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ZREL. RUBBIIYBET S EICLY, BETE S,

[0026] <i%5DFRE>

MCHPFRD M I AFOREFER., BOKSXIGIFEROKRS (B - 52k
®BE, RS, KTK’E) THBHIENTED,
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[0027]

MCEFRVAIAFIDHRERER. BARETH>TH LU,
MCEPFRVA I AFIDIRSHRIE, & b FEE NEHZAEW (B : Y,
EVI. AX ITA YN RUBAEBPOVWTNTH->TH LW
MCEFRDAIAFIDOHELHIE. IENROFE. KE. WRFICIK
CTHEEERTZ2EHNTE, HIZETHICTE, 20, HLLIE3E, 2
HiC1E, SHIKTE., XIF1BEFEICTETHED I ENTE S,
MCEPFRKIAILZAFOD 1 CIOBESEIL. BENKRRGIFRSLEHEFICIL U
T. 0. Tmg~1000mgDEERRNTHBIENTZE B,

MCBFFRD 1 I AFIDFEARFIE. BOKSHFITHY. TOEFHIZ

AIEE/EEY. BRtELO0—X, eEROF> oL AFILEZILO—-R, R
ERY, AFT7VUVBT IR I L RUBEFSIVEZSOHRE; KT
BESFUATRIVIC, FiEREEY. RERY, RUORFTT ) VBT IR
UL EENB A TEZILE
A=

CRUBF 2 1 JL ABAEHEED ESretszez

[CEFFR VAN ABEERR] &, CEFRVAILZORBRISERL T
RET IHEBEERT 5,
CERALITANABERSRIZ. BIZIECRIFR (B : CESMFLR. CH
1BMERTA) . CRIFFEZE. RUCHFENLAZELYERINS 1FELUELE
TH 5,
AETO—EREHFOCREFLY A I ABEERBOFHXILEER L. 2
=T AFY-2 =N AOQ-B-D—-IFIVELLIEEOTORS Y
T, RIEThOORZMNICHFBRINDIE. HWIEETh S ORENYEBMK
DELTERT 2,

AR FRAXIZAERICE T NE 2MOEMNR D R CHRMF., ETIC. 7
FRAXILERFIOFIR., H50OWE (Fl: 58K BEHR. B5EHE.
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[0028]

[0029]

[0030]

RUEE5E) 3. BIZERIERMCEFAIAIILZAFICOVWTRRLZEDONS
BIRT B ENTE S,

CEBFRIA I RDIBIE A FEHE X IIIFH 3 255, s\ id, CERFRD A
WAEEERE FHXIEEHEEYT 25 E

AEATRDO—RFERERRO CREF KT 1 )L 2 DIBIE % B ISINET 2 54,
FWE, CEFRIAMIABEERREFHXITERT D2HEE, 2 —FF
F—2 =)W FO-B-D—-IFIUVELLRIREOTORS Y, Xi
FNODORFZHICHFRINDGIE., IWEENOOBRENY%Z. TOXEILH
WTRRICKRSTHIREZZ,

ZORE5OHE (B : HE5RE, HENR. BKS5EH RUCBRE5E) 3.
BIZ IERIEBIMCEF R VA W RBUCDOWTIRRIZE DO HBIRT B ENT
x5,
== i )

BAR. REFIC & > TABRO—EMERKREZ BICFEMICHAT 25 KHFE
TEINICREIND B DTIERW,

=HaE 1 (2 E

(1)

2-Deoxy-2-fluoro-1, 3, 5-tri-0-benzoy |- & -D-arabinofuranose 2 g &<
oO0axXeIc20mlRfEIE, RIEKREEEZ® (5. Tmo | /L) %
AmLilZz. B Lk, RIGKTHE, SBFRKREBKERS M) D LKBEREMZT
RRISDHB r 2/ FI L 7=,

D%k, PRL. /00X THELERREZREL. 1. 7 gD1-B
romo-2-deoxy-2-f luoro-3, 5-di-0-benzoy |- « -D-arabinofuranose DH{A % 15
1o

INZERIRRICAW,

(2) P hoVEDRRB

YhivilgaEZ/OOIdY TN M) ILORBEICHEI

A t—ThETAYDLZEMA. 50CICIBALT. LIEFSLER
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LTIt

Zh, 1-Bromo-2-deoxy—2-f luoro-3, 5-di-0-benzoy -« -D-arabinofuran
ose #HIA1., 7gZFETLT, RIbI /i,

RIG¥TH., /00T 9 Y THERUTEARRS ZREB LRIC, BR%E
BEL. RUASL7O0FMTS 74 —ICTREL,

RIGiER (2 -deoxy-2’' -fluoro-3’,5 -di-0-benzoyl- B8 -D-cytidine) %
170mgfRr,

(3) BifxsE

2’ -deoxy-2’ —fluoro-3’,5 -di-0-benzoyl-B8-D-cytidine 1 70 mg#% X
) —IBEBIE, FRYDLAMFEIYRZT 2mgMATIR®E L,

RIS THE. RIGERME TLIRST 4 TTLOICTHEREL., 60mgn2 —d
eoxy-2' -fluoro-B-D-cytidine (R=,) %#1E7,

[{10]
NH2
C
HO N 0
O\F

OH

1H NMR (CD30D, 400MHz) §3. 734—-3. 839 (2H
, m), 3. 950—3, 985 (1H, m)., 4. 270—4., 325 (
TH, m), 4, 972—-5, 115 (1H, m), 5. 911 (1H, d
, J=7. 6Hz), 6. 208 (1H, dd, J=18. 4, 3, 6Hz
), 7. 835 (1H, d, J=7. 6Hz)
[0031] tb#kfl1 (&R

EHEF1TOIR (2) IZBVWT, Yo rYvoRbYic2, 6—ysoo”f
) ERAWDRERE, EEGT SEKICEEL. 2,6-dichloro-9-((2R, 3S,
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4R, bR)-3-f luoro-4-hydroxy-5-(hydroxymethyl) tetrahydrofuran-2-y)-9H-p
urine ORR) =HB7,

[1B11]
Cl
N Z N
NN
HO N~ N7
o.F

OH
TH-NMR (400 MHz, DMSO-D6) & 8.53 (s, 1H), 6.41 (dd, J = 12.3, 4.6 Hz
, TH), 5.97 (s, TH), 5.25 (dt, J =52.8, 4.6 Hz, 1H), 5.09 (t, J = 5.5
Hz, 1H), 4.38-4.43 (m, 1H), 3.81-3.91 (m, 1H), 3.58-3.68 (m, 2H)
[0032] SE&HI1 (3iHC VIEM)
1—1. iHC VEHDAIE
FiHC VIEMOFHEIL & b TR RHUH-TER R DORGHEAE = W TEREL
f-. ORGHARE Tlt., BLEFEILEIDOKD S / LilRenilla Luciferase B F
HHEAAA TUWD =8, HCV RNAEELD L ~JL & Renilla LuciferaseiHit % Al
BT 2ETHREREDERICHMIT DI ENTES,
ORGHERE A 1.5X 104 cell/wellil/ 2 & D ICHETE L /=, 24B5RE%IC. EHEH
1OIEEY%A0, 0.49, 0.97, 1.95, 3.90, 7.81, 15.6, 31.3, 62.5, 125, 2
50, 500, 1000nMIC723 & 5 ICHR L CRIGCHAZICAINL 7=, BUECHEREZ3H
EEE L7, EUXL. Renilla LuciferaselEME%ZAIE L 7=,
[0033] HERGI2 (HREE=MRER)
1—2. MilsHEORE
ORGHAAEIL3x10% cell/wel LT D & D ICHEFE L /=, 24B5ERIC. EREAFI1 O
b&¥%0, 0.49, 0.97, 1.95, 3.90, 7.81. 15.6, 31.3, 62,5, 125, 250,
500, 1000nMIC72 3 & 5 ICHR L CRIGCHAZICAIN L 7=, ORGHERRIFIBEEEE
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L7z, 3%, Premix WST-1 Cell Proliferation Assay System (TaKaRa)%
10 w A0 L T37°C CRRERIISE%, 450mTv /O L— M) —4—%FA0
TRAEZRE L 7,

[0034] 2. #£%

2—1. HiHC V&

ECso (5 0%BEMRE) & (tEWDRERTHIHC VEKHDORBREZ R
TSI LEHE L, EEGTDEESYDECold126nMTHY ., LLEHI
1DIEEMDECsold 1 O uMEYKRTH o1,

2—2. fERaEM

CCso (5 0O%HMBEBMHRE) . LEMORERCHBESMHEORBREZ TR
TIOSTIMNLER L, EiEfl1 DEEMDORGHIBICH T 2 C Csold100u
MEAET®H >,
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[55KIA1]

[553K1R2]

[553KIR3]

&a R D&

2 —FAFL-2 —J)NAO0-B-D-IFIUVELLEED
TARZS v Y XBENLOEZMICHFEINDIE. HWMEETNSOD
BENMEEDRDE LTEERT 2. MCEFLY A ILRH

2 —FAFL-2 —J)NAO0-B-D-IFIUVELLEED
TARZS v Y XBENLOEZMICHFEINDIE. HWMEETNSOD
BENMEBVRDE L TEET S, CEFAVAILAEERRBDOF
B X I E 8,

A CBFF RV 1 W AEEERED,. CEFFL. CRIFEELE. RUC
AFENORZEIYBIRINS 1EULTHS., BEXRIEBE2ICEEHOD
FBh XL BEH,
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