20234E10 HEkET (BE1M0

B & ERRE
BREIE - 34

ok I 8 0 AR 1 3 PHL 25 41
HEAY v h ARG

BEE
BAREERIEES
873999

FIpIE S
HAEAYY bxv)Lsase 100meg NP

Camostat Mesilate Tablets

) R -EMFEOUSZICIVERTLIE

ARES
HR 5t BA 4

22400AMX01475
19974E9 F

2. 82 (AOBEFICIIBELEWI L)
ARHID BT R U IBBEUE OBEERED & % B

3. #Hmk - MR
3.1 #mk
Wk 7e 44 BRI ol
FoTU) a—)VE
FRrITAL, JORAR
\ JAT—ZF KU A,
ATAZ |1 GEd ERoxs7oee
~ AU | HAEE ST WO—2Z. ZA5FT7 Y >
Hi5E 100mg | NEAL v MAS | gm0 00 T 05
NP [l 100mg | 5 o G- S rma—
JV 6000, EfLF & >,
v FNary
3.2 WHE DMK
M - RES
HRoes HE | Ex | &5 PR
(mm) | (mm) | (mg)
ATRY Y CO HE~MERED
b AV TANAT—F 1 >
HidE 100mg g
Ny 6.5 38 124 2

4. %hEe - R
OBRMERICH T 2 BMERDER
Offf PR RER

5. 3heE - HRICEET B E
(IBMERICE T 2 2 MERDER)

51 BIRWLS. #i, HSREORRHEZNEE T 580
ROBEIERFICAFIZHE LN &,
HTEYEREEER)

5.2 BIOMFRIC K Bt BEAIIE, AFIOFEN
METERVWOTHERLAENWT &,

6. A& - A2

(IBMERE R IS B 3 MR OB
WH1HENEAY v M A)VEEH & LT 600mg % 3 [T
ST TROZLEGT 5, ERICKDEEEET 5,
(PR REE )
WH1HEAEAY v B A )VEEH & LT 300mg % 3[BT
ST TRBICROKRET 5,

8. EELEXRNEE

(zhEEE)

8.1 HERBAUIAMIEND 5HLNEZENHBDT, I
WEEREMEETY 2L, [11.1.4 B1]
(FEERMEEER)

8.2 IERDEUFEMNASNABNESE., RilIchiz> TR E#
BLWZ &,

9L HFHENEREHIHBEICHTEE

9.1 AHHE - MEEFDH 28X

911 BRIEZH Y EE

BIERANRBL ST < 755,

9.5 1Ehw

TR SUSIEIR L TW D aTREME D & 2 tRITi3, R LR
ik fEptt 2 LR 2 SHE SN DR ICOHEE5T ST
Lo oo RERLGZRISIE, EFOKREGED 40 £
(400mg/kg/ H) A EZ#E LB ER (5 v ) THRIE
EEOBMOMESEWEINTND Y,

9.7 MNEFE

INREEZ R & U 2B RE BRI L Thia,

11. BMERA
ROEWERMNS 5bNB T ENHZD T, BHEEHPITLT
VW, BENRDSNEEIERSETIET AL, Y
BB ZEFTS T &,

1.1 EXEEER

A1 23y, PF7147% 32— (WTNHHERY)
MEMK R, PERREE, 25 FEEEND S bNZHE1T3%
HGzhikL, @YRlEETO L,

11.1.2 M/MRiES  GEEARH)

11.1.3 FAEEREE. |BE (WINHHEEARY)

AST. ALT. 7 -GTP. Al-P ®3F L W EH% % 0 5 4 AE
R, BENDSONDE I END D,

11.1.4 5H VY LMGE GEEARH)

HERESH )T LAIENRS S5ONDEZEND S, [8.1 ]

11.2 Z O OEIEA

0.1 ~ 0.5% A

0.1% K | BUEAY]
B 8K |47 B Bk 9
b, AR | %

¥R

i@@ﬁ& 2)
Hib#

B, OIS

Ma S PR PR ks
R AT N

BB IR,
Ma i, Y8,
Mg, Mg
JiH. AL

I
Bl

AST - ALT @ | 7%

BUN. 7
LryF=
DL
TEIE, (R
bt

E D ;- FEBBEEIERH RS 2SO,

2 RELESGICE3&KSGE2RIET S &,

ol

14. BREDEZEE

141 EHARBFOEE
AFNEFIAFIVEY > A RFY I )VEFILE E O—-a4kIT
WD Z &, b L TRESEEETICTRELZEA,
KANEBOT D END D,



14.2 EHIZFEOER
PTP @3 D #A1 PTP > — kﬂgmwmbfﬁﬁ?é;
SIFETHZ L, PTP o — b DRI D BEWEAEMN
BEREARI AL, HIZI3ZFILEB D bfﬁﬁﬁ%%®$
BRAMEENIETH I ENH 5,

16. =Y ENRE
16.1 MiEE
16.1.1 BEEKS
@Rk A 5 #111C 200mg & ZEJERFICH AR O 5T 5 &
EHREITH D 4-U- T 72D ) RTAINAFI) T
ZOVHERE O M SE RIS 51 40 S TimICEL. €O
TR 1T 84ng/mL T, I H UK 73 2 TH B 2.
16.1.2 EMFHIEEMHHER
NEAZ Yy b AT IVEEHESHE 100mg NP & 7 A /S8
100mg DZENEN28E (NTEAY W BATIVEEHEELT
200mg) Z. 7 OAF—/N—EICK D RS FICHi R
BRI O 5 U Tl pis A GPA [4-(4- V7 =
IR AIIVFFY) T DIVEREE] EEERRE L. 15
SNTZHEYENRE/IN T A—% (AUC, . ¢ Cmax) DI
DFED 5% EFEX L £ 20% OHEPFHICH V. WEI DAY
RS ER SN Y,

EWBNRE/NT A—5

HIEINT A—F BEINT A—4
AUC, - g Cmax Tmax ty
(ng * hr/mL) | (ng/mL) (hr) (hr)
HNEAY v K
A )VERYESE | 146.3+107.5|85.84+75.8 |1.2+0.4[1.0£0.5
100mg NP/
7AA NG 150.3£117.7 | 87.8+66.3 | 1.1£0.3|1.0£0.3
100mg
(Mean = S.D., n=14)
(ng/mL)
160
140 -
120 -
1 100
S - AERY v kAL IVEEESE 100mg NP
G 80 - - 7 A4 /X8 100mg
z 60 Mean £ S.D., n=14
2
E 40|
20 |
0 s R al
0 1 2 3 4 5 6
B fel (hr)
Mg GPA IRFEHERS

MR AUC, Cmax 5 0D/8 T A—213, #ER#F O
IR, RO RIEEL - FREF OB &L > TRRZ T
RN D 5,

16.3 S5
EEREY 4-(4- T T =2 I RTAINAFEFD) T2
Ml &, CNEICRBEZ T p- VT 2V ) REFR
. IR T 20% 23 SRR LTS Y,

16.4 X35
ﬁ%xyybxaw@ﬁu‘%fﬁwﬁyﬁzx%wﬁm

SRENTIEMRIW 4-4- 7T =2 ) R A+
/>71Mwm& TR0, BT VT oY) REREIC
FTIAKAREEND Y,

16.5 HEtt
FEEEREA 5 #1C 600mg ™
RAERHMTFIEAENL T T =

% ZB R %@%D&%?é&
PIREBFEHBTHO.

DED4-U-TT7 =Y I XA FF) T o ZIVEEE
MBD LNz, HKH5H% 5~ 6 FHTIEEAEHEN, #
51% 24 R CTORFANDPEMZRIZTZNZEI 20%. 0.8% T
Hot=?,

) AFIO@EH 1 [AHRIE 100mg XId 200mg TH 5.

17. ERPRELIE
171 EEROREMICEET 5 35
(IBMERICE T 2 2 MERDER)
17.1.1 BA-EE KR EHER

TRIEER 2t —EEREEBGRBR 2TV, BEELOE
FEIRTHDER. R7 I T—PME. B -\, B0k
FBEIZPNWT, MBRHEELBEL THEEDOENRD SN, A
FERmEIN TS Y,
17.1.2 ENEERRER

PBIEER x5 & U7z —E BRI B 2 & ORI
BWT, KE. . E7I5—YE. R7I5—tHHE
ZDREIRDWENED 51, TOHENRIL 48.9% (155/317
) THY ",

T RMEER)

17.1.3 EIAEERRER

BRI EER TN R E L EER L ERR 2SO
RitBRichB T, NESEICZ DS A, Il OWwENR
B MO RV, BRI, B RURSE O 5 RER

BEENRD 5N, TDOHEENEIL82.0% (132/161 #) TH
%) 18) —22)0

18. EEhERIE

18.1 fEA#F
ﬁ%x&;hxyw%ﬁmﬁm&5T¢$%@K$%®#

HERRR. BHAR. BEER M OEIRRICIER L. 0B
%@ﬁ%?a@# PR L BT 2 MH 2 52 &
PPEESR D FIEIEIR &I OREMFAT NI T 25—
tmw&i HENBD LN TS, Tz, MEEENIC
WHET MR O Y T2 EHE® 52 812kD,
R R E R DUEEICIRNBD SN TND,

18.2 ZEIB(ER

18.2.1 EEPEEREE/EA
1) rUTT, mERI LAY, TIAIL, hOY

E2. Cpn CIAFI—HITH L THRWHEEMZ
R Gnvitro) o —H. NPT LT F. A
LA T BHEEMITHL<S, a-FEN) T
oRT o TaxASA L eIV TaT T —
Y. I FAXRTFY—BITH L TIIHEEM 25
X7 Gnvitro) P
Tz, ROKGHE ®m$ﬁ@ﬁﬁ%4@/77 >
ROV AFY) T ZIVEES., IZFIENEAY Y
b A VBRI ICHd B RREE 2 A 95 (in vitro) V.
(2) T bIZ50 ~ 500mg/kg #5925 &, &K
FEHICI P OB Y T2 T T AI DO T A
Mz ERERBDEND P, F2, R AIC 200,
600mg Z RO 5T 5 &, HEEGFEEICmFH A
LA AR LREBBDENS Y,

18.2.2 ¥ Z AR RICX T 2EE/EA
46°CDIRAKHFITIZ L 72T v MR OEERERRICHNT 25,
100mg/kg RO 595 &, F = RME OIS 2N
32 ~41%., 70 ~ 87% 45 »,

wzsﬁ@-ﬁh%aﬁ?éﬁiﬁm
FRUATUHEIRBBIC & 2 W B 1T 50 ~ 200mg/kg & #% 1 #%¢ 5-
95 &, Clot 1y51s‘ FDP LR KLU0 > E VR DIEE %
FAREFERCIHL, Bz g5 2,

18.2.4 REREER (X B2 1EH
(1) W ETEgEE Y T ERENICEA L TE

BR U 72 EBRIES T v N IT 25 ~ 100mg/kg % #% 1 5
T2L, ARKEEICHEREZRKTIES Y,



(2) +HEBHEL — TR DIER L /- EBEX S v b
(5mg/kg) KA1 X (10mg/kg) W&+ 4515 N 59
LE, WEFEGOMBEZMHET S L& BT, mMHE
Eﬁﬁﬁﬁﬁﬁmxﬁémﬁb\%t%%ﬁTéﬁ
%%,

B AV URZETHBFLEZYIACIF A= D51
K OERR U7z TF A = 2 ERIT 20 ~ 300mg/kgZ 1 H
2ERO%E92 &, N OEB ) RERIEED -
REMH L., HEREEFSES Y,

18.2.5 AU RMBERET VIS T B1EA

(1) v MEEFERERERETIIVICBWT, 100mgkg
Z1H2MMEZ2 HEMS 5 HREROKEGT5E, &
RS AR 2 TS 5

(2) 1 XBWHEEERETIITBNWT, 50mgZ 1 H
3MEIiTE: 14 HEMS 14 HEREO#KEG T2 &, BED
U5 A J OIS QNS R EHE L. BN
WRERDD P,

() T v MiitgWRMtEAHBERETIVIZBWT, 100mg/kg
ERO#ETSE. EFIVRDERL MLk o
NU T U iEZE 81.8%4HIT 5 ¥,

19. BRI ICE T 2 IE{LEMFE

—ft  IEAY v FAD)VEE (Camostat Mesilate)
{b2%44 : Dimethylcarbamoylmethyl 4- (4-guanidinobenzoyloxy)
phenylacetate monomethanesulfonate

CyHzN,O5 « CH,O;S
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(0]
CH;s
o O\)kl‘\]/
(6] CH;
NH O

H:N N
H

Fa s W
N

HEELC

+ H:=C—SO:H

Bl r s 194 ~ 198°C
R - AR XIS REOM KR TH S,
c IKIZRRBTICLS L, T /=)L (95) ITIET
IZLK K . PITFIIT—FINITIFE L ERT IR,
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100 #¢ [10$¢ (PTP) X 10, ¥JEHFIA D]
1000 & [10 & (PTP) X 100. HZAEHIA D]
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