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Elafibranor(GFT505) ; GFT505

FRIRS : MB0228
[RE#FRE : >98%,BR
B 1 10MG ; 50MG
R | BBEEEEEK

A ER
PFR C22H21CIN206
o]
SFE 44486 o _
CAS No. 923978-27-2 9 ‘ O ><n/
OH
[y 20°C, BIEATR | | S Yy
AR DMSO: > 31 mg/mL
(25°C)
TEEN | SRMEEAEETNER , MREEIE TR IEIARIE.
HfttiB | ATENLEMER | BFLRRHEREFERE.

PIIRIEARBRIEHT

AN 2 s HEeEXEBER
BN ¢ DMSO: > 31 mg/mL
R ¢ e >98% , BR
fEESM « -20°C , BBLEHRAZEIN TR
EMEERATHE :

UM ERFEMHERBAERR(WHORAEAREARRRILSRF, PERONMEFRRLFERSNE
X, A, F RSO ERFLSWAURTE. HRFH PPARs SO ERFBRIABIGZEX H
i,PPARs EIFIE R ORI ESRmZY RIS, PPARs B—XHEINSENERET BT D REZK
BRERR R ENRER B ERTEERNE N RADRERERMAIESFAIRER IS FIRE 4
BRI SRR, RERFEMMRKIERR. sHRKHEREL. BBRAHESEEEEEMNIEA. Elafibranor 2
EENESMEEYIRIESIR ( PPAR ) of10RIEENF. B PPARa-1 AN Caco-2 / TC7 4HiE+ HDL 55
WANBSERMEXEE ABCAL , PLIN-2 #1 ABHD5 B95RIX. #&#tR975 . Elafibranor (10mg / kg ) BRI E
SH=EEFNAEEEEAI/KTE , FRHEINMmIE HDL %1 Acox1 ( —Fh PPARCHBELH ) 7EMEBFEAIRAR ApoE2-KI
FARUERE PPARoEIS/ NEHIRTRAIZRIL. 24T , PPAROESBS/NERINE M3 S EBF0IE HDL ABERS/K
1[5 , RBA PPARSTEIXLETHREEE(EA, Elafibranor (30 mg / kg ) AIiEZ> PPARCGERZAIAREHSIERSAA AT
FNBEEFRIR B FESHAEEMIAISIEN 2. BRI REEEEAEH=E9RER R FFAE+RY
FRIRAREASAEEE db / db NERIE R FHREERERZ (MCD ) IRa. &% elafibranor BIEIFIEEIRARZ
FRTF AT IEBEERE AT,

Elafibranor (GFT505) 23 S{IBSIMETBYIRIEZ(A ( PPAR ) of1SYBIANF. EC50 {E535U79 45

iR
me #1175 nM,
PPAR-a PPAR-5
B
45 M (ECp) 175 nM (ECxo)
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GFT505 IEAEFFRIE/INE PPAR-o/ PPAR-SZ{NEIAIRIIGTT 2 BUfERRmAIAFEFSIsRnRT RS,
GFT1007 GFT505 B—NEERAINEN EPERE NASHERIER PPAR-ofITER/INMERE £ PPAR-
S,

(&R

GFT505 AIiERG R , RHIRRIBEAATIER b MR ita0dEE S ARt
7. Elafibranor MZMRYF | AR5 RRAEEMNSVOIREM | (BT EMBHERE~ERMA
AJEENN.  Elafibranor AIEGERSEREURNE | ERERSHBERNSE , FIRDKAE. GFT505i5
FrBEE THERRRS db / db /NRAPRVEEREEHAIREER. A GFT505 MEREIXEEERLELE
EE 6-BAERES ( G6Pase ), PEPCK FNER#E 1,6- —HEEES 1 ( FBP1 ) MUFFRAN B EFI BRI
€. GFT505 fERFHARES PPARYEGE IR IERIVER

AT

ECHXTREE
MB0225 GW7647 GW-7647
MB0226 GW590735 GW-590735
MB0227 BMS-687453 BMS687453
MB3709 GW0742 GW-0742
MB7303 GW501516 GW-501516
MB5023 GW 9662 2-S-5-THERRRRAR GW-9662
MB3813 GSK3787 GSK-3787
MB4844 L-165041 L165041
MB3812 T0070907 T-0070907

FigRfER RHRAR | ZNAT O FEYS  BEFSRALE  ERT AR, Elafibranor (GFT505) 2
TEHEBMEEMENZ Ao ISRIAENR. PPAR RIKAVEEREF , MIREZHHIRM. JBTHEXIEER
BKF | BRSEFEUR | SRR UAIRIE BT SR,

figiREcE
i Mo
K R 1mg 5mg 10 mg
1 mM|2.2479 mL 11.2395 mL 224790 mL
5 mM | 0.4496 mL 2.2479 mL 44958 mL
10 mM | 0.2248 mL 1.1239 mL 2.2479 mL

ZHITINRE (URSF )

FEFRIHER LR IY PPARF] PPARYZA S MEZE/NEN &89 PPARF] PPARYES FEFIIRIE
Eifik, @BIIfER GALA-LBD UERMEE PPARaF] PPARYEEIFIRIATIBE EME. LIERE GAL4
/PPARCIFERZKAIMERR . KERFINER PPARCTNBEE M. HUBHREHER XLfit 4 S80S
TOZHATESEITER EC50 B,  7£ HepG2 4RI RAEK A PPARF] PPARYHEERAIE AT
H—LMHESHEY (BMS-687453 ),

2 (v

BMS-687453 7£ 97.5%Gibco Z{BKaY 2%M1iE 80 1 0.5%CMC ( ¥RFRELFLER ) ECH.

WYL ‘ . - R
s It 6-8 FIRRAIA apoAl HER/NEMBEN S ECEIARRGAT AT | FEBE ORERE( 5mL/
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kg A% ) ERREXIRBEMESHEY (BMS-687453 ) Hl AIFRERERYAIK. HFTH
PR 10K, 7£58 10 REG85/E | B\EER 4 /NIFHEE CO2 ER4LSE , A EBITOIRZFRIGM
REREEENESBETRATERVE. BaIHTE AREFRESHAERRATRATARER RNA

2.

CE=]
R AT RAIFEERL  ERTAIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEIRMEDER | HEAMREFTREREMURN | USRS ETRARZ A,
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A SR TSI

1 Fmp%E  BURIEERFFAEECHITOE  RADERRE. 8FMHERRTESE S 8EHm3E
R AEERIARERER  BEITWRHERSHRNEZRCKER , SANMBEMELRE. MTHER  KEEK
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. NREENEEK , B m
B, EWIEEHBE , LIRFLRRE.

2 SRS | ABDRAERIRELRE | BUCRANARENSR. NEHSHEER  BEAE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRXEMTF , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHE. BRfEERRE xR,

3 MREFIEREIE | BIRENAFEERERE  HRESRNEEEAHAREETFER. BTARNS
WEMEBMRY , FILAERZKIESR (40 PBS ) #RERT , AIgEStTHIE , @TEAEERENA® &
SXILRFAERE. WA DMSO 1E/9ia7 | 58tk DMSO RE&ERIRE <0.3% LUB R MIESt.

KREHT  FABERGET 0.22UM RERTIESURE  B2XRAESI:  SIEHESEXRE L  USIBL
aiEtt | EERIAHENSEHRELE.

4 (FRIEIENA - BTRSUSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fEZBDES , WNIHE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

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 ZREY/ZMD A B9 Km FE

5 XFFmElR L ERIRIT

TR mE | EREERFRIERTEN  FANEERTIA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEIERSELEN. BT -nBEEEndETEE  NSE - mHETEEy
EET L XINRBEAESITHSET  SEVRERRRT  Er-RinEAER. XNTRE=m , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSiEESE—EN TIRE | £ NI CERYETREIESTEE  EEM

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

M ALERFGERETH  WREMIN~RNEIRE/) , BRNEY R AT RS E M EEE LR
PEEN—E | FIRENRAR R, BRALIINEEER (SRIBEFM ) FRiesEFRESEzTE
B,

T EEREGHARIAT RRERHAREENNRE | IRV ERSENSHER Sz | ITEAR
IEMRMLEY)  ZERETSSHRREUKS  2EIRER | XM RS ERETETIERPRE.
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