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Onrosoeuueckuil noyunvtii yenrp Arademuu neduyuncruz nayr CCCP, Mockea

Ipennomxen ynobupii coocod noxygenns 1-B-D-pubodypaHo3ngos 4-aMHHO- ¥ 4-OKCH-
mEpazono (3,4-d) inpuMuIHEa — aHANOTOB afIeHO3MAA M WHO3WHA. B KadecTBe HCXOMHOIO
COENMHEN NS HCTONL30BAH 4-METHIMEPKAIITONNPAZ0JO (3,4-d) ERPHMANAH, CHTABICHIENM KO-
TOPOro ¢ TETPaaHeTHIPHOOQYPaHO30 B IMECTKEX YCIOBHAX B uUpHCyTeTBEE ~20%
omc (n-marpodennn) ochara moxyged cooTBeTCTBYIOmAR 1-B-D-puGodypamosun. Ero am-
MOHOMU3 ApuBea K 1-3-D-pubodypanosuny 4-aMHHOTAPA30I0 (3,4-d) DNPAMARUHER, & He3aMM-
HUpOBamie 1ocxenigero — 8 1-3-D-pubodypano3nly arxonypuHoma, Auagorinyno us 4,6-1i-
METHAMEPKAaNTONNPas3ono (3,4-d) anpumunrea moxyuer ero 1-8-D-pmbodypanosma. Peax-
TEAMA  HYRICOQUIBHOTO  3aMelmenus monydessl 1-B-D-pmGodypamosusl  4-aMBHO-,
4-TUAPA3ZHHO- W 4-OKRCH-B-AMeTIITMepRATTONHPA30no0 (3,4-d) tupuMunadgos. JLeTHOTRpOBAHIE
COOTBETCTBYIONTNX B-METHIMEPKANTONPOM3BOXBLIX NpHBeIo ¥ 1-§-D-pmGodrypamosmman
4-aMuHO- 1 4-OKCHIHPa3070 (3,4-d) M pHMIHEOB.

Hyraeosunsr nipazono (3,4-d) THpUMATIHOB, KOTOPHIE MOMHO pacCMaTpH-
BaTh KaK 7-Iesasa-8-a3a-amaliory MPHPOJHEIX ITYPHHOBBIX HYRICO3HI0B, 06Ja-
JAIOT MeHHBIME OMOJOTHIeCKIMy cBoicTsamu. Awmator agenosuwna — 1-8-D-pu-
Sodypanosui-4-amumonupasono (3,4-d) mapuMugig  apiserca  ¢y0cTparoM o
nurabuTopoM pama gepMeHToB MeraboXmsMa IYPUHOB, B TOM WiCHe aJeHO3MH-
mesamumaser [1] u agemosumkmuass [2]. Ero mpousBommble, copepmalnie 3
TONOMKEBNH 3 KAPGAMOWILIYI0, THOKAPOAMOMILHYIO I ApyIrue TPYIIsI, o0raga-
0T NHTOTOKCHYECKON ¥ IPOTHBOOMYXONEBOH aKTHBHOCTHIO [3]. Annomypu-
HOJI — 4-oRcunupasono (3,4-d) mEpuMugueE, HATHOHTOP KCAHTMHOKCHEAZHI, TPH-
MEHAETCA B RAYECTBE THIOYPUKOMIIECKOTO JeKAPCTBEHHOrO mpenapara. AJLIo-
TYPIHON ABJIALTCH TAKAe WHrHOHTOpoM oporaanidochopudosuarpanchepass:
¥ MO3KeT B pAjle ciydaes crelfuduIecKy HHTHOHPOBATE MPOece GUOARTIBAIIIL
MPOTUBOOIIYX0AEBOr0 JEKAPCTBEHHOIO Ipenapara d-(propypaiuna, MOAYJIHpYsT
ero duomormaeckuii apperr [4]. Hyraeozuasr u HYRICOTMALI aJLIOLYPHHOIA
[5] obpasyrorcs B mponecce ero duorpancopmamuu [6]. Fx Guomormiueckire
CBOLCTBA M3YTCHbLI HEXOCTATOYHO.

VizBecTHBIC METONBI CHHTE3a 1-HYRICO3UAOB MUPasoio {3,4-d) mupuMu IHOB
[7—13] MmuorocTaIMAHLL I MAIOT HEBLICOKME BBIXOXBI, YTO CBI3AHO ¢ 00pasoBa-
HEeM cmecell 1- u 2-myRreosumon. 2-Hyrmneosupbl mimpazoio (3,4-d) mupumiigm-
HOB ¢ GUOJOIHYECKON TOIKM 3PCHUA MEHEe MHTePECHBI, HOCKONLRY OHH He H30-
CTEPUYHBL IIPUPOAHBIM ITYPHHOBEIM HYKIEO3UIAM.

B macroauieM coolmenns onmesIBAIOTCS d(PQERTUBHEIE METONBI TMOJTYIEHIA
1-B3-D-pubodypanosuos 4- u 4,6-3ameteHsbx nupasoino (3,4-d) DUPUMATIIHOB.
Ocymecrriennsie B paboTe CHHTE3H! IpemcTaBiensl Ha cxeme. CBoicrsa cuuTe-
3WPOBAHHBIX COefuBeHull npusemensl B Tadm. 1, a ganasie ux cuerrtpos [IMP —
B radm. 2.
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Panee npir riuMKO3WINPOBAHUY 4-MeTHIMepRATTOMUPasono (3,4-d) mupmmu-
muaa (1) comasmenuen ¢ 1,2,3,5-rerpa-O-auerni-f-D-pubodypanozoit 8 mpu-
CYTCTBAL RAaTANUTIIeCKIX KonuuecTs Ouc (n-murpodemun) Gochara mpr 160° C
Ovlia monyuena cmech O-aumermampoBaunsrx 1- w 2-B-D-pubodypaunosunos co-
equmenns ([) [12]. Veranosneno [14--17], 910 OpH IIMKO3MIIMPOBAHAM IHDA-
30JI0B M KOHAEHCHMPOBAHHBEIX IHPA30N0B pearmueil CILIABICHMS TOBLIIICHIE
TeMOEPATYPhl, HCHOAL3OBAHHME KATAJIH3ATOPA M YBEJIMUYEHHE Er0 KONUILCTBA
OPUBOJAT K IIPEUMYIIECTBEHHOMY OOPA30BAHMI0O TEPMOIUHAMHYIECKE KOHTPO-
JUPYEeMBIX IMPOAYKIOB PEARLIH, KaKOBEIMI B CIIyIae KOHICHCHPOBAHHBIX HHpa-
30008 ABaATCS 1-myrmeosupsr (mompoduee cuM. obsop [18]1). Has momydenus
npeumymecteento O-amerwnnpoBansoro 1-pubodypamosuna 4-MeTHAMEPRAITO-
rupaszono (3,4-d) mupumupnua (IT) Tesmmeparypa peaxiuuu IHKOZWINPOBAIIMSA
Gpipa mamu monsurena po 180° C w xosnmdecTBo KaTANE3ATOPA B pacdere Ha HC-
xomublii mupasoronupumuana (I) ysemudgeno no 18%. B arux yeimoBusx ¢ Bhr-
xomom 70% obpasyercs O-auerwnuposawmusin wyrmeosmy (I1), ammomomus
[12] roroporo mpusouT ¥ Hywriaeosuny (I11). Ira pearuua upencrasisger co-
0ot mamboxee HoCTYNHEIL 1 3PPERTHBHBIT B HACTORIEe BpeMsa cmocol momy-
qerua Ouonoruvecky axrusnoro coegunrenus (I11), [JeiicrBuwem Ha HeTo HUTPA-
Ta HATPHS B BOLHOH yKCYCHON Kucjore moxywaior ¢ seixopom 70% 1-3-D-pu-
Gogpypaunosun amronypunona (IV).

B cunrese HyRICOSUmOB 4,6-1usamMeneBubIx nupasono (3,4-d) MupUMELHHOBD
B KadecTBe HCXOJHOTO COCHNHEHUA OLLI IICHONB30BAH 4,0-IHMETHIMEDKALTO-
mupasono (3,4-d) mupumuzun (V), moxywennsii ussecrusim merogom [19, 20].

Tnurosunuposanne coepupenua (V) terpaaueruapubodypanosoil crias-
nmegmem B Baryyme npm 160° C B mpueyrersumn 5% Guce (r-murpodenin) hoc-
dara tpusopuT K cymecy aumeraros 1- w 2-pubodypamosznmon 4,6-gumernimep-
ranromupaszono (3,4-d) mupumuguna (V1) u (VII) coorsercrsesuo B cooTHO-
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Tabanmma 2

Hannpie cuexrpos IIMP 1- n 2-3-d -prodypanosuposn 4,6-1usasemennsx
nupaso0 (3,4- d ) napuMBIMHOR

Xumuuecruii cusur, 6, M. (J, T'm)
Coenuuentie |PacTBopuresisb
3-H 1-H SCH, COCH;
(VD) CDCL, 7,97 6,51(2,8) 2.,66; 2,64 2,10; 2,64
DMSO-ds 8,38 6,41 (2,8) 2,68; 2,61 2.12; 1,98
(VII) CDCls 8,18 6,05(2,4) 2,64; 2,60 2,11; 2,08
DMSO-ds 8,98 6,44 (2,0) 2,68; 2,60 2,16; 2,12; 2,03
(VIII) DMSO-ds 8,28 6,14 (4,0) 2,64; 2,58
CD;0D 7,98 6,28 (4,8) 2,61; 2,57
(IX) DMSO-dg 8,11 6,14 (4,0 2,48
CD;0D 8,41 5,81(3,6) 2,44
(X) DMSO-ds 8,47 5,82.(3,6) 2,43
(X1) DMSO-ds 8,07 6,07 (3,6) 2,58
(XII) DMSO-ds 8,21 6,11 (4,0) 2,56

menny ~2Z: 1, KOTOPYIO Pas3fendiorT ¢ HOMOILI0 Xpomarorpadpuu Ha KOJIOHKE
¢ cunuraremeM. Max ¥ g 4-MeTMIMePRaOTOMHPazoiuo (3,4-d) muwpuMupiea,
YBEJNUUCHMA [O3MINUOBHOH HAIPABIGHHOCTE PEAKINM THHKO3MIMPOBAHIA
4,6-guMeriMe pranronponssoguoro (V) maM ygaxoch [OCTHYL ITOBHIIIEHEEM
tTemmeparyper pearrmu o 170—175° C u ypeamgemmen KOMUTECTBA KaTalH3a-
ropa mo 10%. 1-B-D-Pubodypanosuy (VI) momyuen ¢ erxomom 75%.
Hesanerunuposarue coepuaenus (VI) ¢ mOMOIB0 METAHONLHOTO PACTBODA
ammuara npu 20° C mpusojur 1 1-8-D-puGodypamosumy 4,6-mmMeruiMepral-
comupasono (3,4-d) nupumuguga (VIIT). IIpu ammomomuse coemmmenuit (VI)
mwre (VIII) nmeiicrBmeM KOHIEHTPUPOBAHHOTO BomHoro aMmumaxa mpu 100°C
nonyuer 1-B-D-pmbodypamosur 4-amMumo-6-MermaMepranTonupasorno (3,4-d)-
nwpumuppeEa (IX). Amamormemo us coemumenvs (VII) cumresmpopam cooT-
Bercreylomuit 2-B-D-pubodpypamosun (X). Ilpw pmeiicTBuum muTpuTa HATPUA
Ha amMpEOMeTuaMepranronpoussonaoe (IX) B BOJHOM YECYCHOR KuCIOTE MIH
Ipu RUESIeHun puMeTnaMepranTonpoussonnoro (VI) s 1 . NaOH oGpasyerca
1-p-D-puboPypanosuy 4-orcu-6-MermamepranTonupasono (3,4-d) nupuMunuaa
¢ saixopom 80%. Jeruonuposamue coegumerun (I1X) RulsgyeHmeM B COUpTe
B npucyTeTBEE Hurena Pemes mpusopur x mywumeosmay (111} ¢ smxomonm 84%.
Awnagoruaso ws coegumerus (XI) momywator 70% 1-B-D-pubodypanosuga
asrorrypursona (IV). Cymmapmsit seixon coepumenuit (II1) u (IV) B pacuere
ma coepumenne (V) cocrasnser 53 w 40% cooTsercTREHHO. YKazaHHBIE Tpe-
BpaleHus MPeHCTaBIA0T cOG0il exme ogun yHOOHLIM cmoco0 MOXydYeHusT 9THX
OHONOrMUecKE aRTMBHBIX BemmecTB. Ilpm rmppasmmonuse coemmmenus (VIIT)
50% rugpasumrmppatom obpasyerca 1-8-D-pubodypamosups  4-rmmpasumo-6-
mermaMepranrommpasono (3,4-d) muprvununa (XIT) ¢ swixomom 85%.
CrpyHTYpa CHHTE3MPOBAHHBIX PHOOHYDAHO3UNOB IMOATBEPIKIACTCS CXeMOi
X B3aUMHLIX [PEBPAINEHuil, BRIOTAIONMX IOAyYeHNe H3BECTHBIX COGIMHE-
gui (I11) wmm (IV). Jawmsre cmerrpos IIMP coepumemmit (VII) u (X) mom-
TBEP/RAIOT UPUTNHCAHAYIO MM CTPYKTYDPY. Ha ocHOBaHWY SHAYEHWST KOHCTAHTHI
CIMH-CITHEOBOr0 Baawnoyeiictsus J, o 2 I'm muia coepurenns (VII) 8 DMSO-d,
MOMeT OBITH CHeNaH BBIBOZ O B-romdurypamum B Hem ocrarka caxapa. O mo-
JOMEHNI OCTATRA caxapa B THX COSRMHCHUAX Y 2-N-aroMa roBOPUT XapakTep
U3MEHEHYA BEJIUIMHB XUMITIeCKOr0 ciBura mporoHa 3-H npi waMeremuy pac-
TBOpPHUTENA, B KOTOpOM cHuMancs cuertp IIMP. Hua coepunenua (VII) semu-
yaa AS=08puso0-0,—Ocnei; coctaBaser 0,90 M., B TO BpeMsS Rar IS COeUHE-
mng (VI) — 0,41 ap. Tarue cootHOmeHuss BeInynH A8 XaparrepHbl s KOH-
TEeHCHPOBAHNLIX IIPAa30Jaos ¢ saMecturTensmMu y 2-N- u 1-N-aroMos coorBercr-
BEHNO: Korga upoton 3-H HaxomMTCs PAJOM € 3aMEINEHHBIM ATOMOM asora,
penuuuHa AS g Hero Bcerga MPEBBIMIAET Benuwuwuy AS [IA CcoeTuIeHms
¢ B-sameutenuen. Kpoite 10r0, 9T0T NPOTOH MPU (-3aMeINEHUI sBIAeTcH Gomee
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CHaBONONBHEIM, YeM 1P B-3aMEINEHUN, 4TO TAKKe HAGMIONAeTCs IIPH cpaBHe-
Huyu amEsix cnextpos HMP pgna coepuuenun (VI) n (VII), (IX) n (X)
COOTBETCTBEHHO.

JKCIePUMEHTANBHAS YACTh

Crerrper TIMP chumann Ha cmexrposmerpe «JNM-MH-100» (paBouas ua-
crora 100 MTn), suyrpenmuii cranpgapt — rerpaMermaciian. Y D-cnerrpor
CHEIMAJI Ha perucrpupyonieM cruexrpogoromerpe «Unicam SP-800», cuertpei
K — na nputope UR-10 B rabnerrax KBr. ¥penvHoe Bpaiyenie onpepesiau
C MOMOLUBIO aBTOMATUYECKOr0 Touspumerpa «Perkin-Elmer 241». Awamuriue-
exyio TCX mposopwnn ma muaacruurax «Silufol UV-254» B cucremax xmopo-
dopu - meraron, 99:1 (A), xmopodopym — meranon, 7:3 (B), uersrpexxio-
pucteiil yraeponx — averonm, 4: 1 (B), xmopodopm — serasion, 4: 1 (I'), xmopo-
dopy — seramon, 9:1 (JI). Tlpenapatusnyio xpomarorpaduio IPOBOIIIM B He-
sarpennenror cmoe cumurareas LL 5/40 (UCCP), a rawme wma mpemaparyus-
mom xpomarorpage «Prep 100» (Jobin-Yvon, @panmus) ¢ voxouroir (50X4 i)
ma cunmrarere (150 r) H 60 ¢upmsr Merck.

1-(2,8,5-T pu-O-ayerua-3-D - pubodyparosuns)-4-meruarme pranronupasono-
(3,4-d)nupunudur(il). Cuaecr 0,34 v (2 mmoan) coemunemns (I), 0,7 v
(2,2 Mmonp) terpaauetmapubodypanossr w 0,05 r Guc (r-gurpodenwn) doc-
dara pacmnasismr rpur 180° C u Harpesasy, nepeMernusas, UPL dT0H JKe TeM-
meparype 30 MUH B BaryyMe BOXOCTPYHHOTO Hacoca. PactBop pearijHOHHOM
Macehl B aeramose 06padarhiBaIN ARTHBMPOBAHHLIM YIMIEM U VIIapUBAMIL,
0CTATOK XPOMATOrPadHUPOBAI Ha RKOJOHKE ¢ CHITKATeNeM, JIOHPYS XJIOpo-
dbopyon. @parimm, comepskamqame coepmpenwve (1), oTéupami, ROHTPOIUPYA
1o noraorgesuio B ¥ M-cere u no mammnim TCX (R; 0,45 B cucrese A). Ilo-
ayunn 70% coepumenns (11), mo mammeim TCX u cmesrpa TIMP ugenrnu-
Horo omucammomy [12].

1-3-D-Pubohpy parosur-d-amuronupasoro(3,4-d)nupunudun (I1). a) Ha-
rpesaim 41,9 © (4,5 mmoms) coeguuenns (IT) uw 40 Ma ROHIL. BOAHOTO aMMIfaka
B aprorxase npu 100° C B revenue 8 u. Peanumuonmyio cMech yoapuBamy JA0cy -
Xa B BAKYYyME, OCTATOK IEPEKPHCTAINMZ0BLBaLN N3 cnupra, noayuungn 1,08 v
coeguuenns (I11), =, wn. 250°C (mur. mamusie [8]: r. wr 253°C), R, 0,22
(B cucreme B).

6) Kunaruwmn 1 ¢ (3,2 myons) coemuuenus (IX) w 6 r Ni Pemes B 150 2
cimpra B Tevenmue 10 w, GUABTPOBANH, TIPOMBIBAIN HECKOJBLKO Pa3 TOPSTUIM
CHMPTOM W METAHOJNOM, (UIBTPAT i TPOMBIBHLIE BOIBI 00BEJIUHAIT W yoapu-
BaJM B BaKyyMe [HOCyXa, OCTAaTOK II€PeKPUCTAJLIH30BLIBANY 13 BOJbI. lloay-
vy 0,72 v coepumenna (I11), waeHTHUHOrO TIPOAYRTY, IMONYUCHHOMY Ii0
crnocody a.

1-3-D-Pubogypanosua-4-okcunupasono(8,4-d)nupunudun (IV). a).Cuecn
0,05 r (0,49 mmonn) coemumenus (II1), 0,1 r murpura marpmsa, 0,15 wx
YKCYCHOM KHCIOTHL B O M BOml nepemernusaau 18 u upn 20° C, ynapusaiu
B BAKyyMe J0CYXa, 0CTaTOK 00paldarelBall MeTaHOJOM, OT(OUILTPOBBIBAIIM,
QUILTPAT yIapuBaNK TOCYXa W MPenaparHBHOl xpomarorpadueil B croe cri-
waredst, pmoupya cucremoit B, seienaan 30 mr coepumenus (IV), 1. mr. 270° C
(pazr.) (mmr. mammpre [10]: v mm 272°C). Y@-cnentp, hae PH 1—254,
pH 13— 254 (nmeuwo), 270 uu. 6) Kumarmwrm 50 mr (0,16 myons) coepmmermnis
(XI) u 1,5 r Ni Pemes B 10 Ma cnupra B Teuenue 3 w0, QUILTPOBAI, TTPOMBI~
BaJli TOPAYMM CHUPTOM, QUIABTPAT M IPOMBIBHBIE BOJABl YIAPHBAII J0CYXa
B Bakyyme, noryauau 30 mr coeguuerng (I1V), HACHYMUHOTO HPORAYKTY, TONY-
YeHHOMY TO Cri0coly a.

1-(2,3,5-Tpu-0-ayerua--D-pudopyparnosua) - 4,6 - dumerussepranroniupa-
soao(3,4-d)nupumudurn (VI). Cumecr 0,42 v (2 wmmoan) coegumenus (V),
0,70 r (2,2 mmonn) rerpaanermrpudodypanossr u 0,03 r Guc (n-wurpodern) -
docdara pactrasmsuu wpu 170° C u marpesann npu 31oii Temmepatype 30 MuH
B BarRyyMe IPH nepeMmempBaniu, JIPOAYHT PEaRIMH OUMIIANI IPeapaTuBHoN
xpoMmarorpadueil ma KONOHKe ¢ cHauKarcxeM, »joupys xaopodopmor. Dpax-
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1uu, copepanine coefuacuue (VI), or6ipany, KOATPOIUPYSA 1O MOTIOIIE IO
B Y®-ceere u no panusim TCX (R; 0,55 B cucreme A). ITonyuuau 0,7 ¢ co-
epungenus (VI).
2-(2,3,5-T pu-O-ayerua-3-D-pubopypanosua)- 4,6 - dumeruamepranronupa-
soa0(3,4-d) nupumudun (VII). Cymecw 2,1 v (10 mmous) coepunenus (V), 3,5
(11 mvons) 1eTpaauwlmpnoocbypanM u 75 ar onc(n Hnrpodjermu)(i)occba—
ra pacnmasmaan npu 160° C w marpesanm upum aroil Temneparype o0 MuE
B BakyyMe TIpM ITepemelninBaduu. PeakLuonnyio cMeck Xpomarorpaduposanu
HpemapaTuBHO Ha KOJOHKC ¢ CMINIKaTeNeM, omoupys cucremod 3. Dpanmuu
oTbupasy, KOHTpoaupys mo uornoulenuno B ¥YD-csere u gamssim TCX B cu-
creme A. Bopemmrun 1,9 r coepunenua (VI) u 0,9 v coemunenns (V1I),
Rj O,DO.
1-3-D-Pudogyparnosun-4d,6 - dumeruamepranronupasoao(3,4-d)nupumnudun
(VIII). Pacreop 0,9 r (1,9 aoan) coepumenus (VI) s 50 »ur Gesromsoro
MeTaHoIa, HackmenHnoro aMmmyarom upu 0° C, BDI/EDARIBAIL 18 u B BaKPBITONI
rkoxbe npu 20° C. Ynapusasu B BAKYyMe A0CYXa, 0CTATOK 06pabarhiBamy 5 M
Bogsl W orduanrposeiBanu 0,65 © coemwnenun (VIIT), nepexpucraiins3oBni-
Bagm w3 cuupra, R; 0,7 (cmerema B).
1-3-D-Puboghy panosua-4-anuno -6 - meruanepranronupadoao(d,4-d)nupu-
mudun (1X). Cunresuporanu ananoruauo coepuuenuo (I11I1) mo criocoby a us
coemumernng (VI) wrm (VIID). Tlomyswmm ws 3 t (6,4 MMOIE) coeunenus
(VI) 2,5 r coegpraennusn (IX), R, 0,75 (cucrena JI).
2-3-D-Pubogpyparosus-4-anuno -6 - meruanepranronupadoao( 3 4-d)nupu-
mudurn (X). Cunresuposamu awanoriwuno coepunernuo (I11) mo cnocoby a mas
0,33 v (0,7 mmonb) coeguuerus (VII). IepexpucrasnuzoBeiBaiy H3 MeTauola,
monyunan 0,17 ¢ coepumenna (IX), R, 0,75 (cucrema [1).
1-3-D-Pubogyparosua-4-okcu-6 - meruanepranronupadono (3 4-d)nupuru-
durn (XT). a) W cyenemanu 0,08 r (2,8 svonn) coequnenus (IX) B 8 mi Bopsr
modassng 0,25 mn yxeycnoit wuciorsl u 0,22 r murpura zHartpusi, yepes 18 «
npu 20° C pobasusanu ewre 30 Mr aurpura warpusa u 0,1 MI AeAaH0Il YRCYCHOM
rucaorst, vepes 7 u npu 20° G dunprporany, GuiabTpar YIAPUBAIL B BaryyMme
nocyxa, ocrator obpabaTmiBasy O MJ CHpTa, (QUIBTPOBANM, QUILTPAT yIia-
PHBAJHM JOCYXA, OCTATOK IIepexpucTanitusosuiany us cuupra. Honyamwmr 60 ar
coepuuenus (XI), R, 0,53 (cucrema [T).
6) Kunaruam 0,1 v (0,3 aMoan) coegunenis (VIII) B 10 mx 1 w. NaQH
B Tedyemie 2 4, HefTpasnzoBasu yucycnon RUCTOTOH, d)ymmponamd ¢uanrpar
YIAPUBAJKN B BAKYYyMe J0CyXa, 0CTaTor 06padaThlBaiim D M crpra, $unBLTpO-
Baau, GUABTPAT YIapUBaNK JIOCYXa, 3 OCTaTKa LPEapaTHBHON XpoMaTorpa-
Gueil B cooe cunuraresnd, smoupys cicremoi I, seigenanw 0,07 1 coepunenng
(XI), R; 0,53 (cucrema ).
1-3-D-Pudogy panosus-4-sudpasurno-6- meruamepranronupazoro(s,4-d)nu-
pumuéurn (XII). Kunaruaun 0,1 v (0,3 mmons) coeguuenwa (VIID) B 40 wmax
50% BopmOro IrHApasHE-THAPATA, OXJURIAMM, OCTATOR OTPUABTPOBBIBANI M
neperpucraminzosramt w3 Bofbl. [lomyunan 0,09 v coemuuennsn (XI1), R,
0,18 (cucrema B).
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SYNTHESIS AND REACTIONS OF THE NUCLEOSIDES OF 4- AND
4,6-SUBSTITUTED PYRAZOLO(3,4-d)PYRIMIDINES

KORBUKH I. A., YAKUNINA N. G,, PREOBRAZHENSKAYA M. N.

Cancer Research Center, Academy of Medical Sciences of the USSR, Moscow

. A new convenient method for the synthesis of 1-§-D-ribofuranosides of 4-amino-
and 4-hydroxypyrazolo(3,4-d) pyrimidines is proposed. These compounds are pyrazolopy-
rimidine analogs of adenosine and inosine. The fusion of the key compound — 4-methyl-
mercaptopyrazolo (3,4-d) pyrimidine with tetraacetyl-8-D-ribofuranose in drastic condi-
tions in the presence of ca. 20% of bis(p-nitrophenyl)phosphate yielded corresponding
1-p-D-ribofuranoside. Ammonolysis of this compound afforded 1-8-D-riboluranosyl-4-
aminopyrazolo(3,4-d) pyrimidine, deamination of the latter gave the 1-B-D-ribofuranoside
of allopurinol. Similarly, from 4,6-dimethylmercaptopyrazolo(3,4-d)pyrimidine corres-
ponding 1-B-D-ribofuranoside was obtained, along with a small amount of 2-3-D-isomer.
4-Amino-, 4-hydroxy- and 4-hydrazino-6-methylmercapto-1-8-D-ribofuranosylpyrazolo (3,4-
d)pyrimidines were obtained by nuclcophilic substitution. Desulfuration of corresponding
6-methylmercapto-derivatives yielded 4-amino- and 4-hydroxypyrazolo(3,4-d)pyrimidine
1-g-D-ribofuranosides.
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