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TEE 36 T AN L AR T (RS 3 BUF I 7T, WEFEIN (R 12 JA & 104 J& LA D 11000 451
DL B RS, VPN GRS ST i AT 52 % (50 mg qd. 50 mg bid AT 100 mg qd). A
BATHT IR SO T RS ST VR N 253697 « e D RBURE PRI 50 s Iy v (CHORUIR, TZD. SU
FRE 2D A5 B SNBSS 5B AL A8 B GV T B Dl e N2 FIVTIRIT RS (Fra X R4
PR A EGRIEL XU, TZD. SU. Bl RUEFEERE S 2R . ATHE &I REIR T I 25004 B OB 1) K
AR, BEAERR D 12 JE O R G W 2H 1) e PR . VR 50 mg (B H — %) Bl 100 mg (50
mg, & HPIREL 100 mg & H ) 4k 57T 255 B (24 51T 26y s B —Fa & G
J7) R e .

IR LI RIS 1 5 (1) 1 BN R S5 e i BN P OB, B 245 . RRINZAYA R RBL
H5EFRFER . PR, 298 EE N A R H 25 2570 A OC

FOA N DIRekEsT CEIEF2O . EMEHmEIT, BE BB IIERIER B E8E, 154
Ja I DhRERT N ZE R TR R . A R I B 250897 I PRI 7T A 24 & I 241l PRI 70 25040
AILEH, 50 mg 4ERFVT (BEHYA 20 A4, 50 mg 4% 57T (BEHA MR B HMTE
[P0 FREH, I35 TH 2R R A R B CALTO BRMILIE R 1A R B L B (AST) F+ == 1E M E R (ULND
3 MEMIEAER (HIESL 2 WK EE R R KA T BV AL AR I 45 1 Bl 3R 52 %) 40018 0.2%. 0.3%
F10.2%. HABEK TR, —MBICER. JEEEYE . FRIRAS B BUE AR AR o 3

LA MAEPE AR R, AR R AR S X RRZH A0l A% FVT 5 I 5 7K 2 AL B o) 55
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MedDRA 235 R4 RALt RASRI T TR £ RARBRE B, @R EEFTRAIAR RN,
HRARERZ AR RN TR KSR IAF, RN EREE KBNS H4h, R
PERFIFE (CIOMS ND i€ & A R M RAEZE 3 JEEE I (>1/10). F W (>1/100, <1/10),
AH W, (>1/1000, <1/100). FEW, (>1/10000, <1/1000). FEHZFEN, (<1/10000) FiAX CGEEHEC
A B ARV
BHRIT

TE B2 IR IT IR R A BT 78 T, 522040 (0.6%) EFHTEZGHn B4 (0.5%) AHLL, FE24EH%
FIYT 100 mg/ H AT B T4 R M TR A AR & B2 (0.3%) R WTFE

TEBAZIIT IR R 7T o, 2 4R 5177 100 mg/ H 1697 58 R MBS T ) 2 O AN H WL,
RAZN 0.4% (1855 GlEETE 7 B, FEZ T, BRMHERE 25882 B4 2 e AN [ B 1 AR
FN0.2% (1082 Bl EE A 2 B, T/ EA R F FHE

EmARIRIE T, B H T EE 100 mg 45655077 (R25R97) Ja, SHEELIMLLL, BEMEREREK
AL CHERS BT 2H AN 22 B 55 2H Ak B AR b & 9 3l 49-0.3 kg F-1.3 kgD
R 1 EXNERKFR S, BEZERFITEZEGRT (100mg/H) FBEERENARKRP (N=1855)
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FEYERE VT 100 mg/ H + = FOSUIE A B R A BB FE, 4ERSF117T 100 mg/ H +— BB 97 4L AN
L2 TR+ IR I 435 TG B A R SORE TR H A 7

FEWGRBE TS, B2 4Ehg HITT + Z FHXUN0A ST I 8 tH I M PR R A i W (1%, T
SRR+ RUIA ST 1) 52 H IAIG MR PRI 0% R AN I (0.4%) . ZE4ERSFIVTVRIT A, T/ EAIK
MR
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Pl 24 225 ) AL R 2 T 1)+ M Ak i A 25 A A 34 TG BB 3 TRLAS L I 2 T 3 M I R ¢ o

TEWGRI T, B2 4R BT +IEA R V6T 1R 58 35 H UG R (AR A AN E L (0.6%), 1257
LR+ IEA Z1 BRE ST IR 8E H IALC U 03 B8 W (1.9% )« FELER& ZIVTVRIT 4, o™ s A i A
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1E A A S BRI A T F 7, AR 4ERS 57T (100 mg/H D 4L 35 R 5 i 46 el 25 1
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PSR YT AL AR AR ) A2 P3RS L CHAERE BT + — R OBUIT+AS 81 S IR T 410 6.1%, 22 7+ —
XU+ IS NRIGTT 40 1.9%), HrpAERg SITT RS 1 7™ S AR i =4

WHAGE AT, 290 PR BRI A K (4ERSFITTIRYT2H+0.6 kg, “E7TIZH-0.1 kg)-
® 6 BEZAm (50 mg, AWK 5 FXIINEBLIREZ T RIBEREHARRM (N =157)
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7E B N AT [ 4% F17 TR0 — B OOUIE F R RS2 — U 24 J8 PG IRIRES:, 552 T 4EA& 57T
50 mg ®EH MK (bid) E4Ek&F17T 50 mg fFH—k (qd) FIEFIXTEL, 1EAETEZ = H U2
TBIT TCRE) 2 BURE R 8 S IR YT - 438 B 3 SEBR SN 1 BEHLAL (AR 68 18~78 %), P35 5 4; HbAIC
N 8.0% (>7.0%ZE<10%), LA 1:1:1 [ ELl T BEH L E 7241 . Horb 148 6 35 B 52 4% 51177 50 mg qd.,
146 1] F 3 pe 32 4k 5171 50 mg bid LA K 144 1] 53232 2 RN T

FE] N AT P A% F0Y T AT — HOSUICE A IR PRSI 5 T A N A R R 29, O R
TNHLRE VT RIS RS AR 43 38 4% 57T 50 mg qd 2H.(0.7%) 4E#% 51171 50 mg bid 2H(3.4%)
I (2.1%); ORI R AR 51: 4E6$%517T 50 mg qd 41 (2.7%) 4EH%%117T 50 mg bid
H (2.7%) MLZEFIH (L4%); AR FHLSURE P R RN KRR 4ek&517T 50 mg qd
H (2.7%). 4ER&51)7T 50 mg bid 4 (8.9%) FIZRFI4 (4.2%).
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¥ B H AN REAR A o
X 25 ZE TR N4 RE 7T IR

E A TJCAS oot 82 ZE AR L2 e T i 72 . IREGJS, AIZEA RN B, ROk
R IENLAS -
(20 RIS E L 2]
YR

HERE BT F T IR YR8 L AR SR B B0 - sh Wl i 25 B, R LA SV T C oAy AR
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Iy HHEFRE> 65 B A= 75 5 P EE P IAT AR MIGIR s, H5EFEEEMEL, 2FEEEELY
AN W27 RO HAAE R ER .. BFEEELFRELSARNE GES L (4R35 D.
(WA EIERA]

Y AT 5 e AR A BAER AT REMEEK. BN FITT AR E P (CYP) 450 iR
[PEH), FHoxt CYPA50 B JC 15 S ERAMHIE A, AT DA S A K AT B 5 36 PR R 7 X LE g () JEEA) i 77 B
F AN R A EAE

BEAN, 4ERE VT AT RERE M 5 2 [B i f B HAK % CYP1A2.CYP2C8.CYP2C9.CYP2C19.CYP2D6.
CYP2E1 5 CYP3A4/5 AR 25 AR BTG o o 2 T bR B F AL 5 25 BR )T B 3 A8 I 25 5
MG HITT 2 18] (2540 1A AH HAE I EEAT 790, WS R, K e DRMEREZGY) R BIZENR . iAs )
Fi . SRR —HONO . ZEHCE. Himee. BRI, AR AT D s AR S YA ST T R AR
J&, AMEEREAWGIRE LI 2R EAER
Sntag5IER. = B SR 52 ik & F

I RIS 1 45 SR S, B A% VT 5 O ARBURE R 03 2454 A% Z0 R — R OSSUNTCRIAS: 51) 28 JOR [ Bsf A7 FH B
REMEANGIRA B L2 1A EAEA
i (PHEEARY). HBER (CYP2CO EY)

TEME RS2 IR TP AT HIR R B FE I 25 SRR, 4ER& ST SIX PR 25 RN 2524 f5 , R HIRA Il R
XHZRBN IEAR AR o AR, MARAE H A5 ABFEH HEAT LI 72
HHEREHF. FBREFR. FypEHMERMmITEH

TEMEREZ R PR AT T4 FIT SR &M T BRI 40 A2 Aty T I 254 a0 A8 TLAE R AT
Fio {EXEEHTH, W RS INT RINERE, RAEBHERE LA 15 EEA .

H5HERFEFEZSAL, 4ER&HITT B F AT BE 2 52 21 35 L8R 8 29 M) B0 52 T ek 55, X 82544,
FEMERE AR BB . HURIRS R AR A 4 259
[(ZiidE]

EEAEFEER

RS RE PAT I — T 7 CEAMEIT R E 7 ~ 14 B2 &), KA T EN:
HZE 25—k, 42455708574 25, 50, 100, 200. 400 Al 600 mg, ELELA 251k 10 K. 2452555k 200
mg I, SZARFEAIREN R AP 2. 7F 400 mg FEAH, H 3 BUEHEHINAR, 5685 RIANRE
FVETS PR SE S RIS KRN I I R A KF TR (2XULND. 7E 600 mg FIE 4, H 141
ARG HILT AR R AR, UIBRHERR A (CPK). RARIREILHEME (AST). C-I M ML
HEEEIGIN. 51 3 F152 5 IR E A, Horh 2 41323505 7] I 58 H B 5 o 47 1B iR Ee 24 )
Fi A 52 IR PR A 56 45 2R S 8 AN TR 28T B A BAT R .

Kb PR e

M2t R AR, VORI B . 4ERE FNVT TCIRE I E N bR, (H R KRR
P (LAY 151) 0] BUE IS E T 265
[R5 ]

5 AN PR A TR0

it 15000 4 2 BUpE R EE 2 5 T KRS AT 2 4 BIXCE 22 B0 EH M 2590500 HE I PR A
Fio. ERFFLIEFE S, LA 9000 44 B#H 8 T 4ERE AT IIRTT (2557188 50 mg, &FHAZ—IK;
50 mg, 4FHAZ5MREL 100 mg, & HAZ—0). L4 8T 5000 42 55 1 8 i 4000 4 &t
#3274 1H 50 mg B 100 mg 4ERS BT HEYT . HoriEid 1900 4445 [H 42252 50 mg 5% 100 mg 4E4& 5117 TVE
IT BB SRR TE 65 B LA o X SBHIF TGRS 51T T 5 R 232 29036 T 1 2 BURE IR B AT I 2
1697, VARG T PR 24 AN B RN i IR I & AV T

MIRE, KAWL AR 58 HoAc AR T 328 B0 R FREAE VI FE bR, 4EREF1TT 5 — FEXUIR



e 2 Re i o0 AR (W U S Ol . 72— TUNH 24 FIMIG RIS, B8 T 4Ek& 17T 50 mg & H
PR (bid). 4R 57T 50 mg & H— % (qd) 2@ 0%t AR At i 52 — B SN A 24 1697 TE Rk 2 7Y
B R B R INIEYT o BEtIe g JE LR T2 HbAC N 8.4%. FE%5 24 JEIWF 54 5k, HbAc B L4 7
BIFFE 0.9%, T2 ERRIER] HbAc T3 F# 1.1%, HA%uiH5 X (p<0.001).

TE—BUNH 24 B RBE R, 7R ZHXUI CPIRH AR : 2020 mg) JoiEA R il ok i
B, XMYEREFNT (50 mg, FEHMRD SHtA&FIE (30 mg, ®H—X) #4777 iR 4EMg5T+ =
FHOBUICYA 977 2HRIIEE 4% 27 I+ — HOSUIICYE 7 40 58 2 172 HbAue A T 5528 HbAIc P31 (8.4%) 43 Jlk&
K7 0.9%F1 1.0%. F3ZMEA% ZIERFI — B OSUIIARTT I B H R BN 1 1.9 kgo M2 4EE 57T A FEXL
WG TT 1 R AR B N T 0.3 kg

TE—BUNH 2 FRIIERIREE H, 76 CHZ XU CERHAE: 1894 mg) 67T I G x4k
BT (50 mg, #FHPI FEFIZER (22 6 mg/H. WETFHFE: 4.6mg) AT T K. FFRIT
U4 J5  JERE BT+ H UG T ARG 51 22 IR+ — FE UG T 2H 238 HbAe AHXT T 5283 HbAc 71
fH (7.3%) 53 5PFIFEAK T 0.4%1 0.5%. FEVRYT J7 S IINGERS B1ITT HIAS 511 56 IR 1) 28 25 (1) A AR Ak B
3 N-0.2 kg MI+1.6 kge SHEFIEARIAITAL (16.2%) AHLL, 4ER&FIVTIAIT4L (1.7%) BE IR &
AR B E G, ERFRERET (2 45, XHMAITAEE HoAc SHEELMEMIT, B MR ER AT
I R A 2R T (1) 22 AT 4k B 4

TE—TUN A 52 FE s AR IRIE 75 s gl — FOXUIT (2R3 — FOOUNGRI 2 o8& H 1928 mg) 6
EE RS G R 4ERE ST (B0 mg, REHMO FESISERE CRRHAE: 2295 mg) #4177
Fds. WFFRHEAT 1 4F)E, 48077+ B WA TT 4L HbAc PR T 0.81% (JE4H] HbAIC [)°F
B 8.4%), A& H 4+ F AT, 2540 He % HbAC T3P T 0.85% (LX) HbAc T ¥ME A
8.5%), UL R kR T Git2: ERAES R (95%Cl: -0.11~0.20). #EREFITT 45 24 20 5 35 AR =
A ER+0.1 kgo TAHELZ T, M5SR4 2520 38 AR AR & 9+1.4 kg
[ZiEEE]

ZiRERHE

ZiBL22 2. DPP-4 41il5, ATC code: A10BHO02

YRS HVT I8 T IR By = I BORISE, ZZW — Pl s i £t KL ik -4 (DPP-4) #iil5)

YRS HIVT 45 24 G BRI 58 A 4] DPP-4 JEME, S IR f5 R 5 A 26 GLP-1 (Jk =y bk
FFEAR-1 1 GIP (& bt (e i i R 2 O & &7

TE I B Py YR S B R R R, 4ERRANVT REREIE N -4 A X R A R, e e
AR JR 5 2R ) b . 2 TROHE JR R BB B H 45 T 50~100 mg 4ER 53T 5, REWS I B0 B-41 iR ThAE,
B35 HOMA-B (RS ITA2: B 4iUThAEFa B0 AL S = 5 5 & EuAE DA MG i R 56 b 2 7k
BURERT AR 20 B A Sk o TEARRE R ATEF, 4ER& FUTT A2 U0 R R 0, TR PR b
IKF

AR GLP-1 & &, 4EREFIVTICREMEIE AN o 20X 200 AR RRURPE, 6 i RS 25 100
Iy

TE e URREE A BD, A ot A 6% 30 o 348 o i 2% AW 2 10 1 388 o ik 3 3R/ B R Lo, 45 1L
B0 IR S I e 26 W A P sl /L, 3 T AL T

TV GLP-1 & 3G ety T BUH M IEHE T 2EIR, (HiX — I GAEYERS VT 45 24 5 HF AR B
e R B 2 2 MR

REG U Ja MR L& FIERI R, VT RN EKFHN 15 mgkg RS Crax 75,
PN Y G A DN

KB/ R 25 24 5 M B ity EVEgH G 2, 29900 04 R A% 77 B 7K S AE KRR /N BR R 43 ) A
25 mg/kg (HE3E AUC #15, NAAEZET KR 5 4%) LA 750 mglkg CHAAEZ TR K] 142 £5) .

REV)JE M SR B iR, REAEHE . RRAE . IRYS, fEmfsA R T E L. REeHSL 259



ITEAS B B 7K

TEH AR SRR P st AL BT T, RO IRLERS ST T B S 1

TER B A EAT (A 58 DA S IR TG B B PEATE 78 1 45 SR 3R B4R 5T XK BRUAE & e 71 AR BEAT A
K R IAMRIG R B A R . 8K B S s g AT RIS AL T A RS- G A B . 7R R,
B JE RIEAF e IR T, [FIE R R Efabrds, oA R RBFAIEKFE N 75 mglkg (R
NAE BT 10 5. FERK T, AAESRAR 3™ 51 B S S R 0 R 74 W 82 3 i A4 B3 e DL B4
IR B IR B BRSO, HE RN K 50 mglkg CAARZRFE KT 9 ff5). E KB kT
T IR R R BRI, ATE4ERS ST 45 25>150 mg/kg B LR BIRARBI 1, AR EHE T
TR (FL) stk E — i Mz UL H EiG shi b

ER B HHAT 7 — 309 2 SE4ER 70T B0 ERF 7T, 25900 D IRF7 &% 900 mg/kg (ZIAH 24 T-78
REEEAFET, Z97E AR R EEKF 200 £5). ERFFR AR, RSG5 7T 5 ik ge
SRR R AR FE/AN R AP IREET T A AU 2 SR 4R SITT OB YERT 5T, 299010 D IRGR R ik
1000 mg/kg (MU TrEfR ARG AR T, 29I NR N F B K 1 240 £5) . 1ETC RN 7 &K
5 500 mg/kg (AR ER KT 59 /%) A1 100 mo/kg (AARZERTRE KT 16 1%, 53791 W 22 31 5 g A1 I
BRI ARG T 4ERE 07T R 32 BACH A Won st AL 51, T HER B i s AR AEAE—
P E B2 ek E R T, R LA BB e/ B I R A 2N, HARIRAE N A (1) RS K

FEA B AT ) —BUNMA 13 A st b, S4ERg FINT 25 2555 2>5 mg/kg/ I, WS R
A I T R AR, xSRI (. 2. BESRREED. 755 mg/kg/ HFIE (GREE
LM TENENL 2575 100 mg 25958 ) HEREEsh AU S 2] T KE . FFEsn T
RICSILEREFNT B LR, BRAERIA T, AR IIA SR A AL R . Uh 247 E>20
mo/kg/H CREEELZIM ST AR NS 257708 100 mg 25 R &1 3 15 i, RIS &
FRBIVE RIS SRl 3035t 20 LA e 5 2 5 B A SO B A R o 2445 2557 2>80 mg/kg/H , 56
SV R ER IR BE A2 93T 4 T VK 2 0T 5 160 mg/kg/ H 45 24 2R B8 S ) B A5 R e 45 2K 5
[ZR3)71%]
e

TG L5, JERS BT REBE IR, i K 25k S IR 4R 24 5 1.7 /NI . B9 Re %
TUAEIRIK VI (] 42 2.5 /NI, (HRFFASCE AP S 272K (AUC). 5 M2 250K R EE Crax
BE% 19%, XFR b BEAIRRE S, FULgErs 57T it B sl ANt & 4 25 . %25 4t AR F
N 85%.
ikl

YR FNT 5K E ARG EHE (9.3%) 8K, =AY e M2 L gn i . Eiken 2
JG, 4ERINT R IIRa BB (V) N TLL, HORNZZWIRENS 2 A5 BTG IR A1
AR

R RALEREFITTIE AR N B R B BRI AR, 2954525721 69%. 4Bk 77T 1) 3 B4 (LAY
151) A ZBEEYE, HONFEERER PR, 2955257 57%, RERGT=P N K=Y
(A HEZAFIER 4%) . NBERRARBEAR SN T RS v Be 2 48 SV KR E EIR B2 —, R8E
BEMEMARET=Y) LAY 151. R DPP-4 #J KR HHAT I AN RIS I R EIR, 4EMHITT K AR
—SEFEE |5 DPP-4 M55, 4ERSHIVT AL CYPA50 ACift. PR, ZERE 7T ARG A 24 254
W CYP450 ifiIF AN/ B SRR . RSN TERISE R BN, 4ERESITT X CYPA50 Jig R %A | 2%
SHEH . Bk, 45T A L@ CYP1A2. CYP2C8. CYP2C9. CYP2C19. CYP2D6. CYP2E1
8¢ CYP3A4/5 AT AENE R & H 259 .
B

[MCI4EM& VT I IRER ZiJa, 20F 85%[Zilmid JRVCHEME, A 15% M 25 Rets M(E H E. [
e 2ii5, 29H 23%M4ERS ST TR 250 B I R R . ik S 48 T B2 il & 4Erg ST Ja, 2454



(1) e I RN T PR 4 30 41 Linr #0013 Lihr. KRS A 2605, 4ERSBITT 10T 378 B 1AL N 2
NI CIRREE 2, AEREBINT BT BRI HIZ N 3 /N
L

TEVRIT TV ENE I N, ZERS FITT 0 0 24 e AR I 3 25 03k P - (AT 28 R TR (AUC) KB
25 2R = IR 0 2 bR R
Rk N B
P

FEH B I AR RS VU B A BB 4B 5 (BMD P 5 A0 Lo fe e 32l b, RS B 4% ST T I 245485
D1 SIS A IR R 22 5 . 4EARSBIYT 6 DPP-4 [RIIHI/E FA A 21 1 (1 52 o
i

HEFE@ESRE (18~40 %) HILL, 4Ek%417T (100 mg/H) FEEFEZEZRE (370 2) FiE
TN 32%, M LWNIEEKRERIN 18%. WFFINN, XEEAR AR R L, 4ERg 17T %)
DPP-4 [ FH AN 52 - 8 1 50
RE i

BMI XERS FINVT 2580 11 S50 A 5 . 4ER&F1TT X DPP-4 4il/E FHA 52 BMI 15200
JFDIREA 2R BE

FERRFE . rp R AIER I I B AN 4 R Y Child-Pugh ¥F40 40 2%, 199045 6 43 () & 12 4y (&
) Z e, FUEEESZRE XL, HR T IR XY T 2980 1S5 . 4R BT
WEEZiIa, VMR ACHIER R T IR 2 B K (il B 20%F1 8%), {HZ541H)
REKVFAHEEETFGASEZE TS T 22%. 4E85NT RE KN E (FhasiE0 s mEmmE
219 30%, HERDNEAIGKESL, 4EREFITT B S KF ARG LS S I D) ReAS 4= 1) B FE B 2 (]
B AHRAE

JFDIReA A BT, ARG NG N AR LB (ALT) BUMLIE R4 2R A5
(AST) KTIEH LR (ULN) 3 5B E AR A
BRI EE

SIEH R R E A L, A% 5T AR 62 L oh R B B T R AR 4 ;R T () AUC 3948 23 513850 1.4
1.7 #1 2 £, R4 LAY151 () AUC $8hn 1.6. 3.2 F1 7.3 1%, BQS867 (1] AUC HfEithn 1.4, 2.7 1
7.3 5. EARMAEW (ESRD) EEMAREIERYN, HYEKINT RERES EEE Y52 EE L.
ESRD ¥ LAY151 iR AL E BT DhReA 2 B & 2 ~ 3 f5. BUseAL B HAREEN [HE
ME]

MRENT AT LBR4EAS TIVT BARAKE (R25)5 4 /NEE 3 ~ 4 /N ILRGERT N 3%) .
BERE

HEEMEZRE (18~40 %) ML, &M (100 mg/ k) fE@EZEZRE (=70 %) T ng
FEACEHEIN 32%, I 2GR FEIE N 18%. BFFINA, XEEHARA BAIRIKE X, A& % DPP-4 1)
PO FAS 2 A0 B 52 o
ILERFH

H A AR B0 AS S 78 ) LEE A I 25430 77 22 58
i

MY PR s, Folv i DR 25 5 A% 1T 1 254X 80 77 51 %A B S 52l
[e58]

EF, 30°C LN RAF
(3]

PVC/IPVDC ¥ %, SNER GRS, 14 FIRASIE: 14 FrIBR X2 ASIE .
[A0H]
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