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|. BEICEHISHE

1. FAFORE
L AKX EEL00mg * FERI20% DAHEZE T THH LI B RiL, KERIE AR - R L LVWEH % -
HIEBRRATH 5,
L3 A A EE100mglE, BIEEEETT A CTH LT v MNERESE A2 A7 U —=2 7% E LTHWL, Z0iEE
AR S A A & L CGRIRES ., 19904512 7 BIBEEHEAl & LTRE LT,
Fio. AANTEMBEONKEME 71 2% 75 v (PG) #MMEM K ONE IR E ORIER FD1>Th 5
TV =T UHNHIER 2B T 52 b, BRAOBISTERI 5] e X Mt S, T ORER, 19944E6 A
IZHRE OB - BhEEIMS LTz,
F7o. 1998421 T5hEE - 20 KOt T - AR AR L L OFFEEEE @M S,
X HIT20034E3 A 1Z1d b o A X FERI20% 3 K ER STz,
200949 H I EMRFH LR RO —BE & LT, L3 A X FE100mg~D 54 DZETH HKFR S 41, 20094£10
AU NI E REE (AD & LI R (JRIEF) 2+ HSE  AARER G Bk I ST,
2009411 H (21T R A O R RO MR E A2 B & L7 O — 588 T HGE D ARE S vz,

2. HEOBEEN - DFFMEHSE

O BHHEOPGHMIEN - 7V — 7 U VIHIEH Z R oD COE X - BIgERRATH D (13,
14HZM),
NSAIDs**<X> Helicobacter pylori 72 ¥ \2 X % B RS E A2 M35 (18, 14HSH),
BIEEOQOUHM & @, ¥ « A MEIT 5 (13HBMH),
BRH, FRCOB A - LT 2 8RB D TN 5,
BRI D RNE A HIE L, KR EZ SGET 5 (13, 4UEZH),
BIVE R S BUEFIZR130.54% (54/10,047) T, O EREWERITERMOM: (0.09%). ALT (GPT) k&5
51 (0.05%) % TH o7z, (L= A X EE100D KGR K O F A K T IE)
Flo, BRAREWEH LT avd, 7H 743 F—HEK., BMERED. M/MMRED. FFEEeRE
EROCERENHOLDONDZERH D,

©@06 60

TP FRBOFRBEHRZ(O L A, Wi, AR, FE)OLE

SPEB K, BT ROV E
3 3% NSAIDs : non-steroidal anti inflammatory drugs(FE A 7 v o RMEHLLRIESE)
%X QOUH : Quality of ulcer healing (& 15 D &)

L3 A X EE100mg, FEKL 20% 10—0 — 1 — 2010 4F 12 H k3T
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1. &¥ICBET Z5IHE

1. R34

(1) 4
LT A HEE100mg, L2 A X ERI20%

(2) *4
Mucosta tablets 100mg, Mucosta granules 20%

Q) &FMDHEE

Mucosal + stabilizer

CRbE9) (% EAk)
Gastric  Mucosal Prostaglandin Inducer
('H) CRAED) (Taxzrsovy)  FGEWH)
2. —fx4

(1) Mm% (4%
L3I R (JAN)

(2) *% (@f%)
Rebamipide (JAN, INN)

3) AT L
BARSANA

3. BEAX(TRMHERX

(0]
)\Q o RUSERLEL

4. FRRUDFE
4373 0 C19H15CIN204
sy & . 370.79

5. {t24& (&i&i%)
(2RS)-2-(4-Chlorobenzoylamino)-3-(2-oxo-1, 2-dihydroquinolin-4-yl)propanoic acid IUPAC)

6. BR%A. Bla. BS. B5&5
OPC-12759 (IRER¥E )
BB, &L LT T IR (proamipide) 2MEA S22 &N D,

1. CASEHBES
90098-04-7

L3 A X EE100mg, FEKL 20% 10—0 — 2 — 2010 4F 12 H k3T
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B CRET SIRE

1. HEZHNE

(1) 5488 - R
AT ACAORREEOH R TH Y | BRITEY

(2) BfRM%
AL, NNV AFIVRNVLT I RIZROREITROT <, A /=T 7 —/v(99.5) 1T T
Tz <L KITIEE A ETRIT 720,

UBfEME (25°C))

TR &fR%  (g/mL)
N, N-CAFIJLAR)LLT IR 1.42X101
A M ) =)L 1.0X 103
X ) —/ (99.5) 6.4X104
7K 6x106

Q) Wit
(FAxHEEE LS E FDOKSDER (37°C))
FERHEEE (%) H IR (%)
12 0.9
21 1.3
43 1.7
62 1.9
96 2.1
@) MR (DER). BR. HER

S 9 291°C (4 fiR)

(5) ERIGEMRHTEN
pKa=3.3 (257C)

(6) HERE

(Britton-Robinson #E&E&ICxtd 52 0 OKRILLARUA Y 2/ — LD HEFRE(25°C))
pH 2.0 4.0 7.0 10.0 12.0

VA =0= I NN 8 0.69 0.07 <0.001 <0.001 <0.001

T B I —IVIREER 423 38 0.60 0.19 0.17

(1) ZFDthoELRMElE
FESME - Ze L

L3 A X EE100mg, FEKL 20% 10—0 — 3 — 2010 4F 12 H k3T
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2. AMBDDERFHTICEITHIREL

(B DDREN)]

PRATRAT: PrAr PRAFIERE fh R

A 11~32°C 36 7 H T A4 (K) b7z L
17~86%RH

50°C 67 A W7 AR % (KE) k72 L

25°C 75%RH 6 7 H 7T A R4 () el L

40°C 75%RH 12 5 H T A R4 (RE) Elia L

4 38/ 77 A5x4 (R EAb7z L

FENEOL 67 A vy —L (BRO WMHEADEOCERDT*

740~880 /L7 A

* 0 EME LT p-7 B AR XTI REUNN-IR/L I L-p-2 mb_y X7 2 R S iz03,
ZOEIIEFT0.1% R TH o 7=,

HY%TF (v — LBl (R1FECTU FOSHMNGED bz, 4 %OAKREITAF T043% Th o7,

HzNCO@CI CHONHCO@CI

p-ZBANARUXFT IR N-RILZJL-p-P ARV XTI R

CHzCHzNHCO@ Cl

X

N 0
H
OPC-22001 (B iBEa{AK)

GEFIDRRIZE T S ERY]

3. AT DHERRERE

O EARUL AT kv
H R —faBRE TR TR RIEE ] A & 7 — Wik (7—1000000)
AMDBRARY b & g

@ FRINRUL AT kv
H R — R BRIE TR A2~ 7 R VIEEQ) RAE T U 7 A BERITE
AMDBRARY b & g

® HJF—BakiE TREIERRQ)]

4. BHRSDEES
ARz L, 0K 0.6g ZHEEICEY . NNV AT VRN LT 2 R 60mL (Z¥EH L, 0.1mol/L /KL
BV ULETHET S FERE 7o/ — by RRIK 2#), 7272 L, KAIZROBEANEAICIED S
L& LT 5, FEEDOFETERREZITWV., MiET 5,
0.1mol/L /KEE{L A1 YV 7 A 1mL = 37.08mg  C19H15CIN204

L= A A EE100mg, FERL 20%  10—0 — 4 — 2010 4E 12 A k7T
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V. S%IICE89 B5IHE

1. EIf
(1) FHOR. HER MR
(I DR
Wi Pt ST B | JES S

(mm) (mm) (mg)

ERENOI AN
2= 24§ 100mg Aj_]\f; @ = | s1 34 | #9175

HE~E B RO 7 L b a— MNERL T, IZBWERW T b T
R BWIH B,

L3 A B RERL 20%

(2) EFEDYHE

L3 AKX EE 100mg :
- BR—BERE SRS -MRRICLVRREZITO L&, ZUCEET 5,
- BR—akiRE wHEBRoORBIEIC IV EREITH L&, 60 SEOBEHERIL 5% ETH
%, ([7.78HH%) OHZR)
L3 A2 AR 20% ¢
- BHR— ks WA OREORBIEIC LV ERRE1T O & &, AR EERICEEGT 5,
- BlR—ERBRE BERERBRICIVRBRZITI E X, ZICEET D, (OEdh
- BR—akiRiE wHEBRoORBRIEIC LV EREITH L&, 60 S OBEHFRIL 5% ETH
%, ([7.78HM) 0HEBR)

@) #Aa—F
L7

(4) pH, BBEL. HE. LE. BEOERUREGoHES
Y Lg

2. HEIOMERK
(1) #»ps CEERS) OEE
(BFIDERK]
Moe4 ANy D & WY
L AZEE100me | 1EEFLARAIER Rmtron—2 bRy roibro—2,

100mg ATT IV VB~ T X UL B R An—A %

7 1 2—)L 6000, LT 4%

L3 ALBERL 20% | 1g L3I B R 200mg | FLBEKFIY), FoEnavT Uo7y fidmtErm

Syaldh o 14A(0.52)H — A, TXARN) L, T a— g b
L3I B RN 100mg VoA, ZJuAANVAR—AF N TA KUYV

AR— K 80, HE D~vwr=Fr—, AFTU L

fe~ 73220 L, EOM 455y

(2) Hn%
(DDESR

() it
BARWAAR

L3 A X EE100mg, FEKL 20% 10—0 — 5 — 2010 4F 12 H k3T



3. BAH. AKDONEMEIZHT HEE

BA=RSANA

4 HEDEBFHTICETIREN

(LI X B §E 100mg DHFIDREM)

[IV. 8HICBT 5 EH |

PRAFSA: PRATHARM PRIFIERE Ak S
25°C 60%RH 36 7 PTP A3 (450 71 &L o L
64 A STRE) HEFAY) -
40°C 75%RH
HY T L ”
IR 7"
6 7 H HAEAD) 2ih7r L
A Lo g
95C 75%RH 3 A RY 2T L Bt L
(BiAR)
PTP @i (RUifbke =
50°C 67 A VTR E)* b7z L
GHRFEA D)
S HOL PTP 4% (KU Hifk e = -
7R /-
600~ 830lux 671 VST 3G Eems L
H YRR & A PTP @ (KU = 2 W O E XV R R AR
) 8,100Langley s ST IR ) DI R % BB T2,

% : PTP@¥ (RVke=1r /71

(L3R ZFEH 20% DHFI DK EMH)

) TOREMRBRERTH D,

WHEERR (ERHEZEMELE-OAEER :20094F 11 18 H —8EEAR)
RAFSRME PRAFHA AR RE fiti B
7V R pldk
25°C 60%RH 24 71 A RV ZFLUEHE X (a
(HzpgAI72 L)
TVt
40°C 75%RH 67 A R =F L oK 7z L
()72 L)
TV R MRl ER LT
60°C 3 H R ZF L URR | BEACEOL, ITBOVREL 2D,
(HzpgAI72 L) RHEMET Lz (BUAEN)
37 H 7T K b7z L
25°C 60%RH 3 1A R opiE b7z L
371 H T AT v — LB el L
S kT 600 [ | 7 ALk b7z L
3,000~3,900lux. CNVIESA S -
50~75  Wem? 600 (A 7o L) b7 L
HEGE U 600 BifE] | T AV v — x
Fle Z A v — LK 27 L

L3 A X EE100mg, FEKL 20% 10—0

2010 4% 12 AET
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[IV. 8HICBT 5 EH |

PRAFSA: PRAFHE PRIFIEHE & P
25°C 60%RH 36 % A Bk L
B % AV 7
L P2 pasag gy 2%ﬂ%be§$;;L3wﬂ%V
° F UL A Bic M- . Blc
p0cC SAR | T REIREA i e 15, WIS L.
] 1A ABICHEMCEG L. 2 B ABIC
60C 3HA ICBV IR 72 o AN, T2 L,
o o N R L, IWHEENMET L7z GERESN
40°C 75%RH 4 HFH HT AV — LBk WA L
o . WiE U, WHZRIMET L7z (AL
% Ay p—L
25°C 93%RH 4 A BT AT ¥ B ik W2 L
A - AT TR R
3,000~ 3,9001ux. 600 B[ | L ogeme g k7 L
50~75 1 W/em? AD
L AR G 600 Ii[] | T AT v — LBk DEMNTHEL LT, b7 L,
Y H SRS - 3 s
95°C 75%RH 45 H 25 AR ﬁz‘iﬁ KT L7z GREEN) 25, fhicZs

5 RMERVEMREBEOREN
AR

6. &l DEAEL (MEIEFEHEIL)

L= AL RERL 20% & OO TS L5 364 & ORLEZALOFEMZ (VI

T R,

1. Bl
L3 X2 §E 100mg
Zf 0 XKV, 50rpm

R - WO pH 6.0 DY UERKFE T MU UL - 7 T UTERER (1-4)

Bt 60 O HRIT 75% L 1

(- RSB =H0 TL s B REE))

LORZ R 20%
&M - /N RiE, 50rpm

B : BT pH6.0 DY UEAKFE T MU UL - 7 UEREER (1-4)

Bt 60 3 DO HRIT 75% L 1

8. E£¥EMERERL
A% L0

9. WAIPDOHEMRD OHEDARE

LA AXEE100mg : B [V 3I B REE) 12X 5,

L A2 HERL 20% ¢

HiE—kEBiE e/~ 7o 7 0 —1E] 2Lk

J2 B VA I
A=
JEBAEREE : %9 10cm
H) i

HE TV B REE) ICHET 5,

B Lotz ie L, s8R (BR 254nm) Z2MRH4 25 & &

BT D,
WEEE T TV /A % ) —)/  XEEIRWE (75 : 25 : 2)
WEI/7 o~ 777 0—HU AL (BEHIAD)

FEAR Y N R OEHERE D HFIZ AR Y O REETE LU,

L3 A X EE100mg, FEKL 20% 10—0

2010 4 12 HGET

wE ZTOMOBEEEHN O

BRI 157



[IV. 8HICBT 5 EH |

10. HEIFDEMEDDEES
LT AXEE100mg : HE VNI B REE] 12X D,
L ALPERL 20% : HE TV I B REE) ICHELT B,
WKk~ 7o 7 4 —1BICKVERT D,
FHEA A7 2T A UML) B (Bum)
BEiH : pH6.2 ® YV U EREFEMER 300 mL (2K 750 mL 2N x 7% 830mL # & W, 7 h=hHV
)V 170mL Nz 5,
Mhgs « EHAMOEEESE (UERE : 254nm)
1. A
REM LR
12. BEAT HUE[EEED & 5K
0] N . CO:2H 0] N . CO=H 0 - CORM
HN H NH N HN H NH CI N A
LR E R m 7 voa Bk LRI E R o7 1 m PR VNI E RBEAS Y A VIR
13. AELIENDELGAFICEAT H1ER
M LR
14. ZDith
M LR
L3 AFEE 100mg, $EKL 20% 10—0 — 8 — 2010 4F 12 H k3T



| V. &9 %A |

BRICEIT SRE

1. EEXILHER
- BiEE
: T%ﬂf*@%*ﬁﬂ%‘%% (OB A, i, JEHR, IR Otk
SPER R, 1BMEE RO Tk

2. RERUVAR

- B
WL ACIZ 1IE L AT E RE LT 100mg (A= 2 Z5E 100mg: 1 58, &= A % FEk 20% : 0.5g)
10 3R, #, ¥ ROmERNRO&RET 5,

- TRURBOFRBERE (LA, Hifn, RBR, #E) ok
AMEER, BB RO
WH L. R AIZIZ 1BV NI B RE LT 100mg (L2 AXEE 100mg: 1 88, & =22 A X R 20% : 0.5g)
Z1H3EENEEGT 5,

3. ERERAUAE

(1) EEERT—42/8v45— (2009 £ 4 BLURERZELE)
ARV

(2) EGRERZNE
O B &S OB 1~
BRI CRT T 2 AR N AR SR B 1L TA T 60% (200/335 f31]) . M&IALLE 67% (224/335 i) T~ 1=,
F7o. “HEHERIEREBRICBWNT, AROFHENRRBO LN TS, FIZ, A%l 1 HHE 300mg
T LTIER O 5 B 67 Fila 6 7 H RBHERA L2f R, FRNRD LNIIEFIT 4 FITH .

FREEIN 66K TH- T,

PIARRIEDS « B AIA, 19(4), 539-551, 1989
VIR RIED « BERECAIR, 19(5), 739-751, 1989
VIR RIED « BERECAIF, 19(5), 753-775, 1989
EELEEIT) : BRI, 19(8), 1407-1416, 1989

@arEE k., 1BYEHRORZMEREL OEEHE -
A%, BHEEROSMEREEN 255 L U2l TOSMRUERIT 80% (370/461 f) . fi&M
MREHIEICIB T 5 PSRN EOMFERIL 76% (351/461 ) THho7-, £7-. ~HEMRLERRIC
BWT, KAOFHMEREO B TND
PIARBERIED : B A, 23(8), 1163-1190, 1993
INRF =AE D ¢ BEIRAR AR, 23(7), 1003-1028, 1993

(3) ERPREEHER BAMHER
fERERC N - 25 41Tk LT, 75~900mg Z HERE M5 L7 iR, B, B ek &k OIR
AR ITRD DR oTo, Fo, BEMRAS 7 124123 LT, 1H 150mg X i 300mg %
1H 3[E, 8 AM&EG LR bHER G CRETH 727,
SR —ERIED « BEAREAF, 19(3), 355-363, 1989

HE  AFOARBEN TS AR 1E 100mg, 1 H 3[ETT,

ATt A X EE 100mg, BEEI 20%  10—0 — 9 — 2010 4% 12 A kaT



| V. &9 %A |

(4) FERMRER: AERGIFRHAR
O BIRE
B EE 138 4 & %412, 1/ 100mg, 200mg X% 300mg % 1 H 3 [EIFR A5 L, 1R
Z 12 & LR LR, AN 2 < AR BIBBICxHT 2Rk 5 &ix, 1
300mg % 1 H 3[@ (900mg/H) &H#eESh7- ",
PIABRIED « BERECAIF, 19(4), 539-551, 1989

HE . AAIOBEE CARRINTWDHE - HEIX D@, AT 1 BRI RELT
100mg % 1 H 38, &, & ROBERNCRO&SE) T,

@ BMEE S - 1B E RO S
HABRE 50 4 & %512, 1 HE 300mg & 600mg & DA HMEZE hlekias U7- ik 8, mREZIZ =R
o,
F7o, BREHR 81 L& %RIC, 1 H 100mg #8], BEOY BHZICIRHAT HMHIES 1 [E 100mg
Zafl, AR OBERNCRAT 2 HE LI W TR 2 4 HH & LT _EERLERRIC TR
FLTRER, AREICZETRDONT, AFOERMHT 5 HE - HEE, 11 F 100mg, 1 H
3E BAFYETHD LS,

IR ZAE D - BRI, 23(7), 1003-1028, 1993

R AFOSMERR - BHEEROSMEEHTRREIN TV D HE - HET TEE. KA
WX 1EILAAIERELT100mg 2 1 H 3EREAOKS] T,

(5) HRILAIERER
1) BEALETHAERGHER
OR=ie
BB 62 4 26412, 1[0 30mg, 100mg i 200mg % 1 H 3 [HIFR O#%5- L, JARHARH
Z 12 & U CTHRET L7051 B 30mg AR 2 BRI U A S R b - 722,
T/, HIEBERE 175 4 25512, 118 30mg XiE 100mg % 1 H 3B O#H L, 1BHEHH
Z 8 WML LT _EHEEMEEGRRIC THE LZAE . 100mg #GREONHREEME I X 515K
HAEAY, 30mg BEREL VA BITER T\, AFIOEEME 1 H 100mg 1 0 3 [F
(300mg/H ., #], ¥ K OBLERD) SHESN Y,
PIARBERIED : BEREK A, 19(5), 739-751, 1989
VIR ERIED : BRI, 19(5), 753-775, 1989

AE AROBEE CTARIN TS AE - AR EF. A 1 LI ReELT
100mg %z 1 A 3 1[5, &, # R OWERICRO#EE] T,

@ BEHER - 1BMEE KOSk
HRBE 116 4 A %412, 110 50mg X 100mg # 1 H 3[R O#% 5 L, A0S %2 4 B &
L C  EHERLEBRBR TR LR, 100mg #5HONRBEMREIC X H16EHEESY 50mg
BHERELVAEBEIZERL T2, BRICHT 2 EEAH I 17 100mg % 1 H 3 [\ (300mg/
H) tHEESNT Y,
VIR RIED « BRI AR, 23(8), 1163-1190, 1993

HE  AFIOBMEER - BEEROBMEEN CAR I TV D MM - A& EF., jAIZ
IZ1ELAIERE LT 100mg % 1 H 3EBEAKE] T,

L3 A X EE100mg, FEKL 20% 10—0 — 10 — 2010 4F 12 A kT



| V. &9 %A |

2) LEEEER
OE &%
- HIEBHRE 266 4 2RI, Al 1 AR LS LT 300mg, 900mg M O MRS % | TR I
Z12EME LT, “HEREEGBRICTRFT Lz L 2 A, REIOF AR S,
- HiEBARE 337 4 2 RRICAAK 1 HHE L LT 300mg M ORI A | JRR M 2 12 R &
LT, “HEHEMRIEBRBRICTHRELIZE 2 A, AFIOFRENHER ST,

HEE  AFIOBEBGCARINTWD HE - HEiE NdE, AT 1 BLUAIERELT
100mg % 1 H 3 [0, i, & R OBEmMIEO#&E] T7,

@aMEE K - 1BMEH &K O Ak L
HRBE 3T2 4 26402, AFI 1 A& LS LT 300mg K OSHIRERZ | 7% %2 4 B &
LT, “HEHEMRIEBBRICTHRELIZE 24, AFIOFRMENHER ST,
- HAEBRE 114 4 235502, A& 1 BAELE LT 300mg KO Z | A% 2 M (hk
4

R48M) & LT, “HERKEMARICTRE LIZE 24, AAIOAHAME#ER STz,

HEE  AFOSMEEK - BHEEROAMEE CRRBIN TV HE - HEiE TaE., AL
Z1ELAIERELT100mg # 1 A 3EFEAFKE] T,

3 REWHR
LB L

4) BE - REAHNHER
OR=iy
BRI L
@ BAMEE% - 1BMEE KOS EY
FEREAOF LB REBEE CoOmE
JEREZE SO BT R 2 A 0F L7 B REE 24 4 2 %51, 1 H&EE LTAH| 300mg % 512 THi
FHUIAER, AFlOFAESHER SN Y,
AT A FHESIRIEA] (NSAIDs) (2 X 25 BRiEEEEE COMG
AT aA FHEGIRIEA] (NSAIDs) (2 X2 BREEGEEE 58 4 (A MMHMATIEG] - 46 1)
ZXRIC, 1 HEE L TAA 300mg #5-, 10 Z 8 M & L TR L7fR. AFlofH
FEREE ST Y,
FHATHEE A « B AA, 23(5), 691-705, 1993
AP ENE D« BEIRRLAIR, 23(9), 1477-1488, 1993

X TRCRBO BB OS A, i, FEAR. RIE) O tE
SEHE K, 1BYEE K OSIEREES

L AL GE 100mg, HRL 20%  10—0 — 11 — 2010 4F 12 A t&zT



| V. &9 %A |

(6) AFAER
1) FEAMERE - BEFERARERE GEHRAE) - HERFTERIERAR (TREBRKRAER)
@ fi H A A
Pk 2 429 H X0 PRk 8 42 9 H F TIZEM S 472 A 2 A X §E 100mg OfE FHRREREIC BT 5
A REAE G 1 1 5,878 5, H 4% 2,460 Bl ThH o7, TOWNRE FiLllrnd,

BRI KT 2 AHK| O E R O ELL FoWERIT 90.9% (5,283/5,814 ) ThHY . £
72, RELBEAZEDLE-EDNRIT 1.5% (89/5,814 f5]) Th-o7-, CHIEREE 64 a2 %R<)

BiEGICHY 2 EBRBAEERVEHE]

E YR fre2 RRYE R 21k HIEAHE g
JE I 2,814 2,469 442 72 17 64 5,878
HHEE (%) BEE 90.9% — ) 1.5% — —

BRI T HARFN O LARWEE OWERIT 92.83% (2,241/2,429 f5]) ThV . F/-, FELHE
{ba B ERIT 7.7% (188/2,429 ) TH-o7=, (HIERHE 31 Fl & k<)

(BRICHI D EMBPEERVEFE]

UE L B HIEARE 7
SE %L 2,241 180 8 31 2,460
HAEE (%) WEE  92.3% MHE 7.7% — —

© BEN e &R (17 % B R EER)
Helicobacter pylori BREFRIEICH] & e & AA & 15 L 723556 O BIRGHER A R KIT T 55
it d % HE T Helicobacter pylori Wt B 1BE B 25t BRI 77 ARt i gk e q — &
ERERR A EE L7-, FORE, 7 b a— EA B WO CARKIO BIREEERIT T 5
T AROIBERIZHE LARICE 2T, T2, BRROFEFEROREBMEILT T v & FRRE
ThH O ZORPIL TR, WRHET LV RERIEICESS DO TH o721,
Terano, A. et al.: J. Gastroenterol., 42(8), 690-693, 2007

2) ARBEHELTEEFEOABRRIEIENE L -HBROME
A LR

L3 A X EE100mg, FEKL 20% 10—0 — 12 — 2010 4F 12 A kT



[VI. ST %A |

EDREICEHTIHE

1. EEPMNICEHEHDLEYMRITILEME
Y hIXY—NERE, IV b=, TV F T AF— b, YT rar S

2. FEBER

(1) 1ER&RLL - fERHRF
TEHRAL -
T - () EMERMTHEBREE 2 FEHEFOE) 21

PH

Y AN
H. pylori g
H. pylorl!l!ﬂlﬂ :
B L SHEa TARETS 90
SAREE o
O MR
IL-SEEEWA MEBAEE

10)
Pt 00 auw:—-zza—tuumﬂ

, x—n—:ﬁ-e'/k
a8 ’ FU—5SHNa8
IL-18. TNF-a 1 * ¥FepER * / ERQF T THN
s B0 (5)
B * e | <
P —-—

P —
P P 9 meE
- < * * X W gteanmmN *
i SFeRIRMIO) —
* EESTRIANA m P —
-— P —
r N\ )
I. Eﬁaﬁﬂﬁ%‘\b o. %’Qﬁﬁ(v:iﬂ?%ﬂfﬁﬁ (ZDRDIER)
ATIBEICR T 51ER © H. pylori\= &3 B ERMEANSOI L -8FENH] © BREATOFFRE(CHH
o o ey (6} FhEBRH,SOFENIR T X 2—E RG] (in Vl’ffO) {in vitro. in vivo) o
© TRETS I AR @ ERS00; X~/ XS BENH nviro) D HFHRUORERA T BRI (n viro)
© IR (591) oSl SRl 2 e b A AR o vty
O BIBBEEE (4% O REtLiERBRMAH ©® BRI T3 H. pylor RN
\ J (in vitro) J

(2) EEEMITHHRERAMIE
O EBEEBICHT 2 M EH &K OVREREER
Z v MZBWTKRHIRA MLV RIEE, TAE Y &5, AV RAX T UEE, B A S iEE.,
T b= 8, HPTRSERIEE R ONEMEEE RS LTV D B 2 B A - PR, MRS
HALR T (PAF), Y=F AT FHNANAAL K (DDC), ARV R« A2 RAZ AL D HES
BEEEZHT 5, £72. 7 v NEFREREOTRE 28 L, MEERE 120~140 HHRIZA L
LT - R AT 5,

@ FEBRERICHT 2 IHEIER L OV EER 1D
Z v MZBWT, BHBOERSD—>TH DX 7o a— )L TR Lz ERE R OREA M
T 5 & BB mREDNREFT 5,

AT A K EE 100mg, WKL 20%  10—0 — 13 — 2010 4F 12 A tkaT



[VI. ST %A |

@ BHRIET 0 R B 7T D IR 1
Ty MZBWTHMBEN e 22 7T 0 vy Baasists, £/, Bkt o7rexy2 7
Vv Be, LEHEMESELELELIC, TuRX T TV B ORENTHD 154 h-13,14-
b RurvaRZ7T v B bENESES,
BEMAEFICBWT, BHETo 22 750D BaELA NS, =& ) —LVARICELDH
RIS e 2 HIE &2~

@ FREREOREER 1o 1)
Ty MZBW T ) —)b, B OSRT VA VI KD BREEEZIH T 5, £7-. vV XHh
IR RO R H R ERAIRICBW T, TAE Y U EOZ v a—Lig (FRHERO ERkSy D —2)
(2 & 2 A 2 il 5,
R A B FICBNWTT A Y v, =¥ ) —)b, W\EE-= % /) — )VARIT X 5 BRI E 2 Bl 5
%,

® FIHG RS 2
Ty MBI THES 7S 7 O/ AMBEHTERE & D, RIS R B O TV R
RARIS D, A5, THIERREERIC RIS 7 2 5 75 L DU B LA,

© ORI AR 2
Z v MZBWTHRM TR 2N S, Bl &5 mATERBORE 28651 5,

@ RBP4 2 /R 2
7 v MCBWTHMBEBM A LTI E A SR Z/RE R0V, =4/ =/l &2 B RSB
ZDIKT 244 %,

BT VI U U TEER 2
Ty MZBWTHT VA Y iz titE+ 5,

© ' RGN RIS VR 2
Z v MR T HE ARSI ET A RE 2 IS L. #GE A 2 NS ¥ %,

© HU5E RSB 2
4 R R E RO % T T AUHIE BT 7 AT T, IR B OSBRI AT & > T
SE LT MR ER AT 5.

® TEEAUNCH B 1R
7y MEBOCERTRSUAIE L A SIERERIES T, E70, RIKTEAIAICR LT b
FERS R0

@ JEVERRFE KT DA 2
AHNIE FaX oI O ONEEBHEL, £, ZEEAMEKO 2 —/—4F > NEAEZ I
9%, In vitro|\ZE\ T, Helicobacter pylori \Z X 5 ERM & OIEMEFEFRFLIE A2 X 5 Bk
MG EZMGEIT 5, /2, ARV A A RAZ T UEARM LT v b OB RFEEEZ 3
% L RIRFICHEMEP OMBLIEE S &L K TS5,

@ B HEIEA~ORIEMERIR 64 A R 148
v b Ura— g (O ERSO—2) FHERET L, NSAIDs BHEEEET L,
R M- PR 7 S B O TRAEM AR 2 k9 %,

BB BT DRIENET A " A v (S F—nrAF-8) TxiTHEMR
Helicobacter pylori \Z X%t NEKE LRGN OA 2 —wm A F2-8 (IL-8) FEAM A
fil4 %, Fio. EEHIANO NF- « B OTEMAL & O IL-8 mRNA OB 2642 (in vitro) .

(3) fERRMBS - B
TR L

L3 A X EE100mg, FEKL 20% 10—0 — 14 — 2010 4F 12 A kT



| VIL. SEm@hieic B9 250 |

EYHEICRET SRE

1. mAREDHRS - BIEE

(1) RELEDLGOLPRE
BRI L

(2) =5 IR E 25 RS
BEE%5 2.5 B

Q) EBRARCTHRIN-OFEE
O fadFER A 1
fEFER A B 7 27 i A:z&ﬁ1mmg%émiA:x&%haw%%VA\tb1mmg®m
ORI DG Lc G OIMBIE NN T A — X 2L FIRT, WAL AEY T
Thot- 1,

(LNASEFOEYHE/NNFA—4]

tmax Crax tie AUCz24n
(FFA]) (ug/l) (IR¢f#]) (pg/L-h)
L3 A HZEE 100mg 2.4+1.2 216+79 1.9+0.7 874+209
L3 A ZPERE 20% 2.5+1.1 242+118 2.0£0.7 913+337

(Mean*S.D.. n=27, tielf 12KHECOME W FEHLZ)

@ BHSRERERY
RREREREE A IC LN B R 100mg & HERE O 855 O MW ERE 2 MR Lz & 2 A R A
g R D R OV R OB SR8 Bz 2,

@ BHTHRHE
BT\ ERR G LTz & & OEFIRIBICE T B M PR L, HEE G HHEE T & 5 i
B —F L2 sk, EREERnbo LB N,

@) s
MR L

6) BE - ftREOZE
BEFRRRA B ¥ 6 Bl L NI B K 150mg 28 N &G L7c 56, BRI X 0 IO R 257 5 vz
P AEWERIRHRICEBIIRO bR o 7,

/mL
(n2gor8 —) —o— BRI (BERI307 ZRE)
—— B (BEH3I07ITRE)
—— B (BE%205MICIRE)
Il %5 2150mg/body
9% (Mean%xS.E., n=6)
@ 100 |-
&
i
O _| 1 1 1 1
0 2 4 6 8
5 2R hr

(BERABF6BINERKICEITAMER L/ E FNREER)

|&E AHOAE STV 2 HEIE 13 100mg, 1 H 3T,

L3 A X EE100mg, FEKL 20% 10—0 — 15 — 2010 4F 12 H k3T



| VIL. EmBhieici+ 25H |

6) BEE (KE2L—3) BHICEYHE L -ERFRNBEEDER
DR L
2. FADEERIIS A—4

(1) IVIN— AV FETIL
MMERe L

(2) MULEETE
EMERe L

@) NAATFRASE )T+«
B R L

(4) HEREETEH
B R L

65 PIVTFIURD
7 )7 Z A 273mL/min (150mg #% 5-F)

|E%:$ﬂ@%ﬁéhfw5%%m1@1mmg153@f¢0

6) HHEH
DR L
) MEEEHAEY

LAY RO MERARAFRE in vitro THE LTAER, 0.05~5 1 g/mL ORI\ T 98.4
~98.6% T -7,

3. RYR
FEERIGHALIT G L Th D P,

4. 2

(1) Mm% — fxBEFY @@
MM E R L

(2) Mm% — AR EBE M
AR L
<BE>
T > MZL I E REROKE L & X ofaE RV, #5% 15 0 OBUNED I
VA~ IR ML T T HE L TR 10% TH Y . ZOERITHEL)HThH 7= 9,
(3) EiA~DFITHE
BRI L
<BE>
BEH (7> b)) THLHP~BITTHZEBHESRLTW0D P,

@) BB
DR L

L3 A X EE100mg, FEKL 20% 10—0 — 16 — 2010 4F 12 H k3T



| VIL. EmBhieici+ 25H |

(6) Z0thDHEH~DHITIE

R AL NI B RE 100mg HIERRO#K G L2 2 A, L3 B NIEE R &5 E o i
L/‘/IL 47)
c BHEFHRABE 320 BRI, LI E R 100mg #2508 F CHEEG% ., BRI & Mk & B
UM B 2 I E U 7oA 2R SR BN IR B (8 5-% 30~120 43) (n=20) : 60.0109.8
uglg tissue, FHMIE P M PEE ($ 5% 30~120 %) (n=18) : 0.25+0.23 1 g/mL Th >
71»: 48)O

(pg/mL or g BHEHR)
1000.00 o
[ ] N
L 100.00 o © 8 :;EEQ&E
N e G0y © © e
IR 2 . o
[uef
F 100 ° 8 L
o O e)
2 D 0@° 0 g0 © o® o
010 @Og o a,
OO
0.01+ O | : : | |
0 60 120 180 240 300 360
‘5 ®HERN (5)

(BB REBEEHICBITALNAIEFOBHEARVMPRE]

© LN R NIRRT EOREE TS LRGN, EERRTE SRR 00 T RGN CIICRERREE A TR (IR L7
SAEPERI I RF R 2255 B 03 R S iz (i vitro) ™,

<HE >4

Z v MZUC TEHBLZLANIE F% 10mgkg DHETHEEIH A WE 1 H 118, 21 HEKER D&

5 Uiz & & OBSTREDMMA A 22 i ~To & 2 A WHLE . BI& O~ O /3 A3 i I e~ T
oI HRER M OB~ D oA 13K D~ 7

[ $5¢ 55 DAARE P BE R FE & B[R B Gy & bl L 72 & 2 A AR G- OB B RERR EE AT
DING—=AZASDRETH LN, FRETRED b RnoTo,

AT A K EE 100mg, WKL 20%  10—0 — 17 — 2010 4F 12 A tkaT



5. K&

(1) RBEERLLE S

PR -
PR -

JiF

| VIL. SEm@hieic B9 250 |

b ML REROZFEG L-EE, OPC-22285 (8 MK (LK) 23520 0.026%HE

N7, F7. DT TIEH D, OPC-22285 DV V7 vt A ROIF{ESHER 7z %2,

<HE>

T b, AXKEOPE MZURIERHDLNE UC- LA B REZROFBES L, P LR, FEPo
REPEM et Uiz, [BE S 72 E2 G PEY o U OHE R I 2 ISR d 259

HO SN

N
H

l

e

NHC

0]
Il

0

OPC-12959( 6 i KE&1E{A)

(v a+ar)

;\
ol

CH2CHCOOH

0
T&«(j}m
CH2CHCOOH
N ——» mat [Sur
0 (FRYRFA )| 1 R
H E K
SEF \\\\A
0
Tm«(j}m
CH2CHCOOH —
vk
e 14 X
E
N0
OH H
OPC-22285 (8 KL K& AL 1)
Ak [sur
noor4F) |4 X
— E
Zv bk

A AZEE100mg, FERL 20%

10—0

(L/NZ E FOHEERBHERE)

— 18 — 2010 4 12 HGET



| VIL. SEm@hieic B9 250 |

(2) RBIEAE5T BBF (CYPAS0 %) DHFEY
CYP3A4 12 L v, 8{i/AKEELIANARL LT,

)

(4)

A AZEE100mg, FERL 20%

PREFEE 1
{ LAZEFR

—— S
— RS I )
CYP* CYP
2EE I EEE
et

*xCYPEE I/ IOV —L

[£BF FOO—LP4S0OEREIIOY—LOFAR]
E FF o O—LP450(CYP) DCDNA ZEIEFEA L

NS 2o OV —LERHLE=.

(CYPREEFHENAIE]

RELE2I/DV—LICEEEZMNAT-ERBRIGE
EHE—EEOKRBMNERT 5. CYPITHT HEEE
ECORITMAS EBRRISHINF SA THREMDOER
ENELTDH, HEEEMAGTNE EORBYOERE
IS LT, BAEEEMA S &ITL>THS LEREY
DEEEHEEFTE (%) &L, ABRORTLNAIERFD

CYPIzxd HEEEMEZMRE L=,

(CYP BEEMICET SRR DAZER)

LRI B RIZEFET b7 o—2h P-450 12xF L CEERILEER 2 R & 2o 72, (in vitro)

1(%6) CYPIA2(RE:TILT7 1)) 23’0) CYP2CO(HH: FLTHZFK)
pm—="" o —————————
80 ,,z 80 /,f
B g0 L¢7 —unzEFR B g4 - —LAZER
= 4 = N = N
E o ’ —-——T5740Y ] == ANTFI7FI—I
s 40 ,/ g 40
20 7 20
2 N
0 T T T = T T T T
05 5 50 500 (gmol/L) 0.5 5 50 500 (¢moliL)
" o
1<;/;> CYP2C19(BEBE ATz = k() (13"0) CYP2D6(EE: T 75t—IL)
80 ,,‘ 804 Tmmmmmmm—mm—m————
iz i P i
% 60 ’,' % 60 — LNZER
40 S o i 407 _———IUy
o’ m—LNZER
201 - R . 20
PR Rl N =y 7 = - o
0 Pid 0 T T T T
'—""———\ 0.5 5 50 500 (moliL)
'20 T T T T ;'g E
0.5 5 50 500 (mol/L)
B E
i(‘;f;) CYP2E1(HAE:/OAFH YY) (13’0) CYP3AM(EE: TR hRTOY)
—_— L ER pemmTT
80 -=-DDC 80 -
E%E 60 e % 60
& 4 & — LAZEFR
B 40 ’ B 40
2 e % —-=-7tary—n
20 e 20
_____ f’
0 . R
05 5 50 500 (1tmoliL) 05 5 50 500 (gmol/L)
B E rE
EEXBEIIE FF b OLPASOERZHEEF T HRRMLEFEFER O,
CYP1A2 : 7574 Y ¥ (RMARE) .CYP2CO : AL T7 I TFJ—IL(HIL 7 7 8) CYP2C19 : b5 AL TOZ Y (15 DE) |
CYP2D6 : =2 ¥ (AR BIRF .CYP2E1 : STFILSFA LA A +(DDC, IR AHIE) .
CYP3A4 : 47 ka3 F J— L G EEHD

(cDNAREE FF o O—LP-A50 B/ OV —LOEMRBIZHT S

LA ERDOER (invitro))

AEEBNROEERVZTDEE
MM ER e L

REMOEHORERULLE

8 CKERILAA (OPC-22285) M7 v kBT T /MW 2HUBEEMIL. LI E RE o725,

10—0

2010 4 12 HGET



| VIL. EmBhieici+ 25H |

(5) EHRBMOEER/NT A—4
TR A I LN B R 600mg 2R N5 L8a . MIEICiz I RkRB ik LCIEEL, £
BIEY L LT S MAKERLIR SRR ICHER S L3, O RITER 5 EDR 0.03% Th o7 2,

|E%:K%@%ﬁéhfwé%%m1@1mmg1H3@f¢o

6. BEit

(1) HEHERA R URER
LA E RIERFPICHEIEE D 7,

(2) HEiftR
fEFERRA S I LN B R 75~150mg Z % N5 L7254 RIS B O 10% 23 P S iz 50,
<BE>
F v hROA X2 UC- LRI B RZZNTH 10mgkg DR TR AOKE LIZ5E. RP M O#EFIC
7 v hTIEENENEGEOK 5% KT 93%., 1 X TIEK 16% K& Of 83% 23 HEi S fuiz 2,

| 13 AFIOAR SN TS EIE 1F 100mg, 1 A 3ETT,

(3) Pt
KRS L

1. BHEIZKBARER
M ER e L

L3 A2 E 100mg, FEKL 20% 10—0 — 20 — 2010 4 12 A okET



[VIIL. Ze4tt (A EoEEs) (B3 5HEA |

VIII. B2 (ERALEOIESF) ICEIHEHE

ERNREFNDER
Z L7

Wm@

2. ERANBLTDER (RAEZZED)

(ERROBEFICEFESLAENI L))

AN DRI UISBEUE DB ERE D & 5 BH

(fign)

HEUE D BEERE D & D BE AR 2 5 L GREUEDSFIR LERNHRE SNz

3. BEERIIMRICEET AFEFRLDEE L ZTDER
EARSANA

4. AERUVAZICHET ZERALOFELEZOER
EARSANA

5. HERENB L TDEA
A L7g

6. BERGEXRMIREZTDEARVLES %
A L7g

1. HHEERA

() HAZSLEZNER
Y L

(2) BrtAEE L ZFDER
3 LA

8. EIEA

(1) EMERADOHE

FRAER] 10,047 B 54 #1 (0.54%) IZEERREMO R E 25 LREENPED 5N TV D,
ZD 955 65wk EOE R 3,035 1T 18 il (0.59%) ICRIWER N A BT, RIVERZSELE,
BIEHORREIZB T H EEE EIERImE TEITRD bR o7, (A3 A X EE 100 DA
K OFEARAA TR DL R ORIERNC IR TR S S - B RS 25 T,

(fig7n)

Lo A X EEORERFER, GRS VA 2 A & 88 - JERLO TR O BEIWER B 3 HA5 12kS &
RELTEBY 7,

TR E TORRKRRBE NS mw%ﬁﬁ BWTERD SN -EWERICSWTIE TEBRIEERRIE
ERUVEBERBRBERE -5 0lHz ZIZHIZI0,

AT A K EE 100mg, WKL 20%  10—0 — 21 — 2010 4F 12 A tkaT



[VIIL. Ze4tt (A EoEEs) (B3 5HEA |

(2) EXGEIER L MEERK

1) 23vd. . TFI743F—8ERK BEERAY) :vav s, 7T 74 7% —FIERRH S
L ENRBLHOT, BIELHFITATH., REPRBOONTZHEEIITERGAHIEL, @Yk
WIEZITH Z &,

(fiEsn)

AR OFGIEFIT, v a vy, TFH 747 F 2 —FERORBENHLE SNT-T720,

TFT7 4 7R —RRERDBINTZIG AT, B EETIEL, BERLEEZITo T IEEN,

AFN DR % 2 BBOE O BEERE N & 2 BFIC, AF 2 FRE L6, HONRECER S B 9

L EREMERN N EE 2 HIE T O T AFIDO R R UIBBEUE O BEERE D & 5 BEITIIAFI O 5

ZRETCLS &N, (2.0 ZERBETOERA (RAEZZRZESD)] ot 2R EE 0,

2) BmBRED (0.1%K0) . /MR GHREARIRY) © AiERED . i Mrisd23d 5bh s 2
LRBHDHDOT, BEETHIATH, BENRD GNTHEII3R G2 Ik L, #0217

5k,
(figEsn)
ARFNOFe GIEBI T, @ B 72 A MLERED (2,000/mm3 Ai) . & 5 7 /M (50,000/mms3 A i)
DFBLNIE SN0,

3) FFHEEREE (0.1% A7) . #E (BEERIA*) : AST (GOT). ALT (GPT). vy -GTP, Al'P @
BRAEE D FFSREREE . BIEDNH 5DND Z ENHDHDOT, BIEE T/DIATV., BENED
LNEBAICITEEA DI L, WURAEEZITY 2L,

(figEsn)

AKF OBEHIEE T, AST(GOT) : 500U/L LA L, ALT(GPT) : 500U/L LA L Y LB v &l o &

B eRR S, HEORBBINHRE Shiz29,

Q) ZfoEIER

B/ EE 0.1%% % $EFE RER”
BEUET WIB., T O, EZHRREE | e
D IEFE K
AAHER LML, HFEV, IRE
JHIEER fEFA, BRI MRS, TR, R - | 0B
Mg, M, 8RR, o &,
U
A= AST (GOT). ALT (GPT).
y -GTP, Al-P 0 |- 5%
mig H BRI, Bk kR 1N
ZDith A#SH . BUN b5 vRiE, W | FLARIEAE ., L5, LotE(bILE,
GERIETL /) Hatmrwakas, BhiE, BEL A
MM, Ho LWL, %, B
Luv, e

1D ZOXIBERNDLDRIHAICIRGEPIET S L,

2 PIUATIF—ERELL ERLEGACRMA, RBEPFAMICO bbb Gac@kG 2Rk L,
WO ALEEATD 2 &

* 0 HREHEICB VTR BICRITER O 7 ORI,

L3 A X EE100mg, FEKL 20% 10—0 — 22 — 2010 4F 12 A kT



(BIERERKE—ER)

[VIIL. Ze4tt (A EoEEs) (B3 5HEA |

(4) HEREERRBEEERUVRRAREERER—K

B H AR mEREAEDRE
AN
B B % B B % ok
ER A E 151 38 745 699 6,095 2,508 10,047
Bl A R TR AE 5158 17 7 22 8 54
BIEAHBREH 21 8 28 9 66
BIVERAHKREFZE (%) 2.28 1.00 0.36 0.32 0.54
BIERDIESE EIEAR B3 (%)
RS - RIEEMEHRES
T2 1(0.13) — — — 1(0.01)
BRI D FEIE — — 1(0.02) — 1(0.01)
Z 9 PR — 1(0.04) 1(0.02) — 2(0.02)
95 1(0.13) 1(0.14) — 1(0.04) 3(0.03)
FEZ — — 1(0.02) — 1(0.01)
ZOMOFHRERRES
S — 2(0.29) — — 2(0.02)
HILEREE
M 53 - — 2(0.03) 1(0.04) 3(0.03)
M P - - - 1(0.04) 1(0.01)
GV 1(0.13) — 1(0.02) — 2(0.02)
F o 5 1(0.13) — — 1(0.04) 2(0.02)
[ESIb) 1(0.13) — — — 1(0.01)
ERastil 1(0.13) - — — 1(0.01)
i3] 1(0.13) - — — 1(0.01)
5K 4(0.54) 1(0.14) 1(0.02) 3(0.12) 9(0.09)
T — 2(0.29) — — 2(0.02)
e[S — — — 1(0.04) 1(0.01)
I 8 i S 4(0.54) — — — 4(0.04)
FHig - EERBEE
AST (GOT) L5 1(0.13) — 3(0.05) — 4(0.04)
ALT (GPT) L5 1(0.13) — 4(0.07) — 5(0.05)
v -GTP L5 — — 2(0.03) — 2(0.02)
JHHERE R 5 — — 1(0.02) 1(0.04) 2(0.02)
R - XEEE
BUN L& — — 2(0.03) — 2(0.02)
Al-P L5 — - 2(0.03) — 2(0.02)
MRaEREE
IRV S S G 1013 | — - — 1(0.01)
L AL GE 100mg, BRI 20%  10—0 — 23 — 2010 4F 12 H&zT




| VIII. %24t (6 EonEs%) 1B+ 25H |
B HA KRR miRZRAED R
Bias B % il B s

B ik - ﬁW%E%

ENIIRE AR 1(0.13) - — — 1(0.01)

Bm&@ﬁw (iE) — — 2(0.03) — 2(0.02)

U v o8Bk (E) 1(0.13) — 1(0.02) — 2(0.02)
/AR - H GEE I fEEE

ti/ - | - ] w0 | - ] 1001
WIRBREE

R A - | - | w0 | - | 1001
ZHERE () EE

R AR — | = ] 1002 | — | 100D
— RS HEE

P V7 i 1(0.13) — 1(0.02) — 2(0.02)

t Uk Uk - 1(0.14) - - 1(0.01)

(6) KRB, GHE. EEERUVFHOAREFERAINDOEERARREE
BRI x R & LI A IS\ W T He IERFEHELS O FIRLA 2 OF 1 L 72RO BIFEAI
BRI, DFHZR LEEE i L TR EICE D - 72 (P<0.05),
B, TSN OEFHIRIER HBLRIZITEZN R T,

6) EMT7 LILF—Izxtd HFBERUHERE

RHN DSy
Rl

9. SEME~DERE

2. Yav s, T 7 4 T9%—kEERE

(2R LIBEOBERE O & 2 BE IR EGEHERBLROTH N LD 022175 2 &,
DIHBEAER D W ST D

| —iic dih e TSR F LTV 3 0T, MEEEIRE oRIERLC

EETDI L,

(FiF)

—fRITAEBEREDIK T L CW D EEE TIIARB D7 VT 7 AMEFT 5 7]

TII, BEOWREZBIZ LN OEEICES L TIEE N,

10. WEiR. ER. RIARFAOES

REMEDRH Y £, &l

DHIBEHFTHT L,

(1) W57 SRR LT 5 Al

VIREST LTueuy,)

EVED & 2t NITITIRE oA RN EBRIEZ BF 2 LR S 5561
G OGB4 et

(f#t)

ARFN TSR SUFAER LTV % ATRE
T LML L TWER A

PED & 28 N4 DM HRERITH W FEADO T, IR O GIZH

NHEEINTND, ]

(2) AT OIH NITITAHE G PITRAZET S5 2 &,

(B 328R(Z » B) THIT P ~BATT S 2 &

(fin)
R (7 v b

I3 X2 BE 100mg, BERL 20%

) THAHIZ LR
G H IR AL BT SETIZ S0,

10—0

ERPBITT D Z A mESN TV E

FTOT, HALF DI AIZITA

2010 4 12 HGET




| VIIL. %42t (1 EolkEs) <M+ 55 |

1. NEZE~DRE
VISR, HER. L. SVESUTNRITHT 2 22 ML LTV R (AR 20,
(%)
AAENT/NEEIT6 T D BERRBRITIER L TR £HADO T /NBEICKHT DRI L T ERA,

12. RREHZRICRIFIEE
ﬁ* SERHR L

13. BAEHRE
M ER e L

4. BRALEDIE

L3 A3 & 100mg

RFIZATEF : PTP @2 0%AL PTP > — oY L CTRHT 2 L5 ES 52 &, [PTP > — |
DFEERIZ L0 | BEOBLAEA BB R A~HIA U, FITITER L2 2 U CHERR IR 2 55 D S e & OHE & fOf
BIHIENRESHTND, ]

(A0
AHNDOEEEZ 1T PTP (Press Through Package) Z# i/ L TWA b D0 H 5728, HIKHEFEE 240
CAS S A E 3H 27T HfHIZES%, PTPREAKKIRO—ER & L TRt L £ L7z,

15, Z00FE
L7

16. ZDith
L7

AT A K EE 100mg, WKL 20%  10—0 — 25 — 2010 4F 12 A tkaT



| IX. JEERRRBRIC T 25 |

IX. JEERPREBRICEET SR E

1. FEIEAER
(1) REEFHER (VI XMWEEICEHITSER] SR

(2) BIRHHZEFER
@ GFPERIEMEAL (& 738 (9 2 8I1ERM (in vitro) ™
@ LFPEROMAE N A~OBEIHIVER  (in vitro) ™
@ HFHPER™ T A2 —BHHIEIER (i vitro) ™
@ H. felis 4\ X 5 FRSIEOWEFEEMETTHEIZ 0T 5 LI B ROER (ex vivo) 7

(3) REMEERER
LI B RMIIR OGS, PR, MR OMEERZ5R. THALES R, T K OSSR MRt R
B L TIFE A EREL RIES o7 %,

@) TOtOEERR
MR L

2. AR
() BERRSEHERER

(LDsy (mg/kg)]

Gl lie o AN KT IR
—— e >5,000 1,353 2,637 500~700
(ICR %) e >5,000 1,574 2,000~4,000 572
59k e >5,000 >2,000 2,000~4,000 807
(SD #) i >5,000 >2,000 >4,000 #1700
s i >3,000 - - -
(NZW %) e >3,000 ~ ~ ~
4% e >2,000 ~ ~ ~
(BE=7R) | >2,000 — — —

(2) REESSHHER
52 MR 0 # 5B TiX, SDHRT v b,
AT O b T, HEHMEEIT 1,000mg/kg/day & HEE S 7z o062

Q) AEHRESERR

E— 7N REBIZWTIORIE, MEICDAFNEKT S

ITHRET R OMEARAI % 53888 (SD &7 v b : 30~1,000mg/kg/day) . #E & G#ER (SD %7
v b 1 30~1,000mg/kg/day., NZW f& 74 : 10~300mg/kg/day) M OV & PER K O LI 558
B (SD%7 > b :10~1,000mg/kg/day) & bFFaLd X EFTRITRD HNRh o7z 579

Lo A X EE 100mg, FEKL 20%

10—0

2010 4 12 HGET



| IX. JEERRRBRIC T 25 |

4) EothoRHENE

@© 25 AJRPE
~ D ARNT v MZENENEE 1,500 KO} 2,000mg/kg % 2 FERRAR G LI-fER, WIFho
EMTEIC IV T BB ASRIEIIER®D i aip o7z 1,

@ &fnmtE
A £ % DNA RIGEATRER K OBAEY U3~ 7 A HREERMI 2 I 5 85 20 BB
RiFBEETH ST, FrA =—ZANAAZ —FIREDRIE RIS £ 5 Qe R B H RIS T
boTeis, Ty bRV IMERBITRETh - 72 71,

@ HUEME
BT F 7 4 TR I, YanY c FToAKIE, ZHEET T 4 7%= RIER O
WHIEIEBEE DO VTR ORBRICE WO T O IR b7 7,

L3 A X EE100mg, FEKL 20% 10—0 — 27 — 2010 4F 12 A kT



| X. FEEFEICET 55 |

X. EENERICET SRE

1. X5
A - Ao A ZEE 100mg, b2 A X PERL 20% 7% L7
BHRhEsy - LRI E R Y Lan

2. B ILEERRR
IR« BE% 34 OMEFICER)

3. BriE - REERH
FEIRRAF

Lo RAEXTERL 20% 7T AT 7R RVELE
EDORBELZZ TR0 TWOT, HHOEEX Yy v P2 LoniEds L

4. EFEFZNLEDIER

(1) ERTOBMYFLZDNT
L3 ALZTERL 20% T AF v 7R RVELE,
BEOKELZZ T VOT, FHOHESX Yy v T2 Lonkidd b

(2) HRRMBFOIE (BEFICEETANELEAFES)
I, Zett (FRLOIEF) ICEYSEE 14 BRLOZEE] OHZMH

5. APBEHSE
EARSAA

6. %
L3R A8 100mg : 100 £2 - 500 $E + 1,050 £E (PTP) .
500 #E (77 AF v 7 R FIVA)
L RABFH 20% : 0.5gX 210 4 + 0.5g X 1,050 7 (HS) .
500g (77 AF > 7 R hILA)

1. BHROME

LaXAEE 100mg

RESIGHE MHE
PTP Ry TV
Xyv7 | R TevL
NRyxy | RYVxzFLr, R’y
ERLoLY)] RYyzF L
N2 RIxzFL v

TTAF v IR kv

LaRZFEH 20%
RESIGE MHE

HS N R = =l A ) 1

Xyv7 | RVl

TFITAF IR v Ry | RyxzFL v

N2 RIxzFL v

L3 A X EE100mg, FEKL 20% 10—0 — 28 — 2010 4F 12 H k3T



10

11.

12.

13.

14.

15.

Lo A X EE 100mg, FEKL 20%

F—F% - FZh%E

| X. FEEFEICET 55 |

[A—R3E : LRI E REE100mg (VU1 ), L3I B RiE 100mg [EMEC) %%
FZhEE . B NI — NERRE, 70/ b=, TV FT7 7N —F, VT

EREEERR
1990 £ 9 A 28 A (JHNBAZ)

. HERTADFEABRVEARES

s IR e &G H B KRE T
L3 A K BE 100mg 200946 H 30 A (MRoeAAEHIZL D) 22100AMX01561000
L3 AL R 20% 2003 4= 3 A 14 H 21500AMZ00373000

ARR5E4 « A3 A ZEE 100 AFREHH 1990 49 H 28 H

R EERHEFAR

S FEAEHRAE A H

L3 A A BE 100mg

200949 A 256 H (BRBAATEIZL D)

I A KPR 20%

200347 H 4 H

[BIRFE4 @ A= A HEE 100

HRAMMEEVEIRERAE A B - 1990 4£ 11 H 22 H

MEEX I REM. RZRVAEXREENFEOEABRVEZOAR

IBINEEA H

199446 4 1 H

IBINANEE - R

TRLREB OB REIE (S A, i, FEIR. V2 O

SER R, 1BIEE KOS EY

IBHEE - &

WHE RASIZ1E L ANIE RELT100mg 2 1 H 3EEO#&KET5,

BEERR. FIMERAREABRVZEORSE

HEEMERBEMA A B 199843 A 12 A
HEESERARANRE  EEESE 1455 2THA 5 GKBIEGEB) OWT I HEEY Ly (BhEE -

BEEYRE

BRI OME « BN AE /2 L]

P A 1

Hik%

4 4-(1990 /£ 9 H 28 H~1996 49 H 27 H)

R, THIE) OuE
SR,

TRORE O FRBERZ (O A, i,

&M H & DB

FEWIM (199446 H 1 H~19964E9 H 27 AH)

REHEFRERRICET H1HFR

AFNL, FAk 1845 3 A 6 HAT JEATBIE SR 107 & (SE « *FaRk 22 4F 3 A 5 AN JEAEGBE &
5576 5) (2O E | BERWIRIC LRV DM TV D ERMICEEY LA, BERITRTD 2 L2
TEOLEWRICH T2 b D LT 5T L,

10—0 — 29 —

2010 4 12 HGET



| X. FEEFEICET 55 |

16. &fEa—F
~ JE AR 57 A A YR .
= 7 = L e A s
Hx7e44 HOT (9 #71) &= BRI o — o 7 hNEHREaI—F
L3 A X EE 100mg 104528401 2329021F1102 620452801
L3 A H R 20% 115599001 2329021D1020 620000147

17. RER#GfT LDEE
A RRAN

L AL GE 100mg, HRL 20%  10—0 — 30 — 2010 4E 12 H 3T
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1) PIAREEIZD - BRRA AT, 19(4), 539-551, 1989
2) PIABEIZD : BRI, 19(5), 739-751, 1989
3) MIABEIZD : BRI, 19(5), 753-775, 1989
4) EEIEMIED BRI, 19(8), 1407-1416, 1989
5) MIABEIZD : BRI, 23(8), 1163-1190, 1993
6) /MK =IED ¢ BRI AE, 23(7), 1003-1028, 1993
) FEIERRIED - ERERER G, 19(3), 355-363, 1989
8) HHATHEIED : ERRRAIAE, 23(5), 691-705, 1993
9) ALAREENED - BRI AE, 23(9), 1477-1488, 1993
10) Terano, A. et al. : J. Gastroenterol., 42(8), 690-693, 2007
11) (g psthIE D> - 3RPE & TR, 16(5), 1997-2005, 1988
12) Yamasaki, K. et al. : Jpn. J. Pharmacol., 49, 441-448, 1989
13) EAREMIE) : HEHFE 92(6), 389-395, 1988
14) [ #137> : Ther.Res., 12(10), 3253-3263, 1991
15) Kishimoto. S. et al : Res. Commun. Chem. Pathol. Pharmacol., 78(3), 259-277, 1992
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20) B I 0 HARIKPESHERE, 97(6), 371-380, 1991
21) MHEOMEERIED  AENER (7 A Y S K DAk ’ﬂﬁ”é?ﬁ%) 1986
22) BEH—EIFE  AENER (¥ v a— VR K B iakEE Sk A REMER), 1991
23) A WLAFEIED - K L5, 16(10), 4103-4109, 1988
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Murakami, K. et al.: Dig. Dis. Sci., 42(2), 319-324, 1997
Matysiak-Budnik, T. et al.: Eur. J. Gastroenterol. Hepatol., 11, 1371-1377, 1999
Matysiak-Budnik, T. et al.: Scand. J. Gastroenterol., 35, 470-475, 2000
BRI - ERALBTTE, 20(2), 499-521, 1989

JFEIRF Z2>  EESLATSE, 20(2), 362-372, 1989

Z7s : EESLATSE, 20(2), 406-415, 1989

E : EIRELIFE, 20(2), 416-435, 1989

E ¢ EEGFIE, 20(2), 4367447, 1989

Z7> 1 EESLATTE: 20(2), 448-469, 1989

R ZFRNED « EREABTTE, 20(2), 470-477, 1989

RYZERANE D« EFABETE, 20(2), 478-491, 1989

Holmes,P. : fEINE B (=7 Z1ZF1 205 AJJEHERER), 1988
Holmes,P. : tLNEE (T > MIIBBIT 208 AEMERER), 1988
A 1E - ERAETE, 20(2), 492-498, 1989

HERE - tNEE (ESZ AW 286 A RRER), 2000
Lloyd,J. M. : #tNERL (BiEflfasz v o 8n A RRER), 1997
A4 - tEPNER (BB R ), 2000

A - AENER (R ERRICBIT 2 hRvaxxrT 1 7 R), 2000
FELs - AENEE (kiR B (2)), 2000

HhHE 1 NER OMEERBR), 1996

FhE 15 ANEE UMERBRICEIT D hFvafxT 47 X), 2000
FPRIELN - AENERE (BUsERER), 1984

£ DD SE Tk

REER R L

AT A K EE 100mg, WKL 20%  10—0 — 32 — 2010 4F 12 A tkaT



XIl. SE&H

| XII. 2Z&# |

1. EEHNETORTIKRE

(2009 &£ 10 BIRHE)
. 117 . I
FETE[E R5e4 =t (f% ) FETEAEH e R
Korea Otsuka o \
EE| MUCOSTA | Pharmaceutical Co., (160mg) 19934 8 A | B, HE™
Ltd.
Zhejiang Otsuka o )
M= MUCOSTA | Pharmaceutical Co., (l\OOmg) 200445 H | BiEE, HR®
Ltd.
Korea Otsuka P \
HRTT MUCOSTA | Pharmaceutical Co., (160mg) 2005410 A | BEg., HiY
Ltd.
Egypt Otsuka o \
EVar MUCOSTA | Pharmaceutical (1‘60m ) | 200649 A B, HRY
Co., S.A.E. &
Gastric ulcers, in combination
with offensive factor inhibitors
FER! e —
£ K*xv7 | MUCOSTA f‘ g' Otsuka (1??] ) | 2003451 | (Proton Pump Inhibitors,
ndonesia me Anticholinergic, Ho-antagonist)
B %
PL Asia Pacific HEE. 5AD
. (Singapore) Pte BEAI
~ L =7 MUCOSTA Ltd.. Malaysia (100mg) 2008 4= 8 H
Branch
Otsuka o HiEE, 5L
74 VBV MUCOSTA | (Philippines) (lbom ) 2003 £ 3 H | NSAID induced gastropathy
Pharmaceutical,Inc. &
Thai Otsuka o
54 MUCOSTA | Pharmaceutical Co., (160mg) 2005 4E 8 H | HiEs, HAY
Ltd.
FER!
NI MUCOSTA Otsuka OPV Co., BEAI 2006 4 3 H EiEE. E AW
Litd. (100mg)
THREER : HAR L B D0EEN R
E) : TRRRABOFMEYRE (S A, Hiln, iR, FE) odE
SMEE . BMEE KON
2. BIIHEITLHEBRKXZIERR
M ER L L
L3 A2 E 100mg, FEKL 20% 10—0 — 33 — 2010 4F 12 HekET



X111, &%

[XIIL_fii % ]

TOMOBEEEH
<LIRSEH 20%E A EILHE>

LTS T L (EReEA B & L7 28 5L - 200942 11 A 18 H

BEFERE FRITTRT,

BB CREFE MM B2 > 2GR OFE R A FFINEE IS GERR L Gk« £50),
LT RS L
PRAESM: - 25°C T5%RH, ABRWR : BdAE %, 2B, 4 @M, 6

RAFIETE

AR - Ak OIIR

Bl 0 Lo R 2R 20%
BRI © 2010 4 (Rdh D RTEA M O At TR R DA PR TT,)

0.5g l[Zxf9 %=

—HBAL HK

7)) M ONBALTT i DR

AR AR U YERR 75 — NS
ﬁ;ﬁfj ﬁ%;fj iFggg ;ﬁ;@ SRR A 2ER | 4mm | 6@
Ny VRS gt R - P
1 ;f?r/mw ;«)T/ﬁm @uxgki% . Eﬁgﬁ@&ﬁ@@m F PR P
() L7MEE
e \ - -
2 ;;:/7ﬁ“ FAUARY | BARFITH | 0.4 E&?g”kg@m% B L | Bl | B
o M
e
3 ;;:/7%“ FAUERY | AArIT W | 02 | Baomk ikl | Zfera L | i L
TARIL CRAENT 7| T AT T AREK DA DYE
4 wyk & ;i@; i T B, Eiwiﬁkgé Bl gtemL | s | s
0 L. M
71‘\1/:/111/7]?
TR — VAL o P DL »
5 | oy PR R by e n | R 0.2 ﬁgiWEMtEé EienL | EleiL | ZiL
’ JKFn#) B i
TAEY Y T3y | 7eFLH] DOFEsLED R
o | Jetay »@%/%J% S 15 EE@;@?WZ*& ElAaL | B | ZnL
IRLMEE
T ARY REYLER % (4 D BRI O
T e if@;/ SRR | 0.4 Ezmgﬁﬁwzﬁ& Bl L | EleiL | ZiL
0 . =2} Mt
Y7 F L HER Y5 2 . gy DFERT
N M EA I M ESSOTY T el A o
. () I HRL7) e
. TTF )=
AN —7 DFERT DH
9 ;;i;j UEET U Y | B 0.6 Eiﬁﬁﬂégé " gL | L | L
Ve LKFI e
/N i N
10 |7 RYALEVEE ?231&7” — =3 5 E??i*égé@% kL | 2 ke L | ki L
1= L7 ke
VA A= FN ” o Zfeia L
5 D D
11 |7 FFik 10% A VIR T B | D = ZERIERER 0.3 ;‘;iiiﬁzﬁkaé (EHab | by | EOdY
e e n) *
"L — R kL ) s B Ok D
12 ;; e I e 0.5 ﬁiiﬁgﬂkaé el | Bl | sl
() INL7) (e
>+ 5 Sp AL \ oA H A P -
13 ;;/&8”%’ LTI % ;@ L Eﬁ?g“kaé@% B L | L | B
() M
VT RAREL | R L H \ _ P
14 Z;/7Fﬁ” ;Z L R 0.6 E??i“bg@@ﬁ B L | Bl | B
. () L. M
FAFAI MR | AT TLT 7 — D DI
15 %;ﬁ’ AL ri;% e | E?Wﬁ“kgﬁ st | e | 2oL
0 et
AL | Hook - -
16 ;? 7 AL ?%ﬁ%ﬁi” AR B 15 ;&?g”kg@m% Bl | Bl | BemL
0 = Mg
FLETF: - B DR »
N (A Y $E$ﬁﬁ*£ 1 Z?FZM&E@ B opsent | mienl | zeaL
o M
N B R FeS P'S A
18 |7 o —v o ;“* trr @T T7TME ;ﬁ??iﬂkgé@ B L | Bl | B
S, H A \rb
. b7z L
NPECE = S5 2 K 5 | >~
g | T ET v SEU S TATT AR %@@%&zﬁﬂ&é@@%\ Gitan | Eb |
12.5% i REDNRAE n) *
¥ BIIRALT CREREDN B S T2 BT IR OFE R 2 FElE X IO GRS

A AZEE100mg, FERL 20%

10—0

2010 4% 12 AET



[XIIL_fii % ]

Lo A S WL — | RLASA ]
ﬁ%ﬁfj Ejgfj j%i;” ﬁ;;g RS oE | 4Em | 6m
B LI -
R DRk ORLEE D 5
% ;3D/%M TAVEXY R H T 0.4 ig%ﬁggg? L | L | AL
’ ) o
B B I -
R DRk RLEE D 5
I A e AN E LT TR BT B st F ) FUZNN PYPAS
’ ) o
0)\/\
22 |ARAIFUFER | AV=ETIR — =3 0.2 ;§F2$&E@®% Bk L | e/ L | Bkl
WARRIZA
ENLEH — D DR
23 |4V I H—AFK Z IS b 0.1 ;?FZ*&E@ B senL | zen | zem
WARRIZA
Yoy 77
s A s 5
21 ;f7”X/ﬂ“ FELAYR—L |~ -0 = | L8 Ei?g“kg@®¥ AL | Bl | Zs L
’ R o
iR DEEKL CBLE D 3
25 | L WKL 5% Ziiéjé/ H SR | 4 2§%§Z$2; B L | el | Bkl
AINL7)M e
Y A 1 S ) |
2% |=ov s | v =y 1k @”ﬁﬁki* 0.7 ;?Fzﬁkaéwﬁ il | ZnL | ZaL
WARRIZA
Ve T —CRA | VT h—t 5 U L OB
20 | e z; PR 0.4 ;g®;ﬁ?ﬁﬁﬂé TR L | Bl | ZEaL
R =) HAMNL7)M
ARAFT AL — _ K OER L >
28 |SMEAH - oy | T 3| Rl SORRERES ) L | menl | Bl
= Y AN — DWERT L K D
29 |- A | Ly | OO EREEY e | s | s
. N Mg
AT T A LK D | DYE
30 | HAZ—#10% | 77EF VU é 77 AR 0.2 z&wzﬁkaé " e L | ZfezeL | Z&fele L
M
A b o — B ~ ! DKL CKLEE O e
31 ;7;D ML ;z PN s | 1s ig%ﬁggg? B L | B | AL
. (70 HML)M
‘ \ ‘ A=) o7
HA by ElLrPeg . [SRENL TN S NENT
VAN P s o
32 s 10% KEHL KR A(;H//f/w 4| 0.25 P Bl L | Zfele L | B2 L
EFHFY R G E DOEH Y
33 | HAEFUH 1% y;ﬁ)byl @E$EE*X 0.5 z&wzﬁkaé . e L | Zfble L | bR L
. M
J 21 N HRL VIS5 DR DY
34 ?wf/ R iljié;/ AT 0.5 ;ﬁﬁgwea@ B el | men L | 2L
. 8% Vi WARRIZA
* K U LHRRE DHWRT 1
35 ?0/7 by LR HFRTUN | I 0.5 ;’iﬁg*/&aé@% 7L | BfesL | Bkl L
(o L7
V7 — NHRRL . . D HIRL DOYA
36 ;j7 PIRE ) ) sy | mozsmmm | oo giﬁghkaﬁ B stere L | s | 2L
(o L7
AFF=r A
XYV U 2 AT VR Tk DOHGA & D
O A O I RO G E T 05 |WOOWAERCOR pppn | mienl | mny
LA A
— U AP2 YANY R )
38 ;2%9/ ;;;i;y e 0.5 | maomk B L | el | Zfes L
= AE L
7By MRL LARZ P i e D PR
39 i; v M yim;##/ B I |1 gigfﬁﬁﬂéaﬁ Bl | Bl | Bl
() HML)M G
75~ U — VAL | ST T 7Y K| 7 AT T A MK B OMELE 12 D
40 10% fr— . 0.5 e ——— Bl L | Zfele L | B2 L
N i N E‘EJ_ R |5 17>
N i NP @ﬁ%%*)“/ 0.5 | BEomkL EleiL | EeaL | ZkL
I T S | 7 L — BEOhEEAEOR | e
42 | 7 L AF AR . = g 1 - (;.5)@:% HEaHY | AEDY
* 1 BTIRALE TR B o 12 581X O R A FHIE £ 12 TER

A AZEE100mg, FERL 20%

10—0

2010 4% 12 AET



[XIIL_fii % ]

Pl £ 35541 P £ 351 RUERFEE— | FLA SEA .
SRR 4 2 3 4 3# 6 3
Wi, ik Wit Kol () B BA LA I R I R I
"7 = LR | J: A B e ]
43 (i 77 F—h AR 1 %@@ﬁmggé@% Ziee L | Zfede L | B L
10% ) BEDNRAE
L—47 75— REABOER & Af
b T 2% ) AV 7 AV 7 A
44 W N/ =i% B 2RI 0.75 N Zle7z L | b7z L | k2L
L= 7L v A 18 D T DB O FERL &
+ VAR L A AV 7 (R (e
45 _— A S 26 U (FR 1 1 6, 0 R AR T Be7e L | kL | Bkl L
TV 7 FlRE _ . RHAOMBLE AtaD
g — — = AV IRz P AL 7
46 5% T ) b—v | FE-=d 1 WA Bleia L | Bl L | k7L
. . . HBOOWAR & AGO [EDCERE FEE - W EEE - Wik
47 | 7 ) R 0.2
FUFTIR FUFTFR | AR WA 0 0 0
A (/4 = BN
a7 FAERE R - KER{L ) A ORER ChifE o 5
o W 2 ke 507 A7 7
e s = | EITRIGRE P mammmge | onb | AR AL
el
U AR L = = VW .
19 ;/j’/%h ;%D VAR L em 0.5 | Baomk Bl L | Bl | Bkl
|
50 | H7 A% | =AYy | pno=smtgkm | 0.5 ;i;zﬁkaé@% Bl L | Bl | Bkl
LN
POF U RIGAY | FNF T2 T | IRV T 4 AT HEDOWREHEAOH |
A7 A7 A7
51 o970 1% e S 1.5 T ZiemL | Zfeia L | 27 L
T & Y U RIEKE _— .
52 ;@ﬁ/ym” z PEREE ) ppmmram | 1 | aeom Bl U | el | Bl
53 | AT UB0.1% | vAXT AL LSRR 0.5 Eé@%mkaé@ﬁ Zeie L | Bfb7e L | k7L
F D3 RAE
VA= AV N s
54 | P VECARERL | BE - %0 TV | HEER R TUSRIR 3 &%@@%M&E@@ vl L | BfhZe L | Zib7s L
) . PR S RAE
Bl LT A
BRTABRT V|,
< BT v Y h va D}
55 | = ngi e | TRTABTVN ) s ) 5.3 | TOOBRERGOW) o | sy | s
o I=UA RONRAE
VUANUVAHRL | T Z DU NV T 4 AT HE OB & AaDE
A7 AV 7 oAl Fo
56 10% Wt N 1 AR 27z L | Bl L | Bfk7Ze L
57 A bEAA R b 7 e e IV 4}»/{‘%,‘{(**), 0.2 [=REXD) isya 7z L | Zie7z L | Bk L
5% T —HA
. FAEY T AR e H A DORRL & A O FE
A5 ;': 7 6% V) = ZE R (R . =LV 7 =LV 7 IRV 7
58 AT AR 6% LA 30 = 22 BRI 0.5 I Bere L | ez L | e/l
/83 v FR . DEDIY A F DMK & O
59 EVEDAS 1 517 k7 75 LA
HHE 2% e 5 A IRTE 2L | 2k L | ik L
NN A ORERL & A OH
SO % DS TAUN it PSR 5 T SR ) k7 k7 k7
60 N 1% o 3 T2 0.5 I e L | bl | Bkl L
Ay AR . FE O LB EEE |
: — 07 7 7
61 10% FIL ) =—H A (BF) 0.5 DR Bl7rL | Bk L | Bk L
T 7 AR T AT 5 A WO EOMAL L A6 |
> oAV =LV 7 a5 7
62 50mg RN VN " 1.2 A 7z L | Bzl | k22 L
*— AR TR R IR g
63 LA AL Nl R—)L KA AR 0.6 %é@ﬁmggé@% el | Bkl | 2k L
1% ) RIANRAE
g b= PlANS =
61 | LT U R veruk | vFsmmsk | oo |PEMEOBREBG, U sraL | Besy
DRI HNRAE
RIE S (BK) — - .,
65 | varamiion | vorrar | kEELEER| o5 | DECBEREREOM| o U sl | BeaL
REDNRAE
(¢3)
DT ITEE
. . F 7 B IE ( B OHREABOHE Kby |EE - A
66 : : 0.5 A7
FAFTH PAFTR ) e B R s | wy
n) *
* o BTIHALST CREERD B o T2 51X BT OFE R 2 FRlE X ([ CTBRE

A AZEE100mg, FERL 20%

10—0

2010 4% 12 AET



[XIIL_fii % ]

ol Mo | R gﬁ;i BN DM | | e
A RS A F T o9 | PR S PIEE e | miene | s
N N PP R F e I L PO Uiy Py
69 |H—BURL 1% | EF T X —E ?;53 b LR 1 Z\iiﬁz&&ﬁﬁa) e L | kL | kL
70 ;;7V7Emé ;;X&Mﬁﬁ /INF S T 30 1 gﬁigﬁﬁkg@@ B L | Bl | ZeseL
R LT LA 2 Eigﬁ*&aé®% Elei L | Bl | Bl
72 iizy@7”7 i:jyﬁ?w i B 1 gﬁigﬁ*kg@w Befere U | Bfes L | AL
ro | AE s MR ey e ] P sy P
” Z’)%ZL R — )L T TEAT 4V FH300 = 22 L 2 8 D R ZEiigL | Z{ei L | Zfkiz L
5 2 0T s |y 0.4 | BEomm sfeL | Zfenl | diemL
76 :O; e PP ;/_\;D(; AT 06 E&gg*ﬁ& HEOB | ppmL | minL | sien
(727 TR TR 04 | LUOMREREON L | mn | sl
w | |07 T e | o | DOOREEROOR g | e | il
79 | FRZHBL 1% T=FV TN FH 30 = ZE IR 0.1 Eif@ﬁ&k HEOH Ziete L | 27 L | k7L
so | LTI ey | FRTT7IER g | DOPREERSON) sen L | sy |zl
I O N R KA TR |1 Eigﬁiggé®m Bler L | L | kL
82 R 7" 2 HHRL 20% Fr% R (jﬂt) AAER R 1 iigg*ﬁ LRBOH Bz L | iz L | {2 L
83 2]002 R FEFUER | REES M 0.5 iig‘iﬁ& BROH Ik L | e L | Bk L
84 ;Zﬁyy%ﬁ LR ik ?Q;ﬁéuy 1 Eigﬁﬁéaé@m e L | e L | Zfere L
s | FE TR am e v | s L | GSORREREOR) el | minL | menL
86 | FLAK FLAE HERILIERR 0.5 i?gi*& HEOH AL | ezl | Bl L
st a7 vk | 27O Ty | BAOIREAEOR g | weny | weny
88 | RARUEL % = RT7ENRL 55— = 1.5 Eigﬁ*k RE&nE L | kL | Bk L
O A I 05 | Lo MREREON ppn L | mn | B
0 f¥h¥/y%m FETHV | AR ! ﬁiigﬁmkgé@ EiERL | Bl L | e L
9l 2/004/ng§5”5ﬁ ;{y“%~m@§ ii;;@(w— 0.45 E’igg&& HEoH b L | kel | Akl
92 g;%gbﬁm ;j?FAﬁM ii;i@w_ 0.9 | B e L | dsfern L | 2feia L
o |1 T IS T T T T T 0 | e HE NG g | e | il

L= A GE 100mg, FERL 20%  10—0 — 37 — 2010 4F 12 HekaT



[XIIL_fii % ]

A | HIYERR 7550 — LA HRK -
ﬁ%ﬁfj Ej@? *Eﬁ;ﬁ éé;? BRIRAAS 2R | 4R | 6imR
TRV ALK
AL AT 7= WA DRI )
94 </10/) < K W R Y YL Z;f 7 0.2 ﬁgiyﬂz*mgé Bl L | e L | B L
AR e
] R ANAB—AF | P ) — N — WIHHAOER L AE | . -
9% |Nba—+ U B g 2 T ZEiele L | 2k L | Bkl L
. . ZACTRU | | e
06 RO VT Fry R oA = U (BR) . SRENDY - IRCE g A= NEN (1%#&,%1%7)%:@%@7)%%%
= — AR DEHIDSIEAE @&n;* by |LEEHY
So b , Dk i
or |7 PR s s | o | JOORREREOR | e | sl
(o} L7EE
S Lo DA
98 %;‘//ﬁ svrFy | mecsmEw |0 Eiﬁiﬁégéwﬁ Bk L | Bl | ZiaL
(o} L7MEE
[EVN e =<}
. VF )= h
lfﬂ | < = ~ v 5 D} \ 1)
o [WVTETT g s |2 | RCORRERED ) g N mn | 20
LA R ) -
E ) L REE ,
100 | PL Bl A5 ok ;’; ) AR YEHr Fe B 1 SRENDT Y s ez L | ki L | Bfkie L
A7 23
A7z IR i ] Dy DYE
I I T T e T E Eiﬁi*&Eé B sl | s | s
T3 ) o
\ ‘ HAN—Y o % 2Lz L
YRR T aa~F . DI DFE
top |2 PRI S EATI sy | 0n | SOREEREOR) g | sy | miws o
’ e A0 - n) *
vZIC [z DOEH DYE
103 y: ;Omzﬁ TAANE M| RS TR 2 Eiﬂiﬁjkgﬁ . Zlefe L | L | FEbdHY
Mt
. TN T A — DOEH DYE
104 | BV FDUR I\/b / iig:;gﬁ 0.5 E&iﬂzﬁjkgé * k7L | el L | Zk7e L
N j'_’l_l )n:
7 =L 7 e K B — 55 DR & YHT
o5 w;// A ~i/// 4 %fjgw Bl ;iwim&&ﬂéﬁ .
() =2k M
Teu TR | JTUBE | Y — REAGORER L A6 | B N
106 8. 3% F Ry e 0.1 - Ziele L | 2k L | Bkl L
Y T IR 73 AT T ABUHE DKL D
107 270/)/ Z L HRL 2;1\71277 (;) TIARRE E’iyﬂﬁ@&é@ e siere L | 2L | e L
o Mt
SR DKL |
108 ;;:ﬁi/ﬁ“ ST TaT = | B 1 ;§F§W&Eé®% B L | BleiL | Bl
(o} L7 EE
R — \ o e
109 ?&;ﬁjgfﬁ FUk=vuy | REESTER | 15 ;?Fikéaé Bt | sl | 2L
() LM
. mE ALY L Y% DRE
10 | 7 =50 Lok éi SEIM nkem 0.3 E?Fi*&aé M meny | L | zeL
KR WARRIZA
e \ B Y 7T DL (HLFE O 5
111 175077/7%5*\' RITVYvy (HQJT%E% * 0.5 i’i%ﬁ’;’;z)ﬁ el | Zfele L | Bkl
(o} N7 e
H R a— Ui V) = — DHH i
112 |~ 30 5% E;Zj ’ 1:44@@3 0.25 Eiﬁiﬁéaéw% Efr L | ZlkrL | ZieaL
L7 e
- 7 N —— g p
ng 07T IR | 04 | LUOMAEREOR pn L | mien | my
(o} L7 EE
AR F— A EA g P Y §I§ % 1) EMJ-J: D
114 ﬁ) AL gfgﬁ“%* ST B | gii@im FED el | snL | #enL
Rl WA 2 R )
115 %m/y e z PORER | mmeram |1 | peoms Bl | ZleAaL | Es L
Y 7 LA RUAART 4 | TRy kU3 DB L R | -
7R IRV 7 7R
16 g5 39 ATy | U 0-6 1 i phime i e R
N VB — VIR pi D HRL
117 gj;‘;f/? AL AT = F Al | B =3 0.5 fi’ﬁ;ﬁ;ﬂiiﬂ;ﬁmggé Biv7e L | Bk L | b7 L
.00 1 MG
* OHTIRALS TRER DS B Ap o e B IR LT DRt R & FEIE & 12 TIBRD

A AZEE100mg, FERL 20%

10—0

2010 4% 12 AET



[XIIL_fii % ]

PAS9ie| PaSi=$:s| fflj‘lﬂj: %*_ EA; 2 B . R .
ﬁ;ﬁfj ﬁ%gzj &%igg ﬁ;;? IR i | 4EM | 6EM
T AL AJVIR
KLU SEA | VB R U YA | ) — R A A O B & 1
X s A7 757
18 | ey K7 | T TR | O | o e e
P
S A S ]
119 mjﬁ‘/”%“ - VIR 0.5 | mfaoms B L | Bl | B
N ! o R DFERT D
120 | ¥ BM AL Ik 1 @H?J#/ﬁi 1 ;iﬁﬁ*r&ﬁé M maL | meaL | BraL
VN
191 ;\);574 Vg iV Z—zzvmvzr B ) E?;ﬁ*\/.& SRERp) ] sl | mrnL | senL
() VL 7)™ EE
EDNTE
| o N o o by | - g
122 | axamis | A AL 1| reowk B | i |
e
= Sp— — 4
123 %;j;’x o T i () 0.2 ;i;iﬁkg@@m gL | il | zenL
M VA (¢] VL7 EE
BAvFa T .
7~ D — N (B — b | i
124 );ZZH;)/ Yyrezmmz i:;ﬂ;&)( 1 ﬁig;ﬁfﬁjkaé@% ZfeiL | 27l | el
e 0 A
THRA AR
DA DR
195 | AV I0% | ATy Rk | HEFEBER | 0.3 Eiwi%kgé B sl | mien | senL
126 ;gf%yﬂ“ ;T?;i%y = 2 2 ;i;ﬁ“ka@w% Bl | il | Eek L
. () N VL 7)™
N Vg A PN > sk ik )
127 1)1// R Z_T;;i%/ 5 = 2 1 gg?gg*rkaé Bkl | Bkl | 2L
() N HRL)M e
128 ;;j’ﬁ“ ;%;1;%” JeERMUE () 0.5 | Ao B | B L | e
— e
120 | 5 7 ek N ;74%X@§ B 2 iiﬁiﬁz%&aé Bl L | L | el
INL7) G
U AR D T WS o PR A
o |0 pmga g | DRI BEGORRERSD) ppn | mohL | menL
() 5= M
Y 2 — U — 7 4
131 ;m;,l; v VRAY R :(% w7 0.4 E;ﬁ;iﬁﬁka@@m e L | b7z L | k2L
TROANL (0] LN
o [T s yim | STTTT TS  osmkotns | o e
1% Tesbv) | Skmmw o = AeomsEE | | =
LA IV Aa— | Zo=fRyr JK . O8H & Ao
133 o 10% e b RS I BLFNGR 1.5 - k7L | Bl L | &k L
PR FATa—D WKL E 150
| = |1 | D OOMEEROOR ) g e | s
0 Mgt
|=3= Ay i = o .
o =k - =< 3V ROk
135 | IR LK | =3 0.6 T e L | Bl | 2kl L
10% e Y B DI
T EDNT
R 48 D M & 165 Had b
L K gl SR ) A7 A7 L
136 | B — b =% A o— hT ¥ A o UK (R 0.3 - Bk L | Bz G
n) *
RS oy 1] /«: s I
137 ;jool/t/ﬁ%" Vvl =4 @;XT7X§1 1.5 E?;;E*L&EQO);E e L | b7z L | k2L
(6} VL7
N /(‘ PivE D | DPE
e A B SN S T It il P 0 TR NS
N () 3 SR
SH—VEA | ST T T e ) o Zk7e L
o | ZorVEE | mkne ey || seommraeor| o | |
O N e K RAE
K7 n) *
% BIIHALE CTRERD R > 7235 BT IR S OFE R 2 FEE X 12 TER

A AZEE100mg, FERL 20%

10—0

2010 4% 12 AET



hR# &R~
L3 A X EE 100mg, PR 20% A X B a—T 4 — A

20034E 7 H 3—0 (SETH 3 )
2004 4E 6 H  4—0 (ETH 450
20054E 7 H 5—0 (SETH 5 )
20074 8 H 6—0 (SETH 6 il
20084E 7 H 7—0 (S&ETH 7 /0
2009 4E 5 H 8—0 (T4 8 h)
20104 3 H 9—0 (ZGETEH9MR) [ FRoHZEME 2008 (ZHEHL L CTIERL
2010 4E 12 A 10-0  (ET45 10 fR)

MCK7010LO1
(5255)KM



	表紙

	目次

	I．概要に関する項目
	1．開発の経緯
	2．製品の治療学的・製剤学的特性

	II．名称に関する項目
	1．販売名
	(1) 和名
	(2) 洋名
	(3) 名称の由来

	2．一般名
	(1) 和名（命名法）
	(2) 洋名（命名法）
	(3) ステム

	3．構造式又は示性式
	4．分子式及び分子量
	5．化学名（命名法）
	6．慣用名、別名、略号、記号番号
	7．CAS登録番号

	III．有効成分に関する項目
	1．物理化学的性質
	(1) 外観・性状
	(2) 溶解性
	(3) 吸湿性
	(4) 融点（分解点）、沸点、凝固点
	(5) 酸塩基解離定数
	(6) 分配係数
	(7) その他の主な示性値

	2．有効成分の各種条件下における安定性
	3．有効成分の確認試験法
	4．有効成分の定量法

	IV．製剤に関する項目
	1．剤形
	(1) 剤形の区別、規格及び性状
	(2) 製剤の物性
	(3) 識別コード
	(4) pH、浸透圧比、粘度、比重、無菌の旨及び安定なpH域等

	2．製剤の組成
	(1) 有効成分（活性成分）の含量
	(2) 添加物
	(3) その他

	3．懸濁剤、乳剤の分散性に対する注意
	4．製剤の各種条件下における安定性
	5．調製法及び溶解後の安定性
	6．他剤との配合変化（物理化学的変化）
	7．溶出性
	8．生物学的試験法
	9．製剤中の有効成分の確認試験法
	10．製剤中の有効成分の定量法
	11．力価
	12．混入する可能性のある夾雑物
	13．治療上注意が必要な容器に関する情報
	14．その他

	V．治療に関する項目
	1．効能又は効果
	2．用法及び用量
	3．臨床成績
	(1) 臨床データパッケージ（2009年4月以降承認品目）
	(2) 臨床効果
	(3) 臨床薬理試験:忍容性試験
	(4) 探索的試験:用量反応探索試験
	(5) 検証的試験
	(6) 治療的使用


	VI．薬効薬理に関する項目
	1．薬理学的に関連ある化合物又は化合物群
	2．薬理作用
	(1) 作用部位・作用機序
	(2) 薬効を裏付ける試験成績
	(3) 作用発現時間・持続時間


	VII．薬物動態に関する項目
	1．血中濃度の推移・測定法
	(1) 治療上有効な血中濃度
	(2) 最高血中濃度到達時間
	(3) 臨床試験で確認された血中濃度
	(4) 中毒域
	(5) 食事・併用薬の影響
	(6) 母集団（ポピュレーション）解析により判明した薬物体内動態変動要因

	2．薬物速度論的パラメータ
	(1) コンパートメントモデル
	(2) 吸収速度定数
	(3) バイオアベイラビリティ
	(4) 消失速度定数
	(5) クリアランス7)
	(6) 分布容積
	(7) 血漿蛋白結合率44)

	3．吸収
	4．分布
	(1) 血液－脳関門通過性
	(2) 血液－胎盤関門通過性
	(3) 乳汁への移行性
	(4) 髄液への移行性
	(5) その他の組織への移行性

	5．代謝
	(1) 代謝部位及び代謝経路
	(2) 代謝に関与する酵素（CYP450等）の分子種50)
	(3) 初回通過効果の有無及びその割合
	(4) 代謝物の活性の有無及び比率
	(5) 活性代謝物の速度論的パラメータ

	6．排泄
	(1) 排泄部位及び経路
	(2) 排泄率
	(3) 排泄速度

	7．透析等による除去率

	VIII．安全性（使用上の注意等）に関する項目
	1．警告内容とその理由
	2．禁忌内容とその理由（原則禁忌を含む）
	3．効能又は効果に関連する使用上の注意とその理由
	4．用法及び用量に関連する使用上の注意とその理由
	5．慎重投与内容とその理由
	6．重要な基本的注意とその理由及び処置方法
	7．相互作用
	(1) 併用禁忌とその理由
	(2) 併用注意とその理由

	8．副作用
	(1) 副作用の概要
	(2) 重大な副作用と初期症状
	(3) その他の副作用
	(4) 項目別副作用発現頻度及び臨床検査値異常一覧
	(5) 基礎疾患、合併症、重症度及び手術の有無等背景別の副作用発現頻度
	(6) 薬物アレルギーに対する注意及び試験法

	9．高齢者への投与
	10．妊婦、産婦、授乳婦等への投与
	11．小児等への投与
	12．臨床検査結果に及ぼす影響
	13．過量投与
	14．適用上の注意
	15．その他の注意
	16．その他

	IX．非臨床試験に関する項目
	1．薬理試験
	(1) 薬効薬理試験（「VI.薬効薬理に関する項目」参照）
	(2) 副次的薬理試験
	(3) 安全性薬理試験
	(4) その他の薬理試験

	2．毒性試験
	(1) 単回投与毒性試験
	(2) 反復投与毒性試験
	(3) 生殖発生毒性試験
	(4) その他の特殊毒性


	X．管理的事項に関する項目
	1．規制区分
	2．有効期間又は使用期限
	3．貯法・保存条件
	4．薬剤取扱い上の注意点
	(1) 薬局での取り扱いについて
	(2) 薬剤交付時の注意（患者等に留意すべき必須事項等）

	5．承認条件等
	6．包装
	7．容器の材質
	8．同一成分・同効薬
	9．国際誕生年月日
	10．製造販売承認年月日及び承認番号
	11．薬価基準収載年月日
	12．効能又は効果追加、用法及び用量変更追加等の年月日及びその内容
	13．再審査結果、再評価結果公表年月日及びその内容
	14．再審査期間
	15．投薬期間制限医薬品に関する情報
	16．各種コード
	17．保険給付上の注意

	XI．文献
	1．引用文献
	2．その他の参考文献

	XII．参考資料
	1．主な外国での発売状況
	2．海外における臨床支援情報

	XIII．備考
	その他の関連資料

	版数表示

