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Bsaumopeiicrsuem 2-zpezoncu-3,5-u1-0-n-roayun-o-D-prbo yparo3ua X gopuga u Tpi-
METHJICHIMIBHBX UPOU3BOJLEBX 5-3aMEIEHHEIX YDAUMIOB ¥ [OCKCAYIOMMM fe3aruiupoBa~
HEEM OONYYeHBI 2'-[E30KCHYPIIUEL, COASDIKAMKE B MONOKEHMM O MOMUPTOPANKUIBHIE 1T
HOMUQTOPANROKCUMETHRBERNE 3amecTnrean. TUOHIPOBAHNUEM I NOCIHELYOINNM aMUHKPOBA-
uuem  1-(27-gesonen-3,5-pu-O-n-ronyna-f-D-pudodypanosnn)-5-(2,2,3,3-rerpadropnporno-
KCHMETHA)YPANWIA CUATE3HPOBAHO IPOM3BOAHOE LHTO3HHA. [TORA3AHO, 9TO IIONYTEHIBIS
COSAMHEHUA HE BIISNT HA aKTHBHOCTS THMIJHHRWRA3K 13 CEJE3EHKIL KPLIC, & TAKIKE HA
cuaTed JIHR B RyunType KIeTox paka AMYHHKA.

Maygenne 5-zamemenAnry Ne30KCHYPHAMHOR — AHATOTOB THMUAKHA HpPEH-
CTABAACT WHTEpEC, TaK KAK OHM ABJIAIOTCH NOTEHIHANBHBIMM WHIHOUTOPAMI
TUMHAHHRMIIA3E] M TUMETUIRTCHHTETassl — (ePMEHTOB-MUIICHSH TPH NOHCKe
BEIMECTB ¢ MHUTOTOKCHIECKOH aKTUBHOCTHIO. C 9T0¥ NENbi0 MK CHHTE3HPOBATH
2/-1esOKCUYPHIMELI, COTEPIKALNHE B HONOMEHHH 5 DONUPTOPAIKAIBHBE U
HOAUPTOPATKOKCAMETHIBHEE 3aMECTUTENY, W HBYUHIY UX COOCOBHOCTL BANATE
Ba docdopuampoBanme TUMHHEA, KATANH3HPyeMOe THMAIHHEKMHAZOH, a Tak-
ske Ha Bruowenme [PHIrmmummra 8 JHE wnerox wapmunomsr gumannka CaOv.

Baaumopeictsner cmamimposanubnx ypaunmaos (I) — (IV) [1, 2} ¢ 2-
nesoxcu-3,5-qu-O-n-ronyuwi-o-D-puGodyparosuaxxopugos (V) [3] B am-
xjoparame B opucyrTersEmE SnCl, Honyvwany samumenybie 2-1e30KcEpHBO3ANL
(V1) — (IX), supenenunie npemaparuBuoii TCX ¢ Baxomom 40—60% (cm.
cxemy)., B cayuae 5-(2,2,3,3-terpadropuponorcumersi)ypanuna (1V) srige-
AeHo mEAEBUAyanbHoe coegurenae (I1X). SJamumensrne wyrieosousl (VI) —
(VIII) mo mammeiv JIMP sapnarores cmecwslo o~ u f-amomepos. Cusmrue Tomy-
MILBLX 3aIATHRX TPYON OPOBOAMIM HefiCTBHEM MeTUNATA HATPHUA B MeTa-
mone. Ofpasyomueca amomepusie Hykneozuph (X) — (XVI) paspenanm
opemaparusuoir TCX. Coenumemme (IX) mo ussectHol mertommwke [4] mepe-
sonmiu o THonnpoussonuoe (XVII), xoropoe meiicTBHEM aMMUAKA B METAHOIR
ppeppamanu B o-aaMemenusit 2'-mesoxcupmrugmyn (X VIIT). Bmxom m xa-
PaKTEPUCTRKY CUHHTe3HPOBAHHBIX COGINHCHHA mpusemesk B Ttada. 1.

[Tososkerre O0CTATKA [E30KCHDPUOOSH B MONYUCHHBIX HYKICO3UAAX NpPH
aroMe aszora N1 DUPHMHEMHOBOIO KOJBI(A TOATBED/KIEHO COXPAHEHWMEM Mak~
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R = CHLCILCF, (1, VI, X, X1V)
CH,CHFCF; (11, VII, X1, XV)
CH,OCH,CIR, (1T, V1T, XII, XVI)
CH,O0CH,CF,CIWH (1V, IX, XTI, XVIT, XVIII)
Tol = OCCILCH-n

camyma morsomenus B Y ®-cmextpax mpu mepexonme or pH 7 & pH 41 [5L
Houdurypanmsa amomepos OTHeCeHA HAa OCHOBAHMH IaHHHX CHextpoB HJI
(ra6a. 1) m IIMP (ra6xn. 2). B cnexrpax K]l cumresmpopamumx f-amomeposn,
KaK B B CJyd9ae UPHAPONHBIX LOAPUMUHHOBHX HYKICO3UAOB, MMEETCH MHOJ0-
JHETEJLHHYA, a Y O0-aHOMEDPOB — OTPUIATENBHEY MAKRCAMYM HOTTOMEHHA
B obmactu 270 M. B cuerrpax IIMP f-amomepos curumansr mpotomos 4'-H
BCJIOICTBAE COBHAJHHS BUAHANBHHIX KOHCTAHT CHOHH-CIMHOBOTO B3aIMO-
peiicteus Jyr oy W Jyp g WMEIOT BHJ TPHIOIETOB ¢ mupuHO# ~ 13 Tm, B 10
BpeMs KAK JUIA Ci-aHOMEPOB 5T0 KBapTeThl ¢ mupunoi ~ 101'm, aro cormacyercs
¢ nmreparypueimA gapaeivu (6], B cryqae coegmuennii (XIT) u (XVI) mmeercs
TAKRE paziuiEe B XapaxTepe paciemeHwms curaifor uportomos 2-H m
2"-H — pge rpynnmst cErEANOB HOpH ~2 7 ~2,6 M. 1. [UIA ¢-aHoMepa, MyJIbTH-
maer nupu ~2,3 M. . pas [B-asomepa. Husa coemumpenwnit (XIII) m (XVIII)
xapakTep pacmemienus curualios npororos 2-H u 2”-H raxo# swe, kax nua
p-amomepa (XII). Ormevennas ocoGemHOCTH HAGMIONAETCH W [JA Tap aHo-
mepos (X), (XIV) = (XI), (XV), HecMoTpss Ha YaCTHIHOE HEPEKDPLIBAHUE
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curganos nporowos upu 2'-C-atome ¢
CHTHAJIOM  TPOTOHOB  PTOPANKMIBHON 1
TPYOIEL .
Bwonoruweckas akTHBHOCTH CHHTE3H-
POBAHHBIX HYKNEO3WA0B OpiIa MIydIeHa
B epMenTHOR CHCTEME THMHIHUKHAHASD!
U3 CeNIe3CHKY KpLICHl ¢ Tremartomoil. s
H3BECTHEIX KOHKYDPEHTHBIX HHTHOHTOPOB
THMUAMHAKAHASH — D-HOf-, O-6poMm- W
S-drrop-2'-nesoKcHypUgUHA B 9TO# cucTe-
Me OB  ONPEHeNeHbl CIGAYIOMMNe 3Ha-
YeHWS KouCTaHT WHrnouposamus: 1,2.
-10~4, 1,4-10-* u 2,0-10-% M coorser-
creenrto.  Oupeneienne KOHKYPEHTHOH
KHHETUKH LpH JOGaBIEHNM B PEARIMOH-
HYI0 cpefy 5-6poM-2'-Nes0KcEypugHHa
morazamo uHa pmcymxe. Coepuuenus : ;
(X)— (XVI)} u (XVIII) nme Bawstim mHa 51 i5
aKTHBHOCTH TUMUAHWHKHIIA3H, LHUTOTOK- Bperes  wswyliniu, sn
CmdecKkoe  fIEHCTBIS WOMYICHHBX COCNM-  py\ivo 5.6p0y-2 - nesokciy puima
HeHgul B CpaBHEHUM C O‘TaHOHH‘Z:Hea‘ HA AKRTMBHOCTL THUMUUHKHHAZR 1 —
ORCHYPHIHHAMH H3YYEHO Ha MOIIOCHOHHBIX  Kourpoas, & — 0,08 wmxyons, & —
Kyabprypax wuetok CaOv KapuaHOME 0,16 »myoxb
ANYANRA vejoBera. IloKazamo, 9YTo ANA
5-nmon-, 5-6pom- m H-¢prop-2-mesorcuwypununa CH;, cocrasuaer 0,3, <1 m
60 mrr/mi coorsercrrenno. Iua coepmmenuit (X) — (XI) u (XVIII) CE; >
> 50 — 70 mrr/mi.

= 0 == ™~
T T T

E=N

Ao\

AxmuBrocms (Lan/MuH)-fU_J

o

Tatnomuna i

XapawTepHeTHRn CHHTC3IHPOBAHHBIX coe{aneHHil

Haifneuo, % Buumeneno, %
Coeun- RBur- [T, °C Dopmya
Henue Ko, Y% ‘
G H ¥ G ,l )5t F
(IX) 54,7 |163--164 [57,81| 5,16(14,29| CaaHsF,N.2Og 57,24| 4,64 | 12,49
X) 36,5 | 164--165 |44,50| 4,75/17,34| C,,H,5F"3N,0; 44,45 4,66 | 17,58
(XT) 20,7 | 149--150 [42,00| 4,45|21,95| C;2.F;N,O; 42,18] 4,12 | 22,21
(x11) 20,5 | 155--156 [42,53| 5.23| - | C,,H,5FsN.0; 42,36 4,44 | 16,75
(XI1I1) 41,8 [121--122 141,90| 4,3419,97| Cy3HsF.N2Og ) 41,94) 4,33 | 20,41
(X1V) 23,0 | 111--112 |44,03] 4.84(17,43| C,oH,5F:N205 44,45| 4,66 | 17,58
(XV) 7,6 | 50--51 |41,22| 4,38(21,84| C,oHF,N:0,-1/,1H,0 | 41,39| 4,26 | 21,83
(XVI) 29,5 | 44--45 [42,54) 5,13| = | CuallsF5N20 42,36 4,44 | 16,75
(XVIID) | 30,8 — 39,99 4,83[20,28| C;sH,:F.Ns0s /,H,0 | 40,11] 4,91 | 19,52
Ydb-crewrp KJ-cuerTp JLHK-creRTp
Cocxi-
HeHne
Myauc, e Tysare, HM [6]-10-3 v, M=
HM
(IX) 240 9200 - - 3200, 1725, 1690
(X) 264 9200 275 +8,58 3450, 3200, 1710 (m)
(XI) 265 3100 274 +9,57 3470, 3230, 1750, 1690
(X1I) 264 10700 270 +9,26 3380, 3200, 1725, 1660
(XIID) 264 8800 273 +6,08 3450, 3200, 1730, 1670
(XIV) 266 9200 274 —6,93 3500, 3200, 1715 (1)
(XV) 266 8400 274 —6,93 3450, 3200, 1710 (1)
(XVD) 265 9800 270 —8,26 3430, 3200, 1695, 1675
(XVII 274 6400 - ~ 3400, 3220, 1665, 1610
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Tabunnoa 2

Coexrper IMP cauresupoBanubix coemumennit (CD,0D, 30°)

Xunyuveckudit capur, §, M. m. (J, I'o)

G . 1T i
OCLMHeHIe (Jii,_‘};) Opyrue npoggg;hymenom{oﬁ 6T xmﬁoégggﬁa%%?ﬁgﬂﬁﬁ%ﬁ
(Ix) * 6,35 %% 13- 555; 4-H, 5-HH 7.56 CFoll 5,85%* (J gy 53,0,
4,434,175, 2/-HH, 2CH, O dg
935 ']HFunu 5,0); 5-CHe 4,04,
OCH: 3,68 (JHFBuu
12,6,87 p 1,6)
(X) 6,26 (6,5) |2-HH 2.4-27%% 3-H 7,95 o
445; 4-H 3,94; 5-HH
3,80
(XI) 6,26 (6,5) |2-HH 2,0-2,4; 3-H 4,46; 8,05 2,5-3,4

4-H 3,95; 5-HH 3,80

(XID) 622 (6,6) |2-HH 21-24; 4-H 434;| 809 |5-CH, 4,34 CH,CF; **
5_HH 3,60—4,1 #*

(X111) 6,22 (65) |2-HH 22-24;3-H,4H,| 806 |CFH 6,12 (Jygp 53,
5-HH 3,6-5,1 ** e .
Jyp.  6,0); CHyOCH,*»

BHIT

(XIV) 6,20 2/-1 2,08; 2-H 2 42,8 ##: 7,84 *ik
(7,0; 3,0) 4-H 4,36; 5-HH 3,62
(XV) 6,20 2/-H 2,08; 2”-H 2,4—3,4 **; 7,92 *%
(6,5; 2,0 3-H, 4-H 4,34; 5-HH
‘ 3,60
(XV1) 6,18 2’ 2,66; 2”-H 2,08 7,98 5-CH,**; CH.CF3 3,92
(7,2; 2,9) (f2757 6,05 Jar75r~0; Jorn (Jur 12,0)
15,0); 4-H 4,2—454 **,
5-HH 3,56
(XVIIT) 6,21 2’—§-I 1,96—2.60; 4-H,5-HH| 8,16 CF3I 6,13 (Jyp . 53,0,
BD—4,42 ** = i .
1, ]HFBI‘[II 5,0) 53-CHy 4,43;

* Crnexrp sanucag B CDCl,.
#%* CHIHaJLl NEPEKPBIBAIOTCS.

3I(CHepﬂMeHTaJII)HaH YacTb

Criextpnt [IMP sanucawnr ma opubope JNM-MH-100 (Huowus), Buyrpen-
HUE crapgapr — rerpavermwicanad. Y D-CUeRTPE WOMYYeHB HA PErucTpu-
pyoomen cmexrpodoromerpe Unicam SP-800 (Anrnmsa), Tonmuea RKIOBETH
1 om, pacrsopurens — 96% cumpr; WH-cmewtpsr sanmcawst na mpubope
UR-10 (THP) B rabunerrax ¢ KBr. MsMmeperma KpyroBOro jUXpOU3Ma Ipo-
pegerw ma nuxporpage Rousell-Jouan Il (Opaumus) 8 96% cuupre, Tonmm-
ma xopersr 1 oM. g TorwocToiroil xpomarorpadmy MCOOIL30BANN CHIY(HOI
UV, (Kavalier, YCCP), mpemaparuseyn XpoMarorpaduio IPOBORIIM Ha
crexanapx naacruaax (20 X 20 cm), npamenss canurareas LSLg ; 5—40 MM
(Chemapol, YCCP) ppu ronxmume cmosr 1 MM m cMecn pacTBOpHTesei:
xxopodopm—neramon, 10 :1 (A); srmmamerar — meramoxn, 9 : 1 (B); xxo-
podopm — meramoiu, 4 : 1 (B). Jusa semenenus THMHARHRHHA3H MCHONBH30-
BaIM Kpbic-caMmoB mopoxs Buerap. Ha 5-ii mews mocie repeBUBKYM ACHETHOR
remaToMEl Saififiena KpHC sabmBanm pexanmrammei. (CeleseHRY U3BJIEKANH,
TMPOMBIBANK XOJOAHLIM (QH3HONOTHISCKHM DPACTBOPOM ¥ H3MENLYAIH, LPO-
JaBJIBadg 9YepPe3 MeTANNHYecKoe CHTo. T[RaHeBYI0 Maccy B COOTHOLNIEHHH
100 yr/ma cycuenguposanu 8 0,05 M rpuc-HCl-6ydepe, pH 8,0, conepmamen
0,25 M caxaposy u 0,15 M KCl, n roMoreHusupoBain B CTORIAHHOM TOMO-
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remusarope Ilorrepa. Iomoremar mpw OXJIKIEHWH IIOCIETOBATENBHO IICH-
rpudyraposann 10 maw mpzm 2000 of6/mun mug ocaxnedmns axep, 15 mma npm
15000 06/vun gaa ocamuerna maroxoaapui u 2 v npr 105000 g paa ornenenns
MEKDOCOMANBHON Ppaximu. [ToqyaeHHLH THT03005 GPAKHOHAPOBATH HACH -
MeHHLM pacTBopoM cyabdaTa ammonnda no 30 % nacsmenma. Ocafox Hesnxa nen-
rpudyruposasstd smus npr 15000 06/pus u cycnenguposans B 0,05 M rpre-HCl-
6ydepe, pH 8,0, ¢ 10-3 M mepramrosranosonm. llonygendyto ¢paxmmio Genxa
HCIOAB30BANE A OUPEIENIeHNsT AKTHBHOCTH THMHASWAKHHASE. AKTABHOCTD
depmerra ompepensn mo npespamenio [MClrumugura B [H4C[TMP ¢ mocieyto-
UM pasgenerueM npoaykros peaknun na DEAE-nenronosroit 6ymare, Peax-
IMoRHAL cpefa conepiasana B oonveme 0,5 sr: rpuc-HCI (pH 8,0) — 50, ATP —
5, MgCl, — 1,5, NaF — 15 wmmous, [MClrmyapgar — 0,1 mesons (50 mHu/
/mmouin) w 200—300 mur 6enra. [Tpober wEKYGAPOBAAYN B YILTPATEPMOCTATE
opu 37°. Pearnmro ocraHaBimBany, moMemas UpoOb B BOIAHYH 0aHO Opd
100° ma 3 mmm. Tlocme ocammenms Genra menrpadyraposamuem 0,01 mu wa-
RyDamMOHEON CMecH HAHOCHIM Ha AWckE (2 X 2 cM) mowooGMeHHOH Oymarm
DE-81. Naxsueimyio 06paboTry nuCKOB 1 toncdaer pagroarrusuocra [HCITMP
nposomman Kak onwcano mag UMP [7]. Msmepennsa sriowenns [PH]ravuapmaa
B JHHE xmeror amuuwp CaOv TPOBOOHIH € IOMOMIBIO CHHHTHINSIHOHEOTO
cueranra Qupmnt Intertechnique (Mpaunus).

1-(2'-8eszorcu-3" &' -0u-0-n-moayuas-D-pubody panosua)-§-noaugmoparkui-
-5-noaugmopaskorcumemuaypayuan, (VI)—(X). Cmecs, cocrosmywo us 6,2
MMONE D-samemenmoro ypammiaa (1) — (IV), 1,5 wmr cyandara amMonus wu
4,5 Mx rexcamerminmcuaasama, Kaogruam 14 w. WsBHTOR reKcaMeTUAIHcH-
JagaHa OTYOHAIN B BaKyyMe, OCTATOK DACTBODANH B 6 MI Cyxoro AmxJiop-
pTaHa W NPHEOABIANHE K cycmeHsmum 5,8 MMoab 2-nes0rcu-3,5-nu-O-n-romymi-
a-D-pubodypamosmaxisopura (V) u 1,72 mmouas SuCly B 6 ma cyxoro auxiop-
srana. Pearumomnyo cMmech mepememimsaim 4 4 mpum 20°, 3ateM ITpoMBIBAIR
TOCIeN0BaTeIbHO HACHMEHHEM pacTBopom Oukapbomara marpusa (2 X 5 wi)
m BOJoE. PacTBopmTens OTTOHANE B BAaKyyMe, AlUIADPOBAHHBIE JE30KCHpPU-
gosmmer (VI) — (IX) supmeasim mpemaparmeroii TCX B cmereme A.

Anomeprrne  1-(2'-0esorcu-D-pubodyparosua)-s-nosugmopasrus- u© -5-
noaugmopaarorcumemusypoyuar, (X) — (XVI)., AnunwpomBa=HHE aesorcu-
pudosm (VI) — (IX) (1 mmons) pacrsopsam B 10 s 1 m. mermmara marpus
B meranone u mepemenripann 1 w mpm 20°. PearuuoHnyio cvech HelTpanngo-
Banm gaysrcom-dD0 (H*) nmo pH 7 mo yHuBepcaXbHOMY HHIHKATODPY, CMOJY
OT/INIANT, PACTBOPUTEID OTTOHSAN B BaKyyMe, K ocrarky npubasaain 20 aa
BOALI, srerparuposasu sdmpom (2 X 10 »ur). Bomguwsiit pacrsop ynoapupanpum,
ocTaTOR cymmin B Bakyyme uan P,0,. AHoMepsl paspgensnm mpenapaTuBrOil
TCX 3 cucreme b npu IABYRpaTHOM NPOTYCKAINH pPACTBOpUTETEN dwepes
TIACTIHY,

1-(2"-desoncu-3',5"-0u-O-n-moayua-p-D-pusogy parosur)-4-muo-5-(2,8,3,3-
mempagimopnponokcumemua)ypayua (X VI, K pacrsopy 0,5 © (0,82 wmaons)
coemumerng (IX) B 20 mn cyxoro nmokcana mpubasasiau 0,3 r P,S; n warpe-
Bagyr apu wamewwn 45 muH, saren gobasiasanm 0,2 v P,S, w wmnarmaw eme
45 wMuH. PeaRmUOHHYI0 CMECh OXTaMKIAAW, OUIABTPOBATH M YIAPHBAIHA JO-
cyxa. Ocraror o6padaresanu 10 mur Bomsr (60°), sxkerparmpoBaxs xmopodop-
som (3 X 10 mu). O6bepunenHse 9KCTPAKTH IPOMBIBAIK IOCIETOBATCIHHO
9% pacrsopom NallCO,; u Bopmoil, ymapuBamy ROCYXa, OCTATOK OWHIIAIH
npenaparasuoit TCX B cuereae A, Brixosn coegmuenns (XVIT) 0,2 r (39,2%),
Aacaue 390 mM.

1-(2"-0esoncu-B-D-pubodypanosua)-5-(2,2,3,3-mempagmopnponorcue-
mua)yumosur, (XVIIT). Pacvsop 0,43 v (0,69 maoxs) coepmuenmns (XVII)
B 22 MI CYXOI'0 METaHOXA, Hachmenioro mpu 0° razoolpasHBiM aMMuAKOM,
marpesain 8 cragpuoit amnyae 17 uw mpu 100°. Peawmnomnym cyech oxmaas-
namd, QEIBTPOBANI, PACTBOPUTENb OTTOHNN B Baryyme, ocraror (0,26 r)
xpoMarorpadupoBasl Ha ILIACTHHE ¢ cmirxarenleMm B cucreme B. DBrrxon
coejmrerua (XVIII) 0,08 r (30,8%). :
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Heticmeue coedunenuti (X)—(XVI), (XVIII) w S-eanoud-2'-0ezoncuypu-
dunos na axmusrocms mumudungunaso. [P Clrumunny 1o6aBasaiu B peakynon-
HYIO CpEely B KOHHENTpauuy mosynaclienis gepmenta cyberparon 0,1 mrM,
S-ramonn-2’ -AEBOKCHYPHIMHS — B KOHIEHTPAUH 0,08—0,5 urM, 71.e. opu-
MEPHO B pPaBHOM WJLI H-KpaTHO# 10 OTHOIEHHIO K cyGerpary. Honuenrtpammsa
coepmpenmii (X)—(XVI) u (XVIM) 5—10-rpatnag 1m0 OTHOWIEHNI) K cy6-
crpary. Meronom or6opa mpol HCCIE0BAIH RUHETHRY PEARINHI 10 HAYAALHOR
cropoctu B Tedenme D, 10 w 15 mun wukybanuu. Roncranrs uarubuposanus
paccYMTHBANY N0 KOHNEHTpamu, BeismBaroneil 50% topMomweHie peaxium.

Hayuenue yumomorcuueckozo deticmeus coedunenuii (X)—(XVIy, (XVIII)
U S-eanoud-2'-0esorcuypudunce ¢ kKaemounoil mecm-cucmene. Kpurepuem
IHTOTOKCHUECKOTO AeACTBUS CHY:RUI0 W3MEHeHHe YpoBusa BruoTenua [3iH|ru-
vupuna 8 JHH waerox wepes 24 u mociie BHECEHAA B KYABTYPBL HCCTEYEMBIX
coeguuenuit. [omygenuse pesynbrarst Boparkaiu B UPOIEHTAX 0T KOHTPOJIA.
yrem npobur-amasiisa KpUBBIX 3aBHCHMOCTH 3ddQeKTa 0T KOHIEeHTpaluH
¢ yucror 95% MOBEpHTENBHOr0 HHTEPBaXa PPapHISCKN OTPEReNANI Bewidn-
ny CEgo.
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SYNTHESIS AND INVESTIGATION OF 5-POLYFLUOROALKYL AND
5-POLYFLUOROALKOXYMETHYL-2'-DEOXYPYRIMIDINE NUCLEOSIDES

MELNIK 8. Ya., BAKHMEDOVA A. A., "VORNOVITSKAYA G. I., DOBRYNIN Ya. V.,
NIKOLAEVA T. G., IVANOVA T. P., YARTSEVA 1. V., PREOBRAZHENSKAYA M. N.

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

Interaction of; 2-deoxy-3,5-bis-(p-tolyl)-c.-D-ribofuranosylchloride with trimethylsi-
1yl derivatives of 5-substituted uracils and subsequent deacylation gave 2’-deoxyuridines
containing 5-polyfluoroalkyl and 5-polyfluoroalkoxymethyl substituents. «- and B-ano-
mers were separated by preparative TLC. Thionation and subsequent amination of 1-(2'-
deoxy-37,5'-bis-O-p-tolyl-f-D-ribofuranosyl)-5-(2,2,3,3-tetrafluoropropoxymethyuracil
led to the corresponding cytosine: derivative. Itjwas shown that compounds obtained
did not affect the activity of thymidylate kinase from rat spleen as well as the DNA syn-
thesis in Cancer ovarian cell culture.



