20244F 2 HEgET (BB10)

BAEZEHRAMEES
872329
Bk L IR 2mg 4mg
BREAR : 3¢ AERES | 23100AMX00064 | 23100AMX 00065
BR5eRAMA | 1996457 H 19964E7H
PR S X - BiEEAES
BEAERH ANV TI7I0vL A BiER
VST T LA SR
VTSI T LA RS
1V 72>~ bAa 2 igiEEEdmg | NIG
Irsogladine Maleate Tablets
3. #E - K 11.2 ZOMOENMER
3.1 #Hk 19K A
Wi ANV TFTIr=bA Y ANV TFTIvRVLA Y WAbAE | FERL, AL, MR - MR
e MEtisE2me [NIG) FdasE4me [NIG) T AST. ALT. Al-P. LDH. 7-
1 1€ GTP. KUY %D 1]
BRI (AN TSIV VERE | AV Y LA VR A 595 ZFHERK, Bk, BB, B
2mg 4mg I ERLBE, PRI PEALEE
JOARE Ry, fEfhbrvao—2, 2577 Y~ T A ZOM | N ERIE e Z
FF | T AL FY Ty a—uigEF by A, byERI LT
YT IR, L ROy Fai o — 2 14. BHLEDEFE=
3.2 WEDOMHR 14.1 EHZFEDEE
Wi, AN TTY vz LAY ANV TTY vz LAY PTPUEDIEAFNIPTPY — F 26 ML TR T % X ) friE
R fitidi2mg [NIG) Fitidit4mg [NIG | 5Tk, PTPY — b DEEMKIC X D T EE A0 A ARG BT A
& . 5 T FI o J i1/ 280 L. BIZIZZEILE B I L CHEmIA RSO EE 2 G HHEEZ 5T 2
i e INES CENH D
(M 15. ZOROEE
&/ 15.1 BRER{ER ICED < 154
TEHER AN BT B ARF O IAE T 2 5 O 22 # 15015 ¢
e <::> <::> 5o
16. EMENE
16.1 MARE
— - 16.1.1 BMEHS A
ey B NB T4 A NV 75 < LA VR dmg % BRI
AiE 70mm 80mm Pr L7t RAEALAR O AL R i 1382 5 $a 493 5105 1 C A
JE& 25mm 3.2mm fti (Cmax) L. ZOH%. F1508:H O W S < L
& 125mg 200mg 72V,
Hpla— K SEYIERE ST A%
(PTP) tIM 2 tIM Tmax (hr)  |Cmax (zg/mL) tiz (hr) AUCoe (ug - hr/mL)
35+19 0154 +0.034 152+47 23050

4. RHEENIIFHR

OB &%

OTHREBOBHERE (5 A, . RF. FiE) OXE
SMBER. BEBRXOSMEEDN

6. AERUVHE
WHL WAANVY TS5 T <L 4 VEEE S LClH4mg% 1~20[

(AR

B 2.

B, AR, SEIRIC X ) EEERT 5.
9. BENERZEITHREICHTIERE

9.5 #Eiw

TR SRR LT B RO & 5 IR,

B LR D

fabttz B2 E Il SN DG EIC0RKGT 52 L,

9.6 Il

R OB ORI BOARMEZ ZRE L. IO

k& Mt
9.7 /MREZ

Té:k@

NRER IR E LRSI ER L T,

9.8 EimE

BAE B12i1E2me/H) »o5HE5 %GBT 5% 8, BRORE
REIELASSEEICHSTA I, —BICAEBEERSMET LT

WhZ e
1. B1EA

ROBNERHD B HLDONDL Z ENHHDT, BigEe 712470,
HORRD BN 3T e kS b 7 ST R LE 2 1T )

Eo

E2%T

F
&
z

THME + RS, (n=4)

16.1.2 REHRE

(B A)

EFERANB T6HIZANVY 7T Y = A VEEE2megx 1 H 1R,
28 H M RAEREI 5 L 72356 RZAUAR O M4 i 133 514 1
VIR RIZERIRGE & 7 o 720 54T PR IAE AP L3R S0 20 123,
AU SRR 1708 T d - 722,

(BiaBEH)

B EEI0BICA NV TIT < LA v BiEdmeg% 408/ 7> 58
AMTHLE D 2 IE 2N BRI S L2 E . R A T
AN 75T = b A VEE2mg® IAERE S L 723 L ARk IS
Be 5B 28 CEFIRBIGE L Twizd),

16.1.3 AEMFNREMHRER

ANV TSI v LA o BiEsE2mg [NIG])

N ANV T ITr~bA Y 2mg NIG] &7 A0 U NEE
2mgk. ZHUAF—N—FEICL)ENENLE VvV TTY v
~ LA VRN L L C2mg) MRS FISHE A HL AR PG L T
MiE R RZCRREAHE L, SN EYFHRENT 21— 5
(AUC. Cmax) (DWW TR & 1T - 72498, WAl o &£
) RSP DSHERR S 720,




60 0 ANV TTT LA VS 2mg [NIG
e : 21 N$i2mg
50 | P = B A, n=14

IR (ng/mL)
w
f=}

20 r

N N N N N N '/ //
2 1 6 s 10 u o e
H G- OEERH (hr)
W BEEINT A — 5

Ye5-8 | AUCuss Cmax Tmax Tz

(mg) (ng - hr/mL)| (ng/mL) (hr) (hr)

ANVITTT 734 D) 4797.1 485 38 1579
v EE§E2mg [NIG) +1104.5 +6.3 +14 +1524

AT NEE 9 4769.4 486 45 1138
2mg +876.6 +43 +24 +428

(P + R 25, n=14)

M EENE ONICAUC, Cmax®0/85 X — &1k, #ilbeg o

;}R\ PRI OFRIUAIEL - BREMEE O BRS & > TRA B HetEDs
;a)o

AWV T2l iEsR4mg [NIG])

2 ANV rsvr~lb 4 yEEfifEdmg [NIG] &7 A0 Nt
dmg#h ., JUAF ==L ) ENRENIE VY TTT
~ LA VEEEE L Cdmg) fEFEMRA 1A YRR DS L T
ME P RZARREELWE L. HoN/-EWEIENNT A -4
(AUC, Cmax) 22V THEMEN %17 72455, WHl oAM=
AR S PE SRR S L7z,

120 oL ANV TFY v LA VS 4mg [NIG
e . A0 Néidmg
100 P = RS, n=14

IfMEHHEE (ng/mL)

0 2 4 6 8 10
$ -1 OWER (hr)

Y BYRE ST A — 5

5| AUCouss Cmax Tmax Tiz
(mg) |(ng-hr/mL)| (ng/mL) (hr) (hr)
ANVITTI =4 4 9331.5 91.1 75 1118
v EtiSE4mg [NIG) +1795.8 +87 +74 +36.8
AT NEE 4 9385.6 91.0 6.6 121.2
4mg +2129.6 +117 +56 +61.3
(P35 = BER . n=14)

ML R EEIE N AUC, Cmax® 0787 A — 1%, #hERE 0 #

a‘;)i'\ PR OBRAUA R - R SR ORI & o THRZ 5 TR
%0
16.3 9

16.3.1 fERAZEIADEITH
UCA WY T T Y v iRNTES L 720 BRI T O RS ReiR &
RIsEh X ) Erozz (5 b)) D

16.3.2 ERKEE
UC ANV T TV rD1%e MILET VT I VIZkT 54
62.4%CTd - 725,

16.4 X
BERANBETIANY 7T 0= A v EEEdmg % #E#5- L 72
Wi, RAERIWE. A VY75V OomOHEKDIEERTH
V) . Z OAbp-OHE DY E A K UN-oxide kA S zb, 7235,
NSO OFEIER - HHEIEREIE L gL T, FL <
FIWBDITE A ERD SN h o726,

16.5 HEitt
EERABTAIANY TS~ LA v Bidmg % &35 L7z
Yitr. SOEEM F TR HEZIE R EALAAD1.77% . m-OHED
TEMEDI3.54%, p-OHMAEDIIEEKA0.79% B & U'N-oxidefh
094%Tdh - 72V,

SRERE BN

17. BRERRGEE
17.1 BEIMROCLLMEICET 555
(BEE)

17.1.1 EREERHER
ERi v e S SLFEJ?Q—L}Lf::ﬁﬁ’fﬁkﬁiﬁ%ﬁblﬁb‘fﬁ
EPRD SN T WA

(BAMER - BHBEROAMEELR)

17.1.2 ENEEKRZER
EIN201 7% 12 BV CaEE 23318 1 1 o SR & 2
ENTEGE IR E L TITh N BRRBR O 5, ShkirEiid
P DL E85.2% (283/3326) T o 728 14,

B, “EERIEESEBRICB W CORMUESEO 5T 5,
18. FExhZIE
18.1 1ER#F

R Y (H ) 10X 2 BRI LR A oo 4
P B A e B RG MEA T 2 $0l 3 4 2 &2 X 0 M B E H % 7R
FTo SNSDEHICIRANY 7T <A VRO EREA
CAMPHSHIER R MBI 2 I 2 =4/ — ¥ 3 ViGHALER GO
IARARE IS X B REEIRHT ) L ON ) TRk R BER) A S5 5 &
%Xi ‘:)i’L/ClﬂZ)o
18.2 EREZ I T 21EH

KRBT A DL RS (T b) 1916

Iy — Vg (9 v
7

}) 16, ShayiE#; (7 v b) 1916 4/ FA & i (
k) B0 v Ry I viEE (%)I/%/ b)) W (v k) 10, 7

A ViEE (v 1\) 0 /707 IVEE (Fv ) 1B,
i L FEE 4 VS o e i < (7 v ) 19 oAV FERRE Y
EE (T b)) 1B EOEMEEREREICH L. 1~10mg/kgD &
B2 CTHEREI Il 7521?)33%7‘@“0

18.3 EERBERIC 5(‘]"9"61’!5)55
Iy =)k E &U&ﬁun—w&mtéﬁﬁﬁk rz7
V%:?’%ﬁ@%’*&ﬂ% Wk U FHEARTE A L3 DS R e
REERT (T M) 20)0

18.4 #HARBATE{ER

18.4.1 0.2NiiEE D B NEA TIA§ 2 B Lz O FIBEL 7% % [
1 UMM MR OB R 23052 (5 ) 20,

18.4.2 MEKT % / — UREIIFRE- 12 X 2 EAEIEIEG 0 L, A
LR OFEERE A TS (T b)) 2,

18.4.3 T % J — V0 R 2 E @mﬁiﬂ%ﬁ\h_ T %
(59 1) 2,

18.5 E*ﬁﬂ%ﬂﬂﬁ.&%ﬂfﬁﬁ
TR B R B L 48 2 AR I &8 (f %) 2, %
J 7 aT 3 & B BRI O T #3H$T 5 (5 b)) 18,

18.6 MIRIE1EA

18.6.1 FHMIEHIC £ % & MEHALIFRER D & O EREF A %
W45 (in vitro) %,

18.6.2 xﬁmﬁ@ﬁi%‘*ﬁﬂﬁﬁﬁ%umxfTNF- a DREAZ L.
12/[1)016“?:’2)3‘54‘%‘% &L 7 AR O A~ 058 % i 5 %

v ) W,

18.6.3 t b HRNE LRI & H pylori O ILRGEERIZ B CTHRIEE
A4 v A THBHILS. RANTES@EE%(EF':{ZQTE’J ZH
% (in vitro) %,

18.7 {2 I 2 =4 — 2 a »iEMEER
A Eﬁ*x'ﬁﬂﬁﬂﬁiﬁﬁﬂﬂa%mb‘tDye Coupling® iz B
T, MW aIa=r—3a ViEWitkEH 22”3 (in

vitro) 20,

19. BRI ICBET B IE{EERIFR
—fRERR AN TT VLA VR
(Irsogladine Maleate)

b4 1 6- (25-Dichlorophenyl) -1,35-triazine-2,4-diamine
monomaleate
4513 1 CoH7ClzaNs - C4H4O4
ST 37216
IR BERORREUSEREOR R T, RIEeei v, BEE
(100) X1 ilﬂ//7 I = )VIZRREITIZOL, RS
J—=VXIETF 7 =) (995) IZEIFICL <L KiZiFE
A EET 2\
s v
Cl
CO:H
NYNH . E
Cl 1\; N CO:H
Y
NH:2
22, ‘@i

AWV T o< A BtESR2mg [NIG])

100%E [1042 (PTP) x10]. 1000%& [10$& (PTP) x100]
ANV IS v LA o BiEsE4mg INIG])

10082 (1082 (PTP) x10. 8ZME#IA Y ]
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26. BERTEEF
26.1 SGEARIETT

BEIIEE TS sttt

Nichiko = LTI # w1 T BB &FE 21
26.2 5T

BHEIL % :|: =

Nichiiko B LIS HH & 1 T HB & 21

16) [ES AELZ 2 o SR, 19825 24 (5) 6839
17) HEHET 2 - SEH & 369, 2000 5 28 (5) : 407-10
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