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CruraneiseM 4-MCeTHAMCPRAIITOIIPa30a0 (3,4-d) MEPHMAANHA ¢ aLHALILIMHE NPOH3BOI-
HEIME D-Keuro3sl 1 D-apadifnnossl 11 110CHeYIOILMAL aMMOII0NI30M 1oayensl 1-3-D-reiio-
Qypasosmi- u 1-o-D-apadunoypanosii-4-zMeTHiMepranTo- ¥ 4d-aMunonupasono (3,4-d) ru-
pmvaamust. Homoskerie ocraria caxapa B CHUTC3HPOBAMIBIN COCHTHHEIINAX TOLTBEPAKIE-
1o pamupivw ¥ P- 10 TN P-ciiekrpockotin.

Hupazomonupumunnnossie auaxorn agenoszuna — 1-B-D-puiodypanosun-4-
aMzHonMpasoso (3,4-d) mupsmn (16) [1—3] 1 coorBeTcrByIONEe 4-METHI-
Mepranronpoussonnoe (la) [3, 4] ofmamgaior UHTOTORCHUECKUM ¥ HPOTUBO-
OITYXONeBBIM [CHiCTBIIEM M AKTHBIBL 1TPOTHE Murpoopranusmon Leishmania
[5—9]. Amasorn ajieHosnna, B KOTOPLIX ocrator B-D-pudodypauvosst sametien
Ha ocratrit B-D-weunodypanosnt unyw o-D-apaduuodypanossl rawke mwpoas-
AT POTHBOOUYXOMEBYIO WM  NpOTHBOBHpYycnyIo awrmsiocts [10, 11].
Hpegcrasmamocs  murepecusiy  caarestposars 1-3-D-renmodypanosmnasl i
1-g-D-apabuuo@ypaosuibl  4A-aMIHO- M 4-MeTHIMEpPRAITOmIpasono (3,4-d) -
nmpumuguaos (Ila,6) w (I1Ia, 6), B KOTOPLIX COMETAIOTCS OTMEUEHHSLIE BBLIIE
MOZUQERAUIIT TeTePOLIIKINIECKOr0 OCHOBANISA W YIVIEBORHOTO (parerra
TPUPOFHOIO HYRIEOSUJIA.
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Husa noayuenns coepumenyii (1la, 6) w (1ila, 6) mposonuau rIEKOHAN-
posame 4-MernrepranTonupasono (3,4-d) rapronmuna (1V)  crurapmenment
¢ 1-O-amernn-2,3,5-1pi-O-6ensounn-c-D-gewnodypanozoit (V) [12] mow ¢ 1-
O-anerni-2,3,5-rpn-0-6euzowa-D-apadumodypanoszoit (V1il, cmecsr a- u P-amo-
mepor B coormommernit 6: 1) [13]. Crumasnennme ocymecrrisanm B pazpaboram-
HBIX HAMH paHee YCJORHAX, obecneunsaouiix npeamymecrsennoe Ni-riomko-
swmmposanme coepunenus (IV) npu ssammoneiicrsuu ¢ 1,2,3,5-rerpa-O-are-
run-B-D-pudodypanoszoii [3]: remueparypa peawyun 180°C o rrenonpzobaie
KaTanmsaropa peakimu  Ouc-r-nurpodentidochara 1 xommvectse Hosee
10 mec. % B pacuerc ma coepmuene (IV). B 9ryx yezoBuwax TFIHKO3ILIMPO-
panze coepmuermus (IV) saarvojeficTBIeN ¢ AUMALUBIMIL ADHABOJHBIMIE RKCIi-
wophypanossr (V) yuu apabumodypanossr (VIL) rawnse nporexano ¢ BLICOKOIL
TO3MIHOMHONH HaIPaBLenitocTLIo 11 ¢TePeocrenPImiioctsio o IIPHBeNo K TpI-
O-emzouaruby nporssonusim (VI) w (VIID) coorsercrsenno ¢ BHIXOHAMN
70%. Viarerne 3amIITHBIY GEHBOIUILHBIY TPYITL B DTHX COGJIHHEHUAX JeicT~
BHEM METAaHoALHOro pactBopa amuuaxa npu 20°C mpuseno ® 4-Mernamep-
wanrorpoussorupin (Ifa) w (i1la) coorsercrmenwo. [eiicTriicM Meramons-
moro pacriopa ammuaka npu 150°C nus coemumernii (Tfa) wrn (Illa) wmoay-
qeupl cooTBeTCTBYIomIe amitronponrssomeie (I116) w (1116). Ceoiicrea cum-
Te3WPOBAUHLIY coe/Huenmit M. B Tadi. 1.

Ipucoemmenrie ocraTka caxapa B CHHTC3HPOBAMULIX coegureniax ® 1-y
ATOMY a30Ta HEPAOJOTIHPUMIIBIIOBOrO UMRIA YCTAUORIENO HA OCHOBAHIE
nanneix crertpos YW (radx. 1) uw IIMP (radn. 2). Tonoskenis MarcuMyMoR
norsomenuss B Y D-crewrpax coemmrrennii  (1la,6) w  (Iila,8) commamgamwor
¢ TOJOREHIAME MARCHMYMOB MOCIONICHUS COOTBeTCTRYIOWMX N 1-pubosmnb-
HBIX (pomssoubix (la, 0), OTAMUAIINMKCHT OT [OJOMEHUH MAKCHMYMOB MX
N2-w3omepop [2].3 monpay DprcogjHHera 0cTaTHA caxapa K aTOMY asoTa
N1 s coepunreruax (VI) u (VIII) cpupercascrnyer odHapysuenie B 1y Cliek-
mpax HIMP pasnnero Cump-ciuineBoro B3aMMOMeHCTBIS aFGMEePIoro IPOTOHA
caxapa ¢ npororom 113 vereponmkia, TTOCROALKY  TAKOE  B3AWMOCHCTBIE
00BIYIO YaeTea HadbHiorarTh ¢ H3MePACMOH KOMCTAUTOH TOILLKO B TOM CJIyuYae,
rorga csmenm H3—C3=N2-N{—-C1' =11 ofpasywr «anoiimoii rpanc-rpanc-
surzary, r. e. n chayvae N1-npucoepunenug ocrarka caxapa [14]. Kpome toro,
Omarofaps HALIWNO JAJLHEr0  CRIH-CUHHHOBOTO B3aMMOJECHCTBIST  VALOCEK
apentuduiiponars curnanst mporouor H6 n H3 coemmuenuit (VI) n (VIII)
B ux cmexrpax HMP, cusreix 8 CDCL 1w 8 DMSO-d,, u onpepenurs sequvuny
Ad=8pnso—S8coey; Aag crrpagop mporonos H3, cocrasimonyo 0,4 aa. Taroe
siragenyie nequnminl AS v coepunenuit (VI) u (VIII) cormacyercs ¢ pesmraii-
uoit A6, pasuoit 0,41 a.p., mas 1pu-0-ametHisbIoro UpoUsBOSHOr0 PHOOBMTA
4, 6-mrmeriavepranTonipasono (3,4-d) mapnvaanua [3] uw oramvaercg or pe-
aunnel AS, pasnoil 0,9 .t st coorBercrsyomwero 2-uzomepa [3]. 9o mop-
TBEPIAST CTPYRTYPY CHITE3UPOBAITLIX HaMI LYRIeosuRon Kaw Ni-same-
weHeX Hpasoro (3,4-d) mupmsupnmon. §-Koudurypauus ocrarsa caxapa »
coejprrennax (1la,8), (VI) w a-romdurypauus ocrarka caxapa 8 coejiHe-
umax (I11a, 8), (VILI) opuuarsr Havy ma ocroBamui saxotnomeprocti obpa-
BOBAIIL TPAMC-TIYRICOBUIOB MPH rarrosuposanuy  2-O-auuabibeig  1po-
MBBOIIBIMI CaXapos.

Hemasuo s patore [15] onucair cumres a-apadmmosina (I116) ameromon
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Ta6auya 1

Croiictsa 1-p-D-wemmodypanosigos u 1-o-D-apadunodypanosnjjon
4-3amMereHHbIX 111pa30ono(3,4-d)IapuMunos

5 22
Coil,i‘[!éﬂc_ T.nr., °C Ll Ry (cnerenta) | Boxon, % Cuertp Y® *, &, Hy
(¢, PACTBOPILTEIb)
(Ia) 134—136 74,6 0,5 (B) 80 290, 300 (1rewo)
(1,0, MeOT)
(116) 219—220 84,03 0,2 (B) 65 260, 275, 285 (neto)
(0,8, DMSO)
(I1la) 136137 1-29,43 0,5 (B) 75 290, 300 (rmaeuo)
(0,7, MeOH)
I116) | 253—253,5 180,71 0,2 (B) 70 260, 275, 285 (maeuo)
(0,16, MeOT)
+157,6
(0,7, DMSO)
(VI) 124128 0,5 (A) 70
(VIII) 70—74 0,6 (A) 70

% COOTBETCTB YIOUUC IOM0CH I 4-METHIMEDKANTO- 11 4-aMIHONPOUABOXHBIX  PHOOH Y KICOZHIOR
cocTanssmIoT 290 1 300 wat (nua (la)y) 1 260, 273, 285 (1tewo) my gAnA (LO0).

KOHCTPYMPOBAVA THPAZOAOTHPUMUIHOBOTO LHKIA W3 COOTBETCTRBYIOUIErO
HYKJICOSHIA 32 MCHEHHOr0 MUPA3ofa. XapaTePHCTHRI COSIUHCHUS, OTHCAN-
woro p padore [15] I cHIFE3HPOBANHOrO NaMu (BEJHUHHA TEMIIEPATY Pl
NTABJCHUS 1 BEJMYNHA XHMHYECKOIO CASLIA QlOMEPIOr0 IPOTOHA), COBIA-
AT,

ApTopsl Bupasnajr ouaromapiioctn, M. B. fipnesoir (BOHID) sa cobeany
crerrpos TTMP

Z’)I\‘CllepﬂMeHTaﬂbHaH HacrTp

Cuerrpmt ITMP coumamn wa cumertpomerpe Bruker WH 360 (paGoaan
qacrora 360 MTn), suyrpensuil cramgapr — rerpamersacnaar, Y D-cmexr-
psl — Ha cuexrpodoromerpe Unicam SP-800 B vramome. Viesnuoe pparmesue
O peNeNsANN ¢ HOMONILI nongpuyerpa Perkin — Klmer 241,

Amanurnyeckyro TCX mpopoammr wa ruracruurax  Kieselgel HEO
{(Merck) » cucremax xmopoghopy (A), xuopogopm — meranosg, 4:1 (B).
Hpemaparusuyo xpomarorpaduio nposojmnn  Ha xpomarorpade Prep 10
(Jobin Yvon, Mpauuusg) ¢ werorssopaguem kododw (50X4 ca) ¢ cnauka-
resem (150 r) H60 dupms Merck.

1-(2, 8, 5-Tpu-O-6enszous-B-D-kcurody panosia )-4-meriiasepranronupaso-
203 A-d)nupuswcoun (VI). Crmasasmn 1,66 v (10 amaous) coepuuenns (V)
5,5 1 (11 wwonn) ammaxcunosst (V) [12] u 0,2 ¢ Guc-n-wurpodenmndocdara
mpu 180° C 1 20 aar pe. en. 1 revesne 25 mmin. Honyuennsiit cnpans pacrBopsurn
B XI0podopMe 1 HATIOCHIN 1A KOJOHKY ¢ CINIHKATeJLM; 2IIOHPYH Xiopodop-
MoM, BbLtesstr coenuente (VI1).

1-(2,8.5-Tpu-O-bensona-a-D-apadunodypanosua) - 4 - yeruarepranroni-
pazono(3 4-d)nupuacdun (V1) noayuann amagornduo coeumenuo (VI) s
1,66 r coemmrrernsg (1V) u 3,0 r asunapaduwosnr (VII) [137.

1-3-D " - Kcuaogypanosua-4d-aeruanepranronipazono (38,4-d) nupusudun
(Ile). Pactsop 0,6 v (2mmons) coepnmennst (VI) B 50 mar metamomnaOro pact-
BOpa ammuaka, wackiensoro upy 0°C, semepskupagn B sanpwiroil xoade npu
20°C » reueyme 40 w, sarvem yrapupagu p panyyme. [lepexpicramnmisanei
ocTaTha 13 aramoaa noayuasi coemuuenme (Ila).

T-0-D-Apadunodypanosua-d-neruanepranronupasoso (3,4 - d) nipuain-
Jun ([1lla) 1orydann alafoTHUIo COETUICHI0 (ITa) ws coenmmenusa (VIIT).

1-B-D-Kcunoypanosua-4-anurnonupazono (3 4-d) nupusudun (1{6). Pacr-
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sop 0,6 v (2 anoun) coemuneunst (ITa) B 5O mn merawonnisoro pactsopa an-
Muara, gacsimentoro npu 0° C, narpesamn 3 asroraave npi 150°C n revemie
O 4. Barem YHAPIBATI B BAKYYME, HCPERPUCTAIIN3AIUE! 0CTaTRa 113 9Tanona
noxyuan coeainelmne (110).

1-a-D-Apadunogypanosua-4-asonupasoao( 3 d-d)nupunudn (1176) no-

ayualor ananoridno coegunennio (116) ms coepmuenra (IIla).
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SYNTHESIS OF 1-f-D-XYLOFURANOSIDES AND {-%-D-ARABINOFURANOSIDES

OF 4-SUBSTITUTED PYRAZOLO(3,4-«)PYRIMIDINES
KORBUKH 1. A., YAKUNINA N, G., PREOBRAZHENSKAYA M. N,

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

1-3-D-Xyloluranosides and 1-a-D-arabinofuranosides of 4-methylthio- and 4-amino-

pyrazolo (3,4-d)pyrimidines have been synthesized via glycosylation of 4-methylthiopy-
razolo (3,4-d)pyrimidine by catalylic fusion wilh acylated D-xyloluranose or D-arabino-
furanose and subsequent ammonolysis. Position of 1be sugar residue in the compounds
synthesized was determined by UV and NMR speclroscopy. )
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