*%20264-3HUET (45610

*20254£ 10 HRT
Bk EIRRAE
HahEAME - 24

EIRMWDPP-4BEEEI
— FERR% FA —

BAEFA Yv9ITUTFUU UEEEEE

e I 55 ¢ F 5 12.5mg
3DF 14T 1 2bmg
T3IF7 4T =50mg

T'3F 4T &100mge

GLACTIV® Tablets

) -0 I IV T2

HAEEERDEES 873969

25mg : 22100AMX 02261000

50mg : 22100AMX02260000

100mg : 22100 AMX 02262000
20094E12H

AFRES | 125mg : 22500AMX01784000

BRFChAtE 20134E11H

282

S

2. 1 KA DB

(ROBEICIIRELEVNIE)
X LB e o BEALRE 0 3 5 B 5

LB S OV ¥ A T &2 R > 7 165 UHE O 2 1R A3
LD TARN LG §RETR, ]

WX MM E D REND O TERA O GITHES %, ]

2. 2 FIET M= A, MEIR IR PEERIE S R, 1R PRI o J
HE TR

2. 3 FAEISGE, TR, EELIMEO 5D EH [ A Y iE4)

3.1 #mk
Wi 4 TIVTATEE | TIITATEE | TIITATEE | TII7TATHE
- 125mg 25mg 50mg 100mg
BRI VETNTF ) R
e SETNTF | IETNTF | YETIVTFY | YT TF Y
(1;’?;) rLT rLT xLT rL<
" 125mg 25mg 50mg 100mg

VL AF T VBT R I RED 7V AT T IV M) A,

WINFE | BAET RO, RIEZVTLI—L GRFAALY). BLT5 .

ﬂ:fv&\i‘tz)

fEEEL T — 2, MK VERKFEAN T I A, 2OAANAT—AF b

27T T—)L4000, F)V o, A E IR = RRILETED | Bk

111) 1 25mg € - 50mg §t + 100mg $ElZE A
112) 1 125mg $ElCEA

3. 2 WAIOMIR
Wi, TIDTATHN TITITATHE | TTITATHE | TT0 T4 T 8§
L 125mg 25mg 50mg 100mg
HIIE TANEI—T4 VT §E
o3 20 UERR ZHHTw IFTWn
JK At AR AR AR
i ono(|)ee! ono
@
(HHAD) (HHAD)
welw| O | D |CD| ()
we | o | O |C 3 7
Eff:91 Eff:115
B (mm) 61 JifE 38 JfE: 48 98
JE% (mm) 27 25 31 42
B (mg) #1104 #9105 9209 %9416
#ala—1r | 0Nno 663 0no 660 0no 661 0no 662

4. EER IR

2BUNERRTA

5. RIBER I RICERET R

ZK%IJ@ilﬁ)ﬂli%%ﬁ)tﬁ)%ﬁfiﬁﬁmﬁﬂif‘%éﬁ$#§iﬁ JE B

B T AT o 7 RTRIRDA T3 B IR ZRE 552 &
6. RERUVAE
HELRANIE 7)) T F e LT50mg Z 1HL RO 5§ 5,

B IR TR AT, B L2 475100mg 1
H1BETHIE 952 LA T& %,

7. BERUVHEICEET IR

7.1 RANTEICBIECHRE SN S 720, BRGERE O H 5B HETIE,
THREALZICHERG T8, [83. 921, 98, 166121 ]
e LT F =) 75 A (mL/min) O i K
B Mi% 7 L7 F =t (mg/dL) * P P&

30 < CrCl< 50
Hs YIbE:15 < Cr < 25 1231;11(::,1 15]9ITI§]
L1383 < Cr<20
R, R %%Cé:>3025 12.5mg 25mg
\/\ : :
e Lt Cr > 20 THIEL - THIE

¥ IVLTF )T T RN § A il

7. 2 RPIBAERF IOV TUE, MITGENT & OB H BIFRIZ D2\
[9.2.1. 9.8, 16.6.1Z: ]

8. ERLEARIER
8.1 KA D 725 Tidy BB TR UM RE IR N O 2 DR AL

TEZOWTHa#§52 8, [9.11, 11132 1]

8. 2 AKHFx G- HE, B % E ISR § AL L BIT, fEEE 01

B, WSO LI O WTERE R 2 KH%3%
AEG L CORRDBA T 04t LB EEZLNLIHHEND
LEHeEETHIL,

8. 3 EHRAERE D & % B TIEARH D Pk AT AE L ifi ke E 3 b -

THBLNDDHHDT, BT BT LI ENZEIL V.
[71. 921, 16612 1]

8.4 %‘Iﬁﬂ%%ﬁ%%bhé’kﬁfﬁ)é@f‘ FRBER L I e

AR D PTHIHERA D S b NIz A2, HSR 0 ICERI OB 5% %
J2E)BFIHRETHIL, [11.1.6’/‘3?‘.’.’.]

8. 5 RIMAHERE R T IE0H 2D Ty WATER. HB)HE O MRS

IHREFL TR BHITHK T THLEIIERT LI L, [11.1L3ZH]

8. 6 AF & GLP-1 5 & MEB 31T V"1 d GLP-152 &R % A L7z 1L

BERE T EZ A LT A Wiz i L7z BR o B R BRI 3 70 <

AR R AR S TV,



*9.

9. RENEREHIIEEICRHTER

9.1 &HHE - BMEEZEDHZEE

9. 1. 1 EMELE_T HEThDHBLUTDEERISIREE

- T EARBEREAS 2 UL RI B A A 4

 SRAEAS ELIRTE, SLARIRAE, AHNZ A3, AFEIE O

ST FEFHIRTE

- WL i A S

< EBEEDTIVa—)VIBRHS

-

[8.1. 11.1.3&M&]

1. 2 [EERFMDOBERISAL I ZADERFEDHZEE

B EEGETALIAERRITBZENSH 5, [11.1.85HH]

9.2 BRReEERE

9.2 1 FEEBREREXIEEEHERESZTOH2EE. MBEN
RIIEREREETIRABERLDEE
INHOBHIGEY L HEREEZITIZ L,
2]

9.5 1EiF
Tl AR LT\ B TR O & A I Lo ik dsfe
Fetkx LM s L HBr S b 510 2B TAI L, BiIEER
(v M) IZBWT, 1,000mg/kg/ H (Fi R T o K% 55 100mg/
HO# 10055 DR FE 5 1AH 2 9%) #4512 X0, G RIE o R I8,
TEANE T OB IR O FE IR OB BER M ASFRD bz L Dy
%%

9. 6 RILF
G EOF R ORI REOF ML ZRE L. 2Ok X
PIEEBRETAZ L BiER (Fv ) THITTA~OBIT G S
NnTwa,

9.7 /\R¥
ANREEA ST R & L7z BRRRBIE I E L T e,

9.8 GE
EREREICTERIL BB E D D 2 AL Y) 2 F R i 24T

CEo BHERESMK T LTV AIED S\, [71. 7.2, 16635 ]

[71. 72, 83, 166.1

10. #HE{ER
ARFNF TN EA SRZEACRE LTHRIES L, 2 o HEI I3 s
Z R I O B G AR S NS, [165.1, 16525 ]

10. 2 GHAIER (BERICERETB2L)

11. BlER
ROBEWER B HODLNDEI LN HBHDT, BlEL 51 TV, ¥
DRDOLNIYE I, G 2Pk BY R ERITHIZE,

1.1 EXGEIER

1. 1.1 7F747%>—RIE FHEARH)

11. 1. 2 BEFERIEREE (Stevens-Johnson fEREE) . R KR E
% (OFNLFEARH])

11. 1. 3 {EIM¥E (4.2%)

RIMLKE DS D Db NS LD B B FRIT, A VAN VA AT AN A=
VLT RIE OB CEEZRRMIEREIR D D S, Bk L%k
FHIDHE SN TS, RMBEIRDF0D SN B A3, B2
HLRANPENT 208 EY R UELIT)Z L, 72720, a-7Vvay
&—ERLEH & OB XD AR IR TR0 SN A IIE TR
RS AZE, [81, 85, 9.1.1, 102, 17.1.1, 17.1.25:H]

11. 1. 4 FAEREREE. FE (W3 NbHHEER)
AST. ALT 203 L\ LA IFEERERS
LN B Do

11.1. 5 2MBREE WERY)

11. 1. 6 2R (HEAH)
PRI 22 L S TR 25 0 B 3o S A3k 5%
FE L. YR LE 21T 2 ke WO ARG IS B VT, i
PSS SUTIE D AT SN T WD, [84BIH]

11.1. 7 EEMR R HEARY)

NN, IR R A, FEEA, M O B (82 S0 LN
id R I XA MERCT, IS~ —h—4SE oMt 2 92 it
THZL, MEMEM R D NZGEI3 G2 IR, BIE R E
FVEHDFGHEOBY LU EEFTHI L.

B At
IR

HIHHHbNHT

%11.1. 8 AL (EEARD)

EMEEZELAVIAZRITBENDS D L. 55O, JHHE
s PR B IS5 0 BE 2R SNz A3 Hadik
L. #E20ELZIT) e, [9.1.281]

11. 1. 9 B BRAE (AR HT)
AP, B, CK ER i R OTRPIF 7 aey ER 2 e
T MR BRI A D Hb DL D H 5.

11. 1. 10 M/ MRRED BHEEAH)

11. 1. 11 EXRAE BEAY)
Kid, AN HSDLNIEIIE, ERHEE ML, 5%
R | PR S R ap i U e g RS

o 2% BRI | B - BT 1. 2 ZOfOEITER
BRI S ARIMRE O ZEBUSTERE | B IR 9 36 (L2, 0.1~2%Aif BB
A2 B FHIL FIZ A7 AR B AN MRERREE | SRR T, LSRR G
ZNVEZ LT H AN VA AR | RV LT X e —
F7 )R VLTRSS | A Y2 2 5 i TRTRRIE O 1
EY7 A FREA BA Y20 YR | WAEESE) & o fF BRU WD E L
a-IVaAYT—EREH HEIELDEIT DI A | WEI21E, A O LR R
HANHA A S RS | S ) % AR | W R 0 BRI o | CETIME, ORI,
GLP-1Z A KR ME 570, b | D&MD Y 22 e W15
SGLT2HIEH] % DEAIOWIARE | ARIT BB 2 A W W | ‘
[11.13&H] THIL, %o T O B s SHIERSE Rt
vAFY AFA LD BT LY | BEFEA] ISEERASHLE (BIASHRR ) ISLERIBS i
(1672511 YIE Ol Wi, b IER, L SR T B
RIEAD S P oo FARY =7, WYk M % UDA |
L7zLOHEED DS R g6, MR 2, W R MR B, 01
DT, MY R EgE DS
B K ; WEAR B | IR
R PRI A 3 2 30 | e 2 A 2 B | 2 A0 L 0 BT T
BT FI 28 6012 L | &0 LB TR ¢ A Sy
) TV B2 OMBH O | B SN 5 B2 has | ra |55 WL IE, BIE T
BT IBALBEEA % | BB LAY | 5 T Pl
R Rt
W T (I3 | A AT AV B | Jedcm e o B eV i T
FRLFYY FIF 2 80 (208 L | S0 URERE 4R ¢ 5 AL RSIPEAEEE
R H PO E > HHHEOMBE O | MIG SN D5 T _ e
HURIR AL E > 5 BT BEL D | B2 EHEE ZEEL I, fERE
LI BT,




0.1~2%A B

TR T AR A AR, AR ik
B, NEZFOEEA, AN b)Yy
WA BIMERESE . ALT ¥, AST 8§
Jns y-GTP I, MHE Ve w8, i

TR AR A TP LDHE. CK 800, b avAsa—
JVBEN, i bR B B e R S8,
Misp 7 L7 F =80, il 7 R A
AR ) ARB ARG, i b)) 7)) R
I SRR AR

13. BEHRE

13. 1 L&

MAENTN LD Y5 7) TF 2 DERREDT N ThH L, [166.1ZH]

14, BRALDZE

14. 1 FRIZFEFEOEE
PTPEEOHEANIPTP ¥ — Mol ML TIRIITA2X)1EE %
Z&, PTP Y —FOFRMKICLY, Fl G4 5825 B R A~ A L
PR B LRI R EOTELREIHEL IR T80
H 5,

15. ZDMDEE

15. 2 FEERAREBRICE OIEH
WEHEZ » MIAFHIS0, 150 K% UN500mg/kg/ H% 24F #5148 G- L 72 A%
AJEMERER T, 500mg/kg/ BEEDHET v M3\ TR K OV
HADFEBEHBNL, FREOMET v MZB W TIHFAADFEBIEDS
BINL7zoWEDRH D, 20Ty oL R, KR TORKE
5-#100mg/ HO#)58K5 D¥RFE RN T %,
W e~ 7 ALZARHIB0, 125, 250 % UM500mg/kg/ H 247 ke 14 5-
L 72 A8 AP RBR T ld, AFAI500mg/kg/ H (HRJR T K¥x 5
100mg/ HO #6845 DB FERIH L §2) ETOMHET, WIho
JEEZR I 5\ TH B 0 FEH AT L e hr o 726

16. EAENRE

16. 1 MAigE

16. 1. 1 BEI%RE
fERER AN, 25277 7 F 125~100mg % 22 5 R H a8 5- L
728, VTN TF ALER TN E I, P G- 2~5RE NI iR
AR (Cmax) 1ZEL, P (T1e) 139.6~123K: M TH
57z (BKOFRD o ¥ 70T F > o MUHE T EE — 1 ] T T A
(AUCo-00) IZHRICIZIZILBILCHIIIL 720 V)

HEHER AN U 2 22 IS LA 1 15 5- F2 0 P39 A rhil L O 4R

(nM) (19 +1Z2E{RZE. n=6)
10000 ¢
E —— 12.5mg
—— 25mg
1000 —o— 50mg

—0— 100mg

100 |

ST AN AU RGOV =
o

18 24 30
#5858 (hr)

F1 NI 1T 2 22 JE IR B AR I 5 O 3 Eh ik X T X — %

AUCo-c0 (uM-hr) | Cmax (nM) | Tmax (hr) T2 (hr)

125mg 0.96+0.15 60+ 7 4.0 (4.0, 6.0) 12.3+0.8
25mg 1.99+0.35 145+ 33 5.0 (2.0, 6.0) 11618
50mg 3.73+0.63 319+ 83 2.0 (1.0, 6.0) 114+24
100mg 843+1.64 944+307 2.0 (05, 6.0) 9.6+0.9

n=6, “PIIEEHEMZE, Tmax : Houfl (R/ME, K fH)

16.1. 2 RiE#HRS5
BEREBL IS, 3827 7 F 2 25~400mg & 1H 1R 10H 5 B AR 14 5
L7286, MR 2HE TR M IRBIE L, MR 51285 E
RIEEAL RO ONAoT20 BRAAIIZL03~1195TH -7z, 2

16. 2 TRIY

16. 2. 1 N FTRASEUF ¢
BERERL NI, 252707 F2100mg &35 L7z ORI + 7~ A
FEVF113R8T% Th -7 JHEAF—%), ¥

16.2 2 BEOZE
fERHERR NI, 2527 7 F 50mg & ERICH RIS LA,
ZefE IR Z IR C Cmax 1237%34IM L7243, AUCo-co X U Tmax 127
Z otz (22),

22 HEHE NS B 2 22 I e VBB G- R O SE BhRE ST X — 4

AUCo-00 (uM-hr) | Cmax (nM) | Tmax (hr) T2 (hr)
22N I 4.08+0.52 366+ 93 25 (15, 6.0) 122+1.7
£ % 3.99+0.64 500+154 2.0 (05, 6.0) 12.3+1.8

n=12, “PIg+EEHEMG 2, Tmax : Houfi (GR/ME, R AH)

16.3 9%

16. 3. 1 MFLNIHEE
SHT)TF U Din vitro MAEY V787 FEE3R1338% TH o720

16. 4 R34

16. 4.1 3570 7F &, R Z L, BICRE(LRE LTRT
RIS IS, EHERA (FHEIN) (2HC-2 527 7 F v oS-
. BUHHEDRI16% D32 57 ) TF > DB E LTHRES W7, 9
R DAL A SN 725, METHYY, v o7 )T F 2ol
PRI RTFINRTF5—¥4 (DPP-4) BEFIERE LA wE
Y (W

16. 4.2 297V T7F v OHERIIBWTRBEOMGIEP %, In
vitro REETld, Y77 T F OB CYP3A4A FICH 5L,
F7:0 CYP2C8H I 5352 EARENT T2 Y F TV TF
13 CYP3A4, 2C8, 2C9. 2D6, 1A2, 2C19 . U8 2B6 % Kl % & ¥,
CYP3A4%GFHEL 570

16. 5 HEitt

16. 5. 1 R AT &7 7F »25~100mg % Hi #5118 5- L 735
G VTN TF L DT9~83% (ML) 1ZIRANREAbARE LTHE
s, B2 7T A1E397~464mL/min TH -7z, V[10. 58]

16. 5. 2 fEEERE A (FMEIN) 1ZMC-2 7)) 7F 2 2 5508 5% 1R
LI 3 5- Tt e D #913% A3FEAIC, 87% AR A HE M S 7z, ¥
TN TF Y OWREEITEFPRIC L L0 DT, REEINY 2R
ST B,
VEIT)TF NG P-WES ST E R OERET =F Y hNTUAR—F —
(hOAT3) DILETH 5, 9 In vitro RERT, P-HEY VX7 B #x
FHYIT)TF Y DOERITT 7 aAE) 2L E S, hOAT3
ERNTHVETVTFUORRAMRIL, TOARNRY N, A 77072,
THEIN T/ T4 TV I FF TN A VT INIFRP TR
FUUTHESNT, $72. P 7)TF 13500 M TOHLET
& PHEY R B AN THTVTF L OIREE M E L h o725
hOAT3% A5 AF VY DRGAMIZIZE W LEE 2 7R L7z ICs0:
160uM). [10.2#]

16. 6 JFENEREFITIEE

16.6. 1 BifpEEE RS
25 7) 7 F 50mg LR LI 5 O S BT 2 — 515330



EBNTH oo WA, FEEFH AR EH . BT 2 b2
KIEAAEE D AUCo-old, IEH B IRIEE A 5 2 EBR A DL
NENH2.30%, #3845, #4505 THY, BB E ORIZIIEL
TERAL72e MENT A% B R EA 4B Tl B Fedly
A1 7> 5 3~ 4 [R] D MLBLEATIZ X0 L EHT B -5 D 135%7% R
LENS BHEAT—%), O 2B, B EEE LG RLL:
SR G & B BB RIS T v, [710 7.2, 83,
921, 131&H]

3 B ER 0 25 7)) 7 F 50mg HIEE TR G- IR 0 S B Rg
INTA—=%

| mron | wsgon | mroy | T
1 . e . DA S
T | mem | pnem | peieme | <
(n=82) SN e
(n=6) (n=6) (n=6) B
(n=6)
AUCo-00 7.09 9.96 166 198
(M - hr) ‘ig‘;gz o | %0988 | 195 | x4 606
THowS | T 161 226 377 450
527791 | 560+137 | 684183 | 556+113
Cmax M) | g g | 2200 | DN ORI L PO
FHLL: 1.35 143 175 142
Ty (hr) | 1312223 | 16120487 | 191208 |225+271 | 284%818
BT 5 2424340 | 1262281 |602+192| 4%kl
(mL/min) 339873 ||
S 071 037 018 | #MmL
S R HE ff

EHREOMEE (LT F =275 A (mL/min/1.73m?) 1: 1IE4 (>80) . #XEE (50

~80)., HEERE (30~50), HHEE (<30). MHLENT 2L TR RKIWEAERY

§ TR OI=TEHEH O T3 2 RSN 0T Lokt

T AHL5~600mg H R 1455 L 72 1% B ik o) f kel A 1350mg (2
WIEL7:

16. 6. 2 fripeEE RS
TH )T F 2100mg & BRI G- L7z Ay s B B Rk o &
B (Child-Pugh A3 77~9) Tld. ¥¥27)7F D3 AUCo-00
T O34 Cmax (3. DR AT Z 2 I#921% K U813% 1
MLz GHEANF—%), P T HRER 5% (Child-Pugh 22
TM) TORRARERIEZR

16. 6. 3 =&
TR R (65~80i%) B UH4EH (18~45i%) \[Cv 87 ) T F v
50mg & BRI 5 L2546, SR 3G FH IR TI 77
7F > ® AUCo-c0. Cmax 23Z N2ZN31%, 23% 54 o720 BT
T AN EEE T EF IR TINRET LTz FHEAT—
5)o [9.85HH]

16. 7 EMHEER

16. 7. 1 RJUR—-XEDHHA
R NI #27) 7 F > 50mgl H1l (BHEERT) K OKZ ) R —
20.3mgl H3[m (g A7) % 3H M ok AR G- L7228, R
TNR=AZTE7)TF v ORY BRI E L RIT S D o7z —
Ji\ 2BUBE IR IEIC S ¥ ) 7 2 100megl H1l (BHAERT) KOt
A7 YR —=202mgl H3IA (5 A RT) % 3H Bk AR 5L
2%t Y2707 F 2 ®D AUCo-240r KU Cmax 1335 7)) 7 F v H
PG LR TR T L (22 N17% K U8834%) 75, 77 ) 7 F
YORRFMILERNEE LN,

16.7.2 0% EDHA
HERER NS #27) 7 F ~100mg & ¥ T % 2 0.25mg % 10H B
5 L7248, V3% 2 ® AUCo2ane XU Cmax iEH 3 202 EH-
L7z (ZNZN11% R U°18%) WMEAT—%). [102507]

16. 7. 3 7ORRUEDHA
A 77 7 F100mg & ¥ 7 1 AHKY »600mg % P H 5
Lt Y8207 F > D AUCo-00 J UF Cmax 137 N2 129% J
068% FH- L7z UHEAF—%), ¥

16. 7. 4 ANFKIVIEDHEH
QI PRI IS 77 7 F »50mgl H2M & A bRV 321,000mgl
H2l% G G- L2, Y7707 F Y R ANRVIVIZE WD

BRI NSl oz (WHE AT =)0 @ ZOF—oh5,
YETNTF NI TFF S AR —F— (OCT) #fHE LW
LEZLNT,
16. 7. 5 ZOfDEFEDHEA

sSSP PSS ZUNE AT S ) SUN MY & 2NN o))
VB B ORISR (VI FRATOY / TF VI AT VF—))
W oMM EAEN R T — 505, ¥ 72 7F »200mgl H1H
1ZCYP3A4, 2C8 L UN2CO% FE L &% 2 57z (BHEIAT—%),

() RHNOKBESN-HEL, @H, 2577 F L T0mglHIEITH Y,
AP 12100mglH1M TH %,

17. ERERRR AR

17. 1 BHHER VR ICEIT 505

17.1. 1 ERSEL/ IR (BEE)

(1) BIRT AN B_EEHRILE AR
B/ EEEE A ERL T TRl ba—u s sn
W2 BLE PR R HRE (36351) xR, ¥ 7 F 25, 50, 100,
200mg X 13 7T K% TH1A12:8 B4 5 ) Lz, v%
77 F i HbAlc i (JDSAH) % 90 a1l Km0 3% 5- 258 #2005
FRAALT S8, 5B A S b 2 > bo— )L a2 gt $8-72,
Be5-128RF O K5 [50. 100mg (FEEME) KOV 71 R] 13£1D
W) THo7z, RIMAEORIEREHE R, o7V T7F 07T
L REDHTHERII A o720 D) [111.35H]

F1 77RO EERILBGAER (1238) Of5 R

HbAlc (JDSTiE) (%)
*%;Es;@ SRR D
Tk 03 -
&7 7F 50 mg -0.7 -1.0*
527 7F 100 mg -0.7 -1.0%
*p<0.001

(2) EIAAREN B - EERILBHER

3/ EEELE L O+ AR Y h e =LA S k2
RURE PRI BB (31981) 2xb 812, ¥ #2) 7 F »50megl H1H (14
i) XAEARZ)R—20.2mgl H3 0] (75 £ BT 21258 BRI 5- L7z,
TN TFF 2 iZHbAlc Ml (JDSfE) % 0 1nlil 52 Ik 0 o> £ 5438 #
POH LT S, B 5B A Sk 2 > ha— )L 2 gk s
B7zo P G128 OFEFIIE20DE) TH -7z ARUMLBEE O BIFEH
RBE G, Y57 TF ARG 2%, K7 R—A% 5 81.3%E
FEECTH 72 10 [11.1.3%8M1]

32 FEH I T ERILEGER (128 KF) Of R

HbAlc (JDSH) | EH208 M i 2R JY53 IR I it
(%) (mg/dL) (mg/dL)
Behi | RZVKR | Behwi | KUK | 5T | KZUKR
WHD | =AED | HHD | —=RED | HHD | —RED
At 7 At 7 ZEAb 7=
RTVRZA N g -32 -9
0.2mg
Sy —04* ~19% —11%
4 -07 51 -20
50mg
*p<0.001

(3) IR EHER

L/ EEREEE ERLCO T AR Y e — LA RS »
2HBE SR B (1776)) 212, Y72 7F 250me & 5\ i
100mg (Wsfy) 1H1M %528 B3 5. (WA Lz, 2527
7TFidHbAlcfli (JDSAE) %40 MM 2R O3 AR HB S 5
AT S8, B G-BBAI A ST v ha—)L &g L, 52081h
Teo TRELZZIME DY ba— VA b7z, 523812517 A R IHE
HEDRIEZEBLEIEIR, 06% Th o720 17 [11.1.358]




17. 1. 2 EREIHERER (fAEX)

(1) JURXEUR, EFTUEI 2 ANRIVID | RTUR—Z, ILEH B
AR BEE (FFIUZR - 3FJUZR) EOBAHR
R/ EBEEITIN AT, BRI R A () AE) F18) 0 14661,
Y705 019 134450, A ML 3220 14960, K7 R — A2
1336, ;727 = FUEIFZ) = 82 1 15561) T4 pEa >
=L A5 5 M7 W 2RISR B 2 X B2 5 ) T F 50mg
X7 T % 1HLAL, SNSOIEBEEFRITINZ TR G- (FIERT)
L720 WTFRORERIZBWTY, Y77 7F i3 HbAlc il (JDS i)
Z W AN B 1 O P 5438 1% A S A BT S 345 R0
MOIMBET Y Ma— N 2R, #5128 0% FIEE30 M
DV THhotzo ZDOHK, 7T F50mg &5\ 13E100mg (B4 HE)
DB GAZ BT, 52 b o TRE L IAEa Y ba—)L s
o7z, 52:BF TORRMRG-R (RIPEG-H1) (2B AR M
SEDRIWERSEBIEAIE, 7 AEY FOERIFS.3% (741 /13161) ., ¥
T 5 BEIEE0.8% (141 /133%51) X kv 3 PR HIIE0.7% (1
Bl /14581) . K 27) R—APEFHEE0.8% (141 /13361), 727V =F
XAEIF 7 = FHEAIREG5% (1081 /15361) TH-72. [11.1.35H]

T3 TVAEY R, EF TN FY Y AMRIVIY, KR =Z, 3 HR)
TIA 2 253 W RAESE & D D SBR[ H MR
(12388) ]

HbAlc (JDSAH) (%)
ZYREY R TR FHE SR 0.3 _og*
D FH R SEI)TF B G RE -05 }
YAy gy | €TINS B G RE 04 Cog*
LR S SE7)TF B -04 '
ARHRLIV ARV HR G 0.3 _a7*
BB YH TN TF TG —04 ’
R FR—=A R R — 2 K 5 0.2 _og*
LREEY S YH )T F PG -08 ’
SR A 2 | HENBEA 2R oIS 04
oy R st 3 | N RE ) -10*
B AR T TF ARG -0.7

*p<0.001

(2) 12U WA EDOBARER

L/ EEIRISMAT, A VR VA TRAT GRS
WL DA ¥ A) ¥ DEATFEHI25% 1E30%) AL, A3 FERD
BNy HAZ R, THE S-S AL DL F40 AL ] T
37 UBE 2 > — U S5 S U7 W 2R B R (26661) %Xt
S0, ¥ 7T F50mg Xid 7T REIHLE, £ > 2 C8HF)IC
L2 BRI A TR S (BN Lz, 29707 F Vi
HbAlcfiti (JDSAE) % )0 22 5 5t 0 3% 5408 % 2 5 A KT
K, PG BHIRO 2 S MU T > N — VARG S, 51638
RO RIIFADMWY TH o720 TDH VF 7V TF50mgH b
VW E100mg (B EEE) ORRFERE SIS BT 5272 TRIE
L7zl > ba—uasfi Sz, 528 F TR SR (R
BB B0 BACMUHERE O Bl F 5 BB A1, 17.4% (45451 /25851)
Thote P [11.1351]

F4 A 2R CEFN L OGBS R [T HE LB (16581%) ]

HbAlc (JDSAH) (%)
5RO DZEALE D 7
A 2 AN BT B 5T 0.3 _oo*
TET)TF BB -0.6
*p<0.001

18. ENEEIE
18. 1 1EARE
A7 VLF T b glucagon-like peptide 1 (GLP-1) K UF glucose-
dependent insulinotropic polypeptide (GIP) X, 7V 2 — A {E %
WOHEFR DD LHRNVE S TH D, ¥F7)TF 1%, DPPAREF
ZMHEL, £ 7L F 2O DPP-AZ L5 55 i § % {GPEIIA >~
ILFVEER ERSELIEICE), M ERAERICA R V55
WARAEVE I IE NS 7V A T i BEEAR TR 2 sk L b o > ha —
NS D, 2420
18. 2 EFNDPP-4[HEEA
v FDPP4 Gz AR, Mgk, CACO-2MIHIR) % 3R
WICRE S5 (n vitro) o 27
18. 3 MERE R UHER B E(EA
18. 3. 1 2BUPE R 2B W T AHKIL DPPAIEMEA [ L. e
OGP GLP-1 X O GIP i EE O #9265 D L5 4 VA Y RO C-
NRTFFOMGEFHEED R 20V AT RO, 285 b
EOT . BV a3 — 28R 7% T &R B O MH 237251
7+, 26.28)
18. 3. 2 IEH I AZ 727 I —Z M HERIZ BT AFNLI
PO ER 2G5, 2, oL &iAEH DPP-4o 9 K O
M4t GLP-1it o L7 H5N 5, 2
18. 3. 3 FMRIHIEIC KD MG, IS e ORI A A VER 2 L. it
FEHER 2R 3 AR R~ 7 A (DIO w7 A) 128 VT, AH
7V a— 2 AR LB MAE O B R EZ LW~ AL AR T
H2, 2
18. 3. 4 A YA VRPN & i MLWE &2 R B & 3 2 2800 R € 7V
db/db =7 RIZB T, ARANZIMAE A IEH ~ 7 AL FREE TIE
WALSE B, 2
19. B MBI REEZHAER
— WKtV E TN TF ) SRR
(Sitagliptin Phosphate Hydrate)

: (3R)-3-Amino-1- [3- (trifluoromethyl)-5,6-
dihydro [1,2,4] triazolo [4,3-a] pyrazin-7 (8H)-yl] -4-
(2,4,5-trifluorophenyl) butan-1-one monophosphate
monohydrate

1 C16H15F6N50 - H3PO4 + H20

1523.32

CARMEHBOR K TH A,

AEEIRICRREIF R T AF /=R REITIL, TR =

MIVIE &7 =)V (995) (ZHisD THEFIZ W,

(b5

N
I k/N N - HaPO4 - H20
S
F
sk 22, AIE
(T2957178812.5mg)

10082 [10%2 (PTP) x10]
(7977178 25mg) (EIEAY)
10082 [10%2 (PTP) x10]
(7977178 50mg) (EIEEAY)
1008z [10%2 (PTP) x10]
(TZ97178100mg)

10082 [10%2 (PTP) x10]
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