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Peawnueir  2'-gesorcy-d-rprnvieTaaciunna(Tms)ypumuna ¢ MeTaucyapoXIopuioM
B MHPUI¥MEE HOJIYYATH COOTBeTcTBYUlee 3',5 -#u-O-Me3mauponssopgoe, KOTOpoe meicTt-
BueM rosyuaara aurug B DMI npespawann B 2.3'-aHruapo-1-(2-gesorcu-5-O-n-ronyun-p-
D-xeunodypauosnn)-5-Tms-ypauus. B amamornuupix  yoaosuax u3  1-(2-gesorcm-3,5-
m-0-Mesua-o-D -pudod ypanosmr)-3-Tms-ypauuaa obpasyercs 1-(2,3-1mnesokcu-5-0-
n-TONyuI-0.-D -zauye po-11euT-2-cHod y paBo3uir)-5-Tms-ypawp. ITocaenoraTebHEBIM — B3a-
HMOJEHMCTBHEM aHTHEpoHyRIeosnaa ¢ LiNg B DMFE 1 gesammmuposanwes ¢ MeONa B we-
Tagolie cuuTesnpoBan 3’ -a3ugo-2',3" -rneaorcu-5-Tms-ypuLiE, KOTOPLIH THAPHPOBAHHEM
¢ 10% Pd/C B sramone mpespamanu B 3 -amumo-2" .3 -pupesoxen-5-Tms-ypapar. W3 5-
Tms-ypaumia n 2,3-purunpo@ypana CHAMIBHEIM METCLOM B AUXJI0PITAHE B TPHCYTCTBIE
3nCly cunreanposanm 1-(2- Te1parn)lp()(bvnamm) ~-Tms-ypammi. B agalornuasX ycaoBiiAX
w3 5-Tms-ypayura u 1,3-gudensirorcu-2- -AUETORCHMETHATIMUePHHA ¢ TOCHBLYIOMEN [ie-
GemsmmupoBanmem wonydamur  1-[1,3-anorcu-2-nponoxcn)serwi |-5-Tms-ypawaa.  Crpys-
TYypa CHUHTE3HPOBAHHBIX COCHMHeHNT naydema Meropayu Y®-, MK- u 'H-AMP-crexrpo-

CROITMY.
Hu oo M3 MONYIEHHHMX cOCHeHu we olmagaer JUITOTOKCHICCKAMI CBOMCTBAMIL

in vitro. ALUHKIOHYKICO3ME B KOHIEHTPAUIL 250 Mrr/Mi He BAMAET HA PENNTKAKIO BUPY-
coB mpoctoro repreca HSV-1 y ocnosarummer in vitro. 3'-Asupomyrieosug B gose 100—
750 Mp/Kr, Kax ¥ TerparmapodypaHuIbHOe TpoMsBoaHoe B Ao3e 160—800 wmr/xr, me yBe-
JITYABAeT NPOROMAUTENBHOCTL JKIBHI MBIHel ¢ Jeifrozoym P388.

Panee, npm mayuenurr H-(TPHANRAICIINI)THPUMUUHOBLIX HYKISO3AI0B,
HBII0 o6Hapy>ReHo yro  1-(2-gesoxcu-a-D-pubodyparosun)-5-Tms-ypaymr
(VII) oGrnamaer BHIpaskeHHOH HpO’lI/IBOBprCHOPI ARTHBHOCTHI0O B OTHOIIOHWH
HSV-1 w HSV-2 in vitro u in vivo [1, 2]. VrayoaexHnoe wsydenme 3T0T0 ¢O-
eAMMEHAA BLISBHIO @10 GAaTONpPUATHIE (GAapMakoNOTHICCKITE XaPaKTePHCTHRY,
¥ B HACTOAMIES BPEMSA Npernapart HAXONMTICH Ha 3aBepluialnieM dTalie NOKJIMHH-
TECKMX HMCCIICHOBAHMI,

IIpm paciugpennu moMcKa adTHMETaloAWTOB B PANY D-TPHMAJKEICUIII-
MPOMBBOMIILIX THPUMAIIHOBHIX HYRICOIUIOB OKABAIOCT, ITO HEPEXOL OT AHO-
MepHEX 2'-Jes0Kcu-3-Tms-ypunnuos K COOTBGTCTBYIOIIUI\T 2/ -Ne30RCHIITI T -
HaM, PaBHO Kak M 3dMeH& ocTaTHa 2-mesorcn-D-pmGoswr B a-uyrmeosume (VII)
va D-apalumo3y HIM BBeNCHWE B TNPHMEIHHOBOE KOJNBIO BMecTo H-Lms-
TPYONB TPUITANCHINILHOTO 3AMOCTUTENA, IIPHBOAUT K HCUS3HOBEHMIO Y aHa-
JOTOB IMTOTOKCHIECKIX U HPOTHBOTEPIeTHYecRUX cnolicts [1].

Jlns monyueHus amTUMeTafoanTOR ¢ TOTEHIHATLHBIME IPOTUBOONYXOJe-
BEIMU WAH QHTUPCTPOBMPYCHBIMM CBOMCTBAME IIPENCTABISETCS IIePCIeKTHR~
HEIM  cuHTed 3 -Mmopmmumposammbix 2,3 -mupesoxcu-, a taxyke 2,3"-mm-
merugpo-27,3 -Mapge30KCHHEYRIe03unos (3, 4]. B KavecTse ITOTEHIIHANLHBIX
OPOTHBOTEPIIeTHICCKIX NTPEIapaToB WHTEHCUBHO W3YJYalOTCHd HEeTrIHAKO3TIHLIEe

Hpuuarsre coxpammewws: Tms — tpaMernncrmin, Ms — Mesnn (meTapcynsdormN),

Tol — roxyun (p-CH,CeH,CO-).
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AHAJOTH HYRJIEO3HMJ0B, B 9wacTHocTH aHaxorm 9-[(2-rmpporcusrorcn)merni]-
ryannna (anukaosupa) [5—8).

B wactosimem coofmeHHH ONUCAH CHHTE3 3-asuio- B 3'-aMHHOIPOU3BOJI-
Horo 27,3 -mupeaoncu-d-Tms-ypijuna, OCYIECTBJIEH PsAJ[ HpeBpamenui
a-anomepa 2’-nesorcu-5-Tms-ypunnna (VII), a Taxixe mogydeHs HOTIHKO3WI~
Hble ANaJOTH HYKIeo3WmoB H-Tms-yparmuia, B KOTOPHX YILIEBOAHAA UACTH
3avMeneHa Ha 1,3-auIruApOKRCHIPONORCUMETHIHHMH WA TCTPATHAPO(y PAKAIE-
HBIHI OCTaTOK.

o cxene, onucauuoi B padore (9], 2"-mesorcu-5-Tms-ypumus () mpespa-
maau B 37,5 -nmu-O-mesuanpousso;izoe (1), wa koroporo mpu BaamioneicTsun
¢ roayurarom aurus 8 DMFE (1007 C. 4 9) Baecro o:xumaemoro 2,3 -anruppo-1-
(2-nesoxen-P-D-remmodyparosin)-5-Tms-ypanuna noaygana ero 5-O-roxyun-
upoussojguoe (I1I). Packpwrrue aurnupouurna n coequuennu ([I1) meitcreuem
LiN, 8 DMF mnpu 110°C » tevewmwe 2,5 a mupusenso R 3'-asmupo-2°,3"-mu-
nesoxen-5 -O-n-roryua-o-Tms-ypuauny (IV), RoTopwil Meramomamsom mpe-
spamaan B 3 -asupo-2.3 -musesokcu-o-Tms-ypumun (V).| Tunpuposanu 3'-
asusorpynmy coeymaenns (V) » npucyrersun Pd'C B araHonme B Teyenme 4
¢ obpasosanmem 3'-ammuo-2” 3 -rujesorcu-5-Tms-ypuguaa (VI).
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C [enp0 UCIONB30OBAHIA ONHMCAHEON IOCAETOBATCIDIOCTI peaHD;HI?I AIA
yo mbnranuy  1-(2-rezoken-o-D-pudodyparosun)-5-Tms-ypanwaa (VII) ero
npespamann B coortsercrayiouee 3,5 -mu-O-vesmampounssoguoe (VIII). On-
Hako mpu BaammojeiicTeun coenritenns (VII) ¢ tonymmarom murusg 8 DMF
npu 100° C B revenye 2.5 ¥ BMeCTO OyrumaeMoro 2,3 -aHruIpCHyRIEO3KMIa Bhi-
penmmu  4-(2,3-mugesoxes-5-0-n-rtonymi-o-D-eauyepo-neHT-2-eHody P aHO3MI )
D-Tms-ypauna (I1X).

Jlna monyuenus TerparugpodypaHMIbHOrO amagora HyRIeosupa o-Tms-
Vpaumi CTaHJAPTHBR MeTOoHOM Ipespamanu B 2,4-6nc-O-Tms-mponssogaoe,
KOTOPOE KOHASHCHUPOBAAM ¢ 2,3-muruapodypaHoM B AUXJA0PITaHe B NPUCYT-
crpum SnCl,. C nmemoXs30BaHMeM KONOHOYHON XpoMaTorpagui BRIACNAIE
1-(2-rerparnapodypauun)-5-Tms-ypamun (X).
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Hoa momyueHMs apMKIMUECKOTO amHajora HyRJAeosmia S-Tms-ypauguira
KoHpeHCcHpoBanu 2,4,5-tpuc-Tms-ypanuin ¢ 1,3-mu-O-6eH3un-2-ame ToKkCuMe T I~
rAUOepuHoM B auxaopatade B mpucyrcreuu SnCl,. [TpoussogHoe ramnepuna
CHHTE3UPOBAIM II0 MeTOAuKe, omucaHuod B pabore [10], ¢ 3aMeHOE BHCOKO-
BAKYYMHON IEPEeroHKH Opu BbieseHun npome:xyrognoro 1,3-mu-O-Gensumi-

- TIMLEPHRA HA KOTOHOUHYIO xpomarorpaguio. OGpaayxoquﬁc;[ OpH KOHTEH-
cammn  1-[(1,3-pubensnnorcu-2-npomorcu)merni |-5-Tms-ypanun (XI) meiter-
suem muraorekcena u 20% Pd(OH),/C B sraHone npy RUIEHUH IIPEBPAILAIE
B 1-[(1,3-purunpokcu-2-nponokcu)merni|-5>-Tms-ypanua (XII).

Jns nomrsepssjieHusa CTPYKTYPBl CHHTESHPOBAHHBIX COCQMHEHMI MCIOJb-
sosaxu janmpie YO-, K- u 1H-AMP-cnexrpos. B YO-cuexrpe aHrBgpoHyK-
neosupa (III) mo cpasmenuto ¢ mexomuein 3',5"-nu-O-mesunarom (II) mabmmo-
naeTcs 0aToOXPOMHOE CMEIMeHHe MaKCHMyMa TOIJIOMEHHS NHPUMHIAHOBOTO
OAKAA, OfHAKO Hagwywme 8 coemuHenwu (111) 5'-O-romymanuo#r rpymmbr 3a-
TPYJHAET orrpefieleHue BeJIMYMHE 3ToT0o cmemenus. B VHK-comexkrpax HyriIeo-
sujios (1V) m (V) umeercs monoca mormoumtenua upu 2100 cm™, cBupgerenn-
CTBYIOIIASA © HaJIH":[I/IH B #ux asugorpynusi. B YH-fIMP-cnexrpax (Tafmuma)
opu mepexome or 37,5 -mi-O-me3unpHoTo npoussogtoro (1I) K aHTUEPOHYKIE0-
supy (111) Ha6monaelm yMeHbIleHHe KOHCTAHT CIIH-CIMHOBOTO B3aUMOIENHCT-
BUS J i, ora, J17 o'bs Jora, g0 1 f . 50 IPW HEBHAUNTOARHBIX H3MCHEHHAX BENMIHH
XUMAYECKHX CIBUIOB HOPOTOHOB H’l’, H2%a, H2’h n H3’, yro 6mIIO OTMeE-
YEHO XA COOTBETCTBYIOIMN [DPOU3BONHLIY M APYIUX D-3aMOIIeHHBIX 2-
nesorcuyprauuos [11]. Packpritue anruppouukia B coequuenwnn (III) ¢ o6-
pasosanuem 3’-asmpmonyraeosuna (I'V) coupososkpaercs 3HATUTENbHBIM CIBI-
ToM B cuABHOe moye currasa H3'. MarHnrHas sxBHUBAJCHTHOCTH TPOTOHOR
H2’a m H2'b, wabnonaevan s 'H-AMP-cnexrpe 3'-asuponpoussopmoro (V),
I, KaK CJeNCTBHE HTOr0. COBIMANEHNE MX XHMHYECKMX CIBUCrOB W BEIHYNH
KOHCTAHT CHHI-CIIMHOBOTO B3AUMOMEHCTBHA, NO-BILIMOMY, XAPAKTEPHO I
3’-aszumo-2° D,—IU/II(QBOKCHHYP\TIQO..;H,.LOB [11, 12]. IIpespawenne 3'-asumo- (V)
B 3’-amuno-2, 3 -nugesorcu-5-Tms-ypumgun (VI) conpososxpaercs cMemeHHeM
B cunsHoe mone curHasos H2auw H3'. [ag a-nyrneosuna (VIII) mo cpapne-
HUI0 ¢ cooTnercTBYIOmuM [P-anomepom (I1) ormmyurenswoid weproir *H-AMP-
cleKTpa ABIseTca cMewenue B craboe moae cnruanos H2%a mw H4', cesasaunoe
¢ Me3aKPaAHMPYIOIIUM BIHAHTer arauwkona [1].

ITpu maywenmm in vitro Ha RyJIbTYpPe KJIETOR KApIUHOMBI SAWYHHKA Telo-
Bexa CaOv Hu ofHO U3 CHHTE3WPOBAHHBIX COSNMHEHNH He MPOSABUIO BEParkeH-
HBX TWHTOTORCHYCCKUX CBOHCTB. Aumxinonvemaeosun (XII) B RommeRTpanuu
250 MERU/MA He BAKWSET HA PEMIVKANMI0 BHpPycon mnpocroro repmeca HSV-1
M OCTIOBAXIMHEL in vitro. 3’-Asumomykmneosun (V) B mose 100—750 Mr/kr, Kak
u coepmuenne (X) B posde 160-—800 mr/kr, we yseamuusaer TPOAOIKHTENb—
HOCTH MRUBHU MblLel| ¢ neitkozom P388.

ArTopbl BRIpamanT upnusHartenasbHocth 9. B. Yewynosoit, C. C. Mapenmmu-
xopoit (Haywno-mcemegosarennckuii muCTHTYT BUpycHBX npemaparos AMH
CCCP) u O. C. HMywonoir, H. A. IOpuenxo (BcecoiosHBN OHKOIOTTYECKMI
mayuusii meutp AMH CCCP) 3a mccneosanve TpOTHBOBHPYCHBIX, HETOTOKCH-
YECKHX M TPOTHBOOMYXOJNEBLIX CBOMCTB CHHTE3HMPOBAHHBIX COEIUHOHMMH,

fOxcnepnMenTambHas YACTDH

Coertprr IIMP cummTesnpoBadHeIX COCNMHEHIE 3anucann Ha npubope Bru-
ker WH-360 (DPT), smyrpennuii craumapt — terpaMeruicuian. ¥ P-cmext-
PH moayduenst Ha cmexrpoporonerpe Specord UV — VIS (OPT), anura ontm-
geckoro myrtu 1 cM, pactBopmress — stanon. MH-cmexTpsr cHATH Ha Ipmbo--
pe Perkin — Elmer 283 (CIITA) & ta6merxax ¢ KBr. {usa TCX mcmonssopanm
cunydon UV,,, (Kavalier, YCDHP), npemapatusuyio xpomarorpaduio mpoBo-
nmmm ma naacturax (20 X 20 em), memombays cuaurarens LSLgg, 5—40 MM
(Chemapol, YCOP) npw ronmmuue cixoa 1 mm. HoxoHounyio xpomarorpaduro
ocyugecTBAsau Ha cunurareae L 40—100 muwm (Chemapol, YCOP). Hdaa xpo-
MaTtorpadMu WCIONL30BAJIY CMECH pacTBOpHTeSed: XJI0podopM — Me'raﬁo*r
20:1 (A), 15:1 (B), 10:1 (B), 4:1 (I') u stumanerar — MeTaHox, 7 :

(1.
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35" - Nu-O-memancyrohonua-2'-0esokcu-5-Tms-ypudun (I1). K pacrsopy
i v (20 mmonn) 2’-mesorcu-5-Tms-ypummaa (1) [1] B 90 mn napmpmna 106as-
AAAM O KauasaM B TedeHre 20 MUH UPM NEPeMeIIVMBAHHH U OXJAKISHHH [0
0° C 16 mx (24,2 r, 210 mamonn) metancyabdoxaopuga. Yepes 1 w mpu 20—
22° G pearnuonnyo cMmech sbuBanu B 600 M BOEHL CO JLIOM, BO;IY JeKaH-
THPOBANM, ocTaBuieeca Mac.to pacrsopaau B 300 ma xmopodopma. Pacrsop
npoMBEBaIn TocaenoBaresbro Bonoi (2 X 100 My), HaACHIIEHHBIM DPacTBOPOM
KHSO, (2 x 80 ma), cuosa somoir (2 x 100 »m). ymapusagu B BaKyyMe.
Monywann 7,7 ¢ (84,4%) 37,5 -mmaesnnara (I1), xpomarorpaduueckn omHO-
posHoro B cucredMe A. YD-cmerTp: Amay 260 ma, ¢ 10 800. MK-cnextp (v,
enY): 3200, 1680, 1660. Haiigeno. %: C 37, 1') H 4,9; N 6,26; S 13,20.
Cy, Hy, N0, S Si. Brraucaero, %: C 36,83; H 5,3; N 6.14; S 14,05.

2,3 ~AHeu§p0~]—(2—0eaoncu-5—0 n-moayua- -D- hcu./zod[)ypanoauﬂ){i—Tms—ypa—
yua ({11). Cuecsw, cocrosmyio us 7,6 v (16,63 mvoan) 37,5 -uu-O-ye3uampons-
sostroro (I1), 11,6 r (81,7 avoan) Toxymaara amtig w120 mx DME, mepese-
wupana 4 9 mpu 100° C. Pearnmonnyio cumech Buiausaym B 900 Ma BOLBL €O
JBOM, BBITABINIT TBOPOKUCTHIT 0CaTOK OTHC (A u, ¢y Hax P,0; 1 Kpuc-
TAIJIN30BATH 3 METAHOJA, Honytxanm 2,46 1 (37%) amrugpowyraeosuna (111).
Y-cnexrp: Agax 238 ma, ¢ 15 700, T/Ih -cuerTp (v, em™Y): 3440, 1710, 1670.
Hadperno, %: C 59,54; H 6,12, CyoH,N,0,Si. Beruumcneso, %: C 59,98;
H 6,04.

3"-Asudo-2' 3" -0udesorcu-5"-0-n-moayun-5-Tms-ypudun ({V). Cycmensuo
2,56 v (5,9 amonn) 2,3 -anrmpporponasorore (I m 2,61 ¢ (53,3 MMONb)
LiNg 8 30 mnx DMF mepemeurasann 2,5 v mpu 110° C. PearuuonHByio cMeCh
VHAPWBANE B BAKYyMe, OCTaTOR HpoMesatd xaopodopmom (3 x 20 mi),
0CANOK OTHENsNM, QUILTPAT HOCHe YHADMBAHMS 1o HeGOIbIoro 06beMa Xpo-
sMatorpadmposatn Ha maacTHHax B cucrese B. Hoaywapm 2,06 v (89%)
3’-asumonponssomuoro (IV), Yd-cuerkrp (Amax, BM (8)): 243 (14 800), 262 mx.
(10 000). MK-coexrp (v, cm™b): 3200, 2100, 1720, 1670.

3'-Asudo-2 3 -0udesorcu-5- 7ms—ypuc9uH, (V). Pactpop 0,6 v (1,35 amoan)
5"-0- TOJTVI/IHHPOITBBO}IHOFO (IV) 8 20 mar 0,1 u. pacTBOpa Mermmara TIan;[F[
B MeraHone wepes 2,5 uw mpu 20—22° C meirrpaausosann gaysrcom-50 (HY)
no pH 7 wo ynusepcansHomy mmguraropy. CMOJIY OTREIsIN, PACTBOPUTENS
YHapuBamE B BaKyyMe, OCTATOKR OUYKIIanW XpoMarorpaduell Ha IJaCTHHAX
5 cwereme B. Tlomyzamu 0,28 v (64%) coepunenns (V). YD-coektp: Amax
262 mm, e 10 800. MK-cuextp (v, eart): 3460, 3200, 2100, 1670, 1610. Haiije-
wo, %: C 44,61; H 5,85. C,H,,N,0,Si. Buyucueno, %: C 44,29; H 5,89.

3'-Amuno-2",3"-0udesorcu-9-Tms-ypudun  (VI). Tunpuposamn 0,29 1
(0,92 mmvons) 3'-asumonponsromsoro (V) ® 20 ma sramona B TPUCYTCTBUE
0151 10% Pd/C B regenue 4 w. OKOHUAHHE peaKIUN I\OIITpOHHpOBaJTH
TCX » cucreme I'. Karanwsarop oTmessany, IIDOMBIBALE STaHONOM, Oo’be)lﬂ—
HeHnsre GuApTpaTst yuapusamy s sawyyme. [Homywamm 0,27 ¢ (96%) T-anmu-
nonpoussonuoro (VI). YD-crerrp: Amax 265 HM, & 9200. UK- —cmextp (v,
C\I 12 0?{)420 1700. Haimeno, %: N 13,37. C,,H,,N;0,Si. Burancaeno, %:

14,04

(2 M esoncu-3,5-0u-0- nemaucyﬂbgﬁonuﬂ o-D-pubogypanosua)-5-Tms-ypa-
yua (VIII). PaCTBop 6 r (20 anroms) 1-(2-nesokcu-a-D-pubodypaHosm)-o-
Tms-ypamura (VII) [1] 8 90 s nupuauna oxaasgann go 0° C m mpubaBrain
opu nepememmBanir 16 M (210 wvioas) meraneyandoxnopura. Hansmeuyso
06paboTKy WPOBOAEINM KaK omucano nag moayuennms coemmuenns (IT). Iomy-
aann 6,8 v (74,5%) npoussogmoro (VIII). YD-cmektp: Amax 262 m, & 10 400.
NHK-cmerrp (v, en™): 3300, 1710, 1670. Hattmewo, %: C 37,13; H 4,90; N
6,26; S 13,20. C;,H,,N,0,S,5i. Buraucenerno, %: C 36,83; H 5.,3; N 6,14;
S 14 ,05.

(2,3 - udesorcu-5-0-n-moayua-o-D-z2aiyepo-nenm-2-enoypanosun)-5-Tms-
ypayua (IX). Cwmecwn, cocrostmyro us 4,8 r (10,5 mmoms) 3',5'-nu-O-mesna-
mponssonroro (VIIL), 7,22 v (51,56 mmons) LiN,; = 75 ma DMF, nmepewmenra-
pamw 2,5 « mpu 100° C. TlTocmeayionyio o6pafoTky HPOBOMUIN KAK ONUCAHO
I nowyuewns aurwiponykiaeosuya (I11) ms coenunermma (I11). Xpomarorpa-
dmeit wa mwaactunax B cucreme A pegensau 1,6 ¢ (38%) mpoussomroro (IX).

1-(8-Tempaeudpopyparua)-5-Tms-ypayus (X). Cmech, cocToAmyO W3



1,0 r (5,43 Mmonn) 5-Tms-ypamuna [13], 1 mr (NH,),SO, u 10 Mn rexcame-
THIJUCHIA3aHA, KANATHIN 8 4, H30bITOK CHJIMIMPYOIEro pearenTa OTTOHAIH
B Bakyyme. OcTaToK pacTBOpPANM B 5 MJ (e3BOJHOrO JMXJIOPAITAHA, BATEM
¢ MHTEepBaJOM B 3 4 jBa:mgsl mpubasuanu o 0,42 r (0,5 mu, 2,28 MMoan)
2,3-purappodypana 8 3 ma guxsopsrada u 0,1 ma SnCl, B 2 Mx TOTO 3Ke pac-
TBOpUTENs. PeakIUOHHYI0 cMech mupoMsBamu wocaenosareasio NaHCO,
(2 x 10 mx), Bomo#t, cywuianx MgSO,. Pacreopurenh OTTOHAIM B BaKyyMe,
OCTATOR OYMUIANM KOJOHOYHOM XpomaTorpadieil, BEUECTBO 9IIOUPOBATH XJI0-
podopmom. Honyzamm 0,81 r (59%) mpomssoguoro (X). YD-crmextp: Amax
266 mum, & 7000, IK-cuextp (v, em™1): 3420, 1710, 1600, Haitgeno, %: C 52,43;
H 7,52; N 10,63; Si 10,59. C,,H N,0,Si. Brrawcaeno, %: C 51,94; H 7,13;
N 11,01; Si 11,04,

1-[(1,3-Aubensurorcu-2-nponorcu)memual-5-Tms-ypayur (XI). Pacrsopsa-
o 2,4-6uc-O-Tms-npoussonnoe (cuuresuposawnoe us 2.0 r (10,85 Mmoan)
5-Tms-ypaumnna Kak omucaHo Upw noayaenun coegwHenus (X)) B 10 mx
BUXJIOPITAHA, UPHGABIIH K pactBopy 3,12 r (9,89 ammoas) 1,3-11-O-Gen-
sui-2-aueroxcumermarannepura [10] 8 10 ma guxaopartana, a sarem 0,1 mu
SnCl, B 4 M TOoro ske pacrBopuTesnsa, PearnuUoHHYH CMeCh HAIDPEBANHM IPH
KUOeHUH 3 4, oxjampanu, npombisain nocaegosarensio NaHCO, (2 X 10 mn)
n Bomoi. Ilocie OTTOHKM pacTBOpUTENs B Baryyye octaTok (2,96 r) owmmamm
KOJOHOUHOH xpomarorpadueir B cucreme B. ITonyvanu 2,49 r (48,9%) 17,3"-
mubensunokcunpounssonEoro (XI).

1-[(1,3-Aueudporcu-2-nponokcu)memuarl-5-Tms-ypayus (XIT). Cuecw, co-
croamyro ms 0,8 r (1,71 mmons) 17,3"-nmGensmuoxcunpoussojgsoro (X1),
20 M ceemenepermannoro uuragorexcena, 0,06 v 20% PA(OH),/C m 10 ax
3TaHOJA, KUIATUIM B TOKe azora, npubasnas mo 0,02 r cBexero KaTaruzaTo-
pa gepes 8 u 24 v, [To nerevennu 32 9 PEaKIHMOHHYIO CMECH OXJIayKNaIN, Kara~
JHBATOP OTHENSNU, PAacTBOPUTENL ymapusaau p sBakyyme. Ocraror (0,88 r)
ogumanu xpoMarorpadumein Ha naacruEax B cucreme . IToaywamm 0,2 r
(40,8%) npomnssogroro (XII). Y®-cuerrp: Amax 259 uM, & 7200. MH-cuerrp
(v, eMm%): 3440, 1685, 1610. Hailimeno, %: C 42,88; H 6,51; N 9,18.
Cy H,,N,0,5i-H,0. Borancaeno, %: C 43,12; H 7,24; N 9,14.
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SEARCH FOR ANTIMETABOLITES AMONG THE NUCLEOSIDES OF
5-TRIMETHYLSILYL URACIL AND THEIR NON-GLYCOSIDE ANALOGUES
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the USSR, Moscow; *Institute of New Antibiotics, Academy of

Organic Chemistry, Siberian Division of the Academy of Sciences of the
USSR, Novosibirsk

The reaction of 2’'-deoxy-5-trimethylsilyl(Tms)uridine with methanesulfonyl chlo-
ride led to the corresponding 3',5'-di-O-mesyl derivative, which was treated with lit-
hium toluylate in DMF to give 2,3’-anhydro-1-(2-deoxy-5-O-p-toluyl-p-D-xylofurano-
syl)-5-Tms-uracil. Under these conditions 1-(2.3-dideoxy-5-O-p-toluyl-a-D-glycero-pent-
2-enofuranosyl)-5-Tms-uracil was obtained from 1-(2-deoxy-a-D-ribofuranosyl)-5-Tms-
uracil. Interaction of 2,3’-anhydronucleoside with LiN; in DMF and successive deacyla-
tion with MeONa—MeOH gave 3'-azido-2',3'-dideoxy-5-Tms-uridine. Hydrogenation of
this compound with 10% Pd/C in ethanol gave 3'-amino-2’,3'-dideoxy-5-Tms-uridine.
From 2,4,5-tris-Tms-uracil and 2,3-didehydrofurane in 1,2-dichloroethane in the presence
of SnCly 1-(2-tetrahydrofuranyl)-5-Tms-uracil was prepared. In a similar way 1-[(1,3-
dioxy-2-propoxy)methyl}-5-Tms-uracil was synthesized by condensation of silylated ura-
cil with 1,3-dibenzyloxy-2-acetoxymethylglycerol followed by the hydrogen transfer
hydrogenolysis with cyclohexene — 20% Pd(OH),/C. None of the compounds exhibits
cytotoxic activity against] CaOv in vitro. The acycloderivative in concentration of
250 pg/ml has no effect on the HSV-1 and vaccinia virus replication in vitro. 3’-Azidonuc~
leoside in dose of 100—750 mg/kg as well as 1-(2-tetrahydrofuranyl)-5-Tms-uracil in
dose of 160—800 mg/kg were devoid of antitumour activity against P388 in vivo.
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