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B nocwennee npeirst 0co0wIH MHTEpPEC HCCAEHOBATENSH TPUBICKACT CHHTE3
3'-3aMelenuEX 2 -[(e30KCAHYRJICO3HA0B, MHOTHE U3 KOTOPBIX O00HAfAI0T AH-
THPeTPOBEPYCHON axtusnocThio [1]. Panee Owiia ycTadoBJAeHA OPOTABOBH-
pycHas artuBHocrh 3 -C-MernnpnCoHyKIeOSHAOB, CBA3AHHAS C MX D' -TPH-
dochopunuposannem B wiaerke u wHruGuposauwumesm cuureza PHK [2]. IToxra-
3amo, uto O'-rpudochar 3'-C-MermaypmanHa Upegcrapiaser co0od TepPMUHU-
pyiomuii cyberpar pas PHHE-momwmepassr £. coli [3]. [Ipoponmenwmen srmx
HecAefoBaduit ABisercs paspaborka smeronos cupresa 3'-C-anxpa-2’-pmeso-
kennykineosugos. Jlasg monydeHums 9THX COGUMHEHMET paHee HCIONb30BANH
pearumio I'pubsapa ¢ 3'-kero-2'-mesoxcunyraeosunamu (4] u ¢ 2-O-rosun-
pudoryRIeosugamu [5, 6], uro wpusoguno r 3'-C-METHILHBIM [POH3BOMLHLIM
¢ periognTenvo D-mpeo-woudurypaimedi. o wacrosniero speMeRs onucaH
ronbko 18-craguitueii  cuires  3'-C-metnn-D-spumpo-2'-ge3okcuypruauHa U3
D-rioxoser 7).

B macrosumeit paGore mpefmomen obmmi Merop cumresa J'-C-meruma-
2/-Ne30KCUHYRIEO3HI0B u3 2-1e30Kcu-D-pubossl, KoTopas Obia TpeBpameHa
B ABE CTANMU € BHICOKMM BLIXOXOM B ¢Mech MerHI-D-O-0eH30mI-2-Ne30KCH-CL-
u p-D-pubodypaHoanjos, pasiefeHHBX Xpomarorpadueil Ha cHIHKarejie H
sareM ORMCAeHHEIX B KeToHsl (la, 6). [IpewmymiecTsoM MeTOHa SBIAAETCS BO3-
MORHBOGTH  MCIONB30BAHMA - wiu [-auoMmepor yuosupos (1) B pearmum
I'purbsapa, mpoTekalomed ¢ pazmudynodl CTePLOCeJ]eKTHBHOCTHIO.
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Hounencamus werona (1) ¢ MeMgl upusonuna r cmecu D-spumpo- (11a)
u D-mpeo-uzonepor ([{la) 8 coorwomenuu 8 : 5 B cayuae o-dypanosuga,
a mpu ucnoipzoBannu P-gypanosuya 06pasoBEIBAICA TONBKO [D-mpeo-usomep
(1119). Crepeocmenupuynocth peakumii Onpeneasercss OGbEeMHBIMU 3aMECTH-
redAMi B 1-M M 4-M TOJOEKEeHHAX ¢ HAWOONBIMMM BIAAHHEM OINAMANIIEro
r xerorpymme samecrurens. Coemumenus (11a) m (I1la, 6) mocae Gensommu-
POBAHUA B IRECTRUX YCHOBWAX Hhiy npespamens B gubensoarst (IVa) wu
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(Va, 6) u pnamee B aHOMEPHYIO cMech HykJeoswpos. [locie paspenenus cmecu
HYRIEO3MAOL € TOMOIBI0 Xpomarorpadmm Ha Ciutmkarese ¥ AeGJOKRAPOBAHUSL
noayuady AkenaeMmple Hywiaeoswun (VI6) u (VIIG).

Brino ycramosmeno, wro nmpu xompencamuu coepusennit (IVa) m (Va, 6)
¢ 2,4-0HCTPUMETHICHINATHMENOM B 1,2-TMXI0porame B MPHCYTCTBUA TPHAMe-
ricnaunrprdaara [8] obpasyores «- u [-aHOMEDPH HYKJIEO03MEOB B PaBHLIX
coormomrerustx. CymiectBeHHo OONbINas CENERTHBHOCTEH HabIIOfaxach IIpu
HIPOBEJIEHIN PEARNAM B MPHCYTCTBUH YeTBIPEeXXJIOPHCTOTO 0J0BA — IPEIHMy-
mecrseHHoe odpasosanue Hyrneosugon (VI6) wm (VIla).

Hougurypamus 3'-OH-rpynnsr 8 coepunenuax (VIla, 6) norasarma obpa-
sopaumem 5, 3'-O-aHrugponpousBoNHLIX, Kak onucano B pabore [4], B cay-
qae amagora (VI6) — fgaHHeMIt PEHTTEHOCTPYKTYPHOTO AHANMBA, a TAKKE
cpasaenunem *H-AMP-cmexrpors ¢ onybmuxosawammu [6, 7].

Coedunenue (VI6). *H-AMP-cmerrp (250 MI'm) » D,O: § 7,76x (1H,
Jse 1,2 T, H6), 6.27pm (1H, Jir e 9,7, Jir,05 9,3, H1'), 4,01mx (1H,
Jyr 5ra 3,0, J4r 5 6,2, HAY), 3,810 (1H, J5a, 56 —12,3, H5'a), 3,70mx (1H,
H5'6), 2,63 (1H, Jya, 956 —13,6, H2a), 2,480 (1 H, H2'6), 1,891 (3H, C5-Me),
1,41c (311, C3'-Me). 18 C-AMP-cnextp (62,8 MT') 8 D,0: 6 167,0 (C2), 152,0
(C4), 138,2 (C6), 112,0 (C5), 89,4 (C1"), 85,6 (C4"), 79,1 (C3"), 62,0 (C5),
44,4 (C27), 21,8 (Me-C5), 12,3 (Me-C3"). V®D-crerrp: A0 967 ma (e 9600).
KIl-cnexyp: AMCOH 976 1m (Ae +1,8). T. ma. (meramon) 182—183° C.

Coedunenue (VI116). *H-AMP-cunextp 8 D,0: § 7,87x (1H, Js5 1,2 T'm,
HE), 6,090x (AH, Ji/, 00 8,4, J1r v 2,8, H1'), 3,94m (3H, H4', H5'a ¥
H56), 2,62an (1H, Jea, 26 —15,0, H2'2), 2,190n (1H, H2'6), 1,891 (3,
C5-Me), 1,42¢ (3H, C3'-Me). BC-fIMP-cmextp ® D,0: § 167,1 (C2), 152,2
(C4), 139,7 (C6), 111,1 (C5), 88,3 (C1'), 85,2 (C4"), 79,2 (C3"), 60,8 (C3),
46,8 (C27), 23,9 (Me-C5), 12,5 (Me-C3'). YD-cmexrp: A0 268 um (e 9600).
HJI-cmertp: Amee ™ 272 mt (Ae --1,3).

Yeramosneno, 9ro 5'-rpudocharsr nyruaeosupons (VIG) n (VIIG) B omerrax
in vitro marmbupyior cuures JIHHK, waranmsupyemsrii pasmuwgssiym JLHIR-
nonuMepasaMn. AHTHPeTPOBMPYCHAA aKTHBHOCTH Hykaeosugos (VIG) u (VIIG),
a rtawme u3 O'-ruapodochoHaTOR H3yUAETCA.

Crnexyer ormMersth, 910 pazpaboTaHHas CXeMa CHHTE3a IO3BONSAET TaK/Ke
DoJNydarTh M JPYIUe 3 -IPOM3BOMHEE HYKJIE031I08.

CIIMCOR JINTEPATYPbI

1. Krayevsky A. A. // Sov. Sci. Rev. B. Chem.: Gordon and Brcack Publishers. 1989.
V. 13. P. 3-—69.

2. Mikhailov §. N. // Nucleosides and Nucleotides. 1988. V. 7. N 5—6. P. 679—(82.

3. Adsasawsuau B. A., Muzaiwoe C. H., [adwwosa H. Ul ., Kapneicrwi M. A., Bubu-
waweuaw P I . // Buooprau. xmust, 1986, T. 12. N 5. C. 708—710.

4., Webb T. R. [/ Tetrahedron Lett. 1988. V. 29. N\ 31. P. 3769—3772.

5. Kawana M., Takeuchi K., Ohba T., Kazuhara I{.// Nucl. Acids Res. 1986. Symp.
Ser. Ne 17. P. 37—40.

6. Koole L. H., Moody H. M., Buck IT. M., Grouiller A., FEssadiq H., Vial J.-M.,
Chattopadhyaya J. // Rec. trav. chim. 1988, V. 107. Ne 4. P. 343—346.

7. Muzaiiaoe C. H., Gomunesa M. B. // Buoopraw. xyoura. 1990, T. 16, N 5. C. 699—
707.

8. Vorbriggen H. // Nucleoside Analogues. Chemistry, Biology and Medical Applica-
tions. NATO Adv. Study Inst. N. Y.— L.: Plenum Press, 1980. V. 26. Ser. A. P.
35—69.

TlocTymuno B pegakiyuo
31.7.1990

998



I. I. FEDOROV, Ya. L. BEZTCHINSKY, N. A. NOVIKOV, E. M. KAZMINA,
$. G. ROSENBERG, 8. N. MIKHAILOV *
STEREOSPECIFIC SYNTHESIS OF D-ERYT I RO- AND
D-THREO-3-C-METHYL-2-DEOXYPENTOFURANOSIDES AND RELATED
NUCLEOSIDES

1. M. Sechenov Ist Medical Institute, Moscow;

V. A. Engelhardt Institute of Molecular Biology, Academy of Sciences
of the USSR, Moscow

A scheme for the synthesis of 3'-C-methyl-2'-deoxynucleosides has been developed,
It includes the oxydation of methyl 5-O-benzoyl-a- and B-D-erythro-pentofuranoside fol-
lowed by the Grignard reaction. The obtained 3'-C-methyl-D-erythro- and D-threo- deri-
vatives after benzoylation were transformed into 1-(3'-C-methyl-2'-deoxy-B-D-erythro-
pentofuranosyl)thymine and 1-(3'-C-methyl-2'-deoxy-B-D-threo-pentofuranosyl)thymine.
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