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Omircan cmuTez aHoOMepHbX 5-Tep(ropusolpora-2'-ne3okciypimninos. 3 5-rexca-
TOPORCINBOTPONMIYPALNAA M 9eTHPeXPTOPUCTOL Cephl TOLYIany 5-nepdropHaonponui-
YPAmuI, KOTOPLUT B BHAE TPHMMETHIACIIMALHOTO [POMBBOKHOTO KOHIEHCHDOBAN ¢ 2-Aes-
oreu-3,5-pu-0-r-ronywi-o.-D-pubodypaoswaxmopiraonm. OOpasoBABIIYIOCsH CMEChH amoMep-
HuIX  O-3aI{HIGEHHDIX  HYKIEO3UAOB JIe3alHAHDOBANN  TEHCTBHEM >MeTHIaTa HWaTpus B
METAFONe 1 ¢ MOMOTILIO XPOMATOrDAMI PA3eNsln HA WHIHBHAYAXbHBIC arnoMephi, Co0T-
momemie B:o=1:2, B-AmomMep 5-Tep@TopI3onpoITI-2-Ae30KCHYPURNITA CHHTE3HPORAIIHI
tawike w3 B-D-pubodypamozipa  S-nepdropusonpoomaypanmia. locmegmuil momyuamn
TPUMETHACHIAMALHEIM  MeTOoM 13  S-nepdropusonponunyparmia u  1,2,3 5-rerpa-O-ane-
Ta-3-D-padodyparosnl. Tepexon K 2/-AE30KCHHYRICO3HAY OCYIIECTBIUIIM 10CIHE[0BATEN b
apy mpespamtenney B-D-pubodyparosupa S-nepdropusonponnaypamia B 23 -cyashur,
B 2,2/-0-anrHApONPOH3BOXHOE I B 2/-ge30Ken-2'-XAOPHYRIE03UI, KOTOPHIT BOCCTAHABIN-
BANH TURPUAOM TpHOYTHIOXOBA B S-mepdropHaorponni-2'-nesorcuypunng. pu mayue-
HIY BIHSHNS TONydYeHnnly. coepumeEMi ma cunres JHK B rueTrnax acuaTiofdl IemaToMbl
Mpimeit in vitro monrasao, 4To S-Nep@TopHsoIPOIA-2/-Re30KCHYPUANE B S-uepdhTopuso-
TPOmu-2/-XJI0P-2~e30KkcHypuARE B kounentparunr (073 M TopmoasaT srnouenne [H4C]ra-
sugeya 1 [3H]nesoxenypwmmma B J{HE na 70-90%.

Waygenue MerafomrnamMa  M3BECTIOTO  IPOTIBOOTIYXOJEBOI0 JIpemapaTa
H-ropypanuia IIOKA3ax0, Y4TO ero JPoMsBoaHOe — H-(hrop-2 -es0KCIy pUIMH-
5'-dochar — wrrubupyer Gwocuures HAHK de novo, mopasiss akTUBHOCTH
depmeura Tumuguaarcwrrerazsl. Oropeofepmanpl amanor TUMBATHA D-TPI-
PTOPMETUAYDHIHI TARKMKE ABIACTCH MOLIHBIM HHTHOHTOPOM THAMANIATCIIITE-
TAsHl M 00JANACT MPOTUBOOIYXOJIEBBINM 1l TIPOTHBOBUDYCHLIMY CBOIICTBAMU.
B mccmemosanMAX MO MEXAHU3MY B3AMMOICHCTBUA IHIUOUITOPOB ¢ THMHIH-
JATCHHTETA30 B ITOCHENHNEe TOABL ITOKABAIIA, B MACTHOCTH, CHOGOOHOCTH Ja-
TEHTHLIX peaniimoHnocmocodbuulx camseil C—F akrusuporsartbes mog mefcrnuent
9TOTO (PEPMEHTA, BCJIEACTRIIE Yero Mitdo 1IPOUCXOMIIT KOBANEUTHOe CBA3BIBAHIE
wnruduropa ¢ gepmentoM, gubo obpasyercs Oonee 3PQPERTHBHLIE HATUOUTOD
[1—3]. Bee aro nospogser cunraTh MEPCHERTHBHBIM CHHTE3 1I H3yJYeHHe ana-
JIOTOB THMITAIHA, TIMEOUIIX BMECTO METINLION TPYIIhl paanudnbie ropco-
gePIRALLe 3aMECTITCHH.

Payee Mbl MoKazamr, 9To BBEAEHNE B D-e I1MOJOMEHUE [HPUMUUIIOBOIO
ROJBIA JAHBEITIOTO (PTOPATKHIHHOTO 1T (PTOPANKOKCHMETHILHOTO 3aMecTHTe-
JIS He BHI3BIBACT 1L0SABICIIIA Y AHALOrOB THMIIMHA AHTHMETab0NITHBIX CBOMCTS
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[4]. TIpu wepexofe R DasBETBIEHHBM 3aMECTHTCIAM aHT11n19¢a60n11T1151e
CBOMCTBA ¥ BRIPAMKEHHAH IIPOTUBOBUPYCHAS ARTHBHOCTL OBUII HAMCHbl HaMU
Y 0-amoMepa H-OKCUTEKCA(TOPH3ONPOIII-2 -Ie30LCHy PILAIHA [o]. B cmasu ¢
BTUM B EACTOATIEM COOOIEHWN OTIICAI CHHTE3 M NMPUBEEHEl HEKOTOPEIE HaH-
HBIC TePBUTHOrO OUOJOTHYECKOTO H3YUEHIS 5-riepdropusopoILI-2’-/1e30KCH -
ypumuHEa (CM. cXeMy).
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S-Iepdropusompomuypatusn (1) monydenr peificrsimem Ha S-OKCHTERCA-
dropusonpomurypanua (1) wersipexdropucroii cepsl B Oessogmon HE.
B cnerrpe "F-SIMP monyuwernoro coepnuents (II) umerorca jBe rpyurs!
CUTHANOB, XapaRTePHBIX 71 TepHTOpH30oTponuaAsHoN rpymusl. [lus woxyde-
Hud Te3orcupudosuga d-mepdropusonpornmypaiuy (I1T) » Buge vpuMeTi-
CINIAILHOTO [POHBBOMHOIG 110 O0UISUPHHATON cXeMe KOHASHCUpoBain ¢ 2-yes-
orer-3,5-pu-0-r-ronynr-a-D-pudodypanosuaxmopugen  (111).  Ofpaayiomue-
e amoMepusie O-sammuuennoie nywaeosunst (IV) u (IVa) soryr Osrtn pas-
LEeNeHsl KONOHOYHON Xpomarorpaduedi ma 910 cramun aubo Ges pasmpenemnus
#eOMORAPOBANDS HeHCIBHeM MEeTUiaTa HATDHS B METAIONe II 3aTeM IOHBePrHy-
Tol xpoMarorpaduueckoMy paspeneniio. Coormomrenwe aromepon B:oa=1:2.
B mace-cmextpax coeppmenuit (V) u (Va) uMewTcAa WK AMOTEKYIAPHBIX
sroEos M* 396, Hoaomenue yraesonmoro ocratka mpu arome asora N1 mupm-
MIAKHOBOTO IHEKAA B CHETE3NDOBAHHLIX jesorcupubosumax (V) u (Va)
HOATBEPIKLEAC COXPAHEHIIEM MAKCUMYMa IOTIoImeHua B ¥ P-clertpe Kajxmo-
ro u3 mux npu mepexoge or pH 7 x pH 11. B crexrpe K] B-awmoxepa (V)
UMEeTCH IOAOMUTCNBHEIH, a v c-amomepa (Va) orpuiaTednHblii MaKCUMYM B
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obmacrie 260 uym. Hawwwsre crertpos IIMP (raba. 1) momrsepsnaoT oTHece-
HIe amoMepos: curHax apomepuoro mporowa H-17 nns coemunmenus (V) nmeer
BHJ, TpPAIJETa ¢ KOHCTAHTON CIIMH-COHHOBOrO BaauMomelcTsus Jyo  (Jy0)
7 I', vorma wax mia pyxueosuma (Va) — suj wsaprera ¢ Jy 4,0 1 Jyo
7,3 I'. B coexrpe "F-AMP nadnogamorces nse XapawrtepHble TPYNIIbl CHTIA-
NOB, KaK ¥ I MCXOMHOro apolssognoro ypaumra (I1).

Hanpneiimee wayaenne wuguBuayansiuox agomepos (V) um (Va) moraza-
JI0, 9TO OONBIMHI WHTCPEC B KATECTBE IIOTEHI[MANLHOrO AHTHMETad0auTa
nipepcrasiger B-afomep (V), obpasylomuiica B MeHBITeM Kolndectse. B cpsa-
31 ¢ STHM MBI HONBITAIHMCH OCYI[ECTBUTH HATPABICHHBII CUHTE3 HYKICO3NAA
(V), ucxousa us coorsercrsyiowtero pubosupa (VIIT). Coepwnenme (VITI)
MomeT ObiTh npespamieno B 2,2-O-aurnpponywmeosng (X1). Tlocaemyrouiee
DACKPHITHE AWIUAPOUUKIA ¢ obpasosanwem 2'-ges3oren-2 -XIopuposBOLHOTO
(XIII) m mpeppamenme ero B 2'-mesorcupubosus (V) He BHISHIBACT 3aTPY-
HEHWH,

Ous nmomywenus coemuuernus (VIIL) S-mepdropusonpomunyparia (I1) s
BYLE TPUMETMICHIMILHOIO IIPOU3BOAHOr0 Kompemcuposaxn ¢ 1,2,3,5-terpa-
O-amerun-3-D-pubodypanosoir (V1) B muxmoparawe s upmeyrersmir SnCl,.
Obpasyromuitess O-zanquiesssii puboaui (VII) obpadareBasnm MerwmaTon
HATPHA B METAMOJE M KOJOIOUHON Xpomarorpadueil swrreasnu 1-3-D-pudo-
pypanosun-5-nepdropusonpoumaypamur  (VIIL), omomenue ocrarra puGo-
36 B monygenmoMm coemummennu (VIID) npu arome azora N1 foxazauo, Raw i
mas nesoxcupuoosugos (V) w (Va), ¢ mosmompio ¥ D-cmerrpockonuy., anusre
cmertpa ITMP coemumenma (VII) #He mossonmaum crexarh OAHO3NAUTOC 3a-
RI0UeHNEe 0 KOHQUTYPAIHH TIWRKOUIHOTO IENTpa, TaK Kak CHIrIal agoMepHo-
TO IIPOTOLA OCHOMHEH BHPTYATHLHBIM B3ANMOAEHCTBHEM BCICLCTBUE OMMBKMX
SHAYEHHN xmMpueckux casuros nporomos H-2', H-3' w H-4". B monpsy p-rom-
urypanun coepraenus (VII1) csumereancrsyer cuexrp IJI, B koropom mme-
BTCH TOMOMKITeNBHbI MarcumMy™ mpu 273 M. [loprsepmmpenwe B-womdurypa-
muu pubozuga (VIIL) moryueno raxske B xoje ero fanbHeHNINX TpeBPalIedni,
Ilo meromume, ommcammod mum 2° 3 -cynndura ypumguma [6], coegmmenue
(VIII) momsepramu meitcrsuo SOCl, B aneromurpumae B reuenue 4 w. 1Tpu s1om
momuMo muacrepeomepusix 2°,3-cyrsduros (1X), mo-Bummmonmy, obpasyercs
b-xmopeyupdur (X), Tak Kak Ipu MOCIENYIOLEM HATPEBAHHU HeOTUINeHHOro
mponykra 8 DMFA ¢ aneraroM marpHsa MOJy4YeHA CMECH AHTH/IPOHYKICO3IFOR
(X1) u (XII), pasmenmennas npenaparmeuoit TCX. Odpasosanme 2,2-O-au-
TUAPOITPONBBONEBIX TIOATBEPIKICHO THICOXPOMHEBIA CMEIIeHIeM MAaRCHMYMa
nmormomenus B ¥ D-cnexrpax coegunennii (X[} u (X1I) no cpasHemui c
coepmmenuem (VIIT). B cmexrpax ITMP coepunenmit (XI) u (XI1) mabrwoma-
eres xaparrtepuoe must 2 2-0-aurugpoypuinios 0TCYTCTBEE  CHHH-CHHIOBOTO
szammopeereus nporonos H-2" mw H-3" (Jya.~0). B cuierrpe anrugpouyrieo-
suga (XII) mMeercsa cHTHAT ITPOTOHOB AUETORCHTPYIIB, RKOTOPAS, 1O-BHIH-
MoMy, maxommres mpa C5') Tak wak curmarn mporonos H,-5" cmewmen B craboe
roJie 110 CPABHEHHIO ¢ THMRIOHyKIeosuom (X1),

Packprrrne amrppponukia B coepurenuax (XI) wu (XIT) ocymecrsisum
neficreuem xyjopucroro sojopoma 8 DMEFA, npudesm B ciyuae coeinHeHHs
(XT1) wpomogumy MONOIHHTETHLHO METAHOMM3 JUIS  YAAJCHHS alleTHALHON
tpymusl.  Ofpasyroutuiics  H-mepdTopusonporii-2 - [e30KCH-2 - XJIOPY PHMH
(XIII) BocCTAHABIMBAIII TMAPMAOM TPH-H-OYTHI0M0BA B GeHZ0Ne B MPUCYTCT-
BUM A300UU300YTHPOHUTPUA: B 2'-€30KCUPUOO3 I, HACHTHUHBIT HYKICO3UITY
(V) wo gammsg TCX u I[IMP.

ITpu usyuenmun BAMAHIA TONY4YeHHBIX coefumenuii wa cuures JHK s
KIIETKAX QCIHTHOM TeHarToMbl MbIileil in vitro morasaio, uTo I[IPOM3BOILHBIC
(V)  (XI1T) B wowmenrpaunnm 107° M rtopmosar srmouenwe [“C) tumaamna
w [*H) pesorcuypumuma 3 JTHE ma 70—90% (rads. 2). Ompegemenune 1Dy
noprsepauiro, aro myraeosunst (V) n (XIII) oguuaxoso TOPMOBHT BRIAOUCHME
THMEMHA 1 gesoncunypumimua B I B orom recre 5-prop-2/-mesoxcHy pupmnH
8 rounenrpaxtay $07° M nmrubnpyer Briaogenne mesorcuypupumua B JHH ma
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Tabauye 2

Buansanne coemnnenii (V) u (XIIT) ua BRaiouUeHne MeYeHbIX HPEIILeCTBEHHIKOR
B [JHK xmeror remaroMpr muiuieit in vifro

- [HCclat ) [*H| dU )
. i OHu(‘IITpa— e — WY Do
Hpenapar L, A V. pamgmoaxt. JHK, D5 M Yu. pagmoart. MHK, g0 1
(pacw./mMuu)/Mr (pacr./sun)/Mr
(V) 10—+ 30 881473 7389822
5.10-+ 20 238708 5,4-10-* 5781238 6,0-10—¢
10-° 5103+553 2267+173
Kourtpoas 3277242659 . 95324344
(XTID) 10-¢ 137 736+214 144 9936664
510-* 92 601:824 6,0-10— 105 9370628 6,0-10-*
10-2 65 9021495 70 7963482

Konrpons 178 4545984 192 26221263

* Dge — hom[umpaquﬂ npernapaTa, UHMHOMPYIOWAA BHIIOYEHUNE MEUCHOTO IPELUECTBEHHMKE,
B JHE na 50%

88% u crumymmpyer sruouenue tuMuauna Ha 37%. Takum ofpasom, Ha ocHO-
BAHUY TONYUEHHBIX JAHHBIX MOSKHO 3aKIMIOUUTL, 4TO MEXaMU3M IUTOTOKCHIEe-
exoro geitctus coepmumentii (V) 1 (XIIT) ormuwen or Taxosoro mas H-grop-
2/ -mes0KCHYpUIHHA,

Apropnl serpaskaior npusHarenrsrocts 10. 10, Bomogury w B. E. Hlesuen-
KO 3a Toayuenue ganubix crexrpos K o mace-cirerrpoaerpu,

SHC]IepI'IMCHTaJIBHﬂH qacrb

CIIBI{TPLI PESAIMP sammcansl ma npudope «Perkin-Elmer R-32» (CIIIA),,
BHEIOHYIT cTagmapT —TpHcInopy}\cycuaﬂ rucxora. Ocramnubie HpII60pBI I Me-
TOMB! OTICaBl B coobiienun [5].

S-llepgropusonponurypayus (11). B craxpnoil aBTorIaB eMrocThio S50 M.
mosermiamu § v (0,02 monn) coemunemisa (1) u 10 o Gessopmoin $ropucroso-
HOPORHON RUCIOTEL. ABTOKIAB TepMETHSUPOBANIL, BAKYYMHDPOBaNM, KOHTEHCH-
POBANM B HETO IIPH OXTaMmmenslr KugrIM asorom 12 ma SF, m seigepmusaim
1 cyr npu 20—22°C. Yocwe ypanmeuysi rasoB JRUKLA OCTATOK BBUIMBAJIM Ha-
axep (~100 1), medirpamnsosamr KHCO,, 0cafok oTgef s i KPHCTATAHZ0B AL
s 40 mur catecrr aramon — soma, 1:1. Brixon coepmmenng (1) 4,57 v (76%),
T, L 275—276° C. ¥ D: Aae 258 may, & 6200, K (v, ex—'): 3100, 1720, 1690.
PE-AMP (DMSO-ds, §, ar): —2,0 (6F), +99,4 (1F, e 5,5 I'n). Haiigeno,
%: C 30,0; H 1,30; N 47,13. C;H,4N,O,. Brrameareno, %: C 30,02; H 1,08;
N 47,48,

Anomepneie d-nepgropusonponua-2’-desorcuypudunsvt (V) u (Va). Carecs,
cocroamiyio z 5 v (0,02 yous) coemuuenua (I1), 1,5 mr cynpdara axmoRus
126 Ma rexcaMeruipMcnaIasana, Kunsrnan 14 4. V3OLIToR TercaMeTHIiiIc-
Jazana OTTOHANM B BAKYYMe, OCTATOR PACTBOPAAN B 15 MI CYX0Oro muxIopsTa-
ma u npubasisum 6,2 v (0,02 soan) coemumenms ([11) u 0,25 amr SnCly B
15 MI ¢yXoro auxzopITana., PearkunoOHHYO CMeCh IepeMeliuBaZi 4 4 Ipi
20—22° C, zarem mpoMersaiii Hacoimenas pacrsopor NallCO, u sonoit. Pac-
TBOPUTENH OTTOHANH B BAKYYME, O0CTATOK HAHOCHIN Ha KONOHKY C CHIIKAre-
aeM. Cumecnro 6emsox — stmranerar (5:1) BEIMBIBAIN YIUEBOXHLIE OPHMECH,
3arenM cMechio Oemsonm — orumanerar (7:3) osmwouposasw 1,16 r  wweroro
B-amosepa (IV) uw 7,5 r emecut amomepos (IV) u (IVa). Pacmop 1,16 «
myrreosuna (IV) B 30 ax 0,1 m. aermrara HATPUA B METAHONe BBLIEDRIUBANI:
5w mpuw 20-22°C, PeaI\HHOH]IyIO cxech Helirpammsosanm gayokcom 50 (™)
no pH 7 mo youBepcannhumoMy HHIHKATOPY, CMONY OTAeNsiId, Quibrpar yrmapi-.
sans nocyxa. OcTaror PACTBOPANI B BOJAE ¥ TPOMBIBAIN TeTPONCHHBIM DHIPONM.
(40—70°C), sopmbii pacTsop ymapuBadll B Bakyyme o moeayvams 0,03 T
uyrieozuga (V).
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AmEazoruyuHo 13 7,5 r cmecn mpousponunx (IV) m (IVa) B 150 max 0,1 m.
MeTHIATa TaTPUs B METaHoJge NONyTanu 3,2 I' CMeCH aHOMEePHbLIX HYKICO3UEOB
(V) u (Va), woropyio paspessnu Tpeuaparusroit TCX B cuerese ormsaite-
rar — metapor, 10: 1, s sepxweit zowpr momyyamm pomonumrenssuc 0,33 T
B-aromepa (V) (obmmii surxom 16% ). VO hae 263 110, & 8200. UK (v, car™):
13430, 1700, 1680. BJ: Auaee 270 un, [6] +8910. PF-AMP (C*H,0%H, 8, m.1.):
—2,2, +100,7. Macc-certp, m/z: 396 (M%), 279, 280, 281 (B, B+H, B+2H),
117 (M—B). Haipewo, %: C 3749; H 3,61. C,H,F,N,0;-0,25CH,COOC,II;.
‘Briuucaeno, %: C 37,32; H 3,11.

Ws wwmneit somer moayuvamt 1,75 r a-amomepa (Va) (37%). YD: hae
264wy, ¢ 7800. UK (v, e~ '): 3420, 1700, 1680. I huawe 268 1y, [0] —8830.
Macc-ciertp, m/z: 396 (M*), 279, 280, 281 (B, B-+H, B+2H), 117 (M—B).
Haitgeno, %: C 37,02; H 3,31; F 31,58. C.H,,F,N:0;-0,25CH,COOC.H;. Brr-
wqueseno, Y% : C 37,32; H 3,11; F 31,81.

5-Ilepgpropusonponuaypudun (VIIT). K pacrsopy 1puMeTiicuINILEOTO
npoussonmoro, moaygernnoro uz 6 r (0,02 moan) samemennoro ypaumma (11),
B 25 Ma cysoro muxgopsrama npmbasmsau 5,68 r (0,02 Moup) coepmEeHUs
(VI) u 0,6 mxr SnCl, » 25 aur cyxoro guxmopsrana. earunoanyio cMech mepe-
Memupann 4 v npu 20—22° C, sarem IHOCHEAOBATCILEC TPOMBIBAAN HACHIICH-
meim pacrsoporm NaHCO; u Bogoeit. Pactsopurenns oTroHAIM B BAKYYME, 0CTATOR
PACTUPANK €O CUuproM, moxyuamu 7,8 v xpoMarorpauyecki OJHOPOILOTO
myxneoswga (VII), woropsii pactsopsm B 125 axr 0,1 . pacrsopa Mermmara
HaTpUA B MeTanoke uw Bepep:usamit 3 u mpu 20—22°C. Peaxuumommyio cMech
obpabarsisann gaysxcom 50 (H') mo pH 7 mo ymusepcalbHOMY HHAHKATODY,
CMONY OTHOINANY, TPOMBIBATI METAHONOM, 00BeMIIHeHHbe GUALTPATHl yHapi-
pagu B Bakyyye. OQcraTor XpPoMaTOrPAQHPOBANL Ha KOJOHKE ¢ CHIHKATEIEeM
B cucTeMe atmnarerar — meramon, 20: 1, w wonyganu 3,4 r (52%) coenuHens
(VIID). Y@ hege 264 mm, e 9900; MK (v, ca™!): 3480, 1760, 1690. K1:
Daage 275 1w, [6] 7520, PF-AMP (CHLO0H, 6, m.u): —2,2, +100,7. Haiige-
mo, % : F 31,60. C.I1,,¥;N,Os. Berumexeno, %: F 32,26.

27.3"-0-Cyavgunua-5-nepgropusonponuaypudur (IX). K pacrsopy 0,1 s
(0,4 mmounn) xaopmeroro THonmiaa B 10 MI CyXOro ameTomuTpmIa MPHOABIII
0,14 r (0,34 mmoun) coepnmenma (VIII) u nepememusanu 4 u npu 20—22°C.
3arem npuGasmanu 0,04 Mu Bogsl u ymapusaky B Bawyyme, Iloayvemusrii Ta-
xunM ofpasoM cyasdur (IX) Ges OKOHYATENHHON OTMCTRH HMCIONLIORANY HA
caemyomeit cragmu. Qag moayuenus aEATATHYECKM 4HCTOTO ofpasia ocra-
TOK JI0C/e BBICYIUMBAWUA B BAKYYMe XPOMATOTpaddUpoBAJM Ua THACTHHAX ¢
CUIMKAreneM B cuereMme srmauerar — meramos, 20:1, m moaygamm 0,06 r
(40%) coemmmernnsa (IX). MK (v, em™'): 3350, 1710. Hasinemo, %: S 6,98.
-Gy HoF:N,0,S. Brrumeneno, %: S 6,98.

2,2'-Aneudpo-1-3-D-apaburnogyparosua-5-nepgropusonponuaypayuas ( XI)
w 2,2-aneudpo-1-(5-O-ayerua-B-D-apaburnody panosua)-5-nepdhropusonponua-
ypayua (XII). B pacrsopy 1,15 r meovumennoro cynsdura (IX) B 50 wmx
‘DMFA nputasaasu 0,93 r amerara Harpua w marpesagu 4 v mpu 80° C. Oca-
OOK OTHENSM, PactBOPUTENDL YIIAPDUBALM B BAKYYMe, OCTATOK DAa3IeNSLIN 1Ipe-
-maparusmoii TCX B cuereMe xmopodopm — meramon, 20: 1. Wz sepxueil 30mHs!
monyuann 0,24 r (22%) coemumenua (XIT). YD: Aeue 253 mM, & 5400. UK
(v, em™'): 3400, 1735, 1670, 1640.

Ws musmedt somsr moayuanu 0,15 v (15%) coemumenna (XI). ¥®: A
253 mm, e 5800. MK (v, em™'): 3400, 1670, 1630.

2'-Jlesorcu-2"-zaop-5-nepgropusonponuaypudun (XIII). K 5 mx 1 M
pacteopa xgopuctoro Bojopora 8 DMFA mpuGapmsma 0,2 v (0,42 mMmomn)
~coemurernng (XII) w marpesanm 1 v npu 100°C. Tlo oxmamgennu peariumon-
HYI0 ¢Mech npurupany B 15 M Boanr i axerparsposany xaopodopmom, O6bemn-
HEHHbIE HKCTPARTH yIapupamum B pakyyse, ocrator (0,2 r) pacrsopsun B
10 s 0,1 m. pacTBOpa METHIATA HATPMA B METAHONE Il BRIZEPRMBAIN 2 U MU
20—-22°C. Ilocue obpaborru paysrcom 50 (HT) pacrsopurens yirapusaju B
BaKyyMe, ocTaTor oummanyn nperaparnsaoir TCX B ciereme xmopodopar —
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Mmeramon, 4: 1, u momywamr 0,06 v (33%) HYKILEO3 /1A (XTiL). YD: lae

262 1y, e 9000. UK (v, en™'): 3480, 1700. "F-AMP (C*H,0H, 6, ML) L —2,4,

+100,7. Haiineso, %: G 33,90; H 3,27; F 29,1; G 7,91. C,H,,ClIF:N,O5. Ber-

wieaero, %: C 33,47; H 2,58; F 30, 88; Cl 8,23.
5-Hepgropusonponua-2'-desokcuypudun (V). Caecey, cocroamyo us 0,41

(0,93 nons) cocpmuennsg (XIIT), 0,84 r (2,9 amymoun) ruppuza Tpu-#-0yTHI-

.oxosa, 0,01 asomgmmaobyTupounTpuaa u 8 Mi cyxoro 0eHsoxa, RUIATANHE 1,D

mpu nepeMenrpanny. IJocae oxmasmieHIIZ pacTBOpHTENh YHAPHBANN B Ba-

Kyyae, & ocraTry mpubasisin 10 wa merpoaeiinoro odupa (40—70°C), oca-

HOK oTAesssd, (PUALTPAT YHAPLBAJIL B BAKYYME Il XPOMarolpadupoBaid Ha

OIACTHHAX ¢ CIINIIKATENeM B CHCTeMe atmaamcerar — averauos, 2011, u moxyda-

mu 0,15 v (41%) nesoreupudosnja, uwrenruuioro, no gamaet TCX 1 IIMP,

gyxuaeosnny (V), moAyueIHOMY, KAk ykaszano Bemme, Hu3 coemumermit (1)

u (II).

Onwvirel ¢ acyurnoti zenaromoy mposoxnmn wa mpmax g G3HA mo
smeromure [b] ¢ ucmosssosanmenm [“C]ldThd («Msorom») u [*H]dUrd (Pra-
gue — UVVVR UCCP).
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SSYNTHESIS AND INVESTIGATION OF 5-PERFLUOROISOPROPYL-2'-DEOXYURIDINE

MELNIK S. Ya., BAKHMEDOVA A, A.,, YARTSEVA L. V.,
NEDOREZOVA T, P., VORNOVITSKAYA G. 1., PREOBRAZHENSKAYA M. N,,
GERMAN L. S., POLYSHCHUK V. R., AVETISYAN E, A.

All-Union Cancer Research Centor, Academy of Medical Sciences
of the USSR, Moscow; A. N. Nesmeyanov Institute o) Organo Element
Compounds, Academy of Sciences of the USSR, Moscow

Synthesis of anomeric S-perfluoroisopropyl-2’-deoxyuridines is described. 5-Perflu-
«oroisopropyluracil obtained from 5-hexafluorohydroxyisopropyluracil and SF, interacted
in the form of trimethylsilyl derivative with 2-deoxy-3,5-di-O-p-toluoyl-a-D-ribofuranocyl
chloride to give a mixture of anomeric O-substituted nucleosides. Deacylation of this
mixture and subsequent separation gave individual anomers in the ratio §:a=1:2. The
p-anomer of S-perfluorcisopropyl-2’-deoxyuridine was also synthesized from 5-perfluore-
isopropyl p-D-ribofuranoside which was obtained by silyl method from 5-fluoroisopro-
pyluracil and 1,2,3,5-tetra-O-acetyl-p-D-ribofuranose. Through a series of successive
-conversions of 3S-perfluoroisopropyl-g-D-ribofuranoside into 2’,3'-O-sulfit and then to
2,2'-0O-anhydroderivative, 2’-chloro-2’-deoxynucleoside was obtained. The latter was
reduced with tributyltin hydride to 5-perfluoroisopropyl-2’-deoxyuridine. The investi-
gation of the effects of the above compounds on DNA synthesis in mouse ascite
hepatoma cells in vitro revealed that 5-perfluoroisopropyl-2’-deoxyuridine and its 2'-
chloro analog at a concentration of 10-3 inhibited [**C]dT and [*H]dU incorporation
Anto DNA by 70-90%.
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