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A REERR, ASTCR R, RIS R, YRA RPN Z R,
AR PR

PRI PRI 251 3 AN R e g — I VR, TEi 2 T ik fsedy, HeszA
SRYT 24 AR ZIAER G IR AR > 1% His FRRGINA RN IR 1 #2AMIBIT 52 K2
HEREIRAER > 19% KRR W 2,
F 1 PSTTUBIR R R RS i HZ A BRI 24 JAISZIAH, R4 1% His FLRUIMAR
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ZIRENEL (%)
ENEYe T 10 mg Q2W | FA%FIT 25 mg Q2W | =l | FEFIIT 5 mg QD
N=314 N=313 N=159 | N=153
TeWifEF & | 14 4.5) 12 (3.8) 3(1.9 |5@3.3)
ek | 4 (1.3) 5(1.6) 100.6) | 3.0
MhRERH | 6 (1.9) 4 (1.3) 2(1.3) [2@1.3)
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HIIRERH 3(L.0)
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TE— A A 25657 TG AR IR B b, 524060 10 mg Q2W, ARk 25 mg Q2W RIZRFIiA
7 24 2R, ARMIERAERSAN: 6 6] (3.8%) . 5 (3.2%) . 3# (1.9%) , RRE™
AT,

AE—TUAR i — FOWIEDE & 197 A TN RIS, P22 A 10 mg Q2W, Afh 25 mg Q2W
FIFIREFIIT 5 mg QD iRYT 24 JARIZIRE, MRMBERAERDHN: 7 6] (4.5%) . 441 (2.6%) | 1
(0. 7%) KL EARIMBE.
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vﬁmﬂmﬁ”m%tﬂiﬂ SRS, KRR E R RES

1E—TUA SR 25I67 TG RIS rh, H52 45, 10 mg Q2W, A% 25 mg Q2W FILFIiE
T 24 FIRPZIAE, IFIRESHIR ARSI 261 (1.3%) . 161 (0.6%) . 261 (1.3%) .

FE—IUA i 55— DU 5 T 7 A TSI R IR B e, 252 Ak 10 mg Q2W, A dih 25 mg Q2W
FIRESITT 5 mg QD {AIT 24 BRI, FNRESHINRERIINN: 40 (2.6%) . 36 (1.9%) |
26 (1.3%) .
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TE— U A 25657 TG AR IR B b, 524060 10 mg Q2W, ARk 25 mg Q2W RIZFIiA
I 24 JARISZIRE, BRI (RUAEIME, BeyZ ., SRS I BB R SERI3E) B R AR5 51 141 (0.6%) o
16 (0.6%) F13 6 (1.9%) .

E— T ity 5 FFOOUIIGR & 36y 7 I DI RIRBa e, 25245 10 mg Q2W, A 25 mg Q2W
FIRIESIIT 5 mg QD iRIT 24 JAMZIAHE, (U 25 mg 4116 (0.6%) ZIXEM G RMRRRY (F
BRZ) o
BR3¢

PRI AR TR, RS

AE TR S EAZGI6TT NTDYIE R IR SG h, 5200, 10 mg Q2W, Al 25 mg Q2W RIZRUAING
T 24 JARSZIAE, WEREEF R RER I 1H 0.6%) . 26 (1.3%) . 1#l (0.6%) ; fi5
Wil AR 361 (1.9%) . 56 (3.2%) . 3H (1.9%) .

AE—JUA 5 — FPOUUIIBR &5 36 7 AT RIS e, esZ ARl 10 mg Q2W, Al 25 mg Q2W Fil
FURSSITT 5 mg QD iRT 24 JAMISZINE, TEMEETHEMI AR5 36 (1.9%) | 36 (1.9%) |
36 (2.0%) ; REMiEEFEIRERS RN 116 (7.1%) . 761 (4.5%) . 58 (3.3%) .
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PISTILYIE RIR B RS0 eh, 5 ZROAARAIRE ST TERLE, A SIBYT 24 J& S MUER Y]
S, MARDEEE A TR (WK 3) o ’*‘E%U%ﬂ_ﬂ‘]*‘ﬁﬁff"§iuh[ﬁ#£ HALEF, HFY)
fiEfEbR (ALT, AST. TBIL. ALP) ]li]ch)LM

A 3 PISIIOOI R K143 53 b7 « mnmmmwm 24 JBIER M EIL

HHHNT10mg  HHEHIT 25mg LA

FRERA A Vit FSIIT Smg QD

Q2W(N=314) Q2W(N=313) (N=159) (N=153)
p23 54.631(23.3496)  51.877(21.1623)  54.260 (19.5732) 53.248 (21.4293)
HIEHEE ‘
i (Fre ) ‘?gﬁ;‘yﬂﬁ 5.639(17.5643)  4.719(14.5189)  2.989 (15.2328)  7.396 (16.6556)
22 47.529(46.8550)  38.648(28.8425) 48.682 (45.0855) 37.373 (43.7201)
5 UL
i (FRE2E ) *(’;ﬁ%wm 11.930(64.3807)  7.931(36.9389)  2.374 (28.8717)  3.877 (34.0255)
(58]
AR R SAT L G 5T
GERTE]
“ffv R

ARSAIG T 1 RRE PR o B RO R b 2310 S
ZBRIEEAIE LR RAE 10 RNIRAHIE RO 7

b 3¢

CLAimEZ Y (PREENT, IORENT, AEREENT, RIS TRIFTRSITT) $47 B PR
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FEBE BTl M%M%4(m@4)ﬂﬂﬂ¢ AT PRZPIE L I 2 LR 2 B DPP-4
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TR Z IR

AE RO ZER s MBI R AN A 00 €35 SR D B3 SR SR TR Uiy i,
FVEEASTAIT RIS, IEAEIRTT IR EX S 0.0 ) SEREIR R AE, B35 IR O
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FEPTTLIRARIRIIT IR, 56 (1.6%) 24N 10 mg Q2W iHyTHIEH. 4 6] (1.3%)
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T 5 mg QD AT %4 eGFR FF#5/MF 60 mL/min/1.73m” (14 t.
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BB S R 4 G AR T RS ) DPP-4 SIRIAIG AL, IS HIBA, FERZA S IAY T I
REAR S KRR BRI R A, AR RER KSR T, RIS IAG, 6% 184615 DR AL
HETISWTRNE 277
VR ASORTE A
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AHRBHZ AR R A S 2577 Bt

ASPIIYIE RIS, I 314 A BEHEZAG 10 mg Q2W iy, Heh 1044 (33.1%)
AR 60 FRPA L, TEELE (=60 %) BEMARESE (<60 %) BHNF, RMWGEFNRAL 2
FHBIEAAEDE S (R, ARREHERRICLL S 4 BB AL LA SR UL
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S5 KON R A A I 2459 LS5 SR IMHT, RS SITTE 36T AR, & CYP1A2, CYP2B6 fI
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CYP3A4 JCi5 S 1EM; X CYP1A2, CYP2B6, CYP2C8, CYP2C9, CYP2C19, CYP2D6 fil CYP3A
JEAMHIE . TAHERRICI BT BRI E VAL ISR S R, 251 EZOUUEIE N IETSRR, 2K
BHETEIIRAIZ 200%, L5YNEITEEEE, B HEFITTAEIRPR 1A AR S 1925 P AR ELA R P XU 0

BRGITT AR LR 2526 11 (BCRP) | P-WEE (P-gp) . AHLIIE 741220k (OATP)
1B1. OATP1B3, HHIBIEF4%ak (OAT) 1. OAT3, AHIFHE F#Iak (OCT) 2, %24k
EWIMEELIEE (MATE) 181 MATE2-K WY, 1097705 R RS IRIER, #isikoR
Z5ERGNTHIE N, BREIT TR R bR ISR S 2 B KB A
SR BB IR,

HRIR— R

— W DA RESZIAE TN LIRSS T 5 R 50T ) (25 mg S8 —) FIERER — HOWL

(2000 mg #H) IIZGPIIEMER. BFEEs REREREGITT M TREEE — FOWIIAIRASIEIRIE, (141

TR FPORKIIA S 58 22 R T S 2 W, — FROGUUIOR A ST T Y 245Kl ) 2 T s R, [l
ZAAAFACLGUEN N FIOR LA, TR TAIR, R SIT 5 Hh — ORI IR N JC 75 VB i 24
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ey T2245%)

THALRBIEOERAEN, GIFMTTILGY), MERBITTIY PKRHIESC W #5000, [R5 e T
FLGPIRA, Tt AN ) A B R RS R ST 2 2470 it
[#5idii]

TENGPRBFED, (RS2 R IRBHEHITT 150 mg, DBEZIAHE HBL T Al 2 kRN, 2
BRI DR REGITT 50 mg &FMJE—UGaRIT 12 Jal Y T RIERAIR R B 10 mg 19 5 )
ARNGEEN] G2 S )l

USRI B, R PR S5 N B, AEREREERUSCRRAY TR (40, 5BRHE MIE AR
W2, JEATIGRIGI, DRI RE IR DUEA PSR EIRYT) o HAiMRBTSOEI MgOE T KBk

FEMBLI
ZUL [ZREH] MRNE,
BF

2 BUBE R B 2 A4 T 10 mg. 25 mg F1 50 mg FARSIT )15, BEAFIRLEE N, AUECoy.,
BEATHIAN, BRI ETRIZ IR 253K 15 1 DPP-4 413 )2 AUECypp., EWIRIX, =/l AL2R
[P\ DPP-4 A=K T 80%.

C-QT @M HTEE SRR, FHRGNT I FEIRIT R FIE QT 4E KX,
a1

RGN TAEREREZIAF A 2 BB B h 25 REN A RHEAI L. 1E 5~150 mg TEEIN, HR51T
BTEE R RGN, RSZIRE B CR 10 mg F1 25 mg FHEFIT IS, Cua 203109 237 ng/mL
A1413 ng/mL, AUC, ;552 18123 ng/mL *h 140957 ng/mL*h, 5815351 131.5 h #1100.8 h,
ZRAHGHATCERL,

Wele: fEHEZIAE S OIRF RSN G, WREERE, JRIET29 1.0~1.8 h, S57IKAMHEL,
Bz AR R (1000 REEHEL, MR dib 50%) J5, 50T P RIAIER R AR, AUC
B 3%, Coay BHIE 16%, 1%LTE M IRPRIE Lo

I3 R HEZIRE SRR 5~150 mg #AE5IT G , V,/F ) 68~107 L. {RSMEIRIATE 5~500
ng/mL {EEIN, HRHITT MK E S5 S5 82.3%, TCMREEMEIE, AP 2 S 1
JRIKEELEAE 0.573 ~ 0.845 Z[H], 595V BAMaa T4 Bes) .

AR : IR IR [MC) AT IR, AR ABIE 259 o0 3, FFIERISH BTmRER. MRrpsip 24
TR PR 85% BA L, AKRIUE A A 58 5E RUEDT 5% RO, IRINIRIDE R AR Rt
2N NS DY E N (o

HElh: 52 0 B IR [MC] # R AT IR, 0~ 504 h JR il 3% rh o 7 J5 5 [ i %
95.9:£3.9%, AR 79.8£4.5%, FE i 16.1£1.6%, HRAPRIFEFEE 259 53 51 o5 AR Z B
68.1% 1 7.40%, LR IR B A FIT TE AR 2 2 BRIE 1R, IRANSE b I AR 1A
LAY, 5390 L ARZTRE) 4.73% F1 2.63%, FHREHTTIEARN R IRE A2 R 20%.

FEBRNRE:

HEDREA S ABE

BHAZG A2 R TR, BN (n=51) MHAIFIREE R 2 BB RMEE (n=587) ,
HARERBAWIR . M EERIEE I REA 2 e,

HIEAR S ARE

BERLGIREN 12 RER, RIEHWREASR (n=139) MIPEEMEASE (n=8) X EIHE
IEHT 2 RIBHRREE (n=491) , HESRELVEER,

ZE ARSI 10 mg HRHINTHIE, SHDIREER (90 < GFR<130 mL/min, n=9)
ZIREMLE, #E (60 < GFR<90 mL/min, n=8) . *J¥ (30 < GFR<60 mL/min, n=10) . ¥
(15 < GFR<30 mL/min, n=10) EIEASHAEITENHIZL AN T GERE (GFR<15 mL/min,
n=5) WHFMHEHHFITIN AUC,. .. 58I 6.51%. 18.20%. 18.56% Fil 5.93%., iR HHII i)
AUC, 5B 12.99%, 34.27%. 47.95% Fil 41.80%. VR X#H451TT (¥ DPP-4 Hlil % 5%
ARTCHEN, FREA SRR T TR VAR it

il

TRIBRELGCR 2 04, PERIXSHESITH PR RHIEI A,
EIEN

HHREHAL AN )22 e R, Rk (G 18~75 %) XEMFINTIY PK RAEAHI MM, EHEA
(Z60%, N=206) FHEBEN (<60 %, N=432) MRRASRFBAIHEIER.

IRELEE

HHERHAL G ) F AR, REAREON BRI T PK RFHIECH S0,

JL#

A ARLE) LHERE PO TIRRR L.
ittt g

A SATT ARG
(7320 D)

A IR T LRI HIBE A HOWIATT I A 2 SR TUHIR RI S, 5 2 RO0), AR 51T
HEE, B8 A S IBYT Y 2 TR B AR I ZL 2R (HDALe) tH 7 BA IR A M2 B S ko

L

FE—IZ Tl BEHL. DUE, 2R BTG R 7 b, 2800 B ANZ A AR GE A R il R i 2
TURERABE, BENLESZ A, 10 mg, ZRUAEE P8 — 6T,

5 24 JARERN TGS WL SN, 52 RORIZLLE, A 10 mg 4169 HbALc (%) X T2 ki
[ 2% 5 (95% CD 4 -0.63 (-0.81, -0.46), % FA4i11 2 2 X (P < 0.0001); HbAlc < 6.5% Fil < 7.0%
FAY 35 b BB 1 5 e 2 TR e 2 M MR B 2 /NI 3 IR AR L 22 BV v, 45 T 2804
PREG R 4

F A NGOT RRONTAD IR 24 97 BARREL

IR ‘ #18517T 10 mg Q2W (N=158) 2R (N=159)
HbAlc (%)

SR 8.16 8.13
HIR LR AL -0.96 -0.33
HRAN S (95%CD) -0.63 (-0.81, -0.46)

HbAlc (%) kbrzk @

HbAlc< 7.0% 8 L) 44.2% 20.6%
HbAlc< 6.5% I8 L 23.1% 7.1%
22 1A% (mmol/L) ¥

SELRIE 9.609 9.491
HIXH LR -0.755 0.121
HREEAZES (95%CI) -0.876 (-1.212,-0.540) -

5 2 /MR (mmol/L)"

ez el 15.955 16.072
TR EELR AR -1.777 -0.026
HRANZES (95%CD) -1.752 (-2.365, -1.138)

NOABRHRHENE; Cl= BIFXH
* T RS LA P < 0.0001
AARTHELR AR, 5 R 22 S O BAE G I /N — SR EE; X TIR)T 24 JEI LR B A, R
AR MIMES 5 (LOCF) J5 54Ttk
[1] SRAIH 5 2 5341 (ANCOVA) FLARAL )T XU PRAF A S LR 1 2B (A
[2] RATZHR A (Logistic) 2T HEAT H A& 51T TALAN 2RI 2 ¥ L
Sy DI Viitrg
TE—WiZ i, bl WH. 2 RIS ARMIDHIERF TR, 2P NET ARES
R RE R 2 BB, BENLRESZ A 10 mg BEPIJE— R, BIMER BEZGRIRR ST 5 mg B H—R
TS, AT UL R R AN
55 24 JESERRATT ISR, SRIMFITAMILL, A& 10 mg 4109 HbALc (%) HIX T L&A (LAY
AIZER (95% CD 2 0.11 (-0.07, 0.29), E%FRIEEHIITAL; HbALe< 6.5% Fil < 7.0% ISR LLH]
R B SRR G TR ; 2SRRI 2 /N MRS R ARA A (L S IR ST LAY, S50 7 R brdat
RUE 5,

A5 WA IONIRIGT T FIRESITT 00 KK 24 J97 Rdibi 1L

IR 55T 10 mg Q2W (N=156)] AT 5 mg QD (N=153)
HbAlc (%) "

LI 8.34 8.36
HIMIELR -0.96 -1.07
SHEFTINER(95%CD | 0.11% (:0.07, 0.29)

HbAlc (%) ikbrz

HbAlc< 7.0% I HH | 32.79% [ 38.6%
HbAIc< 6.5% NI ILA | 17.3% | 19.6%

2 M (mmol/L)

LI 10.021 10.044
HIMIELR -0.96 -1.34
SHEFITINER(95%CD | 0.38 (-0.03,0.79)

)5 2 /MR (mmol/L) ™

LI 16.821 16.386
HIHELR -1.82 -1.93
SRS R(95%CD | 0.12 (-0.55,0.79)

NOBEH R AEG Cl= EEXN

* EETRARRGU TS TR I T4

HIMIELRAAL, 5 RIREBITT 102 5 E JG I o/ N = T AT 240 Jal I B A 2% 1 B
=, RIARVOUMELE 5% (LOCF) 77 578,

[1] RIPRTT 225087 (ANCOVA) BBt Il T 3cHE bR RS L) i ;

[2] RAZ4RIA (Logistic) ZMHTHEIT HHEFINTARMBIR G TH Z K L

(250t )
5P

BRENT L IKIEIKRG 4 (DPP-4) HIAl. DPP-4 AP HOd I 2 5 A, Co RIS L 20k,
Jik -1 (GLP-1) RIS REREENES RZHE (GIP) o HHEHITT AN DPP-4 ifitk, /> DPP-4 /K
Rl (R R, AT TG P 50y GLP-1 A1 GIP (IR, AT ATRE (RIS 77 2Xh i 5 28
JBOF BRI MBS KT, METRR IR
AP

L BE

ST Ames e, I € RUNREFAEANM A SN A (RS TRE, /NEUA A BRI SR Ls SR
EPBILE,

LB

AETT 1  FIRIA R T AR, AR B SSACAT 8 A, VKR 2SR 2 S AT 3 K 1
WA THEREHITT 30, 100, 300 mg/kg, REMARLEAZ, HEEURALRIGMHSLALFIERS 6 K

(GD6) , MR T ARG s AR UG 5 114424, 300 mig/kg AT A ULBEPEA LA L1 1084,
W B LA 25 WD BT R, AR XK RUE 77 1RV R 7T R0, A AUC i, 20 NIEREIRIY
Rk 10 mg 19 204 % () . 260 f% () -

WS - MR 7 RS D, ALORA RUT 8RR R A (UEURSE 6~15 K) L4 TH AT 30,
100, 300 mg/kg, # 2 K2 1K, 42550 30 mg/kg (BLAUC I, 2909 AERZIRIT IR 10
mg (1) 81 £%) FE FARMIMIERG - BafF R &5, > 100 mg/kg (BAAUC i, 100 mg/kg £ Ak
FEIT AL 10 mg 19199 %) A WALYR BUA TR KRB0 (O REIEAR, fr I FHEEREE; 300 mg/
kg (BLAUC it, £ AHEFEIAIT L 10 mg 19 354 %) IE T W FEngam, TEIAREE, RSG5k,
UG, SERGRIN, MRFERKR TR, T W RAURNERE RS, BAfri L sRreas, &
BRI, SEURR T B ET R A (WEUREE 6~18 K) LA TFHIESIT 20, 60, 120 mg/kg, 2 K
Y LW, AT T W, > 60 mg/kg AL N ] WAESR S (RS, 120 mg/kg (BLAUCTE, £IWA
HEPEIRIT A 10 mg (¥ 85 £%) IR ISR WARYR G AN, R AR RRAR, 2 AL AR WX
VR - 42 75 PO SR,

BRI R, KR TFAEIRYE 6 KEMELIIS 21 RENA THERKSIIT 10, 30, 100 mg/kg,
B 3R LR, 4425 131 100 mg/kg (BLAUC B, 29 AHEREIT AL 10 mg A9 148 %) 7
R AT AL FO M RUA T ORI, (RFRIR, F1 UMK BUATRE, F1 AU RUEYRIVIN (A B,
F1 AR U FLIS ARG (X AR TIRRAT, AR U F2 (REIWIRIE,

ERFN TS KR, RAREHIR, TR RT3 ,

Tg.rasH2 /NRUES: 26 AL 145 T4 5177 30, 100, 300 mg/kg, MREALMK, Hlitis 300
mg/kg AR WG & AAUCH, 300 mg/kg il 290 AHEREETT 76 10 mg 19126 £% (i) .
105 f% (i)

KEUELE 2 LG THRINT, BAHBAMR, BEHIRD 15, 50, 150 mg/kg, #ERFEN S5,
10, 30 mg/kg, = 15 mg/kg (BLAUC I, 15 mg/kg £0 AMHEFEIGIT IR 10 mg 19 39 £%) IR FAERL
30 mg/kg (BLAUC i, £ AR RIT i 10 mg (9 172 £%) Fiik R BUaT WEIRAR IS4t HansoR /
JIEAE R TR 5. 10 mg/kg (BAAUC it, 10 mg/kg £909 AHERZ A7 I 10 mg 9 108 f%) ikt
T BUR WL
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