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Omarigliptin ; MK-3102

FRRE - MB2139

RERE :

>98%,BR

BEE - SMG;25MG
iz © powder

HEFER
oFR C17H20F2N403S
DTE 398.43
CAS No. 1226781-44-7 F, N N 0
e 20°C , EEIEET TR st D ----- L N—ﬁ—
N DMSO : 79 mg/mL (198.27 mM) F
'gi’fs Water Insoluble
Ethanol Insoluble
TEER | ARUEEEERTNUERN  MRERESE  cTeEamELARME.
HitbiBl | ATENLLTER | B LRRFE T ERE,

@7t : Omarigliptin(MK-3102)2 DPP4 S%usiZtElHIz , IC50 &) 1.6nM,
A& : MK-3102 ; B#&F1;T ; Omarigliptin

PIBHEIR BB
AN e R
BRRME DMSO : 79 mg/mL (198.27 mM) ; Water Insoluble ; Ethanol Insoluble
BE >98%,
RTESRM - -20°C | EEhhEEATIe
EYiENE
Omarigliptin (MK-3102)2—# 5549, BN1%H9 DPP-4 fI#I5(IC50 = 1.6 nM, Ki = 0.8
= aafid nM). EFERNAIESEST , B4% QPP FAP, PEP, DPP8 #1 DPP9 £ , 33 DPP-4 E&Si%
#i , BEMSENEFEEEM (IC50 > 30 uM at IKr, Cayl.2, and Nayl.5 ),
DPP-4
o (Cell-free assay)
1.6 nM
Omarigliptin —#A%489 DPP-4 {HIF AEMFFENERE+ BEEE1%EMHIC50 > 67
umol/L) , HEEHEEHNEFEEEM , %FIKr, Cayl.2, and Nayl.5 9 IC50 {EATF 30 uM,
IMREE Omarigliptin fRiElth, ZTHM4MS DPP-4 FHURES  X—IBREEGsEEEYE 22—
ANEAGETE |, EIEESSAIER T , Omarigliptin J SEEE S /KR SFES MEEK
TERIPEIR,
pr— FEERNOREEEMEIXIGOGTT)H , FEFEMILAT 1 /g, DR Omarigliptin 88EZ&

i, IREWRBMEERREIEREN. omarigliptin RUSZSRERIRIEMBIEINEY GLP-1 g9z
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WKE. BN Sprague-Dawley KEA/NERPRIZGRINDERAREDS , omarigliptin B
BIEERRER (0.9-1.1 mL/min/kg ) ; ERE OB 0.8-1.3 L/kg ; BFRFZRK , 4
$911-22 h, EAREFARSF , omarigliptin OREYWFIRES | iIEF 100%, 7EHAZHE
18 , omarigliptin TR , IEEWNEITETFAEISRIBEEN. EFHEFROR
25 mg BY omarigliptin f5 , omarigliptin FEARRTRUREKIRK , £ 1 INESRIATIERE
(Cmax)750 nmol/L, EZHXEF , EWFIBE=274 %.

EeEX=miEE
MB3462 Linagliptin
MB3850 SR T SIRERERIT

Mgk RHRAA  SZNAT O FEYS  RFERSE  FERT AR, Omarigliptin(MK-3102)
RS, RIS DPP-4 %R | B—3KMRHEEY | B~ 454RR0 DPP-4 HIHIER . BESHIME
MENH , FSEERAEIAE. FA25IREMERA. A25RKMpSLEE. B ERNSZEI RN
DPP-4 ExJfRs MAEERFEAN-1(GLP-1)AIPERHER | FEK GLP-1 A9/EFRYIE) , NTIRSMRF IR GLP-1 #1
GIP HURE , ARZMEMMERS. GLP-1 A—KBEREER  B—XEmEEMINERRRR =D W ERR
PEREERSINER  BIEBSRERE | (MEEEEN , (BHRS B RS WRSEMNMIHENSE , A%
RARMYE ; IEIERES o MRS WIRESMES | ERBHFEAMEFTEEMERES ; IEZED WIEERF
HEEHEF AL ERFRREFREESME , NTIESORFRIFER. FmERIHALE,

RS

- 1mg 5mg 10 mg
1
‘]&)E */\
1mM 2.5099 mL 12.5493 mL 25.0985 mL
5mM 0.5020 mL 2.5099 mL 5.0197 mL
10 mM 0.2510 mL 1.2549 mL 2.5099 mL
50 mM 0.0502 mL 0.2510 mL 0.5020 mL
(=]

oA RAIFEERL  ERTHIRES  BRAMIUNE , RERARAE , SNSSEEE.
oHBD T MIEEHNEEIRMEDER | HEAMREFTREREUR | USRS ETRARZ A,
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1 FRP%E  BRRIEMERFFAEBCHITOE  BADERE. SFEMHNSERTESHS BEmE
B aESEAREEER | BEITMIMERSHRNZROETEE | SRNMBSMESRE. MTHSERE KK
(e IS LEHTEHE , i Parafilm HOMR , AARBANIEERAER. NREENELK , B~
B, EIEERBE , LRt RE.

2 (EEREIE | A EFIRERI VS ERE | BILSCRARANENSH. NFEHEHEER  BEAE
EAN , MHIEEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILISERE 3-6 1B
DAL, fEfERRD , BRIEEREITHRR. BREERRE R,

3 MRIEFIERGIE | BIRIENAFELHHERE  BRESRNEEZBHAREETFR. BTASY
WEYRIEAMRY , FTLAERZKIESR (40 PBS ) HREAT , AJRESITHINNE  ETEAEEIRENAR , &
SXISLIFEFE. WA DMSO 1E/9iEs | B8R DMSO SREERIRE <0.3% LIg M S,

KREHT B BRGET 0.22UM HERTIESIURE [ B2XRARI  HESESEREL  GUSTBL
aiEtt | BEERIAEEESEHIRKLE.

4 (FREMISEIENA - BTRESUCSYRIEAN , IWISTRTFRECHIRE | AT EMA LA
fEZBDAER , WNILE , CMC-NA |, Hil% , BRFEZFEREXNEVRE. WEER DMSO , 5tk DMSO
ROLIRE < 5% LAB RSB MIFR. LARIEIRITENE , ILISE TR

SDARREREAFIBIRER

byt (KE(KG)  [ARERM2) |Km &2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

=1 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14¥) B(mg/kg) X w140 B B9 Km REY/a04 A B9 Km FREL

5 XF PRI IR I

BNEFRE | ERANERRNEETEN | FNHEHR TN, W TFRESHMEN™R  HEET 500MG
B, BA1H s RRIEERHECREN. HTF-neXntzidRHEE NS mMETEEEEs
EETL  XMBREARERITHS T BEMMERER] , - RinEERK. XT&RIA~R  BJLIFE 200
BEARERED , BERBERIK , NTmgniRe.

FEnSvNEERE TN TIRE | & NI TERNYETRIERECE | BEA

(I k= ichd =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALERFGERETH  WREMIN~RNEIRE/) , BRNEY R AT RS E M EEE LR
PEEN—E | FIRERARRIEE. BALIINEEER (SRIBMEFM ) FRiesEFRESE e
B,

TR EGHARIAT R RERHREENNRE | IR ERSENBHERSMZEY) | ITEAR
IEMRILEY)  ZEBRETSSHRREUKS  2EIRER | XM RS EREE TR RE.
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