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BHBEASARAEET HEEE - £EK gk midE (X 1% &, KRB 3 FIAC,
PR . 58 B AL R 45 e R, BK AR MTE:
ML EL=HERHILRIPES 3-0-Z B
NH, N(SiMe,),
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s 77k BIRLAREBRER MR AE AL 5 77 8k CPIL
BUAE AL . 771k A WCRER (2 4000, B

1.1

THEESRE. TECHRERS (Y
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TRAETEL, BAREES (A T5%), B
—FERABE T, RETRMEE. K
(TESEHEE NI IO HEM E, HER
BRWLIE & (PDC) /BERF E AL, BB R T
— ¥, HPDCHIEZHE, HTRE. &
LB R 1 ERKEYHREEY. AFA
b, BE#%H NaBH, LR8I .
1.2 RAULRKR

SCHR 38 T L Bl Et,NSF; (DAST) X ¥ £t
HTEEERAN, WA R RN S
BEREA, x-HEERBEN =R FHR
Bz, B H M T & & L % (BuNF, TBAF),
KHF,, CF S#47T S AL B, X 2 H ALl
HNER, BERBREFTAHTTAKEZME, X
BRRiE TBAF JFAEFHEST 13.3 Pa 4T
P,Os iR T4 18 h1¥ &A1 AR HA
FRIMBERET X AIBBH T, THAXN-
FHEBEB SR 1 BERIL S, REEA RS
BEATECA. I A X BT B B 1k 1 B SR O k)
FAMT R -HEBEEMREP RN,
(EHH A BB RN 50%, BEMERK
R, ELEETFHKEKK, FIHREK.
RIDER-FEHEBEANVERE, B
MR, BRIy 13- R
A-mrEQl 2 15, XEREHLT LHE
B, AFEFEFHRRECST0%). HFRL
BESBTFREERFERNZBEESH—
ENERE, HERMERITFKHEZBEEE
HENER . B BB AL E 170C,
MOBBEBRK 40 G, BMAFATETH
N, F 215 CRIRKRMN1h, BIEEAL™Y
V., WHERER AR, BRI ES
&, EF Ll tbAr=,
1.3 KBAE

VAR A B - —E NIRRT
EEHKEEV, VS EABRFEFERL
BV, IKBEWTRFEREHRT, UAK
HEHES R, CHRI I Amberlite IR-120
HO)BETXHBMIEE S ATFF RN, 28

XHEAITRABENAE~HRRE 732(H)H
FRZ BB AR Amberlite IR-120(H*) &F
ZEMAg, ER L TE 80 CHF 60 h (e
M2 RE RV, BHiFKatEEiR
RN, BIRNFHME, RNBEHEE, I8
EHEMR509%) . EHAHINOU=RIKRTE
BIRAKEE, RNEILTHATH, WERE
HE—1%, K92%.
1.4 f AL

VIF] NalO, RE G EM K. XER
Rl X A B N B A R R
PUKBBRRE C3NHME. FABELERH
Fi Dowex 50(H™) B 32 #a 18} s o F S I K
FHIE. ZRF, RITRH C-3 (L FREM
kg, ASEBERIAMNEES. ATH
LERE, ROaBHEALFY X, EERBR
o /NREAR A B Y R B S 4, BR AR
BOEMTEKBBRECIMNABRESRX. A
¥ EBWERREF 809U L.
1.5 4R E

Fl Ac,0-py (2 : D X BEILIE . BT X
KZE S, EATRRSUEPERA
Ba, NETLC A, ER=KBFH%-Z
B(20: D, ¥-ZEBO: D, ECRK-ZHMZ
BRG: DIPRBRI—-1TRBIFE, £8HR
REALEENY, AfAN N MBI RS —# o]
15, RAKKETAEET &, el
H A Tk R BBUS B F X R AL,
1.6 #RLBEERE

VRERBRLELE="FERLREPS
XN, XN a-RREX 1A HMAEE
BRE=HERE, TEMRYSHRKCERE
S EIERM p-RE XV, X VKEEEE 1
(2-F-2-FR - - D-P i {H ok mag 488 )- 5- BRLAR
WERE (FIAC), 454 FAB-MS, IR, TE 4 #7
K'H-NMR 3%,

2 xRS
WRERARECE LR, BEITREHKIE:
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HERENTRA GFs(F R\ LI £ 5 CMC-
Na(0. 8%6) 4B KIS M AR STIG Btk , £ 105 C i
0.5 n IFE TR PEM, TEH K CAR-LO
ERBA 1106 %, # % 3t {)% { % JEOL FX 90Q B, I}
O BB CTMS) Ry I bis BRI (LA ZAB-HS B JiE
ALK PE-24/MC

1.2 5.6-3R-0-% I 7 £ -c- D- § & ok s 48 (1)

TR EHE 150 g NEE 1200 ml, kAL
120 ¢ . 85% B8R 4.5 ml i & FiRBEH LY 24 h, 38
Fe R M A RTBE L 2R A 50 M NaOH K 15 #% i
£ pH6. 8 7oy SRR HIG, BRI, MESEN
KA 7C 53 e G 3R TN M IR K 45 7S A 150m)
Ky S5 4100 ml 0, 433K, A ERK%
B TR, K NaSo, TH. MEHERAT . HEf
WL S0 T MBS S 180 5s ENCAT AT
60 g, UNE, 62%, mp 104~107 C. AL FEHERE.
1,2:5,6--0- K 2R K-o-D- 4 A - T ek h-3-8A 48
(1)

$1b54 178 ¢ PDC 40 g BEAT 50 ml F1 L F
e 1000 mLiR &, W 4 b, ERIER, WMAZKZ
B 500ml, o %, kK G S B s o — wE R R
LRI . BRI PR, SR
FHEKEZIK, UUBR LB 88 B i AR 2 5 £
BUAL . 0 b AW, R g 1 70 g, YL 3.
905,
1.2:5.6--0-%5 T & f--D-FT- vk b))

PHERY 170 s RIK-Z s« 2500 RS,
A NaBH, 5 g, BT 3 b ZEER AER4r 1A il
K INZE 500 ot. J{YTEET 24 200 ml, — L 4
X 100 ml $20. KiE 21K, F7K Na-SO, 4%, K H
8 45 Na:SO,. ZERR M F o, e . kiR %
ARGHR A IR, O RS 1608, {73,
85/ . mp75~76C.[«]s-+36.6°(CL. 0), FILX
Bk, mp76~77 ¢, [aln+38°GH i ],

1,25 5,6-2-0-% T & £-3-0-5F T K skt R -o-D-17
okl AR (M)

24 -FUOREHE 50 90 o 75 FUILAE 170 mi 4848
AT 60 g MY 160 ml WERE o, FIRBH 200,
APK-7K 70 ml, HEHE 10 min F5, RV HEEA 4L
WK, EHIOE. 2R ECREAR{E V6T g ik
H,70% mp 120~122C. [als+86°(CL. 0 & ).
Anal (C;yH;;O,S): Req C 55. 07. H 6. 28; Found C
55.00, H 6.29%,

1.2:5,6--0-F 2R E-3-B-3-H&-a-D- K & vk
HAECY)

2 BEME 550 g, LB 50 g TR TR ZE
IR 170C~175C, WA 4 h 5. A-TFH#H N 60
g, MEFRE 215 CRIZIBEH T 1 b, £ 1F S0k,
HREME 90CHHEMEFE A 900 ml {F] NaHCO, 7§
B WEAREEN, SFRAREEIRIER. Bl
JHZ Bk 4300 m) {RI. BIFZREM. KRR, X
K Na.SO, -FHf, WA 1T EMRY 10 g, RER @ H
FEAidl, RK-ZBE 9 LOV/VORHE, BRIMKkE M
MRV 21 g, WO 56% , FEZ MR a] |l v £ 3
g.'HNMR (CDCl;, ppm)d). 4(S, 6H,2 % CHy), 1.5
(S, 6H, 2X CH;), 3. 8-4. 4(m, 4H, H-4,5,6,6"),
4.6(dd, IH, H-2), 5. 1(dd, 1H, H-3, J4;. =50,
Jua ne=5), 5.9(d, IH, H-1,Ju n2=5); MS(m/e)
SCI 263(M+1), 247(M-15). 101, 43,

L2220 % B HE-3-R-3-BA-o-D-HHEHB (W)

¥ vaeog BHEE 180 ml F1 1,4- 57N HF 360 ml
4. A 5 mol/L H.SO, 60 ml, ZiEHEH 4 h, TLC
R [ ) i 2, FAR AN NaHCO; i pH £ 7, BEE
FHEL 100 ml, A HLHER 6X 100 m!, 4 FHFER
W, 7K Na.SO T4, HEBR-HE5, Bk
158, W, 8805,

BUMARKERE LK, UBRERPHRE
Ky, AERATTHRMN.

L,220-% T H K -6-0- F PR A-3-A-3- M & -o-D-
ok ah#8 (V) )

V15 g 75 FULNE 200 ml. JK-ERiBH E-15C.
F S IE R BB IR R R 10 ml (W A b
B T0ml, RETRHHE 4, BTHRMN. REH
300 ml S {HIERE, KK F R NaHCO; J i (3 100
ml), 7K (2X 100 mD¥EH, FELK Na.SO, T4,
WIS IR E IR, MAZ BT 5. 28
B IRV 15. 58, K, 70%, mp 128~
130 C,

6-0- K PELA-3-B-3- B E-D-§ kg 48 ()

FiEA ML Lg 5K 20ml, 1,4-ZFHNH 20
ml &, MHRES0C, FHBHFGRERPE I
T2 IRBE RPN TR MR AR M TR T MRS
BARIE) 10 ml, FEMMIRTE TREF: MY 60 h, TLC #3
B SR, IRETIE, A EWR, A%
aifh, LBE-ZBEV/VI9: DI, SR
VU CRRPE /), SE B iR h) f%#%fﬁé'im#k%\'ﬁ_
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0.5g. WH. 50%.

FHB MI3gETF 50m 9O =LK, iR
fid 10 min, BWEXE =R B GEBEEI, LAK-
BB HA), REMRGLHERE ML, X
SZBV/VI9: DR BRAERMRY VLS5
8, '&$:92%o
5-0-% P& -2- B-2-B A0 43 fek s (X))

¥VEL0. 5 g 75 T Z BF 300 ml, 4HK 0 A& NalO,
7.5 g MYKTEW 130 ml, RIFNEE22F 25C2Z
[, 2n 5, IA KR 5L I NaHCO, B ik 2.0
g, BERBHIR MEREEZHE. KIFH (290 mD
F45 5X 150 ml, REL, K2R, BKEBRHNTHE.
EBREN, BLEmRMX7.5e. MPWE Y,
1,3-=-0-UBL £-5-0- R PEL & -2- BB -2- R-D- 1
B aeksh D)

HX7.58 5ZBEF 75 ml, MR IS0 m B G,
FEHH 24 h, IIATK-K 200 ml, FH 4X 150 ml
B, SHERH, KKK, TRKEBEHTE, B
EWBE, MAZBERLRUF ERE e, 1§
FREAHRY . EREEEEd, LIK- 280
DR, BREEHRY 8. 08, W .80%.,
3-0-UB £ -5-0- X P L -2- B £,-2- B -o-D-i2 RFT
ok k()

¥N8.0gEF_HHLk 80 ml, KK-KBKRHE
PYiR O CHE A T4 4k S <1k 20 min, SR4E35 iR it
#5nfE, B 2-4CARAHN. HEAEZ AR
2, BMALKEREZRBK (EEREXRITRE
FR#EE 30C), BRBRABMRY X 18. 1g, WE.
95%.,

MAGRE, FEHEHSE T _AW9EIFLHNATT
HWERN,

S-ahpp kR (X 1)

MIEERE 15 g % T oK 200 ml, Z B 340 miI, ff 3
HHHA CClL 140 mi, 1.13. 8g,HIO 4. 8¢, FHBE
PYIE 50 CARSEDTHEE 70 . WUEE R BR TR0 L PR AR B £k 0
A 300 ml K, B, EHHAREERRR,
TR, BHEAHBHAXT 208, K. 645, mp 225~
245 C (dec)

1-(3-0- LB £-5-0- X PE & -2- B -2-W R -B-D-FT 42
ek W AR )-5-BRpBEZ (X V)

¥ X 17 g,(NH,).S0, 20 mg, (DA E /R
B ik (HMDS) 100 ml &2, £E No {#47* T 120 C B KB
3 h, MFE#%iT &6 HMDS, A PIE T CH:Cl: 20

ml JIAZE X 1 f# CHClL iFH (10 mD, BEETHK
FE7dJE, R BN CH.Cl 100 ml o, 1058 51 #
Fsme s 10 ml, 4REEHTH: 1 h, ik, BEMASH
KESE oK Na.SO, T4, ZRLTEMEBHFERGMN
R, BRI E, LA 30 LOV/VI - R
M. BEAMEX V3. 0g, 3. 25%. mp. 180~
182°C. MS(m/eIYFAB* (B . B AL H ) 518(M*+
15,281,105,

1-(2- 8- 2-BL $,-B-D-F7 41 ek +h 48 )-5- Bk j % vz (FI-
AC)

XV 25 g MAZERMESH PR 10 ml .
ERFEHAE. REXEBERSREAEK, KES
Mg LA FIAC 1.4g, Y¥E. 80%., mp 210~
212C,

Anal (CoH,, FIN;0,); Req C 29. 11, H 2. 99, N
11.32; Found C 29. 06, H 3.03, N 11.60 , IR ( kBr,
Cm-!) 3400-3200, 2990, 1620, 1380, 1280, 1060,
MS(m/e) FAB* (B Bi: 8 X H W) 372 (M*+
1) ,'HNMR (DMSO-ds + D.O, dppm) (5 3r @k(:51 3
@) 83. 7-4. 1(m, 3H, H-4',5,5"),4. 5(m, IH,H-
3),5.1(dt, 1H,H-2" ;Juz s =50, Juzuy=5),6. 2
(dd, 1H,H-1"; Jyp.ma=>5,Jur.r=15),8. 3(S, IH,
H-6),

3 HR5ite

1) 1,2-0-REFHE-6-0-F FEL - 3-5
- 3-8 - D- T T K WA 420 7K B 1 R P2 D
VIS o B RASKEIIRA Y. ORI KB
oI5 HEAT B 7K BRI R B Z AL R R B 3 R
AL, FFBA R XTR R o8 RHERAYIR &
M, NS HBr B FESBETFHRER
RO T B SIAR Y o RE X,

2) AL D-HRIEE N TR 15 B
B BRI EEEEBERT 3-0-2
BEEE-5-0- KRB 2 F-2- B E-o-D B
REEWE D R EARTE#FTE
KCBCHE 3B 4 T P B RN A A 0 B
IR AR A T HEAT - (R4 T 4R 4R, KR
WMERTRE. + 4R W SKERZT
6. 4%, NI SR W i 1Y L o £
LREEANZEFRSALERHEE M
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A Study of 2/ -fluoro-5-iodo-ara-C Synthesis

Wu Wenggeng, Wang Erhua
Medwinal and Chemical [nstitute , Clana Pharmaceutical University, Nanjmg 210009

Abstract

The stereoselective synthesis of the key intermedicate of 2'-fluoro-5-iodo-ara-c(FIAC), 3-
O-acetyl-5-0-benzoyl-2-deoxy - 2-fluoro- u-D-arabinofuranosylbomide, has been achieved in 12 steps
using [-glucose as an inexpensive chiral starting material. The reactions of all steps were carried out
under very moderate conditions to afford overall yield of 6. 4%;. Besides, the intermedicate, FIAC as
an antiviral agent was also prepared.

Key words 2'-fluoro-5-iodo-ara-C; Intermedicate; D-glucose; Stereoselective synthesis
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