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TAK-875 ; TAK875

RS  MB5715
FREFRE :© >98%,GPR40 B3
B - SMG;10MG
i, : solid
HAEEE
oFR C29H3207S
DFE 524.63 _ o
CAS No. 1000413-72-8 7 \—/ O~y 4 .
WL -20°C, BHIBEEATIR fﬁt
T o
TR DMSO 100 mg/mL (187.39 mM) ;SiO_LO
(25°C) Water Insoluble
Ethanol Insoluble
FEEN | ABRMEEEEETNUEN  IRBERE , ST ImEARE.
Hfthidel | ATENREMERE | SFLNRFEIRMEFERE.

fEift : Fasiglifam (TAK-875) 2—ME3AY , JOMRAY , BAEFEMERY GPRAO BzFl.

78 : TAK-875 ; 3-Benzofuranacetic acid, 6-[[2',6'-dimethyl-4'-[3-(methylsulfonyl)propoxy][1,1'-

biphenyl]-3- yllmethoxy]-2,3-dihydro-, (3S)-

YIEBTEAR AT :

ORI 2 e HBEXAGBEK

BRI ¢ DMSO 100 mg/mL (187.39 mM);Water Insoluble;Ethanol Insoluble

BE >98%

fETFSR : -20°C , BOYIER TR

it

FeE Fasiglifam (TAK-875)2—Mi&Eit GPRA0 Hafifl , FERIAA GPR40 AJ CHO AZRH EC50
7314 nM |, EEHEREZL 400 {5,

Sk BETSL BB BRUtERLE hGPRAO,

2

GPR40
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(CHO cells expressing human GPR40)

14 nM(EC50)

{EIMERT

TAK-875 FIMHEWATHEFLEM , FITA GPRA0 SHARMEBSLESE | K 538 nM,
TAK-875 XJKE, GPRA0 SZAAFRILHIRFEHIFFIN , Ki /9 140 nM, TAK-875 FRIIH RIFAIE
B, BEXY FFA SURIRRIEMEA RN RBEREER , EC50 >10 uM, TAK-875877%ES
CHO-hGPRA40 4R IP RIF=AREMRERIEIGIN , EC50 5 72 nM |, tEEEESEANRELL
BRI PRMEEC AR EENFHER (EC50 9 29.9 uM)EBRI. 7E hGPRAO HRAAIXIERZE
CHO i+ , TitR TAK-875 BB | #AREEKR IP iE. 5 Ggo NM"ENESEIREE
—3, TAK-875 1EINRE B B EEMBIRRIERDED W, TAK-875 X GPRA0/FFAL FEK
HRIEASS [RERRS B 4HAETNREIES oA S4IAT.

{EHERTR

TEMERR ARt |, TAK-875 LA 0.3-3 mg/kg 858 OARAZSMRINERS) , HEORES
VERIEL 1 /B 2Rl , TAK-875 (8 25REEIE N O IRE M &t PRIBRE RS W. 1E 2 BUIER
7% N-STZ-1.5 XE{AR , TAK-875(1-10 mg/kg p.o ) /SZ5BB RIRSEIE BN , FHEINMR
BEDW. W, TEEM Zucker FEFRRABEEARARR , TAK-875 (10 mg/kg, p.o.)BEIEMN
MKRSFXF , HIESISHINE , AMEZERMIERE Sprague-Dawley AR , TAK-
875 BDfETE 30 mg/kg FIE , tERESEERSEDW . BARSS [RRmE.

ECRX miEFESEXERPHFIEFIEMNEER)

MB2436 DC260126
MB8801 GW1100
MB3819 GW9508

BRI - Rigtn , IOTRETOFEYS  HIESSRSE , TERTAR, AR
Fasiglifam (TAK-875) 2—&E30 , TR , BE1%ERMEN GPRAO HEIF , ST FATFEXTIRIR

L.
R E

FLT =

B 2 |1mg 5 mg 10 mg

{u|
R 2 X

1 mM 1.9061 mL 9.5305mL 19.0610 mL
5mM 0.3812 mL 1.9061 mL 3.8122 mL
10 mM 0.1906 mL 0.9530 mL 1.9061 mL
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50 mM 0.0381 mL 0.1906 mL 0.3812 mL

SHTINIRE (REXE , UHESF)

Animal Models: #ZOREDETEIRGAEYE Wistar FERAER
FhMIsEIs Formulation: 7 0.5% FREFMEEDESH

Dosages: ~3 mg/kg

Administration: Ofg

oK ETMAILERE , ERTHIEES  BRAMINNE , RERRAE , SNSSEEYE.

oHRD T I EHNEEIRMEIDER | BB NMREFTRAEERIMNENE | U EEIRNESEZTRARZA.

A S YHRMEIEEEIR

1Fma%E  BUEIEYERIFAEECHTOE  BADERE. BRMHEEFETESH D R~
mER ; NEERHREEER  BEIBIMRSENSZRAEFEE , SANBMESER. MTH=
& KEBRERN | BSUEREIIT BN Parafilm HOME , FHEIBBENMIEFRAER. NRME
BT, BEFmERE  ENEERWE , LR mstieRe.,

2 (ESERHIE - ABOHFRERTIVRERRE | BICRAUANENS. NEHSEHEER 1B
EREEER | AIREFRESIEE DMSO |, ERHIETAEIBETE T 80 BRRERT , —RIULIRER
f£3-6 MRLALE. EERRT  BXMERHITHRE. BREERREFRM.

3 REFTIERNE | BRIECAFTEERHERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY |, ATLAERZKMEAHI (40 PBS ) #HREAT , AIRESATHIE , AlBIT B (FEIARERT
AR AEXISEIFAERE. WA DMSO {E/9iAR | 58tk DMSO REEHERIRE <0.3% LIBRMmES

.

KREHT  BAENEN 0.22UM REESIEATRE |, IBZXRABRI , SHEEESEREL Bl
FBLEEYE | EERMEEHESERIRKE.

4 (FREhHYISEIEMA - BT RESUSYRIEFM  SMWLRTEREHIKE  TRREFEMA LA
FRWERENER  SIER , CMC-NA |, Hifi% , EAFESFERERSERE. R DMSO | 5
R DMSO RILEIRE < 5% AR BIEER. SHFIERITIHE , JUSE TR

AR EREFIBIRER

R REKKG)  (AKRMERI(M2)  [Km RE
Ui 12 0.6 20
o 10 0.5 20
{3 3 0.24 12
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g 1.8 0.15 12
iz 0.4 0.05 8
KER 0.15 0.025 6
[455] 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =140 B(mg/kg) X 04 B B9 Km ZREY/504 A B9 Km FRE

5 XFF-mB BRI

BWEIFRE | BERER MBS  FAER TN, NTRSMEN M, HERT
500MG R, FfIH) BI#BRMRILIERAERRN. BT~ nERIEEnIETRE  NmSE~5R
MEAEERES L  XIMREAESITHET  FEAUMERRERIT | ErRinfEER. YRR
PR, ATLAE 200 #EARFBELD , EREERIK , NTBRIRK,

RS EESE—EIRE £ NI EERYETREIESTEE  EFAM

e 2T =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /) | BRAL R TAIE B e
tEREEN—E , JEMEARERINEE. BULIINEESER ( SRIBMFFM ) FRIEERES
ez eeing.
T EEREGERIN R RENEMRECNRE | BBV ERESENEHEREHZEY TR
BGEMRNEY  ZEESSPIRBUKS |, EIRER | S REEREE RSP RE.
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