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Wayuemo mnpespaulenue o«-D-apabupoQypaHO3WIOE ypauuwia ¥ TUMUHA B COOTBET-
creyonue 2'-gesokcu-c-D-pudoryrneoduppr. Kompemcampmefl TPUMETUICHIMILHBIX HPO-
M3BOAHBIX ypammia u Tusmubsa ¢ 2,3,5-1pu-O-Gersonn-c-D-apatuuodypano3nixzopamom
B AUCTOHETPMIE H LOCIEXYIOIIHM Ae3aNHINpOBABMEeM CHHTe3HpoBaHbl 1-(o-D-apafugo-
dypanosma) ypamua u 1-(a-D-apabuuodypanosni) umMnn. BsaumopeficTsuem nx ¢ mude-
nugarapGoparom B8 DMF monywenst coorsercTByIONme 2,2-aprufpo-1-(c-D-pubodypamo-
BUA) DHPUMEINEEL, B amanormumsix yoiosusx 1-(5-O-rpurwn-o-D-apabusodypamosun) ypa-
LI Hpespamiaercsa B 2,2-aHrHIPONPOU3BOSHOE € JYINIMM BBIXOMOM. PacKpbitme aHTHH-
poruKiIa JeiicTeieM Xxmxopmeroro Bomopoma B DMFEF m mocaemylomee BoccTaHOBIEHHE
THAPHAOM TPH-H-OYTHIIONOBA HPUBOXAT XK 2/-mesorcu-1-(o-D-pmbodypamosni)ypaynty H
AHANOIMYHOMY mnpousBofEoMy tuMuHA. M3 1-(2,3,5-1pn-0-6ensonn-c-D-apadunodypamo-
‘BWII) TUMIHA 4Yepe3 CTAm|io O0pA30BAHMA 4-THOHNPOUBBOXNEOTO moaydeHn 1-(a-D-apaduuo-
hypamosun) -5-MeTHANBTO3HHE, 1-(o-D-Apaburodyparosui) ypagmr uw ero 2'-mesorcu-2'-
XJOPIPOMBBONOE [POABAAIOT WHIHOHPYIOIee NEHCTBEE B OTHONIEHMI BHpyca Teprieca
pOCTOro in vitro.

B mamux mcemeqoBaHUAX IO TMOMCKY AUTHMETAOONUTOR B PALY d-saMelleH-
HBIX 2/-[Ie30KCHTMPUMUMHOBLIX HYKIGOSIOB OBLIO IOKA3AHO, 9TO Cpejll
AHAJTOr0B THMHIMHEA, COJEPIRALILX BMECTO METHIBHOR IPYyHIBl PA3BeTBIEHHBIH
3aMECTHTEIE, MPOTUBOBUPYCHAST AKTHBHOCTL C BBHICOKON 9acTOTOR 0BLapysKu-
BAeTCHA A a-aHoMepoB. Tar, OBLI0 MPOAEMOHCTPHPOBANO WHrHbupyoImee aeii-
CTBYE Ha PENpPOAYKUHIIO BEPYCA Tepueca in vitro a-amoMepos S-mzomponmi- [1],
S-uzobyrmi- m 5-(2-oxcurexcadropuszonponnn)-2'-nesovcnypugura [2]. Io-
cllefHee COeUEENEe IPOARIALT BEPAKEHIIYI0 aHTHIePIeTHIECKYI0 aKTHBHOCTE
in vivo [3]. CunrTes NesORCHHYKIEO3HIOB ¢ WCHONL3OBAHMEM IMPOIZBOIHBIX
2-me30kcupubo3LI MPUBOAUT, KAK IPABUI0, K 00DPA30BAHUI0 CMECH o- I [B-amo-
MepoEB, pasmensenne KOTOPoil HA MANABUAYANLHSIE COSUHEHNS M TONYICHHe BX
B IIPETaPATHBHBIX KOJNHYECTBAX ABISETCA HOCTATOUNO CIO/KHBIM ¥ HE BCErjga
YCIeITHBIM TPOeccoM. B To BpeMsa Kak s MONYIeHIa B-Ie30KCHBY KICO3HU 0B
Upeio/Ken PAN yIOOHBIX ¢XeM, OCHOBAHHBIX HA MPEeBPAMEHNIX COOTBETCTBYIO-
mux B-pmGomyrieosunos [4—6], OyTH HATDPABICHHOTO CHETE3A O-IG30KCHHYK-
Je03UKOB W3ydeHsl Mano [7, 8].

B macrosimem cooflmeHuyr OOHCATO IOTYIEHHE «-Ie30RCHPuOOPYParo3HiI-
THPEMHANIHOB Ha 0CHOBe c-ApabdmmosmgoB. Maydennme apabuHo3uiIbHEBIX AHAN0-
TOB HYKJICO3UAOB NPEACTABIIET M CAMOCTOATENbUBIA MHTEPec, Tak Kak Cpefn
HEX BaffeHbl COSNUHEHIA ¢ TPOTHROOTYX0IEeBEIMA I IPOTABOBAPYCHEIME CBOM-
cramm [9—11].

2,3,5-Tpu-O-Gemsonn -a-D-apaburodypanosunxiaopny (I1T) moxyuanm wns
1-O-ameTmanponsBoMEOro MeficTBHeM Trasoo0PA3HOTO XJIOPHCTOTG BOXOPOLA B
XJIOPHCTOM MeTIJIeHe JHO0 B3aHMOHeflcTBHEM ¢ YETHIPEXXIOPWCTHIM THTAHOM
B ToM e pactsopurene [11]. Kommencamment 2,4-6uc-O-TpEMeTHICHITABLHEOIO
npomssonaore ypaguna (1) mam rammea (1) ¢ ramoremosoit (I11) B ameronmT-
pune monydanm O-sammimenusie o-apadmuosuasr (IV) maw (V) ¢ Beixomonm
70—809%. Meramomus mywaeosigos (IV) m (V) mpmeen ®x cBoGommBIM c-apa-
6unosnpam (VI) m (VII) coorsercrsemno. Onme m3 croco6os MommpmRAIAIL
TMPHMEAIHEOBEIX PUOOBYKNEOSHIOB 10 2'-TOMOJKEENIO YrAeBOJHOID OCTATHA
COCTOHT B TPEBpAINeRHy WX Ha TePBOM »rame B 2,2"-aHrHAPONPOM3BOMHLIE.
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Jas aroll menm Bemombayercs, B YACTHOCTH, PEARIAA ¢ judeHuIKapboHaToM
[12]; upm aToM mpegmomaraercs, uro moMumo 2,3'-O-kapOoHara AKTHBHBIM
IPOMEIKYTOYHBIM cOoeUuenreM ABNgeTca W peruriandeckuii 2-O-hennmnrapso-
HAT HYKJIEO3W/A. ITa PEAKI¥s MIXPOKO HCIONE3YeTCHd IIA TpaacopManad Iw-
PEMHEAUHOBEIX HYRJIEO3II0B, HO O IPAMEHSHUN ee K HYKIeO3HAaM apabuHopsima
ne coobmanock. Pearumio N-roaxosunos (VI) m (VII) ¢ gudenunrapbonarom
oposomuan B puMermiopmamumpe npuw 150° C. Ilpm aroM OBLim BEILEIEHE]
2,2 -amruappo-a-D-puodypanosmmupumunmasr (X) uw (XI). B caywae coemm-
demma (V1) mourm moioBMHa MCXOMHOrO CONUINERHs OBLIA BO3BpALNeHa B He-
W3MEHEHHOM BUJe, ¥ AHrEAPOHyKIeosry (X) DOAYIeH C HEeYAOBIETBOPUTENb-
HeiM BEIxOfOM, llpespamermem apaburosuna (VI) 3 5-O-rpurmnpHoe npoms-
Boguoe (VIII) m mocmemymomum pzauMopeiicTBieM ¢ nudeHAIKapboHATOM
monyganu 2,2"-anrmnpo-1-(5-O-rpurmr-a-D-pubodypauosmn) ypanua  (IX) ¢
poixomom 68%. Ilpn geiicrsum na coegumennsa (IX)—(XI) 1 M pacrsopa xao-
PHCTOrO BOHOPOLA B HMMeTHAPOPMAMUNE HPOUCXOUNO PACKPHITHE AHTHIPO-
MHKAA, & B caydae coepmuenus (IX)— oxmoBpeMeHHOe yAATEENE TPUTANLHON
samuThl ¢ obpasosammem 1-(2-mesoxcm-2-xmop-o-D-apabmuodypaHosm) ypa-
nmaa (XII) = amamormasoro mpomssojuore rumura (XIV). Jas momrsepsspe-
muA cTpyRTypel Bykaeozun (X1I) npesparwnn B wasecraniit 1-(3,5-gu-0-0enzo-
nmi-2-pesoxcn-2-xxop-o-D-apabmrodyparosmn) ypanmn (XIIT) [8]. Boceramos-
nerueM coemuuenmit (XI1) m (XIV) rmppmpgom TprOYTHIONOBA B HPHCYTCTBHR
asopumsobyraporaTpuia moxydana  1-(2-mesoxcm-o-D-pmbodypamosmn)ypa-
man (XV) = 1-(2-mesoxcm-a-D-pubodypanosmn) tumur (XVI) coorserct-
BEHHO.

ITepexon x myKIeosmpgaM DUTHIHHOBOrO PR OCYHIECTBIEH Ha DNpHMepe
1-(a-D-apabmrodyparosmn) tumuna (VII). Hde#cremem marmceprmeroro oc-
Jopa B mmoxcare 27,3",5'-rpu-0-6erzoar (V) mpeBpamain B 4-THOOPOM3BOKHOE
(XVII), m3 xoroporo ammomonmsom noxydann 1-(a-D-apabmrodypamosmn)-
5-metmanmrosmr (XVIII).
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XapaxrepucTirm CHHTEIUPOBANHBIX coeHenuit rpuBesens B rada. 1w 2.
Tlonomernne ocrarka apaéuuozsr B coepuuenmax (VI) u (VII) mpu atome aso-
tra N1 moprBepskieno coxpamenmem MakcHMyMa Tordomenus B Y D-coexTpax
npu nepexofe or pH 7 & pH 11. I'umcoxXpoMEBIH ¢ABUr MAKCAMYMA ITOTIONTE-
nug B YD-coerrpax upoussomunx (I1X)—(XI) 1mo cpasmeHIIO ¢ COOTBETCTBYIO-
IOEME MCXONHBIME HYKICOSHEAMN Xapakrtepew nus 2,2 -aHrugponponaBOLubiy.
Hamzawe 5 coexrpax KT coenmuenuiz (VI), (VII), (X)—(XII), (XV), (XVI)
m (XVIII) orprparelbHEOro MaKCHEMYMa B 00MacTH AIMEEOBOJHOBOIO IOTIOLIe-
HES CBUAETEILCTRYET 06 UX G-KOHQHIY PaIiL,

B cuerrpax TIMP upm mepexope o apadumonpomssopuerx (VI)—(VIII) =
2,2"-aurupponyrreosmgam (IX)— (XI) mabmopmaercsa cMeleHEme CHTHAJa I1PoO-
rona 2’-H B craboe mome u yBesmyere KOHCTANTHL CIIHH-CIIHIIOBOTO B3aWM O e -
cTBHsS Jirp; PasMBIKAHWE AHCHIAPOIMKIA ¢ oOpasopanmeM 2'-Ie30Kcu-2-Xiop-
unpomssogurix (XII) u (XIV) compososkmaercs cusmrom curmana 2'-H B cmin-
HOe TOJe, IPH 3TOM J,» o TIpaKTHYeCKHN He MsMmemserca. llo cpasmewnmio ¢ mas-
Bpva [IMP pua O-mesamummiermoro nyxireosmpga (XII) curmamsr mporomon
3-H, 4-H n 5-H, B cuexrpe 3',5-mu-O-6ermsoara (XIII) cumemens: B craboe
ToJIe, 9To CBUAETENLCTBYET 00 alllIupoBanmd 3'- ¥ 5 -TEAPOKCENLHEBIX TPYIIL.
B cuerrpe IIMP 2'-peszoren-2'-xnop-a-D-apatunodypamosuma (XIT) carmassr
YIIIeBOLHEIX MPOTOHOB HAXOLSITCA B Golee craBomM 1moie M0 CPABHEHMIO ¢ CArHA-
namu o-D-apabmuodyparosuna (VI), mpruem xapaxkTep u BeIWINMHLL CMEIIEHILA
TaKWe Me, KAk A map ypmamn — 2-mesoxcu-2 -xaopypuawn [13] w H5-Prop-
ypunar — 5-grop-2/-mesoxcu-2’-xnopypunum [14]; comocraniewme »THX mall-
HBIX JIOTONHHTENBHO CBHIETeNhCTBYET B WOJB3Y ¢paduro-KOHQUTYpamuH IpK
C2'-arome B mymrmeosmae (XII). OTamguTeNbHBIME 0COGEHHOCTSAME CHEKTPOB
TIMP o-mesorcupubosunos (XV) m (XVI) asuserca gopma curHama amomep-
moro mpotoHa (mybGmer myGmeror omoso 6,2 »M. A.), [Be PYUILI CHTHANOB IIPH
~2 @ ~2,7 M. 1., coorsercTBylomue mporonam 2-H, m 2-H;, a ramme npaxrn-
qecKOe COBTAfeHNe XEMAYeCKHX cIBErOB npotonos 3-H 1 4'-H,

Msyuemst mpormsoBmpycHbie cBofictBa coenmmemmit (VI), (VII), (XII)
(XIV) m (XVIII) B ormomenmum supyca repreca HSV-T u ocmoBarxiuasr in
vitro. ITorasamo, 9T0 HYKIEOIHALL (VI) n (XII) » xonmentpagma 250 Mxr/von
uargbopylor penpogyknmio HSV-T in vitro (10° ITI1[T5,).

ABTOpH BRIpayKaOT NpH3HaTeTbHOCTL J. B. Uerymosott m T. A. Berremmpo-
By (MockoBermit AAyIHO-ACCIENOBATENHCKIN MHCTATYT BUPYCHBIX IPENapaTon
M3 CCCP) 3a monyuernite JadHbIX O TPOTABOBHPYCHON AKTHBHOCTH.

IKCNEePUMEATATBHAST YACTh

Cmextppt IIMP samucanst ma mpubope INM-MH-100 (Anomws) u ma npu-
Gope «Bruker WH-360» (DOPI'). YO-cuekTpsl MOMyIeHs HA PETHCTPHPYIOIEM
crexrpodoromerpe «Unicam SP-800» (Amrmms), pimea OOTHIECKOro IyTH
1 cM, pacrsopurens — sranox (s coenmmenna (VI)— sona). Msmepenns xpy-
roporo gaxpomama mposepensr Ha puxporpade «Rousell-Jouan III» (®pan-
uus), pacrsopuress — sramon (mis coemmmenua (VI)-— poma). Jug TCX wuc-
nonssoBar cunydorx UV, (Kavalier, HCCP), mpenaparasayio TCX nposogann
Ha crerranmbix mractuuax (20X20 cy) dupmer «Mercks (DPT) ¢ sakpensesn-
HEIM cloem cuanrarens 60F.s,, Tommuaa caos 2 M. Jlua KOTOWOTROI XpoMa-
rorpadmm menonnzosanu cuigkarenxs L40—100 mrm (Chemapol, ICCP).

2,8,5-Tpu-0-6ensoun-a-D-apabunodypanosurzropud (I11). a) K pacrso-
py 1,1 r (2,2 mmoan) 1-O-amerun-2,3,5-1pu-O-6ensowmn-D-apadurossr [15] B
20 ma cyxoro CH,Cl, mpubapmann npu 0--—4°C 0,4 s (3,6 mmomn) TiCl,.
Pearuwonryio cmechk mepememusany 3,5 a mpu 0°C, sares mpomssamu 20 ma
nacsmeruoro pacrsopa NaHCO,, oxmammenmoro mo 0°C, moGasmsmu renmr,
dmrsTpoBany, yuapusanay B BaxyyMme. OCTaTOR KPUCTAINHBOBANN W3 CMeCH
odup — rexcan (2:1) u moayuamy 0,45 v (42,9%) coemmmenus (I11), [a]D
+29.5 (¢ 1,2, CH.CL,). [IMP (CDCl,, 8, »..): 7,20—8,20 (OBz), 6,35 (1-H),
581 (2-I), 5,62 (3-H), 4,82 (4-H, 5-H,). Haiimeno, %: Cl 6,75, CyH,,ClO-.
Beruwcneno, %: Cl 7,37, Jlar. mammee [16]: [o]n +30,6 (¢ 1,2, CH,CL,).

6) Yepes pactsop 15,0 r (29,7 mmoms) 1-O-anermi-2,3,5-rpu-O-Gensoms-
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D-apabuuodypanospr 8 100 ma cyxoro CH,Cl, mponyckann XJIopueTslii Bopo-
pox B revenne 2,0 9 npu 0°C. Pearuuonnyio cMech 0CTABIAIM HA HOYb ITPH
20°C, sareM pacTBOPUTENH OTTOMHSIE, OCTATOK, COMEPHKAINNI CHEIbl HCXO/LHO-
ro coegumenusa (TCX, Geusoxn — arumauerar, 5:1), pacriparu ¢ aguponm
(100 wua), orpensn o nonywasm 9,68 © (68,7%) xpomarorpaguuccku oEo-
popuoro 2,3,5-1pu-0-6enszoun-a-D-apadunodypanosmwxropuana (111).

1-(a-D-A pabunogyparnodua)ypayus (VI). Cumecn, cocromsmyo mz 10 r
(89,2 myonn) ypamwira, 80 mu rexcamerniaucnnazana uw 0,01 r cynbdarta am-
souns, kunsgruan 10 9. M36bITor reKcaMeTHARHCHIA3aHA OTTOMIY B BAKYYME,
K nonydeHuomy 2,4-6uc-O-vpumermncimurypamny (1) mpuausamm pacrsop
35,1 r (72,9 mmons) ramorewosnt (11I) B 200 ma auerosutpuna. Pearuionnyio
cvech mepementusamy 20 u npu 20° C, sareM pactBopUTeNs OTTOHANM, OCTATOK
pacTBOPAIM B XJ0pOOPMEe B IPOMBIBAJIM HOCJEA0BATENBHO BOLON, HACHIL[EH-
M pactsopod NaHCO,, cuoBa Bofoii. XoopodopMubBLA clofl BCTPAXHBAIMU ¢
HeGOMBHINM KOJHUECTBOM CHAMKAresnd, (UALTPOBaJNM, YHApUBaAH B BaKyyMe.
Monyyamu 35,6 ¢ (87,7%) xpomarorpadumuecki OfHOPOIHOTO TpPHOEH30ATA
(IV) B Bumpe OecrBeTHOil I(eHbl, AHAJIMTHUCCKM YHCTHIA 00pasel momyyvanu
npenaparusuoir TCX B cucreme CCl, — aueron (1:1). Pacrrop Tpubensoara
(IV) 8 600 M 0,1 5. pacrBOpa METHNATAa HATPHUA B METAHONE ITePEeMENIHBAIIN
2 u mpu 20°C, sarem meirrpasmmsosanw nayskcom 50 (HY) o pH 7 no yau-
BEPCANBHOMY HHIHKATOPY, CMOJY OTHENsNH, PACTBOPHTENL OTTOHAIM, OCTATOR
DACTBODPAIN B BOje ¥ UpPOMbIBani merposeiusiM adupom (40—70°C). Brixon
nysneosupa (VI) cocrasman 12,6 v (70,6% ). Mua awanuza ofpaser; ouwmanu
npenaparusroit TCX B cucreme srumamerar — sramos (4:1).

I-(a-D-Apabunopyparnosua)rumun (VII) mogyuamm asHamorugdgo coemu-
menuo (VI) ns 6,35 r (50,4 mumons) Tumuna u 20,3 v (42,2 Mmonnh) anunrano-
remaspr (I1I) » 120 »a ageronnrpuna. Brxog myrmeosupma (VII) cocrasms
8,71 (79,5%).

2,2"-Aneudpo-1-(o-D-puboghy parosus)ypayua (X). Cumech, cocToginyio us
1,9 ¢ (7,8 wmmomp) 1-(a-D-apabunodypamosun)ypamana (VI), 1,29 r
(6,0 amons) pudenmnrapbonara n 0,17 r NaHCO, B 100 mx DMF, narpenann
npu 150° C B revenue 1 a 15 mumm, sarem moGasusamm eme 1,29 r (6,0 mMMous)
nuderunrapbonara 1 warpesanu 1 w 15 awnr npu 150° C. Ilocne oxramperns
PACTBOPUTENE OTTOHANM, 0CTATOK pacrupaimu ¢ aguporm (3X100 i), ormensu,
OUHINANI KOJOHOUYHON XpomaTorpadueii B cucreme srunarerar — aramon (1: 1)
u moayuann 1,0 v uexonuoro g-apabunosupa (VI) w 0,2 r (24,0%) 2,2 -amrupg-
po-1-(a-D-pubody parosmn ) ypaumra (X), . wr. 215—216° C. :

2,2/-Aneudpo-1-(a-D-pubodypanosus)rumur (X1} monywanun amagoruiuo
coepmnenno (X) ws 2,11 r (8,17 avonn) 1-(a-D-apadurodypanosinr) THMrHEA
(VID) u 2,58 r (12 mmonn) mudenunrapbonara. ilocxe orrorxy DME ocrarox
pactBopasu B 150 am sranmona, KUmATHI 15 MHIL ¢ aKTHBHPOBAHHLIM YIHeM,
dunbrposany, ynapusaau g0 ~20 a1 npudasisan 100 M aupa. Beimas-
mwi ocanok orgensan, cymuan mag P,0s u momyvanu 1,0 v (51%) anrmmpo-
myraeosuna (XI), ¢. mr, 189—192°C. dus amamusa odpaselr; ouMIIaml KOJIO~
HOUHOJT xpoMarorpadueii B cucreme arunarerat — srasorn (1:1).

1-(2-Nlesoncu-2-zaop-o-D-apadunody parnosua)ypayua (XI1). a) Pac-
weop 0,7 v (3,1 amoms) 2,2 -anruppo-1-(a-D-pubodypanosun) yparura (X) B
30 a4 M pacrBopa xaopucroro Bojopoga 8 DMF narpesanm 1 4 mpn 100° G,
zarem oxaaxpanme, seuinsany B 200 My BOABI, pacTBOp HEATPANM3OBATIH JAY9K-
com 1X2 (OH-) mo pH 7 mo yuuBepcanbHOMy WHAHKaTopy. Pactsopnrens or-
rousun, octarox oanmaxn TCX B cuereme srumanerar — sramon (4 : 1) npu
JBYKpaTHOM 1POToHe pacrsopurens uepes mracruuy. omywamr 0,6 r (75,0% )
xaopipoussognoro (X1I).

6) K cxmecu, cocrosmeii uz 1,0 r (4,1 mmonn) 1-(a-D-apabunodypano-
aun) ypanmra (VI), 1,26 r (4,5 svons) rpudenmmxiopmerana u 0,08 v N,N-
mermramugonupuauna B8 10 max DMF, npuGasnsamr 1,4y rpusTHaavMuya
mpn 0°C. Cymecth mepemermusanu 3 ¢ mpi 20°C (yCroBAA peakIuM He ONTHMU-
3UPOBALCH), 3aTeM PACTBOPHTEND YHAPUBAIL B BaKyyMe, OCTATOR XPOMATO-
rpadupoBam Ha miactumax ¢ cuymrarexem B cuereyme CCl, — ameron (4:1)
n wonyuams 0,4 v (20,0%) 1-(5-O-rpurun-a-D-apaGurodypanosmn) ypauuia
(VITI). K 0,35 T (0,72 mmoun) coepmuesns (VIIT) 5 6 mx DMF npubasmnsiu
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0,2 r (0,82 mmons) mudpennnrapdonara u 0,01 r NaHCO,, cvmech marpesamm
30 mumm upu 150°C. OxnammgeHHY0 PEakUMOHHYI0 ¢MeCh BRLTHBANE B 50 M
BOJ(BI, PACTBOP NPOMEIBAIH XE0POPOPMOM, BOIAHBLA CIOIl YIIADUBALK B BAKYYMe,
ocrator pacrupanu ¢ sgupon. (3X20 mn) w nonywanm 0,23 r (68,3%) 2,2"-an-
runpo-1-(5-O-rpurun-a-D-putodypanosunyparmna (IX), Auae 255 mM. Pac-
t80p 0,48 v (0,39 aonn) coennnenns (IX) 8 5 ma 1 M pacrsopa xsopueroro
Bomopoxa 8 DMF wmarpesamn 1 u mpun 100°C. Pearumommylo cmech mocie
oxmaxpenud spumsany 8 10 M Boaer, serasumuin rpadenmarapbuaon (0,07 r)
QTAENANN, BOLY ylapuBanm B Bakyyme, ocraror ougumamum TCX B cucreme
aruanerar — sramox (4: 1), momywasnm 0,1 r (76,9%) mopnpousBonHo-
ro (XII).

1-(3,5 - Ju - O-6ensoun-2-desorcu-2-zaop-a-D-apaburnody parosuas) ypamm
(XIIT). K pacteopy 0,4 r (0,38 mmomp) 1-(2-mesorcu-2-xiop-a-D-apabuno-
dypanozun) ypanuna (XII) B 1,5 Mn cyxoro nupupmua upudasmuim 0,32 Mi
xsopucroro demsomaa n uepemernusann 1 « wpm 20°C, Pacrpopurend oTroHs-
IE B BakyyMe, ocraror oummany uperaparusuoit TCX B cucreme xmopo-
dhopm — praron (95:5). Homyuwasm 0,4 r (56%) xpomarorpadmaecrn ogHo-
pormoro mywmeosuma (XIIT), . mu 160—162°C (sramon), [alp —46,1
(c 0,5, DMF), R, 0,5 (cunycon, Gessox — srmramerar, 6:4). Jlur. mamuste
(8]: 1. mm 163°C, [«]D —42,6 (¢ 0,5, DMF), R, 0,5 (Gemson — srmrauerar,
6:4).

1-(2-fesorcu-a-D-pubogpyparnosua) ypayus  (XV). Cmecs 0,35 r
(1,33 mmoms) 1-(2-mesorcu-2-ximop-a-D-apabuwodyparoswun) yparura (XI1),
1,05 r ruppuga tpu-r-6yrionosa u 0,016 r asogumzobyruponuTpuma B 8 Mx
cyxoro guorcana rumarmau 6 4, PacTeopmTens ynapuBamm B BaRyyMe, OCTATOK
pacrBopsanu B 20 Mx somei. Pacreop mpommanu sdupom (3X40 amir), sopy
yUapEBajH B BARYYMe, OCTATOK Cymmwiu, mporouss sramon (2X15 mx), zaren
ownmaan npenaparnsroii TCX B cucreme srumamerar — sramox (4: 1), Hoxy-
wanm 0,12 r (40% ) mywreosumna (XV) s Bume amopdmoro mopomsa. :

1-(2-Jlesoxrcu-o-D-pubody parnoauas ) rumun (XVIi). Pacrsop 05 r
(2,1 mmomp) 2,2-anruppo-1-(c-D-apabunodypamosun) rnvuaa (XI) 8 20 aa
1 M pactsopa xiopucroro sogopoga B DMF marpesamu 4 o opu 100° C. Peax-
IHOHEYI0 CMCCH TOCHE OXJaslernss Beaupany B 250 MI BOJBI, pacTBOP HeH-
TpasmzoBany paysrcom 1X2 (OH™) mo pH 7 no yHWBEpCanbHOMY BHIANKATOPY.
Comomy ormensid, pacTBOPUTENb YUAPUBAJIE B BaKkyyMe, A00aBIAA 3TaHON
{2X20 mx), octaror cyrmrm max P,0s. Honyqanu 0,42 v (73%) 1-(2-mesox-
cu-2-x0p-oi-D-apaburodypamosmn) tumuna (XI1T). Carecs 0,42 r coeminenmsa
(XTIIT), 1,0 v ragpupa rpu-#-Gyruronora u 0,03 r asopumsoCyTupoRNTPEIA B
12 My cyXoro AMOKCAHA KWIATAIH 2 1. PaCTBOpHTeJIL yOapuBall, OCTATOK
pacreopsau B Boge, mpoMeisamu sdupom (3X10 Mm), Boxy orromsin B BaRyy-
Me, OCTaToOK CyIMiIn yuapusammem ¢ dramonoM (2X415 mu) m owmmanz TCX
B cmereMe srmianerar — sramox (4:1). IMomywama 0,1 v (27,3%) xpomaro-
rpagmdecky ofHopopHoro nesoxcuEyrueosmpa (XVI). Jlna amanmsa oOpasern
TePeKpHCTANIN30BhIBany us sranona, 1. mwr. 171—173°C, [a]  +7,0 (¢ 1,0,
H,0). Jdur. gammsre [17]: 7. mr. 187°C, [a]® +7,2 (H,0).

I-(o-D-Apabunopyparnosua)-5-neruayurosun (XVIII). K pacrsopy 0,8 r
(1,4 myons) 1-(2,3,5-1pu-0-Gensomnr-a-D-apaburodypanosmn) tamuna (V) B
30 Ma cyxoro muoxcama npubasaginm 0,35 © P,S; u runmarwim 45 MuH, 3aTeM
npubasnsiu eme 0,35 v PyS; m cuosa xumarTunu 45 Mun. PeakmuoHHyno cMech
oxNampany, QuILTpoBand, yuapusamum gocyxa. Twuompoussommoe (XVIT)
(Avare 335 mM) Ges joMOTEHUTENBHOTT oOumeTRY pacTBopsan B 30 mx abc. mera-
HONa, Hachimensoro ammuarom nipu 0° C, mw marpesann 17 ¢ mpm 100° C. Peax-
TUOHHYI0 CMeCh OXJMKAaNw, QUILTPOBAIIT M YIapHBaAd B BaKYyMe, OCTATOR
PacTBOPANM B BOJE, pacTBOp upomeBanu sdumpoM (3X20 Mu) num yaanesus
Gemsammpa. Bofy orrouamm B BakyyMe, OCTATOK TIEPEKPUCTAITIHSOBHIBAIE U3
(éHHpTE; u morywann 0,13 r (35,0%) myxaeosuxa (XVIII), T, . 214—217°C
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SYNTHESIS OF a-D-ARABINOFURANOSYL PYRIMIDINES AND THEIR
CONVERSION TO 2’-DEOXY-a-D-RIBOFURANOSIDES

MELNIK S, Y., MINIKER T. D., YARTSEVA L. V,,
PREOBRAZHENSKAYA M. N.

All-Union Cancer Research Center, Academy of Medical Sciences
of the USSR, Moscow

Transformation of wuracil and thymine {-o-D-arabinofurancsides to corresponding

-2 -deoxy-a-D-ribonucleosides has been studied. Condensation of wuracil and thymine
4rimethylsilyl derivatives with 2,3,5-tri-O-benzoylarabinofuranosyl chloride in aceto-
nitrile and subsequent deacylation gave 1-(a-D-arabinofuranosyl)uracil and 1-(a-D-
arabinofuranosyl) thymine. Interaction of these compounds with diphenyl carbonate in
DMF led to corresponding 2,2-anhydro-1-(a-D-ribofuranosyl)pyrimidines. Under the
.same conditions, 1-(5-O-trityl-o-D-arabinofuranosyl)uracil was converted to 2,2-anhyd-

ro
in

derivative in a higher yield. Splitting the anhydro-cycle with hydrogen chloride
DMF and subsequent reduction with tri-n-butyltin gave 2-deoxy-1-(a-D-ribofurano-

sylyuracil and analogous thymine derivative. Synthesis of 1-(a-D-arabinofuranosyl)-5-
methylcytosine was accomplished from 1-(2,3,5-tri-O-benzoyl-a-D-arabinofuranosyl)thy
mine via the stage of formation of the 4-thio derivative. 1-{a-D-arabinofuranosyl)ura-
-cil and its 2'-deoxy-2-chloro analog produced an inhibiting effect against herpes sim-
plex virus HSV-1 in vitro.

1101



