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CHHTE3 U CBOMCTBA AIIMK/INYECKNX AHAJOTOB
PUBABUPHIA

HMuaesunw T.Jd., Kouenwosa C.B., laseresa H.JI.,
Crunupnos H . II., 'ommux B.I1I., Paopeninves B. I,

Hneruryr soaeryaapitod juoaoeuu Aradenuw nays CCCP, Mockea

Kougencalicit TPUMETHACHIIIBEIOTO TPON3BOIHOr0 d1Hiosoro odrpa 1,2,4-rpuasor-
3-KapBOHOBON KICHOTHI ¢ COOTRETCTBYIOIUIMH AJKMIHPYIOLIAI aTeIITAME B OIPHACYTCT B
SnCly, ¢ nmocaegyomaM aMMoHOIH30 moayyerst {-( {-rafpoxcH-4-orcarexce-3-mi)-, 1-(1-
XJop-4-orcarcke-3-ui)-,  1-(1,2-puruaporcu-4-oncarere-3-mi)-, 1-(1,6-guranporcu-4-orca-
rexe-3-un)-, 1-(1-xaop-6-rugponcn-4-oxcarexc-3-wa) - u 1-(1,2,6-rparagporcu-4-okcarerc-3-
1 )-1,2,4-rprason-3-kaphorcaMuy, NPeACTABIAONINE cOfOU ANMKIAYECKNE AHANOTH puda-
BUPHHA, B KOTOPHIX (ypanosueit qurd pacuennen no C3'—C4 -cpsasw. Pazpaboraus: yrod-
ILIC METOALL TIONYICHHS ATKHIUPYIOIIHX areHTOB.

Onuoit w3 sajgau cospeMennoill BGHOOPTAHHIECKOH XHMIF HBJIHETCH CO3jia-

HIEe DPPEKTHBHBIX XHMHOTEPAEBTHYECKIX CPEJCTR IUIA JEUYeHUS ¥ NpOPhrIak-
THKI BHpycHBIX wrderuuit, He mocnengee sMecto cpegm TaKOTO POMA COGXIIe~
nuit sanumaer pubasupum (pudasupun), 1-(3-D-pubodypawmosmn)-1,2,4-1pi-
asosi-3-kapforcamul, 00magaoNi  LWIHPOKUM CIHEKTPOM JelCTBUSA IIPOTHB
PHH- u IHHK-conepsraupix supycos [1]. Pawee mamu 6pino moxasano [2],
4TO BUMRIMYCCKUE aMANOTH PUOABHPUHA MOTYT 0fnagaTh (osee BBICOKOH 110
CPaBHEHMIO ¢ PUOABMPHHOM AKTHNBHOCTHIO [POTHE BHPYCA TPOCTOTO repreca
1-ro m 2-ro Tnma.

Hacrosimas padora mocssulena CHHTE3Y auURINYECKHX apanoros pubani-
prna (I)—(VI), rupipokenadrkiabubd 3aMeCTHTNh KOTOPBIX IMHTHPYET pac-
menxenusiii o G3'—C4'-coasn Qypanosubiil mika:
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B=3-rapborcamino-1,2,4-rpirazonu-1.

Hax B npepeiaymeil pabore [3], ocHosnsie yeuauwa ObIMII HAIPABICHBI 118
DPa3padorTKy IPOCTHIX ¥ YAOBUBIX METOMOB [ONYYCHHS ATKHIUPYIOMMX arci-
TOB. HaK BHIHO 13 ¢XEeMbI, IICXOMHLIM COCNHHOHUEM I CHHTEe3& BCEX aAKM-
NIPYIOMINY aTeHTOR NOCHY/KILI arKpodedd. Ilpm BzapMoCHCTBUM aKpOJENIIA
¢ opromypasbiubivm  9dupom B upueyrersurr NH,NO; obpasyerca ate-
tanp (VII), ROoTopsIi TpH ORNMCIEHINIT BOJHBIM 1IePMAHTAHATOM KaJus ¢ 110-
CHETYIOIIM ALCTHAHPOBARMEM OblI 1TPEBPAIEH B JUATILIALETANE o,B-nHaner-
OKCHIIpONHOHOBOTo aipperuga (IX). Peawuisi axpoixenna ¢ 9TamonoM Il
BTHIEHTINRONEM 1 Tazoobpasusin HCl mpusogrT K aueTasaM B-XuIOpIpoIio-
nosoro ampmernga (X) u (XII), ranos KoTopHIX JETKO MEHIETCH Ha Aalc-
roreurpynny npu marpesaunu ¢ NaOAc 8 DMF; npu srom ofpasyiores ane-
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vokewauerann (XI) u (XIII). Pasmbikapue mukmmuecrkux ameranelr (XII)

u (XTIT) geitersuem Ac,O B mpueyrersuu ZnCly, paer ankmmmpyonfue aremn-

et (XIV) uw (XV). Haromey, rerpaanerar (XIX) monyuann pasMbIkasuen

juiokconana (XVIID) . Cumres TOCTHOMIICro BRIOYAI NEpeameTaTH3aMNIo -

srimagerans axposenua (VII) ¢ sTEeHIIIKOIEM, HOCHERYIONee OKMCITCHUE

wiaunmokconana (XVI) BOgubrM TepMAHTAHATOM KNS W ALCTHIHPOBAMHE
ranronss (XVII),
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Anmrapueckie ananorn pubasuprma (I)—(VI) monywamir wosjescanueil
TPHMETHICHANILHOTO MPONSBOLHOro aTaosoro adupa 1,2 4-rpuason-3-xapbo-
Hopo#t Kuemornr ¢ pearemramu (IX)—(XI), (XIV), (XV) u (X1X) » mpu-
cyrersmn SuCl, p aumervonnrpmue. [lpoaesryrouno obpasylonecd 3aulyilcl-
Hble TPOW3BOIHEIC a(Dirpa TPWA30IRAPOOHOBOM KIICIOTHl HWe BBIIENANH, & He-
OCPCACTBEHHO Upespaiialdln B nomeumble npoaywtsr (1) —(VI) ofpadorxoit
AETAHONBHEIM DACTROPOM aMMHARA, D WHAUBHAYANHLHOM COCTOSIUHH AHAJOTH
pudasupuma (1) — (VL) BBenasn ¢ IOMOLIBI XpoMaTorpaduil Ha CHjrKare-
ne. Coeppmenusn (1), (II), (IV) u (V) moayvanm p BUAe PaleMHIecKod cie-
cu, a coegumenusg (III) uw (VI) — B Buge caeci paueMHYecKUX JIHACTCPEOMe-
poB B CcooTHOMICHIL, OansroM K 1:1, Boixomst u zeMiepaTypnl TAaBjieHIrT
TTONYYCHHLIX COoei[HHeIil npuse/eHbr B tadm. 1.

Crpoerme monywenusix auadoros pudasupuna (1)—(VI) poxasersasn
¢ nomompo YD- 11 TIMP-cnextpor (rada. 1, 2).

Crpoerne THAPORCIAAKUALHOLO 3AMECTHTCIS CNENYeT I3  XIIMHYECKIX
CABATOB, OTHOCUTEILNBIX HHTEHCHBHOCTCI M MYABLTHILICTHOCTEH CHTHAJIOB
B cuexrpax IIMP (raGa. 2). Ocofenno xaparTepia MYJILTHIIETHOCTH CHIHA-
0B THAPOKCHTPYINI B cuHerrpax, cugrteix B DMSO-ds. Btm curnansr merxo

1241



Tabauya T

Brixoner i enoiiersa ayikaInyecknX ananoros pudaBupHia

ADAOIPYIO-
AP YIO- vopyry | T KOH- UL (13 9TAU0S Vib-criexTp B BOgE
%I][Illlfl(l Ellxlp(\l—;(; ]].])IL’;EE[HI[ u]l[;;rgl;g: Buxor. % T, (ﬂ'}o(?'lal[() ), Ao (O
HONA, %
(X1 0} 15 40 l)() 21 208 (10 200)
(XID) D * 44 (()A% i) 207 (12 540)
(IX) (I 35 72 *?() 91 206,35 (11 880)
(XV) (1v) 30 70 {25124 207 (10 000)
(XIV) (V) 18 36 11A=115 206 (12 480)
(X1X) (V1) 45 91 100-101 206 (10 270)

* BRINCAAIN KpUcTadiisauineil 13 9TaHOMA,
Tadauyo 2

Crnexrpm NMP amarangeckux aHaxoros pudasupuna (1) —(VI) (BMSO-dg)

Xinuecrudi egour, 3. . (KRCCB, T'n)

CoemiricHte > O
-Gl o é/—(ZJH A-Cl 5-CH, nn)u (5’—(211'1'9
(7, 8)-(I) 3,00-358x | 203M | 566t (6,0) 3,06—358x | 1,087 (7,0
(R, §)-(11) 3,61 2,46 5,761 (5,01 7,0) 3,35M 1,091 (7,0)
(R/S, S/R)-(111) 3,20—3,60m 3,821 5,401 (7,0) 3,20-3,60x | 1,067 (7,0)
(RIS, R/S)-(11T) 3,20--3,60n | 3,52 .3,5111 (4,3) 3,20-3,60x | 1,107 (7,0)
) -(1V) 3,10-3.70m 2,15M 5,661 (6,4) 3,10»—3,7031 3.10-3,70m
(R, S)-(V) 3,30~3,90M: 2,48 5,75m (5,01 7,0) 3,30—-3,90m | 3,30-3,90m
(R/S, SIR)-(V]) 3,20—3,60x 3,910 5,430 (7.0) 3,20-3.60n | 3,20—-3,60a
(RIS, RIS)-(V]) 3,20—3,60x 3,9 5,560 (4,3) 3,203,600 | 3,203,606
Nounmpuecriit casur, M. a. (RCCB, ')
CoeanHeHe
NH, 2-OH 1/-OH 6/-OH 5-CH
(7, 8)-(I) 7,49 10 7,70y¢ 4,841 (4,5) 8.4Ge
(R, 8)-(11) 74)1[/~71yc 8,8%c
(RS, S/R)-(111) 7,46 1 7.67ye | 5,061 (6,0) 4641 (6,0) 8,67¢
(RS, /S)-(111) 7,461 7,67ye | 5,201 (6,0) 4,681 (6,0) 8,:34’.!(;
(R, S)-(IV) 7,45 1 7,65y¢ 4,601 (4,5) 4,621 (4,5) 8,72¢
(R, S)-(V) 7501 7.71ye 4631 (5,0) 8,71¢c
(R/S, S/)-(V]) TATw7,67yc | 5,071 (5,9) 4,610 (6,0) 4,631 (6,0) 8,66¢
(RIS, RIS)-(V]) TATw7,67ve | 5170 (3,8) 4,647 (6,0) 4,68t (6,0) 3,60¢

WACHTUQHIUPYOTCH, MOCKOALKY OHI MCHe3ai0T NPl [o0aBjieniny K 00pasumy
D.,O. o gueny ay6aeTHBIN M TPHIIAETHBIX CHITIAIOB MOKHO JEI'KO OIpefe-
AUTL WHCA0 I THIE (COOTBETCTBEIIO BTOPHYHAIX [ HEPBHUYHBIX) THIPOKCI-
TPy,

B cuerrpax IIMP pauemumueckux coemmmemuii (1), (II), (IV) u (V)
HabJogaeTes o Habop CUrinanon, B TO BPeMs KAK B CIERTPAX COejInHeluil
([1) o (VI) — nva naGopa CHTHANOB, OTBEUAIOWHX JBYM JHACTEpPEOMepaM —
(R/S, RIS) uw (R/S, S/R). Murepecno, 910 BeNHIUHBL J,r 5+ JUIS JBYX (HACTC-
peomepon cuapHo pasawvaores (4,3 w 7,0 'n). Ouwesujuo, wro Goxbireit
KCCB orpevaer 66abnras noas KoHQOPMEPA ¢ TPAHCOUAHBIM PACIOJOKEHIIOM
H3" uw H2'. Cxemyer OTMETHTDL, 9TO OTHOCHTEALNHAS CTAGHALHOCTL POTAMEpOD
f1e CBA3ANA ¢ 00PA30BAHHEM BHYTPHMONEKYJIAPHLIX BOJOPOJHLIX CBA3CH, M0-
cxomery HCCB me mnameusiores mpum mepexome or DMSO = D,0. Ananms
TIPOCTPANCTBEHITBIX B3AMMOOTHONIEHHE 3aMectiTeTell B MONERYIAX JHACTEPEO-
MEPOB II03BOJAET € BBICOKOM CTENEHBIO BCPOATHOCTH YTBEPAaTh, 4TO 001 b-
mast KCCB orpeuaer (R[S, S/R)-cTepeonsovepy.

Mecro mpucoe/MHENHA THAPOKCUANKUILHOIO 3aMECTHTeNA K TPUA30JLHO-
MY KOABIY OTMPCHENANN Kak wo XuMmmaeckomy cusury HO p cierrpax ITMP,
Tark w no ¥ D-crexrpaM moaydeHnmx coemumenuit [3].
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IRCNEePHMEHTANLHAA YACTH

Crmexrpst OMP cmaret na npubope XL-100 (Varian, CIIA) (xaMmuTeckue cpBmrir
UPUBEACHBL B MIUIMMOHEBIX FONAX B wWRaxe ), YD-crmexrpst — ga cuoexrpodoromerpe
Ultrospec (LKB, Illseuua). TCX wnposogumy ma miractuurax Silufol UVas, (Kavalier,
YCCP); xpomarorpammbl npoAnaAny cmecsio xaopodopy — granor (1 :5). Hpeaaparup-
11y10 XpomMatorpafumio NPOBOAMIN Ha KONOHRax ¢ cuaurarexey L 40—100 (YCCP),
{100 Myt ma peakmHOHEYIO cMech, noaydenuyio uz 10 mMMonn aTHICBOrO 3Qupa TPUAZON-
KapOOHEOBOIl KMCIIOTHI) . DAIOUPOBANH CHAUANA XJT0POQOpMOM, & 3aTeM B JUHCHHOM Tpa-
quenTe (0—40%) oramona B xaopodopne

Jusrunamerads axpodensa (VII) momywams wo setoxy [4], musrmnamerans (R,
§)-ramoepuuosoro anpiermma (VIII) —mo weropy (5] (c. 65), muarumamerans 3-xJ10p-
fIPOTIHOHOBOTO aipleruua (X) — mo Merony [5] (c. 67)

DNeMeHTHBI anani3 HOoAYIEHHBIX COCAMAEHINT OTIMYAJICH 0T TEOPETHIECKH DPACCIU-
Taruore me Gosee wen ua 0,2%.

Husrvwaayeraas 2,3-duayerorcunponuonosoeo aavdecuda (1X). K 82 v (0,5 moan)
aneraas (VIII), meicymiennoro ynapusaHuen ¢ abe. mupngmroMm (2X50 i), gobasmsnm
380 s abe. mmpwmuma 1w 188,6 aa (2 mome) Ac.O m cmeck ocrasisam ma 16 w Tpm
~20° C. 3arem mobasnsmir 80 M BOAn, wepes 1 ¥ mupIypMl ynapwsaii B BaKyyMe, 0CTa-
Tor pacrsopamu B 200 mu xaopodpopaa, upombisanu saceriy. NatlCOs, cymmong, ynapusa-
JI ¥ 0CTATOR NEPerowsaam B Baryyme. Bwixox 1078 © (87%), r. wmm. 139—142° C/2 mm.
Chmerrp 1IMP (CDCl;): 540s (IH, H2), 454x (1H, / 54 I'uy, 1-CH), 4,400y (1H, J
—12 w 3,2 Tm, 3-CH), 443n0x (4H, 7 12 w 6,9 Ty, 3-CH), 3.63m (4, 2XCH,0), 2,09¢
(3H, CHiCO), 2,04¢ (3H, CH3CO), 1,217 (3H, J 7 I'm, CHs), 1,197 (3H, 7 7 T'm, CH;).

Husruaayerans 3-ayerorcunponuonosozo aavdeezuda (XI). ¥ pacrsopy 66,6 1
(0,4 wmour) xnopamerans (X) » 200 mu abe. mmmermadopmamuga mobasmanm 49,2 r
(0,6 Moan) mamaBxeworo anerara warpusd, cMech mepememuBanu 3,5 4 mpu 140° G, Bermep-
swirBanm 16 o mpm 20°C, puusamzi B 3 M BOERL M AKcTparuposany 2 g xugopodopMa.
IKCTPAKTH IPOMBIBAIIL BOAOIN, CYHULI, YIAaPUBAMIL ¥ OCTATOR TIEPOrOHANN B BAKyyMe
Berxon 62,6 v (82,3%), T wum. 106—107° C/17 e Cmexwp HMP  (CDCls) @ 4,59t (1H,
J 55 T, M), 444 (2H, 7 6,3 Tu, 3-CH,), 3,52x (4H, 2X0OCH,), 2,04¢ (3H, COCH,),
1,97m (2H, 2-CHs), 1,211 (6H, 7 6,5 T'm, 2XCH;).

(2 -Xaoparua)-1,3-duokcoaan (XII). Uepes 6L s (1,1 MOTB) DPHICHTIUROIT TPH
oxmasgjenuna o 0°C uw mepememtnsanii nponyckanyn razoobpadssiit HCL B reuense 3
TocHe Yero MepeMelrnBasil PN ONJAKJCHENY CUIe 45 MuH, OLHOBPEMENHO M00ABILA TO
ramagM 66,0 ma (4 aonn) awrposenma. 3arenr mepeMelruBagn 15 aIE WP OXMAMKLEHIDT
1 30 mun npr ~20° C, godasaar 100 ax agupa n roepaniii NaosCO; 1 mepenMeiraBasn 1o
aperpamernus Buigedenus GOy DPupHbLT CcHOH  AERAUTHPOBAIN, OCANOK NPOMBIBANL
ahupoM, oObepnuennse >QUPHBIE BEITAKKE mpoMbizanm wackim. NaHCO:; un cymmur
Na,S0,. Iocre neperonry soixon 80 r (58,5%), ©. wum. 84—85° C/15 mm. Cmerrp TIMP
(CDCla): 4997 (1H, J 5 Ty, 2-CH), 3,92x (4H, 4- u 2-CH,), 3,63t (211, J 7,7 T, 2-CH;),
24pr 2H, J 5w 7,7 Ty, 1-CH,).

2-(2-dyerokcuarua) -1 3-duoxcoaan (XIII) mnousywamn ampanoruqauo aueramo (XI).
Ms 136,5 r (1 mome) xmopguorconana (XII) momywamum 107,8 r (74%) amerara (XIII),
7 wkuar. 107 —108° /18 mum. Crerrp IIMP (CDCls): 493+ (1, J 4,7 T, 2-CH), 4,19 (21,
J 6,7 T'n, 2-CHy), 3,89y (4M, 4- 1w 5-CH,), 198 or (2H, 7 4,7 uw 6,7 Ty, 1'-CHy).

6-Xaop-14-duayeroncu-3-orcazercan (X1V)y. K 20,5 (0,15 mons) nuoxcomada (XII)
UpL mepeMelImuanE godasugmr 42,4 an (0,45 woan) AceO w aatear 150 mr ZnCly. Deax-
LIIOHHAZ CcMech clerka pasorpepaltack. [lepemernisanu eme 2,91, n30biroR Ac:O yaa-
JAJE B BaRYYMe, ocTaror nelivpamuzosany mackiul NaHCO, u sxerparmpoBanu >QupoM.
Ilocae ofwrwnoli o6padorrw BRxox 29,6 1 (83%), 1. kmm. 132—134° C/2 am. Cnerrp [IMP
(CDCly): 5,851 (AH, J 5 T'n, 4-CH), 4,08+ (2L, / 4,5 Tu, 1-CH,), 3,75 (2H, 2-CH,), 349 r
(21, J 7 Tu, 6-CH), 2,06 0 (2H, 5-CHy), 1,99 ¢ (3H, 4-COCH;), 1,97 ¢ (3H, 1-COCH,).

1 46-Tpuayerorcu-g-oxcazencar (XV). K 10221 (70 anoas) prorcomana (XVIII)
rpi mepemernusani godapasgar 19,8 ama (210 amvoan) AcO u 1r muapiaemoro ZnCla,
nepesenrmsarn 16w mpir 20°C u u30error AceO orromwsan B paryyse, Ocrarox Helirpa-
muzosady nackeiir. NaHCO;, BoANLIT cioll BRCIPATIIPOBALH H(PIPOM, DRCTPAKTEL 06'beKFTHII
¢ OPTaHHYeCKHM CJ0eM 1L nocie ogbraioii obpadorku monyutne 11,8 v (64%) coemitmenus
(XV), 1. kun. 132—133° C/2 . Cnexrp IIMDP (CDClg): 5,90t (110, J 6 I'n, 4-CH), 4,14
(4H, 1- w 6-CHy), 3,81 ws (2H, / 5 T, 2-CH,), 2,10 ¢, 2,08 ¢, 2,05 ¢ (9}, 3XCOCH;), 2,04 ar
(2H, 5-CH,).

2-Bunua-1,3-0uorcorarn (XVI). Cmecn 34,1r (30,8 »mn, 0,6 Moxp) B3THICHDIHKOMI,
6o (76 aur, 0,5 moan) mmatmaanerans axporenna (VIE) 1 50 ar #-ronyoncyns@oOKUCIOTHI
[OMELTANH B KOJ0Y, crrad/Renuyn HeGoMbUrMal LeierdaropoN ¢ HHCXOJAIHEM X ONOKUIb-
HHKOM, T Iarpesami Tak, 9To0bl OTIEILIIIOWMICS B PEAKLII DTAL0a OTTOHANCA CO CKO-
pocreio 1—2 ranmi/c. Tlocae otromsy sradona (~5H8 MM) 0CTATOK Ieperousyid, codupas
hparumro, wunauyo opre 100—120° C. [Hosropias neperouxa masasa 3151 (63%) Bu-
guagrorconana (XVI), 1. wuom 114—116°C, Comexrp IIMP (CDCl;): 573~ (1H, H2),
550 m (1H, 2'-CH), 5,33 (1M, 27-CH), 548 » (1M, 1-CH), 393 m (4H, 2XCIl,).

2-(1',2"-flueudporcusrua)-1,3-0uorcoaan (XVII). K smyascum 20r (0,2 aoun) -
orcorana (XVI) p 240 awr poasi, oxaawigeiroli go 5° €, UPH HHTEUCHBHOM IIEPEMEUIHBA-
i pobanusau pacreop 31,6 r (0,2 aons) KMnO, 8 600 Ma Bojsl ¢ Taroil CKROPOCTELIO,
y100BI TeMmeparypa mepskaxack npi 5° C. [To oRolvaHMym NPROaBIeH s CMeCh 0CTaBIsIIM
eme wa 29 npu 5° G, saren Harpesasnt Ko 85—90° C, BeIep:KWBaNIL TP¥ 9TOI TeMIIEpa-
rype 1w, oxnamgams i guasrposasm. Ocagor MnOs TigareabHo NMPoMBIBANIL Ha QHEILTPE
ROJKOiL, 0OBbegUHEHHDIE (QILTHTPATLL YRAPHBAMIL B Baryysme gocyxa. OCTATOK 9RCTPArHpPO-
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Bau RunsAn(umaM ataponoy (100 aa), ropaunii pacTrop GUABTPOBANLE ¥ 0CAJON TPOMEIBAJIT
Ha Qikrpe ropaamM sraHoxom (2X50 wmu). Ofvegmuennsle (GIALTPATH YHAPHBANL I3
OCTATOR MEPEroHANM B Baryyme. Baixog 12 r (45%), T wun., 139-140° C/1 mm. Croerrp
;IMP (CDCl;): 488 (1H, J/ 4 Tu, 2-Cll), 3,94m (4H, 4 u 5-CH,), 3,7x (3H, 1-CH u
-CH,;.

2~(I' 2"-fuayerorcusrua)-1,3-duorcoaar (XVIII) nonywanm ums 67r (0,5 mMomp) pu-
oxconaga (XVII) mo meropnre, omwcanmoi seuuc gas ayerara (IX). Buxog 98,11 (90%),
1. wEi. 135—136° C/2 mm. Cnewrp IIMP (CDCly): 507w (1H, !-CH), 5,03 ¢ (1H, 2-CH),
4,32m (21, 2'-CHL), 3,92 M (4H, 4- u 5-CHy,), 2,11 ¢ (3H, 1-COCH;), 2,06 ¢ (3H, 2’-COCH;).

1,4,5,6-Terpavyerorcu-3-oncacencan (XIX). K 48 v (0,22 Moxp) AHATETOKCHTHOKCO-
nmapa (XVIII) npw nepesmeurasanin gobasmasuir 63,3 ma (0,66 amoas) AcO u 10T naapie-
woro ZnCls, camecy mepesemupanu 2 a mpu 65°C, meumebanu B 400 ma 209 pacrropa
KHCO; m srerparuposani xaopodopsoM. [locae obsrynoit o6padoTrm poixox 53,6 © (76%),
1. Kun. 175—176° C/2 M. BeiiecTso mpejcTasasac cofoil ¢aech AIACTOPeUMepPOB B COOT-
moumrennu 1 :1. Coexrp IIMP (CDCly): 596 x (H/2, J 4 Tu, 4-CH), 5951 (H/2, J 6 I'm,
4-CH), 5,12 (1H, 5-CH), 4,42 np (J —12 w 3.3 I'm, 6-CH), 4,24 1z (lH J =12 m 5 T,
6~ CII), 417y (2H, 1-CH,), 3,85 x (2H, 2.CH,), 2,10 ¢ (3H, CH, CO) 2,08 ¢ (3H/2, CHSCO)
2,07¢ (BH CH,CO), 2,04 ¢ (3H/2, CH;CO).

Ayuravueckue anaaceu pubacupune (I)—(VI0). Cmecnr 1,411 (10 MM0OaB) 9THNOBOIO
ahupa 1,2,4-rpuaszon-3-kapooroBoi muciorsl [6] i 6 MJI rekcaMeTHIINCHIA3AHA KUJIA-
THIH 29 § ynapHsanw B Baryyse. Ocrtaror pacreopaim p 26 ax afc. aueTOHATRUIA,
K XOAYYEeHHOMY pacrsopy npudarasnu 10 amons amrmaupylowero arenta (I1X) —(XI),
(XIV), (XV) wau (XIX) w sarexm 1,2 an (11 xmomb) SnCly, DPeakLMOHHYI0 Maccy ocras-
aaam wa 249 npw 20° C, sesanu B 100 Mo wacerw, NaHCO; u srerparmpoBaum Xmopo-
dopmom. Xnopo@op\nme OKCTPAKTHI CYMITY, YOAPUBAILN I 0CTATOR xpomeolpacbnpom—
am ma Komomke (3,3X12 cu) ¢ cuiymkarexem B JHHeiimoMm rpajgiedre sramosa (or 0%)
XaI0podopMe; BMIOUPYIOLIAA KOHIEHTPALLHT STAHOTA ITPUBefena B tadi. 1. BEIXOH®I rrpo-
AYRTOB peakuum I ux ¥YdD-crexTpsl npupefensl B Tadir 1, cmertpsr IIMP — B radi 2.
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SYNTHESIS AND PROPERTIES OF ACYCLIC ANALOGUES
OF RIBAVIRINE

TSILEVICH T, L., KOCHETKOVA 8. V., SHCHAVELEVA 1, L., SMIRNOV I, P.,
GOTTIKH B, P,, FLORENTIEV V. L,

Institute of Moleculer Biology, Academy of Sciences of the USSR, Moscow

Acyclic analogues of ribavirine, viz. 1-({-hydroxy-4-oxahex-3-yl}-, 1-(1-chloro-4-oxa-
bex-3-y1)-, 1-(1,2-dihydroxy-4-oxahex-3-yl)-, 1-(1,6-dihydroxy-4-oxahex-3-yl)-, 4-(1-chlo-
ro-6-hydroxy-4-oxahex-3-yl)-, and 1-(1,2,6-trihydroxy-4-oxahex-3-yl)-1,2,4-triazole-3-car-
boxamide, with the C3'—C4" bond ol the furanose ring cleaved, have been prepared by
condensation of trimethylsilyl derivatives of 3-ethoxycarbonyl-1,2,4-triazole with alkyla-
ting agents in the presence of 3nCl, followed by treatment with methanolic ammonia.
Convenient methods for synthesis of the alkylating agents were elaborated.
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