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SR12813 ; SR-12813

FmdwS : MB1780
[REFRE : >98%,BR
BEEHIE : SMG ; 25MG
e | BeEERABEK
BEXER
DFR C24H4207P2
DFE 504.53 HO e CEI::
3
CAS No. 126411-39-0 &= HHCS:C
N [ T ——— A 3
(FEZ St 20°C , BB T8 & HaC B P(0)(OC:Hs)s
ety DMSO 100 mg/mL (198.2 mM)
’(‘fﬂs Ethanol 100 mg/mL (198.2 mM) P(O)(OC2Hs)2
H20: insoluble
TEE | ARUEREEETUERN  MREETR , vTeeamELaE .
Hithife | ATENRLMER | BFLRRA S —REFERE.
f@ifY : SR12813 EHEMAY 3-2E-3-FE- N _Hi¥Hls A X[REs (HMG-CoA reductase) D5, tBEZHk X
Z{K (PXR ) BIEEF.
] : Tetraethyl 2-(3,5-di-tert-butyl-4-hydroxyphenyl)ethenyl-1,1-bisphosphonate
PR HARBAEHT
oL U BBeEXAGEIK
BEME DMSO 100 mg/mL (198.2 mM) ; Ethanol 100 mg/mL (198.2 mM) ; H20O: insoluble
E21) >98% , BR
RESRM - -20°C | EEihEEATIE

EYEN -

FEaRttEiR

SR 12813 2 HMGCoA reductase ##5, EEERBEERRMA SR 1, 1-NEEEE. ©@id
125 HMG-CoA IXRESHIFE K I#(RIEEBRIAE S K.
SR 12813 2Z87 X 24K ( PXR , NR 112 ) #izh7l ; MEAREESZY) ;

SR12813 & 3-{=H-3-REX _EtiHEE A (HMG-CoA ) iEIRESHIHIFI
IC50: 0.85 yM (HMG-CoA Reductase)
SR-12813 225 X Z{F ( PXR) RYBENHI.

LI
pregnane receptor HMG-CoA reductase
850 nM
o
. SR - 12813 fImAMAENIBEES , IC50 9 1.2pm , EXIEREREMRBFM. Lok, SR 12813

AR 3-F2E-3-REN _BidEEE A (HMG-CoA ) iIRJRESEME , 1C50 79 0.85um, 25-HCHA
SR-12813 #RAJLAEI PR ERS RIS R AR FEEZL s ARE . B e IREtieEa .
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SR - 12813 7£ 8 ~ 16um BRESEEIRIZRFE Hela 403 , SR - 12813 XFE7HI Ad - Cre (SL -
5+Cre ) BUERMSFARVMAGFNSSTAANE | (A58 R SL - 5 FEIXFhEE FEE. SR 12813 & 25-HC
{BHEFERY Hela 0 SL-5 58354AH9 95 kDa £ HMG-CoA iR RESAIFEAR.

VEJaiRiE

SR12813 2—FIEEBMIAFFIRIR PXR AIELER , EC50 5351079 200 nM #1 700 nM, foxdx
A/ PXR BUEGE(ERIERMES. SR-12813 IR/ K ESZIIBER+ , IC50 8 1.2uM , B
SIBERABR ARG REERA. SR-12813 P&{EAEA HMG-CoA RS EM: , IC50 /9 0.85 pM |, B3
HMG-CoA IXREGEMAIHIFIIERERUE , T1/2=10 min,

(SRR | SR12813 ERSIPUNAR. WAR KRB I ARERZK
XX mIEE
MB3933 ML-176;SR-3335 SR3335;ML176
MB6750 FEEEE Cholesterol
MB6601 FEEIRE (v ERR) Cholesterol
RgRER RHHAH | TZNATAFENS  AEBFERMAE  mERT AR, SR 12813 82 HMGCoA

reductase ). REBRIBERRMAEERT 1, 1-WEHELES. CEITIRS HMG-CoA INRESRIMFAERIHET
IBEBSAEMI SRR, SR 12813 272k X K ( PXR ,NR 112 )#ah7 ; FEIBERZZ5Y) ; SR-12813 £ HepG2

FHEEZEREAN PXR-EUD TP AT EASST AR B SRERN SHIZ2hT X ZR(PXREETEN.
fiEARELE
1k [

- i * 1mg 5 mg 10 mg

K ~
1mM 1.9820 mL 9.9102 mL 19.8204 mL
5mM 0.3964 mL 1.9820 mL 3.9641 mL
10 mM 0.1982 mL 0.9910 mL 1.9820 mL
50 mM 0.0396 mL 0.1982 mL 0.3964 mL

LHTINRE (HSF)

p2 [

BMSZ  BUEYILA Me 2 SO(ZIRE ,0.1% ) IMANAIEH. SLIRfE  BIIEZEER TR0 0.1mL
A9 0.25%Brij 96,0.1M fE#E , 0.1M KF , 50mM KCl , 40mM —S#8:H , 30mM EDTA , 5mM
“IROWERS , pH 7.4 SREMEMME, EsLieT , B KFLUIE "5 HMG-CoA iEREgEIE.
H—L TR A HMG-CoA AREEEME.

fHRESEIS

Cell lines: HepG2 #Hig

Concentrations: 3 yM

Incubation Time: 21 h

Method: 7 5% LPDS 4AiEtEFAEHINA 1 uM lovastatin 5 3 uM SR-12813 , 4:# Hep G2 4
B8 21 /B, $2EX mRNA #17 Northern blotting 2.

EIsELs

Animal Models: Lt&X
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Formulation: BB EE
Dosages: 10 mg/kg
Administration: R

CExE]
oA RAIFEERL  ERTHARES  BRAMIGNME , RERNREE , SNSSEEE.
oHRD TR EHNEERAEDER | A AMRIEFTRAERAURNN | U EEBEESETRAR 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 , IWSTR TFRECHIKE | FTRERFTEMA LA
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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