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FER OV BEOIBIIN AR S 7=,

201944 H 1 HIZ=V Ay B =2—HFAKRASHEN b L A RISt AL E S, H
& THEASHNRTET D & otz

2. HA0RERFEN - WAFHRYE

(1) BANE, FwuZ Y AGEEGNN & T 27 L X —MREBERTh 2,

(2) BEAIOWIEIZ, Aoy« &8 - BENEFEIN TN D,

(3) PTP > — MIEyFar bo—AZfT, 18I LN - & - BEaRRL,
(4) PTP > — FOFETIEIC [7 LLXF—VERBIGER KL L,

(5) ERZEIWEH (BHEEAB) & LT, BUEMSK, IFHREREE, a2 HEIhTnd,



I. £FICEd SIEE

1. FR5E4

(1) f4
IRz YR EE 2.5mg TEE]
IRz oEEEE Smg TEE)

(2) *4
Olopatadine Hydrochloride tab.2.5mg [EE]
Olopatadine Hydrochloride tab. 5mg [EE]

(3) AFFDHRE
—xA LY
2. —#&4

(1) 14 (@4
Fwa Rz R (JAN)
(2) ¥4 (WaE)
Olopatadine Hydrochloride (JAN)
(3) RT4L
“ERARE AH I Hi AREEGEE © -tadine
3. BEXXITREX

CHj
N
“CHg

| CO,H

. PR

4. FFRXRUHFE
7317 . C21H2sNOs « HC1
5y 7-HE : 373.87

5. {t4 (fAik)
{11-[(12)-3-(Dimethylamino)propylidene]-6,11-dihydrodibenzol 4, eloxepin-
2-yltacetic acid monohydrochloride (IUPAC)

6. BR4, B4 BS, EBEES
T 1L = AT g

7. CAS #RES
140462-76-6
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1. PEREPHER

(1) 548 - K
FaNE D SRR A RO ISR TH 5,
(2) BfR%
AREITFRRIARD THEITROT L, KIZRORRETIZS K, =& /=)L (99.5) (ZHRD THITFIZL
[N
AT 0.01mol/L HEFEFRIR IR T 5.,
(3) HiEtE
BRI L

(4) B (R , BR, BER
Al #9250°C  (5fiR)
(5) BIEEMHMTER
MR L
(6) SEHRH
MR L
(7) ZOMOELRIEE
Adh 1.0g &7k 100mL (Z¥ED L7z pH 1% 2.3~3.3 TH 5,
2. AMHSGOBEEFHTICEITEIRES
MR L
3. MRS OREREERL
(1) SEAMATRIOL BRI E vk
A OSEFEIRARIZ D E RN AT MVERIEL, REBOART ML ERBOSARY
MBS D L&, TEDARY MUVER—EED & 2 AIZ[ERROTREE DV A58 2,
(2) TRIMBUL A S VRIEY:
WA U 7 AEEFREIZ LD RBREZITV, KD AT ML ERFOSBIALY F VA g
D&, WEDARY MVEE—EED & Z AIZFRROFRE OWIN A58 5.
(3) EMERIG
AEh DKV AREER 2 N 2 T3 e o et sas (2) 2245,
4. AYHESOERE
BN A E vk
KA R L, HOKEHE, FERRERAZINZ, R CHRET 5.



V. 8AICE9 518H

1. Flf
(1) FIRORA, SHEERUHER
ioned F BV G SE 2.5mg [EE) Fa B Y M SE bme TEE)
R - A IR D RTIREDFIFEA D
7 T AT —TF T RE T4 bTaA—T U TRE

Ef (mm) 6.1 7.1
JEX (mm) 2.9 2.9
B (mg) 80 120
e W Fuanzrr 2.5 I 5
Rl =2 R EE EE

(2) "HEOYHE

( TIV - 4. RANDOFFEINT TIZBIT DLENE] DHESM)

(3) #@HIa—F

( 1V - 1.(1) AEOXR, AR OWER ] DOIESH)

(4) pH, ZEELE, ¥E HLE BEOERUREL pH HF

Fu R D R bmg [EE |

1 8EH
Ao E RN Bmg

W= gk, oy, fERtre—X, BeFx o, Z@egk, A7
VU~ TR, ANy, TrT 7Y a—ufgth N oA, KR, B R
¥Foakblro—R, v Aao—X, w7 nrd—/L 6000

BRI L
2. HFIOMAR
(1) ADRS GEERS) DEE
754 Fu sk D At 2.5meg [EE)
N 1 G
A Sy N 2.5mg
LY
(2) &
( IV - 2.(0) A=Ay (EMERSY) OFE) OESR)
(3) Z0ith
PAL: NP

3. BEH, ILAOSREICHT HEE

L7




4. WEOEBREHTIZHTIRENR"
(1) InEEAER
InEEEER (40°C, 75%RH, 6 #%
2V YRR SE bmg EE)

)
(Fefelds) 1%, @B omisiE

DFER, A% D HHREESE 2.56mg [EE] RO =8
B TICBWT 3FEMEZETHD Z

EHERI ST,
OA vy GG 2.5mg [EE]  IEGRER (Bl oiEmme (PTP ads) ]
HIEEH FRA7 IR
<G> BH ke 1%A 3#»H 6 » H
PRI e R o R
<YESRODT 4 VAT —T ¢ TEE> e & e Gl
ﬁﬁﬁ ﬁ%‘ﬁ e A prr AN prr A ANy
) Ha G L L
pksR HPLO e W A Ha
Gyt (a1t . . .
M (%)
<154y, S5%LLES 95.1~104.1 95.8~102.5 95.0~103.6 96.7~102.5
Gh (%)
~95.0~105.0% > 98.9~100.4 98.4~99.9 98.8~99.4 98.3~99.1
1 fH & DEBWE 0.2%LL T, BEEWE 0.9%LL T X2 : FREISHTIEER (%) [Brvh, %2> bkn=3]

O v U AR SE 5bmg [EE | kR Rk pdtgre (PTP w2k) |
HEER [
<G> BH ke 1%A 3#»H 6 »H
PEIR
<PEAREOFEAD O o e e e
T AN a—T 4 T EE>
TR . — — .
) W e e e
ﬂgﬁiﬁ%?{;}l‘@ e e o e
UK —M (G By — b .
A (SR e e e e
< lg/ﬁ/;jt\ﬁll‘$85g/%£u:> 94.2~102.6 96.6~104.0 87.4~102.1 95.4~102.1
P =T %9
<9E'5 ?N 1/00)5 0%> 98.6~99.8 98.8~100.3 99.2~100.2 98.5~99.8

1 2 OERE 0.2%LL T, HBIEHEWE 0.9%LL T

X2 FRRICKT B A H R

(%) [Brvyk, %uv kn=3]




OF vz Y ERRESE 5bmg [EE] HRER [(Rofealitpae (ONTaldt) ]
HEE E BRI
<HiHK > BRAARE 1% H 37 H 6 5 H
PER
<WHEFREDEFRAY D W e e HWE
T AN a—T 4 T EE>
AR i T T T
(SRS FTRRROE EE R E )
ﬁmrﬁaﬁiﬁ%(imc) - - - -
LRI 5 — L) — PR . . .
UKL 2%5(;41%)’%;%?&%%) TN e e e
- léij\m‘@%g& > 94.2~102.6 91.3~102.8 97.0~103.0 90.2~101.9
LB (o 2
- 9‘2'5 ?N 1/0")5 0% 98.6~99.8 99.5~100.7 98.8~99.7 98.5~99.6

XK1 2 DRERRIE 0.2%LLF, #kk

(2) REIREFHER

W 0.9%LL T

K2 FREISHTOEAR (%)

[Brv b, %2> bkn=3]

OF v RE Y MREESE 2.6mg [EE]  EHIR(F (25°C-60%RH) [FfalEiE (PTP w%) |
HEEH PRATIIR
<> BHAGRR 12 % H 24 # A 36 » H
PR A N =N e A
<YEERBDT 4 NV La—F ¢ ThE> i Ha # Ha
pksR HPLO e W A W
WA (&R —HRR) o n — — R
<15.0%LLF > L e
EHE (%)
<154y, S5ULLES 98.2~101.3 94.4~98.7 99.5~101.3 95.0~99.7
G (%) "2
< 95.0~105.0% > 99.3 98.4 97.8 96.7
1 % OEBWE 0.2%LLTF, #EEWE 0.9%UT X2 : HrBISHTHE5HEK (%) (12 k]

OF vz EIEESE 5bmg [EE]

EHRAE (25°C - 60%RH) [Hi&al

IIERE (PTP 13%) |

HEEH FRAT IR
< Hikg > BH AR 12 % A 24 » A 36 7 H
PR
<YEARADOERREA Y D WA WA Bk Bk
T AN a—T 4 T EE>
nﬁiﬁfﬁaﬁiﬁ%(lkimc) TN e e e
wHME (%)
<1574y, 85%LLE> 98.6~101.3 97.8~98.9 94.7~101.1 94.7~99.1
R (%) *2
<95 0~105.0%> 98.4 98.5 97.1 97.8
¥1 & OEBEWE 0.2%LUF, #HEEWE 0.9%UT X2 : HrBISHTHE5HEK (%) (12 k]




OF v E D AEWESE 5mg [EE |

EHIRAT (25°C - 60%RH) [Hci&pd&gre (X7 aldk) |

[aryy =<
HEEH PRAFEAR
< Hikg > BH AR 12 % A 24 » A 36 7 H
PR
<YEFRBDEFRRIAY O e A A A
T AN a—T 4 T EE>
pksR HPLO e W A Ha
M (%)
<157y, 85%LLL> 100.5~101.9 97.0~101.3 99.3~102.1 98.1~101.7
G (%)
©95.0~105.0% > 99.1 100.0 98.0 98.9
1 {H & OEGWE 0.2%LL T, BEEWE 0.9%LL T X2 : FREISHTTI2EHEK (%) (ER=2AN
(2) FEEDREHHAR
O vk U ERESE 2.56mg TEE] @3k 40°C GEY, <ERR]
HERTEH =N LRATHIR
< Hikg > Hm Br A 1%A 3#»H
PEIR n=1 5 . . . 5 .
L YR ARED WA HEAR D
SYSURED? 008274 | OLROOL |5 ppsams o | sumna—s oo rsi | 74nna—7 a7
R OLP001 o T e
BHYE (%)
<154y, 85%LLL> OLP001 98.6 97.4 99.5
IR (%) n=2 OLP001 100.0 99.7 100.1
(&) #E (kg) n=5 | OLP001 7.5 7.0 7.1
¥ o 2 DSERRWE 0.2%LLF, WEBWE 0.9%LLF
OA w2 D AGMRESE 2.6mg [EE] 2L 25°C - 75%RH [HOG, B
HERTEH =2y h LRATHR
< Hikg > T Br A 1%A 3#»H
PEIR n=1 5 . 5 . 5 .
L R ARED EARAD HEAR D
<%ﬁﬁ@€;%gbj 74| OLP001 TANDTA—T 4 T hE TANDTA—T 4 T hE TANDA—T 4 T hE
R OLPOO1 o o e
B (%)
<154y, 85%LLL> OLP001 98.6 98.1 99.6
FEIFER (%) n=2 OLP001 100.0 99.2 99.6
(&) #E (kg) n=5| OLP001 7.5 5.0 6.1

X B2 DIFGME 0.2%LL T, #WHEBWE 0.9%U T




O vy GRS 2.6mg [EE] a2t gyt [3000Lx, vv—L (Bl ]
HERTEH =z h Fang S A
<G> F BHAANF 60 5 Lx-hr 120 5 Lx-hr
PEIR n=1 5 . 5 . 5 .
- YEARAD YEARAD YEARAD
<%ﬁﬁ@€;%gbj 74 | OLPOOL TANDA=T 4 T EE TANDA=T 4 T TANDA—=T 4 T EE
R OLPOO1 o o o
BHYE (%)
<1574y, 85%LLE> OLP001 98.6 99.5 100.0
PR (%) n=2 OLP001 100.0 99.5 99.6
(&) #E (kg) n=5| OLP001 7.5 6.4 6.2
¥ o fH &2 OEBRWE 0.2%LUTF, WIEEWHE 0.9%LL T
OF v RZ Y ARG bmg TEE]  #EaldE 40°C [, <EAR#]
HERIAH =N LRATHR
<HE > ke B AR 144 3nH
MR n=1 y . . 5 . . y . .
. PIEAREDEREAY D PEEAREDEREAY D PEAREDEREAY D
<&ﬁﬁé@ﬂﬁﬂ@@“ OLP101 TANDTA—T 4 T hE TANDTA—T 4 T hE TANDTA—T 4 T hE
TN TaA—T 4 T EE>
HEEE OLP101 o A e
B (%)
<154y, 85%LLL> OLP101 98.6 97.4 100.0
FEAFR (%) n=2 OLP101 100.0 99.5 98.8
(&M #E (kg) n=5 | OLP101 10.3 10.4 10.4
¥ o fH A2 OEBWE 0.2%LUTF, WIHEEWHE 0.9%LL T
OF v RZ Y AR bmg [EE]  #adE 25°C - 7T5%RH [, B
HERTEH =2y h LRATHIR
< Hikg > T BHAAIE 1%A 3#»H
Pk n=1 y . . 5 . . y . .
o PEAREDEREAY D PEEAREDEREAY O PEEAREDEREAY D
<&ﬁﬁé@%ﬁﬁ??74»/OLPwl TANDA—T 4 T hE TANDA—T 4 T hE TANDA—T 4 T hE
La—T 4 THE>
R OLP101 o A e
B (%)
<1574y, 85%LLE> OLP101 98.6 97.4 100.0
PR (%) n=2 OLP101 100.0 99.5 98.8
(&) #E (kg) n=5| OLP101 10.3 10.4 10.4

X B2 DIFGME 0.2%LL T, #WHEBWE 0.9%U T




OFA vz AERESE 5bmg [EE]  MadE 25°C - 60%RH, ot [3000Lx, > v —L (B

0 ]
PBRTE H =N FaNgo &
< Hikg > T Br A 60 5 Lx-hr 120 5 Lx hr
PR n=1 5 . . 5 . . 5 . .
., s WHAREOFIRAY D WHARBOFIRAY D WRHAREOFIRAY D
<(&ﬁﬁémﬁ]ﬁ\]\??74w OLP101 TANDA—T 4 T hE TANDA—T 4 T hE TANDA—T 4 T hE
haA—T T HE>
HILAEFER n=1 . . .
S OLP101 o o o
EHtE (%)
<1574y, 85%LLE> OLP101 98.6 98.6 98.6
BAFHE (%) n=2 OLP101 100.0 99.0 99.3
(&M WE (kg) n=5| OLP101 10.3 8.3 7.6

X B2 DIFFME 0.2%LL T, WHEBWE 0.9%U T

5. AEERUVBREDTEN
Y L7
6. ¥ L DEESELL MEILENEIL)
Y L7
7. BHH
(1) BHFE
<FaF D UMEIEEE 2.6mg/bmg TEE] >
FroRg U RS 2.5mg [EE] KO /8% O ERESE 5mg [EE) 13, BASER S
LA RITED DT A r 3% O RIS OVEHBRICHEA L 0D Z LSS T
AV
GRBRIRIZ/K 900mL % HVy, /S RAEIZE Y, 50rpm THERZIT I, )

AR
R HLE R VA
2.5mg, 5mg 15 43 85%LL I

(2) BHAR

<Auz Y GRS 5mg [EE] >
BIREI L DA PR SRR A R A O —EMIEICOWT (CEAL 184511 A 24 H
SEAFAIEH 1124004 5)

AR
EiE AR mHRERE SRk
[Al#RE N OGRBRIE : 50rpm (pH1.2, pH3.0, pH6.8, 7K) , 100rpm (pH6.8)



CAIE]
- pH1.2 (50rpm)

TIE, EERIFINR OORRITE B

- pH3.0 (50rpm) Tai, FEHERIE R O IT & i
- pH6.8 (50rpm) TiE, FEAERIFIKL ORMILE ?6
- /K (50rpm) TIiL *Eﬁ%ﬁ'&()ﬂliéju&i&

- pH6.8 (100rpm) T

LIk, AREnOva 28 2 FEERA & el L72RER, T oRBRiRl

,%ﬁﬁﬁﬁoxmik%:

15 Sy AP ) 85%LL BIsH L 7=,
15 43 LAPNIZ ) 85% LA Ry L7z,
15 43 LAPNIZ ) 85% LA Ry L7z,
\Wﬂ V) 85%LL VR LT,
5 4y AN 85% UL BIRH L=,

ZRWT MRFEERDEY

FHIFREERER T A KT A 2] OHEREAECES LT,
(P HA A7)
M) (B854 50rpm. HBE : pH1.2) 28 (19724 : 50rpm. 8% : pH3.0)

100 5 ® o 100
80 80
& 60 E 60
% 40 % 40
20 20

0é - - - - ' ! 0e : - - - : -

0 10 20 30 40 50 60 0O 10 20 30 40 50 60

FERE (4) RS (43)

—— 70 (FUERRIEOMEEE] —O— tRHEHAF|

—— FOJ\FIIEEIEIOMEIEE] —O— {RERA]

BEE) (D#% - S0rpm. R - pHE.8)
100

() BEER

0 10 20 30 40 50 60
BRI (43)

—— FO\YIIEELIREEEMEIEE] —O— HEHERIR|

() $HEEDE

BHEZE (O 0 50rpm. FEEBRK 1K)
100 p—o

0 10 20 30 40 50 60
R (43)

—e— FOJ WU IEEEEOMEEE] —O— [EHERIA|

ALEE (DFREL 0 100rpm. 5% 1 pHB.8)
100

() BEER

0 10 20 30 40 50 60
R (43)
—e— ALY YU UIREERETSMEEE] —O— {RERA|

10



(3) EEMRLLIBEOEREADEYFENRIEERER

<A moRy YU EREESE 2.5mg [EE| >
Fuox U ERESE 2.6mg [EE] 1%, [E&E2N 57 288 0 B RAI 0 A0 [ SRR
A RTA 2 (18411 A 24 A FEAFAINE 1124004 5iEH) | ITHESE, Ar¥
UUMRRESE bmg [EE) ZAmuEfif) b L7z b &, IWHEENEE & HE S, EEiicE
HELHRINT,

RS
g AASKRT  WHEERE N RWE
[Al#E% N OSBRI : 50rpm (pH1.2, pH3.0, pH6.8, /K) , 100rpm (pH6.8)

L]

- pH1.2 (50rpm) TiE, FEAERIFIR AL E 12 15 LRI 85% L) FisH LT, &
72, BHEHERIRE AL (16 43) 1Z31T D ARG OE 2 DEEHHIE, RO £ 15% DOHiFH
A2 HHON 12T 1ELLT T, £25%0&IFHEZEHZ 5 DR -1,

- pH3.0 (50rpm) TIiE, FEAERIFIR OARNIZE B2 15 LAY 85% L) BiasH LT, &
7o, B bERiRE . (15 43) 1381 DA OE 2 OUSHIFRIL, AGh O P8 HHE £ 15% O
ZRZDHON 12T 1ELLTF T, £25%DOFPHEHEZ 5 ORI,

- pH6.8 (50rpm) TiE, FEAERIFIR OANIZE B2 15 LAY 85% 0L BiasH L7, &
7o, Bt HCERRE . (15 43) 1381 DAL OfE 2 OYEHIFRIL, AGh O HHE £ 15% DOHifH
ZHZDHHON 12T 1 LT T, £25%DFPHEHEZ 5 ORI T2,

+ K (50rpm) T, FEERIAIR ORI E HIZ 15 LAY 85%LL BIgH Lz, 7z,
RS HEERIRE AL (15 43) I2381T D ARG OfE 2 DU HFRIT, AL ORI R 4 15% O #ipH 4
25 b0 12T 1ELLTF T, +25%DFiPHEZEZ 5 & ORI T=,

- pH6.8 (100rpm) Tl, FEHERAIR ORI E HIT 15 LN 85% L, Bt L7-, £
7o, BAEHRERIRE A (15 47) IZ31T ARG OfE 2 OFEHERIL, A O HHE £ 15% D HifH
EEBZAHHON 12HF 1HLLTF T, £25%DHFHEEZ 5 DN oT,

Pk, REOEHEEZAEERA] Cha sy O U EgESE 5mg TEE] ) LB LERER, &
TORBIEIZINT EED 72 58 0 ETRRAI O A ARSI T 7 A > ) O
ZPOHERIEITHE S LT,

(P H HhAR)
BHES) (DB 50rpm. HEEE - pH1.2) BHEE (OFEE - 50rpm. HEEE : pH3.0)
100 v v 100 e v
80 80
=) e
T 60 T 60
* =
% 40 % 40
20 20
0- 1 1 J 0' 1 1 ]
0 10 20 30 0 10 20 30
BRS (43) BSRS (43)
—— e )\ YGRS e[ FE] ——O— ZHESIRI —— A1)\ F I IREREEP EME[FE] ——O— RHESIRI

11



=i

iy
0k

10.

11.

12.

13.

14.

%8 (B3 © S50rpm. HERE : pHE.8)

100 ~ )
80
60
40
20

%3 10 20 30

B RS (53

—e— A YU UIRREREF Smg[EE] —O— 1ZHERIAY

() BIEERE

() HHEE

AL (B8R : 50rpm. TER : K)
100 e ®
80
60
40
20
°3 10 20 30
PRSI (53)

—o— F )\ FIIEEIREE2 bme[EE] —O— IRERA|

M%) (B9 100rpm. 8 : pHE.8)

100 ® J
80
60
40
20

% 10 20 30

PR RS (53

[ —— 7O AR SRR 5mal EE) —O— R

() BIEERE

. EYFREERE

EER L L

- AP OB S OB

RO AT B E

Kz R & LRI 2 N2 X IRV IBE 1%, AT 5, AIRICHOEWINART MLz

HETH L X, HE 295~299nm 2V DMK Z 7=,

AP OENRS DERE
Wik o~ 757 4—
Rt « SRV R

BEMHE : 70 UV U oA, U CBRIESRER, 7 b= Y VIR

ki

Y L7R0

BAT HATREMED $H S KM
M EE R L

FENDELER - NEIRRCERICET H1FH

RN
T Ot
L

12




V. ARICEYT SEB
1. BHEEXITZHER
FR 7 LIV —PEE R, ZERRIS, RUSRBICEEDY £ O (BB SR, 5, REZF 98
iE, JEMERORE, 2B HHMERLET)
INJL s T UL R, HRRE, SRR (B RER, KEE OFE) ISk £ 98
2. AERUVHAE
AN R, BRI LR & DU & U C bmg AR OVEERTO 1 H 2 [FREO#&
535,
2B, A, ERIC X E TR S,
AN IEE, TRCL RO/ NRIZIE L R4 oY P U ERRE & L C bmeg AFILOWEERTO 1 H 2
[t 53 %,
3. BERERHAE
(1) BERT—21Rvi5r—o
AMER R L
(2) BRERMR
AMER R L
(3) ERERFEEHER
AMER R L
(4) BREMNHER
AMER R L
(5) REEMIBIER
1) EEALEAETHERGHR
AMER R L
2) LR
RMER R L
3) RLHHR
RMER R L
4) EH - WBAHER
RMER R L
(6) AammEmR
1) EANERE - FECEARERE (FHFE) - RERTRERGAR (MREEREKER)
RMER R L
2) RBEHL LTREFTEOARXITIEE L -HBOME
D2A=RWAIA

13



VI. EHFEEICEEY HER

1. EBZPHICEEH S LEYMRITILEYME
b A X v Hi e mIRESHUHE
TETAF UM, TAAT Y, TEFAFUERE, AXYV RIR, FhTF T T
feth, ©F VU DU, T XY T o UUHRRE, R AF RV LERE, LAR®eTFY
v, a7 RV

2. FEE#KR

(1) {EFLRL - fEFRMF
A a B DRI T VLXK Th D, B AKX I Hy ZRREFUHERE R L, 7
SHNATF po—H— (afa bz, bharREH, PAFL) OpEAd « BEBENHIEH 2
B9, FIZ, MRMmEmE 2 5% = I HIER b A3 5,

(2) EWNZEEMTHEBREIR
AMER R L

(3) fEFAsBRR - Fri
AMER R L

14



VI. EWEREICREY HER
1. mPREOHR - AEE
(1) ;aRLADGOLHRE
MR L
(2) ZBEOLHREDERRE
( THEARHBR CRER S - PiREE | DOIESH)
(3) BRRARRTHERESA-IFPRE
<A moRE YU EREEE 2.5mg [EE| >
Fusg D R 2.5mg [EE) 1%,  [E&E2NE22 58 0 B RE O A W= R R
A RTA 2 (18411 A 24 A FEAFAINE 1124004 5iEH) | ITESE, Ar¥
U UEREEEE Smg [EE)] ZAEERIAIE Uiz & &, IRHZEENFESE S HE SN, EYFECHE
FELHRINT,
<A noRy VU EREESE Smg [EE) >
I EH L DR EVERBR T A R T A S O—ESIEIZ>WT CERE 18 48 11 A 24 H
SAFAFF 1124004 5)
Fa Y o ERESE bmg [EE) SAEHERIFZ, /a2 4 — "—kic L ZhEh 168
moRH YRR S LT bmg) R A BEICHER FHRERE &G L iR Ao 2 UL
EEREL, S5NRMEE T A —% (AUC, Cmax) (22O CHEHRIT 21T - 7= f5 R,
WA DA PRV D3RR S AT,
MAEFRENFONT AUC, Cmax ZE0/87 A —2 (%, #BRE OBIR, RIROBIEEL - RERS%
DRBRGIFT L > TR B WREMELH 5,
[ RIS A — 4 ]

T NT A—H BENT A —H
AUCt Cmax Tmax t1/2
(ng*hr/mL) (ng/mL) (hr) (hr)
AasRF Tt
§ 5mg [EE) 236.37+35.60 100.37+£21.02 0.8+0.3 2.5+0.6
LA
4 4 + 4
(521, 5mg) 236.38+29.61 93.83+28.76 1.1+0.9 2.3+0.3
(1 &5, Mean+S.D., n=20)
(ng/mL)
140 ~

Ifit —L Fusy v R S5me [EE]

i O BB

§ Mean =S.D. (n=20)

PA

g

M

v

i

;3

| EEP CPUIS A MY O A | OO AN L |-
2 4

20 24 28 32 36 40 44 48

K (hr)

5 mgiE 1 HEiR 58O T M TSR EHTS

15



(4) rhiEis

MER R L

(5) BE - 6tRAEOEE
RMER R L

(6) BEH (REaL—Yay) @Ik YHBLE-EMERRNSIEESHER
AMER R L

2. EMEER/ANT A5

(1) BBHAE
AMER R L

(2) RILEREFEH
AMER R L

(3) NMATRLFEY T«
AMER R L

(4) HREEEH
AMER R L

(5) VU7 VR
AMER R L

(6) Z/ER
AMER R L

(7) MFEREEE
AMER R L

3. IR
AMER R L

4. 9

(1) mik-AXEEME&EE
RMER R L

(2) Mm&x-RatEREr R
( TVIl-10. 4w, PEMm, BILMHF~OHKG) OHESHR)

(3) Eit~0BiTHE
( TVl - 10. 4k, PEMm, BILMHF~OHKG) OHESHR)

(4) BEBRA~DBITHE
RMER R L

(5) TOthoBB~DBITHE
RMER R L

16



5. fK#

(1) KBEBLIR U BHIER
LR L

(2) KHICEIE5T HBHR (CYP450 %) D5 FiE
LR L

(3) MELEESHROBERUVZTOEE
LR L

(4) REMOFEOEERULLE
AR L

(5) EERHYOEERN/NNT A —4
LR L

6. it

(1) HElEAIR UHER
LR L

(2) it
LR L

(3) HEithERE
LR L

7. FSURR—E—IZET S1ER
LR L

8. BNEICLZBRER
LR L

17



VI. R4 (FRLDOFES) (BT 5IEB
1. BENBRLETOER
Y ELHEIH e L
2. ERABRLTOER (RAEREED)

(R (ROBEICEBEELENIE) ]
AAN DRI LIEBUEOBERE DO & 5 BH

3. MEERIMMRICEHET SERLDOETE L EDER
L7

4. RERVAERICEEY AERALDOIE L ZDER
A%t L7

5. EERENALETDER

[(BERE (ROBEBICFIEEITHETSHL) ]

(1) BHERETEE [ROIThRENRRT 28T nH 5, )
(2) miling [ Ieling~0h ) OESM]

(3) IHEEEREE DS 5 EA UIMHEREREDSET 281 H 5, )

6. EELEFRNIR L ZDEHARVLESE

(1)%%%%#*&ﬁ&é@f AFNF -4 D B2 B B O ERR G R A F O B O A
IEES RV Y +EETH 2 &,

(Z)E%XTD4%%%%xffw5%%f,Kﬁ&ﬁ EV 2T A FREZXDHGAEIC
TR REH T CRAIZITO 2 &,

(3) AHIZZFEMEOBEIRET 25518, HRFHEEZ T, ZOEANLERGZHEL,
IR TIRFE TR 2 Z ERHEE LUy,

(4) AFNOBAIC L BHENGED LNRWVEAICIE, BREEMICOEVRELARNWE ) ICiE
BEIHZ L,

7. HHE%EHA

(1) StRAERLTNOEH
AT L

(2) $tRFELTDEH
A L

18



8. EMEH

(1) EfEFOHME
ANV A AR AR A5 O BIVE PR RSB A B & 72 D AR 2 20 L CTue

(2) EXGEMER & MHER BE )
BIEERT 2, FTH8EEREE, #9E : BIEATZ, AST (GOT) , ALT (GPT) , y - GTP, LDH,
Al - P O ERS 2L FFERERTE, HIEAH LD Z ENHHDOT, BEE STV,
PO ONTGA TR G 2RI L, SURAELZITO 2 &,

(3) TOhDEIER
TRO LI REWERRH 5 d Z ENH LT, BIEREH0IITV, BEPED L=
ATV - IR O LB 1T H 2 L,

B
B | EY | AEEEORE, W (S O, RN
AREEER) (B - WS , RS, BEk, 1, B - HERK, DFE,

mAmER EP KT, LO%URE
R e, PSP, M, T, RS, R, DK - 0AK - EBR, Hu,
H b 5= P

RAKTUAHE

fFegrega (ALT (GPT) , AST (GOT) , LDH, v - GTP, Al-P, #t
FF i ..

ey 5]
i i’ HIMEREE %, GFRREREE S, U ek, AmEkiED, i M

B - BRB JR¥EsIM, BUN_ESH, REABME, fhr v 7rF= b8, #R, PERKE

m B’ % BE, (E LA

z o i ARRE, fhidE, BIER, Mo L AT a—v B5., RIS, Mol AP,
MR B, (REEHN, 1$TY

M) 2ok o RERRD bbb -gailciy, 52 hid52 b,

(4) HEARERRREERUVBRREERE K

MY ER e L
(5) EWtEE, SO0HE EEERUFMOAESESIOREARBREE
MY ER e L

(6) EWM7 LILX—IxT 3 FBRURRE

1) R KA ORI LBEEDBHERED & 5 B 213G Lan 2 &,
2) TOMOEMER : BEUE GLEEEOIE, il (Bm- M) , < 98, MRINE) o
SERD o B O EGEITE, BEETILETHZ L,

9. BlE~DES

RS CIIAEFMEEENME T L CWD Z ENE L, BWEARBIELLST Vo, (BHEN RS
PR T 57 EBEOREEZBIE LN OEEICEG T2 L,

19




10. 3%R, EEWR, REBFAOEKRS

(1>ﬂ%1i%%bfw57 EMED & DI NI, 1B LA RIENERRYEZ LRl % &
NOGEOHREGTH L, UHRTO®REGIZET 2L 2VEITHENL L TWh7Rw, ]
(2) T;Z%LEPO)%?}\ CRET L 2 LAaRET, LG TRET AL A TIESEL 2 L,

(SR (7 > ) THHPA~OBAT RO AEROEEEImGH A HE ST b, ]

1. PEREADERE

IRHIZEARER, e, FUR, RIS 22 a3 LTy (BERRER D20

12. RERBRERRICRIEIIRE

AR OEELX, T ULV ERNRISEIEIL, 7 LALT s OMRICKELY T DT, T LAY
VN BUSRAL & FERE T D ANIAR 2 PG5 LenZ &

13. BERS
AR L
14 BRLOIE

1) BEHFIZZ(FEE : PTP AL OHFANL PTP > — b B H L CIRAT2 X o8+ 52 &,
GTP/—%@ SERIC LD, BEOBLATOS EIEREA~FA L, BICEELZE 2 LTt
ARFEOEE R GIEL DT 2 Z LA SN TS, )

>§ﬂﬁﬂﬁ IEILT & JITEE T IRET A 2 &,

15. ZDHDFE

KERBEERIZBA S 0TI, A m X F O ARt SR 2 452 G- A D REZE D FERE S 7 H LT
FEBIDS IS STV 5

16. Z itk
RLHCEIHZR L

20




X. JEERERSAERICEE 9 DIEH
1. EIBHER
(1) FENFEEHRER ( IV, E9EE(ICEHI SEE] 8R)

(2) BIRROZEEERER
L ER e L

(3) RLMEBHER
L ER e L

(4) FOthnFEHAR
L ER e L

2. EHHR

(1) HEEESEHER
L ER e L

(2) REBSSEHR
L ER e L

(3) &EIERESHHER
L ER e L

(4) ZOMDEHEY
L ER e L

21



X. EHENERICEY SHE

1. REXS
PE D IREE 2. r
% =Pt RVG 1 3] 7L
2. BN I6E AR
IR UL T VIR R OEBIRNICAE T2 2 &, (B84 « EMRERR RIZEES )
3. Ik - RESH
EIRRAT
4. FHIRBELNLDOFESR
(1) ERTOMYHZWLWEDHEEAIZONT
( VI Zeaett (A EoEE%) (B4 2IEE ] OESM)
(2) FEFIRMAFOTRLNCONT (BEZICHEIREILAFES)
<TVoLEBY A
( VI Zeate (A EoEES) (B4 2IEE ] OESH)
(3) FRFIFOFEERIZDOLT
Y ELHEFIH e L
5. RKEFHSE
AR
6. A%
Wk7e4h PTP 14k X TakE
FoRE Y R E 2.5mg [EE) 100 &g —
Au %Y S bmg [EE) 100 £, 140 £, 500 5 500 5
7. BHREOME
iTonE] ME
Fua &Y ERESE 2.6meg TEE] | PTP % : R Tav Lo 7 v, TAI=ULE
AR D Mt Smg [EE) T§§§¥§izgf;égTﬁf;;ﬁ;;ﬁj;f
8. R—H% - F%hE
—RSy T vy JEE25, TLaryJEED
9. ERELEFAR
A~
10. BERFTRZEAARUVEBES
[ FKERAEA B ERES
Iz D U i ESE 2.5mg [ER) 201248 H 15 A 22400AMX00978000
Fru sz D HikSE 5mg [EE) 201248 H 15 A 22400AMX00979000

1. RiEZREFAR

2012412 H 14 H

22



12. BEXEHREM RERUVAEXEEEMFOEABRTEORARE

<

13.

14.

15.

16.

17.

RE TR, HER OH &N >

BEIAEAH 2014411 A 20 A

fR7E4 - A u g D HEREESE 2.5mg/5mg [EE|
N -

LT 5mg ZH & OBEERIO 1 H 2 [FIFEN
RS W53 5, 7ok, Fln, FEIRIC XV #EEHY
a6 KI5,

g | DR R, TEUEo/NRIF LBy
VIR L LT 5mg 2R OEERTO 1
H 2 [mfE 05425,

B [5]
RN 0 T VLR RS, FHIRE, REREAICHE | RN - T LR —RR, ERE, RER
e 2T (BB - ER, 5, KR+ BUCEES 208 (95 - FER, ¢
Xx FEIE, =pEVERCRE, 2B HMRIED) 2, RIEZ O FEIE, SEETRE, %
R | DR T UAX—ERR, SRS, RERE (8 FAB VR BE)
P - FElEYe, FERE O FEE) \TEED £ H¥E
RN @, BRAZIZ 1 EA a7 DU ERRE L | B - 85, AL L Ed a2 o

fetE & LT bmg Z 8 L OBtERTD 1
A 2 H#EA&EGT 5, 7ok, i,
FEIRIZ & 0 W EERT 5.

(_: DRESUIRNR, FEKR O BN 5 2 5 i&HT)

BEEERE BFESRAREABRVUZTORE
Y L7

BEEYE

Y L7

BEUMFREERRICEY 51548

AANL, HHEHFIZBIT 2 HIBRITED HIL TR,

ARANTASPEHIN_ L D% FEIERGL TH D,

23

&EI—F
i 4 SRAMSEAEITH Lt~ b HOT(9 #7)
o PR o — R EEa— a— R
Fa Ry U EIRIERE 2.5mg [EE) 4490025F1058 622192401 121924102
da a2 MR SE 5mg [EE) 4490025F2054 622192501 121925802
RISHAT EDEE




. XER
. SIFAXXH

1) T Ay PRt R (LM

2) Ay MRSt AR (GAHRER ; §€ 5mg)

3) m Ay RERAEtE AENERE (CEPRRISEERER 5 6 2.5mg)
4) HHEdREAARERGREHRE C- 1207, EIEE, H (2016)
5) Ay FHRAEHE HENER (B PRIRSEERUR ; §E Smg)

. TOHDOBEE
L

. BEEN

. EGSETORTRIR
L

. BB SRR IR AR
L
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XI. {&&

1. BAFl - BERICER L TREHINZT S ISH-> TOSEHR

AHEDFERICEET 5T

AT GR A Z T CORWVEICET 2R G N 5,

RRTIEF DL L CORVAAR B EENTEY, HETHRHB SN TV LRBRFIETH LN
fiRZFRE LTIRRL TN D,
ERACEE D RAE N 25 2 L TOZRBERTH Y, MTHEO AR EZTTHDTIERL,

(1) B¢

BRI DR E ISR

A0R2 D iERIERE 2. Smg TEE]

W D2 ENEZ 25°C  60%RH ORIFARMTRRE LSRR, TEIRITEEIRED 7 4 VAR 25
te, MEREAOHBRTHY, MEITHKNTH 72, 25°C - 60%RH * 120 /7 Lix-hr r OIRAFSK
HECRRT LR, MRIRIIREROO 7 A VAR 2ET, REROORETHY, MET 60 5
Lx-hr THIEI CTH -T2,

@ i)

25C « 60%RH [t BEj]

RERIAH =2y bk PRATIIR
<Hk% > FH BRAAR 14K
T REIRED T 4 VI EET, WHEIREBD T 4 VB EETe,
Ik n= OLPoO1 B O B O
Wﬁ?ﬁ%gﬁim 2=l 1 0LPoo1 Ry e
R (%) *2 n=2 O0LP001 100.0 98.8
(B&1iH) _
AL () n=1 | OWPOO! 1o
X1 Offl 2 DIEFEWE - 02%LLF, OREBWE : 0.9%LL T X2 : BEE (%)
® it 25°C - 60%RH, Mt 120 5 Lx-hr [BH]
HERIAH =y h Fang A
< I > H BHAAIE 60 /5 Lx-hr 120 5 Lxhr
WHEIROD T 4 VAR % | IREREDOT7 4 VAR % | IRERED T 4 VAR %
Mk n=1 O0LP001 ate, WHIRED ate, WHRED ate, WHRED
HIEESEER (HPLO) 221 oLpoos o TES TES
&8 (%) *2 n=2 O0LP001 100.0 96.8 96.4
(B%&1H) _
FEEL (%) n=l 0LP001 0.3 0.3

X1 O~ DEGWE : 0.2%LLT, ORIEGWE : 09%UT X2 : EHFEE (%)
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A 0/348 D UIERsIESE Smg TEE)

ey D22 et % 25°C « 60%RH OIURAFSRIFTHET L7oRER, YERITEFREAD 7 4 VAR 25
to, METHEREAOK R TH Y, MEROEEITHEANTH 72, 25°C - 60%RH - 120 /7 Lx-hr
DRAFERMETRF LTERER, MIRITRERED 7 4 VAR 2 ET, MEEREORERETHY,
FE1% 60 7 Lx-hr THARS TH -T2,

® ity 25°C - 60%RH [, Bk

HERIAH =RV FRAF IR
<> &5 BH R 1%A
P WHEBREADT 4 VAR Z2ETs, WERADT 4 VAR EETe,
R n=1 OLP001 AR BB A ER BB
#iEERBR (HPLC) n=1 A A
1> 0LP001 WA e
&8 (%) *2 n=2 0LP001 100.0 98.8
(BE1H) .
B %) o= | OWPOO L0

#1 - Ol % OEFWE - 0.2%LL T, OREGWE : 0.9%LL T X2 : HFER (%)

® i) 25°C - 60%RH, MEtA: 120 )7 Lx-hr [BAJK]

FRERTE H =k E ) een
<HiK> F BHAAF 60 5 Lx-hr 120 5 Lx-hr
RERODT VLT % | WEIRAD T 4 VAT % | REROOT7 4 VA%
PR n=1 0LP001 Ete, WD Ete, WD Ete, WD
WA ER (HPLC) n=1 A
1> O0LP001 STk THEE THEE
R (%) *2 n=2 O0LP001 100.0 96.8 96.4
%
(B5E) O0LP001 — 0.3 0.3

HEZME (%)  n=1

¥1 : Ol % OEFEWE : 0.2%LL T, ORIEEWE : 0.9%LL T X2 : FEfFER (%)
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(2) HR - BAMRURERSF 12— JEEMHSAR

a4 o iEEEsE 2. 5mg TEE]
1) HEBAE
AR R |
T A AR —DE R N ARERETY, BIE 1LHE2T AR —RNICANTER F %
KL, # 55 COiRYE; 20mL W\ ifio7z, 74 AN —I2&F A LT b ofElkiER, 7«
ZA/% %$T15E@ﬁ%b AR ORI A BIEE LT, TR AED RO Hiv/en
B, I b ofElE, FEEROBAELITV, BB ORI A BIEE LT,

BEgisled

BRI D NS 12T 4 AR — 8 F 2 — 7128 L, § 2~3mI/FPOEE TIHEA LT,
F o —TIIERNFR NG B8 8 43D 2 /KT L, HEANGE E O 30em O SITEE L
7oo BREIRZTE A ICHBEDOE KEZTEAL CF 2a—T NEES L&, Fa—TNITEEDN
PO LR AU EEMEICEEZ L & LTz,

AERENEH : 2012/10/12
v hE 5 : EE002

2) HERER

AR R
Fi=PaY SV /et ) JSD AL e . B _ . _
% 2.5mg EE) 5 57 AN FREE - Bl L 7=, 6.5Fr.F o — 7 Z@Em L7,

ARERIL, TR BERG NP7y 7 (K CiE)) | 2 8B L THEBLELL,
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AR5 D iEEESE Smg TEE]

1) BBAE

[ R R a5 |

TAANXY—DER N EREETRY, BIE 1 EET 0 AT —NICARTE R h %
RL, ¥ 55 COIRE: 20mL #W\\Et>7-, 7 4 AR —|2F % LT 5 oflE%, 7«
AN Y —HFT 15 FEMEE L, AEREBOREZBIE LT-, TEORERENRRD b
A, I 5 ofEikiER, REROBAEEZITY, B ORI AL LT,

L ki
BRI D NS TeT 4 AR —ZfETF 2 — 7128k L, £ 2~3mU/MOHE TIEA LT,
F 2 —TIHERNFE AL HK 3 750D 2 Z KT L, EANEZ O 30cm EoD @& SIZEE L
7o BB A TEANRICHEEOFKEZTEALTTF 2 —TNEES L&, FTa—T7WNIEFDR
D bR @R eI MR L L L,

AERENEH - 2012/10/12
2 v &5 EE002

2) HEBRER
AR BETEAR
R TES Te .
j;%i;é%%h 5 4y LA i - R L7 6.5Fr.F = —7 % i L~

ARBRIL, TP #ERG NP7y (R CiE)) | 2 8L THEBLELL,

2. ZOhORIEEH
L
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