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i) EE-EMEORGTEIIIVMEHTAZ L

Z.ME

S

(ROBEIIIBELEWIE)

2.1 KA OB x U BEOE O BERE O b % BE

2.2 FIES b — 2 A IR B I S R, 1 B R
HROBE RS, ¥ 2 2 X B ER D E kD
SEIEDSWIHE % B O TERF G TRE TR V]

2.3 EHEKYYE. Fiaite. EELIMEOD L EH (1~
2 IEENC X B IMBEE AL TN L O TAF OB E 1%
WS R,

3. f8R% - IR
3.1 #mk
Wi, TI30TANTIITA\TITITA4 |\ 7530774
- 7HE125mg| 7$E25mg | 7$E50mg | 7 $E100mg
RIS Ty TYTF o v BEKY
e PN ANE &R EIE &8 AT &) v
uﬁio FUELT|FYELT|FrELT|FrELT
‘ 125mg 25mg 50mg 100mg

$k | TI0H

FEEVa—A, HR) VEBAKREIVITIL, s0
AHNAB—=AF )TN, ATFTI VBT AT
TINVBEATTIVF )L, REFRT T
Y, BYECZ VT a— G5 FAAL) . BT
yv, =r7aId—n 4000, Vo, B = L.

LNHED

SRR, LA

#A:1) :25mg$E - 50mg$E - 100mg FEZEA
#2) 1 125mg Sl A

3.2 HE DMK
Wiy |Z72TANTTITANTIITANTTI T
L 7$¢125mg| 7$E25mg | 7$E50mg | 7$E100mg
il A TANKI—F 1 VT
03 5w IFTWV [ TLHITWV| HTW
KAt R R IR
ono()es!
i (fees) g
(BIFRAD) | (EIFAD)
A
Plam| O | D ()
wE | O | O || T
£ (mm) 6.1 Eg 251; gg 1}12 9.8
JE % (mm) 27 25 31 42
Ba(mg) | #104 #5105 #7209 #1416
akplla—r|  0N0 663 0no 660 0no 661 0no 662

4. $hEER T FNR
2 BUREIRIR

5. EEIIZIR ICBHET 5=
AH O D & 7 COFERIFIEIE D IEAR T D % FLHHEL,
HEHR T T 04T o 729 A TR+ R E 11 ) %

6. BiERVHE
WHL, AR ) FF e LTCh0meg 1 H 1
B59 %, B, EATH LA Bz o pisg
L5 100mg 1 H1MFECTHET LI ENTE S,

7.HERVHEICEET 5EE

7 AFEFICHERECTHRES WS 720, TREREDOD LR
BT, FTRZHRICHEHNGNS 22 Lo [83, 921, 938,
16.6.1 2]

HHRe |[Z7LT7F=02)T7I A (mL/min) | @ W | K

fg = | oL 7F =l (mg/dL)* | #e5a | 5=
30 < CrCl < 50

A . 25mg | 50mg

Rk 3 Bk 15 < Cr <25

Lk i13<cr<go | HIMIHIN

EE, K EHCérCIC: 3025 125mg | 25mg
HE \/\ ’ )

WS4 JoHE  Cr > 20 LHLE | 1H 1

¥ LT7FZU 2 )T v AR YT B

7.2 KA EBZIIO VT, MEEN & O R B ARIE M
b, 921, 98, 1661 &)

8. EELEXRNIE

8.1 RAIDFHEHICH 72 - Tl BT UCIUHERE R ) Y2 @
FAF PN OWTH3dHT 5 2 & [911. 11.1.3 2]

8.2 AF kG- dL, MmAEE EMMITHMAET S &L DI, &Kl
B L. WIS LEEICOWTHERE R A
Tl KHE S H ARG LTOREIAT oA, LD
YLEZONLBENOLEELEZEBTLI L,

8.3 BRIEEED B 2 BH TIIAH O AR L i P i g
MW ERTDBZENDH LT, BHEEE EMHICREST 2 2
ENEE Ly, [71. 921, 1661 2]

8.4 AMWERNH S DLNLHIENHLDT, Frml i L v
Mg, W2 MEERDS D & b BE12iE, ER 2 ICE
MOZE2ZT5 L) BEIIEET L2, [11.16 3]

8.5 (LIMBEERZ R §Z £ Ah B DT, SIfE¥, HEHE
OB IHEF L TV L BEICRGTH L EIIIEET LS
o [1113%M1]



8.6 AHl & GLP-1 ZEMAEEH T V31 b GLP-1 &K% A
L7 MBERE TR 2 LT b0 WA 2 R L 72 BR O BRR R
B <V AR ORI S Tw v,

OLNBENER2ETIREICHATIEE

9.1 AHE - BREEEEDH 2 BH

9.1.1 BRIEEERZTHZhDH B LUTDEEITIRE

< T AR AN A S R B R BE AR 4

RIS FLIRRE, AUACIREE, AEE R £HIEE, AFENE
DAL N FEGHIRAE

B L A SRS

CEEEO 7OV I — VB

- B E

[81. 11.1.3 =]

9.1.2 EXFHOBRARZEHENHRENH 5 EE

W ERREETBZN2H 5, [11.18 ]

9.2 BigtEERE

9.2.1 hEEBHEBEIIEEBHEBEEDH 25E. MM
HRENMXIEEERNEET 5XHEBR20EE
INSOBHEITEY R HRRAH 1T 2 &, [71. 72, 83,
166.1 28]

9.5 TR

TR ARIFIE LT A TR D & 5 o2 X G E oA 361
kit % L2 & HE SN EICDOAKE 2 LETH D
Lo B (5 v M) 2BV, 1,000me/ke/H (EiRT
DI KRG8 100mg/H O 100 5 DM F#RICH 4T 5) %
O35 X0, RIEE ORI, TEERAE K ORI D%
BIRQWFEBINASZRD H T & DWEHH B o

9.6 B

HER ORI EOG R Z ZE L. RILOMkS:
ik ERET 52 L BER (5 ) THITHF~D
BIPHE SN TS,

9.7 INRZE

INBEEE R E L2 BRRBIT IR L T v,

9.8 EfE

EHSRE TR L. BHRBEREE D D B A S Y 2 T
AP Tk, BB TLTVS Z E2%\w, (71, 72,
166.3 2]

10. HHE{EA

ARANT EN B A 5 RZ R E LTl S, 208k
REEN Y 22 JRANE b O G- 252 S v b, [1651. 16525
i3]

10.2 EREE (BERICEET S 2 &)

JEH 445 BRAIER - $5 18 7 | B - faBRIN T
B PRI FH 3 B LS D S BUCTE R | B R 05 ) 38
A VA v EH| FTHIE MRS AV BEIC, AR

ZNVARZNVTLTH] | ) BAL, ARV | SBHFL ALk
FTVV)TRIEA | LT HIDUT AR RS | =y LT HIL
7T HA NRIEH] | A iR SR L | IZH R A VX
-7V aA Yy —X | PEHTRYE. ARILEE | 1) > 55 W A

RA 2 1) DYAZ DB 572 | 3E) L PRI
A 2 2550 | D, TNHDIEAN DR | 12 1d, & # 0
WM A S wmERETHIE, I W T 1 R
GLP-152 %5 i 1E Bl DOHHRIZEY
4 R ILHE D) 22
SGLT2BHEH] % BHINT 58
[11.1.3 %] TN b,
= ARHN DB LY Y | A
[16.7.2 5] T OIS

SO NTHIINL 7z &
DOWENHHDT,
YIRBgzirHIZk,

SR BRARAER - 57 | BRI - fa bR T

LA B T4 2 B0k | 2R 3R & A A & OF | AL I A & o

ERCE TR M¥aHa2E m | X
B - e B2 o> AL IR | B BT AR 3
H U FVERH Bt sl ad | HEshsbs

B TIVILEEE | o5 THTE,
PHEEF] &5

ENHDH 5,

IR BN A 2 R 59 | 22 R 38 & AR H & OF | AT EE A L o

ERCE SN iR RR-R Rt el o O 1 i N U 1
TRLFY Y B I 2 o> AL R o0 IR | B B T AR 28
HIEREAVEY | B TOBELEN | REEINDEE

HRRAIVEY % | O35 8, ZENH D5,

11. BIER
ROBER 23 5 b b EHRHDDOT, BlEE 45117
WV, B S NEAICIE. G EIET 5 R Y 2
WiEZITH T &,
1.1 EXGEMER
MAA TF 714 7x% 2 —RE GEERH)
11.1.2 REFSERIEZ 2 (Stevens-Johnson fFE TR EE) . FI B
MEER (T HEARE)
11.1.3 {EMm¥E (4.2%)
RIMMEDD S5bNDL VDD, SIS, 4 A YEATX
2= LT Hl & OB TEE 2 KIEREIR D D S b
N, B E R TH L MG STV B, RIBEHEIRATFRD
SNHAICIE. WE 2 50 EM 2B 5 72 &Ey) 2 L
EIFH 2k, R L a- v ay ¥y —BHERE oI L
DRI REIR DS 380 SN HAICIE 7T o E #5456 2
&, [81, 85, 911, 102, 17.1.1, 17.12&H]
11.1.4 FrigefES. &E (WIh S HEERE)
AST, ALT %03 L EJ% 09 FFRGERE, HEL1DH 5
bNBLZENH 5,
11.1.5 2HBEE HELRH)
11.1.6 2HEER FHEAD)
FERLIY 2 0 LI TR 55 0 S A%R0 & N7z B A 113 %
Gk L, #Ya0Esir) 2 &, o EHREICBY
Tid, BIMPERER O L D ME SN T b, [84F
]
11.1.7 EEMRR GHEAH)
Bk, MEURIREE, A RS ORY (B%E) S0 LN
TeHAiE, R ICIER XM, S CT. i~ — 7 — %
OMEZFERT 52 &0 BB RSB DbN 121355
ik L. BB E AV E H OG5 08 Y) 2 0LE % 179
&,
11.1.8 IBZEAZE (WEARH)
O, BRI, PR A . R 0 B A5
SN Ha i id kG 2 dlk L, @Y 2R 0E %2479 2 £,[9.1.2
ZIR]
11.1.9 ERHBEE (HEAH)
. & CK E&. Mmbh R ORpP I+ 7oy ER
ZHE T ARG RRIED D S b b Z L0 b,
11.1.10 Mo/ CEEEARB)
11.1. 11 $aXEE (BEAH)
K, 5 A%ENDH S bNHEI1I1E, FEEE &ML,
B2 5% LR AEEZIT) 2k,



11.2 ZOMORERA

0.1~2% il S EE AN
MR RREE | FEIEO O, RE SRR SFG
i s FE R R IE D FEAL
H RO - .
e S AR, S A
B
W | U
FE AL (AP B i)
[ AT R S R £
o O R, T, B, HARY—|
FI S 7 g B & 0o A | BT
P g, g, T AT
PR, TN
JFRRE hEds | AR SR
He IS 5%
Kz i B O8 e s r S L ARIS,
N PR | B W5 T ST MR,
7 FEE
BSG. 5
ke RO @ﬁi§ﬁ
%t/“\%ﬂﬁ%ﬂ;ﬁi ﬁﬁ?\ H DIS"%\
e = RS3PE JE 5
fid
Ly pEE 22, P, K
T I T e 408 W 9 A | 1k T B4
W ARMLERER A, NEZ 1Y
WA N2 R 2y M
ERE B, ALTHI . AST Y
m. y-GTP¥hn, e e v
B PR AR R B0 1P L DI . K3 1.
M 2 U A a—)v . iR
[ NG E S N A
TF = BN, TR B
A AR HE Y R & BN, ifp
U2 &Y R R A8 R

13. BEHRS

13.1 &g
MEENICED LY 7)) TF P OBREEILTHITH %,
[16.6.1 Z:Hi]

14 BALDEE

14.1 FHZAEFEOZE

PTP W DHHAIPTP ¥ — b5 L TIRHT 5 &9
RET A2 L, PTP Y — FORBEHIZE D, HWHAIIE
TERIBEAT A L, FIZI3zile B2 LTt &S0 mE %
HEOHEZPIRRT A2 XD B,

15. ZDMOEE

15.2 FERRERRBRICE D < 153k

MEHES v BICAKI 50, 150 K 0°500me/kg/H % 2 4F Rke 4%
UM AEMRECIE, 500mg/kg/HEEOHES v MzBw»
TR S TS A OSBRSS L, FEEOM S v B
WTIFARADRBERS I L 72 DHiEsH b, DT v b
OG-, R TORKES 5 100mg/H Oy 58 £ DIE i
BICHYST %,

MEHE~ ™7 22 AHI 50, 125, 250 & U8 500mg/kg/H % 2 4 [
BHG- L7225 A5 ER Tid. A#I500mg/kg/H  (HRIE
TOmRAIEG 1 100mg/H O 68 f5 OB H#E YT %) £
TOHET, WINOFEEICB W TR OFEH T8N L
Lol

igi

16. Y ENRE
16.1 MeEE
16.1.1 BEKS
ERERE NI, % 7)) FF ¥ 125~100mg % 22 B8 R #2101
B LA, Y770 7F Vi3RI S, 5%
2~5 W 8 1C fe w8 I 4% R g B (Cmax) 123% L. Bl
(T12) 1396~123WMThHotz (MEVED. Y57V T
F v O IR - FERE AR TR (AUCo) I EH®ICIZ
T LT L7, P

X AdERE IS B30T 2 2205 B B AL RE 145 5 1 00 S35 IUAE P i 1
DHER

(nM) (FH+HE#RZE. n=6)
10000 ¢ e 125me
i i —a— 25mg
# 1000 - —o— 50mg

100 L

—_
o

P ANG AN RN AN AN = 5

18 24 30 36 42 48
5% (hr)

F1 RERERRAIZ 331 2 22 HURRE L1 G- 12 O S B E /<
A =%

AUCo0-0 (uM-hr) | Cmax(nM) | Tmax(hr) | Ti2(hr)

125mg 0.96+0.15 60+ 7 4.0(4.0,60) | 123+0.8
25mg 1.99+0.35 145+ 33 50(20,60) |11.6=18
50mg 3.73+0.63 319+ 83 20(1.0,60) | 114=24
100mg 843+1.64 944 + 307 2.0(05, 6.0) 96+09

n=6, P35 = BN, Tmax @ HYLE (RAME, RKMH)

16.1.2 H1E#H%E5

RN, ¥ 7 ) FF > 25~400mg % 1 H 118110 H [#
FAGRRIIPE G- L7234, MAER IR 2 H B T IREgIE
L. REHEGICE2EHZILALED NG D o7, Bl
B2 1.03~119CTH o 720 2
16.2 &I
16.2.1 NAFTRNLSEYF 4

WA, ¥ 8 7)) 7F 2 100mg 2 %5 L 720k 1154
FTTNRAFTEYTF4IIHT% Th o7z WHEANF—%), Y
16.2.2 BEORE

RIS, ¥ ¥ 7Y 7F >~ 50mg & ISR S L
7eMie. ZBHEREIC R T Cmax (& 37% 30 L 7245, AUCo-
B Tmax 23 %0 o7 (£2),

F2 MR NI BT B 22 JEIE VR GO Y BE R
A =%

AUC0-0 (uM-hr) | Cmax(nM) | Tmax(hr) | Ti2(hr)

ZE I 4.08 = 0.52 366+ 93 | 25(15,60) | 122+17

T #% 399+0.64 500+154 | 20(05,6.0) | 123+138

n=12, *F3g =R, Tmax : PO OR/ME, RAME)

16.3 27

16.3.1 MPFEH > NI EE

VE T TF D invitro MAE Y V8 7 fEAEIL38% T
HoTze

16.4 X3

16.4.1 ¥ 70 7F i, A E 212 <L FITRE LR
ELTRHPICHREES NS, ERERA (JRHEAN) 12UC-v % 7
V7T OO 5%, REREDK 16% XY % 7)) TF
ORI & L THEE S 7z, V6 FEEH O HY 2 K S vz
DB WETHYD, V¥ 7)) FF roIifEh I RTF I N
755 —¥ 4 (DPP4) FIEGHIHE L AnEEZ b D,



16.4.2 ¥4 7Y 7F Y OHKIZBWTRH O G134 % v,
Invitro REETIEZ, ¥ ¥ 7V 7F > OfLHIZ CYP3A4 A3 T
B5- L. $72. CYP2C8 bBG-T 52 Ehvnaniz, 72,
v % 7 ) 7 F i3 CYP3A4. 2C8. 2C9. 2D6. 1A2. 2C19
FOF2B6 # kw3, CYP3A4 23K L o7z,

16.5 HEittt

16.5.1 HEE NI ¥ 7)) 7F » 25~100mg % H.[AE 85
L7, Y2 70 7F 0D 79~88% (HEMME) (2R AIk
AR E LCHRIES L, B2 ) 7 5~ A3 397~464mL/min
Tholze V[10. 2]

16.5.2 MR A FHEIAN) \CUC-T % 7)) 7F ¥ & FR LS
. 1EB LN 5 BE D 13% H3FEH 2, 87% ASIRH
WZHEE S e, @

DETYTF LV OWEREEIEYERICL 2 0T, I A
PRANE AT 59 5o

SET)TF P NV BEROERT =4 T v
AR—%— (hOAT3) OFEETH %, ¥ Invitro kBT, P-
Wiy ORI RNTHYE T T OWRIEY 7T AKY
YICEDHESIN, hOAT3I 24T 5V % 7)) 7F v ORGA
A, TaxXR2 YR, A 77a7zy, 7ukIF, 7/
TATV Y 7 FFTIN, A VFNRI PRV RAF I
THESN. T/ 2 7)) FF1E500uM T TOHRE
T, P-EY U2 EANTHITF Y Ok EEL
o 7z2d5 hOAT3 %#4d 5 Y X F ¥ Y ORGAARIZIZET
BHEVEH # 77 L7z (ICs0 : 160uM)o [10. ZH]

16.6 HENEEZHT 8L

16.6.1 BipEEEAE
¥ % 7)) 7F v 50mg HERE RGOS EEE /S5 X — ¥
WBE3IOLBY TH o7z PEE, HEFRERETRE. M
BN A B 2 RIE A2 E D AUCoo L, IEHEHRE
B HEBERADZFNZNR 231, 381, W45 TH
D, EERREREE OIS LT ER Lz MEEN DS UBE 22
KINBEARLEBE T, TG HR AR DS 3~4 KR o ik &
B E D, B PICIRE /D 135% 2z shz GHEA
F—%)o O B, B EREE MR L L2 KERS I
T 2EYFRERRIIER SN TV v, [71. 72, 83,
921, 131&M]

K3 Bk EN O Y ¥ 7)) 75~ 50mg HIaEE TR 5K 0
WY B ST X — 5

| BEO® |masoR| T |THUEFT
1EH e 2 o e e | BT A
_ PRAEER T | BREERRE | BREERRE | 0
(n=82) ARG
(n=6) (n=6) (n=6) =
(n=6)
AUCo |, 0 7.09 996 166 198
(uM-+hr) .+0832ﬁ *0988 | *195 1 482 +6.06_|
ok | T 161 2.26 377 450
Cmax (nM) | 4o, | 19q | 5272791 | 560137 684183 | 556+ 113 |
S oIS B 1.35 143 175 142
Trethr) [131+223(161+0487|19.1+208(225+2.71| 284 =818
W77 2424340 | 126+281 |602+192| Y% L
(mL/min) | 339£87.3 -------mm-ofmmroommm oo oooeense
SER DI § 0.71 0.37 018 | 4% L
Y = B

ERREORE (L7 F=r 2075 A (mL/min/1.73m2)] : IEH

(>80). HJE (50~80). WA (30~50). M (<30). ML EANT A

VBRI EE

§ FHOI = EFEFHOFIHN T L BRI EN O L ol

T1 0 AHI 1.5~600mg H [l L 3 5- L 72 1E 3 B B Ak o fé e st A1
50mg {2 H=AfIE L 72

16.6.2 FFigeEEaE
¥ % 7)) 7F 2 100mg # BRI 5- U722 A, A EE AT
ekl B (Child-Pugh 2 27 7~9) Tld, ¥ 7)) 7+
¥ D3 AUCo0 . V-3 Cmax 1, BEEER AICHRTENR
A 21% RO 13% WL 72 BHEANT—%). D EE
ReRg i % (Child-Pugh 2 27 9#) TORRREIL 2,

16.6.3 =&

TR SRS (65~80 /%) MUHEAEE (18~45) (v ¥ 7
) 7 F  50mg & HLERE I G- L7236 BiE 35 FEH I
WRTY % 7)) 7F >~ ® AUCoo, Cmax 252 31%,
23% o7 BT T VAN EME TIIEEZITHART
BIBIE T LT FHEATF—%), [98 & K]
16.7 EMHEEIER
16.7.1 KT UKR—-XEDHA

R AIZY % 7Y 7F >~ 50mgl H 11l GHEER) &
RZVUKR—=203mgl H3W (EEER) 23 H B KHE
BORG LWa, K7V ER—=REY ¥ 7Y 7F 2 0%EYEH)
R E RITS el ol —J, 2RERBERE I 5 7
Y7 F »100mgl H1l FlEER) KPR Z Y K= X
02mgl H 3\l (fEAER) % 3 H B KERIHS L
Witr, Y& 7N FF o AUCK 240 K Cmax 33 % 7Y 7
FUHMEG EHRTRT L2 (FRZEFN17% K U8 34%)
VTN TFrOHEREIILELRNEEZ BN,
16.7.2 >d%2 2 EDHEA

R ANIZY 7 7)) 7F 2 100mg & ¥ TF ¥~ 025mg %
W0HBBEREES L4, ¥ Ix Y o AUCknr Ji OF
Cmax Zb T ERALE (ZRZFN11% RO 18%) (4HE
ANF—%) [102 5]
16.7.3 7 OXKRY > EDBA

REEERAICY 2 7)) 7F 2 100mg & ¥ 7 10 2K Y ¥ 600mg
EOHEG LA, V8 7)) 7F @ AUCo . OF Cmax
FFENEN29% KT68% EFH L7 WHEAF—%), ®
16.7.4 XA FRILI > EDEA

2HHEPR B F I % 7)) FF > 50mgl H2M & X FFRJL 3
> 1000mgl H 2\ %A% S LiGa, Y870 7F VR
A MRV VIZEVOREYEIRBICERELY LTS heh oz
MEANTF =) 9 ZOF—205, Y& 7Y TF U i3AE
HFF YIS YAR—F— (OCT) ZHELLZVWEZZD
n7z.
16.7.5 ZDMOEH EDOGA

QY sy 0 FYRY s SI R Y UNRYF
g7y B FORIGETE (JVvFATaY/
IFZNWVIANTVF—)V) W LY E R T —
yho. V¥ 7 FF 2 200mel H11E1E CYP3A4, 2C8 &
U209 ZHELRWEZZ OGN BHEAT—%),

(F) AFOREINI-HEIZ @, Y970V T7F L
T50mgl H1TdH v, s A5 512 100mgl H 1 7]
ThHbo

17. ERER R IE

17.1 B3R ORLMHICEI T 2 38R

17.1.1 ERE I/ M4E=E (BIhEE)

* (1) BINET I ERMB_ESHRILEHR
fEF /B EERL O o sl s o — VS
N v 2 BRI B E (363 61) ZXfHI2, ¥ 27) FF v
25, 50, 100, 200mg Xi&7 F &K% 1 H 11a] 12 B HE 8
5 @AW L. ¥% 27 75 ~idHbAlcfli (JDS i)
Z R EAER O E 2 BB S AT S8, %5-hiG
M2 ST >y — )V ESE S8z, 5 12810
£ [50. 100mg (FRRAE) RO 7ILR] ZEKIOHEY T
o 7z RIMBHEDORWEHEBE S, Yy 7V TFr T
SEREDMTHEELEI P o7 Y [11.1.32H]]

F1 77 RN E SRR (12588 OffR

HbAlc (JDS1H) (%)
&Eﬁé;@ F5ER L D
77 kR 03 _
¥ %57 7F > 50mg -07 -10*
%7 1)7F »100mg -07 -10%
% p< 0001



(2) FBMEAREHNB_ESHRIEEHER

g/ R ERL TO T Y F O — VgD
N 2 BUERFEE 319#)) 20812, ¥ ¥ 7)) FF v
50mgl H 1 (B &R) XixKZ7 ) K= Z02mgl H 3
(EAEBEH) =z 128MEOKS L. Y5270 7F Vi
HbAlcfli (JDSHH) % #WEHER: S oS5 4 8% 5 HF 5
AR S8, RGBT STy b — L 2eEsE
720 PG 12RO RIIE2OBY TH o 720 ARIMLBERE O
BIVEH B E G, 270 7F %5 12%, K7
R—AFE5#13% L AMETH o720 10 [11.1.3 5]

2 GO T EEMILBGAER (12 88F) OffR

HbAlc(JDSAE) | £tk 2WEBIMUBEAE | Z2 I8 WE b A
(%) (mg/dL) (mg/dL)
PR | R | G | K7V | 5 | RS
PHD | K= | 250 | K=z | 250 | F=2
b | Lo | b | Lo | 2 kE | Lo
KT ) H—
*%éggx 03 3 ~ 9
—— -04* -19*% -11*
¥ITVT o7 51 ~20
7~ 50mg ’
% p< 0,001

(3) FIHERAREHR

HH /B EERL L HoRlbia sy b a—uaEs
N 2 BBERBEE 1778) xR Y570 TF
50mg & %\ i 100mg (BmMF) 1 H 1% 52 8RR S
BAER) L7ze ¥ % 7)) 7F Vi HbAlcfli (JDSHH) %
WA E R T D% G- 4 B H SA BT S8, %5-51E0)
WorombEa >y bao—vad#EL, 52HIZblzo TREL
AT > b — g S L7z, 52 2 B B AR IMLAEE D
BITEHIZEHEA1E, 06% Tho72o 17 [11.1.3 5]

17.1.2 EREIHERR (GiRESE)

*() JUXEURN, EFTVAI L A MKV, KT
F— 2, RIGEHEA > 2 D RMEEE (FFITUZK -
IFTUZR) EDOBARER
/RIS A T ROMBERETH (FY ALY F
B 146 %), ©F 7Y #2190 13446], A Rk I L0
14960, K7 ) R—2A2W 1336, F 77V = FXEZIF7
V= K2 :1556)) THasMbEa Y ra— sk wn
QWM IR IR 2RI ¥ 7Y T F > 50mg XE 7T R
Z1HI1ME, 2o oIBEREICZ TROBS @)
L7z WTFNOREBRIZBWTY, ¥ 7Y 7F i3 HbAlce
fii (JDSME) Z WA T OH S 4 80 S A RIS T S
., BGREMMNAA SIMAET Y ba— Lz daE S, Y
12 DOFERIZEIDOBY Thote ZDHB, ¥F 7V T
F v 50mg & %\ 1% 100mg (BRI OB 512 BV T,
52 hb7zo TRELMBED Y ba— v ohsz, 52
HECoHBEGR (RIPHS6) 128 2 K IHHE O F1E
BB, 70 A Y FPEHIES3% (761 /131 61), ¢
7 & B 08% (141 /13361), * hv I PR
B 0.7% (161 /14561), K7V K— 2 6FHE08% (141,133
B, F7F 7)== FXEIF27) = FBEHKEEG65% (104
/153%1) THh o720 [11.1.3 BH]

FKIZTVAEY R, EFF)FV Y, AMKVI Y, K7Y
A=A, NZBET A > 2 ) W RAESE & o b B Rk
OFER [CHEERILERRE (12 8E)]

HbAlc(JDS1#) (%)

EN e BE5HIH S
i | WO
7R 1: YR | A WHREEGR 0.3 08"
Bl SE ) TF T 5B -05 ’
YAy | EFTN SR 04 _og*
DRI SHT)TF ARG RE -04 ’
ARFNIY | ARV RO 03 o7
EREEN S T)TF PSR -04 ’
RZ )K= | R7 )R- B 5 02 _0g*
DEFIERER SE TN TF B -08 ]
BRI A > | HRIA 22 e 04
0 iR | SRR _10*
ORI | 57075 PR B -07
#*p<0.001

*®(2) 1221 L RHFEDOHARER

B/ EEGLICINA T, 4 v &) VEE QRAR Gz
IFHBRIIDA ¥ A ¥ DEHEH25% 1L 30%). HH
B IR O BTN HA ZEH, 1 H#%5813 8 Hifr
V40 A LIN] TH oD > b a— B s w
2RUBE IR R E (266 B1) =xbHic, ¥ ¥ 7)) 7F ¥ 50mg
RiE7o5R % 1THIE, 4 A V8FNC L 2 LGRS
Iz TS GARR) L7ze ¥ % 7)) 7F vidHbAlc
fili (JDSfl) % RNEHAER SOG4 \BE» SHFIEKT S
B, BTG HIGANASIMAED » b — L e dE S, 5
16 DK RIZRAIDBEY Thotlze TDH, Y ¥ 7T
F > 50mg & %\ 1% 100mg (BEEE) ok IZ BT,
S52ICh7zo TRELIMPE T Y bu— v g 57z, 52
HE CoOMHRG R (RES6) (2B 2 KIIHE O RIE
FASEBLEI A, 174% (4561 /258 61) Td - 720 2 [11.1.3
S ]

Fad A A YEA L OPEHRBOME [T EERILERR
(16 &) ]

HbAlc (JDS 1) (%)
PEGRIHH DA R MHED
A 2 A B O 03 o9+
YET)TF RSB -0.6 )
% p<0.001

18, ERhIEIE

18.1 1ERA#F
4 27 LF v TH 5 glucagonike peptide 1 (GLP-1) ¥
glucose-dependent insulinotropic polypeptide (GIP) (X, &
Va—2ZEEEOHIFC Db ERINVEY TH D, V577
TF Vid. DPPAREZZHEL, 1 ¥ 27 LF ~ ®DPP4IZ
L DRl 5 TEEERIA V2 LF ViR EE EREES
CLICE Y MAEERAENIC A >~ R ) R E TSR OIS
TN T AT EH 2 SR LI = >~ b o — v R ET
2, 2~2)

18.2 & NDPP-4[HE/EHA
v DPP4 (il 2 AR, MEH . CACO-2 MileHsk) off
P2 IR I ES % (in vitro) o 27

18.3 MHEEE R U HERHSSEER

18.3.1 2 BB RN B F 12 B W T, AHIZ DPP4 it & L.
A oG R GLP-1 X O GIP it EE D 2450 L7/, £~
AN Y RFC-RTF FOMBEHIRED L5 7V TV
JEDF, ZEIERE A E O T, #7703 — 2 Afif
FHRBIMEDOPIR % S 725 Lz, 2628

18.3.2 IEH~ T A& W27 )b a— A AMREICBWT, &
ANFIMBEME D LA A2 WHl$ 5, T2, To & &i4Es DPP-4
DO E R ek GLP-1 iR 0 EASEO 5D,



18.3.3 BRI AIC X 0 MG, B L O 4~ A Y IE %
2 L. REREY 2 RTEHAmEmE~> A (DIO~Y A)
WZBWT, RFNEZ NV 3 — ABMIC X 5 IAE O E5- % 15
< A L REEE TRl 5, 2

18.3.4 4 ¥ 2V VP & b & b & 3 5 2 BUBE R 9%
F IV D db/db < 7 A 2B\ T, RFNIMBEE % 1EH~ 7 A
CFAMEE CEWILSE 5, 20

19. EHR AT T 2L FEIFER
—Wg4 vy T T ) KR

(Sitagliptin Phosphate Hydrate)
$1b%# 4% © (3R)-3-Amino-1-[3- (trifluoromethyl)-5,6-
dihydro[1,24]triazolo[4,3-al pyrazin-7 (8H)-yl]-4-
(2,4,5-trifluorophenyl) butan-1-one monophosphate
monohydrate
413X ¢ CieH15F6N50 - H3PO4 - H20
Y= ¢ 523.32
P IR ARBIZHOORETH S,
AKAIARIZRRBE TR T A — VIR
LKL 7R MYVEZ S 7 =) (995) 12
Fiod TEIFIZ L W
Lo
+ H3PO4 « H20
F—T—~F
F
22. ‘A
(59751 T#E12.5mg)
100%¢ [108¢ (PTP) x10]
100 88 DK, 2N 7]

(5974 TE25mg) (BIRAY)
1005 [105¢ (PTP) x10]
1006 (B, /37 ]

420%¢ (148 (PTP) x30]
500 & (10§ (PTP) x50]

(T29 7« 7&50mg) (BIFRA W)
100§ [104¢ (PTP) x10]

100 $¢ Ui, N7 ]
420 3¢ [14%¢ (PTP)
5005¢ [10%¢ (PTP)
500 58 [, 737 ]
1.000%% [104E (PTP) x100]

(7951 7T 100mg)
100%2 [108¢ (PTP) x10]
100 $¢ D, /¥ 5]
420 %€ [14%¢ (PTP)
5004%¢ [104¢ (PTP)
500 $& [, 7¥5]

x 30]
x50]

% 30]
x50]
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