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CHUHTE3 5'-@TOPAJKNUJIDPOCPOHATOB
HYRJEO3NA0B — COEANMHEHUN C IOTEHIMAJIBHBIMHI
IIPOTHBOBUPYCHBIMHU CBOVICTBAMMI

Hreruryr moaeryasapnoil duosoeuu um. B, A. Snzeaveapdra PAH, Mockrea;
¥ locydapcreennvii coosrnuiii HUH opearnuteckoid zumuw u rexnoaosun, Mockea

OGYIHBCTBIICH cuaTes cepun 5'-gropankmagochonaron 3'-a3uno-3'-Ke30RCUTHMILMIA

u 3'-mesokcm-2',3 -HENeruAPOTUMHUIIHA KaK COSAMHEHIUI ¢ BO3MOMHDBIME AHNTHBUDYCHHIMEI

cpojfictBamm. B xauecrse (hOCHOHMIMPYIOUIEr0 KOMIIOHEHTA MCHOJL3OBANHCH (PTOPMEOTHII-

ocporosasr, padropmerundocdomosas, ropxnopmerangocdonopas u  BAHMIDOE-

onoBas KuchaoTe. Koummencamuio ocywecrsisimg nado ¢ N,N/-REIEKIOreKCHIKapdo-
BuEMEAOM, nul0 ¢ TPHHE30NPONHAOEHB0NCYILHOXIOPHROM.

Hepasro Ob1m0 yeranoBieso, uro 5'-H-gpocdonars 3 -asumo-2',3"-nugesoxn-
CHHYKJICO03U/0B 00NaNa0T akTHBHOCTHIO HPOTHB BUDPyCa HMMYyHOge)HIATA Ye-
nosexa (BUY) [1]. Kax mssecrno, 3"-asuuo-3 -gesoxcurmmumnn (AZT), pas-
peleHHbll K NpAMeHeHWI0 B wumumke mpenapar upormy CIIM[a, obnagaer
sEavuTenbHof TokcmuHoctbo. 5 -H-Docdomar AZT nposriser npoTHBOBH-
PYCHYIO aKTHBHOCTD, OAMSKYI0 K MCXONHOMY HYRICO3ULY, NpE O0Onee HUBKOU
TORCHUYHOCTH. DBUI0 BBICKAzamo npempnomomkenme, uaro 5 -H-pocdomar AZT
criocober OPOHHKATH Yepes KJIETOUHbIe CTeHKH, a 3aTeM KN OKHCISATHCA B
cooTBerTcTBYIOMUH Momodoedar, UMK UpeBPAINATHCA IIPH KATAJU3e HYRIEO-
tugrraasamn B O - (B,y-madocdopmn) -a-H-docponar AZT, woropsiit warnbu-
pyer cuares npoupycuoir MHHE, xaranmsupyeMmsiit o0parHoi TpaHCKpANTAS0
BHY. Brun ompepenensr wouumenrpanun 5 -H-doconara AZT (ED;, — mo-
mapnaomas ma 509% peupopyxnuro wupyca, CDj— ybusamomas wa b0
KIETKH) W KX COOTHOIIEHHE — HHJEKC ceinerrusuocty (SI). Jrm smavenHa
cocraBmiim mo paEEEM nybmuxagua [2]: EDg 0,03 MM, CDs 102 meM,
ST 3400 (pusa AZT coorsercrsernno 0,06, 72 m 1200), a mo pamEsiM padorsl
[3]: EDse 0,072, CDy 2500 m SI 34700 (mua AZT coorsercraemuo 0,005,
154 u 30800).

IlpuBenenEple XapaKTepHCTHKA I03BONAIOT paccMaTpuBaTs (HocoHATHI
HYKIEO3U/I0B KAK COCAUHEHUA ¢ HOTEHOMANHLHOW aKTHBEOCTHIO mpotus BUY.
Hurepec B atom pagy upencrasisior gropmerun- m gudropMerundochora s
B nmocuepmee spemsa monobubie ocoHaThl MPEeiOKeHEl B RaUecTBe OIM3KUX
M302JEKTPOHUBIX W M3OCTEPHUECKHX amanoros gocgaros. B wacrmocTH, GBI
onmcam cmETes 9 -pudropmermudochorara TuMEALHA [4], omEaro ero mpo-
TUBOBHPYCHAA AKTHBHOCTL He M3yyadach. B macrosmmei pabore mpejcraBieH
CUHTe3 HeCKOMbKAX O -ropanwundochoraros AZT u 3'-mesomcu-2',3'-maje-
rugporumugara (D4AT), a ramwke 5 -ppEmndocdomaTon ITHX HYKICO3ETOB.
Bummiagocdomars: Opuim BeOpaper Kak wHO# Tum (HocdoHATOB — HE COHEpHKA-
wrx GTropa, HO HECYIIX JIeRTPORaKNenTopEy® rpynuy. BuiGop AZT m D4AT
OTIpeeAIca WX BHICOKOH ARTHBHOCTHIO B Nogasierum penpoxykmmm BUY
[1], a rawke mammeiMm o ToM, uwro ux Y -rpmdocdharer ABIgIOTCA dPHERTEB-
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HBIMEM TepMuHaTOpHEIME cyOerparamm JIHH-nomumepassr BUY s 660KJI€T0'{~
HOU emoreMe |5, 6].

Tpypmoern cmaresa GocdoHATOB HYKIEO3UAOB CONpPAMKEHBI TIABHBM 06-
PasoM ¢ MAJOH MOCTYTHOCTHI0 B LPEHAPATHBHBIX KONMUECTBAX MOHC- H HE-
propmernnocorossx Kmeaor. Jo HACTOAEro BpeMeHE [ig TONYJIeHES
TAKAX KUCJIOT HCIOAL30BaNu (Propxiop- m pupropxiopmerass [7, 8]:

S (ROYP(O)CHSF (1) R — (CH,

(RO):P(O)Na—|cqp,ci
5 (RO)P(O)CHF; (2) R = CyHs

Hamu mokasamo, gro Bsaumopeiictswe mupropmuxmopmerana (3) ¢ Na-
COJBIO /:mammboccbma B OPHCYTCTBHM mrammbocq)ma TAK)Ke IPHBOINT XK
ob6paszoBanuio padropmermidochorara (2) m WOOOYHBIX TPORYKTOB — TETPA-
sruyosoro adupa pudropmermibucdochonoBoit KucTorel (4) m TpusTHAPOC-
dara (5).

HP(0)(OLL),
CF3Clz -+ NaP (0) (OEt); ———————> CFHP(0)(OEt)y -+

3) (2)
+ (Et0),P(0)CF,P(0)(OEL); + (Et0)3PO
(4) ®)

Bupmmo, jammas peaknua mpoTexaer B HECKONBKO OTa}IlZII/I ¢ o0pasoBaEUeM
maropxnopmeruidochosara ¥ ero BOCCTAHOBJICHHEM H3OBITKOM AHITHADOC-
dura:

NaP(0) (OEf), HP(0)(OEL),
3) ————> CF,CIP(0)(OEt), —

Pamee amanormymoe BOCCTAHOBIAECHHE OBLIO OTME4EHO [ OpoMumdrTopMe-
raigocdomara [9].

Wnrepecro, 4ro BO BCOX HW3BECTHHIX /10 HACTOAHIETo0 BPEOMEHM CIy4Yaax
Ha0/HOMAN0eh BOCCTAROBIGHAE JAIIbL OJHOTO ATOMAa XJopa uiau GpoMa Iepra-
JOHAMPOBAHHOr0 ocrarka. Hamu moxasayo, 4ro HpPH HCHONB30BAHKM RHOPOM-
ropMerara (6) mpouecc HPoTERAET TAYOKE W IEPUBOIUT K CIAQMKHON pearnu-
OHHO# cMecH, cofiepmanieit oxosno 109 dropmernndocdonara (1):

HP(0)(OBY);
CFBroH ++ KP(0) (OEt),
(6) _

Topaspo Goiee sb@eRTABEBIM 0Ka320Ch BOCCTAHOBICHME (PTOPXIOPMETHI~
docorara (7) [10] Zn-Cu-mapoii B BOJHO-COUPTOBON cpege, KOTOPOe HpPH-
BORMT ® cMecn woHodropMermndochonara (1) (64%) w wmerungocdora-
Ta (8).

CFCIHP(OY(OEt), —> (1) 4- CHgP (0) (OEt),
(M 8)

Paspenenue cmecu OCYNIECTBISIN C IIOMOINLIO BHICOKOI(PPEHTHBHON peX-
raQuRanAn ¥ KouTponmposaxu I'HIX,

Hamu taxse Onlr mpoBefien cuHTes Momogropmerungocorara (1) same-
mieHAeM THAPOKCHNA AEITUJIOBOTO 3(HPaA THAPOKCAMETHI(POCHOHOBON KHCIHIO-
o (9) aromom (ropa mpum peficrsumm Mopdoummorpudropuma ceper (MST)
B [IXJODPaTAHE:

HOGH,P(0)(OEt),

(9
Homryuennpie muarnnosere aupst (1), (2), (7), a rawxe Baanndocdouar
[11] mox meiictsuem (CH,):SiBr Obuiu mpeppamieHs B AHCHIUIOBBIE dpApPHI
co0TBeTCIBYIOMMX  POCHOHOBEIX KUCIOT, KOTOPHIE MOCHe NONOTHMTSILHON
O9NCTKY [EPEeroHKOH LOABEPraiuch TUpOJIH3y ¢Mechbl BOJHOTO IMPHIMHA U

> (1)
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TpE-H-OyTHIAMAHA W B BUAE TPH-H-OYTHIAMMOHMEBEIX CONe# BBOJMIACH B
KoRpeHcaumio ¢ myxaeosugamu D4AT w AZT. Pearnmuio npoBOoguiu B NEDHAA-
He, B KadYecTBe KOHJCHCHPYIOMIEro ATreHTA WCHONL3OBANN TPHHIONpPOTHIOen-
soacyabpoxnopug (TPS-Cl) wmum N,N'-muuuxirorexcmiaxapbopmuMuy. Beimm
moayvenst 5 -poconarsr DAT (10a—r) m AZT (11a—r):

0 0
I I '
HO_P_0— 0O by HO—_P—0—. oty
L N BREZ2RN
R </ I V
Ny
(10a—r) (11la—r)

R = CH,F (a); CHF, (6); CHFCI (8); CHy= CH (r)

THonyuenmsie ochonaTsl BEEHLIH WOoHOOOMONHON XpoMaTtorpadmei mHa
DEAE-Toyopearl B sumeiinoM rpajzeHte aMMOHWH-THAPORAPOOHATHOIO OY-
depa. Homomuurenpayio 0IHCTRY MPOUSBOJUIN ¢ MOMOIIEI0 00pammerHo-(haso-
BOit xpoMarorpaunm na cunurarexe Lichroprep C-18. Tloayuennnie docdona-
THI WMEIHM XapakTePHBIe IS THMHIXHOBEIX IPOu3BOAHEIX Y D-cnerrps:, ObLIM
romoresnsl no TCX u B X-amanuzy. B yerosuax womooOMemnoR XpoMa-
rorpadrr Qocdouars (10a—r) m (11a—r) wmennm opMHAKOBOE BpeMs YEep-
HEBaHUs, Onumakoe R 7,5 MHH, YTO CBHIETEILCTBYeT 00 ONWHAKOBOM 3apsje
Ha (ocoHaTHOM OocrartHe B oTHX coemumenmax. Crpywrrypa 5'-docdomaron
(10a—r) u (11a—r) noprBepysnena namnemu crnexrpos AMP '‘H u *'P. Ilpo-
THBOBUPYCHEIE CBOMCTBA MCIBITHIBAIOTCS B HACTOSILECE BPEMSL.

JKCIEPUMEATATFHAR HACTh

AZT 6oin cunresnposas coriacso pabore [12], D4T — xax ommcaHo B pa-
dore [6]. Huarumonsrit shup BuEmIPOCHOHOBON KUCHOTHI OB MIONYIEH DO
Mmeromuxe [11], nuarmmopsiz adup (ropxumopmernrdocOROBOT KECTOTH —
mo meropmke [7], mesTmioBeii adup rupporcuMerunGoc@OROBOR KICTOTHL
mo meromuke [13]. :

TCX mposopuan B cucreMe xmopodopm — metamon, 9:1 (A) m msompoma-
-~ mon — NH.OH —Boga, 7:1:3 (B). BOMHX ocymecrsasamm wa romorre Nuc-
leosil NH, (7 mrn, Macherey Nagel, ®PI", 46X250 wmu). J171a 9BOIIONEAR ACIOTE-
soBaJi JuHedHpE rpamtedt xounentpanuu KH,PO, (0,00—0,6 M 5 reuenne
30 mmu, cropocts mortoxa 1 mu/mmm). I'PRX srmmoseix odmpos dochomonbrx
KucnoT npopopuii Ha xpomarorpade JIXM-8MI (CCCP) B caegymommx ye-
gopuax: wKarapomerp, woinomka 3000X3 mm (Chromaton N—AW-—-DMCS,
0,160—0,200 mm; 10% Silicone DC-500), raz-mocurens — rexmit. MomooOmen-
ByI0 XpoMarorpaguio nposomumim ma cmore DEAE-Toyopearl (Toyosoda,
Hnomus), a obpamenno-hasoByo xpomarorpagmo — na cuankarexe Lichrop-
rep C-18, 25—40 mum (Merck, OPLY.

Crerrper 'H-IMP ochoHOBRIX KHCIOT perucTpHpOBANM HA CIEKTPOMET-
pe EM-390 ¢ paGoueit wacroroir 90 MI'm m (CH;).Si B KavecTBe BAYTPCHHErO
crapgapra, coexrper “F-AMP —ma T1om me mpubope ¢ paloueidl uacrtoroii
84,67 MI'y orrocurensno CFCl, kak BEenrmero crangapra, cmerrps: > P-AMP —
Ha mpubope HA-100D ¢ pabouesr wacroroit 40,5 MI'm ormocmremsro 85Y
H,PO, xax Bmewmero cramgapra.

Coextprr 'H-AMP ¢ochoraTor HYKIEO3MZOB permerpupoBasdm HA CIEKT-
pomerpe Varian XL-100 (100 MTI'n) B D,O ¢ mcmonssosammem 7per-6yTmio-
BOro coMpTa Kak BEyTpemwrero crampapra. Cmexrpsr *P-AMP docdonaros pe-
rucTpEpoBasu Ha cnerrpoMerpe Varian XIL-100, 8 xauecTBe BHEIIHETO CTAH-
mapra mcronszosanun 85% IH;PO,. Bee *P-AMP cmexTpsl permcrpmpoBaid ¢
HDOMHBIM HOJABIEHAEM IIPOTOHOB.
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HAuaruaoeeri agpup dropmeruagocgornosoii kucaores (1). Ay K cycmensun
KanmeBOH coim Ruartinidocura, IONyYeHHON pacTBOopesueM 39 I MeTaliIn-
geckoro Kanug u 207 r gusrmingochura 8 400 M 0e3BOMHOrO TONYONIA IPH
Temmeparype mmme 35°C, NpE SHEPIMYHOM IePEMEIUUBAHUH M OXJAFKISHIH
Jo 0—-5°C pobasusamm no wamram pubpomdropmeran (6) (230 v, 1,2 mous).
Pearnguonnyio maccy mepememmBanu 8 4 um seumusany B 800 ma sogsr. Opra-
HUYECKHH CION OT[essiim, BOAMBI sxcrparmposasu toxyomom (150 maX2).
Ob6benrHeHEbIe OpramuyecKue sKCTpakTel cymumim MgSO, u meperomsnu mpm
-8 MM pr.cT., cobupast pparmuo ¢ 1. xkun. 85—100° C. Honyuenuyo @parmmio
pexrudunmpoBann Ha rogoure, 90 reoperuyecrnx tapesor (Fischer, OPT),
orbupas gpaxguio ¢ r. kum. 96,0—97,0°C (25 mum pr.cr.). Buixog 17 r, 10%;
np*® 1,4063. Haumere cumexrpor AMP coorsercrsylor mpusemenusiM B pabo-
e [13]. Haiigemo, %: C 35,45; H 7,11; F 10,81; P 18,30. C;H,,FO,P. Brr-
yucaeno, %: C 35,29; H 7,06; F 11,18; P 18,24.

B) Pacrsop mmariurosoro adupa dropxaopmermadocdonoBorit Kucnorsl (7)
(24,5 1, 0,12 mons) 8 60 mu 809% sopmoro cuumpra ememmsagu ¢ 15 r cseme-
npmroroBIerHoi Zn—Cu-mapel, CMech 3SHEDPIHYHO BCTPAXUBAIM B TEUOHHE
6 1, sareMm Qmiabrpopanu. Qupbrpar yrapmBaid M HOBTOPSIE IPOUEAYPY BOC-
cragoBiennA. [lociae HOBTOPHOTO BOCCTAHOBICHHA CMECh PABHENANY BHICOKO-
aphdertusnorr  pexrnduranmern. Dpawrmus, cobpammas upwm 76,0-76,5°C
(20 MM pT.cT.), ABIAETCH MHATHIOBBHIM 9(HpOM METHIGPOCHOHOBOH KUCIOTHE
(8), MUEHTHYIHO} IO CBOMM XPOMATOTPA(DUUCCKUM M CIEKTDANBHEIM CBOMCT-
Bam ofpasmy, mogydemmoMmy pamee mo Meromuxe [13]. Ilpm 92,0-92,5°C
(20 MM pr.cr.) orbupanm (parmumio, cogepxamyio gropmermndochonar (1),
WACHETHYIHBIH TONYIennOMY II0 IIDIBEJeHHON Bhile MeroguKe. Brixom 649%.

B) K pacropy musruimoBoro agupa THAPOKCHMETHIHOCHOHOBON KUCIOTHI
{9} (2,3 mu, 10 mmoan) » 10 mn cyxoro C,H,Cl, mo ramnsM npm mepemeniu-
Bagmy 1 oxaaxmennu no 0°C mpubasismm MST (2,6 r, 15 mmvons) u mepe-
memmsang 8 revenue Houn npu 20° C. K pearmuwonnoir cmecn nofaBisan 5 Mi
Hacemersoro pacteopa NaHCO,. Oprawmveckuit cmoit oTfensinm, BOJEBIH
areTparmposann xxopogopmom (3X20 ma). O0begumenHble HHCTPAKTBL CY-
wuaw Na,SO,, ymapusann. Pasgensan xpomarorpaduei Ha KOXOHKE ¢ CILTH-
rareneM (3X25 em) B xuopogopme. Berxon doedomara (1), maeHTHIHOrO TO-
ayuermsomy pamee 1,16 v (68%).

Husrunoswili apup dugiropmeruagocgorosotc wucaorer (2). K cycnensuu
cyxoro arumara marpus (68 r, 1,0 mons) B 250 Ma GessogHoro agmpa mpu
nepemMelruBaEuE u oxnaxpenun go H°C mobapaamm mo KamiaMm mEaTmIdoc-
dur (207 r, 1,0 mons). Yepes moxydenayio cmecy dapbormposana audroprn-
xnopmeran (3) mo wmorsomemmst 182 r (1,5 monn). Yepes 8 u pearnmoHEYIO
emeck Bammsasm B 000 mn somel. Oprammaeckuit ¢I0M OTHEIAIH, BONEBIH
srcrparmpoBanu agupom (2X100 M), O0bepurenuble DKCTPARTHL CYLIMIE
MgSO,, yoapusaim, 0CTaTOK TEPeroHsANH B BaRyyMe, cobupas nBe (QpParIHE:
Pparmmio I —73—100°C (10 mm pr.cr.) = ¢pangmio [1—130—-135°C
(2 MM pT. cT1.).

Oparnuio | pexrxdunuposamm, cobmpas goedomar (2) mpm 92,0—92,5°C
(25 MM pr.cr.), Bexog 52,6 © (28% ). np®° 1,3878; 4,* 1,2423, AMP-cmexrp
UNeHTHYCH NpEBefenHoMy B pabore [7]. Haiigemo, %: C 32,10; H 5,90;
F 20,02; P 16,53. C:H,,F.0,P. Brramereno, %: C 31,91; H 5,85; F 20,21;
P 16,49.

Opaxqua 11 serserca rterpastuinoseiM adupom madropMermaduchocdo-
roBoi Kuemorel (4). Berxom 16,2 r (10%). np® 1,4250. AAMP, M. px.: 8- 122
(1, 2o 84 ), 05 4,1 (1, ¥Jpr 84 T'n).

TIprz 98—99°C (25 mm pr.cr.) orbuparmr (Gparmum, COAEPIKAIILE TPH-
sranocdar (5), mpemrmumsit mo 'MX rommepueckomy obpasmy (Merck,
‘DPT). Bexog b4 (31%).

Hucuausoswre agpupor Pocornosury kucaor. Tusrmnosbie >GEps dropan-
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Tabauya 1

DusNKO-KXHMHUECKNE XapPAKTEPHCTHKH Mucdiauwiosnx sdmpos dropanrmadocdonosbix

KHACAOT
Stp-AMP BE-AMP
Hexopneiit T. kum., °C n20
gochonar Coepunenne (MM pr. cT.) D
8, M.
) FCIHCP (O) (0Si(CHs)3): 1'1%1—01)14 1,4147 —6,91 169
€9} FH,CP (0) (0OSi(CH3)3) 2 10%‘——102 -1,3n
(12);
(2): F,HCP (O) (OSi(CHjs)3) 2 97-98 1,4005 —11,57 1490
(12):
Bunuagoce- | CH,=CHP (0) (0Si(CHy)s) 5760 1,4220 0
dounar 10
Tabauya &

‘H- u 9'P-AMP-cniexrper $ocdonaros nykaeosupos (10) m (11) (8, m. . J, I'n)

R
Coepune- H-1” -
Firs H-2 H-3 H-4/ H5'a,b | (Up,
Hne (Jyr97) Jp H) Jp, P
(10a) 6,88— 6,38— 5,88— 5,00— 4,05 4.56mn 12,96
6,98m 6,52m 6,02m 9,16 4,17m (4; 48) (58)
(106) 6,92 6,43 5,95— 5,05~ 4,15~ 587nr | —6,31
7,01 6,57™M 6,07M 5,21m 4,30M | (22;47) (81)
(10m) 6,86— 6,40— 5,90~ 5,00— 4,06— 6,251 14,59z
6,94M 6,54M 6.04m 5,16M 4,26M (67 46) (700
(101) 6,85 6,41— 5,89— 5,01— 3,93— 5,53— 8,25¢
6,95M 6,55M 6,02m 5,17m 4,07m 6,03
(11a) 6,221 2,36— 4,43— 4,09—4,25u 4,60nn 12,96
(6) 2,52m 4,59M (5; 48) (58)
(116) 6,231 2,39— 4,47~ 4,03—4,19m 58801 | —6,3r
(6). 2,55nm 4,63m (21;48) | (81)
(118) 6,197 2,50t 4,41~ 4,14—4,34m 6,350 14,59
(6) 4,5Tm (9; 46) (70)
(11r), 6,221 2,511 4,39— 3,96—4,20m 5,63— 8,25¢
(6) 4.55M 6,16m

rkmiadocorosrx  wmeaor (1, 2, 7) m Bummadochomosoir wuemorsr {11]
(0,05 moms) cmemmBann ¢ rpuMeruabpomernanom (18,4 r, 0,12 mons), mepe-
MemEBany 1 9 HpH KOMHATHOH TeMIlepaTtype, 8aTeM RUNATHIN 3 4, OXJaK-
pamu w yoapuBanu. Ocraror meperousasn, XaparTePHCTUKEK HOJYYEHHBIX CO-
efEHEHWI npHBeNeHEl B Tabm. 1.

5 -@ocgonarvy DAT (10a—e) w AZT (11a,6,2). Tucununossiit agup Goc-
dorosoit wucxorsr (1 Mmoun) pacrsopsiu B cmecu 75% BogHOrO HHpHIEHA
m rpu-r-Oyrunmamusa (1 MMonn), mepeMermuBaiy 5 Mud u yomapmsaim. Ocra-
TOK PACTBOPANE B 2 MJI OUPAJUHA M YOAPHUBANU, OHEPAIEIO IOBTOPSIH €I
3 pasa. K ocrarky poGaemsau pactsop 0,5 mmons mywneosuma AZT mnm D4T
B 15 mux cyxoro mupupmma u 1,5 mmons TPS-Cl. Kourpons 3a mpoTeramueM
peaxmum ocymecTBAANE ¢ momomipio TCX B cmcreme A 1m0 mCUe3HOBEHUIG:
Hykxneosuga. Bpems pearmum cocrasuno 30 munm mug (10a,6,1), 20 Mz s
(11a,6,7) w 10 @ gua (10B). 3areM PeaKUMOHHYI0 CcMeCh PazbaBIAIM BOHOMK
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mo obvema 150 Mn m mamocwnm Ha komomky ¢ DEAE-Toyopearl (3X25 cm).
Homoury wmpomsiBanu Bopoil mo umcaesnoBenms Y O-1moriolmenus 3i0ara;
sxloguio Benum pacrBopom NH,HCO; (numedimsiii rpajwedT KOEIEHTPANAN
NH,HCO; (pH 7,5) or 0 go 0,2 M). O6mumit o6pem 600 ma. Opaxnum, comep-
maunre GochoHATE HYKIEO3ULOB, YHAPHBAIK U AONOIHMTENLHO OYHITANE 06-
pamieHs0-(a30Boil xpoMarorpaduell HU3KOro faBrenus Ha Konomxe (1X15cm)
¢ cuanuxarexem Lichroprep C-18 B Bome. Brixog eocrasun 60% mus docdora-
tor (11a,6,r), 52% pma (10a,6), 34% mua (108) = 789% pgma (10r). Bee
nonyveHEBe coepumnerns O6wtm romorenmsl no TCX (R; 0,70 B cumcreme B)
n BOHX., YO (H,0; pH 7,5): A 266 mMm. Jamusie AMP opmsepmenst
rabi. 2.

5 -@ropraopmeruagoconar AZT (11¢). K pacrsopy AZT (121 wmr
0,5 mmoun) B 15 Mx nmupugaHa [00ABIANH TPH-H-OYTHIAMMOEMEBYIO CONb.
dropxnopMermiagocOHEOBON KHCIOTHL, WONYYeHAYI0 U3 1,5 MMOIB TECHIWIO-
Boro agupa GropxaopdochOoHOBO KUCIOTE N0 OOUCAHHOH BHILE METONHKE,.
a DCC (309 mr, 1,5 MMons). Peaxumonaywo cMech mepeMeINHBALA TPH KOM-
HATHOH TeMmueparype B Tedenme HowH, Kobamisanm 13 MI BOALI M BHIAEPHKH-
Banum 3 9. Pearkmmommyio cMech (PmiIbTpOBaNE, OCAHOK IMPOMBIBANA BOJOH.
@maprpar pasbasaana Boxoi mo obbema 150 ma. @ocdormar (118) BrigexANE

¥ QUMINANHE [0 IpuBefennoi soiue Meroguke. Hoxyumna 140 mr aMmmonmeBoit
comn (Berxon 57%). Ry 0,70 (B). Y® (H,0, pH 7): Auye 266 mm. Jamnoe
fAAMP npmsenens: B rabiu. 2.
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SYNTHESIS OF NUCLEOSIDE 5-FLUOROALKYLPHOSPHONATES WITH

POTENTIAL ANTIVIRAL ACTIVITY

V. A. Engelhardt Institute of Molecular Biology
Russian Academy of Sciences,
Vavilova 32, Moscow 117984
* Research Institute of General Chemical Technology,
Entusiastov Ave, Moscow

Several 5'-fluoroalkylphosphonates of 3'-azido-3’-deoxythymidine and 3’-deoxy-2',3'-
didehydrothymidine were synthesized as potential antiviral compounds. Fluoromethyl,
difluoromethyl, fluorochloromethyl and vinyl phosphonates were used as phosphonyla-

ting components, with dicyclohexylcarbodiimide or triisopropylbenzenesulphonyl chloride
as condensing reagents.
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