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v bEESOmgl AT /3| [ICAEFEDOARAEET, 2018412 A 14 HHHRGE L=,

2022 8 H 1 H, AT N7 7 —~HAStt0 5 B E LB TS I R 58 &R
DM S, TORBRICIGEA DR E TRHET /) EINIGHITEE L=,
2022 4 8 H 18 HIZHAMiIE <, BIE TS RGEZ B Lz,

2. WROBEREN - WHZHEYE

(1) BANT= SV RE Y DEFRT ET DTV R—RETEERLERNTH D,

(2) PTP>— hMIE v Far ha— &7, 18I LIRSS - G8EF R LT,

(3) PTP >— ro v ZHEIZHIE TRENIIRH] 2R L7,

(4) \ERRREWEHR (BEERB) & LT, f/Wasd, BUERZE, IFHERERE, WH, FARan
WEINTW5,



0. &Y 5"E
1. HR5E4A
(1) M4
TV AKX v R 50mg [NIG)
(2) *4%
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(3) AMDHEE
—ix4 K0
2. —#&4
(1) M4 (4%
TV LA Sy b (JAN)
(2) #4 (G4%)
Epalrestat (JAN)
(3) RTL
TV R— R RFLEIK ¢ restat
3. BEXANITFER
S

/JZ CO,H
CHy SN /
N

O

4. 2FRRUVSFE
7712 CisH1sNOsS:
& 319.40

5. {t%4& (4K
2-1(562)-5-[(2F)-2-Methyl-3-phenylprop-2-en-1-ylidene]-4-oxo-2-thioxothiazolidin-
3-yl}acetic acid (IUPAC)

6. \RA4, M4, KBS KBE5ES
Bz L

7. CASERES
82159-09-9
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(27N BEDT 4V ha—F ¢ 2 T
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kel — K
(PTP) £ 5017
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( NIV, 4. WHOFFESEM: FICBIT 2LEN] OESHR)
(3) WAla—F
( Mv. 1. WAFEOKH, SMLEOPER) OESH)
(4) pH, RBEL, $E, HLE BEOERUREY pHEE
ML

2. WF DAL
(1) FRES GEERMS) DEE
W5e4 TV LA K ME 50mg [NIG |
f??gg? TV A Xy b 50.0mg
S ﬁ%%ﬂ~xﬁwvﬁﬁ,%M?5V,X?TUVM77*V?A,EFD#V7
ol luo—R, beFuAuo—R, w/7ud—,L6000, D-~vr=Fr—/L
(2) Fmh
( Mv. 2. (D ARy (GEMERSY) OFE] OHSH)
(3) £t
YRR L
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(1) MESER

IEERER (40°C, 75%RH, 6 » H) OfEE, =/ L1 X% > ME 50mg NIG) [XiE?

GtiE FICBWT 3FEMBTETH D Z LRI ST,

O YL L Ay MESOmg [NIG |

=
>
=

IR (B mEEIHE « PTP+ 7 /L 3 48+ |

SBRIE H (A7
<HiR > Be Bl 6 » A
2N A o
<HBDT 4 NVAT—F 4 T EE> E A SENE
Eﬁ%ﬁ%ﬁgﬁ SSE A AN
(SRS R T ) Ha A
U5
(GEY—MERER) (%) A WA
<15.0%LL T >
VR (%)
<4574y, T0%LL > 78~99 79~97
SR (%) y )
<95.0~105.0% > 97.6+2.072 99.1+2.0%2

K1 RREICHTIEAE (%) K2 AR YERZE (SD)

(2) HwEEOREESR

Oz VL A%y MESOmg NIG)  #Ealdk 40°C [HOE, KU A#]
AR H TRAF 11 ]
<HIHE > S 3% A
PR

CHEOT AN ha—T s | HEPTANAI =T 4 T

HEDT7 4 N La—F ¢ v ThE

TETE (%) 01100

<454y, T0%LL L > 94~99
B (%) 100 98
(Z2EE) wE (kg 12.9 13.2
Oz VL 2%y MEBOmg NIG)  #Eaidk  25°C - 75%RH B, BHAL]
RBRTE H e vl
<k > B A B 3% H
PR FEDT 4V Ia—F ¢ 2 Tk

CHEOT AN ha—T s | HEPTANAI =T 4 T

DPFNTHEKAF TN

TEHTE (%) 01100

<454y, T0%LL b > 96~99
mArE (%) 100 99
&HE) wE (kg) 12.9 11.6




OxT /LA H y MMEEBOmg [NIG

ot 25°C - Bt [AUEA A

=HBRTH B AN Y
<Hitg > BE AL 60 7 Lx-hr
PR HEDT 4V ba—F ¢ Tk

<HBDOT 4 Nba—F 4 L TEE>

HED T 4V —F ¢ v TEE

HITE (%)

<45 7%y, T0%LL > 91~100 93~96
R (%) 100 99
(2EE) WE (kg 12.9 118
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BFAROANA

6. fthFl L DESELL (HEEFHEIL)

Y L
7. B
(1) BHB®

TV LR Z y ME 50mgINIG O HIE, AARIE/HFIZED GNT-HICHEG L TWDH D

EMHER STV D,
(FREBRIR I A HERER SR 2 K 900mL % vy, /S R/WEIZ XY, 50rpm CiBRZ1T9)
ARRpSTY S

Fork B R TR HE

50mg 45 4y 70%LL £
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3 FH E 3K 5L D SV VA% B Rl O Bz >V C CERR 10457 A 15 B ESRFREE 634 )
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B S
2EE AR WHEBRE S A
(AR N ONRBRIE © 50rpm (pH1.2, pH4.0, pH6.8, 7K)
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- pH1.2 (50rpm) ~TlE, 120 /7IZ331F 2 A ORI HH =R I AR HERLF) O PR =R = 9% D
FFHICH -T2,

- pH4.0 (50rpm) Ti, 860 /1) 2 A O VA HER I THEHERLA O SEHEE = 9% D
FPHICH o 72,

- pH6.8 (50rpm) TIE, FEAERIFIONER D 40% K TN 85%FFrd 2 KfmlZHW\T, &K
i O SRR HH S8 AT VE R O SER PR 2 £ 15% D#EIFHIZ 8 o 72,

< K (50rpm) TIX, AEAERIKIN 360 /IZHT D FHRHERD 1/2 OFER R % 735824
PRI R TN 360 431 36U T, A S D 1415 HH SR AT YA 0D S5 HE 3R = 9% D PRI & -
77

PAb, ARG O HZE) 2 AR ERGA & bl U7/ R, 2 ToRBIRICI W T MERIEIEL D4
W RS IERBR T A T A ) OHEIRAEITES LT,

(Fa H R AR)
BHE (%) pH1.2 (50rpm) BHE (%) pH4.0 (50rpm)
100 | 100 |
80 80
60 | 60 r
40 - —— T/\LL RSy FES50mg TNIG) 40 L —— T/N)LLRA FEES0mg TNIG]
- - fE 4 ) - N = JEAERIE| (fF], 50mg)
20 | o = ZERK (FF], 50mg) 20 | ZERE (fRF mg
EATA AT A DI, G | ™ ~n 0 @w
0 30 60 90 120 0 90 180 270 360
B (49) B (9)
BHE (%) pH6.8 (50rpm) BHE (%) 7K (50rpm)
100 F 100 |
80 r 80 r —— T/5LLRA Y FE50mg TNIG)
60 60 | - /v = 1ZAEHF (F2F], 50mg)
40 + A < 40 +
20 L 7 —— T/LLR% Y ME50mg TNIG) 20 | —_—
- o = iZHEME| (FHF, 50mg)
0 L‘Y L L 0 Z-Y L L L L
0 30 45 0 90 180 270 360
B (9 B (5
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AIZ[RIREDIREE DRI 238D 5,
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12.

13.

14.
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palli]
PAROrA
BATHTREMED H LK
M ERR L
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1. REERIIFIR
FEPRIFIE AR Z I D AR (LOWUR, &%) |, IREREY, OmAERY ousE
BEL~E 7 o B U RNEE 2 R~ T 5E)
2. AERUVHEE
WE, RACEF= VL 2%y hE LT 1A 50mg % 1 H 3EERRNCRO#EET 5,
ks, AR, JERIC L EEMEKT 5,
3. EREKRTE
(1) BET—421\v45—o
M EE e L
(2) ERERZNE
MR L
(3) ERERFEIRAER
M EE R L
(4) BREMHER
M EE e L
(5) BRI
1) BELALETHERGHRER
M EE R L
2) HEEGEAER
M EE R L
3) REMRR
M EE e L
4) BE - WEBANEER
M EE R L
(6) ampIfsEA
1) SEABERE - FECEARERE AT - SLERTREKRSER (T IREERKEER)
MR L
2) BRRBREHL LTREFEORNEXIIRE L -HRBROBE
YL



VI. EEREICEET HIEHE

1. EEZNICEEHHIEESMITLEMEH
7L

2. EEEH

(1) {ERER - ERABFEY
TN a—AMNE Y IVE b= ~DEWEF DTV F— AR TiER A LE LT, Ml -
THAT 2V E ML OMBAERZ T 2, 2 X0 BERFMEREHRES IS F
EDOLONRRAZWET D,

(2) ENEEMITHEBRAAE
M ERR L

(3) {EMRBRRE - FinbkRE
M ERR L
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VI. EMBIEICEET B
1. MEREOHS - Bk
(1) AREARELABE
LB L
(2) BEMPREDERRE

( TVI. 1. (3) EeKiBR CHER SN/ DOIESM)

(3) BRERHARTHRESA=MHARE"

BIEEI S DLW ZFRIRIFEIERR T A T A O —HWIEICS>WT PRk 1345 A 31 H

= HKEIE T 786 )

TV LA Ky MEESOmMg NIG | & FEHERLA 2, 7 1 A4 — N—JEIZ L 0 ZNEh18E (=3
VU AH y b e LTE0mg) REFERA S ISR BRI O 5 L C i i AR 28 b AR B 4
EL, BoNEYERE T X —% (AUC, Cmax) (22> T90%(EHE X MVEIC CTHEHIEMT
AT T RER, 10g(0.80)~10og(1.25) DHEIPANTH 0, WAl DALY FHIF D MR S iz,

4000
3500 f T
3000 t
2500
2000
1500 |
1000
500

M#EhRE (ng/mL)

: TINJLLU RS v hES0mg[N | Gl
L ARAERIA (BEF]. 50mg)

T ERERE. n=29

ML RRE) N T A —H ]

5% OB (hr)

- HIE/RNT A—H BEINT A —H
k5 &
(mg) AUCt Cmax Tmax t1/2
(ng-hr/mL) (ng/mL) (hr) (hr)
TV ALy ME
50mg NIG | 50 6574+1681 3256+1197 1.9+1.1 1.11+£0.35
PEVERLA] ($24), 50mg) 50 6584+1596 | 3095+1232 1.9+1.1 1.18+0.39

(Mean+S.D.,n=29)

MAERPE N IT AUC, Cmax 0/87 A—51%, HRH OB, KRR - 1R
S DRRLIHIC L > TRA B RIS B 5,
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4
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, . ] AR (L5 - ERED
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. BXhEAR X136 R EIR
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FEIRIRAT
FHIRZ DN LEOEER

(1) ERTORYHR WV LOBERIZDONT
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12.

13.

14.

15.
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17.

EMEENBEAH
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TV A A ME 50mgNIG)

202248 H 18 H

IH i 7E4

S A HEHAE A

TV ALy ME S0mg i 7 /3

2018412 H 14 H

IH R 7E4

S A HEHAE A

X1y 7 AHE B0
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REMFHREERIZEY S1HR
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RGBT LDIE
AANTZ N OB IFEEIRL TH 5,
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4) HETLIGE TGS NS (EWsr RS ER)
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1. FAA - IREIRICER L TERERHIBTZ1T 3 IS H - > THOSHEIRH

$E®Fﬁkﬁ?é&a

ARHENFTAGE 2 Z T TORWEEICET RN E £ 5,

FEREZREFEE LTIRRL TV D,

aﬁ%ﬁjﬂi ENMESLL TOWRVHNA B ZENTEY, H<ETHREHINTND

Wi CR b
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o BT B
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® i 25°C - 7T5%RH [EE: « BE]
(B /M~ F5e KA
XEATH B PRATHARE
<HiHE > BH A& B 4
MR n=3 T ANVDREEZELRTFNEWEOKREK | 74 VAR EZELTE WS NEOBR K
a8 (%) ¥ n=3 N N
NP 96.05~98.27 96.06~98.27
X FoREICKTOIEAE (%)
@ ik 25°C - ¥aBRtE 15 5 Lix - hr [[UB AR
(B /M~ F5e KA
=XEATE H AN Y
<> B A 1575 Lx * hr
PR n=3

T A NVE R EGTIEWIENEORER

T A INVE R EGTIEWTENEORER

ZiE (%) ¥ n=3

<95.0~105.0% > 96.05~98.27

56.41~51.97

% BRI B AAE (%)
B - ke
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(2) HE - BANRUREREF1—J0EAY
I/NJLLRAy §E50mg TNIGY
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T AH R
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