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Hecacgosana peawiponnan  conocobuocrs N N’-rapbommnbucnmigasona, N,N’-gapbo-
yundncbensmasona, NN -gapboumnbnerprasona u  N,N’'-rapdormrdncherzoTpuaszona
upu noaydemns wyrdeoarudocdasonnmon peargueit ¢ ypupui-5-docdarom, wpmrupio-5’-
docdharom n ryanosnn-5'-gocdarom. Jlorasamo, 410 CROPOCTH PEAKIII BO3PACTALT ¢ YBE-
JBULIIEM TIONORHTEABLION0 3apaia Ha RapOOHMILHOM arToMe yIiepoja MOJIEKyIbl Kapio-
LLA0HCABOAA I MARCHMATHHA JJH NPOM3BOMHBIX TPuasona, CROPOCTH aRTHBATHIL WYKICO-
supdocharor  N,N’-rapbouuaduetensorprasogorm 1 N,N’-rapGoutnducbeHsuMuAas0roM
CVIECTROIIIO LIIKe, 11O MOKer OuniTh ywpesmwyexa npubasieniey Kk PeakmuoAnolr cuecn
H30pITRA N-veTuanuaniasosa. Peannreli wyrieosuadocdasomtos ¢ raroroso-I-gocdarom
¢ BBICORUAL BLINOJOM Noaydeunr ypompaudocdar-, wmrgpnagndocdhat- 11 Tyamosmigu-
docdharrmonosa. Torazano, 4ro CROPOCTL NNPOQOchaTHOLro CIHETE3a 3aBNCHT OT TPHPULH
0CTATROB 830,18 B aKTHBIPOBAHHOM HyRieosuxdocdare u B coydae HPOUIBOLHLIY TPUAZO-
Ja, GeroTpnazona 1 GCH3NMHAA30AA  YBEHIUUIHBACTCS 0L UpiOaBiertmm  N-MeTHIHMI-
HEEINER

Hyruneosupmudocdarcaxapa ABIAKITCH cydcrparamMn MHOTHX depMenTa-
THBHBIX CHCTEM, OTBETCTBEHMBIX 3a MeTadoamsy yraesonos [2]. Ilma cosma-
uusg mpodocaTHoil CBASN B DTHX COCAMHENMAN OLHUM W3 XOPOIIO 3apero-
MEHTOBABUINN Ce0f MEeTOH0B ABIACTCA CUHTE3 C HCHOJIB30BAHNEM HYKISO3M[-
3 -docdouMTAAB0NA0B (JETKO HOAYYAEMBIX B3AHMOASHCTBUEM HYWRICO3HI-0 -
docaror ¢ NN -KapbOHHAOUCHMATAB0I0OM) 1B KAYECTBE ARTUBHPOBARHOTO
rommorenTta |[3]. Panee coobuianoch 00 yCnempuoyM npuMeHeHUH ajeHo3nH-3 -
docdobersorprasomsia mig cunresa agedosus->'-gudocdara [4].

Hacrosuag pafora mocsslneHa MHCCACJOBAHING TOJYYCHHA HYKIGO3HI-O -
docdazonngon — npouspopubix OeHsnMujasona, 1,2, 4-rpuasona u OGeHEsoTpu-
a30J(a — B3AUMOAEHCTBHEM HYKJIeoTHion ¢ cootpercray vy N,N' -kapGomui-
fucasosaznl M UIYUEHHIO BOBMOH{HOCTH UCMOJBIOBAHUMA OTHX COEJMHeHnI
B RAYCCTRE AQKTHBHPOBANHBIX TPOMBBOHBIX [P CIIHTE3e HYKJIeosuuudocdar-
Caxapos.

lNeppodauadbiio MBI HCCHEAOBANN  B3ammojelictoue ypruaun-H'-ocda-
ta (Ia) ¢ N,N-rapoonuntucasonamu (Ila—r) (cxema 1). Pearuummo nporomi-
s B cpefge abe. DMF/0,1 M pacrsop GucTpHaTUIAMMOHMEBON CONM HYRJIEO-
TR ¢ 4 owp. xKapoomiubucaszosna nipu 0° C. CMech anajiisupoBan ¢ HOMOILLIO
TCX uw pepepmusain A0 [OTHOTO HCUYERHOBEHHA HYKIE03uJ-D -hocara.
Heolxogumoe st aTOro BpeMs, a TAWKe BLIXOJ H XpoMaTorpaduiecrne
CROTICTBA OOPABYIOUUXCA HYKIE03M[-5' -hocdhazonunos npusefensr g8 radn. i,
Peagnua ypugunudocdara (la) ¢ rapGorunbucdensorpuasomom (IIr) n rapbo-
uunbucbenzumniasonon (116) upusomur x vemesomy asonujy ¢ Gojee Hila-
KU BLINOTOM, TAK KaK B 9T0M cayudae obpasyiomumiica ypumjna-h’'-dochazomin
B 3aMETHOI CTENEeHU YCIenaeT B3auMOAeiicrBOBATL ¢ ele HeaAKTHBIPOBAHHEIMHA
MosewyaaMi ypuane-2’-pocdara ¢ obpasopannen cummerpuigoro P P:-Ouc-
ypuana-5 -mpodocdara (mpemrndnranna no TCX u smerrpodopesy).

Awanornunas RaprHia HaOgoiaeTcs TpH AKTMBAINIK METHITDHORTHIAM-
MOMMeROit comm uTHANH-D -hochara (TPUITHIAMMOHEEBAS CONb 1E PACTBO-

* JIpepsapureapitoe coobutenue car, [1].
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prercs 1 DME) (I6) w OmeTpmoTRIaMMOHEEBOH cOMM TyaHosHH-D -hocda-
va (Is). [poayKTeI Peakiuu pPasjeisan HoHoodMeHHoll xpoymarorpadmeil 1a-
DEAE-nennionose n muneiitnom rpajeente TEAB. Hyrxeosmadboedasomujis
(ITI) — (X1V) omrowposasn mpu kounertpanun com 0,04—-0.045 M, uto coor-
BeTCTRYET 0BaacTH QMoK MoroaduPABIX hochamimios.

ND-crteKTpBl MOAYUYCHHBIX COMHEHINUI COOTBETCTBYIOT [IPUIIHCHIBAEMOIT
crpyrrype (rabm. 2). Jog naMHAa30AM70B 1T TPHABONNIOR OHM HPAKTIIYCCKIT
MIETTHHLL CUERTPAM MCXORHBIX HYRJEOTHNOB; Xad 0eH30TPHASOAUAOB HatmIIo-
JAeTCST  RO3PACTAHNE  BEMWUMHBL  Emax. 13 Caydae  OeH3MUIA30JTIIOB
B YO-crerTpe IPUCYTCTBYIOT JIOMOIHUTENLIIBIC [10J0CH, OTBEUAKIINE OCTATRY
Gensnmunasona. Hymuo 0cofo oryeturh, ¥ro B crextpax wariiradocedasomri-
RoB He GBUIO 3aPerucTpIpoBAHO MAKCHMYMA TondouweHns s ofractic 300 Hi,
YTO CBHOETENLCTBYCT 00 OTCYTCTBUN aLTHPOBATIA aMITHOIPYIUBL TITOTHO-
soro ocrarka [H]. IHHoayverimie syrncosundochasommaes (111)—(XIV) Grinm
rovorewssl Mo gaaneiy TCX 1 oxerrpodopesa ma Symare. Crpoerwe ypHI-
docodensorprmaszonmaa  (VI) wmogrnepmiero ragme aamnsi CP-FMD.
Coepnnennsg (I11) — (XIV) wme comepsasir TURIOKAPOOHATHON TPYITIBL 110
YLLC-TIWROJBHON TPYIIIIPOBLe PUOOINOTO OCTATRA, O UCM CBUTeTENLCTBOBATY
orcyrerpre B nx MH-cuexTpax xaparrepHoi s AT IenunIx [IRIorapoo-
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Tadauya 1

ARTHBaUMa Hyraeosnx-5-gocparos N,N'-kapGonunducazonamu

Hylkneo3ni-~ ARTUBHP YIO UL Bpewst Brixop asonupa, R E* )

5 -docdart peareHT pPeaRILHIL, % (HoMep) (cucTema A) NMP
fa Ifa 2,5 98 (IIT) 0,50 0,72
16 14,0 70 (IV) 0,46 0,65

ils 1,5 98 (V) 0,50 0,72

1l 5,0 75 (V1) 0,45 0,69

16 Ila 9,0 96 (VID 0,46 0,62
116 40,0 75 (VIID) 0,45 0,55

ils 2,0 95 (1X) 0,46 0,62

e 18,0 70 (X) 0,43 0,59

Is Ila 3,0 90 (XD 0,50 0,72
116 23,0 65 (XID 0,48 0,65

Ils 2,0 85 (X111 0,50 0,72

Iir 8,0 65 (XIV) 0,44 0,68

* JICKTPOPOPCTHICCKAA TOABIKHOCTL Ha Oyware FN-f1 OTHOCHTENBHO COOTBETCTRYIOLIEIO
NMP (Ia—s) B 0,05 M TEAB, pH 7,5.

Tadauya 2

Y®-cnextpnl Hykiaeosi -3 -poedhazomngos (Bosga, pll 7,0)

ABOIE, Tmaxs HM g 10-° Amin: B[ goq0-3 Assoel/ Aoz | Assol Asey | Auo/ Aoy
111 2062 10,0 — -
v 248 16,9 257 15,3 1,23 0,96 0,38
277 9,6
2062 15,6
271 % 14,5
279 10,4
\ 262 10,0 - -
Vi 262 16,2 233 8,3 0,81 0,60 0,27
VII 271 9,1 - -
VI 239 19,3 259 12,8 1.23 0,96 0,38
272 15,6 276 13,2
279 14.2
X 271 9.1 - -
X 271 14.3 0,90 1,02 0,49
XI 232 13,7 - ~
XIT 250 19.8 259 13,2 1,25 0,7 0,32
271 13,5 276 11,4
279 "8
X111 252 13,7 —~ -
XIv 252 19,6 1.21 0,72 0,23

* Touka neperuda.

martoB jogocskr rpu 1805 emT!, a Takme MONOAGITENBHAS peaKUis Ha yuc-

roroan (6], TIpn MAPKOM KHCHOTHOM THAPOIM3e HYRIe03uadhocdazonupon
(1I1) —(XIV) (0,1 m. HCI, 100°C, 15 Mwn) perewepupOBaJNCh HCXORIBIE
nykaeosmy-b' -gocdarer (Ta—n) (upenrunduramms no TCX u snerrpodopesy).

Peawnmonuag criocoGuoctn N,N'-rapSonunntucazonos upw o0pazopanmy
HYKIe031-d -Pocdasonuiop X0pomo KOPpeaupyeT ¢ KMHCTHKON UX THAPOTHZA
n mertamomnza [7]. Kak DOKaseIBAT pACYeThl PACTPENENCHHA AIEKTPOMHOIT
mworsoetn v moxaexrynax NN’-wapGomuatucasonon [8], ymenpiienme pean-
nuoHuoit  cnocobmoctn B pany  (IIs)—(1Ia) — (I1r) —(I16) xoppeimpyert
€ YMEHBILCHIIEM TIOMOMRHTENRIOTO 3apsaia Ha atome yruepopa C=O0-rpynrn.
Taxnum 06pasoy, MOKHO HPEUIONOIKETL, YTO CKOPOCTH PEARImy 00PaszoBaHIST
nyrreosugdochazonngon uz N,N'-kapbonui6mIcasoncs onpefesgercs B 0CHOB-
HOM CROPOCTLIO HYRAGOMIUILHON aTaRKW OTPHLATENLHO 3aPArKeHHOTO aToMAa
rueaopora oedatuoll rpyuusl Hykaeosuadochata 110 RAPSOHUTLHOMY ATOMY
yraepona (cxema 2), KOTOpPag TpH (UPOUNX PABHBIX YCITOBHAX HOMHA 3anii-
CeTh OT BEeJHYIHEl 9PPEKTHBHOr0 MOJOKHTEIBHOTO 3apala 1IPH 3TOM ATOME.
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Crexa 2
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Kaptounnbucbensumupason (116) 1 rapGosunbucbensorpuazor  (IIr)
‘Bonee yeroliuipbl M yIo0HBI B cHHTETHYeCKO padoTe, XOTs u Menee peax-
mIoHHoeTIocobupr, uem  kapbommabmenmvnmason  (1Ta) 1 wapGomwabuerpi-
ason (I1r). Mpr oOmapysmam, 4to IPH J0OABIASHHH K PEAKIHOHHOI CMECH
u30pITRa N-MeTIANMHEAZ0J8 DEARIMS ¢ HTUMH COSIMHEHUIME CYIUECTBEHHO
yeropgeres I o0pasosdfime cHMMETpRUHOr0 mEpodocdara nogasasercs (cm.
Tabn. 3)

Tabnuya 3

ArrpBanus ypujaud-5-Qoedara (fa) B npaeyrersmir N-MeTHIMMHIAZ0NA

Romuyeerro Melm, Moas/Mons (Ia)

AKTHUBRI- 0 6 ’ . 12
Dyl
PearenT | gpears peak- | BLIXOK 430~ | BPEMT DCaK- | BLINOL a30- | BPeMA peak- | BBIXOM azo-
LT, U sutna, % i 4 aupa, % UHH, 4 aunpa, Y%
1o 14 70 9 96 6 98
Iir 5 75 1.5 98 0,75 98

Hyraeosundocdaszomupsr (V1) o (IV), monyuennsie B IpucyTcTsun
N-merwaimvngazomna, mo mamusiM ¥ D-cmertpos, xpomarorpaduueckoil u smex-
TPOPOPLTHULCHON HOZBIDKHOCTH, OB HICHTHYHbBE COEJHEHHSM, TIONYYCHABIM
B ero OTCyTCTBHE.

Peaxuno nmpodocdarHore CHHTE3a MPOBOTIIN 063 HNPOMEKYTOYHOTO Bhbi-
nenenusg gyraeosuadocdaszonumon. Mexopusie nyriaeosu;-5'-goedarsl akTuBI-
POBANN KAK YRKasauo BBILE, TPHUYEM aKTUBATHI0 KapOOHUIOHCUMHUAAB0-
aom (ITa) w wapGommabucrpuazomom (I1s) mposojuran Oes npubapienns
N-aretmaumitgazona, a gzapmojelicrsue ¢ kapbouuwintuchensumugaszonom (I16)
1 rapbonnadireOensorpuazonom (Ilr)—rp npucyrersuum 6 awrs. N-merumumi-
pazona. [Hamee, 1wocne pasnomenus WA0BHITKA AWTHBEDYIOMETO pPeareHTa
METAHONOM I YIANEHHS DACTBOpHATENEll B BAKYYMe K OCTATRY IPHOABJIAIN
pPacTBop 2 a3k, OHCTPUATHIAAMMOHHERON cony o-D-TiaoKonupanosmrdocdara
B cmec abe. DMFEF —afe. DMSO (4:1) (cxema 3). Ilporeranme pearipn
nupogocharuoro cuuresa npn 20°C B oTAX yemonuax @AM OBIIO HCCICGTOBA-
HO Ha TpuMepe cunresd ypuAnHIudocarrAiOKoss B npncytersiy 6 win
12 oxr. N-mermanmugazona. B radn. 4 npusefleHsl BBIXO/BI VpuAnRITochaT-
raforo3nl (XV) wepes 24, 48 w 72 u nmociie nagana peariiy, OMPeAeNeHHbLIE
HOCHEe BHIIEICHUS HTOTO COSUICHH UPeNnapaTuBHeM snexrpodopesom na Oy-
Mare; BBIXOJ ONPEAEIIN 110 WOraoweHno snwara nprr 262 s

Weenenosanme tpodocdaTaoro cunresa B Caydae MPOM3BOAHBIX THTH-
anm-5'-pocdara (I16) u ryamosnu-3-ochara (IB) rpoBoHAE AHAIOPHIHO
Py TpoRoIRETeAsIoCTI peaktun 72 u (raby. 5 m 6).

Crpoense WONYUEHHHIX BOIMecTs Omao wogrseprienc ¥ O-cnerTpamu
T AHEBIMIT oaertpodopesa  (TOZBHAHOCTL OTHOCHTENBHO COOTBETCTBYIONHX
yrgeornnos ~0,8). Kucaoruptil THIPOINE NOMYIeHHbIX HYRASO3HImpocdar-

1524



Tavauuya &

Noxywenne ypuanngudocharrmorosut (XV) usz ypuaun-5'-poehara (Ia)

JonoinurelLuoe Boixon coepuneansa (XV) (%) wepea
AXTHBUD VIO (LT KOJLUECTBO
pearceur Melm, mMoss/ oM,

(Ia) 24y 48 1 72 4
1Ta - 60 8 93
6 60 87 05
12 61 89 95
H6+6 syoan Melm - 43 61 78
6 47 66 85
12 51 70 89
Ilr - 40 56 72

§ 48 65 St
12 57 73 88
Tir+6 yoan Meln - 35 49 64
6 49 64 79
12 (34 77 92

TaGauya §

lonyuenne wurupungagocedarraonossr (XVI) 3 yuruaun-5-Poedara (1o)

Komiuecrso Melm,
AKTHRIDYIOUITT Monh/Mons (16), Bpeasa akTHBanm BLINOA coemrtHe s
peaveut IAA aKTHBAIHY CMP (16}, u (XVI), % *
Hyraeornaa (10)

[Ta — iy 89
[16 — 40 48
6 23 68
1Is - ) 381
1T 13 45
8 60

* BpeMsa peariur 72 u,
Ladauya 6

Uoayuenue ryanosnnudoedarraonosor (XVII) u3 ryanosnn-5-goedara

(Is)
Komuueerno Melm,
ABTHBNP YO WK MOTb/MOTL (IB), Bpena axrtusauuny Buxon coenusemn;
pearenT OIA aKTURALUITTL GMP (In), (XVIT), % =
nykJgeoruga (In)
ITa - 3.0 72
116 - | 23 4l _
6 18 59
1B - 2 67
ITr - 8 38
6 3,5 53

* BpeMms peaxuui 72 .

caxapos (XV)—(XVIL) (0,1 . HCL, 100°C, 15 mwmn) gpaBogus r o0paso-
BAHMK THIOROSHI 11 COOTHETCTBYIOIero Hykneoamumidocdara (mpenTndnra-
musg mo TCX ¢ samejomeinm obpasuamu). Coormomenwe ®Bywrieosun (mo
YO-noraongenno) — odmuil  doedar  (Posm) — kucaoronabuabEeiii  Qocdar
(Pr) mam coegmuemiii (XV)—(XVII) Geuro Bam3k0 K TEOPETHYCCKOMY
{(1:2:1) (amanurnueckme Metoguru cm. [9]).

Hpencrasaenusre nicmepusenTannuste gauusie (rabin. 4—86) cpugerenns-
CTBYIOT O TOM, WLO B OTCYTCTRUC N-METUIEMINA30I4 PEeARIUMONHAR CIOCOD-
HoCTh HyrJIeosu - docdaszonnios B pearmus nupodocdaTHoro cunaresa yvouI-
BACT B DAMY: MMHJIAB0MAS > OCHBUMIAZOTI = TPHAZ0MAN = O6H30TPHAZONI],
UTO COOTBETCIRYET Py YOLIBAHUA OCHOBEBIX CBOIicTE a30i0B (pKa, cOOTBET-
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Crema 3
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erpenno 6,95; 5,53; 2,30; 1,60). MomHo MpPEAON0METE, ITO CROPOCTH Pear-
AU B DTOM CIyYyae OVPejIelsercs CTeNeHbho ITPOTONNPOBANTS HYRICO3HE-D -
docdhazonnIos Ha crajum, IperiectByoniell arare GocHoroHOdGIEPHOTO aToO-
Ma rucnopofa 1o atomy Qoedopa, HECYHeMY 0CTATOK a305a, ¢ 00pasoBRaHEeM
nupogocharumoir crasu. Jobanmenue N-merTnnmMuasona He OKasbiBACT 3aMET-
HOTO BAMAHIA HA PEAKIHOHHYI0 ¢MocoOLOCTs MMMUIA30JHEA, HO HOBBIIIAGT
CROPOCTE PEARTYIN ¢ HPYTHMH A30JHMAAMI. JTO CBA33HO, HO-BHAUMOMY, C TeM,
aTo  N-MeTHAMMHEIA30M QYHRTHOHAPYeT KAk HYKJCOMMIBHBIL KATATH3ATOP
PEARIUI ¢ TPOMEMYTOUREIM 00PA3B0OBAHMEM BBHICOROPEARMHOIHOCIOCOOHOTO
HBuTTEP-NoHHOro tpoussoguoro (XVIIT); momuo omuare, 4T0 IO pPeaKIu-

0
+¥’ 0—CH, O_ B
N —N — P — J—
CHy l\\/N | P}
0~
HO ol
XVII

‘OHHOII CHOCOOHOCTH MOCIERHWI OMIBOK K IpororupoBamHOMY dochonmuma-
BOJHLY.

Ilpencraprennsie B jaupoil paGorte Pe3yALTATHL IOKASHIBAIOT, YTO BBEAC:
HHE B PEARIMOHHYI0 CMech N-MeTHIMMHIAZ0JA TO03BOJUT YCIIeMIHO HCII0Ib30-
BaTL OTHOCHTENBHO craduapubie N,N'-kapGomuabrcasons — mponsBofase OeH-
BUMUZA30a M OeH30TPMA30JA — ST CHHTe3a HyRIeos3mn-b’'-docdhasomnmon
H OX TOCHeAYIOWero npespamesns 8 gyrueosnyandocdarcaxapa. Tarofi wo:-
XOJ MOMeT OBITB OCODEHHO NOME3eH NPU BLUIOMHEHHNH CHHTE3a ¢ MWKPOKOJII-
YECTBAMH HYRJEOTHIOB.

31(01'[9})11 MCHTAJIBHAA YacTh

Tourocnoiinyo xpomarorpaduio uposoniy Ha cuaydone UVys, (Kavalier) n cucrene
PriOH — 259% womu. NH;— H;0 8:1:1 (A) nnw ma cmumkarene Fps. B cucteme CHCly —
MeOH — 0,5 M AcONH; — AcOH, 5:10:4:2 (B), odnapy:npasg coepuHenra no Yd-no-
IIOIEHNIO, & B CHCTeMe B, rpoae Toro,— MOmmOmATHBIM pearrTisoM wa goedar [10] ¢
TOCJHENYIOMIHM MPORATNBANIeNM. Jaentpodopes npovopnau wa Oymare FN-11 5 0,05 M
TEAB, pIl 7,5, oGuapyRuBast COOTBETCTBYIONITE 30HEL WO Y(D-IOINOIEHNIO B ¢ TTOMOIBIO
peareura Ha docghop [11]; axerrpodoperiiuccryo MOABWAKWOCTL (/inap) OMpPEAeJs i
OTHOCHTEALHO COOTBETCTBYIONINY HYRIeoTHA0B. Yonoo0Men1yI0 Xposrarorpaduio mpoBo;i-
a ua DEAE-nennonose DE-52 (HCO,~) (Whalman), ROHTPONUpPYs 3JI0MII0 TPy 254 Har
va npidope Uvicord (LIKB). RKucaoromadnasuulii 1w obmuit ¢ochat onpemesann xax s
pabore [9]). Y®-crmerrper cHimvamn na upubopax Specord m CM-25 v Boje, cuexrpst *1P-



AMP — na nputope Bruker AM-300 (121,5 M) 8 D.0 1 DMF ¢ 85% Ha.PO, B radccTne
BlCIHEro crappapra. Nucuaotnuil rujpponns nposoaias 0,1 v, HCL npu 100°C B Teuenue
10 M,

Hykaeosud-d' -fochazoandot (1) —(XIV). Hyrieosug-hH'-docdar
(50 mrwoan, la w I —u sujge onmpu)sza.wm(mneaou coiu, 16 —w wupe
MeTHNTpHORTHIaMMORHEeBOH conr, 0,1 M pacrtsop s ade. DMF) oopa(’m%ma:m
npi 0°C 200 mrmons COOTBETCTRYIOINELD KPUCTAIIIIIECKOTO N,N’-kapboHii-
Oucasona (ITa—r), godasiag v yraszawubix B 1aba. 4—0 caydasx coorser-
creyiomee Kosauuectso N-meruaumuiasoda. 11o oxonvauin peaxnun npudai-
gaany 30 mrar meranoaa, wepes 10 mrn pasbasaguu soroil mo 10 Ma 1 Hawo-
cran Ha koaoury (3,0X19 cm) ¢ DEAE-nemmonosoli, npomesamy 200 snx
popsl (B caywae Oemsumupasonnion 11 Geusorpuaszonmigos — 50%  BoAHDBIM
CTIMPTOM) M DJIOHPOBANN JIHHENHLIM [PaIUEHTOM TEAB (0—0,05 \/J', no
300 mn), cobupaa parupn npn wouueutpagnu coan 0,04—0,045 M o wule
eNMUHCTBEHHOrO NMEKA, cofepsRauero Qocasoius (TCX B cucTeMe A, DIeK-
tpodopes). TEAB yaaasnum nocsiejlosatenbHoii 0TTOHKOIT ¢ BOJOH M MeTaHo-
oM ¥ moayuasn Hykiueosna-o -ocdazoamge (111 —(XIV) B sune rpuormn-
aMMOHMeBbIX cogefl. N D-ClHeRTpPhl HONAYUSHHBIX COCHITHEnT ¢M, 1 Tadn. 2,
HOABMAHOCTE Tipu  xpomatorpadun 1 osaexrtpodopese — s rtabn. 1. Cnesrp
MP-AMP coepumenust (VI), 8, s o =876 (D,0), —938 (DMF). llpu
RUCTOTIOM rm{ponnse coe,umeﬂuu (111) - (X1V) nonyuanu cooTReTCTRYIONLME
nyrineozun-o’ -pocharsr (la—s), Fyup 1,0.

Ypudundugocgarenorosa (XV). Npumnu-d'-poedar (la, Gucrpudrmian-
MoHMeBast conb, 60 mrmoan, 0,1 M pacrsop v abe. DMIY) ofpadarmipany npu
0°C B Teuenne COOTBETCTRYIOWErO NpoieRyTra npexenu N,N'-rapdoumaduc-
azomamu (240 mrmons): (1la) wam (Iln) b orcyrersue N-MeTIUIMMILa3042
(em. tabu. 1) maw ae (116) wmwr (1Iv) B upucyrersuun 6 oxe. N-aernan-
smigasosa (em. tada. 3). Tpubasasny 50 MRI MeTamoNa A DPA3NOMEHHA
w30BITKA akTHBUpYoUero pearenrta, uepes 10 smun npo 20° C pacrsopureni
VAAJAAM B BAKYyMe MAacHsHOro wacoca. K ocrarry mpubasmand 2,4 M
0,00 M pacrsopa (120 MrMoaL) OHCTRPIDTHIAMMOHIEBON COJMM  Ct-I-TIIOKO-
mrpanosuadgocdara v execn DM E—DMSO. 1: 1. [Tonyuenustit pacirop pasme-
JHJE HA  TPH  YACTI, B TMEPBYI 03 KOTOPHIX N-METHARMILIAZ0A BOOOLIE 1e
mobasuanm, Bo propyo pobasuau 6 ows. (10 mka), s tpersio — 12 skn.
(20 mma). Uepes 24, 48 u 72 u ppu 20°C us seex tpex cMmeceil aauriroTHl
HAHOCHIH Ha OyMary, TIpenapaTiuiubin 2IerTPoOPesos BLINEIANM 30HY, CO-
OTBETCTBYIOMYIO 110 [OJBHAHOCTI sancioMoMy obpasuny  ypunuuandocdar-
rniorosel  (Evae 0.80), omouposaan  nodydennoe coeqpnenwe (XV), R,
0,45 (B), u ompemessuiyn ero KoguuecTRo Mo noraorenio upn 262 Ha (et
rada. 4). Ornowenue ypijimiu — Pogy — Pux 1:2,05:1 (teop. 1:2:1). Kue-
JOTHBIH  ruaponnd coeqmuenns (XV) wmpusogut R ocMecd TIOKosbl (R
0,73 (B)) w ypuawmuandocdara (R, 0,12 (B)).

Lurudundugocharemorosa (XVI). Uwprupauu-3'-bocdar (16, wmeri-
TpHoKTHAAMMOHKEeBas coah, 50 mumonn, 0,1 M pacrsop B abe. DME) obpa-
Baresaor npu 0°C © Teyenme COOTRETCTBYIOWIEr0 NPOMEMSYTHa  BpeMerI
N,N’-rapGounatucasoqamu (200 mxmoan): (Ila) mu (Ils) B8 orcyrcrsire
N-meruinnmupazona wim sxe (116) wam (IIr) v mpucyrersuu 6 oxs. (25 M)
N-sermmavunasona (cm. tadn. D). K pearmironsoi emecn npubdasaani o0 ani
METAHOJA JUIsL PA3JoKeHNs N30bITKA aKTHBAPYIOUIET0 PeareHTa, PacTBOPUTEN N
yasanu B osakyyme, K ocratry mnpudasisau 0,05 M pacrsop 100 mrmons
(2 Mn) BucrpmaTHIAMMONNEBOI coiy «-D-rawkorpanosuagocdara B cmec
abc. DMF —aGec. DMSO, 1:1. Uepes 72 g annksory peakUHOHHOI CMeCH
HAHOCHJIM Ha OyMary M IojiBepraju IperaparusHoMy saextpodopesy, BbIIeNsi-
AW B0HY, COOTBETCTBYIOLLYIO TIO TIOABMIKHOCTH 3aBEeTOMOMY 00pasmy IIrTiijihH-
andocedarraorossr (Eeyr 0,80), sniouposanit u olpefeisiiy ROJIMIECTRO NPOo-
ayrra (XVI) 1o Qoriomenuio HpH 2/2 M. Llonyuennoe coeqmHeHne HMETO0
otHoUIeHNe HATHH — Puge — Pur 101,96 : 0,97, B pesyianrare KHCIOTHOTO
runpomsa coepmuenne (XVT) (R,- 0,30) Mpespaliagack B CMeCh THNIOKO3BLI
(R, 0,73, B) n mntupuamudochara (R, 0,05, B).

I'yanosundugocparsaionoza (XVII). Tyanosnu-5'-pocdhar (T, Oucrpu-
OTILTAMMOHIEBAs comb, o0 mryMoan, 0,1 M pacrsop 8 DMF) oOpaGarsizann
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AHAJODHUHO MpeMalyInesy onviry (peayanrarst cu. B 1adn. 6). Beixog coef-
newiig (XVII) onpenessiin nocie axouin s30ubl agexrpodopess 1a dymara,
COOTHETCTBYIOLIEI 3anedoMOMy 00pasuy ryauosunmadocdarraokossl  (Feap
0,80), no normoutennio npi 252 mi. Hoayvyennoe coeirMuEeHHE WMEI0 OTHOIIe-
e vyanosuy — P, P 101,97 00,98, Hicooruwrit puaAponu3 coet He s
(XVIT), (R; 0,29, B) npusoiua k caecn rorokossr (B, 073, B) w ryamosin-
mihoehara (R; 0,00, ).

Anrropsr Smarogapar A. B. Hruarenro s3a ceemry crerrpos *'P-fIMP.
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USE OF N,N’-CARB()NYL-BIS-AZOLES FOR SYNTHESIS OFF NUCLEOSIDE
DIPHOSPHATE SUGARS AND INFLUENCE OF N-METHYLIMIDAZOLE
ON THE PROCESS

BELOUSOVA £, P., PURYGIN P, P., DANILOV L. L. * SHIBAEV V, N.®

Kuibyshev State University, * N. D. Zelinsky Institute of Organic Chemistry,
Academy of Sciences of the USSR, Moscow

Reactivity of N,N’-carbonyl-bis-imidazole, -henzimidazole, -triazole and -benzolii-
azole in the reaction with 5'-phosphates of uridine, cytidine and guanosine was investi-
gated. The rate of nucleoside phosphoazolidate synthesis increased with increase of
positive charge on carbon atom of C=0 group in carbonyl-bis-azole and was highest
Tor the triazole derivatives. The reaction rate for N,N'-carbonyl-bis-henzotriazole and
-henzimidazole was siguificantly lower bul could be increased by addition of excess
of N-methylimidazote. Uridine diphosphate glucose, cytidine diphosphate glucose and
guanosine diphosphate glucose were prepared through reaction of nucleoside 5 -pros-
phoazolidates with glucose-1-phosphate in high yields. The rate of pyrophosphate
synllicsis depends on nature of azole residue and can be increased by addition of N-nie-
thylimidazole.
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