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Development of new antitumor cytosine nucleosides
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pentofuranosyl)cytosine);

ECyd]

TRICRUTHIRBF IV OFF—E2TK) EFF
F2 77 )2 FF—HEUACK)NBEFEET D, K T
AN TWwbAraC, 2-ClIA. dFACZE D% < OHUEE 1 X
7 LAY RIZACKIZ L - TS - /Y Utk &Y (L
TN, IHRXTVLAFATRESY CBAERFIFI—F
(NMPK)., X7 LF KDY VgAFF—ENDPK)IZ LD
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2. 1-(2-C-Cyano-2-deoxy-1-B-D-arabinopentofuranosyl)
cytosine (CNDAC)
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ZRLU, RO SN o/m. TDE DI, CNDA
Cldin vitro CORIRE TR RIS NS, in vivo T Dl
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RAFACTRD 5N SSHIAE L1320, 2 ORI
CNDAC O $5 U] Wit i 73 G, 301 T o il i J 452 1k 2 338
LEKO LR > TNDEE XD, JHIRBH 2 2
75 F EDODNAGFEISMBAMZGHTEIEEE 5
ZENABEN TS M, CNDACIZ & - THEZ % Bk
N T HDNABGIKI IS A7 5 F & TRk h
% 27 FIAGRERRE Z TR L U T B RHEME DY B 27,
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D, ZTNNACKIZE DY b S NPUEEMNZRT,
PCNDACIZin vitro CHINEF M2 /R A, ZHUIEREL
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TEDEBWHRZRLEZ. 51T, PCNDACIER A1 K
XA 2C EXTURF 2, 5-FU. P AT TF ITH
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3. 1-(3-C-Ethynyl-p-D-ribopentofuranosyl)cytosine(ECyd)
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ECydlZnMEL T~ DIC i THE 4 D b b 5l e ik 1t
U Cin vitro CHOWHIAHF D R Z /R U7z, ECydDHUE
B A X7 RViZ. DNAG LI #EAIAraC. DMDC, CNDAC
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HET 2, —h., UR—ZAD3-PAICTF )L FEEEA
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U 7ZECydi3 ek D FIEB M X 7 L 4 2 RITIZIRNWRNA
AU AT —FIZKDRNAG R E 2 EEH &7 2 1%
RBFEPAIE LT, MxDE METBEEMICE L TE
NPEEE S 2R L 2.

ECyd /R BHE /R PTIE G E O BB O 7= 0 113,
ECyd%5-E /U > IAECMP)IZ Y > {3 % UCKNE
TR THD. T DHRECMPIZECDP, ECTPA &K 4
EU VLI N D (H2). ECydD A& #H M DECTPIZ A
JEPNICZEFE L. AraCTP O N 8D 3 /0 1043 LA
NTd5DITHK L TECTPIZY W XA A AFM3AME T
U HI8IRF I & e ICHFIE L. MIIUNECTPIZ AraCTP
LU HHS00EHBLETH S Z ENRINEY, FM3AH
fa2n & flH U 72 &2 Fl W72 9288 ©, ECTPIZ & > TRNA
AU AT —VIIHEHMICHESI Nz, CTPORNAR Y A
S —EIH S KmiEIZ8uM TdH 735, ECTPOKifEIZ21nM
TH > 72" In vitroTDFM3AR I D HEHEIZ 0T D IC sl
1Z30uM T dH % O T, ECydSfllla a4 2 /R 9 & ZITECTP
MRNAR Y AT —FZEEL TWDEEHEZLNEY. B
EAYNIIIMBEORNARY A T —E (1. 1. IDMTFEE
T DM, BECTPIZINSDARY AT —HITHh U TIER R
MICIHET S Z &SN 72", £z, TORNA
HRPHEIIESEMEIC Y R b= 2 2FEL, ZOT7 R
h—3 2 D EIZIZRNaseLDIEMEALIZ L 5288 U 7R —
LRNADEALER SO ABI ER L/a>TNWD T &
WEA S ) E 725 7202, ECydid~ ™7 X Bl H S CDA D %
BIZDic< WA, 2oy I L& E K 1-3-C-
ethynyl-B-D-ribopentofuranosyl)uracil(EUrd) (&5 - ~ U U >
ER(EUTP)N & S 4. 84nMODKifili TRNATR Y A 5 —
¥ 2 H%EL(UTPOKmIEIZ13uM). ECyd & [Al4E O fll a3
2R L7250, 723, ECydld = D5 -2 U VKR (ECDP)
M ARDO XD ICRNROHET 5 Z L2 ML THT
HEFI NN mMOIERE T H KNG H K DRNR 2 [ #E
L7zino 7z,

b S5 A% O UCKTE 1 13 I 3 #EL A 1 BE A~ A S 1
BN ENMSNTHBO, ECydd IR A HI AL 7 1
IBEERTHIFTE S5 EE A TNAD, T4, UCKI £UCK?2
EWVWD /22D B BUCKY 7 2 U =2t MlHE CHe
IN, ECydd U VBILICEE5T 57 VA L%
WET 2 Z EFHEICHENRPUEREEX 7 L4 RO
WWHERZETHD, FAZI0FEED b EEL %
JUTUCKI EUCK2DFEBIEEZmRNAE Y >N H LN
JVTHF L. & 5ICECYdITH T % U S LHE % il
AU b hEEHIEOUCKIE HIZECYd D &2 &
RSHHBL TW/z, HIZ.UCK2OmMRNAE Y 2N 7 EH D
FEEN NS DL HEEHAU TECydD M & Ik
FIZE<HHBIL TW/=Ay, UCKITIZ 2 <BIEMEZERE
ISinoTe. UCK2DH 2N EHREIL NV & DO b

AR &N T D IEHE AT L& 25, UCK2
HUNEOFHEL, WOt MEFHBTHHRES
NisMorzt b MEEHRETIE S filth4f] TR S N,
FR R A FRE CE R DD 5Nz, ZD&X
512, ECyd&EUrdDE /U > HE{LITIZUCK22BE 5- L.
ECyd & EUrd D it A TIZUCK2 DmRNAB L U4 > )X
7B DFHEEMNEADT D EFHITUCK2E L TICE BRINEHE
T5H5IEEHSMNIL T, UCK2OFEBIIECYdIZ kg
B2 M E BB L. ECyd D [ 558 R AN i 35 1
WKHHT5EEZEN5, ECydiZHIE, KEICBWT
B MRS o0 U CHRIRES [ AR P CTh 5.

Bboic

EWHL, FUEEES b > X7 LA RIZImEER O
BRICUDNERTERWERDNTE=, L L., B
5 DG R IR B W T HARACHNBEZE 7 HUE G 2 3R 2 R
T ZEMHSMTRY, FiEEES F X LA TR
NEOCKREHBEEZBNTNS, Tk 2BH% L 7-DMDC,
CNDACOEFIKEFFIE., RIUTAF > F 2 U iBEkT
»HAFACOERETF R Bis> Tnd, /o T. Z
NHOHUWFEEES b > X7 LA RIZBEL T,
R GHEPT O R Ty RIS UL, Hie ik
JEE 26 L CARAC &V 7 o 7= BRI IS s W T & 5,
BIZ, RNARY AT —TVZENIZL TW S HETUER
MURRXZ LA ROECydlZdFdCis E DHERDF 4+
DIUFVUFHERERBREDLE<ERL LD, NS
D EFEARITI PRI T2 > 7 BT % 58 JGRPEEH
PERL SRR E LT TERTH 2 EH5 X 5. Afg
H R AF O BFEIIZEIC RO 2 < BV ZE DB
FZWRBIUTENTH 5,

ZOWFRICE L TlE. AT s o 724 < O
EEDT, RELLSDANZH AL TWEZENWTED, &
THREBDZITET s N, MHEZERE duikE K
EER) SRR RUEEIR (BIRKZEDAMET) Dl
REDHEFRTHDICEEDDHIET, 2FOEI AN
OHFRA D T L2 TBMNZZE N,
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