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Anpanposamiey  2,4-61e-0- (Tpiier IICILiT) ypamwia  Tp@TopageTIuHM HIOM  IeK-
‘cahropanertona  noaygerr  5-(2-rpudTopaneT T asHiorcrcadroprupon-2-1) ypaiiia, KoTo-
pLiii upeppauien B o- (2-amnuorercadropypon-2-11) ypau Ipi ero raro3 i poBaii
3,5-111-0-n-roaywn-D-puoodypanos i xJaopuioM 1o Metoly (Poplipiorrena ¢ 1ocHefyourg
HC3aUILNIPOBATHEM 00pa3yeTes mpeiniyuecrsenuo ou  auosep — 1-(2-gesoxei-p-D-pu-
Soypanosun)-5-(2-amunorekcadropnpor-2-ui) ypaprr. B nogobunix  ycaosusax 13 5-(2-
rpudropauetinaamunorercadTopn po-2-1) ypaunaa  noayacy - (2-1pudropaueTHIAANUHO-
reRea@ropnpon-2-3t1) -2 - N30 KCUYPIIMIL M €10 o-au0Me], KoTopbie npespamens: B 1-(2-ge-
30rew-B-D-prbodhypanozun)- 1 1-(2-pesoxen-a-D-pudodypanosimn)-5- (2-amuuorercadrop-
npon-Z-ua)ypanun, Jlorazamo, wro 1-(2-gesorci-3-D-pudodypaunosmn) 5-( 2-aMuHOTeKCA-
ropripon-2-11) ypaumit 8 Kouuerparui 230 Mr/aut HHTUGnpyer in Vitro perairanuio Bi-
pyca ocnoBaKlduLL,

1lpojonmag uccaefoBaHusg D-3aMEeHNBIX 2 -1e30KCHY PHIHHOB B KaTecT-
BE NOTEHIINARKHBIX AHTUMeTafoINTOB ¢ MPOTHBOOIYXOIEBBIMH WIHE [IPOTHBO0-
BUPYCHBIME CROICTBAMY, MBI OCYIIECTBIIN CHIITCZ AHANOIOB THMWIMHA € DPai-
BETBACHMBIM (TOPCOmep:RALTM  3aMecTurTererM 1npuw  CD  ITHPHMHIHOBOIO
inkaa, Padee Gpino moRazaHo, YT0 BBEJeHUe 1iepdTOPHU3ONPONMIBLHON KT
2-rugporcurexcadropupon-2-munnoit rpynn B Cd-momorkenue 2'-ne3oRemypu-
JHHA TPUBOZHT K TOABICHHIO Y AHAJOTA HETOTOKCHYECKUX (D-mepdrropiso-
nponun-2'-gesoxcuypupuy)  [1] wam npOTHBOBMPYCHBIN CBOHCTH [o-anoaep
5- (2-ruppoxcurencadropnpon-2-mn ) -2 -negorcuypiaunal [2]. B macrosmen
COOBNIEHN ONMCAH CHHYE3 AHOMEpPHBIX O-(Z-aMuHorercadroprpon-2-mi)- o
- (2-rpudropayeriiamuHorekcaPToppon-2-mi) -2 -1e30KCH Y PIAUHOB ¥ TIpe/i-
CTABICHBL PE3YNLTATEL 1O MA3YYEIHI HX OHONOTHYECKO aRTHBHOCTH.

ANKIMpPOBanIe ypalmaa oCyLUIecTsAsN  BaanMoeficriuem  ero 2,4-0ue-
D-1rPUMETINICHITTEHOT0 TPOUBBOAHOTO ¢ TpudropaueTwInMuaoy rexcadrop-
AUETOHA € IOCACAYIOmel 06paborroit meTanosoM. 13 1ONYUeHHOM COenIie-
aimw (1) amiggayio rpymmposky pacutenisan 10% NaOH, B pesyasrare wero
Ob1 moanyuen o-(2-ammpvorexcadropupon-2-i) ypauma (I} ¢ serxogos 79%.
Upi ero ramro3uIMpOBAHME CHIHALHBIM METOTOM armratorenosoi  (I11)
8 xgopmerom amerunene B mpucyrersui SnCly, mo mamseim TCX, obpasyercs
ronpko B-amomep (IV), porienennsii wpuerammusanmeit ¢ srixogom 609%.
Alpasnasrocts ompejenenns P-koudurypanun coepmuenus (IV) 1moptsepik-
era gawusivn KO- w "H-AMP-coekrpon mpoayrTa ero Resauiia@poBantisg
{V).

Hng monyuyenus c-anomepa (X) Mbl H3MEHWIUW YCIOBHSI TJIAKOIHIIPOBA-
HIUS @ B COOTBETCTBHI ¢ pPeROMeHgalusMit padorst [3] pactsop ammiranore-
uwosnt (IT1) B ameronmrpune BHlepmuBai 1 ¥ mepes IpuOaBRIeHHEM CH-
JMABHOrO  OPOH3BONHOTO, 1I0JAYYEHHOro U3 O-3ameleHdoro ypanuga (11).
Onnaro war B mpucyrersin SnCl,, tar w 6e3 Hero uwepes 48 u pearironmas
cMech copepmana mesmaunrenbuoe (~10%) wommvecTso B-He30KCHHYKIEO-
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Tabavwya 1

Hanupie Y®- u RK/l-cnexTpos cHHTe3NPOBAHHLIX CO€RItHEHHI

Y-criexrp RAO-citesrp
CoennHeHne
Kaxr HM e. M—t.em—! Mean [6], mrpag-cm?- M~
\% 263 9600 275 +9500
Vil 269 9600 273 + 116060
IX 269 9600 271 —17 300
X 267 9800 270 —12 500

auna (IV), uexopusii ypauma (I1) o fpoayktsl HeCTpyRIUM au@araiore—
HOBBL

Heronnnit o-amosmep (X)) yianoch MOMYUTHTbH, MIHKOSUINPYS AUMITATOre—
wozoi (111) Gue-O-rpumenimicnaunbnoe npoussonuoe coepuenus (I) (a me
(IT)) B pmuxmopsrame 0Ge3 Rarasu3aTopa, UTO NPHBEJIO K CMECH aNo-
smepusix  O-zapprennsix  fgezoxcwnywaeosupos (V1) w (VIiLl). Hesaummu—
poBaHME  YIIEBOJHOTO — OCTaTKa € TOCHEAYIOLIM  XpoyMarorpaduIeckuns
pasnenennem npusesao x P-(VII) u o-anomepy (1X) B coornowenun 1:2.
Memoaupiv ruaposusor yoanmian N-rpudTopanernisuyo FPyITy, pd ITOM
3 unyruneosuga (VII) monyumin coemmpenue, MAEHTHUHOE [B-AC30KCHPHGO3M-
ay (V), a us mykaeoswpa (IX) — 1-(2-mesorcu-a-D-pudody parosmi)-H-( 2~
armnuorexcadropopon-2-nn) ypawma (X).

CuHTE3HPOBAHHDbIE COEAMHEHIA OXAPAKTOPH30BAHLI JAHHBIMII SJEMEeHTHOrG:
aHasu3za M COBOKYITHOCTLIO CHEKRTPANLHBIX Merosion. llomomenue mpesorcupu-
foanmoro ocratka B myrseosmpax (V), (VII), (IX), (X) MONTBEPIRACIO TEM,.
YTO MAKCHMYM ITORJOIeHHA B Y @-cliekTpax dTHX COeJWHeHN 1e M3MEeHACT-
csi npu mepexome pH or 7 x 11. Ormecenme KOHPUTCypall TAMKOSWIHONG
wenrpa B B-amomepax (V), (VII) u » c-amomepax (1X), (X) cornacyercs
¢ panusivMu cnexkrpos KL (rabn. 1) w '"H-AMP (rabum. 2). Hanuuwe B wmace-
cuexkTpax gmesorcuwnyrieoauaos (VII) u (IX) 1uKOB MONERYISPHBIX HOHOR
¢ mfz 489, a rarwsme B cmertpax "F-AMP orux coepwmernii curmama ¢ &
—2,1 s (radn. 2) onHO3LAUHO CBHACTEALCTBYET 0 coxpanewinr nocie O-jpes-
awnuposanas N-tpudropareruanuoil rpyrel. B cmextpax “F-AMP p-pes-
orcunyraeosypos (V) nm (VII) cmrmanst CF-rpynm cuMrierHs, Ui o-amo-
smepos (IX) u (X) ynaercs HabuopaTh MATHITHYIO HEIKBHBAJEHTHOCTDL JIBYX
CFs-rpynn (pucysor).

M3yuerite MUTOTOKCHUECKHX H IPOTUBOBIPYCHBIX CBOICTE  COEITIEHITiE
(V), (VID), (IX), (X) in vitro mowaszano, uro B-mesorcudyracosur (V)
VMEPEeHHO AKTUBEH B OTHOIUEHHHE BUPYCA OCHOBAKUMIIBL B ROIIENT DAL
250 amr/man ow cmmmaer THTp Bupyea Ha S lg OITH*; mpun uecneposauiis
ga RyALTYpe KIeTok paka suvnnka uyersosexa CaOv coemumenwe (X) mpo-
sBIt0 cnadylo umroroxcnyeckyro artupHoctn (CE; 100 mkr/ar).

Apropsl soipazraor npusuarensrocts b, C. Kuroro m 0. ¥, Bomogumy
3a pnonyuenne mganubix YD- u Kll-crerrpos, M. B. Damaxosy s3a c¢bhemry u
noMonts B mrvepwperamun  CF-AMP-criewtpos, C. C. Mapesnwroroli w
2. B. UYexywnosoll sa mayweume iportusoBupyciksix csoiicrs, Q. C. Hyronoi
o . B, oBpeiumny 3a wecaemoBanue IMHTOTOKCHYECKONO AECTBUA CHHTE-
3UPOBAHHEIX COGTHIEHIIT.

Ixe iepHMeHTAIbR A Y3CTH

Crerrper H-AMP coemurenuii (I) w (IT) momyuenst ma mpubope Bruker WP-200
(DPT), ocraTpusix cocpmHeHIiT — Ha mpubdope Bruker WII-360 (®PT), suyrperuuir
crangapt — rerpaveriacuiaan. Croexrpet YF-AIMP sanwcamsr pa mpubdope Bruker WP-200
(DPT) ¢ padouenr wacroroir 188,31 MTu, srewnui crangapr — CF;COOH; reopermaeckue
IAPAMETPS CUCKTPA ACBORCHHYKIeO31A (X) MONYIEHEl HTEPAUNOHHBIM MALINAHBIM DAC-
TETOM 10 CTAHAApPTHOH nporpasve «PANIC» mo 3HATEAIA CPeMHCRBAAPATHIHON ONIIIOKIF
urepaunn 0,02 I'm. Macc-cmertprr sanmcansr Ha npudope Varian MAT-311 A (CIIAj,
oreprus  momwsanmuy 80 aB; Vd-crexrpor — Ha crnerrpodoromerpe  Specord UV-VIS

* 50%-nag wronaruueckKas no3sa.



Hanmupie cnexrpos 'H- uw F-AMP

H
Coepsae- S, M. L.
Hue
HG Irt’ ’ H2a ~ 26 } o3’ 1747 Hb5a H56 NH
Vo2 $,15¢| 6,141 221 M 2,04 M ‘ 4,20\ 3,85 m 3,50~ 1174 ¢
3,15 M
VT 3% 826 ¢c| 6,271 2,38 m 215 M 4,37z 4,00 m 3,70 »1 -
VT 2 S8Atc| 6,187 2,23 M 1.97 M 4,23 a1 3,89 M 3,02 1 10,73 ¢:
11,70 ¢
IX 3% 824c¢| 6,24 nn 2,67 M 2,07 m 4,34 x1 4.28 M 3,56 at —
IN 2% 8,15¢c| 0,14 i 2,08 M 1,87 v 421 M 4,12 3,45~ 10,69 ¢
3,15 a0 11,38 ¢
N 8,24 ¢| 6,18 o 2,63 M 2,09 M 4,330 4,30 m 3,56 -

# CnerTpnl WF-AAMP coefydednit (V) 1 (VIID) B DMSO. coepymenuit (IX) n (X) — B MeOIL,
 Gunewrp 'H-AMP B DMSO-ds.

% Cunexrp 'H-AMP B CD;0D.

“ GuereMa AsB; (€M PMCYHOR).

{CALY), poura ontityeckoro nyru | €M, pacTBOpUTEdb — aTawoN. Kpyrosoil apxpousy ia-
amepsung wa anxporpade Rousell-Jouan I (®@pauuus) s sramode B 1-cM wriosere. Jasm
TCX ucroapzosanu cunydox UV, (Kavalier, YCCP), npenapaTuBHyio XpoMarorpadio
npoBoMIDL Ha naacthmukax (20X20 cx), ncnoansys ciankareds LSLes, 5—40 mrm (Che-
mapel, WCCP) npm rosuuie cxost 1 MM, VIS ROJOHOUHON Xpomarorpadui puMeHsT
crimukarens L 40—100 mxar (Chemapol, YCCP). TpoTIiBOBHPYCHYIO AaKTHBHOCTE [J@30KCII-
HYEJACOSEROB Mayani in vilro Ha KyJabrype KIeTor Rypruabix gubpobracros, MHOEUIHPO-
BAUIBIX BHPYCOM 1lTpocroro repneca HSV-1 jnTa 8upycoM OCHOBAKUMHEI, K&K OMNHCAHO B
padore [4]. Lnrororcuuecroe xeficTBIC CHHTC3WPOBAHHBIN COMIHEHNH MCCIEAOBAIH Ha
KyTbType RICTOR paka AnyHura teqaosera CaOv 1o metomke [5].

5-(2-T pugpropayerunanunozercagpropnpon-2-un) ypayua (I). Caecs 3,84 ¢
2,4-0uc-O- (rpuMerusenawi) ypaxuaa i 5,2 © TpudTopaneTmIEMIHA Texca-
gropanerora B 10 aur afe. CHCl, narpepanu 24 v B 3amagHHON CTEKJISHHOII
anmysie upi 90° C, mocae oxnasspenus ynapuian, gobaswau H0 Mi MeraHoaa,
0CAZCK OTHENIUIT I TepeRpucTamnusosan n3 srwaalerara. Honyuamnu 3,64 ¢
(65%) semecrsa (1), raur. 285° C, Ry 0,81 (mermuaruareron — CCL, 1:1).
H-AMP (6, s, DMSO-d,): 7,50 (1H, H6), 10,80; 11,40; 11,49 (3H, NH).
UE-AMP (DMSO, 8, ma.): —10,6, —6,6 (3CF;, 2:1). Macc-cmexrp: M+
373. Haiimeno, %: C 29,35; H 1,20; N 11,35. Col,FyN;O;. Beruucaeno, %:
C 28,95; H 1,07; N 11,26.

5-(2-Anunoeercagropnpon-2-ua)ypayua ([1). Rumgramn 2 r coepuHe-
s (1) B 40 smx 10% NaOH s reveuwe 8 wu, melirpanusosanu 10% HCI
M BLIMABLUMI OCANIOK KPHCTAJIUIOBANY M3 aUeTOHHTPHIA. DBBIX0) COeIIHe-
s (I1) 4,16 v (79%), . . 295°C, R, 0,68 (mermwmsrmrreron — CCly,
1:1). '"H-AMP (aueron-ds, 6, ».n.): 3,66 (2H, NH,), 7,83 (1H, H6), 10,33
(2H, NH). “F-AMP (anmeros, 8, aa.): —3,9 (2CF;). Macc-cmerrp: M+ 277,
Haiineno, %: C 30,04; H 1,77; N 14,57 C,H,F;N;O,. Bprumcaerno, %:
C 30,32; H 1,80; N 15,16.

1-(2- fesorcu-B-D-pubodypanosua)-5-( 2-anunoeercagropnpon-2-ua )-
ypayua (V). a) Cumecy 1,5 r (5,4 mmonp) 4-(2-ammuorexcadropapor-
Z2-ua)ypanuna (11), 1 mr cyashara ammonns m 18 M reRCaMEeTHIHCHIRZAHA
rpnarwin 12 w4 MaGeitor  rewcaMeTHI(HCHTA3&HA OTOIHANM 1B BaRyYMe,
OCTATOR PACTBOPINIH B 15 MJI XJOPIHCTOrO MeTHM/eHa, K PACTBOPY NpPuOaBHIIN
1,89 r (4.86 ammoan)  2-mesoncu-3,5-mu-O-n-roxyun-a-D-pabodyparosmaxio-
puga (L1T) [6] 1 0,47 s SnCly 5 15 sur xgopneroro MermiaeHa. PearliioH-
HYI0 cmecs mepeaenusanu 4 u upw 20—22° C, 3areM UTPOMBUIIH I[IOCIE10BA-
re1bu0 Hackil, NaHCO;, Bomofl, BRICYINIIE ¢YIbMATOM MaTIHg, YIapHil B
BaRyyMe, OCTATOK Kpucrasausonanu wa merawona. Hoxyuma 1,27 v 1-(2-ge-
30kcH-3,3-10-0-n-tonyon-p - D - pubodypanosui) - 5 - (2 - amuorekca@rop-
npon-2-ua) ypanmra (IV). Ws marounoro pacrsopa KOMOTHUTETHHO BBILENINTIL
0,6 r samyurmermoro gesoxcuuyrueosnga (IV), obmuii seixon 60%. Bemtectro
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Tabavya 2

CHHTEZUPOBANHDIX COC,HHHCHI'HUI

)}[ ISIF- Bl

J, T S, M. L.
172a 172G 2a2'6 283" 263 34 CF,
5.9 72 13,1 2.8 5,7 2,6 ~48¢
6.0 7,2 13,5 2,7 6,0 1,7 —=85¢, =2,tc (2:1)
7.5 1,5 14,3 55} 1,5 1,3 -84, =864 —21c¢

(L:1:0)

7,3 1,5 147 5,4 - — —2,9; =31 (L1

xpomarorpadguuecku oguoporro B cucreme CCl, — anerom (4:1). Haiigeno,
%: C 53,31; H 4,23; N 6,54, CosH,sFN;O;. Beramcaeno, %: C 53,42; H 4,00;
N 6,66,

Pacrsop 4,27 r coepmmenus (1V) 8 50 ma 0,1 M MeONa B merauone
seigepsruBany 4 u wpu 20—22°C, meftrpammsosanu maysrcom-50 (H*) 7o
pH 7, cvony orpesmnm, TPOMBIIH METAHONOM U O0BEHWHEHHBIE (QUILTPATHL
yoapuau g paryyme. OCTATOR DPACTBOPHIM B BOMHE, METHATONYMIAT ITPOIKCT-
parmpoBagu meTporeitHeiM adupom. BojHBIL pacTBOp YHAPHIM B BAKVYyME,
nonysmag 0,65 r (82%) 1-(2-mesoren-B-D-pubodypanosui)-5-(2-aMuHEOreK-
cadpropopon-2-mx) ypauura (V). Halimeno, %: C 36,86, H 3,86; N 10,70.
Cy.H sFsN.:OQ;. Beruncxeno, %: C 36,65; H 3,33; N 10,89.

6) Pacreop 1,2 v (3,09 mmoxs) 2-mesoxcu-3,5-nu-O-n-rouyui-o-D-pubo-
dyparosuaxgopupa (1I11) B 10 mu Gessoguore ameTommTpEIA BRIACDIKANE 1 u
npa 20—22° C u npubasuiy K PAcTBOPY OHCTPUMETHJICHIMILHOTO IPOHSBO/I-
goro, moayuenmoro ws 1,0 r (3,61 mmousn) OS-(2-ammmorercadropupon-2-
un)ypanuna (1I) waw omucawo memme, B 10 mu anerosmrpmia. Yepes 24 u
K peargmonuoii cmecr mpubasnmiam 0,1 mn SnCl, m ocrasmni ua 48 u ripu
20--22° C. PacTsopuTesb YHapuJM B Baryyme, 0¢TaTor pacrtsopuis v 20 wma
xwopopopma u mpoMmbLim Iocaegosaresbro mace. NaHCO, (2X10 )
u somoit. flocne orromkm pactsopmrens ocratok (0,7 v) xpomarorpaduponasii
HAa ItactEHax ¢ cmaukarenesm B csmecm CCl,— ameron (4:1). Bsipeawin
0,22 v (11%) sammurensoro P-awomepa (IV), m3 KOTOpPOro mocie fesariu-
mapopaEua B yergosmsax omsira {(a) moayumnuw 0,1 r (80%) mesorcumyrmeo-
3Ma, UACHTAYHOTO, 1o manupM 1'CX, coegmaenmio (V).

Anoneprvie 5 - (2 - rpugropayerusanunoeercadiropnpon-2-ua)-2'-0es0k-
cuypuduner (VII) v (IX). Cvecs 1,0 ¢ (2,68 mmomr) - (2-tpmdpropaeri-
amubonpon-2-mi) ypanmra (1), 10 mr cynbara ammonus u 12 MT Texcame-
runppcnnasana Ruosarwan 10 v, p3GRITOR CHAMIMPYIOIIEro peareHTa OTOTHAJI
B BaKyyMe, OCTaTOK pacTBOpmau B 4 M Oe3BONHOTO AHXJAOPITAHA W npuba-
puam K cycuemsumm 0,95 r (2,45 mmoan) ampurranoremossr (III) B 8 wmu
TOrO e pactBopuTena. PeakumonHyio cmech mepemenmupann 2,0 ¥ npn 20—
22°C, sarem mpomeuim mnociefosatensuo pacreopod NaHCO; (2X10 aa),
Bogoii. Ilocne otromkm pacrBopuresns octator (1,9 r) Hamecmm Ha RONOHRY
co 120 t cunwxarens, xmopodopmon saronposaym 1,65 r cMecH 3alAHIIeAHBIX
agomepos (VI) m (VIII). Pacrsopmnu 1,65 r aroii cmecu B 40 max 0,1 m.
MeONa 1 meramone, uepes 4 u mefirpamumsosasu jaysrconm-00 (H*). ITocme
OTfele s CMOJNB M YHAPUBAHHA OCTATOK BHICYIIMIH B Baryyme zHag P,0;
¥ xpoMaTorpadEmpOBAIE HA IIACTMHAX ¢ CHIHKarejesM B 9THIallerare.
Wz mepxmeit 3ompr Bugeanan 0,23 v (20%) 1-(2-mesoxcu-B-D-pubodypano-
a3uir) -5- (2-rpupropanermmamunonpon-2-ui) ypaumisa  (VII). Haiigeno, %:
 34,96; H 3,20. G, H,,FoN,O;. Brrwucaerno, %: G 34,37; H 2,47,
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Cucresa AsB; n cnentpe PF-AIMP coemenus (X): « -
DHCTIEPHMETT, 6 — TeOPIis

Wa mwmueir sowsr sormeammar 0,42 © (38%) 1-(2-mesoxcu-a-D-pudody-
paHo3nn)-5- (2-rpudropayermramunonpon-2-irn) ypaunaa  (1X).  Haifigeno,
% C 34,04: H 3.60. C,H,,F,N,Os. Berumcaeno, %: C 34,37, H 2,47,

1 - (2-J[esorcu-a-D-pubogiy parosua)-9-( 2-axnunrozencadropnpon-2-ua ) ypa-
yua (X). Cycmenzino 0,39 r (0,8 mmonn) a-nyraeoswia (1X) 5 27 an 10%
pomroro NaOll wwugrunm 2,5 «, neiirpanmsonsary gaysrcom-00 (H™), drurnr-
paver ymapimn g oparyyse u ocraror (0,3 1) xpoyarorpadumponanu wa Iiia-
cTHHAX ¢ cinmikareiem 8 artnmauerare. Bergesurmn 0,14 v (44,5%) 1-(2-1e-
B0KCI-0,-D-pudodypanosint) -d- (2-aruruorekcadTopIpos-2-1ir) ypauuia (X).
Haiiieno, %: C 37,15, H 3,78; N 10,70, C,HFN;Os. Brruncaeso,
% C 36,65; H 3,33: N 10,69.

B awanormuneix yesopusx uz coequHemns (VI noayumnm B-asmomep,
HACHTIUNGIT, 110 pamne erextpa (H-FIMP 0 TCX, jesoxcunyrmeosuny (V).

0
I C(CFNHAR
N AN ) 0
HN‘ \l Tol O/ \\
AN N
0" N ] cl.
H Tol O
(I R-=COCK, i)
(I1y R=H
0 . . 0
| C(CFy)NHR R'O— /N
HN )/ \\_/
1
7N RO
0O N
O N0
RO NS
7N - Nn
SN
RNH(CF;),C |
RO 0O _
(IV) B =H, R = Tol VI R = COCF,, R’ = Tol
(VIiR=R =H (IX) B = COCF,, R' == H
(V) R = COCF;, R’ = Tol (XYR=R =H
(VI[) R = COCFy, R =H Tol = n-CH,yCH,CO
JUTEPATYPA

4. Meavnun C. H., Bazwedosa A. A, HApyesa H. B, Hedopeaosa T. II., Boprosuy-
was ' I, Hpeodpascencras M. H., Tepman J. C., Howwwyn B. P., Acerucan 3.4 /]
Buoopran, xunns, 1981, T. 7. Ne 11, C. 47111717,
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SYNTHESIS AND ANTIMETABOLITE PROPERTILES
OF 5-SUBSTITUTED 2-DEOXYURIDINES.
ANOMERIC 5-(2-AMINOHEXAFLUOROPROP-2-YL)- AND
5-(2-TRIFLUOROACETYLAMINOHEXAFLUOROPRO P-2.YL)-
2'-DEOXYURIDINE
MELNIK S. Ya,, BAKHMEDOVA A, A, YARTSEVA 1. V., KOCHETKOVA M, V.,

PREOBRAZHENSKAYA M. N,, SVIRIDOV V, D.*, CHKANIKOV N, D,
KOLOMIETS A, "%, FOKIN A, V. *
All-Union Cancer Rescarch Centre, Academy of Medical Sciences
of the USSHE, Moscow,
*4, N. Nesmeyanov Institute of Elemento-Organic Compounds
Academy of Sciences of the USSR, Moscow

Alkylation of 2.4-bis-O-(trimethylsilyl)uracil with hexalluoroacetone trifluoroace-
tylimine gave 5-(2-(rifluoroacelylaminohexafluoroprop-2-yl)uracil, which was translor-
med by alkaline hydrolysis Lo 5-(2-aminohexafluoroprop-2-yI)uracil. The latter was gly-
cosytated with 2-deoxy-3,5-di-O-p-toluoyl-a-D-ribofyranosyl chloride by means of various
modilications of the silyl method leading to the predominant formation of $-deoxy-
nneleoside; after deacylation 1-(2-deoxy-3-D-riboluranosyl)-5-(2-aminohexalluoroprop-2-
yl)uracil was obtained. Interaction of silylated 5-(2-trilluoroacetylaminohexafluoroprop
Z-ylhyuracil with acylgalogenose gave anomeric O-substitutet deoxynucleosides, wlicls
were  deblocked to  give 5-(2-trifluoroacetylaminohexafluoroprop-2-y1)-2'-deoxyuridine
and corresponding o-anomer. Alkaline hydrolysis of N-trifluoroacelyl group in both indi--
vidual anomers  produced 1-(2-deoxy-a-D-ribofuranosyl)-5-(2-aminohexafluoroprop-2-
yhuracil and the abovementioned 3-anomer. Of all compounds synthesised only {-(2
deoxy-8-D-riboturanosyl)-3- (2-aminohexafluoroprop-2-yl)uracil has a moderate inhibito~
ry effect on replication of vaccinia virus in vitro.
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