2025 4 10 AgkET (55 5 W)

H AERYERS Sn o3 B3 75+ 873969

EELAARAEL—T+—L
B AFBIREFETS D IF 50EE4E 2018 (2019 £ HAR) (THEH L TER

EIRAIDPP-4 B E 2
(1B ER R e mE]
EWFT) TF 8

EIVS I F 25504 i)

VILDAGLIPTIN Tablets

#I

&

BH 0 E S

AVEE Sis SR
) PR EAS 0SS L 0 TS T L

b3 I 4 & = | l1&EP., erF T U 7T 50mg
_ i % iz - e 7 ) 7F o (JAN)
33

4 : Vildagliptin (JAN., INN)

HERTAKZEFAAB
FMEEIE - RTFREAR

BUEARE KR A B : 20244F 8151
SR L YENEAE A B : 20244E12H 6H
HZ 5C BH 46 42 H B : 20244E12H 6A

HERT (8A) -
R#E - Rxxxs# A

BUEAGGETE : Fa— U U AT o ARRAA
B 78 oo AMEEERRUA AL

EEFEREIBOERE

a8 h &

2
O

Fa—Ur UXAT ¢ XS FE

TEL : 0120-960189 FAX : 0120-189099

AR © SEH 9:00~17:00 (MRALREER ZFR<)
EEBRE T AR — A= https://www. med. kyorin—rmd. com/

A IF 13 2025 & 10 AKET OB IR ORI K S E%FT L,
BT OERIL, MIATBUEN EEGLEEHESEOEEDOER T IFERRBES— TV THRA LTI E N,

(01)14987060310467




ERRAVAE1—T4+—LFADOFEIEOHME —BXRBEREXE —
(2020 £ 4 ATkET)

1. EERA VB E1—T74+—LIEREDOBE
E%%@%%@%X%@%%%%&LT\EE%EEW%HIE(MT WA SCE) b5, EREL
Y CEER - SEAIATS O ERIEFE 2 B EB B2 KT O 6 G ® 25T 281X, IRAC
TG S N A BT D _pir’rﬂiiﬁ HHRPLERGENH Y, SIS EORIEGFHREYLE (LT,

MR)#A@EE@LME OB EEZ LV IERAME L TE TS, ZORICLERFER A EENIC

FTAEOOHEEY AN LTEHKLA X Ea—74+—25 (LLF. I F EWET) MB#A LT,

1988 4EIC B AYRBEERAIZ (LA, BRE) PE 2 /hEBEN 1 FOMBERT, 1 Fit#kE, 1
FRUMEHEAZRE L, £ 0% 1998 12 HIR3EFMTE 3/NEB S, 2008 4F, 2013 41T H i SEE 3K H

ZEEN 1 FRUdiEHEOWET 217> T&E T,

IFﬁﬁ%ﬁm%uM IF@PDF%@@%%? 2L L TRET D Z ENFAIE 2272, 2
IS SCEO FERUET NS S -G A ICSGTORIT —Z 28N L7 1 FR#EeHCiffisns 2
k&ﬁotowﬁm@IFi Eim[%%mn AR (LT, PMDA) OEFMAEIRMIE RO

~—30 (http://www. pmda. go. jp/PmdaSearch/iyakuSearch/) IZ TAB SN TW5A, AIRIKTIL, 2009 4

LFVHERLDO I FOBERERFTOMMEE LT (A Fba—Tr—2Rat2] 2F%EL, Hx01

F IR CEZ 7T D EAE AR E L CHENEE - Rt L T 5,

2019 FED AT CEFLHBEHDO AT IZ A, 1 FiddiZeE 2018 23AFK S, Ak TEHRAERS DI

FAEMITUISENCRE T 204 RT A ) (CBET 2 ERER OO, TOEHMERE LT,

2. 1F&ElXE

I Fix A SCEHOHBEREMTE L. EM - BAIMEOERNEFTICE > THEEF LT o, EHK
DM EE RO D DOE R, LTRFTOTDOFER, FAROT-DOER, EELOBEIEMH OO DG
. %%m&$%77@tw@M%£w$ﬁént%A%&@%wﬁﬁﬁﬁﬁ%&LT\Hﬁﬁﬁ%ﬁ
PHEZ RE L, BEFIANSE O 72 12 2 3% 3K 5 0 RS IR 58 IR GE IS #5302 B 3T MER R O HE A R4 L
TWAEER EEMT 65,

I FICREHETH2HEBAEINIHRENRE Lz 1 FRldEEICHEIL L, — 5 OFIs % bR & AR O RN

OIERNFTLH I N D, 72720, BEEEORELEICED L L OKROFHE A O 2SFHM - B - 245
SHEELII FORFEELE TR, S0 5L, REMENORMLSINZ T FiX, FIHAEES
PREAM « I - BERREH T 5 & L b, RERFEETHILOLEWVWIREHEFFOZ L EAEE LTV D,

I FORMIET— &%%K&L RUIRAFECORARITLETTIE R,

3. I FORMAIZH=-T

BEAEARD I Fid, PMD A®OERHEELGRGROS— ISR E SN TV D,
RURMET TEERGA X Ea—T7 3 —AEROTE &) IZWE-TI F 21EK - 23208, 1FO
R A E % EFRBGICAE L TOWAIEHRC T FAERRHCGEHE L EREICOW TSR EOM
READA VA E2a—ICEVFIHEA PR ZRESE, | FORAMZEDLILERS D, Fi-,
RERFET SN DM EOEESICHET 2 HEEICE L T, [ FA%RT SRS £ TOMIT, RERMAENER
T DSEETNEZH NI L CEE, D WITAFEO ERGE IR — v 2510 kv BHIM%EE S
NEfET D &L bIT, 1 FOERIC %tofi B OTRAT SCEA PMD A OE S 5 Rk 21 ik 28
D= THER T DVERH D,

B, WIEME AL EEOMHERDO LR SN TWD V.6, FEERERE < IXIT. &%k, XTI,
5] ICBT2HAFIIKREZZIT TORWERPEENDIZ ERHY . O FIT o ET
REXThD,

4. FIAICELTOBER
I FEZHEESICBODTRNT ZENTERWVERMERFE L UEH L TWaEE2y, [ FliXA




FRAEDOBEEE 252 T, YRS O RIERGE X ITIRGEIHE D 2 R ERR - #2325 PR 3E S A
DO DFHTER T D & ONLE DT 72, Fodl » FRBUTITIRFEE O [R5 BB = 3K 5 O IE T
WALBITENCBEI T 204 RT A v, B a— K - 47 - 7777 4 20l e —EREZ TS5 %
720, IRFEHERIBIHEEN T A KT A4 o TlE, RERBIESCARI O FEZEIZ BT 5 Mz gtz >0 T,
R ENERUEFEE LS ORDIG L TITI) ZEIFELEXZRNEENTEY, MRE~DA VA Y
2—CH LD TEHE R LICLY, FAEELN I FONEREARESELIREEDTHDHZ L 2R L
TEPRTNITER LN, RIERENOHONDEROBFHIRILZER L., TORBIMEL Rk, &
PRSI T DI 2T 5 2 SI3ERMOAB THY . 1 F2IEH L TH %R 2 B ICiiEdH
DHHDOIZ L TWEEE T,




x

I BEEE(CEET BIEE - ooeeeeeerereeeeeenreiereseeeeeenns 1

1. BESEOIREE oo 1

2. BUSDAFREAAPEME o 1

3. IS MBS oo 1

4. EIE(FERIZREL TRIENT ARE4FE oo 1

5. EEBEMRUTE HEALOHREE oo 1

6. RMP DEEE <o ovvereeiiiie e 1

1% 7 bl S Y = | = 2

1. BRESRD covoeeeeeeeie et 2

2. IR e, 2

3, REETLUETRIETL oo 2

A =2 v L6 = < ST T USSP PR UR U 2

5, bR (B XULAE oo 2

6. 1BRAZ.BIZ. BEE FEEEE s 2

0. BSREZEET BIEE -ovvveeerrrrreeeninnnneennnn, 3

1 HBEERMEET oo 3

2 HMS DBRIBRIETISEITBEIEME s 3

3. AR DOHEERERE . TEEh o erererererereeeiererennns 3
IV. BB ZBET BIER - cvvverrrrrrrrrrrerrneeeenns

L B oeeeveeeeere et 4

2. BUFUDARR - veeeveeereereereereee s 4

3. M AR IEUZEE e 4

4 FU oeeereeereeee e 4

5. BATATTEEED S DI v ovevereereerrerereereeeeenns 5

6. BEIDBRIBEETIZEIFAEREME oo 5

7. B ERUGAARBRDRTEM s 8

8. HFIEDEALAL PEBLEIZAL) oo 8

0. SHHME oo 9

10, ZBFE-AEE 10

I I =T o T Wy > - R 10

12, FD oo 10

AV (bl <y = ] = 11

1 ZIRESUZIHER oo 1n

2. HBERUEINRICREE T B e 1n

3. FEERTNEHE - vrerrrrrerrer i 11

4, FEERUEEICESET AES e, 1

5, BBEREGEE - oeeerrrrrr e 11

V- B s Y =] = [ 14

1 EEPHICEREHHLEMRTICEMRE oo 14

2. ERIBERR e 14

VI 1= el £ ) = | = 15

1. IOAEREDHERE - vvvvrrrrrrmenmmrnmiii 15

2. EEMREEEIAEY) ST A v 16

3. BEFGREAL =3 ) fBHT 17

4, MBI «oovvveeeernnre e 17

LT 2 TR PP 17

6. FRE 18

7. BB 18

8. MR —A—|ZREG B EER e eeverereerereereerneeeens 18

9. BIEFICZLBIRET. 18
10. $FENEEEERTAEE oo 19
1L, F D e 20
VI fé’lé(ﬁﬁﬁt@ii%ﬁ%) [CREY B - 21
1. BEFDIRF o eveeerer e 21
2. **E'I*J%it%(DIEEE ............................................... 21
3. MEERITHEIAHES BEBET DI oo 21
4. FERVAEICEEY HTEELDEH- oo 21
5 BEEHEARIGIELFOEE oo, 21
6. WEDERZEHIHEEICEHIHER v 21
7. FHEAER e 23
TR 17 == 23
0, PRIRBREIERICRIFTEE v 24
10, BEFEE corrree e 25
1. BAHALEDES 25
12, FODHOGER, - v 25
IX. JEBEERRERI BB BIEE - veeoveeeeerreeernneens 2%
1 EEIEEKER. ..o 26
20 EMERER. 26
D= N a5 [ Y 1 = [T UR PR 27
I - -1 =3 27
2. AIHHARE e 27
3. BEEIRBETOERE v 27
4, BURUNEDGEE oo 27
5. $%’ TAIFERE vveeerreeireeeiiee e 27
6. — R RINEE e 27
7. E“}%ig;if_ g = = TP 27
8. BUERSTAEFABRUVARES. EifiFEEREFA
B. ERGEREIREE A H - v vvevvvrreerreemrmnne s 27
9. MREXIIZHFEM. RERVRELEEMFNEFAR
A a7 27

10. BESHR. BHEERARERBRUZDRE -
11, BEEETHARS - veeerereeerrerre e 28
12, AR EIRRI R BAIEER- - vvveereeeererrrrrrreeenaannns 28
13, BFEO—R oo 28
14, (BRI E DTS v 28
XL STRR e veerrenrenrenrenn 29
1) == 7 29
2. FODRDBESTER - oeeeerermmmrreerreen 30
XO.SEER o 31
1L FHNETORETEIRTT v, 31
2. EIMCEITOREERSIRIFER - vvereeee e 31
XL G - veveemrmmemme e 32
1 5 ARSI ML CBRERY A TS| <o TS E
FERER e vveennnn 32
2. FOMDBEREZEL - ooeeeerer 33




BE &

BREE BRENS
ALP TNAYVRAT 7 4 —F
ALT TI=UT I NT AT 2T
AST TANRTGEXUBETI ) NT AT 2T —F
AUC 1. HP i IR D R T T A
CK JVTFUoxF—F
CK-MB JLVTFUoxFF—EMBAEZ T B
CLer IVTF= VT TR
CLg B U7 TR
Cmax I e ifn. R
CRP C RIS Ry
CYP F k7 1 L P450
DPP-4 DRI FIINRTFH—P -4
GLP-1 TINI) A RERT T R-1
v —GTP y-INEINNT AT 2T —F
HbAlc ~NEZ by Ale
ICso 50% L E R E
JDs BN
Ki BH.5 & 4K
LDH FLERR K SR AR
NGSP National Glycohemoglobin Standardization Program
NYHA Za—3—7 LIRS
Tise EEE S
Tmax o i I P95 2B IR R




I. BtZICEHY $IER

1. FRAREDRRE

EAE 7 ) TF o5 50mg [AAR) 1d, BREEES & U CHRASR 1121 25 2 5 CFEAL 26 4F 11 H 21 A)IZHES X,
Bk K ORER T 1R 2 € | L EMERRR, BB R B ERRBR 2 ATV RGB IR L. 2024 48 8 HIZ/&RR & Hufs, 2024
12 A SR L 72,

2. BADBEENES
® RFIFEINN DPP-4 BHEIE [2 BUBERIFIRIFIE] TH Y, 2 BBERBOEEX TR EZF LT D,
(T'v. 1. ZhEEXITRE) OEBH)

® TEAZREMWEME LT, PR, APHRREREE . MR, (Rib, SGUmmisE, SR, 4 vy 2 WE
PERZ . FRBIEDR D5, (VI 8. (1) ERZREIEM & AIER ) OHEEM)

3. WmORAIFHIRE
BERIMEIC TEA %), T50), T456K) 2FIELT0S, (V. 1. (2) WAIOABROMR] OB HE)

4, BIEFERICEL TRAMY NS

BIEERICEY 2 &M, RBEERMEESA K51 0% HiE
RMP 4
BMOY 27 MEEE E UTER ST 2 88 &
B HHEE T A T A > e
PR I E oD B S TR i

b, ARBFHURVRE - EALOHRER
(1) HEBEM
LR

(2) @ - EALOKIREE
LR

6. RMP O#Z

M L



I. Z2FICEET HIEE

(1) %4
EAK T Y T F G 50mg 44K

(2) *4%

VILDAGLIPTIN Tablets 50mg “KYORIN”

(3) &MDHEk
[t + THE) + &8 + [R5
(MBI IS ORI FEICH T2 > TOMRTEA DMAICRET 2R EFHEICOWT) CERR 1749 A 22 H
AR 0922001 B) 12 HS<)

2. —HkA

(1) & (@%i%)
EAXTYTFr ()

(2) F48 (%%

Vildagliptin (JAN, INN)

3) RTL
ORTFIONT X ) RTFHE— (DPP) -4 FHEH « —gliptin

3. BEAXIT RN
fLrpHE o

5. {LFH (a%i%R) XIEEXE

b4 (28)-1-{[ (3-Hydroxytricyclo[3. 3. 1. 1* "Jdec—1-y1) amino]acetyl}pyrrolidine—2—-carbonitrile
(TIUPAC)

6. ER%. A4, BS.

L L

CEES



Il. BERSTICRET HIRE

1. MEEFEE
(1) 5V& - K
FEDRERIEDH R TH 5.

(2) =R
R L

Q) BTt
DRI L

@) B (DRER). BR. BES
DRI L

(0) FRIGEMEREER
LR L

(6) STECIRE
LR L

(1) ZDHMDELTRMEE
LR L

2. AMBADZTREHTICETIRE.
R L

3. B SOMHERHRE. EE
o fERHIRIL
FAVRILA S B AMED (BAED U ¥ LGEFIE)

® ik
Wk a~ 777 14—



V. &Y SIEH

1. #F#
(1) FRDORXH
B
(2) HEIDHE R IR
b=y ECYNUES 73
e =R
vz gg
B2 (mm) 8.0
= X (mm) 3.8
B (mg) 200

Q) #HAo—F
AR

4) HWHIDYE
gk L

() Znith
gk L

2. HFIDHEMK

() BERHS CEUHS) DEES I TFHMHE

R %) —
AT Y TF 50
(1 gE9) mg
A D-vr=h—/, KEHELE Foxo oL —Z b Fardxiraltlo—2,
" AFT VLW T HRY T A

(2) EREZEORE
LR

Q) B8

LR

RMIBRBRDERKRVERE

L

pakiiil

L L




5. IEAY DRIREMED & 5 3
LA, ISR, Sty bk lk iz &

6. HHDFEEHTICETIREN

1) fnESER Y
[RAESRIF]
40°C+2°C. 75%RH=E5%RH
[RRBRARA]
PTPEEE M : PTP @2 RV b = /R UL =V T VAT A VA ET I =0 AETIMEY —L) &
BIRRI LIV T )BT I =T A« RY T I3 — M7 4 VBRI ATUINE S — v WG
NN R T L URRS, RA(GREA T A MAERY e L Bk o T MR
[P TE B R O]

AR H B
PER B2y NS
(D) LB DOMERS - T A T T i TR DR Z A LD,
il B @)Wk~ b7 T7 ¢ — FRBHANE M OSREIR IR DT B — 7 OPRFFRF I L
v N,

(1) B3 B AR R FR R R 0. 65 DM B:0. 50% LA T
RS DE &« OFEGWE 0. 20% L0 T

BRRWBEOEF : 2.0%LLF

Q3-T I/ -1-TH~=H )=/ :0.20%LF

U — B EFZERR  HEME 15. 0%LL T

W 7K/900mL/ 7% R/ViE/f54y 50 [Blfi5/15 43 [/85% LAk

A Bk GH  95.0~105. 0%

[t 5]

lLRE R

J—

| | | ||
<
o
<
o

=B TE H B 4filks
7N

i e Bk (1)
HIRERBR (2)
BN — P
?@Hjﬁ
ik (E &)X 99. 24% 98.93% 99. 31% 98. 65%
1oy hn=3 ®3wy FOEHE

i | | | T |

B || B | B ||
E=AY= ==Y A=

=
=2

[

o

«{zjé

BRI H FELERSs

INT

&
A
w
(o}
&
o

ﬂh

[E27N
ffeRRaER (1)
lesBilBR (2)
fli R (1)
Fli R (2)
TUFN ) —
TR i} it
EREE(GEE)* 99. 24% 99. 85% 99. 78% 99. 21%
¥1my hn=3®3 1y hOFLE

B | B | | |
@?@@P@@;

B | | | | | |
B | B | | | | |




EHRERER
[(PRAESRME)
25°C+2°C. 60%RH=5%RH
(R B A)
PTPEEEM : PIP W RV ke =/ R VB =V T VAT A VA ET A I =y AETMEAY —L) &
WA GEAL I NS T L) BT VI =T A« RY T3 32— b7 4 VAT AN — v (5
RIS R = F L RIS, BRFI(EREAL 74 MERY Tavr vy v 7 #5E
(FRERIE B K O]

R ER 2
[ 5]
PTP A13E
ABRTE B BALARE | S»H | 6 H | 9B | 124A| 18 A |24 % H| 304 H| 36 »H
IE27N i i o] ] 1 1 i i i
MeRdsRER (1) i i i T} it it 1 1 1]
fesR R (2) i i i 1 1 1 i i I
fli e SBR (1) i i i i 1 1 1 1 o]
WL RRBR (2) it T} it it 1 1 Sl
RIFI)— i i
f‘tljr i i o] i) 1 1 i i i
BiE(EE)™ | 99.24%| 99.75% | 99.31% | 100. 74%| 98.86%| 99.37%| 99.58%| 98.97%| 99.09%

¥luey hn=3»3ay hDEYHE

by
ABRTEH BALAIE | S»H | 6 H | 9 H | 1248 | 18A|24%H|30xH| 36 %H
ffeRRaER (1) i i i i i 1 1 1 Sl
lesBaBR (2) i i o] ] 1 1 i i i
fli R (1) i i i bl 1 1t 1t 1t i
il e RR (2) it i i 1 1 1 Sl
BUFN ) — i i
TR i i o] bl 1 1 1t 1t i
EEE (B | 99.24% | 100. 08% | 100. 41% | 100. 83%| 99. 79% | 100. 34% [100. 49% | 99. 65% | 99. 95%

Xlay bn=3®3 vy NOEHE



3) WAZRBTOREN?

R
A7 Sl - \ :
I MR | GUERER | e | ERE B
Y8 AT
{E‘ngc 20 ke By g | EERL | BlmL | EeRL | ARl | el
‘ZDEI]]‘};!_: R /E,”:&) D R R IR
[60°C 4 . e B 5 ] | RERL | pppy e | ElEBL | ZERL | ZfeRL
i
[25°C.60%RH. 3 » A B/ fata | Zfb7e L | ZfeZeL | ZfeZel | &ZfeZel | (b7 L
Z AJR]
i . -
‘ 1t Y L Y
[gs;(% ]75%RH\3 n AL B/ | Bkl (g% gy | EfEmL | ZEfE7RL (;;g 5
7 V] V]
illé
[BRYGE 120 5 1x-hr* . 25°C.60% | Z{b7e L | Z kL 2h7e L
RH. 5 T A 4 — L*2]

CHURS T MR o FEERRN D 68, WEEEER « FEHRR %) 0. 65 OEZWE B 0. 50%LL T,

FEFLLSN OSERRE 0. 20% LU T, B E DG EE 2. 0%LLT, M : 16 23 85% LA k.,
FERYE © 95.0~105. 0%, RHEE : BEfH

31 10001x. 50 HRH

2 RV e =V F 07 4 L ATEW, /INE DT TR

X3 HKE (BARIR) — B4 (2 R, 4 D)

¥4 RN (BIAAR) - BN (1 H) . BU&SA G % H)

%5 5. 3kgf (BALEIF) —2. 9kgf (1 % H). 3.0kgf (3 » A)

< B>
N e SRR . N
¥ Mgk ey R Gl
Sl |PHEREOZ(E FEAL | BUBENG | GRICT 3%k B 30% A0
- BDRVIEE Bh | wons St
bENREHE GEE
By | P EERDSB R, GRAK TN 3%LL | #EEZS(EAS 30%L |
f%%m> FRE & 70 5 72 WV JE D25 LT, BRENO | T, B 2. Okef DL E
LCd Y s 27 LT Ba DHA
Wb %E
TIREALRE LWV i EEEZE{b 2N 30% LA |
7 ST IEN N
BAED D menzm spmeasami L | D g o | pEEss 2. Okef il
(kL) B
TWBEE D&
FRBRIL. [ (kD) A ATRBAI S - 5eA] - 71 7 2 LA M SN EE C D2 e PERBR I > € (U
M), SERR 1L4E8 20 A 2B EICHE L E Lim, AKIOREMICET 2R Ch Y | MELETHE
15 U AR A LA OH M « YOV T OFBIZER L TH 0 ¥ A,




4) FEBRORENE "

fie S
(RA7 1 - : ‘
i PR O RBR VAt Rk
R -
A7 Ak A7 Ay 7
[40°C.3 » A 5k /M8 5 5 2] 2l L =7 L A7 L 27z L
Vi e
[25°C.60%RH.3 # A . B/ t6ta 2h7e L b7 L b7 L 2ih7e L
Z A )R]
L \ Zibd Y
[25°C.75%RH. 3 » H . BRlk/ 487 b7 L - 2h7e L 2ih7e L
i
[BEYEE: 120 7 1x-hr*! 25°C.60% 7z L 7z L i L
RH,. T A3 % — L]

CHIRR] PRIR : AOESETHEImITA G, FEEER « AR R 0. 65 OIEBEMWE B 0. 50%LL
T, ERUSNOIEFME 0. 20%LL T, FERWE O AT 2. 0%LL T, EHIM: : 15 /5[ 85%LL
. EE¥EE 0 95.0~105. 0%

¥1 10001x. 50 HR4

2 RV =T o7 4V ATEY, INRE BT TRTE

X3 KN (BIRARE) — BN (Lo H) . BU&SM 3 o A)

<BE > Tl AU
A IERIN MEEEBR, IR TEBIE
SNBLEDZE LA, 1FE A EBRDIRNE GEIETN
AV 7 £ AN
2em L - JRRENOBE Sop et D

b eaiilt GRea%E) F250

I L= 339% 0 5.
e B ML, ML b RIS R
’ BThHY . BEAET L TN D5 il

IR 2\ R N SR A %‘J\ .
TibH D | TBIRERFE L WE A LS 2380 SR Do SR DA

(BIFEAN) |3tk 23l L TV 2354

ARBRIE, T () AARBEREAIAN S « 824 - 0 72 A A O BOILREE TOREMERBIEICS>WT (&
). FR 1148 20 B 22 B IR L % L7z, ARIOLEMEICET 2GR THY . oF HEY
ECRAF LA Z B L2 BEOFRME - REICOWTORMEIFER L T Y 8 A,

ARERVBARROREMR

M LA

fthF & DEEEZEE (MEIEFREL)
gk L



BHE

BHEBBICHIT DB
BIEEIR O LY PR ZEERRT A RT 4 (G243 H 19 B EAIKKI 03195 1 5) ICHEC TR e =
it L7z,
FERERIA] | =27 7 BE 50mg
WAL | BAERS — iRk WHEBE O k)
AR AL 0 900mL RBRIK DR : 37°C£0.5C
pHI. 2 RS 1K
ARERSA: e b pH3. 0 D72 McIlvaine DOFEMER
EILT2 VN 7343 50rpm oH6. 8 R 2 1
K 7K
(e v ]

BRI 3 15 43 AP 85% LA LW HI T 278, X3 15 4318 381) 2 R BRI D S50 H SR DN YR 0D

B HERE15% DHFIHIZH 5.,

OfE 3R]
B o s 12 Xy 'L OFEEEHER (%)
mlfRE | BRI ) CAK T T T g —— o HE
50mg 74K " -

pHI. 2 15 97.6 90. 7 6.9 Bk

— pH3. 0 15 97.7 90.6 7.1 e
pH6. 8 15 97.0 92.6 4.4 HE

7K 15 97.8 93.2 4.6 Bk

VLEDORER LY | T~ TORBRAEFIC W TEH B OBHUMEOHELEITES L2/, ey T ) FF o

BE 50mg [AYAK) | IARAERGE & IR VAL L TV D LHIE STz,

120

100

80

60

(R ) HEE 5§

40

20

0

120

100

80

60

() E

40

20

pH3.0/50rpm

—— L) T F L 50mel 24k
---o--- IRHESIE (R, 50meg)

15 30
B (453
7K/50rpm

—— LAY T F L EE50mel FHE)

---O--- AR (B2, 50me)

i pH1.2/50rpm 120
r S . - 100
- o O
I @ 80
i
- E 60
% 40
—e— ELE T T F o 5E50mel ) 20
---o-—- IRAEEF (. 50mg)
~ ! ' 0
0 15 30 0
B ()
[ H6.8/50rpm 120
S eee——C ” 100
T % 80
H
F 60
i % 40
—o— ENF T TF L E50mel B
-0 {RHEBH (5H. 50me) 20 F
© ' ' 00
0 13 30 0
B (42)

15 30
(




10. &% - a2k

(1) FEAVELER - O, NENRRERSR - SEICHT H1FER
AL LR

(2) a%
100 &2 [10 8 (PTP) X 10, HZfE&IA D ]
500 & [10 #& (PTP) X50, FZMREFIA D]
300 B [, N7, #EAIAD ]

Q) FHEE
AL LR

4) BHEOME
(PTP f13E &)
PTP @ : RV e =1/ RVEE =V TV BEET VA, TAI=ULE
Pe—@gi 73 =vh - RU T IRx—FT7 4L A
ER 1N
(N T ak i)
e RYyxFL
Xyv7 R TarLry
5o MK

1. AR E S LEME

B LR

12. ZDfs
R L
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1.

2.

3

4

5.

. BEICEY S1EE

HEEX(TRER

4 PIREXR (TR
2 RUBEIRIR

SRERIEHRICEET 5FE

5.3 IR ICEET BEE
AR OWERILH 52> U OWERIFIGR DFEARTH 2 BFPE, EEWIEE H0IAT o 72 ETHRAAR+07285E
IR BET D Z &,

. RERUVAE

(1) AERUVAEDMHFEHR

6.RAERUVRE
BE, A, EAF T Y FF L L Th0mg 2 1 H 2 EH, YICKROKET 5, 2B, HEOREIZGT
ThHomg %2 1 A 1 EEACHERETHZ EMTE B,

(2) RERUVAEDRERRE - R0
gk L

. AERUVREICEEYT IR

7TRERUVARICEET 5IE
HAERE DL EORISREREE O & 2 BE SULENTF ORI R EBE T, AFoMFREN ERT 2820 H
HDT, 50mg & 1 H 1mIEIcf G54, HEICRETHZ L, [9.2.1, 16.6.1 ]

B R AR
(1) BERT—2/1\yr—2
R L

(2) ERPRZEIEEABR
MR L

Q) RERNERHAR
AR L

11



(4) tREERYEAER

1) BhERIEER

17 ERER BiLAE
17.1 BUERULEHEICET 558
17.1.1 ENE DIHEHEER

RFRE, BEYRIEOAL T 2 b — ARG 6Ty 2 BRERPEE (291 f) 25402, ©
N T Y FF 10, 25, 50mg XL T RE 1B 20 12 BERORE L, 7T R5BE, —ESK, Lt
B 5 L7-, EEFAMGIEE %2 HbAle (JDS) EO#EZL-RID D& L& & U CE Lz, (RILFHEDORHEIEIT
EE 7Y 7T 10, 25, 50mg MONT T AN, FAEI A 2% (TLHIF 36)), 0% (72 Bl 0 i), 2.6% (76
Bl 2 ) ROV 4% (72 Bl 1 61) Tho7z @ P, (RAIORIEROHRIL50mg 2 1 B 2B LEITHD,)
77 BRI CEEMRIEGER (12 8K Of5R

HbAlc (JDS) (%)

BeHHI D OELE TIRREDHE
7T 'R 0.28 —
EAE T Y FF 10mg 1 H2IE -0.53 -0. 82°
CANRZ 7Y FF L 2mg 1 H2H -0. 67 -0. 95*
EAE T Y TF 50mg 1 H2IE -0. 92 -1. 20¢

#:p<0.001 (PATFIEIC X0 e oL @M% HEK)
17.1.2 EINE MHEFER
BERE, EEBREOA TR b — B3I B DTV 2 BURERFERR (239 f) 2810, v
NEZ ) FF 2 B50mg 1A 1AL 50mg 1 A 2@, 100mg 1 B 1 [EXIE77R%E 12 @EKEORES L, 78R
SRR, CEEMH, HRGEBR A FE U7, FEFHTEE % HbAle (JDS) OGRS DL E L THEM LT,
B 5 12 D HbAle (JDS) fEOZ{vE: (50mg 1 A 1[E], 50mg 1 B 2\, 100mg 1 A 1[E., 7F&AK) &, #h
FN-0.78%, —0.86%, —0.86%, 0.13%THY., EAX TV FF NIT TR L, WTINLEERET 2R
L (p<0.001, FHEAUEDS% (Hochberg D AT w7 »7Yk)), bz be— L a2dESwe, F2, KL
JEIZWTNOBRERTHLRO NN Y, (REIOAERCHEE 0mg % 1 B 2RIXIL1ETHD,)
17.1.3 ENE MHERER
RERE, BEHEEOR T2 ha—AR+SI2B 5TV 2 BIRERBFRE (380 #) Zxigic, ©
NETYFF o 50mg 1 H2REUIARZ UAR—20.2mg 1 H 3% 12 @ERO%EE L, EHGR, —HEM.
Lol A FiE L 7=, TEEMEEE % HoAle (JDS) fEOBG-RIN S OB E L TEME L1, (ST ORI,
BISIZENANE T Y FF N 0% (188 FH 0 ), W7 UR—2M0.5% (192 fF 1 ) Thot=? 10,

I IR T EH ERRGABR (12 ) Of5R

HbAle (JDS) (%) ZERERFMAE (mg/dL) B ME 2 FEFEE (mg/dL)
BHAIND | RV R—2 | FHEHIDS | AT VA= | EH5F0L | KTV KR—2R
DEAV & L= DEA & L= DEA R L nE
A7 Y R—2A -0.38 — -7.81 — -19. 79 —
X T Y TF -0. 95 -0.57% -24. 06 -16. 25* -51. 50 -31.71%
3% : p<0. 001

17.1.4 ENE IHEFER

BHRE, EEBREICNA A LR =Ly LT FIEM Tl Y s o — B2 E DTz 2 U R IR A
Z (202 f) EXIBIZ, EAX T U TF U 50mg 1 B 2EXILT 78 REA LK=LY LT AN Z 12 BRERE
A#%G L, 77 2R, “HER, WiiAbre £ L, EEFHMEEE % HbAle (JDS) EOBH-RIN S D
b e UTHEME Lz, &5 1280 Hbale (JDS) fEOZ{LEIZE AL T Y TF L 3-1.00%, 77 &R H-0. 06%
Thy, AKX T YTFAIT TR L, AE (p0.001) X TFEZRL, b=y br— L afESE
oo T ARMBHEDORBEIGIZIENZ 7Y 7F 08 2.0% (102 F1F 2 41) . 7F&ARH 1.0% (100 419 1 41)
Thol- W,

12



2) REMHER

17 ERER R A&

17.1 AMERUVLRLEIZET 53R

17.1.5 ENFEMMAERER
BEEE, EEREOL T2 v b e — ARG BTV 2 BUERFEE (103 41), LI, &
A, EEHEICNZ A VAR =Ly LT FEI T = > b e — 351085 ST e 2 BB RR S FR
B3 B EXGIZ . EAF T TF 2 50mg 1 H 2[0S LIIEAALKR= LT LT AN EANZ T Y 7F 2 50mg
1 A 2[E% 52 EMREO#FEE L, EYRGRBRE L7, TEMEB IR GHOLENEHR T L
L7 WL EGRBII» by e — a2 SE L, 52 BIZbhlz o CTLE Lz > b —u
ﬁ%ﬂtoW%%ﬁﬁ@%McU%)ﬁ@gmii%ﬂ%ﬂﬂﬂ%\ﬂﬁ%fﬁotoit\ﬁmﬁr@%ﬁ
ST ENZ 7Y TF BB E 0% (103 F1F 0 61) . AR=/1T LTl & O HFED 3.8% (53 #iHh 2
) Thot?,

17.1.6 EINE MHEFER
ﬁ%ﬁ%\ﬁﬁﬁ%mmthmwiy\%79U§y%\a—ﬁw:yﬁ~fm%mxu@%@4yxuy
SPUMEIER] (77U = F) BTl = e — A3 +Ha128 T 2 BUERIE B (58 i, 62 fi,
B, 63 %) &G, FEANMZ ENVZ T Y 7T 50mg 1 B 2 A% 52 BRIBEAOHKS L, E@&@ﬁ%%%
M U7z, FEEHME B IX RO GROLZ 2 MR 52 & & Lic, Wb ERRMAIIA & A=
be—LEZHEL, 52 WIChbiz> TEE LMD b — ARG b, RKEHEEO HbAle (JDS) fED
BALRIT A bR E DR TIE-0.75%, F7 Y UL UAE ORI TIE-0.92%, -7 Lo Z—PHEH
L DOOFATIZ-0.94%, 7'V = KL DA TIZ0.64%ThH o7, -, KMOPHEORRENGIIA AL I v ED
PEATIZ L% GBI 14l Thotz, FTVUTLAL a-ZNavF—ElREAL, 7V =FEOATIX
IR MAHE TR Doz 9,

[11.1.3 &)

(5) HBHE - WAEAIGER
MR L

(6) JaHIfE

1) EARERE (—RERARERE. B EERARERE. FARBLERAR). 2EhTgkT—4 X —XHBAE.
HERFTERERBBRONE

17 FRPRRAE

17.2 BLERFGERAES

17.2.1 BN ERFEERERRAER

ﬁ%ﬁ% Eﬁ%&’Mi%VXJV%ﬁ%@ﬂ@4yxuy%mmmzxh$wiyﬁ%fmﬁzyhm—
RS BAIVTU e 2 BUBEFRIFESE (156 f) xR, BEAX 7Y 7F 1 50mgl H 2 ML 7 &R
%4/XJ/%ﬁﬁ%TT12 HRRAKRE L, 77 AR, ZHEER, RGN L7, HERHIE
HiZ HbAlec (NGSP) fEO#HGHINGDOE{LEE LTz, $5 12 HbAle (NGSP) [EOE(LEIZENZ TV 7T
VIR-101%, FTRRB-0. 1% THY, EAX T ) TF ATTTHERICH L, A& (p<0.001) K FZRL,
M=y he—LaxdeEsEl, £, RIEEOREEGIIL AL 7Y FFope6. 4% (T8 sH), 77
BARMNL3% (18HIF1LH) THot Y,

2) RBEHELELTEREFEDARIIIEREL-FAR - HBROME
MU ER R L

(7 0t
MR L

13




VI.

AY

EEIE(CRHI HIEH

REZHICEESHHELEMXITLEYEH

DPP-4 PRESK . 7FH 7V FF o Tad Y TFUORRBERE. A~V TV TF . BT Y TF kT,
VRTYTF ) KT, TR T T RBALKERRE KT, NLT 7Y T
NI, VTN T

HE : BEOH LEW DR - IREX, EHFOETRLESRTHI L,

HEER

(1) YERARLL - ERHFF

18.1 {EFI%FF

TNT A URRATF R-1 (GLP-1) &, A VRV VUM ER KOV v 3 2 il E R 2 L, B
WCBWTEBERKREZ R LTS, EAX 7 ) FF 0T, DPP-4 Z3&IRAIH-> Al i PR L. A GLP-1
DOWEEEDDHZ LT, MERFEICA VA D W ERESED L L BT VI T 5WEMSI L, fhERE
TR &S5 97,

(2) EMEFRM1T SRR

18.2 DPP-4 [AE{EH
EE 7Y TF ik e MiSE DPP-4 ZIRERARICHE L, ICo B 2. 7aM THo7 ¥, £, eAF 77
F 0%, B R DPP-4 (R X (K) (2P L CEWBIRMEZ R L, K fiE 2~3nM Th o7z 2,

18.3 M#E GLP-1 (=39 %46
2RI HREICE N A 7 ) FF 2 50mg & 1 A 20 7 AR ER 0% 595 & S GLP-1 JREEA BF- L= 19,

18.4 4 VR VERMEICHT H/EA
2RI EBZICE X 7 U FF o 50mg 2 1 H 2 41 HRIKERAHRE L, A2V 7 507 s £
Lizk A, A2 ) URPMEEZRETRENASLE L 02 GFEADT—4),

18.5 M TEARUMERERE/ER

18.5.1 AIBERFHIR N 2 BRSO D =7 A P ENVFE 7Y 7T % 1 H 1R BERKERAZREGT 5 &,
HbAlc 23, #EEGRMEICHE L TENTN 0. 6%K% N 1L 2WET L7z 2,

18.5.2 2 BUPERIFREICE N Z 7Y FF o 50mg & 1 H 2 (0] 7 AMKERO#EET 5 & Ak & OZEIE R
BEMNMET LY,

Q) YEARIRER - FfhshT
LR L
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VI

1.

EMBEICEHT HEE

I AR E D HEFS

() ARLAEDTMLFRE
DRI L

(2) BRARABRCHER SN MPRE

16.1 MAEREE
16.1.1 H[ERE
R A B FICE NV F ) 7FF o 25, 50, 100, 200 KTN 400mg AR OKG Lzt &, ©AE T FF
THERNTIRIN S A1, MU O R RIT 54 1. 33~2. 75 Wi Ol M h s Ic B L=, $7-. Cmax
OV AUC 14 5 BB H Bl U CHER U, YIS0 200mg £ TR 2 BT Ch o 72 2, (RFID FIEL Y
MEZ5mg 2 1 H 2@ 1 ETH5S,)
EVE Y 7F o 50mg & BERE Q&S Ls b & o MmiEh Sy EiiE T X — X
Cmax (ng/mL) Tmax (h) AUCo (ng * h/mL) Ty (h)
272477 2.00%1. 26 1,139+80 1.772+0.23

n=6, FHMH IR
16.1.2 RE#HE

2 TIBERIEEBRE (16 ) ICEAFZ U FF o 50mg %2 1 H 207 HREIRERAOZKEGE L-ZLxn, 51 EK
W7 HHOIEYENRE T A —F Z LI FITRT,

MAER T ZREXVEHR L-BEREIBEIZ 1 THY, X 7Y 7T 50mg % 1 H 2[E 7 HENERS
L7z & &M~ BT SR 7z 19 2,

EANK 7Y TF o 50mg & 1 H 207 ARERAOKE Lz & X OMFEFERYEITE T A —X

B5AH Cmax (ng/mL) Tmax (h) AUCy-12n (ng * h/mL) Ti2 (h) Rac
1 5241186 *1.0 (0.5, 2.0) 1,480+312 1.78=%0. 31 —
7 415+105 *#1.0 (0.5, 2.0) 1,490+t344 2.41%0.77 1.01£0.11

n=16, FHETEHERFZE, X FRE (G/IME, RKE) .
Ree @ BFEHE [B5-7 HH D AUCo 120/ 51 H H D AUCy-121]

EMFHEFERER
BIEEI S DLW LR EVERRT A T4 (FF 243 A 19 B AR 0319 55 1 5) ITHEWV, R A
T 2 BT A A R SRR & T2 L 7,

ENE T ) FF EEBOmg 854K & =7 TEESOmg %27 0 AA——JEIC KV ENEN LEE (EVE T ) FF o
& LC 50mg) MEREARA S IR BRI NG L TSR ERREZIE L, S oW 7 A —
%2 (AUC, Cmax) {22V T 90%(EHE X IEIC CHEEHENT 21T - 7245 8. 1og (0. 80) ~1og (1. 25) DHIFHNTH ¥ . M
O AW F N R S S R S A7,

HERE T A —H

HIENT A—H BENRT A—H
AUCy-12 Cmax Tmax Tiye
(ng-hr/mL) (ng/mL) (hr) (hr)
ENE 7Y FF L FE 50mg [454K) | 1138.3+193.6 262. 64160. 64 2.20%£1.22 1.6%+0.2
T 7 7 §E 50mg 1134.5+201. 2 280. 05+74. 55 1.88+1.10 1.6%+0.3

n=28, “V-RIfE =R

15



—8—E LT T F o im50mel ZFHk )
300 t - I’)?iﬁﬂmg

n=28, Fi{EHIFERE

h&“‘%ﬁ
10 12
E5H OB (h)
AR RN QNS AUC, Cmax ST A —2 1%, #BRE OFIR, MK ORI - FFEORBREMEIC I - T
BB AR H 5,
(3) HhEHE
BMEE R L
(4) BS - ftREOEE
1) BEDOFE
(VI 4. W) OEZSMR
2) BFREOFEE
16.7 EMHEEER

AAN 2 BUBERIFERE (24 ) ZXRICENAF 7Y FF o 50mg 2 1 H 2 KRR Z UR—20.2mg 2 1 H 3
b3 AFAFAZREG Lz &, G 3AHADOEAZ ST U FF D Cmax Jo O AUC, 1o 1 X BB G-I L (b _ZFNZEh
34% KON 23%K T L7223, DPP—4 BHEA~ORBIIZRO N2 v, RV R—R ORI E LS
7Y FFoORERGIISERNEEZ N,

SAE AR AN Z A RICT 2u o SAYPILE L DU NRREF L FIFYUN, LT Y YAk
Vo, FhAEANBBERBERE ARV T K, BEF TV XV A MRV v oY AEER
ERE L7z, BT ) T RO OB REIT L L 7R o 7 2078

2. EYRERI/INS A4

(M

(2)

)

4)

R A%
gk L

IRk U3 E TE 3K
gk L

HREETEH
gk L

2IVTIVRA
AR L
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(6) HMER
YR L

(6) ZE it
gk L

3. BEH (REaL—>av) @&

(1) A&
R L

(2) NS A—SEHER
DRI L

4. TRIR

16.2 AR
16.2.1 BEDFE
TR (24 B]) IZENAVF 7Y 7F 2 100mg 2 BZICHERE ARG Lz & &, Cnax [T4EMERR G2~ 19%
KT L7, Tmax id, EAX 7V FFURERNICAFEZERT 52 L8V 1,75 FF#N G 2.5 ReHIZIER Sh
72 GMEAOT—4%), (REIORERCHAEREITmg 2 1 B 2B 1 ETHD,)

ENE 7Y 7T 100mg & HER OGS L2 & & O MEHRYEE T A —~F

H5-H Cmax (ng/mL) Tmax (h) AUCo. (ng * h/mL)
Ze g 538149 ®1.75 (0.75, 4.0) 2, 500564
Bi% 43195 #2.5 (0.5, 6.0) 2,215+403

n=24, YRR, X PR Gio/ME, FoRKE)

16.2.2 E£¥EHFIFAE

RN (12 ) ICEAVZ 7Y FF o 50mg ZROFE LI EDONRAFT XA TEY T 4134 8% Th o7z
W GEADT ),

5. o
(1) mik—RKEEFT&EE
AR L

(2) Mm% —RREEEAF @@
IVIl. 6. (5) #Thw| OISR

Q) EA~DFBITHE
V. 6. (6) #2¥liml OHSM

4) BEBR~DHITIE
gk L

(®) ZohoiE~DHITIE
gk L

(6) mMEEBHEE

16.3 94
EE T TF D in vitro MBEEAMKERITL.3%TH 7= %,

17



6.

e

(1) BB VR BHEE

1.

8.

16.4 &3

16.4.1 EAX 7Y 7FF 1% CYP2A6, 2B6, 208, 209, 2019, 2E1, 2J2, 3A4 Tl E N2 »72, F7-. CYP1A2,
2B6. 208, 29, 2019, 2D6, 2E1. 3A4/5 ZPHEHT. CYP1A2, 208, 2B6, 209, 2019, 3A ZFHEHE L7272 %
~%) (in vitro),

16.4.2 EEERAE T @H) [T MCHERLIZENZ 7Y FF o 100mg ZHEEREO®FKL L L &, miEFicixEs
L CREE (e aiEtEo 25.7%) KO T 2 EBRMAKGIR S NI ARIEEREY (M20. 7, 55.5%) 23MFAE
L. Z0fr s o giaagik (9.5%) KO7 I NEEOIMAKGHEHY (8.1%) MNRD LN, JREVFEH
OERMEHIE, M20.7 (56.5%) THY ., ZTOMICT NI v BBIRAKR (4.4%) ., 7 3 RiEG Ok it
By (3.7%) N OLNT, A7 e rBRAAKRKEIENVT T TF U LRGSO VRTFIONRTF L —F 4
(DPP-4) BHEIEMEZ R T A3, M20. 7 ORAEIEMEIIMO CTH5< . 7 I GRS ETE 2 R S 72
Mo GNEADT —4), (RAIOMRER AR 50mg 2 1 B 2T 1ETHS,)

(2) R#I“EAET HBR CYPH) OHFE. FEHEE

TVIL 6. (1) fUEHEAL KL OGRS | DIESM

Q) YEEENROERERVEDEE

DRI L

4) KEDOFEMEOEERVEMLL, FHELE

DRI L

Bt

16.5 $Eitt

16.5.1 MR AT (6 #) IS X 7Y 7F L 50mg & HEIR NG L6, 5% 36 Rl £ TIORE K
LT 22 TS RAICHEIE S AU, B2 Y 75 0 %13 9.83L/h (164nL/min) Toh o7z, EAX T Y FF L DRH
~OPEMT, BEBNA R IRAE W OB B3 R S D 2 W [10. B 7]

16.5.2 HEFERA B+ @ F) I "CHEEFLIZeAF 7 ) FF 2 100mg 2 HEREO#S Lz L &, 168 BEELINIC
Be 5 U7z i e 85% 23 jR AT, 15% 3 FHIZHEM: X7z, R L OV A HE S iz RE(IROEI S IXENZE
BeHED 23K V55 TH -7 ¥ GAEADOT—4), (KA HELOHEIL 5mg 2 1 H 2EUL 1 ETH S,)
16.5.3 EAFX ) FF UNIREEFEBOFET =4 N TV AR—F — FHITF AL N T U AR—F—FIT X
STHESNZR, T PHEEAOHMEEE THL ZENRENTWD (BT O LE 0.5mM LA E) © (in

vitro).

S U RKR—E2—IZET B1EH

DR L
B FICLDRER

[VIL 10. fFEDOHEREZATHEE] KO VL 10. @EHEE) OISR

18




10. HENERZAI HEE

16.6 BEDERZHATHHE

16.6.1 BHEEEEERE
SO EEOPHEEEEESRS Q4 6) ICEVF 7 ) 7F 2 100mg #HEEAFRLE L&, BAZ T Y 7F
O AUCy, [T BRA (TN CHRBE, thaGpE | BB O B RERE E B M BT S L E A BE TEhEh
2.01 %, 1.31 1%, 2.33 1%, L.42f%® <., Cmax [TFNE 1.66 5, 1.08 {5, 1.56 i, 1. 24 fFRinro 7z, M20. 7
D AUCooq, V. HREE, FPERRE. HE OBBEREREE BE L OULIRB S L2 BE CREEWBRE L v 2 nFn 1.7
f&E, 2.6f%, 6. 11F, 6.7f5mE <, Cnax [IZNEI 1.6 %, 2.41%, 5.4 1%, 8. L{F@Mh-oTz, BITICL->TE
NE T Y TF TG BOR 3D RE STz, M20. T IEBHTIC K » TSR EE DN BHTRTO 50%LL FITIE T L
71—: 46)0
LRSS B O BHEREEE SRS 8 H)) ICEVF 7Y FF o 50mgz 1 H 1E 14 BRIBAFRE L&, B
H TN TF 0 AUCe oun VIIEERBLERE | LE TR, WP R OVEEEE OB RERE B H TEANE AL 1. 40 i,
L7115, 2.00 5@ <, Cmax (L2 1375, 1.32 1%, 1.36fFED o7, M20.7 @ AUCoom 1, RS, Hi%E
BE, ROVHEEE OB HERER = B CREFEIERE & 0 2N 1.66 %, 3.20 f%, 7.30 @<, Cmax (TN
1.57 1%, 2.56 f%. 5.55 fFEolz, Z V7 0 U EEAAIRD AUCy o, 1. BRIE, ST, R OVEE OB HEREREE
BHE TR E L 22 1,35 5, 2.69 fiF, 7.25 fiFm <. Cmax (ZTZ4LE4 1. 13 fi5, 1.60 fi5, 3.00 {5
Mol GNEADT—%), (KEIOREROCHEIZOng 2 1 A 2EX1ETHD,) [7., 9.2.1 BHE]
TR E R OEREREERE ICE A ) 7 F U 100mg % HalRE O & 5RO KW e T A —X

e 5B Cmax Tmax AUCq-, Ti/ CLy
(B REREE OFR ) (ng/mL) (h) (ng * h/mL) (h) (L/h)
TR R #1. 00
# 477114 1,872+461 3.9541.82 12.36+3. 36
n=24 (0.50, 2.00)
e #1. 50
7924229 3, 764967 2.83%0.76 6.06+2. 71
n=6 (1.50. 2.00)
AR #1. 25
- 514279 2,451%1, 343 3.89+1. 64 5.98+4. 21
n=6 (0.50, 2.00)
HE #1.00
745+235 4, 363+2, 069 3.55740. 35 1.44-+0.75
n=6 (0.50, 4.00)
MIBHHT DT 2 B #1.50
591+ 166 2, 656532 8.05+6. 26 —
n=6 (1.50, 3.00)

SEEME AR AR, K Pl R/ ME. BoRE)
BXFE ¢ Cler 23 50~80mL/min, W5 @ Cler 23 30~50mL/min, HEFE : Cler 23 30mL/min Aidy
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11.

16.6.2 FFHeElEEERE

BREE O TS DOATHRRERS E B (16 ) ICE L F 7 750 100mg A HER O G L7 & & 85 KOs
OIFHREEERFICRB T D2 ELF 7 U TF O AUC- 1X. TNEH 2004 O 8%K T L7725, HFE O RS
B TCIE 22% B U7z, BREE, WE OFFRERERE E B E O Cmax (THEBEERE & L~ THR 25%(K s o 7228, EJE
DT refE S B TIXERERE L FRE Th o7, BE, PEE, EEONFHREREEEE O M20. 7 D AUC-,
X, BRI L L TERE 2T%, 49%, 92%F < | [AIEEIC Cmax (X2 ZE4L 23%, 46%, 65%%F Ao 7= 19 19

GEADOT—%), (KRIOMEROCHAEZ g 2 1 H 2EBXIX1EITHD,)
TR R TR RERE B R IC & 7Y PF o 100mg % HEIERR O B G- B EIRE T A — &

B HRE Cmax Tmax AUCo-¢ Tiso
(i RERRE OFRE) (ng/mL) (h) (ng * h/mL) (h)
TRk ERE ®1.25
6751263 2, 5671428 2.01%0.50
n=6 (1. 00, 3.00)
(954 %1, 25
- 497 £229 2,076+t514 4.92+4. 86
n=6 (1. 00, 2.00)
o *1.00
- 512+166 2,411£740 3.08%1.59
n=6 (0. 50, 3.00)
HE *2. 04
6321247 3,322+1,472 2.40=x0. 25
n=4 (1. 00, 4.00)

PR AR, % hIE GR/AME, RRHE)

S : Child-Pugh A =17 5~6, H4EJF : Child—Pugh 2 =17 7~9, HJE : Child-Pugh 2 37 10~12

16.6.3 ShE

70 UL Eo @ (20 6) IS AF 7 FF L 100mg ZHEHR OGS L L & O AUC KON Cmax 12, FEM IS
(18~40 i%) IZHI L TENEN 132 5RO 1 18 fFmn -7z 0 WNEADT —4), RAID LR OH &
(X 50mg & 1 H 2[E X1 BITHB,)

2!
DRI L
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8.2 THEfEREE (TR 2 &) NHOLONDZ LBHHDOT, KAFEBIAR, #EGE 1 FERIZDRL &Y
3 H AEIC, TO% b ENMICIFEERELZTTO 2 &, [11. 1.1 58]
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8.6 A& GLP-1 EAMIEBIFIIW T b CLP-1 ZRR A LI AR TIER A/ LT\ 5, miflZ0f A L7z
OEERFBRBGE L7 < . AR OREMEITHEE SN T,

6. BMEDEREFRI LBHICHT IR

(1) &E0HE - BEBEZEOHLHEE

9.1 &HHE - IEEFOHSESE

9.1.1 ILDAE (NHAREEIII~IV) OHdESE

fE RN 72 < ZAVEDSTESL L T2y,
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9.1.3 BEHNFMOBEERIIA L IRDBEEDHDESE
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9.2 BHrEERE
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FEROCHEBEORESZIT> 2 &, [7.. 16.6.1 BR]
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(4) XFEREEHT HF
BEIN TV

() 4Fi&
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(6) #FLim
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() /MR
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8) St
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bz SR

(1) HREEEZDER

BRE I TV
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[11.1.3 &H]
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A9 586, KDY 27 B384
D120 ZAVH DK DI E A R
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T DT T o I A A T E A
[11. 1.2 &M]

T THT v B SR L E R & OF
AL TWBERETE, fFAHL OO 2N
FBAE T L~ B TR R 0D R BB B 23 1)
Mol DHENDH D,

B A TH D,

BlEA

11.8l4EA

WYRILEZITH Z &,

WORWERN S BN D ZLNb DD T, BlEE 0T, BRESRO N HEIERGEPIET oL

(1) EXGEMER & MHER

11.1 EXGEMEA

11.1.1 . RS (W LEEARD)
ALT 4% AST O LR % 08 5 F R SURFISEER S 28 5 5 DI D 2 L0 B, ALT XU AST S 0 FFHERER A 0
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fOIER D B b DNITH AL, AR OEEEZ T L, ZO®%EE LHE THLHREG LRI &, [8.2 B3]
11.1.2 MEMZFE BEEARP)

T THT v ERBERILER A PR LTV A BRE T, OFH LT AR WIS TS MR IE O S TR
ERFEPoT-E OWMERH D, [10.2 28]
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Z &, [8.1, 8.5, 9.1.2,
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10.2. 17.1 ZH]

11.1.4 HEEHRRE (FERH)
RPN, B, CK B i R ORI A7 v B ER AR E T DB RARIEDN b bbb Z b D,

a-7vay L —RHEA L OIS LV IRMFEERGRD DN TGEICIET Rubzb59 %

Pt 72 LR, EEFEORENRO NG G2 hi L, @0 E21T5 2 &, [8.3 5]

FEEOERL, NN, Rt 280, IRM-E0RE 1RO 5
Z L, [9.1.3 K]

(B5275) SRR LNTHEITE, ECOITHER X B, B CT, ik~
B BEDN TG AE I EEEZ P IE L, BIBEERVE CHOERE5%

BERHE LA L, G2k 57 @R EETT O Z L,

(2) ZotoEIER

11.2 20D RBIER
1~ 5% 1%A it SRR
MiERK Y SR REE — iR SR> —
Ao S i HEV, R SER —
Lot BhiE — —
I P — e —
B ks R, MEERAEZES. T 2 7| S5, AR, IR TR,
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B R W AR
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REDHE T I PIIE D FE ARG AN BN LT,

15.2.2 I=7 A Fo 13 RO G HEERBRICIBW T, 50mg 1 H 2 BHARETOE MEERE (AUC) (ZH%S
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BRI - EAE T FF M LA
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AT - 3 4F

FIRRAT

4. BFEVWEDIFE

FRE STV

5. BERITEM

BEMEELTA R HY
<FvhoLky :HY
Z DM B TR
ELE 7Y TF b 50mg [ Mk) ZIRA SN D BE S A
(Fa—Ur VAT ¢ AEXSH EREBESRE T4 b https://www. med. kyorin-—rmd. com/ (Z &)

L

i

6. R—R5 - RAZE

Fl—psr 38 : =7 7§ 50mg

2 W DPP-4 MEK (7F)SFr, Tus) SFUoRBERE. A~V ) TF xRV
FrKF, vE 7V TF ) VBRI, TR 7Y T BALKRBEAKFY, LTS
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||

I

1. EFFREFEAA

2007 %2 A 14 H

8. BLERFTARFEABRVARES. RMELENHFAR. REhBEAH
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EAE T Y TF b

2024 48 A 15 H 30600AMX00196000 2024 412 A 6 H 2024 4 12 A 6 H
50mg 754K
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X. Xk

1. SIRAXHER

1) Fa—UrU A7 ¢ IS EE
EVE T T F U HE B0mg TAAR) DL EMRBRIZE T 2 &R (IEER)
2) Fa—V VA7 o ARASHANEE
ELE 7Y 7T bE b0mg T AR DOREMRBRIZET 288 (RERFRER)
3 Fa—VU VAT o AHEASHANEE
ELE 7Y T bE 50mg Ty bR) D& EMERERICEE T &k (EaiLREE TR EN)
4)  ¥a—VU VAT ¢ ARSI
A 7Y 7T U BE 50mg [45bk) DR EMRERICEIT 28k (5FI5 0% EMERER)
5 Fa—V U AT ¢ ARRXSHANE R
ENF T Y TTF B B0mg T DOEHMEICE$ 2 &k
6) Kikuchi M. et al. : Diabetes Res.Clin.Pract. 2009 ; 83 (2) : 233-240
7 EWNFELFHARER (=27 78 : 20104 1 A 20 HAR., HIEERMEZE 2.7.6.4)
8)  AMLTANE A « BT L BRIK. 2010 559 (2) - 121-136
9) Iwamoto Y. et al. : Diabetes Obes.Metab. 2010 ; 12 (8) : 700-708
10) [EANSEIFERAER (=2 78 : 2010 45 1 H 20 AR, HGEEEHEE 2.7.6.4)
11) Kikuchi M. et al. : Diabetes Res.Clin.Pract.2010 ; 89 (3) : 216-223
12) B J5RliE s - B L ERIR. 2010 5 59 (2) : 137-154
13) /NEIFEHEAIZD - B3 L EEIK. 2012 5 61 (12) @ 2593-2611
14) Hirose T. et al. : Diabetes Ther.2015 ;6 (4) : 559-571
15)  #48 DPP (23 D IFEH MG (=2 78 : 2010 45 1 A 20 HAARR., HFFEEMEEE 2.6.2.2)
16) DPP-4 |2kt 2 PLEREOMET (=2 78 : 2010 45 1 A 20 A&, HiEEEMEE 2.6.2.2)
17) Ahrén Bo : Best Pract.Res. Clin. Endocrinol. Metab. 2007 ; 21 (4) : 517-533
18) DPP—4 |2k 2 PLEIGMEOMET (=7 78 : 2010 4F 1 A 20 AR, HiEEEMEE 2.6.2.2)
19) He Y.-L. et al. : Int.J.Clin. Pharmacol. Ther. 2010 ; 48 (9) : 582-595
20) Azuma K. et al. : J.Clin.Endocrinol.Metab. 2008 ; 93 (2) : 459-464
21) A R AP D/ER (=7 T8E - 2010 45 1 H 20 HAGR, HEEEEHMIEE 2.5.3.2)
22)  RTHERIE S O 2 BUBESRIG /) = 7 A YL HbAle (269 DR (=2 78 : 2010 4 1 H 20 AR, H
FHEEHEE 2.6.2.2)
23) fEHER A ARG L LI HEHE G RBR (=7 78 1 2010 4F 1 A 20 HAGE, HaEERHEE 2.7.6.2)
24) 2 RUBESRIEE Akt B & LT R R G RER (=2 THE 0 2010 45 1 H 20 H7KRR. HIGEEEMEE 2.7.6.3)
25) X a—U U AT ¢ ARKSHAENE R}
EE T 7T 5E 50mg TAHR) DAY FRIR MBI 5 &k
26) Yamaguchi M. et al. : Int. J.Clin. Pharmacol. Ther. 2013 ; 51 (8) : 641-651
27) He Y.-L. et al. J.Clin.Pharmacol. 2008 ; 48 (1) : 85-95
28) Ayalasomayajula S.P. et al. : Curr.Med. Res. Opin. 2007 ; 23 (12) : 2913-2920
29) He Y.-L. et al. : Curr.Med. Res. Opin. 2007 ; 23 (5) : 1131-1138
30) He Y.-L. et al. : J.Clin. Pharmacol. 2007 ; 47 (8) : 998-1004
31) Serra D. et al. : Int.J.Clin. Pharmacol. Ther. 2008 ; 46 (7) : 349-364
32) He Y.-L. et al. : Curr.Med. Res. Opin. 2009 ; 25 (5) : 1265-1272
33) fREEAAZRG L LIZREIC KD ERE~ORE (=7 752 0 2010 4F 1 H 20 H/ARE, HEEERHEsE
2.7.6.1)
34) He Y.-L. et al. : Clin. Pharmacokinet. 2007 ; 46 (9) : 787-802
35) HEMEICBET oM (in vitro) (=2 7§E: 2010 45 1 A 20 H/KGE, HFEEEHYEEE 2.6.4.4)
36) CYP RFNCEET MRS (invitro) (=7 THE: 2010 45 1 A 20 A&, HiEEEMEE 2.6.4.7, 2.6.5.10)
37) CYPPFEICBET DMt (in vitro) (2 7§E: 2010 4F 1 A 20 A/KRR. HGHEEMIEEE 2.6.4.7)
38) CYPFHEICRHT BMEt (in vitro) (=2 782 : 20104 1 H 20 HAGR, HiEFEEMYE 2.6.4.7)
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39)
40)
41)
42)
43)
44)
45)
46)
47)
48)
49)
50)
51)

52)

He H. et al. : Drug Metab. Dispos. 2009 ; 37 (3) : 536-544

ERER A 25t 5 & LI 5B (=27 78 - 20104F 1 H 20 Bk, WEERME 2.7.6.2)
R (7 78E 2010 421 A 20 HAKGR, BaEREE)

t R COTENRBO invitrollB T HEM (=7 THE: 2010 4 1 A 20 HARR, HiEE MR 2.6.2.3)
in vivofS#t (=27 7THE : 2010 4F 1 7 20 H7KR, HEEEEMIZE 2.6.4.5)

in vivo N7V AR—F —ZEET A5 (=7 T8 2010 45 1 A 20 HA&AGR., HEEEMEZE 2.6.4.7)
in vitro NI AR—=F —IZHTHHE (=7 7HE 2010 45 1 H 20 A/KER, HEEEMYEE 2.6.4.7)
BHSBEIRE B ISR T 2R EIE O (=2 78 - 2010 4E 1 H 20 A&, HiEEEMSEE 2.7.6.2)
He Y.-L. et al. : Int. J.Clin. Pharmacol. Ther. 2013 ; 51 (9) : 693-703

He Y.-L. et al. : Eur. J.Clin. Pharmacol. 2007 ; 63 (7) : 677686

JFRSREREE R (=7 T8 : 2010 4F 1 A 20 H7/KFR, WGEERMYEE 2.7.6.2)

He Y.-L. et al. : Br.J.Clin. Pharmacol. 2008 ; 65 (3) : 338-346
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Xl. g%

1. BA# - IREXZRICER L TERERFIBT 21T 5 [CH = > TOSHEFER

AREDOERIZET DHEE

AR L Z T TORWEREICET 216 E TN 5, RBRTIEEDPHL L TV RVARLENTEY ., &
CETHRBMSNTWLHBRIIETHEONIMRZFEE LTHEIRL TV 5, ERICFE DR 2 535
ETOZEHFRTHY, MLEORGEZRFT HDTIERL,

FHHARIL - T A EIES O RN RIRITEENCREAT 2 A4 FF 4 2T 2 Q&AITDOWT (2D 3) ]
SRIEEI A 6 AfF EAGBEER - ATEEERERRE - BRERIE 5K
(1) %
(EILE T ) TF 8 50mg T&#]) °V
QRIS - 40°CE2C, 20 X, MY - e/ feta 7 A

REREE\RFHE | BEEB) BRLAIRE 2 ¥ 1% A 35 A
HEOBHERT | ABOKREKRT | ABROKHRT | ABOKEKRT
AQE‘ > 0)\/\
PR REHA ol HoT- HoT- ol
. HEEWE B | 0.50%LLF 0. 069% 0.137% 0.187% 0.291%

e — = ; / / /
S E iE 2 0.20%LLF 0.039% 0.034% 0. 064% 0.121%

l T aE 2.0%LLF 0. 108% 0. 202% 0. 339% 0.547%
EeE(FE) 95. 0~105. 0% 100. 27% 100. 89% 100. 55% 96. 24%
MKHRENRRO BNV Z 7V TF o R OSERWE B LSO ©— 7 O KA % FL#H L=, (n=1)
@RS 25°CE2°C, T5%RHE5%RH, MG - Bl /M8 7 AR
ARERIEE \REHE | R EEB) B IR 2 ¥ 1% A 3% A

HEOHART | AGOKKRT | BROKBKRT | AGOKKT
4%\ > 0)\/\

PEIR Sl Hol= Hoi- Hol= HoTm
. HEZE B | 0.50%LLTF 0. 069% 0.175% 0.291% 0.577%
ﬁ;%m i 2 0.20%LAF | 0.039% 0.074% 0. 159% 0.388%
i P 2. 0%LL 0. 108% 0. 249% 0. 463% 0. 989%
EmE(EE 95. 0~105. 0% 100. 27% 98.94% 98. 00% 95. 92%
SEENRIRO BNV 7 TF o R OSERWE B LSO ¥ — 7 O KMEEFE#H LT, (n=1)
@ R174M: : 25°C+2°C, 60%RHE5%RH, 20001x, HT AL ¥ —L+,35 7 ¢ LA
REREE\RTWE | B EB) BRLAIRE 60 7 1x-hr 120 5 1x-hr

HEDOHART HEOHKRT H DO ART
AQE‘ > @@\'\
PEAR = Bx ol HoT- ol
. HEREWE B | 0.50%LLTF 0. 069% 0.127% 0.153%
%@fﬁ%ﬁ%ﬁ 5 x o/ > 0, o/ 0/
N E ] 2 0.20%LLF 0.039% 0.019% 0.047%

- T AE 2.0%LLF 0.108% 0. 185% 0. 240%
EEE (G E 95. 0~105. 0% 100. 27% 98. 26% 97. 26%
KREWRRO NV Z 7 ) TF v R OSERME B LSO ¥ — 7 O KME A FR#H L=, (n=1)
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BIE AR
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[ CEARRTHRVEY | F2—TWNEYE D FE, AN - F 2 — 7 ISR L0 hudmiEie i R
RLET 5,

SRR D pH JIE
ARSI AR C15F D N7 IRIEIR O pH 2 IES 5

O ]
AR R R PR IR D pH IE
8Fr. DF 2 —7 Z i@l L1z, ED%, 20mL DK% HEA
S5OLNIZAAE - BB LT, | LTTFa—TWNEERGFLIE X, BRBALDT = — 9.53
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