20234F6 A k7T (BB1hR)

Wy EIRRE
A ;34

A S ER A E A
BAERA EUT)FI T UBRIESR

EYTURD IS % 2.5, 55,

T TR I DG 5 5. &)

MOSAPRIDE CITRATE Tablets

BAEERRNEES
872399
2. bmg 5mg
EEAES | 22400AMX01336000 | 22400AMX01337000
ARSERAE 20124E12

3. 4R - MR
3.1 AR
B4 EY 7Y N7 UEEEsE | Y N = RS
R 2. 5mg [75hk) Bmg [#54K)
EY TV KT R EH Y K7 o R
HNRST L LT2. 5mg L L Chmg
(18£) (FREYZY vrx=r | (HRESSY K=
TG KT 2. 65mg) PRI KFI4) 5. 29mg)
LWEARFIY, FUERaVF LSy B RarR oS
otltlo—R, KE#REE Fed Yo lt
Wngl | ve—2x BEEKr A, ATT7 VU~ TR
TA, bR An—R, <71 =3—/16000, LT
VAV V% A 'V % v VAN =0y
3.2 RFE MK
Widik TV K7 o UEEEE | BT U K7 =R EE
- 2.5mg [H54K] N
. e e EHEAY
FlIE T AN T=T T SN mm—T Tk
B [EE)
we | ) G () D=
. Ef% 101
[E % (mm) 6.1 PR
JE & (mm) 2.8 3.3
g & (mg) 80 140
kRl = — R KRM171 KRM172

4. FHREX E3H R
OB RICH S HERER (Bor, Bl - 1EH)
OROBEREHFIZE 5/ 7 LTEREZREALEDHE

5. SIRE XS RICBIET 5FE
(BROBEXRGFFICEBZINVOLEBXBREZRENMULEDH
B
WALk NV oA, B U U A REBKET NY DA KROHIK
filg ) b U v AEAROGEERSA (=7 Ly 7 BEENAAD
DIA O O IBELEEH & OBFRIC L D BERERBRITEE S Twv
2, [17.1. 12 1]

6. AERUVAE
(BB RIS S HERER (WO, Bl - 1BH))
WE. RACIE, Y7 R e L C1H 16mg 2 32
D TTRATEITEZICROEE T 5,
(BROBERSFRICEDINUDLEBBEERENLEDOH
B
WEL AR, ROBEESH O GFERICEY ) K7
T UMM L L C20mg A R AR YIRS (F180mL) TR A5
T2, Flo, ROBERESEFEGHK TR, 7Y KTV
e L C20mga P BEOKTRAKET D,

1. AERVARICEET 5IE

CIRMEERICHSHIERER (O, B - BLH))
—EHIE GEE2EE) 5%, R OUFEIT OV TR
il BHREBEOLEIEC SOV THRET 2 2 &,

. EELEANEER

8.1 BUEMFRSCEB R ITHEES, EXLODLNDIZ En3dD
DT, EMIZbl-oTEBREEG L &, 7o, BEICH
L. AFEGZICHEEE. BACRIE, RIEY, ARBRAS IR Y%
DIERD S B NI HA T, AFIZHIE L, ERZEICE&T 5
XowESs L, [11.1. 12R]

BEOEREZETHIREICEHT IIE
.5 MR
RIS SUTEIR L W B afREE D & 5 PRI, 1BIR Eo B &bk
NEMEZ ER2 ST SN 25810 EETH &,
9.6 $®3LiG
IR EOF MR ORHRBOFEMEE B L, 2Ok X
FHIEERFT 2L, BER (T ) T ~OBITH
WHEENTND,

“w o

9.7 INR%E
ANV e b B & U T B R RRBR 1T M L TRy,
9.8 BEE

BEOREZBLE LN OEBICEGTHI L, —BRICEH
fie, AFRERES O AFMEEDNE T LT 5, 7ok, EBHEERICHE
I LEHERIC AW DB IC, BWERR L L 72358120, B
(B2 X1A7. 5mg) T 572 EMUI R LEEITH Z &,

10. #HE{EH
10.2 GiRER (BHRICERES S L)

KA 5 MRPRIER - HETE | B - AR
i U AR AT | AAIOER S BES S | AR O LE ER) D
% A D AHEMEDS B D o | REFERIZ, 2V >~
Va2 = T, U= U HE R | (EB R ORRIS (C

TFNAART I
V-

MT 25813, kA
Mz & 57 81
BT &,

KX ORBES D20,
b=V vRIOBEHIIC
X0 ARHIOVER D

Hil S s,

11. BI¥EH
WORMERNH 5o bd Z LD DT, BEL DTV,
FEMPBO NI GAICTEE 2T 2 7 CEY 2R L E 21T
2Tk,

1.1 EXGRMEA

11,11 BUGERF2. FFEEREE. &|E (T b EEAR)
BUERFZ. 3 LWAST, ALT, v -GTP®D L5R-%5% 1 5 EE A ITH
MEEE, BENLLLNDIZERHY, HEILE-HLH
%, [8. 1]

1.2 Z0O4tDEIER

(BB RICE S HESFER (o, B - 1Em))

1~ 2% 194 it AL A
W RE TEE 9%, U AR
%
QIR IR ERYE % M 1 Bk
TH{bas T - dRAE A%, R | EK., B
W.OMER. | WEE, AN L
- Ok (&,
g% %45
[5))




1~ 2% 1%A it B RHH
JF ik AST. ALT,
ALP. y -GTP,
FULEYD
[ 5
TG B % DT
FE AR R DEWN - 5D
Sx, T
Z DA, IR B o b | BRI ik
=2

(BOBEERSFICEIINUYLATBXBRECRENLEDOH
B

1~ 5% A L%A i3
MR MM R, MR, | BT, B
[liz2r
JF ik UL LD k5
AR R SER A
Z DAth, PRI, JREF R NI SN
R, B EAR
LDH®D |- 55-

14 BRLDEE

14.1 ERZABHOERE
PTPEEDIEFNIPTP Y — b v HE W B L TR T 5 & o R4
52k, PTPY— R OOFREKIC &V | VG A8 0 S A i RE s~
AL, BB E B Z U CHEBRIRKR S O BE R A D0HE % D%
THZERH D,

15. ZDDFE

15. 2 JERGPREABRICE D < 1HER

F o B B R B0 100~3301%  (30~100mg/kg/ H) %
RHIE&ROELS LR (7 v M04EM, <~ v A02#[H) I
BT, EE (FFHRIRAE J ONROR BRI IR PERE ) D3 AERD
EEPRBD LN,

16. ZEYBhKE
16. 1 mARE
16. 1.1 By 5w

#16-1 {REERR AL, ZEERFES 7Y K7 = ViRt 5mgl IR
NESERY

Thax (h) Cinax (ng/mL)
0.8+0.1 30.742.7
A SRR
16. 1. 2 ¥ 0OB5E %ki%H O AR

#16-2 (RN, ZERFEY 7Y K7 = U EE20mg (1[H]
H) #O#£5%, ROBERSS (=7 Ly 7BEENAAD %
RAL., 1B HO&E G L20M%BES 7Y R 7 = R 20mg

(ER) EO#ks?

Ti/2(h)
2.0+0.2

AUCo~oo (ng *+ h/mL)
67+8

&5‘5#%’3 Thax (h) Crnax (ng/mL) AUC (ng . h/mL)
1aH (24%1) | 1.0%0.5| 116.1£35.1 | 150.3%£45.2 (o~2)
2B1H (2341) | 2.5%0.2 | 272.6%80.9 |848.8£301.4 (0~20)

SR AR R 22
16. 1. 3 EMFENRISFHHER

BV 7Y N7 = FetEsE2. Smg [454K))

TV Y R = UREYEEE2. dmg [HAK) & T AEF 2 8E2. Smg
. JuaAF—n"—kickvEnEngE (7Y Ky
fetE & L CThmg) HEEEALA B IR mRE 0 # 5 L il
REHRBEZEL, HoN=EpBEIE T 2 —& (AUC,
Crax) 122 W TI0%EHE X FEIVE I THEFHIENT 24T - 725 R, log
(0.80) ~1og(1.25) D#FANTH v | WAl AW F 0 [RZ N
ez,

#16-3 IEPEHEE T A —H

WENRT A—H BBERT A—H
AUCo~3 Chax Thax Tl/Z
(ng+h/mL) (ng/mL) (h) (h)
7Y R
%7 J ¥ 64. 49 37. 64 0. 64 1.97
d +17.96 +11.97 +0.19 +0.29
2.5mel k) | T T o -
HAEF 5 60. 75 36. 04 0. 66 1.90
2. bmg +21.33 +13.78 +0.21 +0. 32
EEE AR ZE, n=14
(ng/mL)
50 —@— EHY TRV T UEIE 2 5mel Bk
O HRAEFUER25me
o 40 1 Mean=S.D., n=14
b
T g
.'j.
7
F 20
b
=
10
o & ‘ ‘ ‘
0 2 4 6 8
®5% OB
BJ16-1 MufEhEy 7Y RRE

(Y7 R = fipthfeomg [54K))

YTV N7 U SESmg [ K] & T AETF L fibmg%, 7
0AL—N—IRIC L ENENIE (FEHTY K7 o Ui &
L Chmg) fEEM A S FICHE R HEIRR 05 U iRk
BIREAZRE L, HFONTZHMBRE T X —& (AUC, Cpax) IZD
VN T 90 % 5 X A S THREFHIENT 21T o 72 3. 1og (0. 80) ~
log(1.25) DHFEFANTH v . WHOEMFHFRFEHEIHER I
729,

K164 FYBE AT A4

WENRT A—H BBIRT A—H
AUCo~s Crax Thax Tis2
(ng-h/mL) (ng/mL) (h) (h)
EHTY K
Y7 R 67. 88 31.93 0. 80 1. 80
7 TR SE
+24.52 +12.47 +0. 35 +0. 30
5mg [ AK)
HAEF V5E 72.47 35.10 0.76 1.76
5mg +23. 46 +13.25 +0. 32 +0. 27
FLIE AR HEIR A2, n=20
(ng/mL)
50 r —@— EHTYRY T UG S5 mel 254K
O HREFEE5mg
i 40 Mean=+S.D., n=20
%
o
v
7
1
5
i
132,

B 5% OB )
X16-2 MAEFEH 70 REEE

M5 P BE I ONCAUC, CraxZED/XT A —H 1%, BBRE DEIR,

RIR ORI - REE S OB I L o TR D AHEEDN &

2,
16.3 &1
16.3.1 MEZEAFESE

99.0% (in vitro., t kLI,
brik) »

Lug/mL, KROS5 Mg



16. 4 X35

16. 4.1 ERRBED
4T LA m R DL E R BEARD

16. 4. 2 HBHRRR
TL LB T4- 7 A a X Dol Zhick L
AU VBRSO M O ¥ BRSO KEREIC K - TR E
ﬂz)l)‘ 5)O

16. 4.3 RBEER
F: & L TCYP3A4®

16.5 #Eitt

16.5. 1 BE#RERE
PR, (B D

16.5. 2 Bt
B 515 A8 & TORFHEIRIX, RE LR L LTO0. 1%, FER
WY (47 A a X DVEERLEEA) & LTT.0%TH oY
(fdERERR N, ZEMERFEY 7Y K7 = EiEomgl [l 5,

16. 7 ZEMEE1EA

16.7.1 TYyRARAD Y
YU KT =@ 15mg/ Bl Y Aa~<A 2 1,200mg/ H
EOFRH L&A, HIME SRR T, 7Y FORKE
HER BB 1342. Ing/mL2> 6 65. Tng/mLiZ & U, -0 1% 1. 68F
M7 62, 4AFEIZIER L, AUCo~41%62ng + h/mL2>5 114ng + h/mL
LS (ERERRA) .

17. BRER AR

1.1 ENERUREHICET 56
(BROBEXRGFFICLBINVILEBBREEZRENLEDH
B

17.1.1 EREIRHEER

NU T AEBXRIEEREORLEICEST LT 7 v v EikED
PR ERBR T, o9l B e LTERSNT, FO/RE, Y
7 R PR R OIBEREA] (=7 Ly ZELAENAAD
PHABED THRBG AU U AOMNEER 2T ) RO TR EE
BEOBAIT | IZHOWT, 7T U VEERICS RN L2k
WEni, [6. 3H]

F17-1 NV U AEBBREEREORILBIZBITST 7T v
5 L O HEGAER

. N - AR VEN e
RV
B TIVVRER | o rman ol
FREA) O AOMESEZ 2T | 9.4%1.0 9.3+1.5
HRBEREDOREAaT | 9.2+1.5 10.8*+1.6

VRfE R R, 461

AaT RN (AT AT,
&M KO TEERIED B ) 12D\ T, LIS BEREREAT L
SO R EGFI LT2b D (Rt 1658, mlK:348),

TR 5480 (EY 7Y N7 = Uil =7 Ly VLG
I & ODERIEE) 8B (16.7%) (CRIER AR STz, 3B
BEE 36 1 Cho o T BIERNIE, JEEIZN3H] (6.3%) Th -

- 9)
- o

18. xR

18.1 {EFAER
V7Y MBI o h= U 5-HTSZ B R T 2= M Th
D HLENEMRREIAET DN FIEERR L, 7'F
ba ) CEREDO B R E A LT B OV RS B e VR
ERTEEZ LN TNAHIO~

18.2 LEEBHILEERRE(ER

18.2.1 B. +=i5BEBREER
AEKGFNIC, BB, + BB ESCEEREZRT (1
) 10)O

18.2.2 BHH{EE/ER

(1) fERER A R OVEMEE REEW 255 & L HHERRICE
W, BV R7 = Bt Smel 15 B IEEER 2
7

(2) WiEmOBHHEEER (YA, 7y ) KOEEHOE
BEHMREER (v M) 23, ek, LEAMOKEERLG TH
PEHREER TS84 210 19 (T v K),

S o Y wAD

18.3 TEHILEESREER

18. 3.1 #BHEBRUVARSYE@EREER
BRI RS I E B K N R (e R A &2 ox 3712, 10

(ENLEY ),

18.3.2 #BEADRAEEDHRERUVKSEERVER BOBE
S KGR
ROBERER (=7 Ly Z7EANAAD) HE5IZE BN
WD REERBL, SOICHBNOKSEREZWHAVT 219 (£
EY B,

19. HRIRE S ICET 2 B{EEMR

—fk4 YT RO = BRI

(Mosapride Citrate Hydrate)
: 4-Amino-5-chloro—2-ethoxy-N—-{[ (2RS ) —4- (4—
fluorobenzyl)morpholin—-2-y1]methyl}benzamide

L4

monocitrate dihydrate

43 F3 1 CorHasC1FN303 « CeHsO7 * 2H20
4y & 1 650. 05
PR B~ AAORERIEOBm R TH D,
N, N=Y AF VRN AT I KX IEE (100) (2T
T AF = UIRRFETITL, =& 7 — v
(99.5) ITIHETFIT <, KITIFEAETET 20,
N, N=-Y AF)VENLT 2 RIER (1-20) 1352
TRE7RN,
=i sce.
Q H
Cl ]
N b N HO CO2H
o O/H\CH?Q . Hozc. X __COH - 2H:0
RUSHIGRME
2. %

(BEY ) FY T UBESRD. dmg T&HH1)
1008 [108E (PTP) X10]

(BEHF) FY T OB E Mg TR
1008 [1082 (PTP) X10]

10006 [108E (PTP) X100]

105082 [2188 (PTP) X50]
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