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The present invention relates to an oral capsule composition comprising 3-[(1S,2S)-1-[5-[(4S)-2,2-
dimethyloxan-4-yl]-2-[(4S)-2-(4-fluoro-3,5-dimethylphenyl)-3-[3-(4-fluoro-1-methylindazol-5-yl)-2-
oxoimidazol-1-yl]-4-methyl-6,7-dihydro-4H-pyrazolo[4,3-c]pyridine-5-carbonyl]indol-1-yl]-2-
methylcyclopropyl]-4H-1,2,4-oxadiazol-5-one,or a pharmaceutically acceptable salt thereof; and a pH

modifier.
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The present invention relates to an oral capsule composition

comprising  3-[(1S,2S)-1-[5-[(4S)-2,2-dimethyloxan-4-yl]-2-[(4S)-2-(4-

fluoro-3,5-dimethylphenyl)-3-[3-(4-fluoro-1-methylindazol-5-yl)-2-

oxoimidazol-1-yl]-4-methyl-6,7-dihydro-4H-pyrazolo[4,3-c]pyridine-5-

carbonyl]indol-1-yl]-2-methylcyclopropyl]-4H-1,2,4-oxadiazol-5-one,or

a pharmaceutically acceptable salt thereof; and a pH modifier.
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NG| A -5 - B )-2- (Al S| AR DR P - 1- Bk ]-4- FH -6, 7 - - G -4 H- DL M4 - [4,3-c T IEE I -
5-Fk Ak N5 Dk-1-F5]-2- H B IR N A& ]-4H-1,2,4- 0% —-5-fF) B GLP1RA-Ca
(3-[(1S,2S)-1-[5-[(4S)-2,2- " HEFFHIE 2 IE-4-£1-2-[(4S)-2-(4-%.-3,5-
TR R AR )-3-[3-(4- 5 - 1 - FH R 09 M -5 B )- 2 fR) SR AR R I - 1- A ] -4 B A -
6,7- & -4H- MM 3 [4,3-c]MEBE -5 - Fk 2 115 IUf - 1- 2 1-2- B 3R N &k 1-4H-
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[0024] —#&%iME » AL FT#E~ < SDDEIF| A & GLPIRAEH &
BE LW 288 > R AERFGLPIRABCELBE 88 | nl 7 2 B8 7 JE F AR RE 2
Bey o W8T - ZEESYES MR LGSR IER R (E T R
iy 2% " PVP ) RE LGS TEF LB L fABs R R E LBl | =4
"PVP-VA | YR ZEE - IN—FHHIT - ZESYHPVP-VA - R —E i
B - ZE GV RPVP -

[0025] RFr—EREHI » 5 EGLPIRABHE B %E [ 2 B
FRSDDEIF » B & % > SDD 2 Hex#H 77 BB H PVP K PVP-VAZ T &
Yy > Bl > GLPIRABGH B8 P2 C B R B oV ZBEE R H100EE
%o R—EHEHI T - ZEEVIHPVP-VA - R—FHH T > ZEEY R
PVP - Io—&Hi 4 - /D E YR EHR AR 1] F £ 5 SDDEKI 4 -

[0026] Fr—EHip|F - ZSDDHME ZLI20EE R £V40EE D
Z GLPIRAE(GLPIRA-Ca ft HEx H 77 IPVP-VAZH L  F*—EHE & >
2 SDDEIE|E & 4308 = % 2 GLPIRAEGLP1RA-Ca & H g Z 53 PVP-
VAZHL -
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[0029] W—EHEHIT - % GLPIRA-Ca SDD.Z - FHI & /5 LR &YS
pmELLIS50 pm » R—EHEFI T > #ZSDDZ IR E R ERLNS pmEL
113 pm » Fr—8FHEFIF - % SDDZ IR E B ELL)40 pmELJ65 pm -
R—EHH$ - ZSDD PR E K ELL40 pmELS50 pm » Jr—EHE
fidr > #ZSDD . Z PR R ERLYS pmEL2S5 pm e

[0030] W—EHHIT  KREEESY > HEE

GLPIRABIH B 82 o] 52 2 B3

pHEAGIH] > s%2pHEHEIKIBE B OB 85  REE 9 ~ BREZ SN ~ TR AL 5
KeEW) - 8 b R ELRGYEMRZEE

GBI A8 IR > RO BE E R - SRR R - B R
2 ENESER - RNEHESER - By - i 55 R IR Y RL

B R
RIE N o] 2 2 BRE > ZBRFIEE mBR | - BaA - Kk
e R HOR SR 2 BF o

[0031] Rr—EHMIF > HEEY - HEE -
GLPIRABGHESZE [ u[ 72 20 © DI&Y0.7 mg £ &80 mg 2 &
pHEAGI ] > sz pHEH G K BE B OB 85 - REE G ~ BREZ SN ~ TR AL 5
Ke¥) -~ ffbs R RSV ZEE ¢ LLEJ20 mg £ 4800 mgZ &

GBI T8 IR R EE B R - SRR R - B R
2 ENESER - RNEHESER - By - i 55 R IR Y RL
ZEE S DAEY0.1 mg 400 mg X & K

BB AT B 2 Bh A > iz B BB 5 R SOl - S b8~ 0F

£~ REEEE R DR SV B DIEY0 mg £&J20 mg 2 B -
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[0032] W—EHGIF - BiHEY > HES

GLPIRAS(ILEEBE ol #7288 5 DL&Y0.7 mgZE 450 mg 2 &

pH A & 7 - 5% pH 34 &7 %1 128 5 Hh b5 % 00 S bk e S 4 Bl 2 B 5 DAY
150 mgZ£4y700 mg 2 & &

Bl - B RR Y B Al - s bW -~ FaA - ki
BEVIMEK R 801 mg 210 mgZ & -

[0033] W—EHbIF » BiHEY > HES

GLPIRAE{H B 52 a2 2 B8 5 DL&Y1 mg L 445 mg 2 & 5

Ryt i S Bh < pHERER R 5 LAZY150 mg £ 47650 mg 2 &

BORF - s R EEE hbERE - RSB R - HESEER - RINES4
2 RRNEHEGER - B - Bl S RIELEESYHEKZE DI
mgE£150 mg 2 & 5 K

Bl - B RR Y B Al - s bW -~ FaA - ki
SREWMHR B DLI&Y01 mgELS mgl & -

[0034) W—EHMIF » B BTl 2 HEaY - Hez3-1(18,25)-
1-[5-[(4S)-2,2- — H L F R O e -4- B 1-2-[(4S)-2-(4- &, -3,5- “HER
B5)-3-[3-(4- - 1- B AL M- 5 B )-2- (] S5 A DRI - 1- B 1-4- B A6 -6,7- & -

Bk

K H

\b

Bk

K H

\b

AH-TEE S 3 [4,3-c THEL I - 5- P Ak | Mg 0 - 1- Bk ]-2- B BL IR N A ]-4H-1,2,4- 108
M4-S-FE( T GLPIRA j )EGHES8E | nf #2572 ~ B % 2 SDDEIF| ~ P = -
[0035] W—EHHIT  KREEESY > HEE
L20EHEE % £LV40EE % L GLPIRABCH B4 Al <2 2 B8 2 SDD
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pHEA A - H ez pHER G A8 B i DL T sH Rl 2 B IREESS - IRk =
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B~ DRBEEN - EALEE R IK S AL

[0036] —ERAIF - B LA &Y > HHZSDDE &L
30EEPEL3SEE%D LGLPIRASHE S F o]z 28 K#ZSDD 2 H
EREL > TIPVP-VARERL & R

pHER SR 5 3% pH B 7 58 B LR e 5080 S e B el 4 ol 2 B -
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ERL o ZIER S s - MREAE  FEEEE  BRINESEL
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BAEN B 2 B A - sz B R R B E MEBEWEHM - S - 0F
o~ R 8 R HOR G4 2 BE

[0039] M—EHbI+ - HBEEASY > HEE

GLPIRAB(HE % F o7 2B 5 DLgY0.7T mg R {50 mg s &

Foliit i S 80~ pHEER A 5 LL&Y150 mg 247650 mg” &

ERL o ZIER S s - MREAE  FEEEE  BRINESEL
Z o RINEHEGREER - By - Bl 85 K HOESWHCZ B 5 LLEY0.1
mgE4J80 mg 2 & 1 K

TAEN A B 2 B A - s B RRI B E MEBEWEHM - S - 0F
o~ DRl s R HOR G IAER 2 BF 5 DAEJ0 mg B 45 mg 2 & -
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K20 E % ELV40E E % 2 3-[(18,2S)-1-[5-[(45)-2,2- ZH A FFEIR
O RE-4-%1-2-[(45)-2-(4-%-3,5- B B IR BL)-3-[3-(4- 7, - 1- B ZL 15 P -5 -
EL)-2- (A S| AR DRI -1 -5 ]-4- H BE-6,7- -4 H- LM 5[4, 3-c ] IR g - 5- i B |
H5IIE-1- 5 ]-2- FH BRI P A ]-4H-1,2,4- 08 W8-S e sl HL B4 8 [ m] 22 2 B8
ZSDD ; Kz SDD 2 HerER /7 B PVP-VAKRPVP Z B &g ¢ K

pHEA IR » H ez pHER SR8 B i DL TN sHpll 2 B IREESS ~ IR =
o~ IxBz e - SR bEE - KE s S R HEESY) -

[0041] F* LatsHEY) 2 —ERpIH

ZSDDHEH &30 EE R 24358 = % 2 3-[(1S,25)-1-[5-[(4S)-2,2-
HE SR O E-4-21-2-[(4S)-2-(4-F.-3,5- “HEFRE)-3-[3-(4-F-1-H
ELng|nge-5-5L)-2- (Il s AR R M - 1- Bk ] -4- B EE-6,7 - -4 H-ME M [4,3-c ] ItE e
-5- PR AL 05| DR 1- A% ]-2- FH AL ER P A ] -4 H- 1,2, 4- 05 - W0-5 - i sl HL B &% |- 0] 17
2288 K% SDD 2 Hertl o M /PVP-VAZ R VIR ¢ K

pHEF IR ¢ H 3% pH R G151 58 B ik BE &80 5 bk Bz R eH Bl 2 B -

[0042] F* Lt &Y 2 —ERpIT

% SDDHE & 4Y30E &% 2 3-[(1S,2S)-1-[5-[(4S)-2,2- "HEFFHIZ
fre-4-551-2-[(45)-2-(4-%-3,5- BB IR FL)-3-[3-(4- 51 1 - B L 15 -5 - ) -
2-fl A AR DRI -1 -] -4- FH B-6,7- G -4H-TEE M4 5[4, 3-c TIEL g - 5- Fie AR 115 1Bk -
1-85]-2- FHAER PN AL 1-4H-1,2,4- 108 04 -5-Fr s L B8 4% o2 2B K%
SDD Z Hgr & /3 -IPVP-VARE L © H i #Z SDD AA HLLS pymE&J113
pmZ PR R

Ryl Bz & 80 pHER ETA -

[0043] Bt bHsHEY) 2 —EHMIT > ZFHEVE—FEES

N
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202508581

BN AT 2R ZIEREE MR - MESEERE - FEEE
2 RNASER BRNEFEEERER - By - wlE 5 R HEESYEK
ZHR

THERERE - ZBREEEREYER - & LW -5
- g8 R R S YA 2 BE

[0044] RN—FYI+  ZBEHESYES

3-[(18,25)-1-[5-[(45)-2,2- ~ HE E B T A7 -4-51-2-[(45)-2-(4- 5.

CHERE)-3-[3-(4-F - 1-FH AN -5 B -2- Il | AR ME-1- £ ]-4-H
£5-6,7- G -4H-TE M 3 [4,3-c 0L e - 5- B AR 105 W - 1- AL 1-2- HH AR IR N A& -
4H-1,2,4-1 -5 FR L BE 82 b ol hicz 2B 0 BN EERE T 2 B R 4Y0.7
mgZE 4750 mg

BUREE S pHFI SR LLLY150 mg£49650 mg.r B

BN AT 2R - ZIEREE MR - MESEER - FEEE
2 RNASER BRNEFEEERER - By - wlE 5 R HEESYEK
B DIEJ0 mg £ &200 mg 2 & 5 K

THERERE - ZBREEEREYER - & LW -5
o~ REREE R DR S 2 BF 5 A0 mgE&Y5 mg 2 & o

[0045]) A RitdHEY < —Ehbl+d - e aa

ZI30E B % ELI3SEE D 2 3-[(18,25)-1-[5-[(4S)-2,2- — Hi H: & 2 72
T b -4-2£1-2-[(48)-2-(4- 5,-3.5- = B R S 5L )-3-[3-(4- .- 1 - B KL 15| 14 -5 -
B )-2- A | A DKM - 1- B ]-4- FH A5-6,7- F-4H- e 3£ [4,3-c ]I BE-5- Fr A
Ng| - 1- K 1-2- B BEL IR Y B 1-4H-1,2,4- 18 M -5-f{0.5 CaK-&4)2SDD ;
BN RERE 5T 2 8B £ 490.7 mg £ 4945 mg ; K #%SDD 2 H gk & 73 P VP-
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202508581

VARERL

Ryt B S8 < pHER B A © LLEY200 mg £4650 mg 2 &

FE N T 2 IR > 2 IE R B S MERR - R AR - HAEE
> RNESESR - KNEAHAEGER - By - il SRR S
ZEE S DI mg£EJ60 mg L& K

WAEM Bl B 2 B A > ZBREIEE HEW S - ZF ALY B
£ RS R HOR GV BE 5 DLEY0 mg £ LS mg L & -

[0046] J* RitsHEYI c—EpI+F - ZHEYEE

KJ30E & %L 3-[(18,2S)-1-[5-[(4S)-2,2- " H B | IR O e -4- B 1-2-
[(4S)-2-(4-5-3,5-  H B TR AL )-3-[3-(4- 53, - 1 - HH A g M- 5-56)-2- A 55 B 0K
M- 1-Fk]-4- B EE-6,7- - 4H-IEME I [4,3-c THEmE -5- e A g k- 1- Bk ]-2-
EIR N A]-4H-1,2,4-1 " -5-FF0.5 Ca/K&%) 2 SDD 5 R IFRER st 2

BRI mge4y36 mg 5 KiZSDD 2 HERE 7 HPVP-VARERL

Ryt B S8 < pHER B A © LL&Y200 mg £ 4600 mg 2 &

FE N T 2 IR > 2 IE R B S MERR - R AR - HAEE
> RNESESR - KNEAHAEGER - By - il SRR S
ZEE S DI mg£EJ60 mg L& K

WAEM Bl B 2 B A > ZBREIEE HEW S - ZF ALY B
£ RS R HOR GV BE 5 DLEY0 mg £ LS mg L & -

[0047] 7* Bt EY) 2 —FHGIH - ZSDDEAERKLS pmEL
113 pm 2 SEIgHE o

[0048]) 1A FittsH &Y~ —E b+

EEACRS IR BMCC PH-102 5 DL&J2 mg B 4925 megr &5 K
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202508581

AR ZBURE A B S A R PIEY0.1 mgE &S mg

Z

o

il

[0049]) Wr—FGIF - HEVIHE

J30E E % 2 3-[(18,25)-1-[5-[(48)-2,2- " HEFFEER C fx-4-£]-2-
[(4S)-2-(4-%\-3,5- "~ H B AL)-3-[3-(4- 5. - 1 - HH Belg| M- 5- 56 )-2- Il &8 AL 0K
M- 1-Ek]-4-FH A -6,7- & -4H-DE M FF [4,3-c L BE - 5- F A 115 D - 1- ¢ ]-2-
BRI N A]-4H-1,2,4-08 " M-5-F{0.5 Ca’K&W) 2 SDD 5 AR FEEE T <
B R#J1 mg

Ryt B S 8 < pHER B © LLEY200 mg 2 &

EMCC PH-102 7 tH ¥} 5 PA&Y40 mg £ 4950 mg 2V &

Ry B Ry FOME A ALY Z B PASY1 mg A5 mg L &

HpZHEeY) 2 HEE /Y250 mg -

[0050) Wr—&pIF - HEVIHE

J30E E % 2 3-[(18,25)-1-[5-[(48)-2,2- " HEFFEER C fx-4-£]-2-
[(4S)-2-(4-%\-3,5- "~ H B AL)-3-[3-(4- 5. - 1 - HH Belg| M- 5- 56 )-2- Il &8 AL 0K
M- 1-Ek]-4-FH A -6,7- & -4H-DE M FF [4,3-c L BE - 5- F A 115 D - 1- ¢ ]-2-
BEIENA]-4H-1,2,4-18 “-5-FFH0.5 CaK&Y).2SDD ; DIl mg 2 & (&
LERERE ET)

Ryt B S 8 < pHER B © LLEY200 mg 2 &

BEMCC PH-102 7 R DL&Y44 mgr &

Ry FOME S e 2 BhRA  PLEY2.5 mg 2 &

HpZHEeY) 2 HEE /Y250 mg -

[0051)] W—EHHIT  HeVIEE -
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202508581

J30E E % 2 3-[(18,25)-1-[5-[(48)-2,2- " HEFFEER C fx-4-£]-2-
[(4S)-2-(4-%.-3,5- B AR EL)-3-[3-(4- - 1 - B A0 0 - 5- 5 )-2- Al &5 AL oK
M- 1- L ]-4- H EE-6,7- & -4H-MEME I [4,3-c TR BE - 5 - F AL Mg ] We- 1- Bk ]-2-
EIRNEL]-4H-1,2,4-16 " 14-5-F{0.5 Ca’K&¥) 2 SDD 5 AR iFaE st <
B HEI16 mg

Ryt B S8 < pHERE R 5 LL&Y200 mg 2 & 5

AMCC PH-102 Z R} 5 PAKYS mg £ 4J10 mg 2 & 5 K

Ry oM R AL Z BRI 5 AEY1 mg 245 mg 2 &

L e 2 S8 & B&J260 mg -

[0052] W—EHIF - tHaW s

J30E E % 2 3-[(18,25)-1-[5-[(48)-2,2- " HEFFEER C fx-4-£]-2-
[(4S)-2-(4-%.-3,5- B AR EL)-3-[3-(4- - 1 - B A0 0 - 5- 5 )-2- Al &5 AL oK
M- 1- L ]-4- H EE-6,7- & -4H-MEME I [4,3-c TR BE - 5 - F AL Mg ] We- 1- Bk ]-2-
BN E]-4H-1,2,4-15 " -5-FF0.5 Ca’K &%) 2 SDD ; PL&J16 mg 2 &
(P EEET)

Fybik B S 80 < pHER BRI © PL4Y200 mg 2 &

BMCC PH-102 738 DIYT mg2 & 3 &

BB oM S AL 2 BR A LIY2.6 mg 2 &

L e 2 S8 & B&J260 mg -

[0053] W—EHIF > tHaW s

J30E E % 2 3-[(18,25)-1-[5-[(48)-2,2- " HEFFEER C fx-4-£]-2-
[(4S)-2-(4-%.-3,5- B AR EL)-3-[3-(4- - 1 - B A0 0 - 5- 5 )-2- Al &5 AL oK
M- 1- L ]-4- H EE-6,7- & -4H-MEME I [4,3-c TR BE - 5 - F AL Mg ] We- 1- Bk ]-2-
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202508581

EIRWNA]-4H-1,2,4-18 " -5-F0.5 Ca’K&%)ZSDD ; A RiFEER T 2
B R&J6 mg  KET0EE% ZPVP-VA > {14 mg 2 &

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

R SO Z B A - DIEY1 mgE 410 mg 2 & -

[0054] Rr—EHRHIT > HEVIHEE

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
EIRWNE]-4H-1,2,4-E " 14-5-0.5 CaZK&EY).2SDD : LI&y6 mgZ & (&
RIFEERZET) 0 R&14 mg 2 B Z&TOEE % ZPVP-VA |

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

RyTEAY EORE R AR Z B A LAEY6 mg 2 & o

[0055] Rr—EHRHITF > sHEVIHEE

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
EIRWNA]-4H-1,2,4-18 " -5-F0.5 Ca’K&%)ZSDD ; A RiFEER T 2
B &2 mg 3 RE28 mgZ B Z&JTOEE % ZPVP-VA |

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

R SO Z B A - DIEY1 mgE 410 mg 2 & -

[0056] Fr—EHRMIT > sHEVIHEE

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
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202508581

Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
BRI N ]-4H-1,2,4-0F " 0¢-5-FH0.5 Ca7K&¥).2SDD : DI&Y12 mg 2 &
(e fEET) © K&28 mgZ B Z&TOEE % ZPVP-VA ;

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

RyTEAY EORE R AR Z B A LAEY6 mg 2 & o

[0057] Rr—EHRHITF > HEVIHEE

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
EIRWNA]-4H-1,2,4-18 " -5-F0.5 Ca’K&%)ZSDD ; A RiFEER T 2
B Fp%J36 mg » RAJTOEE % ZPVP-VA > 783 mg 2/ & |

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

R SO Z B A - DIEY1 mgE 410 mg 2 & -

[0058] Rr—EHHIT > sHEVIHEE

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
EIRWNA]-4H-1,2,4-18 " -5-F0.5 Ca’K&%)ZSDD ; A RiFEER T 2
B Fp%J36 mg » RAJTOEE % ZPVP-VA > 783 mg 2/ & |

Ryl B S 80 2 pHERETH] » LL&J600 mg 2 &+ K

RyTEAY EORE R AR Z B A LAEY6 mg 2 & o

[0059] Fr—E&EHEHIT - EidH SV E&EENBERT - N—E

P RS HPMC IR -
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202508581

[0060] 40T E&EFLMHIEEE © " ofm (RIEILH AR/ o7 8#
" Cmax | {#I5 #EYIE IR BE (& RAE B SE 8 2 A i MGt & B T 22 ol 2
mANMAERE  "DDI, HRIEFEVEMELEM © DR, HGIFZEERIT
"EtOH | (hf5 LM L& FE ¢ " FaSSIiF | BRI RIRBELEE IR
" FaSSGF | RI5ZERIREEE R R ' FeSSIF | AR5 RIRBELE
R Thrg RIS/ Thrs ) (RIEEBE/NE 0 TIR ) (RIERIER
"PK, RIGZEYE I 0 " MeOH | (RIEHEZEHERE © [ rpm (A1EH
/4 "PVP-VA | GEERILIGUHIEIER/ 2K L GELEY
' SDD | {RigEHZ R TEUE ¢ T SIF, RIEHEEER © T T2D, fAfE2H
MEFRIA " THF ) {(RfgPUE sk © " USP, (Rig=E%EH . "TEHE% , 4
MRV R ZEE/REE © KXRPDHRIEX-GT&H KGR - LA AT
A > "prep, EIERE

[0061] EILAHRR I 2 & ] £ J T EAR RO T R fE i S bRk g sk 2
{8 3-[(1S,28)-1-[5-[(45)-2,2- — FH BL S JE 30 © g -4- &5 1-2-[(45)-2-(4- & -
3,5- A TRAL)-3-[3-(4-5- 1 - B AR g | e -5 - ) -2 - Al S| AR DR I - 1 -k ] -4 - B
£L-6,7- g -4H- D04 5 [4,3-c T IEL I - 5- ¢ B 1 09| - 1- B -2~ BR3P B -
4H-1,2,4-1% M -5-FE0.5 Calg #5205 o7 AUAG (SDD) LA - DLE A H &
B R ERBER B o R —E BT > B R DLy R — I T R
ZEMFEEXRPDITEMBIEREE - SHMFEEE R ZEY)(30%) K PVP-
VA (70%) > HAL T2y M2 AR HEME B EREAHE - i
—EHEH T JERAE R rERe RN ERE T o R AR
BEHEY R BEISELI113 pm -
(&0
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202508581

[0062) AHEZEMIE3S U.S.C. §119(e) TIE20224E5H 11 H Hi3F
2 EF G H B ERY5563/340,591 2 HEZS - HIB RN EGIUSI B TR
FAASLH -

[0063]

1
3-[(18,28)-1-[5-[(45)-2,2- " HE R FEIE O le-4-41-2-[(49)-2-(4-%.-3,5-
THHRRIREL)-3-[3-(4- - 1- HH 05 M - 5 ) - 2 (B SR AR DR MR- 1- AR -4- HH -
6,7- G -4H-TEME 3 [4,3-cTMEBE -5 - FrR AR 105/ I0% - 1- 45 1-2- B AR Y A 1-4H-

1,2,4-15 —M-5-HH0.5 Ca7KE&EY)

0 .5 Ca
X H,0

B0 4OWO18/056453 1 Al Bl {5

[0064] B EAZRAW - B > HINHHEIF B 18L&
(orforglipron) Z - §5E /K &4

[0065] B aW £ 55— Al & 1,2,4-18 M -52H)- B - 3-
[(1S,28)-1-[2-[[(4S)-2-(4-%.-3,5- ~ H B 7R Fk)-3-[3-(4-7-1- FH B - 1H- 5]
Mg -5-5)-2,3- & - 2- (A SR Ak - T H-DR M- 1-461-2,4,6,7-PU & -4- B A:-SH-TEE M
H[4,3-cImEBE-5- A A 1-5-[(4S)-PU R -2,2- AL -2 H- IR IF -4 - £ ]- 1 H- 5]
IBhe-1-B5]-2-H EIR N AL -5 58 (2: D /KEY) -

[0066]
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202508581

B H2
3-[(18,28)-1-[5-[(4S)-2,2- “HEFFERC i-4-21-2-[(45)-2-(4-#.-3.5-
TURHERTRAL)-3-[3-(4- 7 - 1- FH ARG M- 5 ) - 2 - (A SR AR DR M- 1- A ] -4 - FH -
6,7- G -4H-MEME - [4,3-c]HEBE -5-F AR 105 [ bk - 1 - 2k ] -2- FH AL IR N A ] -4H-

1,2,4- " M-5-FFH0.5 Ca7K & #)SDDEIE

30% 3-[(1S,2S)-1-[5-[(4S)-2,2- " HE SR 2 GE-4-F1-2-[(4S)-2-
(4-%.-3,5- AT L) -3-[3-(4-5i- 1 - H A9 M- 5- A ) - 2- (A S5 AR DR - 1 - ] -
4- B E-6,7- @ -4H- MM 5 [4,3-c ] ME e - 5- F B 1 05| 0 - 1- Bk ]-2- FH A BB N
F1-4H-1,2,4-1 " M-5-F§0.5 Ca’K&¥)SDD#E 1 E3-[(1S,2S)-1-[5-[(4S)-
2,2- CHE SRR O lE-4-551-2-[(49)-2-(4-5-3,5- AT EL)-3-[3-(4-3,
- 1- B ER I e -5 - L) -2 - A S| AR DR M- 1- Bk ]-4- B A -6,7 - F-4H-IEME 5 [4,3-
C]MENE-S-Fk Ak 09| Ik -1- 5 ]-2- FH BL IR N & ]-4H-1,2,4- 0 - 1E-5-FH0.5 CaK
BYI8.7 g 92%% 1) KT LIGHE IR BEBH/ LB MG EE LY (PVP-VA >
Kollidon® VA64) (18.7 g){L= )i N /AR EtOH (200 mL) F 2k #L 5 - 7%
EBSARR R - RIE R B A B RN 2 BRI E iR EIRE I - TR
100 2 28 % B A Buchi B290/B295 & 4 /7 A AS - & BB R AR E
= HR33°CHy » IBHZFZE A B R o WARMRNLAE B2 TAE50°C T 825k i
W LISEIRELEY(21.99 g > 7.0 g » 92%3577 » 80%[EIUX =) K & i
Pl A 1198 22 AR R TR BRI Ak 7 > HER/ESE2S pm -
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202508581

SDD£:#]
1
BIFE S8 (N
TR 2% 100%
M 55 077 242 37 mm (49400 L/hr)
TS 40% (12.5 mL/min)
SR 20°C
Bl R RS A LA 120°C
I FE a7 s B FE(CC) 75°C
[0067])
BHREGI2

3-[(18,28)-1-[5-[(4S)-2,2- “ AL S FEIR O F5e-4- 55 1-2-[(45)-2-(4-%.-3,5-
TURHERTRAL)-3-[3-(4- 7 - 1- FH ARG M- 5 ) - 2 - (A SR AR DR M- 1- A ] -4 - FH -
6,7- G -4H-MEME - [4,3-c]HEBE -5-F AR 105 [ bk - 1 - 2k ] -2- FH AL IR N A ] -4H-
1,2,4- " M-5-FFH0.5 Ca7K & #)SDDEIE
1 3-[(18,28)-1-[5-[(4S)-2,2- AL | A IR C Fe-4- 55 1-2-[(4S)-2-(4-
#-3,5- AR TR EL)-3-[3-(4- - 1 - B ARG M -5 - )- 2 - | SR ER R M - 1 -k ]-4-
HHEL-6,7- @ -4H-ME M I [4,3-c 1L e - 5- Bk AR 195 W - 1- 2 ]-2- B BRER Y Ak ]-
4H-1,2,4-1 " ME-5-Fi0.5 CaKEWIAEBN LS > FIFHHEG% vIive
w/w)SEEE o BUE20% w/wERRER - HH30% wiwERSEL 7 (B
s EARE(E eV sH R R H aR 8 7 (HPVP-VA L - HEE (L6 %R E L&
VI(E R EERL 5T) ~ 14% PVP-VAK80%E M LEFSDA-3A——FTH 77 Bl
PAw/wst - IRIEFZHIEEE - TP BERRH30% w/w Z FAEEA L &P L
L [EBGED o7 (BB e e BE 5T ) $H Bl R HLaR B 73 (EPVP-VASHRL © R {E RN T
T2 -
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202508581

ZHREF2 SDD )

72
BREETE) JEEAISDD (HESE)
EELEY 6% 30.0%
PVP-VA 14% 70.0%
EtOH SDA-3A 0%
EtOH 76%
MeOH 4%

[0068) —ELSUHENR SR B RTELEEBEHRESET  LhE
WAL AR TE(L - EIDEL SR A A LL£90.044 ke/kelE B MT 8218 A0
7 PSR O A TR A IR T AR T (LAl - S A B LIR35S
45°C Y HICURPE - B HEm 2SR AERYI b i 8 25 B i I B AL I 28
bk I8 - M 50 Y ABB M RE-3°C » DU TR (B-3°C 2 BB
g o SR R B A TR B MR FI S TR0 S -

[0069])

E 3
8 Elinty)
3-[(1S,2S)-1-[5-[(4S)-2,2- —_HE S IR be-4-£51-2-[(4S)-2-(4-5,-3,5-
RS- 3+ [ 3- (4= - - HE RG] -5 - )- 2 I R 0 - |- -4
6,7 -4 H-IHEIAE H [4,3-C IR -5 - 35 24 198 - 1 - 612 Y A4 P A ]-4H-
1,2,4-FE ZM-5-0.5 Cak &%) » | mgli 15 mgfEREAAY)

R~ SDD ~ NaHCO; ~ i fi &4 2= (MCC PH-102) J SiO» 57 Fir 2 BIE 1K
% 2/ (LDPE)4 # - 4 NaHCO; FEMCC PH-102{kZCHBETF30 )
B LDPESS « §14925% B ETNaHCO: R E 10 LB ST - 4

HEFMCCIRIIE & A SDD 2R R FEIES £ /2578 - ZRRIRISIO 2

HH

5 22 HEEYIEREIE)
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WY

s
&

iG]
H i 4 22

BEFEET - Bi2EYLDPEL [ F 88 NaHCO; b %k K2 i 1330
EFT o 20 RPM N2 E 15788 « Fi2 o ¥l 530 5 & 48 18 &6 K 52

(&
Lt

MCCK SDD#EZ ¥ K HRXFEReE/V278 K2 EYEE30H

el
AT

+
20 RPM T H24 1553 8 - {1 F 2% B 7B (140 » Dott-Bonapace) 42 &
VIR OSSP S IS R B -

W5

LHEE Ex 3f2%E > 1 mg - Ex 3}#%& > 15
e me/iEEE mg » mg/iREE
Alt. Ex 2 SDD 3.3% 50%
NaHCO3 pHFAERF 200 200
MCC PH-102 R AR ST 44.1 7.1
Si0,. SYLOID 244 FP -~ 5 s ¥
(1%)
#E=t(mg) 250.0 260.0

*YNIA N F At o FREZEGLPIRA/GLPIRA-Ca (Bl » GLP1RA - §5
Bk &) 2 BHER T B490.91 - B ERRES S 5EE - Bk
RAMEI K S 2 B S ERME(L -
[0070])
H 4
TS
3-[(18,28)-1-[5-[(4$)-2,2- - I L S B -4 2L1-2- [(4S)-2-(4--3,5-
RS- 3+ [ 3- (4= - - HE RG] -5 - )- 2 I R 0 - |- -4
6,7 -4 H-IHEIAE H [4,3-C IR -5 - 35 24 198 - 1 - 612 Y A4 P A ]-4H-
1,2,4-15 " 5_170.5 CaK&#7(13.3 % wiw) B FEHLE|
BT U 0 5 B S TR B 6 30 (600 mg) 3 HITZE OB FE 4 HF 46 4 25 (5
A B A % (HPMC) 2 R B ZE = » R /010 mg SDD L/ %3
mg R 2 SE 4 R -
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[0071]
BE 2 ERRIN AR
(EFUSPEENFH N IIRFETERE ZERINER © 82HEE 550
rpmE £60578E 0 250 rpmH60£9057§% > 900 mL 0.01NEEEE (R FF1F
37°CT » REMAERIFEas LURESE SR T « A6 E Y - RAELO0
15 ~20~ 30~ 45~ 60 9057 sH IS H A A a5 PRI K & FIHPLCHIUV
e A Aot SR B IS i 2 2PV & -

4

FERF R (min) B 51 2 B 2 B 50 ER(%)

= 10 15 20 30 45 60 90
1.00 0.00 0.99 2.22 4.15 6.72 8.62 | 18.79
2.00 1.01 3.28 4.28 6.38 6.89 7.01 11.50
3.00 0.00 0.89 1.82 4.39 10.17 | 1278 | 17.01
4.00 0.00 1.35 1.64 6.59 9.40 | 1261 | 1451
5.00 0.00 0.60 1.30 3.58 6.12 7.12 9.96
6.00 0.00 0.80 2.50 3.45 726 | 1064 | 14.17
Ave 0.17 1.32 2.29 476 7.76 9.80 | 14.32

StDev 0.41 0.99 1.06 1.39 1.63 2.60 3.29
RSD 24495 | 7528 | 4625 | 29.15 | 2099 | 2657 | 22.99

[0072]
R PR BT FTEE R
tH A E RN - BB ERERRPTFTGZGA T MR > 720.01N HC1d 2
MRS ZREREE - B2 ASDD KRk S 32 2 B A8 & B3 SDD
Z BB R Cmax K AUC & Z 3 -

R ZHEZ BFEERE | Cmax | AUCo.
T (ng/mL) | (ng*h/mL)
_ =
églgl)ﬁgg(;;PlRA—Ca (210 mg 6 8.07 270
[0073]
55 24 HEEVERAS)
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HH4
e ]
3-[(1S,28)-1-[5-[(4S)-2,2- " HE K IE D HE-4-F1-2-[(4S)-2-(4-%,-3,5-
CHEEED)-3-[3-(4- 7 - - B ARG M- 5B ) - 2 H SR RS R e - 1- K -4 FELAL-
6,7- -4 H-TLME 3 [4,3-c]PHEBE - 5-FR B 05| Wk~ 1- BK]-2- FH AR FR N AL ]-4H-
1,2,4-15 " :-5-1§0.5 CazK&EY)

GLP-1RAEAIAc /5 (1£8 mg)

= ig L
4H4Y %&E—.(mg/ﬂé %) Ihie
Img | 2mg [ 3mg | 4mg | 6mg | 8mg
SRR RS AH o
GLPIRA-$5* 1.0 2.0 3.1 4.1 6.1 8.2 s
GLPIRA-}78kI% 1.0 2.0 3.0 4.0 6.0 8.0 EERGT

= LGS ER 2% £ 5T 2.3 4.6 6.9 9.2 13.9 18.5 TECEEY)

ZIg --B --B --B --B --B --B eyl
A --B --B --B --B --B --B eyl
BIEEAH S

GLP1RA-0.5Ca SDD¢ 3.3 6.7 100 | 133 | 200 26.7 EM RS
IEEEEH | 600.0 | 600.0 | 600.0 | 600.0 | 600.0 | 600.0 pHEH &
=RyEcH | 6.061 | 6.061 | 6.061 | 6.061 | 6.061 | 6.061 TR

HPMCEEFEEL(E) 1 1 1 1 1 1 BERL

WIEEIE A ES - 609.4 | 6128 | 616.1 | 6194 | 626.1 | 632.8

A HER R IEHE GLPIRA-0.5 CaK &) 2 B8 IR A SDD
i HiEERE - GLPIRA/GLP1RA 45 >~ ## (L K+ £ 4J0.98 -

B {LRZEHAI R ABERHEEREEE -

CHWNE  AIHESDD Y ELEBESMAVER - ABERETES
PRI L B % -

5 25 HEETIERBIE)

C269839%A.docx

113144409 FEESE A0101 1132063901-0



202508581

GLP-1RABZEEAIAC /(12245 mg)

= E el
s HE(mg/B5E) ke
12mg | 16 mg | 24 mg | 36 mg | 45 mg
TSR S BURS A
GLPIRAH:45A 12.3 16.3 24.5 36.8 46.0 b £
e SEMER
GLP RA 75k 12.0 16.0 24.0 36.0 45.0
= LGS ER 2% £ 5T 27.7 37.0 55.5 83.2 104.0 | o REEEY)
s il
A B --B B --B --B peadi]|
B
GLP1RA-Ca:SDD¢ 40.0 53.3 80.0 120.0 | 150.0 EM RS
EEEEH | 6000 | 600.0 | 6000 [ 600.0 | 600.0 pHEHEE]
BBy & H 6.0 6.0 6.0 6.0 6.0 AT
HPMCEEFEEL(E) 1 1 1 1 1 BERL
WIEEIE A ES - 646.1 | 659.4 | 686.1 | 726.1 | 756.1

A AR i GLPIRA-0.5 CarK&¥) 2 BE LIS i SDD
T2 HIERE © GLPIRA/GLPIRA:§5 2 # (LA T £5470.98 -

B ffHZEp B R A KB 2 REEE -

CHENE - AlHESDD 2 BEIEE SRR - BB EEHTEE
i R P B

[0074]

g H15
L & = A

SDD . i1 & F& i 8 S G 5 A R 0 B RS AE FC s A Hydro MV (FF 5488
B) R T 7 Bc 28 2 Malvern Mastersizer 3000 (Malvern Instruments Ltd.
UK. EHIE - SRR SRR (Mie)tEA - AEERE  52£30% > EHE
B - BIMEREAR Z o i Kol &5 (D10 ~ D50 ~ D9O)E & -

5 26 HEEHIEREIE)

C269839%A.docx

113144409 FEESE A0101 1132063901-0



202508581

[0075) EWH2REQEWF2SDDEA BHR BLI40E 4765 um » 5
FRES 2 0 Q4024750 pm 2 FIHE > ML L EREMN -

[0076]

BUE A

H30E & % GLPIRAFHERZ $H Rk & IF & BRI E RS 7SS (£ B B 2
ke AEEEIE o KGLPIRA-Ca Kk PVP/VATEEEN & H L M iR 2 7F
ELREEYIT - FEEYHEI S ORE T LR RIS RIERIEFE o %
FABE R RS (E B GLPIRA-Ca 2 JF & B[ 52 77 iU AE 2 I PVP/VA Z 5
Bt - A/ GLP1RA-Ca SDDEZE LU — PR EEE AR S & -

[0077) $t¥TEHEE A > EHEHS)FERGLPIRA-Ca SDDIE T £
BEPER _TUER AL B —IIETT - (£ H Zhak th ik ik B 2 50 8L 7 ey
F1PEFTEBEPERSE AR - (EHBRRIEZE S HAGNETY]
gRETs - BAMEZRERENA HEERBRRAAENNTED)
BUS B DM LR F 1% - B E R E TR A2 1 i N (K 2P &
#k -~ GLP1RA-Ca SDD ¥l B & 89 & ] & ML & K B 72 SR 3 4 2y R o
HE o BEEME ARV EIRMEBE MR FAEFWNEE LFE AR
o B0 (B A PREY S 5 105 ([ B 28/4E K -

[0078]) fFREREEETT7E > AR GLPIRA-Ca SDD & Jp B B2 &
HELEW 1% LR eV o RARENES S HETEBED -

[0079] BEACE2HAFH Z LEEEMEEFAmmARH - B2
HALRCAR AT BE - ASCH AT R 2 B K G5 (F 5 ek BE B By KBRS
FR R AT F51 - S F B0 R H SN E TP 2 S E LR B AR HE
L BN FHNE A& B A -

%‘E

= { =

1
i
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'Prﬂh'
et

[ 508 5 35 S5 s

[55°KTH1]

—HEORBEEESY > HES

3-[(1S,28)-1-[5-[(4S)-2,2- " HEF IR Cii-4-51-2-[(45)-2-(4-Hi-

- TR EL)-3-[3-(4- - 1- B B g - 5- B -2 - fil SR AR R e - 1- AL ]-4- HH

E-6,7- G -4H- UL M 3 [4,3-c T 0L g - 5- g AR 1 Mg bR - 1 - 6 ]-2- B AR R PN & -
AH-1,2,4-0 " Mp-5-F ey 88 F iz 2B 0 R

pHEH A
[55°KTH2]

WEEREVZH ) > H Pz pHBFR KB S M LT H B - RER
§5 - BB EE - DRIL SN - BREEH - |EACEE - SRS RLBEREES
Yy o
[55°K7H3]

WERRIE2ZH ) > H ez pHFERI KB 5 m LT aH 2 B ¢ R BR
55~ KIRIE S - BRBE SN - SEKIREE S8 - DREREN ~ MUKIRER SN - &5

{b#k KA ALk
[55°KTH4]

WMEAKIA2 ZHEY) - H iz pHEa &1 B (A K -
[E5°KIE5]

WaFKIH2ZE &) - sz pHER AR R IREZ 280 -
EEEED

WEEKIAS 28 &) Hor ez pHh 8 B R S /K bR AL U5 -
[E5°KTH7]

5 1 HEGEHHEEAEE)
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WEFKIEI 26T E—IHZHEY) » HpZHeYas

3-[(18,28)-1-[5-[(4S)-2,2- “ FHEL R IR C e -4-551-2-[(45)-2-(4-7-

TR ERTREL)-3-[3-(4- 5 - 1 - B ARG M- 5- A ) -2 B SR BR DRI - 1 - A ]-4- HH
E5-6,7- A -4H- ML M 5 [4,3-c] ML E -5- Fig A 1 15] IR - 1 - B2 ]-2- B AR IR PN A -
4H-1,2,4-1k " IE-5-FF 5 K

/KR L A B
[55°K7H8]

WA KIFLE6F(E—IHLZHEY) > HFez3-1(18,25)-1-[5-[(45)-2,2-
CHESBEECOE-4-E]1-2-[(49)-2-(4-F-3,5- “HERE)-3-[3-(4-HF
FH g M -5 - ) -2 - (R S| BE R M - 1 - Bk ] -4- B BL-6,7 - R -4 H-MEMEH[4,3-c] ML
g -5-Fx AR 15| 0 -1- 5 ]-2- B ER IR PN A ]-4H-1,2,4- 0 M- 5- i Bl FL B4 4% | o]
P2 2R

3-[(18,28)-1-[5-[(4S)-2,2- “ FHEL R IR C e -4-551-2-[(45)-2-(4-7-

- ORI R )-3-[3-(4- - - FH ARG M- 5- A ) -2 A SR B DRI - 1 - A ]-4- FH
E5-6,7- A -4H- ML M 5 [4,3-c] ML E -5- Fig A 1 15] IR - 1 - B2 ]-2- B AR IR PN A -
4H-1,2,4-15 —W-5-FFH0.5 Ca7K &) -
[55°K7H9]

WMEFKIA8 ZHEY) - H o eZ3-[(15,25)-1-[5-[(48)-2,2- — H A F 5
RO bE-4-551-2-[(45)-2-(4-%-3,5- Z HELIRFL)-3-[3-(4- (- 1 - Zk 5| P -5 -
EL)-2- (A S| AR DRI -1 -5 ]-4- H BE-6,7- -4 H- LM 5[4, 3-c ] IR g - 5- i B |
MGIILR-1- A ]-2- FH ELBR N A 1-4H-1,2,4- 18 04 -5 -l sl HL B4 42 | o] 39752 2 B8

3-[(18,28)-1-[5-[(4S)-2,2- “ FHEL R IR C e -4-551-2-[(45)-2-(4-7-

5 2 HEHIHEEAEE)
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- ORI R )-3-[3-(4- - - FH ARG M- 5- A ) -2 A SR B DRI - 1 - A ]-4- FH
E5-6,7- A -4H- ML M 5 [4,3-c] ML E -5- Fig A 1 15] IR - 1 - B2 ]-2- B AR IR PN A -
4H-1,2,4-1% M-5-FH0.5 Ca/KEW) » HENFEERT < EhERBEES
PIEy1.2 24746 mg -

[55°K7H10]

WMEEKIHY 2 EY) - Hfax3-1(18,28)-1-[5-[(4S)-2,2- B B &
RO bE-4-551-2-[(45)-2-(4-%-3,5- Z HELIRFL)-3-[3-(4- (- 1 - Zk 5| P -5 -
EL)-2- (A S| AR DRI -1 -5 ]-4- H BE-6,7- -4 H- LM 5[4, 3-c ] IR g - 5- i B |
H5IIE-1- 5 ]-2- FH BRI P A ]-4H-1,2,4- 08 W8-S e sl HL B4 8 [ m] 22 2 B8

3-[(18,28)-1-[5-[(4S)-2,2- “ FHEL R IR C e -4-551-2-[(45)-2-(4-7-

- ORI R )-3-[3-(4- - - FH ARG M- 5- A ) -2 A SR B DRI - 1 - A ]-4- FH
E5-6,7- A -4H- ML M 5 [4,3-c] ML E -5- Fig A 1 15] IR - 1 - B2 ]-2- B AR IR PN A -
4H-1,2,4-1% M-5-FH0.5 CaK&Y) » HENIFEER ST 2 & HhERBEL46
mg °

aAKIHL]

WA KIFLE6F(E—IHLZHEY) > HFez3-1(18,25)-1-[5-[(45)-2,2-
CHESBEECOE-4-E]1-2-[(49)-2-(4-F-3,5- “HERE)-3-[3-(4-HF
FH g M -5 - ) -2 - (R S| BE R M - 1 - Bk ] -4- B BL-6,7 - R -4 H-MEMEH[4,3-c] ML
g -5-Fx AR 15| 0 -1- 5 ]-2- B ER IR PN A ]-4H-1,2,4- 0 M- 5- i Bl FL B4 4% | o]
Pz 2RV EERE T < E R BB ELN mge 445 mg -

[F5°KTH12]
— M EHOFRKENEVFE-IHZHAEY 2 T57% - BEaIERE

5 3 HGEHHEEAEE)
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B -
[#5k1E13]

—FEA LY Hag

49308 5 % % £935 B % 2 3-[(15,28)- 1-[5-[(48)-2,2- — HI 5 45 B
-4 2 1-2-[(49)-2- (4 5-3,5- - B BE 3 B )-3-[3-(4- 57, - 1 - FH L 13 0k -5-
H)-2- ] G DK A~ 1 - B |4 B 6,7~ -4 H- DL IR 3 [4, 3T 0L g -5- ¥ 2
0B~ 1- 5 -2 B L B D L |4 H-1,2,4- 158 05 BY BLES B b 0T BT >
2 SDD ; HEF R 2 B 5%70.7 mgE450 mg : & SDD 2 K
SYHPVP-VARERL ; &

pH S 8] » 3% pH 28 £ B8 12 PTG 45 - BRI 6E - REE G - RS
# - BALEE - B - SRR YR B -

[55k1E14]

MEREIB ALY APRAsyas

L9308 5 % 2 3-[(18,25)-1-[5-[(48)-2,2-— B EL S R BB O fop-4- B ]-2-
[(48)-2-(4-§F-3,5- " B EEHE AL )-3-[3-(4- 57, - 1 - H L0305 -2 1] 45, B
O 1|4 6,7~ 4 -AHL- TR IS 3 [4,3-0 DR OGE -5 - B | 03] - 1 - -2 B
FEEB P EE]-4H-1,2,4-18 -5 s BB BE [ T 547 2 B SDD 5
WeHERE S B B 490.7 mgEL45 my ;

Bl ES F - pHI AR © H8 5 %7150 mg £ 47650 mg ;

WU T R R BDRDEE SRR - MR - RS
NSRS AR RSEE R - Wl 85 R R S
B HBBX0 mgE£9200 mg 5 K

W TR B RBAEIE S R A - AL - B

5 4 HEGEYIHEEAEE)
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B BEE R IDR SR Y B HE B0 mgE4S mg -
[oRE1S5]

MEESRIE 14 48 HEghewas

493028 & %2 3-[(18,28)-1-[5-[(4S)-2,2- — i L 4 B B8 2 J-4- B ]-2-
[(4S)-2-(4--3,5- " FEELHEHE)-3[3-(4- - 1 - F L8[ 046 550 ] 46, BE B
-1 -] -4 F 6,7~ 44 H- ORI 5 [4,3-C I - 5 - ¢ 6 03 - 1 - 5 ]-2-
HLIBPHL]-4H-1,2,4-1 “PK-5-§70.5 CasK &%) SDD ; HLEE e B Bs 51
Y B BY mgELI36 mg ; RZSDD > R4 HPVP-VARER ;

By TRES G pHFI A 28 549200 mg E4J600 mg ;

WL T > R R ERME A R - SR - R
Z - NEAGEE  TETEEGEE - B - BB S RIDE SN
B LB B0 mgELI60 mg 5 R

W TR B AR EIR A R A - AL - B
B BEE R IDR SR Y B HE B0 mgE4S mg -
[#RE16]

M RIE S 2 4 e

MR BMCC PH-102 5 L8 542 mg %4925 mg 5 &

LRI BB SR SRR LB BL0.1 mgELS mg -
HoRIE17]

M RIE S 2 4 e

FEFAEHR 5 R

2 BRI B S0 5 R B490.1 mgE LS mg -

[55°KIH18]

55 HGEHIHFEAEE)
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WMEFERHEI3R1VTHE—IHZHEY) » HEZSDDEAHERKHLS um

ZLI113 um 2 SFIFHLE o
R EEIE)

WEFERKEIS Z4HEY) » HFZEEas

LJ30EE % 2 3-[(18,25)-1-[5-[(49)-2,2- " H AR TR Clw-4-41-2-
[(4S)-2-(4-%.-3,5- B AR EL)-3-[3-(4- - 1 - B A0 0 - 5- 5 )-2- Al &5 AL oK
M- 1-EL]-4- FHER-6,7- & -4H-0E MK I [4,3-c 1R BE - 5- e L 0| - 1- L ]-2- B
BRI A]-4H-1,2,4-12 " -5-FH0.5 Ca’K-&%) 2 SDD 5 H BT i il % 51
< &R/ mg

Pyl e €80~ pHERETRI ; H 8 F4J200 mg

FsMCC PH-102 7R} 5 H 8 %740 mg £ 450 mg ; K

BB FOHE R LW 2 BAE 0 HERE1 mgR&y5 mg

Hrhez ey 2 S E 8 %250 mg -
[55°K7H20]

WEFERKEIS Z4HEY) » HFZEEas

LJ30EE % 2 3-[(18,25)-1-[5-[(49)-2,2- " H AR TR Clw-4-41-2-
[(4S)-2-(4-%.-3,5- B AR EL)-3-[3-(4- - 1 - B A0 0 - 5- 5 )-2- Al &5 AL oK
M- 1-EL]-4- FHER-6,7- & -4H-0E MK I [4,3-c 1R BE - 5- e L 0| - 1- L ]-2- B
BRI A]-4H-1,2,4-12 " -5-FH0.5 Ca’K-&%) 2 SDD 5 H BT i il % 51
ZER&I16 mg ;

Pyl e €80~ pHERETRI ; H 8 F4J200 mg

FMCC PH-102 ZHHF} 5 H 8 RBES mg 24710 mg 5 &

BB FOHE R LW 2 BAE 0 HERE1 mgR&y5 mg

5 6 H(EHIHHEAEE)

C269839%A.docx

113144409 FEESE A0101 1132063901-0



202508581

HpZH ey B EE K260 mg -
[55°K7H21]

WEEKEISZHEY) - HfZHeas

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
BRI A]-4H-1,2,4-18 " M-5-FH0.5 Ca’KE¥)ZSDD ¢ H AR i i B 51
Z B FE6 mg o KEJTOEE %2 PVP-VA » H 2 KEJ14 mg ;

Ryl B S 80 < pHER BT HE R&J600 mg + K

Ry SOl 2 Bl HE BE1 mgE4y10 mg -
[55°K7H22]

WEEKEISZHEY) - HfZHeas

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B
Mg -1-Bk]-4- B ER-6,7- -4 H-ME e I [4,3-c 1ML IE -5 - e A 1 0| 1D~ 1- B ]-2- B
BRI A]-4H-1,2,4-18 " M-5-FH0.5 Ca’KE¥)ZSDD ¢ H AR i i B 51
ZEHEI12mg s RETOEE% ZPVP-VA » HE /28 mg

Ryl B S 80 < pHER BT HE R&J600 mg + K

Ry SOl 2 Bl HE BE1 mgE4y10 mg -
[55°K7H23]

WEEKEISZHEY) - HfZHeas

IS0 E % 2 3-[(18,28)-1-[5-[(4S)-2,2- — HEL S IR O Fe-4-Fk 1-2-
[(4S)-2-(4-%-3,5- = AL IR )-3-[3-(4- 51 - 1 - B BL 15| M- 5 - 5 )-2- {58 L B

55 7 HEGEYIH EEAEE)
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m-1-E1-4- B EE-6,7- F -4H-MEME 3 [4,3-cFEERE - 5- Fc B 10g] I05-1- £ 1-2-
ERIRN A ]-4H-1,2,4-12 " 4-5-FH0.5 CasK&Y) 2 SDD ; H A ik BL 5t
ZERBEI36 mg; RETOEE% ZPVP-VA » H8 K483 mg ;

Ryt i S 80 < pHEREI R 3 HE %600 mg 5 K&

BEWEMZBIRE  HE B4 mgL4J10 mg -
[E5°KTH24]

WEFKIHI9 223 E—IH HEY) - HFZSDDEAER LS um
FEH13 pm 2 SPERLEE -
[E5°KTH25]

WEE KIH24 2 dHEY) » HZ SDDEAFEHKE 440 um £ 465 um 2
SPETHLE -

A oKTH26]
WMEFKIA2S 2 EY) - AP aPainBERT -

[55°K7H27]
WMEAKIA26 2 &) - APz B R HHPMCRE RS -

[55°K7H28]

—FEANEE SR IE 14 11 L 135827 P — T8 2 4H & i B3 F A a2
B PRI < BE R P A AR
iH SKIH29]

— TR IE I E 1 RI3E 2T F—TE 2SR sbE AN e E S E
BRI P R R

5 8 H(ZHIHFEAEE)
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