh YUApPWIM B BAKyyMe, OCTATOR XPOMATOrpaupoBaii Ha TIAACTHHAX C
cunurarenem » cucresme B. UMz sowst ¢ AR, 0,70—0,73 suigennnu 0,23 v (44,6% )
coepmuenua (X).

lenucykyunarer 6-asaypuduna (XI1)—(X1V). Pacrsop 0,34 r cmectr mo-
moatpupos (V)— (VII) B 20 ma 6e3BOAHOTO HTANOIA I'HAPHPOBANY B TIPHCYT-
crpur 70 amr 10% Pd/C npu 20°C m armocdepHnoM AaBIeHEWE B TedeHHE
5—6 u, MrunTpar rnocie OTHENEHUs KAaTajlH3aropa YapiiL B BakyyMe H Tio-
ayuuny 0,27 v (97,6%) xpoaratorpaduuecku OJHODOAHOTO B HCIIOILIOBAH-
HBIX CHCTEMAX ITPOAYyRTa, ROTOPBUL, o mawnbiym crerrtpa [IMP, asnsercs
cvechro 5-0- (XI11), 3-0-(XIIT) w 2/-O-vmomoremucyknunara 6-azaypuanaa
(XIV), s coornomennn ~4:2:1. £ 0,83 (I'}. Haitnewo, %: C40,59; H4,60;
N 11,88. C.H 5N,0, -/, H,0. Braiuueneno, %; C 40,68; H 4,27; N 11,86.

Honwiozarm wmonozenucyryunaros b-uzaypuduna c¢ acrponosn (XV)—
(XVII). K pacrsopy 0,15 r cMecn MOHOMCMWCYRIMHATOB B-azaypuaiira
(X1I) — (XIV) B 10 Mo Geasopmoro mnupupuma wnpudasunm 0,15 r scrpona,
RaTagNTHIeckoe KOJAUIecTBo n-toiyoicynbhorucaorsr w 40,2 r DCC. Peau-
UMOHHYI0 cMech Beijep:mausany 72 u npu 20° G w o6padarsiBagn, Kar OMIMCAHO
B Meropurax roxyuerns coepunennit ([IT)— (VII). Ocrarox xpomarorpadu-
poBaym Ha TuTactTuHax ¢ cuianrarexem B cucreme [, Ms sonwr ¢ R; 0,23—0,29
peiennan 20 mr (6% ) wpomywra, KOTOPBI npefcTaBIACT COOOI, MO HAHHBIAL
cnextpor [IMDP, caeck rtpex 3-O-tpoMsBOIHEBIX DCTPOHA € TEMHCYRI[IHATAME
B-asaypumiina B coorHomwenny ~4:2: 1,
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SYNTHESIS AND INVESTIGATION OF 6-AZAURIDINE SUCCINIC ESTERS

TOLKACHEV V. N., GELPERINA S.E., YARTSEVA 1. V.,
PREOBRAZHENSKAYA M. N.

Cancer Rescarch Center, Academy of Medical Sciences of the USSR, Moscow

Interaction of B-azauridine with benzyl! succinate in the presence of dicyclohexyl-
«carbodiimide and p-toluenesulfonic acid in pyridine led to mono-, di- and tri-O-benzyl-
succinoyl-6-azauridines. Conditions were found for the preferable formation of mono-
and tri-derivatives. Hydrogenolysis of the isomeric mixture of monobenzylsuccinoyl-6-
azauridines over Pd/C in acetic acid or in elhanol yielded O-hemisuccinates of 6-aza-
uridine. Hydrogenolysis in methanol led to unstable O-methylsuccinoyl-6-azauridines.
It was shown on the basis of PMR data that monosubslituted hemisuccinates as well
-as their esters represented the mixtures of 5-, 3’- and 2’-isomers in the proportion
of 4:2:1. Monohemisuccinales of 6-azauridine were used for synthesis of estron-6-aza-
wiridine conjugate.
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