BRAEHRAE

(AAAEHKX - BAREABT  FHOEZLH > XLRAPFHHAE)
wvwgm: 337460
KEHEM: 0o 10, 7 IPC 24 : CO7D
—~EREMAE (P CTH Ifoe, 19/L]
(b

fa\)
A ITAMZ Bk
PROCESS FOR FLUOROCYTIDINE DERIVATIVES

=9 FH OAI(RE1A)

MERLEHE (FU/HEI)
WA F R BN F)
F. HOFFMANN-LA ROCHE AG

REA T (FU/HEX)

L JEAEAR L &
KLAUSNER, FRIDOLIN

2. RET FEA
STREBEL, DENISE

1L P B FAT3bak @ (P /)

RS TAAELELI245
124 GRENZACHERSTRASSE CH-4070 BASEL, SWITZERLAND

B £ (F3/#Ex)
# 4 SWITZERLAND

97740.doc -1-



1291962

=ZBHAHA (%2 A)

oA (FUEX)
1. R, 24 %48 R Ba%
ROBERTS, CHRISTOPHER R.
2. Fik#
WONG, JIM-WAH
B £ (Fxv/#EX)

1.ZE USA.
2.%# HONG KONG

97740.doc -2-



1291962

w~ FAFR
HEX 2Py S0 v 5 =t -l S S =T £ 5 gl S
FEH4HA: £ A B-
PHACLATHEER GLE) FHEA ¢
[(#AHK: SERE GLE) P38 ~ ¥HER JEF3ER]
EEREAES -+ E—ARREAHE
1.£% ; 20035128228 ; 60/532,266

2.

(] BxmE45F =+ &8 —ARABELH#
1.
2.

(] 25EHEE T AEFE—BRIRELE
[#XFk: 3B - FHER RFER]

(] £ E42% =+ A3
BELZ XY
AN Ay [BXFR: FH&E - B8H RE IEFER]

Borasmtst X FHERR - #8878 RFEL]

] RAFHFEHHHA
P HHTARIR T B K ol AR RAFAE

97740.doc -3-



1291962

fu~ BHARA

[ %58 P B Z BT 4B 3K )

ABERAGHN —REUBN-BE-S-FA-5-ARTILEY
Z ik e

CHIET D

N8 £ -5-2 8 -5-AF LA WBERILER ZFW -
4o % B Japanese J. of Cancer Research( ( B X f& 5 &F % 4
) ) 19904 » 81#% »188-195 X U3 A s F & & X
BEARXF o BAFFEA LMK F 153,6906/19893% 45 5~
—BUS-FA-S-ABTFEBLBILRLEBI T KR K E MU
IR & F RED
EEEk LWFEARAEAARARBE IR ELEEHBEEL -

— A B EEHEN-BA-S-FRAS-ARRTLLA T T
M A PR B ZS-FA-5-A-N23-BA BT @S ARM
AAM - 28 > flk > 19958298268 Frsa A 2 £ B & A
$5,453,497% > M ERI AN TR EXHARIXT - FF
BB A2 -F3-MEB2RA T HBTEEEREER > X E
BHR&EILEY - WHF FRA —BERFE(EH > 6l
19954 12198 FA-A A 2 2 B & # % 5,476,9323%8 )% %
AP BERBLEEAREBER I T X - KM > LEF X F

XHEANERAXFT - Af > N B EX L HB

EHERREZIBREEBAER Bl —RKFKR) BHEH
184 M %2 Rt (IV) -

G BEHARUBEAANY  BEZ2 %R EBE -
BmimTaEmEEzBBEAKR- B9 ANEHN-

97740.doc -6 -



1291962

BA-S-FR-5-ARBFILEA MBS BHELEEFTEE RS
PR B A M PN T A ERE B 2 B R

.%_

B A& & # % 6003839535 2600383963 (X 31 A& # X %
BEHAAXT)HwEd BT RXS -5 A8 HF £ T 8 /HF 3
ZACEHBAERTZALER > REHEARE BN -BA-S-
FA-S-ARFZIIEAEHNER KMo I EAEBALAR
BT E S FEREANMBAE A ZRaney Ni(H —# & 4
B) LEMES-FHREHEZE R

Chem. Pharm. Bull. (Tokyo) 352 (1964)( ( it 2 % ¥
#) RERNHBEBETBRAHSAS- R TFBELALZ FE
EARABESFAA —RHL-CEHE B ETERFHRMEZH/S
BABRARMEE -—HEELBAKZIBATE > XU AHF-
ARTEHARXFT - FEHR  BEBRETHAB LIS
BzEh#%  ERIGEXI0YREEDBR ERE
HHT  HBEBFTERL-EREEHFBE - @

RTHERELER 4T 2T ELB 0 £ HN -8 £ -
Sk A-S-ABHELE MR LB EFTEATEE L L &
ool FREBHIZTHNFSREFERARBERET X =
ARFRAEBEZR ~-BEBEHB L —RARFR)EFEHHRS
REGR Ko mEHEEZBLBRA - B4 BILE
BLLRSBIFEBLERHSIALAIRAARERR -

BHhFEz R — B AN -BL-5-% 8 -5-A 8 F 1
LMz BB EEEEN%  ENMTHEHEIRSAREE £

97740.doc -7-



1291962

BP T A A AREEN-BA-S-FA-S-ABTFLbhza
BAEERAK -

Bt BRALE - HREFEANELEAARZEHE M
HHEN-BA-S-FE-S-AmHFLbHzrit FPEE—#
THERD QILEAE A EMW L =R FR)MmH #N -8 & -
SRR -S-ABRELSMZIAE S NEERS AN A-
S-k A -5-A MR FLAS Bl E R o

[#8Ama]

AHH-—BEXsHBESEANEHELE o T2 XN
BA-S-EA-S-REHEiEemXT Ik

NHCOR?

NN

| Y
CH, 0

N
0]
OH OH I
2 RiamA -BREA - -FHEE - FAIKAL -
E—EHETELBETES T HHEELE
(QDERREALABE — W ALZILOMESET » £5KAB

W2 HBLET BEALWTASEXIS5-ARFERHFE — I
A b R E R A

97740.doc -8-

®



1291962

II

MERRELABRBLEDZHEMBST  HBIE8E —HRKR
Az bt h B EAE o FTAAERNZB-2,3- /A #-5-5 &%
WA H R A

CH3 Y
0]
OR’ OR®  III
CO#FZEBEEDRE —_wRALKERS  RNELSE

£ m g At £ W

DR EF o FTH2X 2BAILRBBLEE w5

At EZHEE AL > X E A B KL E 4

X-C(=0)-R?

A
()2 & X & A XTIz N-@ & -5-% & -

(U]
iy
a&r
i
S
T
P
NS

-# R
BHET EEMREIEEREBEZHRY HF
B (R &£+

jul
P9
i
5
s
B N

32
;((

XA EHEAB
YAKRBELR
R*% % BRES-FHRE S FE K

E?Jf

‘)&\e

pul
s

97740.doc -9.



1291962

RaptiradilE -

KINzS5-AERILEbWER —BERA LT REAILRE
mE - -RBb HEE—HFRELZICEEHELEARREE
BEBREBYREALZIALSGHZRAY - U ZEE
—Hk ALt AHEL LS —BRAETRHEZIEF K ALR EMX
E O OALTHAOAEEFANEBREEREY R ALEY X
e/

BaAEM AFAFEFEALESTHEO)TBLERARNE 4
BAHARZBEMBw  ALGAVIELEBLEY -
EXRBERAF —BEBTESNFT  AEALEFZIHEF ALK
RLBEERAREER  MmMAKRFTANXNBHBEIT EF X H
IEEB (o —RFHR) BREFZIELHBEERAF
Fl o Bt ANAKABERAFIEFXIREZEEZ RS 8ILE -
B o Hw o —RF K

ABFHFED —BREBABUYN BRI T ETABER
ENVEBA-S-FA-S-ARTLA M EBER LWARF
BB E R G mE - S ERERAEERE

EABRAS —BEBRTRHATY  REZITHBRESHER
/R it - BR AR ZHE R EATERT— 5 MEFH
B rBR/REILSE - Am o EdBEHER/R%IL
PR BAEY  BAmAEALEBRARAPEEZGETE - F KB
B EAR e

ABRAF - FTOHREE AL FTREXN 2L Y

97740.doc -10 -



1291962

Z /U\ )j\
N7 R W R2
F F
B (]
7z
0 o)
OR! OR! % OR' OR!

X-C(FO)-R°z2 £ ® » A ¥R HAAK R

o

"BAEEAE "4 — A
Rz BAETAREELZR REM®ZAR - 7tk
A AP aFZBRE(F  BAAILEXRCEO)-O-2 4
M) - @t - HBEFF - -2FBETHEEABZIHRELS
MTUAFAARARE - BB ERC T A RHE
BMABEHJHEHETE A FaiEdm e RiEA iR
Bl rHEBARILKRERERBRE L —KHEFEHT
7 (1] o )Pergamon ® AR 22 » 1991 % & r = » Trost, Fleming
#o Winerfeldt 4 # =z Comprehensive Organic Synthesis
(& HFH-A M) ) 6% > %£301-3198 » A Interscience
HOBR AR 19725 A7 Wl R X Pataiéh # &) The Chemistry of Acyl

Halides( (8 X m bt 41t £ ) ) H35-64F > L i 2 ¥ Bk

97740.doc -11-

A E > Hecpds A B%ER -
% z

P



1291962

R A FTRXRESALRLT o
"A"EHEAIZ22EAH R F(BRAEAHLIEZLI0MEH R F
FRAAIZEEARRE FI)ZESE KA EFBERL > REH L A3
ENEREF(BREAIEIZERE T)Z A % sk oo B/§ Je
2 oA TEERE RS BALHERRK - Bl da
#F A CHE-AREA-2-AE-E-THA--EB2-THK - % =-

TE -~ &EA REMER -

"R A"EHEAEAIE22EAR R F(REAHLELOME B R
F o EMHAIZ8ERERE FIZES KB _BREEA  RA
BAR3ZN2BHRBEF(BEAEIZI2EH R F)X B X 48 48 fo
—ERERE MR AEATEERLELE —RFE R ERAK -
TR ACHEMNTFTFEA - FTHE C22-Z FEMFTHK - M
AE-2-FEFPRE - HFTE - REPEMAR -
" A A"EHRAAILLZLA-ORZAE - ¥ > R*AE KE
FIRAETMETRZIKE -

"FRA'"EHEAEBHNER HBRXX=ZBFELAEB - F
ATEEREBE-—RFBA(EBEESA -~ —H=B)RKER
Koz dABRRACERA  EEHEREZREA
(M2 A ARBEA) 8 & - HAPRE - oMK
SROEEAMGRAZEL SERERKZELRS
BFHERKRZIEA BAZXFEAAZEFHEBRARZ XA -
" AR AL XR-RC-2 AR EPR B AR
MRAETMEARZIFT A MROAKEZHNRA LT E L A

97740.doc -12-



1291962

"BERA"GHRBEBEEFTEAEE(BEAAPH)ZEFBRERERL
H 842 EAEF3222B(EREA3EZI2E)BRETF - B R
TEHEHE -~ RSFAEREAE - - _R=ZMEA)RKAR
R -BEZERARKRAT LT RAEMNAAEZMBEZF
AzgaABRRKREA - HFTHEREACERERAL B THA - 8
AREARRLE  ETvYHE - AB S TEEHBERRK -
"BRARAEEALLARR-2 5 0 £ FRB B
A MRAREFNRBAETAERE WA -

B RA"R"R/AL"ELRTRBMER > E B4 A
R A BERREE o o BAEXIRLHA A RE
AEAHEZRILY -

e
3

"EAHuR QAR 2 HEEKFEHRA
A FE - FREA -BRARERARE -
"MEBEAB"EALSCARABRLCLEFTZIERSE 0 BP0 TH
REBRRZETFTREANR - St —HAHRRBIELSREL

BARRLARMEMAoF Lo a i fLHh -
AR FEA) R RmEBAAKL - FRREBAAL - RAR
ERA(W  CEHBAR) FARARL FTrREZA R
A FXmBAAA ZATR=EBEEAAL - FAALE

(Bldo > 24-— A RXAKX)RBMAR -
"REAEGESTEEEE -FTAAR LF(H o £1F

RS E) T HEAKRME L EABZXIRENHZ —FHE
BT - $tHBFIRBEIHE ARz ERELRLE

KB RMMEHR NI o 4w > % B John Wiley & SonsH

97740.doc .13 -



1291962

BRAE A 1999F & &2 4 H Bk 2 » T.W. Greenefv P.G.M. Wuts 4
% % Protective Groups in Organic Synthesis( ( F # 4 & F
2% AE) ) =8 > . &John Wiley & Sons# 1971-
1996 & f # #R % - Harrison v Harrison & A % %
Compendium of Synthetic Organic Methods( ( & m & #
EEE) ) 18K AR AT XREHALTF - K
FHEAGREABD O FEBE - CBEX - =R CE8BBX -~ F
A FEAAHBECBZ) FE=-TAAH K (Boc) = F 4
Wi A (TMS) ~2-Z F &AW & -2

(NVOC) r fam AR - &

i Pl
e
e

REEBHBALIER AL

% HFFAR=ZRXTF AR & -
FErh Am - wawdhi A8 HRaAR REW

HRLBRM A Mo AR -
"Z(E AR A A4 £ A6 KX -SiRLA
BB LM ARRE - Bt B —
ZRBAR — MR EBENI LA o4 T K RWFTE
BERBATRRRIB R RIRITED) -
TR —BEALAZREN > HIBRE" S "HEA""RAS " "F"
B'"EARAEHNAAZTHITRBER  ZEHBHLE LS
EXHhHT AR ERMREERE NEEHEEER/
XA EXAEL -  BER EAEAMERR/ZAALEZE &
MREFRBEBER R A M RAERB AbREL 2T

97740.doc 14 -



1291962

Z O HRBRAE D FTELA-—RFRATHE ER&LER
FrEER/IZAAEZEBZIRH R -
AEHMNARAEMA"LERELE"R"AEARA T E A
H'"hE -G ER LROLIAZLEIRLEELE AR
B RF R ERRELE W REFENE -
AFA—MBESHRBEANEH —HF o T2 KX 2N
B -S'-k A -S-REFbSHT ik

NHCOR?

SN

| P
CH,

N O
O

OH OH I

AP AEREE - BRA  FRA -BAIKEAL - K]
b EBELLTRARNGEASEER OIS HEDN 2
BoE - Bt Ao ®E#XI2N-8A-5-%8-5-Ak 51
EMZ AR EEERFERBEABAOTEHMN S -

ABAREANEHEN-BA-S-F A-5-AK T2 X (DL
Sz FE BB G F AL KBRS EMW )R E N
AR/ —REBREAFMAN)THBEEY > B @k
ERBERR/ABRELEFHAR/AAL - B 5> KB
Ar @ rtREL B LB EHAEETH > L HAEE
FAEXERBICRBER (F  —HFR)ZEL - R
b MG H EF LML > KB A ¥R E BAE BN

97740.doc -15-



1291962

BA-S-RFA-S-ABEFzXA Bt ERmA A
HEEBRBLEF -

HREHEN-BA-S-FA-S-AEFZRADEAH AR
Ay o aEEESEEERILEX

CH; N 0 CH; N 0 CH; N 0 CH; °N 0
OR! OR! OR! OR! OR! OR! OR! OR!
A-I A-II A-TII A-IV

e H EXAERADGLREBA/XRBEAH B L "k L -8
ERABENFZ=ZBAELEC)(FHRAB)R LR
¥EABARH EF RAEKEA - BHEL - FHL - FAL
AE S BAeKR RARKAA S EFAXAABH LIRS
@o

Bt ZHAZ(RA)WRAR - HHE2=(RA)¥ KA
Maeg=FEARE(TMS) - Z=-TEA=_F AR KA
(TBDMS) s = E A A i A (TIPS)fo E M A E > & ¥ TMS
BAE iR X 23 &

BHzR'AD LGB A - BAEZIR' B CBA(FPALAILS
X -C(=0)-CH;z £ | ) -

B GESIBRBEAMNEABY AR £ - &
FHHEXAIZEAIV(AEF A A LT LBR/RBEANHE A XA

97740.doc -16 -



1291962

¢

R E-BAARTRELRAHGERA —BL-EEKSE
AR khkm B ETEEG REKEMMFTZBAE
EAEMEAYRACRBAL 2T X - St A48
KAETZARBAKBREN ETREED — 5 (R #
HEEEMRAER)NAEREZGY  REATEERAEKR
RRAEMFTIHE REFEAZIRELES  FRARE
AFEAEABTER —REGHFEWB 0 L£EREMF))T £
R A ZES FTXER -
BF O ERBCEBAY  FAhBRBANTERRT S @
Wi AR  AKA@m o wRFLAREAMRERB G 0 K QM
R EgvtEaxARERLE - — K A HEHKL

>

u;x

& X A A

BREAMBLIRTAZI IR ZRLEAGELT - S48 N
thEAfREATDXREFEREAR HpH 122 4pH 2086 B W -
zZ B zpKai ik > Bl 2B - 42 8 - BE 4
BRl#HLrteBzathiaaitsy - 22 0 AL

(o > S At TA R EREBEARARERLER(H
ko o TEEK) -

AT L BEBBENKRBATE  Fa2FRAPPFEIR
BREBALAMENARA HEXETX REAEAFEFALET
R KER(Bl 4 SEIEMER)ZHBELR LK TS
HMEBXBIA HEABERATETEAEHNARY - Z W
MRELSGHY —BEEENETUAEARFLAERZK
YR - A% REEHAURBREAXA(Hl B )FL£K
BMAETS»PBREKE Y  MBASEEICABELTMTM

97740.doc -17-



1291962

BREATFRRETYT - BB ULBEFT X P & o 8S &5 HHEF
BPERRAZE T  LARFISRE FATHRC(PRE)ZRY
mEBETFRE BUBKEREITRAAEZELT 28BS
o Bt BERERTBYAABSBEHKLAKE T H E
BLAKRE Ko EHGLEAEHER -
wmAN . BANKBERAZIRERASMA S EH0°C
ETERMSAICHAKRKER - KB BEHEREALSHION
REAEEABRETELCE AR - ZAR B E — 1@

BAEMw)WSCELICZEET & 8 A % E & —
SRAKER > RBE B KB AH > BEIWLEPpHH3IE AT &
£ #4pHA4Z 44pH 6> EHEHPpHSESS KL AR ¥ %
#XIzibbHhBmAKREERER-

TRAEERWLEARBEZE MO ZIEMEbBIL T % (Bl o &%
kBB ENFEFRE)RALRAES Y c UAXRAEALEM
ToEBFAAALKXNILEZIRETE - LHE LI F K
— G ER B LULERNME-RIXRLAGMIFER B L KK -
B LEUEME-FEIK XL EHS50:50%60:40 0 H F
554582 E - A BBREY  REMIAKELER
EHAFAFRNGH03% - BHSZKELEMW 0 0 40.3%xK
FER)IFEEALABRIpEBERR/RFE(WH B F)XE
oo B AZERBREF  KREERABMNH0S5S% &
38 0.3%R B A& -

THORRLEARMEAMAIZLEREAARAT ZE B R
R-BAARY - £EABFHA-—MBrad  ZHywKE-8BLR

97740.doc -18-



1291962

HBERIAREEZY RA-BAARTFZHKMAT  Hit
|
Z
NH, HN
S S Tk
CH, N/l\o CH, N/KO )\ -
0 0
OR! OR! , OR' OR! , OR‘ OR'
B-1 B-11 B-II1

RERE MBI HWRZELEDASLETXER
HABltoem) B w R ALRXERE » REBHILZX B

X-C(=0)-R*

zEHBALRBREMAE AN IR SR PZH AEH
RAEMEAAY > mXABAFTHAR - 4% XAB
S aEAB-II-B-Illita ¥ KEREH - - BB &
e At Ao BE A b 2 VA A T LA ER R 0 3 AR B bR AR AL R B R B
ALRBZREMEME > AW 0 B4 G ALE DS 0 EE K LR A
AT A Au &7 b B AL K E o

BiEw o XAEBH (B EALEAR-C(=0)-0-23f 45 » £
PRAEBA)ZR /LY - HAxBAZHELABR L &1
FRAABAzBAFHAR

BALCLREZSEZEBAAVMOLERZRELESY LN ER
EHBH0CEHI0°C £—BABTHH P H4EAR
FTEBERE-XGBAHABEAALRE  LHEEAREER  H#BE
W ABRELESEH TP A MBI (E 0 0 g )4F A4

97740.doc -19-



1291962

BB R/ K& F SR H

AT L BTN REAICRKREAGE RILBARZRNE AR L
o ERABLtE MW EGEYTRA-BAARTZIREY R A
IER B ANFE AR - — M BAHNS-ALERA
bz RE SAmEKRA-BAAETZHKAALR
Bz 2AH03E T 2240458 3 5 F

Ao HEEB AR UK KABLAYESEw L -BE AR
¥ Rm LHARBAINAFARZER  BHRaBEALHEEAEKR
RER  ABERAFZ EFBLERAILRBEBER > #Hlo—R7F ‘
¥z, o

FEBBAEMENR > AEEXBILLAN T Fma kit
RET"HR"ZREAXFREETPAUEHEABILAHBREF X
RAMTZRABR/IRSED(Ew  BEBER/KT -
B)' £HMTxX-

TUHBSIREERTEEHEABLLES Y - £ X239 —
B h @ BHEZABILLA W HhERARELSE —F KA ‘
fele b2 HHT  REBEBREFET  SUE-—»wREALRK

B A £ XX 5-R 88

AR AACHER -  BEE - EAALRKE R HE K LA

97740.doc -20-



1291962

B EmBhd L£—BHENEREREGNT  %E—
AR BANTFEA 5 AK

EBR&KFTEFT  HEROYBHEARS-ABLERHEREZ
0.75E X Ex % —wrAACRE >  Am R L—4F

CEBRBEEDTHEEREMED(IB- A EHY)Z A
BEEBRMK > 2HMTX - Bb AREHFET » AR
HALS-ABEEFRZLE - FRALCKB O SLELEB ZLS5-A
s 2 H060E X T 2 2H070LE ¥ E - B4 % —w»
HEALCRBZ S EAS-ARERZILH065FEF % F
BRAREZREREILCERARFTFERBHE S TN FE — &K KL KA
(Bl w0 75ZEF T EREF)CEH W ABEHEH D O S
S BRHRERABHE D ENE IR ALK BE (H w0.6F
FEgEeREMR)F > g% Al ERZIBERE T -
BERBERAAZER/ZREEIZ -

BE Xt AHzywr Atk R e RE RNk
HAERBER T  BEAEASHELLHEZIER - K% £F
— R EICRABREEEGFLET AT AZIRERLSY -
BAEAZw R EACE R AR RLBERMHFM A e - Adm o
B R ACAERAZ AT RAH®  HBM4EMEHELEH
HAS-ABFERH001EH03%E Fib 42 50.1%%
Hbb oo

EABA-—MBAEBERAT  RE8E - ALz S
MABEHIL RRAEBANT S HF - EEZLEFEH T
ZEE W RILZICEMERRREDBLE > A UNERAR/

3
&

BT

m

/3

97740.doc -21-



1291962

RERTHETHLEREZRKER/AREINEY - — &
Blim B EHABREZTABITIRAALSE — R EL
BRYTHRBVBRARZIALCEDEERER - FXEMEHZRKR
 RTEEREE R ALCREZ RIS Y E E T &
ABEBEREFTHARAZATRBERE - A REXE —
FEALRE® S HMRILER

(R4)351\

NH,
(R4)3Si\o /LN/ ) R4)3SI\ /k

zHEAfLibbHzrRby A REaH/rbE
,_’g‘_so
EAEE BB AER AN BB —wRALL
b &4 #7162 X

CH; Y
0

OR* OR? I

Z23-4RRES-FRARABE(RAER® - R EHDYD)
ITRA c BAEMRE - pBER/RMAILBE - R
R BARUL-EREEYAZABRMEN > 2 11X 2,3-4 4% 3% -
S-k Ak B TRA-EREMY  C-@ R EHEDRE
e o AL KXINZ23-FFE-S5-FA%kBBFF Y
HREBEAR REEAGEAD B#aexsH@mA(FLE

97740.doc -22-



1291962

AILZEX-C(=0)-CH;z A B ) - &1t > @b iBE IR
WARA2%HEDP2a-EREHEMBeEY -

B ocdRAEAUVBATLALE " BRELCLREED T H
K HEH o @A X

fo 48 A A R T2 2,3-4 1% # -5-% &
BEBE AR HITHR Hw ZFAFHR=F

T R AR
Bt & (TMSOTS) ~ 14 -~ £ 1L 4 -~ £ - = F A & %
Ewm(TMSD) - = FEABRERE - LA THRBZBR=ZF A K
BE - PREBRBE=ZFEADKRE - Z A8 =7 4A»ixa -

#

(TMS0),S0, + TMSOSO,C1 +~ = ¥ £ # 4t 4% (IV) ~

KA Tl  H¥FERJTEEZ
 BAWNBABEAZRATRER -

BE A BAEBBEIASELE AS-ABEFE R X #H0.35
EHEEEEHN065EF €  BEAHA060EXLEF & - £18
@&E¢’%ﬁ@* Wikt Az mRA A ML ESY

45°CE #55°CiE B & B (& £ £ 50°C) » 4 X I1Ix 2,3-% 1%
S-FEA KRB BHEFRBRELHENEZRERESM T -

BEEHRERE  ZBEASAEAE(B o =Z=&HTF IKHEE)—
A — S A MBRERLAS YT o % 0 fE A Ao 4B A AB

Wik RERESGHWZBEEFEHSC & BARHFHIL4-
24 8% - R B RERASMAL EHH20°C I B4R #H & 2
— BT HE B SREBLRERALSHETET —MEF
o mMAFETrERLLBRE -
BEGFTERARAGRE  ABAFTLEBLARET & F
AoRFREABE  AREFTHERAZIAACGHAV)EE - #

97740.doc -23-



1291962

B EERGAV)EY  ABRAST XL X TREEBHLZS
BT ERE T HBEOR/IRERTY -  BEEAEAS
B R EAAKE(Fle TR AK)ZELBEA

ERGORMANABEHAIEBLABRETIFZINTE _H L
HMZERASEBERFT LD e BHNAMAZIS-AR
Fex A EMET 0 ABRRABERAIGSET T EXAFA 8 &

&

MABHKFFRNEROISETF T I NPT E AR -
MERESR Tk ABERAFTEEAFSEDL i3
ZEERE -BE EWMBE o AN ARERAFERBE
ERABLEH-EREBEDBSCEHMY 2E - A > #1F
B EABLE  ARBERAFTEFTEREERBEFEALAZRGMHEAA
ECARELEFHHUEBERE  LTEA S EF & XML&
Moo Bl AERAFZBEMLARILGAV)E R > 4 £ B -
REEO TR RPT_ATRIERE  BRIHBR S
BPMEzLEMN EBFKXMCA B E E B 68
85%  LARLMB KB EF 2L HBERQUBEERS - '
HELBERMEERATINESAFTA G RAE AL A
B EEHBASEMNE WEFTHAARA MY M IERH

TE &) e

Taer A ]

LEHRARS- A EREHEN-BA-5-F &-5S-AkH
ZHiE -

E-EHARAADT  BHEBEHESZ - EM(RRBT) -
MABRBS B EBIIANARESZEZ T A 2002 5L 5-7 5

97740.doc -24 -



1291962

Bex ~ 1620 N F A A% ~ 4000 % 2 B & 13844 4
ZATFTHRBER - KRERASHmBER2NE > KRB A
EH20°C £AAAZTRAD T HMWA31N 6-T 8 A % %4
WH 4000 A UEFIAONE AT REEE B HA
S55°CH MR BE - R > B RIER A /w3 50°C +
SCHE A 1485 > 5K 45 8)20°C e M4 s hm 4100 %
NFREA WA RAMWB AL ESC bk F w1230 %

\1’

%k eg %z)ilf‘é%ziﬁ,é\#hﬁzk;é\ﬁpédvc’ B A w3030 %
AFTBRE-RE  FBRARFBEMRNDIOC: MEFRLS B
#3004 > AR LAH20°CTHHF2IE > ZIRERS YA
% A5 202 5°C > 4R35 B E RN 10°C » £304 48 2] 604 4
Mo A A #6000 LK REE R A méh) K #2600 5 3% 8 &
o FRAT R A HE308 6054 >0 KL E
nERLIHMEFTHBIAKRE  RAREEZTKRIHK > AEH
FEMAMAZA T B > EmREHE - AYHI400E 4 F
XHBAF R EY I A AD1000E F 1%2 & &
B AAHEAHNSC RHEALEGMARELFTE HBEKRKE - A
1000 Freafos BR SN K ERBH T BHEKEEH — K > A
1000 A K #EH s BEKE EHA B R - £ A HE K #8200
ZEHFHEZ600E A FE > RAMAH 20°C - KR4 IEHEEIK
FS°C o AR w30 1 & AL KB R (15%) 0 AT 43 R &
MBEHIONE > RBBHE KE B AHERAH300E
FFRER > &G KR I B A E H5C-
KX B ¢y pHE A 8 2 49 4% 59 — & w3 & 3 4 pH

97740.doc -25-



1291962

525 RBRA —REMZIT_RFHRERKE &6 F#K
B> AKk#H BE > RERERE HLEBEFPHRHFRELK
#35°CH KR 35°C -
AA3200EF LR LERBSRGY  LEBRKRE
o £ EMH1600F A T B T Es 2 1% 0 i# 47 Karl Fisher4y
oo kRS E>03% HBAWI00EF LB TE > T4
B BE 0 HEF KA E<03% > ¥ K4 E<03%E > A& ll50
EFE-BERK  REEZRMALI00EF » A AR &b ‘
o EEAME-BRIZ > ZFR > BELBRLIENE-KEKES
B ASS4S - R B AL ERFZARLAH N EBEH
10°CH & 2 2 1/ 8 ﬁué%xﬁﬁia am AE A 0 B AT
Bl 2% > A 4 400% F Kk % (0-5°C) T 8 T 8 #0400 & # E - & ~
Mk HE 0 EEHIE - E R B68-85% -
ARERAZ THAREAPRAFPHKHEZBE Y - LHEAZR
FREBHARAETABRAAEZFRAEZABETHBA - B F
AHAMBALCLEAE - RS ELBETH AL LS LiB '
o BB LESCATAEARATASGLERN > B > £8EX
BROABITZIALE  HLESLAECROEALAE RKLA
HirEHE P oBRIEEHN  AFARKREFTLHELR
ERERPEZAMBREIAFTHEENZIHEA > ¥ F &
HMEBMFBRERFTE  TZHRR/ZEREH -~ e
BEXRTHRF  FTHZEARTE  TZHRR/XRERE
By REBRSTBAFBHB TIAARAEANRAET Y > B A
FRAEETE CHEREMTIRTFEANZIENRE - KEHRAZF

97740.doc -26-



1291962

FRalARzmA L ~HERY  EHNREHNFFEELAUIAY
FXAEEHFEARI P o

97740.doc -27-



1291962

A~ PXEHABE:
ABBRE —HBEBAELAE W TS X ZN-8L-5-%

-5-AmEFisHzFE

N EAXBEARR

97740.doc -4 -



1291962
£~ HEARKE

()ALEETREBA (&)
(D)AREB 2 4550 ERA:

A RRZEALEXT  FRAREHTEAHUOLEX :

NHCOR?
F
L
CH; N o)
0

OH OH I

97740.doc -5



—1291962
oA 78093139468 HAA F HE
R WA EE L RARO6F8A)

+ -~ FREANER
1. —#Fx HAHARUEAELERNE

NHCOR?
F | Ny
CH; N/J\O
0
OH OH I
ZNE RS ER-S-RBEAR S BB ¢

() ERRNELABE —whrALZEHHGEH/HT  »
MAEBEELET  #BiLLKX 5

NH,
F
ﬁ
I|\I O
H 11
z5-AE gl E —HwRAARXE RS ®

(b) EAMNEALABBLADNOHKHT  HIZEE K
Kbzt BiLeXAH:

CH3 Y
0]

OR’ OR®  1II

ZB-23-#RE-S-F Rk BEF RS
(c) BT BBLAYWARE _HWREALAKXBRSES  REAE

97740-960824.doc -1-



1291962

@F R EILEYD
(d) £ RitE XA

X-C(=0)-R?

2 HBAMCRB BRI LS i ALEYWEBAL 2
EEAEHBEAILLEY S A

() ERAMAEARIYN-BA-S-FA-5-AFLdhH
AT BEEMHBEIRREBEREENAB RIS
pAAEARR) £
XA EHER
Yh M AR
ReAam A -BrRAE -FrE T4
RAupARELAR -

2. WwHE RAIZF X A FPZE—wREAACRKRBEBNT A
—H AR -

3. W RA22F % R F T BQQFAAZIE —F R AL
RE L ERBARYS-ARERELEZIHN060EF T E
24H0.70XF ¢ F

4. WwH RA3IZF H R F T BQ@QFHAARZIE - REAML
REAEHEHYS-ARERSEIHNIOSEFT T E

5. WwHE RBIZF i A FZBASTEODETEFRY R Y2%
REVZ-BREBRDBEEY

6. WwHF LASZF > AP HBBHA=RTF rmEk

7. W KRB Fik AP BETHBO)AMAAIKRANS

2\2\1

e A A s &

97740-960824.doc -2-



1291962

10.

11. %o

12, 4o

13.

14.

15, %o

16.

B AMBMESS-ABBRZAHOISEF LT EEH65E

%

FRBIZ Tk AT EALBBEENZTTRO)HKR
2§ E 445°CE 4 55°C -

KAz F k AT AL EBEEMZIFTRDBR

W RBlIZF % AP T HBC)F 2 F =& s & bR A
AXNFRE AR -

miF RBEI0Z F ik > FPEHBCEOFAHAAZIE A1
KELEHBARHS-ARERLEINOISET T E
EFH045E T E

#xBElzF i EYRBTEHA -
WwERBLR22F Rk AP HEEHEIRAELARAELAR
&%@@ﬁ&iuéiiﬁﬂﬁ%%dbii#ﬁ%§
Lottt T  BEL8HE = AiLEHBBRE
WwH KA FE  AFZmAKALHRAALY -
¥ RBAIl2F x> AP A KANIM223-247#-5-%x A%
o H AB-RREHY -

—fitbs o HLEZEXAH

97740-960824.doc -3



1291962

z
o o o/ 0

I*x fi Tk)\ h lx

OR‘ OR! , OR’ OR! ORl OR! , &  OR'OR!
* ¥
R'Z ¢ 8%
LH=ZF AR A
R*% /% & %

17. — vk EHRAREHBHALZEXS

NHCOR?

SN

| Y
CH,

N~ o
0
OH OH I

ZNY-BA-S-FA-5-ABFisddsh R £RUE
ERIBZFAPREEADF AR EABRYZ K4
TrBEY ot RAIZILLOHRE—BLE > XY
BRAIZN-BE-S-FA-5S-ABHFLEY £ TR WH
XAl HFZAEH -

18. — % HG4AREBLEXNS

97740-960824.doc -4-



1291962

NHCOR?
CH; N/}\

OH OH I

ZN-sA-5-F R-S-RBECLY » FF kK
(a) A— R EALEXE

%x IAA fi/z
o e W

OR! OR! OR! OR! OR! OR!

2@y rALLbNABBRALILL N RL RS Y
AT KOS RAERA

Z
O o O/ O

X u u
SR

OR! OR! , OR! OR! OR! OR! OR1 OR!
Z5-f B BEREMZIRERAMRAE A

R EALARXB EALEXA

X-C(=0)-R?

97740-960824.doc -5-



1291962

19. %o

20. %o

21.

22.

(b)

z & K AL H OB R A

B
ERAEAZRIZN-BRA-S-FA-5S-ABHFLEH
Z BT EERFTRIEREALILES Y &8
AtitebHmirzywr AR ARELET P £ ¥
R'% ¢ % & ;

R*% % 8%

XA FHEAR

725 =9F Ak -

FRAISZF X AP RELRBANTFEA=F K

o~

¥z o

F KAz F ko AV FHRQ@F AR K AEARE
PR ARAHS-REERLEN S EZXIHOISERTE

EEH045EF % E

4o

B LISz ik BRPB I EFEAOHELHEFEAREERE

Bl -

WwHE KRB FE A imnywntagimrtizd

e

BT REREH -

97740-960824.doc -6-



	BIBLIOGRAPHY
	DESCRIPTION
	DRAWINGS
	CLAIMS

