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MBX-2982 ; MBX2982

RS : MB2413
REFRE : >99%

B - 5MG ; 25MG
R  BBEEEEEK

EXES

HFR C22H24N8OS P
A

/\ = N o I‘l'-’
nF= 448.54 - ﬁ

CAS No. 1037792-44-1 A o

WS | 20C, BmeEnTE | =
BRRME BT 60%ER 2 _HEz 400 N,;#—E
(25°C) 10 mM in DMSO ~iZ

RSN | ARMEESE TR , NIRRT  TAAEARE.

EHOREE | AT TSI | BERIR AR,

YIBIEIRRIEHR -

AN 2 e BeEXRREER

SR ¢ e, BF 60%E2Z, 5 400 ; 10 mM in DMSO

B e, >99%

EFSRM - -20°C , BhEZATIE

EYEERIATHE :

MR — T E NN DM RER , HEARESRARS RS WEXIEIENAE | BNEERXIRE R

UL, SIELIESIZEELAE | BIEER. ERRAEFAN—FeSMRER. HRED A 1 BUERRE. 2
BUEERIR. IHIRVERRR R LSRRIV RAS | B 2 BIRRBEEN S 95%. 2 BIBRFENARFREIER
BRIETRS RS WAENEHEFE | RNERSHEERNNRSRL T —MENRZIAE. 2 BUBRE
B (T2DM)BRARPLRAEIHREIEISAHIE R — BB R R B R R BN IR EHIIEE. GPRII9OZG
protein-coupled SZ{R(GPCR)ZFERARBLAAEHN enteroendocrine ARBEANEEEARIFIZEA—MERIER
T—XHY 2 BUE RN B R, AIMNASRZERE , GPR119 EahFISANAMEAAT CAMP /K , WTT{EBEZNE
FESNRDRBFNISENRS R 1 (GLP-1)5i. 1E 2 BUERREaIIIERIS, GPR119 SRHENFI R/
RIS P ERARPARREAITHAE. MBX-2982 B—FhiskiF Ay, STAMY G EBRBESZ(R 119 (GPR119)EEN
#l. STRT 2 BURERFRIERRHAURATIRE.

FrmfEid | MBX-2982 B—FiRIRY. TTAAY G BEMBECSZK 119 (GPR119)E&ENFH,

S &IC50 | GPR119

EFRMERIARRES MBS/ SEIat | SXIRRMEIRAEEL | BB IMPX SRZRMITEERAY CAMP
MR |FREEZIEIN (P <0.01; ANOVA ; n=3-6) , RE/ZHRRLBSREIEREF. AR-23 1453
SRR A9 1.82 B R ZIRIBILAR BRI~ 4R EERIIEAL  PEC50S 35170 8.67
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+0.11%08.93+0.17, @ , MEFRIRNREMAEL ( 57.54 {F ) BUKEARAKN=ENTN , BFEN2
£ PEC50 8 7.03+0.13 #1 8.79+0.12.

ATHE GLUTag FIEAAMEHNMERESEEEIREXM , C57BL/ 6 /& GPR119 E&hFl
MXX-9222 I} 10 mg/kg HIFIELME, (15 , A THEEERE GPR119 JE , FEASTHRHAINN
DPP-1V {51 , {8 DPP-1V iIFI B R EMRERFIENS GLP-1. TE8EREERAETNER

EAHAR
T, WA MXX-292 FIERINRINNE GLP-1 KFEFHE , KB GPR119 ™S9 GLP-1 3 AKiEH
TEERE.
EeEXFERIEE
MB2865 N-Oleoyl Dopamine(OLDA) N-;HEEZ BiZ(ODA)
MB3820 GSK1292263 GSK1292263
MB2481 BZ_FE2 6000 PEG 6000
MB1342 BHIE Glipizide
MB1956 Nateglinide BRHEFI=
MB2048 KA&FIZES Mitiglinide calcium Hydrate
Mg  RdR | TZNETFEYS | AEFERASE | TEZERTFAMKR, MBX-2982 2—MOMR
M G BEREEBCA 119 (GPR119) &%, ST 2 BUERBHYATT .
T
m %og
K Gial 1mg 5mg 10 mg
1 mM|2.2295 mL 11.1473 mL 22.2946 mL
5mM|0.4459 mL 2.2295 mL 44589 mL
10 mM | 0.2229 mL 1.1147 mL 2.2295 mL

LHTINRE (URSF)

2 (v

Fi GeloSuror 22F [Fififedx HEK-GPR119 4AHf3 , FH7E 24 ~ 30h #1775 cAMP JUE, 4HiER

FRIBIIER PBS i%i%F0 ACCututase-{MBRAREIEFETBEZARMRE. KEEIELD (300
5, 5o ) BRFENEE TR ( Hank RISFEEERFIA 20 2K HEPES 1 0.01%RI7HS
ARERRY BSA |, pH 7.4 ) B4RIEIEEFIR. AREMIBITHEHER PR FIEZ 600000 M/ mI ,
AR GeloSoor cAMP i (2% V/V) |, £ 20°C S4B 2 /e , FFHTREMRS.

15 50 L L/ BHAO4BREAN T &K 384 FLHR ( 30000 NARE/FL ) &, FA EnVIEW FAR L
BEARE. 15 SuL Y MXX-992 ( £ DMSO hiZ4eiaht , AR 1:100 RS hik -5k

Bx10 R4EHR ) |, FRIIAZIUER/REF |, LUXZIFMAREIRE, FARTE 20°C 1B , RN
RIEIPRISERN |, LA R — Bk /RER P BERT B3 A cCAMP 354k, £ MR CAMP NRZAE

R EE (ZFRGIEAEE ) .
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HRESELS

7£ DMSO HiEEERRE BMX-922 , REENEE &R 1:100 , 5510 IRGEAR.
HEK-GPR119 KR FICE | HiSFREISFER PBS &0 ACCututase-RMBEARETERS
FETEREZERMEE. A BIED (227 %=, 758, 20°C) BHEEKEFAR , BERNE
MR EEF ( Hank FUZEENAMRINLE 20 2K HEPES 71 0.01%JCASEAESRY BSA , pH7.4) , 1
FEIRGRE 37°CIEE 5 D, AEBHEIETTEFHHREER 200000 MAkE/ml & |, FERFIRRE D
&,

EIsELs

R © MXX-922 3AF 15%58Z 8 400 + 85%H 23.5% 2N E-B-IRHAkS,

D - ANER

A C57BL/ 6 #M/NR. BEER , 10 FEREY/NE (B4H 20 R ) BEOARESSZ ( 15%5
Z_F5 400 + 85%HY 23.5% X HE-B-TRS ) 2t MXX-992 10 mg/kg, ¥#E (FH10R)
HEEELEE 30 DHfEH CO2 EER , FBTOREFRIWENR, A7 HRFEEN GLP-1, &
DPP-IV i1 ( & 1 ZEAMMAZHAY 10uL ) FSSHMNEIRNE , HEEOHESFRIZE , A DPP-1V
BRI E5T2RR0EE, B—Fani( B4 10 R )ESELELIE 30 o8 ORAREEME( 3 9/kg ) |
FHESEERERE 10 DPEFELSRM. FiEY GLP-1 (VER 2) iIfFIENE MR FRFAI GLP-1
K,

(=]

oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oD T RIEEHNEERMEDER | HEAMRIEFTRAEREEN | A LRSS ETRAR A,
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B EMIREERER

1 Fmp%E  BRIYERFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEAHREEER  ITEITMIMRSHRNZROETER | SAMESMEZRE. MTHERE KPR
(e, TS LEHTHYF , i Parafilm HOMR , FARBANMEEREER. REENEEK , B~ m
B, EWEEHBE , LIRFmLiRRE.

2 SRS | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEIFTE T 80 BXEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHE. BRfEERR SRR,

3 MREFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMERBMRY , FILAMERZKIESR (40 PBS ) #RERT , AIgEStTHIE | @I EAEERENAR® &
SXILRFAERE. WA DMSO 1E79ia7 |, 58tk DMSO REERIRE <0.3% LIB M St.

KREHT  FABRWGET 0.22UM RERTIRSIURE  BOXRARI:  SIESESEXRE S  USIBL
aiEtt | EERIAHEESEHRLE.

4 (FREIENA - BTRSUCSYIRIEAEN , WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDES , ANIEE , CMC-NA |, Hili% | BRFEZFPERBXNEVRE. WfER DMSO , i5tfifr DMSO
HILEIRE <5% LUBRSMHER. SHFIERITENE , TLISE TR

EWRRERRS B ER

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

) 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

liZss 0.4 0.05 8

K5 0.15 0.025 6

&= 0.08 0.02 5

NER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZM A B9 Km FE

5 XFFmElRERIIT

TR mE | EREERFRIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, I R E2RIEIERSELEN. BT -nBEEEndETEE  NSE - mRETEEy
EET L, XIHRBEAESITHSET  SEUNERRRIT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBERRK.

FRirSiEESE—EN TIRE | £ NI CERYETRIEESEE  EEMN

(e k=it =2 B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREERETH , WREMIN~REEE/) , BREY - RAATHISEPRMMEEEE
PEEN—E | FIRENRAZ R, BALUINEEER (SRIBMEFM ) FRiesEFRESEZTE
B,

T EEREGHARIAY R RERHAREENNRE | IR ERSENBHER Sz EY) | ITEAR
IEMRLEY)  ZERETSSHRREUKS  2EIRER | XM nEERETETERPRE.
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