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TGR5 Receptor Agonist ; isoxazole

RS : MB6112
[REHRE : >98%,BR
BEEE - 5MG ; 25MG
Rl | BBEEEEEK

HAFER
SF C18H14CI2N202
DFE 361.22 .
CAS No. 1197300-24-5 " cl o
cl
P 20°C | BN = N N@’
- 0
L DMSO: > 48 mg/mL /
(25°C)
TEE | ARMEEEETUER  IREESR , T mEAR T,
HithiiBg | ATENZ2ER | BFELRHE RMEFERRE.

fBI7Y : TGR5 Receptor Agonist 2 TGR5(GPCR19)EEN,

A& : 4-Isoxazolecarboxamide, 3-(2-chlorophenyl)-N-(4-chlorophenyl)-N,5-dimethyl

YIBTEIARIEHR :

AN 2 e BeEXEGER

S o DMSO: >150 mg/mL

T e >98% , BR

fETFSRM - -20°C , EEIOE=ATIR

VLB RIAFHE :

2 BURBERAS (2 BURBIRR ) —BERHRMNENERIBIEEESIEMIATRE. BEEKIIX T2DM REE
BFEIOAR | SINEYMRNAIRIEERR. G BERBECZR ( GPCRs ) RIATERERE AT WUHAYK T EIEH(RR
&K ( GLP1R ,GIPR ),GPR119 , FFAR1( GPR40 ). FFAR4( GPR120 )#0AE;t+#&={A& GPARB1( TGR5 ),
Her, GLP-1 3K ( GLP1R ) nJREREERIEFIAY GPCR, Efth GPCR , GiEFZSIHERSK 1 ( FFARL ,
t#RJ9 GPRA0 ), GPR119 #1 TGRS R FRARHERAI, TGRS 2Ry GPBARL , M-BAR B GPCR19

—Fh G EEMBEAZR ( GPCR ) BEETE a MIERMEEHERSZAE 2002 5, TGRS BG4k
FRIBINT GLP-1 A9RERY., BSR4 IIERAN TS , BEEESIREED W , IDHIRSMERERY |
EEEH= | (RIS , FEININARLRFRIEEIELE, TGRS e S8EANET RIS IS8R
BiHfE. Elt, TGRS EiRMREEE S ERIXES SN HEIIEEESEEERNS e U Rma0E
EB#tr. 7EERT , TGRS HalFIEEMERAFENIEHERFI— LB A IS F. TGRS Receptor Agonist
2 TGR5(GPCR19)E=n71,

TGR5 Receptor Agonist & TGR5(GPCR19)E&=h5,

£ U2-0S #giE ( PEC50=6.8 ) fIEZRAM ( PEC50=7.5 ) RE/RHBUHAIZNS, IC50 & :
6.8 ( PEC50 , U2-OS #EiIRE ); 7.5 ( PEC50 , ER4AE )

Bl#R : TGR5 TGRS ZRHzhFIXSEIE 100 FIRERFISMNED 7TM, BFEE. B, RcERfREER
SRNERMENE 81 FXR , B—MIEHERZN | (VEER MRS WD RIS BENNE,
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tokine TNFalpha ( PIC50=6.8) £ LPS ( lE&#E ) RUBUSRIANRICEZAEIE+. LHh, TGRS &

REEIFIEE RIFREMWHER , W=REEAIEEZER PAS0 ( CYPA50 ) 441K (1A2, 2C9, 2D6)
8¢ HEG -ZAFFINHES ( PICS0 <4.3 ) IRBTNERNEM. 2AM , AABRZNENE (PK) R,
TGR5 SRR HSRIARIEIRE ( CL=85 Z2R/H /A ) FIRAEBR ( CINT =48 =7/

2/ ), XANEINAFARBERM T SRR, B TGRS ZREEETRE | HKFS
L {BREEHAR EAERIEIN , EERAMEE | BB 6 M1 7 M EAFREEBNEFI R BT EREER
BIZERY TGRS ZRNRIFCEM TR,

ECHEXFRiEE
MB6111 SB756050 SB-756050
MB6107 AMG-3969 AMG3969
MB6088 AZD1656 AZD-1656
MB6159 muraglitazar BMS-298585
MB3812 T0070907 T-0070907
MBO0589 PGPC 1-palmitoyl-2-glutaryl-sn-glycero-3-phosphocholine
MB0225 GW7647 GW-7647
MB0226 GW590735 GW-590735
MB0227 BMS-687453 BMS687453
MB3709 GW0742 GW-0742
MB7303 GW501516 GW-501516
MB5023 GW 9662 2-8-5-HER PRI GW-9662
MB3813 GSK3787 GSK-3787
MB4844 L-165041 L165041
BigRER - BRI TZNRTLFEYS  AEFERASE | ERT A, TGRS Receptor Agonist

2 TGR5(GPCR19)#fafil. AJFET 2 BUHEERRRISAGURAVEAT.

RS
1mg 5mg 10 mg
1 mM 2.7684 mL 13.8420 mL 27.6840 mL
5mM 0.5537 mL 2.7684 mL 5.5368 mL
10 mM 0.2768 mL 1.3842 mL 2.7684 mL
(=]

HAFRNIREDE  SRTARER  FRAIRUE , RENREE , BN SICE.
BHTRRDUSRBHES , RAFRETRIERIRAELE , SRS E SRR Z A,
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B EMIREEEER

1 FRa%E  BMRIEYERFAEECHITOE A SRR, 8FMHERRTESE S BRI mE
R AEERHRERER  BEITWRHRSHRNEZRAKEE , SANMEMELER. MTHER  <EK
(EFERY | BB EEIIT | @Y Parafilm HOMR |, FHEFREMNMETFROER. WRKENEEK , B m
B, EWEEHBE , IR RE.

2 (EERHIE | ABPOIFIRTERIZVEEERE | BISCRANANERNS. NFHEETR  BEAE
BRI HIRIEFRESIEE DMSO |, ERHIETAEIFTE T 80 BEXEMT , —RIULIRERE 3-6 MA
PAE. fEfERRT , B IEERH TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BTXHY
WEMEIEAMRY , FILABERIZKIESR (40 PBS ) #RERT , AIRESTHIE | BT EAEERENE® &
SXIEFAERE. WA DMSO 1E79iER | iS58tk DMSO R&ERIRE <0.3% LIg Mg St.

KRETIT , F BB 0.22UM SRS IURE | IB2XRAEN  PEHESEXRESN  SUSFIN
BnEd , EERIEENSERIRKE.

4 (FREISEENA - BTREWCSYIRIEAMEN , IWISTR TFRECHIKE | FTRERFTEMA—LZ AR
fEZBDER , WNIEE , CMC-NA |, HiliE | BERFEESFEREXEVRE. WER DMSO , iR DMSO
ROLEIRE < 5% LABERBIEER. ARFIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km R
LS 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liz5s 0.4 0.05 8

KR 0.15 0.025 6

=)= 0.08 0.02 5

/NER, 0.02 0.007 3

#) A(mg/kg) =21 B(ma/kg) X 0 B B3 Km ZRE/ZHD A B9 Km ¥
5 XF SRR ERII

BRI RE  ERENERFRIEETEN  FINSEHITEIA. MTREMEN™ R  HERT 500MG
9, FANE ARRIEERSERRN. BT REETEzREETRE , NMSE- mifEEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTREmE , JLIE 200
HREAHFBELD  BRIEERE , NTTBRRK,

rRirErrEESE—EM TIRE A TECENYETRIEIESTE , 2EM

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

M ALEBREFREFBETH  WREMIN~RNEIFRE/) , AREEREA TR PSR L
FEBN—R , TREMEREFRIEFE. BILUINEEER (SRBEFN ) FRitsERREZ T
B,

XTFERIREGHRRIR = RREEHTRE EIRRE | BIENERSEN S ER A% EY | I TEER
RIS  EEEESPRREUKS  2WRER | XM nSERE T TRRTRE.
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