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Bz, AvuexPgrr, vuxPrhEREFONS, LV, ~NUa
Ny F— - Er Y REDDIZIE. AEADTRRSN 7L F L, X=v Y VR
HAWE B, 7TEF VY UE) BEOR/Ehidz) 2nvA VU RHE
WE Bz, 77V Ra<vAv %) LEFRLTAVWDIORFELY, ik,
Abp=FY— N EDHRABFELL, TEXFVV IV, 77V A=A 08
KUA ba=FY—ApoBEINs ZHlL, 4 IFY—NVRIEEH. &V DT,
SUITS=ART YT = VRIEE DZEIRIIENA~Y a7 F
— - vn UREDHRETT,

BlziE, 775 —NOBE, WERfEREDZ Y 77—V 15meqR
BHTENENII BTN, 3 0megE@F 0 72 AXL B 7 BMIZ
FEESNB Z ENEhoTedt, AFBIZL T, RO TELBF DR EM S
FIROTERLEFEUANORSOBEEZERTELDT, 1 5mgFRAITENL
HI4BETNESEITEMC, -3 0mg BRI T ELANISBETIESEH S
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T ENENWNEUETE B,

EBIZ60mgEAETHEN T ELVENCEBN TS, 1 BHEI SIS EALOMER
BARETH B,

e, FUI T NORFEEHEOSGED, 30mg, 40mgRBRU6
Omg B8R THHNSEAARIBIC. EhEh, 35HESBZEH T BN, 25THFEA4
BATENBEOLENESIBEN T EARANEZLNTE S, OmgEHTS
ATENES 1 BRI EA TNV EANDEZENTE B,

el xiE, KERDOTF )T T NERRT YT T —VRIEZ 6 O0mg
BET DT EAANL, BREITEERSEEA L, BRBH W=, L by
Vo — -V Y EGEREEOEIERISINEROIERIZFETH 5,

1 BOBREEIL, EROBE., RENBOFEMH. R, KE, BSOS, M
M. ARG OBRZREIZE>TRRY ., FIZRESNARVA, FlxiE, FRE
FELT, A (60k g) IZRL, MAMIZERET2HE. ARHRS L LTH
0. 5~1500mg/ /B, FFELLIIHN5~150mg,/ B THD, Thbx
VAL I NRILEWERRANT. 1 B 1RELIT2~3EIZHTTHREL
TH LU,

W, ARHOBEREE - RERFCRERSEOREM R LS E5DIC, Gl
BRIV THEEREHE L T LV, #lXiE, BREERLIH L-ak, R
BHAE (Thbb, BRUNOKECERT 20  EZEEER LUWEER
Rt ABEEOREHREZ A VR R EICLY | KEHOHERGRL AL 5/ —
NREEMEERTHEARBAORENMDM LEFHDZ LB TES, ZDLI7R
BEFEICT LI L Y, ERRFINESEEMT IBREZERTSZLICL
D EERSELET 2, BBRFEHATDHEE, BRI BBT MBI CEXE
BRI A% L0b, ZOAKRE L BITHREEEZHETZ LT LV,

AFERADERETHLPP IEHZFFORVAAL IFY—NVRLEHE LTI,
PEk 77 IR RFAEEER D, B, FRIAVLIATNS, —fiIZ, PP I
ERZR OV XA L FY —NRIEEWIRRIE LT WD, (LEMDOFRRY
PIIHEREE GERF, TEALT7 7 ALFAR) TERINTNTH, —ERERLT
e, ZTO®IT, HREE LTARTIOIXR#ETHZ, Lobit, S V77
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Y —NARKITEIIERTE & LTRSS NI, ZOHERIZRII L

(W000/78745%) LIRIFEREZEMT D DAL 2> Tz, Thid, —%
HRELTHY, —BEEPIANE, FEREOLOEINETERLULETE
R B01%, BF. BH TR, TROLEKT VYT 7 Y —AREIZEDE
FMEALTHHRELRAROT, LT VTS5V NE2ELRREER L5
Bb. Vol AR S TUMBRIE CIIEARER b L ks dt+
B, FHREITERDFETIIERTE U,

LU b, RN CHRRERERERE., HDVIRIES RV
EORENRH BT, EBEDT VT — VORISR REWE LBHE
MLiEEZA, BAMCHBEICHEREDT VY77 — e RET B HEE RN
Lz, ThbbI7 V)T T —NAREOEKER FELIXTV I TFY—
NREOKFIH, EHIFE LTI TT7 =N 0. 5KMPHD T
YITTYNARE - 1. KR A2 0~KI1 0 O CIZIREFT 2 5B
EOMBATAZLIZEVRIETERZ ENRHENE, FF LIIERTIE, &
FIhEMBEITOONL, FELLITHNA0~K80C, I HIZHFELLIEFN
50~M70CIZMATZZLIZEY T YT T Y —NRBIHREITRETE 3,
B, MET AR, BREFRRBEICLTL I, FE@ERATMALTH
W, HBVTEITIMAT A2 TH RV,

LUF, Ehaplis L ORBRENZE SV TARIERAZ LV FEMIHAT 52, A%H
XINGITREIND D TITARVY,
REEMEH 1
HbI 7 > ) 75—V REDERK

Z I FT Y= NREKYFER MRXBREFRAS) 40271
8OmLIZHEM LTEiEE 7 55mLEK2 70mLDBRAKETFIZHLO
ST TH T LI, RITK340mLEK2 0450 THTFL, 0~10CTH
1 RefBE L7, T L=z m L., 7' b /K (1,/5) B9 OmL,
FEVNTKO OmL THE L7z, BONIEBMEREN 6 5CTH 7 ReMIBIEREL .
BT ITIT—NVREEB NE: 38. 4g, IXE: 96%) , BB,
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BERBIIOERIIZ Y T7 /=R 1. 5KMHTHS,

TR T

BB : C:52.03, H:3.82, N:11.38, S :8.68, F :15.43, O :8.66
EHfE: C:51.77, H:3.84, N:11.39, S :8.59, F :15.48

'H-NMR (CDCL,) :2. 25 (3H, s ), 4.39(2H, q, J=7.8Hz), 4.72(1H,d, J=13.8Hz),

4. 85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H,br
S)

R XARET : Floe—2 28R

{LFpiE (EFEEL%EME :98. 3%

HFHE: 100%ee

Ksy (KFiE) : 0. 5%

BUEE P 2
R T7 T T —NVRIEOERK

ST —NREE- 1. 5K (10g) &#6 0°CTHRMBIEL
BL, RV NARIKES (IRE: 9. 3g, INL:100%) .
TLE T
HEAME : C:52.03, H:3.82, N:11.38, S:8.68, F:15.43, 0:8.66
ERME: C:52.17, H:3.92, N:11.23, S:8.58, F:15.40
'H-NMR (CDC1,) : 2. 25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H,d, J=13. 8Hz),
4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H, br
S)
MAXR  FriZE—27 2R
fEEME : 97. 9% (ERBEDHRME)
WM : 99. 8%ee
K5y (KFi#E) : 0. 7%

BEEMH 3
o T —VRIEDEK
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FUITTY—RIK- 1. 5K (10¢g) %16 5°CTH 7 RHERE
BL., BT Y TTFT—NAVREEGE NE: 9. 3g, WEK:100%) ,
TR ST
BEGME : C:52.03, H:3.82, N:11.38, S:8.68, F:15.43, 0:8.66
EHfE: C:52.08, H:3.90, N:11.25, S:8.56, F:15. 37
'H-NMR (CDC1,) : 2. 25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H, d, J=13.8Hz),
4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H, br
S)

MRXHR e — 7 28O0
LR - 98. 4% (B DEM)
HEME: 100%ee

Kir (KF#) 0. 4%

s a5 4
KR T7 VT T —VREOERK

ST —NREE- 1. 5KF (10g) K6 5CTHKSRREMEL,
T T —NREEEE IRFE: 9. 3g,. WE:100%) ,
TR T
PEEAME : C:52.03, H:3.82, N:11.38, S:8.68, F:15.43, 0:8.66
ERME: C€:52.12, H:3.74, N:11.30, S:8.74, F:15.40
'H-NMR (CDC1,) : 2.25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H,d, J=13.8Hz),
4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H,br
S)
MRXBR : Bz e—7 @D
LM - 97. 6% (HREENEE)
RHZEHE : 99. T%ee
A% (KFE) : 0. 5%

SRR S 5
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R T YT T —VRIEOEK
FUITTS—RIE 0. 5K (10g) 287 0°CTH 6 FRFRIBITER

BL., HEHT YT —ARERERE (R&: 9. 8¢, INE: 100%) ,

TR

PEAfl: C:52.03, H:3.82, N:11.38, S:8.68, F:15.43, 0:8.66

ERfE: C:51.98, H:3.95, N:11.30, S:8.78, F:15.35

IH-NMR (CDCL,) : 2. 25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H, d, J=13.8Hz),

4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H, br

S)

MRXBR : o —27 2870

{L#MEE - 98. 0% (HEHEBNERME)

KFEHE : 99. 6%ee

K% (KFIE) : 0. 7%

BEH 1

v ITF7—NREE- 0. 5KFMMDER

oI TTY—NREEKYRER (K1 BRXBRERENEZK) 40g%27E
F180mLICIAMRLI-EKREZ7E M5 5mL &K 2 7 0mL OBEHEPIC
91 0DT T T L, RICEIRPIZAK3 40mLZK2 0450 TR T L.
0~ 10 CTHK LI LIz, FHLAKREERL, 7T /K (1/
5) B9 OmL, WV TKIOmL THHELE, BohBHEREZMN30CT
K7 REEIRERR L, S Y75V —ARIE- 0. 5KMEBL (INE: 39.
3g. WE: 96%) ., 2B, BELBRIOHERIZIZ VYT 7Y —VRIE - 1.
5K TH B,
TTRGHT
PEEAME : C:50.79, H:4.00, N:11.11, S:8.47, F:15.06, 0:10.57
FEHME: C:51.00, H:3.92, N:11.23, S:8.65, F:15.10
'H-NMR (CDC1,) : 2.25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H,d, J=13.8Hz),
4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(1H,br
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S)

By XHRE : 7RI (d) 9.50, 8.73, 8.31, 5.57, 5.18, 4.80, 4.20
{LEEME : 99. 6% (HHEEDFMHE)

HEME: 100%

A5 (KFEE) 2. 4%

2EH| 2

SUYTT=NREE - 1. 5KIMIDERK

S5V T7TY —ARIBEAWER (K1 BRXBREHRRKSE) 40g27k
F180mLIZEMRLERIEET7E 5 5mL &K2 7 0mL ORAEFIZ
10T T T Lz, RICIHIKIZK340mLEK20400FTIHTFL, O
~1 0CTH L BsfEIEE Uiz, FTHLZRRE2ERL, 72 bk (1,/5)
BIK9OmL, HWVWTAKI OmL T Lz, HONLEHEREN1L5CTHS
RFRIBERR L, 7Y 77— /R 1. 5Kzl (IRE:41. 6
g, E: 97%) , BB, WELRAOFERILIZ Y TT—VRIEK- 1. 5
K <Hh 5,
TER T

FRE: C:50.39, H:4.05, N:11.02, S:8.41, F:14.94, 0:11.19
FEHIfE:  C:50.50, H:3.94, N:11.32, S:8.25, F:14.73
'H-NMR (CDC1,) : 2. 25(3H,S), 4.39(2H, q, J=7.8Hz), 4.72(1H,d, J=13.8Hz),
4.85(1H, d, J=13. 8Hz), 6.69(1H,d), 7.31-7.80(4H,m), 8.35(1H,d), 11.5(IH, br
S)
R XBEET : BRI (d) 8.91, 8.07, 6.62, 6.00, 5.92, 5.66, 5.04,
4.51
LM : 99. 6% (EREEDEME)
KFEME: 100%
Koy (KFiE) 6. 8%

BRI E e pl 1
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MREER LIGRY, EET VYT T —RIE, KRBT XV A, v ak
(Bfedh) | a— R —FBIWEEBREL FoXi7rnltin—2% X
CIBAL, EEEBMANET D, T, ValE BR) . 222 —FRUK
BHEL Faxv o iwin—2 % L BA L, PRBEAAIET5, B
EEENERIE (oA MERL CF) IZv akE - TASAREERIAZ AN, EF
B¥ L7 r e n— XK (2% W) ZHEE LR b ERROFEKEAHFBL &
U HAA 2Bk 2 —T 1 7 UERIBER 285, 2—7 4 v 7 BRI
1 — & —[EdEE: 300rpm, HEHEOEE : 1.8g/4. AT L—XTE : 0. 2kg/cm?, A
Uy FETES ¢ 0.2kg/enfTIT 5, FONIEREFRMIZ40°C, 20/FHI 2RI
L. AEFCHRE L, 710 um~1420 p mDFRKLE 1§ 5,

EROBERIC A 2 —T 4 v TR EREER 2 —T 4 7 (U Ly st
B, LAB-1) ZAWVWTa—FT 470, EDXERBL, AETEHEL, 850~
1420 p nD BRI 28 5, 2 —7 4 7 BERIIRKAE : 0.60°/5). 4
KIRE : 85°C, TEIRER : 8g/. AT V—xTHES : lkg/em® TITH,

BONEFERIZANZBIO 7T u AR RET D, BbN-BEAHI150mg
(Fv Y77V —/VRIK 30mgiB Y &) | 200mg (7Y 77—/ RIK 40mgh
WE) BXUBmg (5 Y77V —/LRIKE 60mgtBSE) #ZhThas, 358
FOREH T ENITEET B,

BH ] 2

MERER LITRT, ERET VYT T/ —REE, REE~ T XV UL, VakE
i) BEGEBEHRE L FaFrruitin—2% L{BAL, FEK
AL 5, £, abkE (i) ( BEBREE Fodi Yo rtro—2R
RUOBtTF & & LRE L, TRIEHEAA L 5, EOEEEHEE (Tof
FMEB, CF) 123 a2k - TASAREERGZANL, £ FedxvFoitin
— AVRIE (2% : W/W) BVETE LA b EERo EIEMAR X O B oAl & IR K
a—7 47 LEHRHEREZ/ D, 2—7 4 v 7BERMKITe — 5 —[EER
$5:300rpm, EHEEE : 1.8g/4. A L—xTE : 0.2kg/cm?’, AV v bZTE
77 :0.2kg/em* TIT 5, B ONTIRIHIZ40°C, 200FHIEZEHB L. IE TH
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BL, 710 um~1420 u mDEERIZH D,

FROBRIIBEME D —T 4 TR B TRE BRI —T 4 T (XU Ly Uit
B LAB-1) ZAWTa—FT 47 L, ZOFEHE L TR TEIE L. 850~
1420 u mDFEMFERI 21/ D, 22— T « » VT BERMFITIRREE : 0.6m*/5), #5
RIBEE : 85°C, HWOEEE : 8g/H. AT L—=xTES : 1kg/em® TIT 9,

BONFERIZINV I BLXOTT v UL ERET S, BbN7RBEHRI150mg
(575 —RIE 30mgtIYE) | 200mg (T2 Y77 —/VREK 40mghA
WE) BLUB00mg (7Y 7T/ —N Rk 60mgli¥4E) 2 ZENEh4E, 35B
XUesH e KET B,

A E M 3

MEREELIORT, BTV YT —NARIE, REE<TRVT A, v alE
Bies) | EBBEBREE Foxdnerein—2BL0BEFZ 2R
AL, EREMAIL T 5, BLEEIEREE (7oA MBI CF) v akE- T
IS ANEREERL B E AL, B RrX 7 u ikl o—REiK Q% : W) 8%
L2 b EROFEEMANEZ a—T 4 V7 LERKEBALZHED, 2—T 1 7HE
GAfix o — & —[EdsEk: 300rpm, HEHREEE : 1.8g/43. AL —xTIE :
0. 2kg/cm®’, AU v T TJES : 0. 2kg/cm® TIT 9, B ONTERFERI % 40C., 20
PERIE R L, A CEIA L. 710 u m~1420 u mDEERIZ 15D,
LROBERIZBEE D —T 4 v SRR o —T 4 TR (U Ly 4
B, LAB-1) ZHVWTa—T 17 L, TOEEBEL THE TEH®E L, 850~
1420 u mD SRR 2185, 2—T 4 VT BELRFITRREAE : 0.6m/45. 1
IR @ 85°C. HEHOHEEE : 8g/5y. AT/ VL—xTESN : lkg/cm® TIT D,
BONEBRICAN I BLIO T u L E2RET S, B ONTIBERI150mg
(Zv Y75V —VREK 30mgfY &) | 200mg (5 Y77 Y —/VRIK 40mghd
WE) BLUB00mg (V7T —/VRIE 60mgHY ) 2ZhFh4s, 358
FORBH S ENMIKRIET B,
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FIEHAA
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Eiap 1
50mg

40mg
14mg
26mg

Omg

EE#HEE Fodo oo —X 10mg

BiLF % v
o 1R R A
vakE (i

aA—RE—F

Omg

b5mg
2. bmg

BEBEY Fnsx 7ol kino—2x 2. 5mg

LT &

faai
ERexdrrneiElo—R
LY

EL

MR —T 4 T HRAERY
AE 7 YNEBEEAK
Ny
RILFL 7Y a—n
mibF &7
RY J~— 180

FREUK

Omg

1mg
49ul
160mg

86. Tmg (BEIFERRSY
7. 8mg
2. bmg
2. 5mg
1. Omg
119.5u1

PCT/JP2003/013152

Kt 2

50mg

40mg
14mg
26mg

Omg
10mg

Omg

10mg .

Omg

2. bmg
6. bmg

1lmg
49ul

26mg)

Ll 3
50mg

40mg
14mg
36mg
Omg
12. 5mg
6. bmg

1mg

49ul
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&t 39.8mg (EF#HELT)
P A FEARL DA AR
B 160mg
R MR 39. 8mg
E 199. 8mg
BA RO
P P R 199. 8mg
T 0. lmg
TFuaI)v 0. lmg
at 200mg
F 7 VFI DKL
SUVFF—NARIE 3omgYE 40mg A X4 & 60mgHE 4 &
REhL 150mg 200mg 300mg
B FEIN 118 (4%) 11 (35) 118 (2%5)
RERG

KR T T 5 Y — LV RIEDEEMRER

(1) BB AT UTTC, T Y 77— A RIEI0mg ZEBICEY . &
BT 2RI ANz, BV T, KB AT VU F CUTFIC R TR EM SRR DR E
LAl E LTOBREMEDE 100mgZ FEHICRY . T Y 7T Y — A REMBA
STRRIZ AN, FDH%, ¥ v 7% LT, FTEIRDAZEICEIVES L,

<SEEMEWHE >

@ RBE< 7275 MgCO,

QBN T A CaCo,

@ Bk~ 275 Mg

@ Kb~ R UL Mg(OH),

® HEMEWER L

(2) B L7=3BHI, 40°C / 75%RH(BAR) DREFRMT TEERIRE L, &
B. REO/MALLE M T 572 HIZ, International Color Manual|ZZ-3V\ T,
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BREMA L, W7 —a—FEMNELE, KTHRRT, 5SCTREREZAN =YL
L LT, BREXL L TRERDOHN & LT,

(3) RBFERIZOWT, ML ER 217, B, K2H, AITHERES
VI T T VRIEERT,

5 *x2
HEMEYE |Eek RIFEM
(A/3HZE) A=Yx W 40°C/75%RH
(5°C 5H) |5AMH
MgCO, 1/1 A EEE
(Efk72 L)
CaCo, 1/1 ik Bk
(LTI ELHY)
MgO 1/1 HHER HAR
(kL)
Mg (OH), 1/1 HEA HAA
(FEfe#2 L)
e L 1/0 Wik 8RN
(ZEkdH)

2LV, 40°C/T5%RH 5ARBICHT, WEEw /XD A, REEAALT Y A,
B~ 27 AB LUK~ 22T MCBWTREDIRNH B Z L H3Fe
RBINTz, ThROB, 2o DREMEBREZRMNT 5 Z &Ik > TUMEELE

10 B3 2R3 E b,

PEE L ORI DO RTREME

AR EINIE, Tu bR TA e B —ERE AT DHERICREE Rk

DR AL I FY —VREEME TRV T A, AN T A T ) U LS
15 O EMEMH TREIND L) REBHEEZEASTH I LIZEY, £LY

FELLIX, SOREERSEFRE LICHHEEER 2RI, Zh 2 BEEgiRE

LHHHIEERE CHET 5 Z LTI WV RERERRFI /L ENTE S,

Fho, AERPIZELD, Vot AfRIEESNZPP I E LTHEARRV AL IF

V= NVREEMDHREFE., &V DI HAEEERDOIERET. L ZITHFB[EDOT
20 VT —NVRIE, EBHDOFRMEENRIESh S,
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WoR 0 W

1. EEMEEE S bRy I ey — (PP 1) EHZ L OERBEDOR
VAL IFY—NRLE & B ER T DRERERA,

2. RURA IFS—NRICEVPRHFEEERTH DS ﬁEITQQIﬁﬂﬂ
3. NUVAA IFY—NRIEEMDIFFEEDK (1)

R3
o/

EK¢\%Aiﬁﬁg%ﬁbrwf%iw&yﬁyﬁ\lemiﬁ%\ﬁﬁg
ZELTWTHLIWT INIANE, TIUVEELEITIALAFTE, R2, R?
BXORYE, TNERR—FRRZR 2> T, KFRRF. BREZALTWTYH
TWTAFNE, BREZAELTOVTHIWT A a VEEHTEREZFLT
WTHIWT IV E, BIORYRERRFELIICHERL, *IIRFHLER
7)) TRINDILEMEITE DR TH 555KIE 2 FL8E O B RRA,
4. RYRA T = NRICEMORFEEEGEY, T T =N, TATZ
S, FRTG—NVERZNR N T TV ORFERER TH DFEREA 2T
o BERRA,
5. NVARA IFYV —NRICEMDREEEER, T VT 7Y —NONFEEME
AT HiERE 2 OB RRHA,
6. VT —IVOREERAER, RIETH 2 FHRE 5 0 BRI
7. VI T T NOREEEER, SETH2FHERE 5 T BER AL
8. MHEMEEEN, TD 1 %AEIKREIX1 %KEBEROp HNR25CT8. 0
LA 2RI T 2 35RIE 1 iEl o B RAL

MAMEELNS, REE~ 7RV U A, RBEAIN S T A KEBE< TR T A
Bb~v RV T A, REET VD U A REEKERT MY U LABIUOKERET N Y
A b2 BN BRITN S 1 UL EOEEMERE Th 25 RE 1 Tllo B
Al
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10. #BEEZET55HRE 1 ko @R A,

1 1. #ERH., BEHERZ & RE 1 0RO B RA,

1 2. BB, MHEEERE % & LiERkE 1 0 Lo EmRAL

1 3. #BREN, ERERX XA I LVREEMEERT IR LEICERIN
TP ERESE L i P SR LI TR S s U R IR 3 KX O F T i3 RTE
MRS % & Les5RIE 1 0 FR8l BB,

14. ESHEER, SBRBIYIHLBIINIDRL LY 1L ESRBKEE L)
CBEEINDGDRL LY 1L ZEFT 555 RE 1 2O BERRAL

1 5. HRABMETHHEEKRE 1 4 5E&k OB EHA,

16. Bt~ RV UL FTABTITRVT A, WHRKBETAI=D LT VE
LTOAFTABT NI VBT RV Y ADLRIBENDORBIIND DL L1
DEBEIMEEE T 2FREA L 4 RO BEREH,
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