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Ezetimibe ; {XiFE&XKN ; (KIFEH

FEmdwsS : MB1963

REVRAE : >99%

BEEHIE - 200MG;1G;5G
R - BEHEAEERENR

BFER
HFR C24H21F2NO3
NTE 409.43

CAS No. 163222-33-1 4 Q&Q
M 2-8°C , BECFHEAZIATIE 13 F N
:_Et \©\:/\\J

DMSO : 81 mg/mL (197.85 mM) H
NAred OH
R Water Insoluble
(25°C)

Ethanol : 81 mg/mL (197.85 mM)

TR | ARMERAEEETUEN  MREEIR , JSRmEERL.

HftinBl | ATENREMRE  BFLRRAR—REFERE.

B« FEEKIN Ezetimibe 2—Fh NPC1LL iHIF , 2B%EY Nrf2 BiER , Ezetimibe (Eze) 2B%HY
B EEAR KT,
B : EEEKIGIKE KN, Zetia;Ezetrol ; Ezetimibe ; ki

PR HIRBAEHT

AN 2 e SEEVES SIS RIS

] == 162-164°C

AR DMSO :81 mg/mL (197.85 mM) ;Water Insoluble ;Ethanol :81 mg/mL (197.85 mM)
BUE e, 1.34 g/cm3 (FEl)

FIRLLE . <1.0%

BE s >99%

REESRM - 2-8°C , EEIhEE TR

EYiEtE

FEmiA | Ezetimibe B—MEAY. EEMAIBEEZIRUHNEIF , FAskiFHTIEERE.

= NPC1L1

Ezetimibe BEMECEEES , LDL EERIHH=EE , REEEINSEEEEDEREES.,
# Caco-2 #Hi8+ , Ezetimibe [&( 31%RIPEEESIE M | (ERFINEEELIE, Ezetimibe SR
{xIMAR | ESZK SR-BI, Niemann-Pick C1 BUSUIERR 1, ATP A&&R%izT , Wik A (ABCAL ) flix
SRR (| RAR) By , EEEET THESER (SREBP ) -1#1-2 , FF X 3K (LXR)
B9 B TEEAHY mMRNA FIRIA BEFER,

Azt AR B TEEERIRRAINEF Ezetimibe BMEMAZIEEEZKFLBIM 964 374 =
BREAR | 5e/9F N 726 = 231 Z5/5F , M 516 & 178 Z5e/57F. Ezetimibe imi/>ENRKGHEERE
WRRERIRER , MIIRREART 20.2%ZIFE75IRE4HRY 4. 1%F RIS EEIR R /N\ERY 7.0%.
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Ezetimibe id/ BN ROMEREETR |, FEFRERF(RASIEEIRRIRBE A 97% , ER
AEEERAY NS 91%, TEFEED , (RASAFITIEEERARBAY/NEF | Ezetimibe HDHIABEIEZIR
W, FHMEMARABERS , IEGINSZEEEREKYE , FHDHIEPKREEEL. EIRRBIEIERS |
Ezetimibe BXUNHIEEESEMEITIAEE , NTPRRMRBEEMAE, EARF , Ezetimibe j5
BRIBERIBRERIM LIRS | ERTERISIERE. EREEREFNEESF | Ezetimibe MR
EEEFIAFIEERFRE , ED50 4 0.04 =5/F =,

ECHEX=RIEE
MB1963-S WFEXR IR ED (RER)
MB25757 HiEEKN-d4
MB25759 3-O-ZBRiFE KN -d4
MB25758 TBERRERKIEESK U -d4
MB25762 EFEKIZER-D-AEHEER-d4

Mgkt - RmRT | ZRATAFENF  BEFEREALE [ PERTAK. KFEKNE—KHE
RUISEER IR BRI GHIR | BT S/ MRS RN R LIRER (1D FHRE 145X103 ) &5 | i0HlME
XHREPNZIEHERmE T RIREEIEZARL | BRSO RIEERE S E. SIERESTIAR | K%
BRUAEERES. Efhiss (MN4FEER ) BB tEE RN, EZAB(FRS 2B
A-REEIRE 2 BrAerehs ( ACAT ) RUIHIR LDL 24K (BIERZK ) IRIESELXR. KEERNKIRISTERT
IEhSHERERESEETTER | IFSRIE( T/ ERaIRAE.

gkt E
f % g
s # 1mg 5mg 10 mg
1 mM 24426 mL 12.2130 mL 24.4260 mL
5mM 0.4885 mL 24426 mL 4.8852 mL
10 mM 0.2443 mL 1.2213 mL 24426 mL
50 mM 0.0489 mL 0.2443 mL 0.4885 mL

SHTISIRME ((UHSE)

GST-p62 FAFITFEHIE , 0.5ug 4ELAY GST-p62 BEATRI AMPK BEERILTUIE, @i
FRY S-ATP BI3ERET IR ENE AMPK 33 p62 ZEFRIBEERIL. M HEK293 fRigEaii,
AMPK 544 , FA Flag-AMPKB1 #1 HA-AMPKy 1 £ myc-AMPKa1 BF4ERY (WT ) &
myc-AMPKa 1 EE5ET-5825¢K (KD , D157A ), 5 AMPK SE&INAZI&HE 20mM HEPES
pH7.4,1mM EGTA ,0.4mM EDTA ,5mM MgCl 2,0.05mM DTT ,0.5ugGST-p62,0.2mM AMP
F1 ImMATPYS IRECESH, REFE 37°CTi#HT 30 O%h , ABIIA 20mM EDTA £&1EfR
R, ATHUYS-HRCH p62 B , BREFEERTA 2.5mM PNBM JRELY, 2 /T,
(E R BB B B R REBT D=4,

1 Huh7 AFFRRETESE 10%FBS , 100 87/ mL F&E = 100ug/ mL #EBXNEEEE
UHBESEIE  DMEM & 37°C , 95%Z5/ 5%CO 2 SEhiss, FsSAREREE KD (10uM , 1 /\6T)
RLERRTARRE , FFSIRHEER (PA, 0.5mM , 24 /MBS ) —EBIEE.

EIISEEE  [SEFE 10 FEiAY C57BL/ 6J MM/, X I D B EI=E+H—H( 40 7-10 R/MR)
FEBEY; MCD IRE | BiaTT,E0 MCD IRE | IKEEXRIGETT. /NS EHIREFK , iBE
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CRISTE 23+2°C , {BE/ 60%+10% , 12 /INiHSEhR/RIETEIR. ESBEHFERNERN MCD X
B, BEOREEEERIREFRIEFEKN 10mg / kg |, 15484 [, EERAFIENRY
MCD IREEEZAERARRIBER R E P EUKOR 4 B, EarBasEUE—REE. 4FE,
NS RRERFE SRE B OB SRR SR AR, WEREAIRHER R PRI QI BT 1E -7 0°CERElE
/RSP EIEE R,

ZANEES

(RN OLETF (n = 11 ) FIEFHAITEAY LETO KB (n = 3 ), HEEEH 12 /\I/AEEIR
RFAFERIRRRRIEFHITEN, OLETF KRRARBRMUSMFEEARE , FERINHIE
MR | BEAEHFIERBRIIGRAR(E. sl AAZIRGEIMERBUKIIRY. £ 12 Bieet , &
RERBEN IR B EIIER PBS BifkiFEKIT (10mg / kg /X ) 43F 20 &, fEMFESRRS
IEARERIRFFFAIEIRA Zoletil / Rompun fEE, MBSENFKICERIAR , FHIFFHELR | 28D

ERAIRHE  FHEFE-80CHEHR—E T,

CEE]

KA RAIFEERL  ERTHRES  BRAMIUNE , REAREE , SNSSEEE.
oI T RIENEERIIOEE  BEAMREFRAEEAIEN | LIRS EZRIAR A,
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A S MR EIER RN

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

2 (EERHIE | ABPOIFIRTERIEVEEERE | BISCRANANENS. WFHEETR  BIEAE
BRI HIRIEFRESIEE DMSO |, fEERHIETAEIETE T 80 BEXEMT , —RIULIRERE 3-6 MA
AL, 7EfEMRT , BRIEERHI TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BT
WEMEIAMRY , FILAERIZKIESR (40 PBS ) #RERT , AIgESTHIUE | BT EAEERENE® &
SXIERFAERE. WA DMSO 1E79iaxR | iS58tk DMSO R&ERIRE <0.3% LIE Mg St.

KRETIT , F BB 0.22UM SRS URE | IB2RAEN  PEAHESEXRESN , SNSRI
anElE , EERIAEESNSERRKE.

4 (FREISEENA - BTREWCSYIRIEAMN , IWISTR TFRECHIKE | FTRERFTEMA LA
fEZBDER , WNILE , CMC-NA |, HiliE | BERFESFEREXEVRE. WEER DMSO | iR DMSO
ROLEIRE < 5% LABERSBIEER. AR FIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km &2
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

K5 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 B9 Km ZRE/ZMD A B9 Km ¥
5 XF SRR ERII

BRI RE  BRENERFRIEETEN  FISEHITEIA. MTREMEN™ R  HEMRT 500MG
A9, FAME ARRIEERSERRN. BT REETEzREETRE , NMSE- mifEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTRAEmE , LT 200
HEAHFBELD  BRIEERAE , NTTBRRK,

rRirErrEESE—EM TIRE A TECENYETRIEIESTE , 2EM

(AvaN=R-=piel e RZEEE
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEREFEFRETH  WREMIN~RNEIRS/)  BRNEY R A TR E M EEE LR
BEEN—E | FIRENRARREE. BLIINESEER (SRIBMEFN ) FRlesiERE St TE
B,

TR EGHARIAY BRI EENNRE | HIEVERSERNBHERSFZLEY | WTEBR
MR EY  ZREETSSTIREUKS | EIRER | IR EREETESPRE.
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