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ALXRSERNEN-ORLELTEDGH T &, XABHHNT
BN-THREAGEMTERTHR NI RELESTENHEHRLR
B.

“B¥fotE®”, 15(5), 981 -994 (1996) #F= WO 95/28402
AFTHRBEEXMN - (4-ZHBE3-CHAFET-1-%) -2-A5%
- ( famciclovir ) #F 9- ( f-E-3-REAFET-1-X) K
(penciclovir) ¥ &5 k. BAF5 ik, FRIBRA, 2-RE5-6-
f2hfo -RAK-1,1, -ZRBZLEAERBETRAHBR 2-[2-
(2-Bh-6-52w-9-£) LA]-2-LHEAR_BR-_LE. AERE
RER P HBEORSRELTHR T FPHRALEY K 2-[2- (2-K
RAo6-FEn-9-£) ZAIR-_R-_TH. FTRELA%L, RE#R
BOMEARERF LA CBARER 9- (4-2HE-3-ZRATFE
TE) 2-fE-6-8%2%. 3% FHRALGEMAENEL, BB
# ( famciclovir) A M E@EIAEHHE. w &%
(penciclovir) MEMAKASHELT LR EGBRB AR LM &,

kBB BT REARERTABEAREZFRZEEANGH
AR LG N-9 2 N-7 FHKROGRESH. 2-RE-6-RF% 2
s EwkRe, FABLAN N-T FHEFEGEIRAIAEZ
).

EP-A-0352953 AF T Wit =B ARG EMTA BTk, K
i A 2-RE-6-FUES R EMY 6-58, 6-FAK 6- (XTFA
PRAPR) RS, FHN-95N-THREFURE.

BERAEMSEBS B L 8%, EP-A-0352953 WA & A
Pk, A SERN-THAERGEHETA. fr BE 2% 6-f/EA
AHLK 6-8, 6-FAH6- (APHRTEATR) Re9MsF R,

ER Ak PiH GB 9807114.5 AF T —HHEE L LB T
B, Reihse (0) Bl EnRshAET, 2-84-6-8%
SRAEARAAWE S, AL YA RSN N-RAL, EREASE
WEEABRERAT, AHTN-9RMK, BE, BAEZHELREL
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ERE C.EAXRTARATERE, C. .RE, C..H2HBL C. .k
R, ¥A, A CG.RALE FAA BRA C.REIFE
BE C.EARTASRE, C . RAXFEATRRE, C..RAH
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b (0) M TAZ ¥ A4 (0) AN, AXXBH -4
hAFEY, BENZZ (ZBFR) =4 (0) 4AEH, = (=
EFE) =42 (0) 845.

b (0) BTN (11) Bl BRERBBR, IHEHS
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#EA, LARABAEWRELERTRA.

R BE5¥, REHZA.
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EFHEZRPRAEZZLEHEL, S XREFARFRAERL
stin, @X (IX) A7 H2EHE%. 3 X ZREHE R,
foRALEHN, AR (IX) A F7eLEH 2 REOEB%.

FLEARSHEALTAEBLA, LEREREHN LERELT
Bit@X (I1) s A, AsEEANRE Pd/CaCo;
F2 Pd (OH,) /C. SATRAAEMNFH#IT, ENTUARAREELTLR
L8, WAL WA C HEAB L TFRILETRR,

ARRsh P THRMATR BTANZLE, L&A, AR
fobe, SANARERPBREEMLE FTAE, ETUAAREE TR
Wig., ERTAERSBEFEAXFIATRAFETRT. £L
BTRAARE, RALAZBEE RN & RELAXA-AERTE,
ARBBELT, X (1) 9iLo P S REEFESIR 6 LR
iy (RBRAE), MAERRE. FxBEHRLL, 6-RPRTE
H—FEREBR—FRAAGERBEK.

WREE AREUERTASE. LAY, RAXEKER.
6-5 2 H #0—OR, #2—OR, 89 XL K MAZEI R &5 . B, RFRER
B, REXTFTARERERITEE 4.

—OR, Fo—OR, T M A B AR R ARYA Lo Y 4EATE B 7 ik 4l
REE, i/ EP 141927 ¥ H##E M.

RO AR ERAGRAwaSH/ THAERAR. KT R
f R AFE, BHEAG.

EAEMBAFTEG—ARARBFEF, ¢+-2E-3-2EFE
T-1- AP BARERLBRL. REARARARGA LG TRY
SLAL AT 4R B, odedE EP 182024 v RE Tk, AXARALR
i

R AR EN, LERRAHEARERATACHE 1-12
ABREF, BEHRZ1-6 ABKRT. RALE TR AES LEIF
. FEEARHAALGRE ISAERT. ETREARETAR AR
FERBTFRAK., BHELfREXAE SRLEE.

A EGHRANSALAKAEH 5-10 ARRTFTHETAR
BEM., dENIROEEAREE LEREL.

FEARAEMGETESEAKKRERE 5-10 RET, TRALEIR
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KA. AT EY L2RIARET.
EARAEFINGA R OERFRAABRTEAH o+ 4
Wi, AHAXPIHAREIR, RTREEEATRBRIE LR
BAFLEMAEEHFALLF.
TFTafR A LB G T XAEERALPARLLAGF K.
LA 1
2, 2-—F R -5-Li k-1, 3-—RE-5-FRTFTEANE.
2,2-—FH-1,3-—8%-5-8 (38.0 &) & T 250 EFWA%
hf, BRI AAEPTHREREKT-60CH IMBLLHEEEYW
7% (700 £9F) R P. RERASHAH-18C, AERETHEHR
30 54F. 5 EHAATRTEANMGE L ARRINETERWN, HHERE
P F-78CHH 15 54, BEREEHN. 2x500nl ZRLEMA AL
Wb, HEAAE, RBREZEN. ZRLAWELRLE/THK (40:60)
PRE¥, FINRShE-—EdEkE, BETH - T RATLKRLE/
¥ (40:60) (2x1.0L) B, 4 EWMASKRERN. Aida
BEEGEHL(ERANCKR/LZRGEHH 90:10 ¥ I TR/ TR

L& 85:15) , FHWBRALAH A XL ENH (46 %, T3% %),
‘Hnmr (CDC),): 8 6.0 (dd, tH, CH); 5.3 (m, 2H, CH,); 4.05 (abg, 4H, 2xCH,); 3.75 (s,

3H, OCH,); 1.45 (s, 3H, CH,); 1.4 (s, 3H, CH,),

x4 2

THEEARH L, RAKREEGHESL, 2, 2-—FE-5-THE-, 3~
—f-5-%BFE A 0. 6nnHg T, 78C i A4 LE4L,
LM 3

FHEAN 1, RREFRSVEAD IMOBHBR_EHFERT,
BEXRINLE T IHFARAEEE L.
EH 4

FHEERH |, RARERLVHESE, ReHAELSFAPE
Ky, REHMKRSE, AeohhheEil.
4 5
5-[2- (2-R A -6-8 %% -9-2) ] T E-2,2-—FK-1,3-—"H&
&
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2-F A 6-A %% H 2,2-—FE-5-THE-1,-—AR-5-%KRK
PEESEDIF P, SAFKA 15 24. QRAEHTRARRE,
1,2-% ( =% % 8) ZRIDIPHOS] fe4E 42 (0) & & Pd.dba,. CHCl..
BEH—hkBMEARBEOCHALATHRALR. Ao B ELEMN

FAATFTEPHELABLERFAREANLSY (61% F %),
‘Hnmr (DMSO-dg): 8 8.1 (s, 1H, CH); 6.9 (s, 2H, NH,); 5.5 (t, 1H, CH);

4.6 (d, 2H, CH,); 4.5 (s, 2H, CH,); 4.2 (s, 2H, CH,); 1.3 (s, 6H, 2xCH,)
m.p. 157-159°C

L34 6
5-[2- (2-f A E%-9-£) ZX]-2,2-=F&-1,3- =R H &
5-[2-(2-RE-6-F2%-9-2) ]2 E-2,2-—F¥&-1,3-=-%
£ (0.45 %), 5% 48/8 (0.225 &) # =T H (0.22 £5F) £ 22.5
EFHCRLETHARSHTF 50 p.s.i F 50CH A4 18 8. 4
AT EREHAA LR OEALEN. SRR BREERS
B -k, aWRARBREELL, A Fk/TFE (fi1H
%7 99:1 ¥ Mm% 97:3) HBEMNEM, FHFEALLSY (300 £ %, T4
% ),

'‘Hnmr (DMSO-dg): 8 8.6 (s, 1H, CH); 8.1 (s, 1H, CH); 6.5 (s, 2H, NH,), 4.1 (t, 2H, CH,);
3.8-3.5 (m, 4H, 2xCH,); 1.73 (q, 2H, CH,); 1.6 (m, 1H, CH); 1.3 (s, 3H, CH,); 1.25 (s,
3H, CH,),

LA T
5-[2- (2-B A -6-KF%-9-£) k]2, 2-=F&-1,3-="WH#
&

5%4e/5% (1.5 %) ET 40 EAwEa%wPAL0p.s.i T, W
R &M 30 34, WMAET 80 EHwakh ey 2,2-=FE-5-[2-
(-5 R -6-§8%—9-%) 1B E-1,3-="%% 3.0 %, ¥& 30 £
wWwESwhkEE. RAMWAE 50 p.s.i HHTAATR, SEhIMHL
MEANLEER. ENEERE, AAWNK IPA TELFARALS
#1.92 %, 62.2% F &,
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'Hnmr (DMSO-dg): 6 8.18 (s, 1H, CH); 6.91 (s, 2H, NH,); 4.08 (t, 2H, CH,); 3.8 (dd, 2H,

CH,); 3.5 (dd, 2H, CH,); 1.75 (m, 2H, CH,); 1.59 (m, 1H, CH); 1.33 (s, 3H, CH,); 1.27 (s,
3H, CH,)

aESH: ERME: C: 50.14; H: 5.88; N 22.34%
Mi{E: C: 50.08; H: 5.82; N: 22.46%

#RABRAR T SR R b EP 141927 X B F ik,
5-[2- (2-F A -6-$2%-9-X) LA]-2,2-—F&-1, 3-8 T
HAL B vk 0 B4
F %4 8
o-FA-9- (4-BE-3-BAFET-1-%) TS ERENH &

ATRT, 142 2-—94-5-[2- (2-8E%F%-9-1) TE]-
1,3-=%RET 20 EAwWALH 6 EATHARSY T, HHE
Rk, mAKE® 0.32 £4. FHNRSHEH 2 IH, LAS
B mk, SEKERK R2EAwEkvhigk EZLATTR

BIFELHEBETS (B800E L, 81% %) .
'Hnmr (DMSO-d6ID:O): 58.9 (s, 1H, CH); 8.6 (s, 1H, CH); 4.2 (t,2H, CH,); 3.5-3.3 (m,

4H, 2xCH,); 1.8 (g, 2H, CH,); 1.5 (m, IH, CH)
m.p. 174-176°C

L %4 9
9- (4-2BE-3-ZHETFTET-1-£) 2-845%% (X&E2) N
&

AFET, 0794 2-84-9- (4 2R 3-BEFTET-1-£)%
wERE, 16ELA—FTARRARRA LAEAZCHRET 16 EH
—RTRERAEBRESY, mA 0.57 EALRE. FHOGREY
EFBEETHRHE 2.25 Mo, AL EATH, ERAXETAN,
BR300 4. WA 20 £k, BEAERA-ATRER (3
<20 BH), SAMERRAGAN G, HBETSEA 2-ART,
EEEMN, BAMWNA S B4 2-AMFELL. HBRETH, A3
5 o-mMkk, T, SEHELSH (654E%, T0%) .
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"Hnmr (DMSO-dg): § 8.6 (s, 1H, CH); 8.1 (s, 1H, CH); 6.5 (s, 2H, NH,); 4.1 (1, 2H, CH,);
4.0 (d, 4H, 2xCH,); 2.0 (s, 6H, 2xCH,); 1.9 (m, 3H, CH # CH)),

L&A 10
5-[2-(2-RE-6-FE%-T-R) IR TE-2,2-—F k-1, 3-=%Rd
& 3,

5-[2-(2-A X -6-RE%-T-£) B HE-2,2-—FK-1,3-=+%
RESTDOMF P, HATHA 1694, R4 P MmA Pd.dba,. CHC1,
For ( —F% A M) 3 (DIPHOS) . R ¥ — kB4, % T 80C £
STHRFTA. 5-[2- (2-KEE%-9-£) s h]-2,2-=FF-1,3-
Ze%hieg & 60% .
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