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BAR502 ; BAR-502

FRERS : MB6109
[REHRE : >98%,BR
BEME : IMG ; 5MG
Rl | BBEEEEEK

HAFER
HFR C25H4403
DTE 392.62 4
CAS No. 1612191-86-2 1
ezt -20°C , BBEEIATIR =
R 10 mM in DMSO
(25°C)
TESI | ARMEEEE NUEN  REEIR AR InEISRE.
HftBg | ATENZ2MNER | BFELRRHEBIXEFEIRE.

f@7v : BAR502 2 FXR 1 GPBARL B E#&ENF , IC50 {E234 2 uM #10.4 pM

A& : 24-Norcholane-3,7,23-triol, 6-ethyl-, (3a,5B8,6a,7a)

PIIRHEIR BB -

AN 2 e BeEXEGER

SARRME e, 10 mM in DMSO

AR e, >98% , BR

RS : -20°C , BEREEITTIE

EVEERIAFTHE

EERSMRERTMEATS ( NASH ) R—FIFEEREAVEMITR. FEXE , FAWAR THTF FXR F1 GPBARL AY3EE
THERE A ERCIA BARS02 2EFHIRRSIEIRE (HFD ) fIRMEIV/NE ARSI, 9 BiE , HFD /&S
N=30%kY b.w ( S¥IEA1ELL , P <0.01 ) HERRSHRENM. XLESRSRTVNERETEES HFD 5
HFD EX& BAR502, 18 [EJS , HFD /NI NASH #E45E |, EET=Z=REEEEITFIATE 4L | IR HIB=
EefIEERESEF = , SREPBlc, FAS, ApoC2 , PPARaFly , a-SMA , al IR/EF] MCP1 mRNA FRiAHEN,
Fi BAR502 jair SEUARERAL 10% , IBINIRSREUBMANEI KT HDOL , RIRIPHRAERNEEM: | KRIERLAF
#E(LITE LA SREPB1c, FAS , PPARy , CD36 #1 CYP7A1 mRNA RYFFBEZRIX. BARS02 i&HNATAE~+ SHP
1 ABCG5 HIZRIA , 1ENNAZE SHP , FGF15 7 GLP1 f93RiX. BARS02 {Ei# T epWAT BUEZFHRL TH
CCl4 FSHIFTAHEL. RS, XWE FXR #1 GPBARL iz BARS02 i@ S {EH IS ARANB T RIFIraz
HFD 5[2a9FHRA%.

EnEE

Fmifii® | BARS02 2 FXR 1 GPBARL AUNERaRI , ICS50 EHEI4 2 uM 104 M

B IC50: 2 uM (FXR), 0.4 uM (GPBAR1)

BARS502 2—FhafRAINIGEES , Eat9BUAIER B LEPBEULE, 7£ 10um ASRET , BAR502 A°gE
FIMRTE | DBUBLE GR. PPARYAN LXR |, {BRZUEGE 732K PXR. BAR5S02 BE51ES GLTAG HEHAYE
FREMAEER mRNA RIZRIA | FHEIN THP-1 4+ cCAMP AJREE. BARS02 %S HepG2 4BiEH
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OSTa. BSEP %1 SHP f9ZKiX. BAR502 7£ SRC-1 HELFEFIEER FXR SXMAHFERNEIEES
XAYENE.

BAR502 RU;Af7AIfiE B.W FE(E 10% , SENNBRSZHEEUREAIEIR HDL 7K , BRIPE(E SrbBlc, Fas.
PPARy. CD36 #1 CYP7A1 mRNA RIBSAHAEME. SKRAEFNLFAE(ITOFNETAERIA. BARS02 EINT
FF4E4Rh SHP #1 ABCG5 BYZRIA , FHEMN T /MZHHI SHP. FGF15 #1 GLP1 fYZRiA. BAR502 {2

WPIRT |t EPWAT 1835 , 0> CCI4 ESORTETAEL. (EIRERMAE ISR | BARS02 ATAARATHE
RABMAS 2R, 5 BARS02 BXEIATT alIEINTEESR | FERILEHEREREE/KTE |, Fradfad@E™
FXR $BEF (845 OSTa. BSEP, SHP #1MDR1) AIFHIESRIX , A [R2REEE,
ECHEXRIEE
MB6107 AMG-3969 AMG3969
MB6088 AZD1656 AZD-1656
MB6159 muraglitazar BMS-298585
MB3812 T0070907 T-0070907
MB0589 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 2-5-5-HERX PR, GW-9662
MB3813 GSK3787 GSK-3787
MB4844 L-165041 L165041

BigRER : RRRH , OENATOFEYS  BEFERASE  FERFTAMK, W& FXR 1 GPBAR1
#zh7 BARS02 @i R AEAASRAEERRIFRZ HFD 5EEAIFHR(D. WRTAEXRAMERIT.

RS
f# " o
- o 1mg 5mg 10 mg
W
1 mM | 2.5470 mL 12.7350 mL 25.4699 mL
5mM | 0.5094 mL 2.5470 mL 5.0940 mL
10 mM | 0.2547 mL 1.2735 mL 2.5470 mL
ZHTINIRE (KSF )
Ba502 23 1% FREAHRTEIRAKPHIER.
e INER 24 AIEREY C57BL6 NERIAEE 60% k) BERLFNISRAERISAEIRE (IRFZK ) (42 g/L) SHIEE
0]

RE (6 F/NE )18 /. 10 /ErI HFD f& , /NRBEHIES HFD 838 (9 R ) 8¢ HFD fil BAR502( 15
BR/AF/R ) WAREBRITES (9 RE ) 8 A, BNRETEERE (22°C) FEREHES (12:12
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NEFSE/RERER ) |, SRIFAZBRHEIMFENRERVNRIFRFIESOK | FRFEED 5 REOFHTNE
ROXEER | AREIIASEIE .

(]
BEFRNEEREE TS , BENHITLE , RENREE AL SENE,
BT RHEIRELREAER ?zaﬂ%ﬁﬁﬁh{ SRR , Ll SRR e SRR 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 | ABPOIFIRTERIEVEEERE | BILSCRAUANERNS. NFHEETR  BIEAE
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 MEESIRASURE |, IBZXRAEN}  PEAHESEXRESN , SUSFINL
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 ASEEREFRESH , IREWIN~ROEIFE/) , ANEERERTHISIEPHMEEEE L
FEBN—R , TREMERZTRIEFE. BILUINEEER (SRBEFN ) FRitsErRR%Ez T
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSEREETERTRE.
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