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Avasimibe (P4503Dl5)
e = i R .5
SD7212-10mM Avasimibe (P45041141/51)) 10mMx0.2ml
SD7212-5mg Avasimibe (P450311|51)) 5mg
SD7212-25mg Avasimibe (P450F0151]5)) 25mg
F@EN:
> REER:
-~ [2,6-di(propan-2-yl)phenyl] N-[2-[2,4,6-tri(propan-2-
Uoa yl)phenyl]acetyl]sulfamate
(R Avasimibe
g Avasimibe sodium, CI 1011, CI-1011, CT1011 H
i€ (e N.. -0
R | CuHuNOLS o 00
TR 501.72
CAS S 166518-60-1
afifE 98%
ERFEARIE | Water <Img/ml; DMSO 100mg/ml; Ethanol 8mg/ml
o SmgfiiA1.00ml DMSO, B(%35.02mgfi A\ 1ml DMSO,
B 1] A 1 0mMYVE R . SD7212-10mM i DMSOFRC 1) -
> EYER:
RO Avasimibefl ] ACAT, IC5043.3uM, B AP450[3 THECYP2C9. CYPIA2FICYP2C19, IC50%35A
PUIIHE ) oM. 13.9uMFI26.51M.
{518 | Metabolism
AR CYP2C9 ACAT CYP1A2 CYP2CI19 —
1C50 2.9uM 3.3uM 13.9uM 26.5uM —
Avasimibe KA lug/mlit, A5 FH T NS5 40 AT AR (10 B R 4H Bl (HMMs), 38 ik 76 Y6 R 240 PR W A
0] LDL&,E A AR ARIE bR 7 S2 AR5, 1 B4R s AR ] B2 (TC) AR AL JE [ BE(EC) . Avasimibe ¥ H2ug/ml
i, 510ug/ml LDLAUR T, 3455 0H [ EEAHMMIE A M AR 4hHE. Avasimibe il A QI T 15 40 f 1% 77
B IEE A (@ B, MHK11.9%-31.3%, XFERFERERBE, ZXMESES ApoAR FFEICH
AR Ko AvasimibefEIKE N 10nM. 1uMFAI10puMES, 7EHepG24H i iR & 24/, 43 5l ApoB 43 il 21 % 77
HPREAK25% 27%H143% . Avasimibeii i 3 5% ApoB ¥ 41 i P % A 1 A & P& IR ApoBA i, SRFF(K
ApoBZ3 s . Avasimibeff H TIC-21 EFg4Hf, #IHIACTC, IC5043.3uM. AvasimibedIfi] A JEP450[7 T
fil§CYP2C9. CYPIA2MICYP2C19, IC50%3%1°42.9uM. 13.9uMF126.5uM. Avasimibe/F Ff] T i 5 83 41
HiL, A ACAT- 13 38 FH [ BE RS 19 A . Avasimibeil i 75 5 41 fg J& 391 45 i Fl caspase-8 Fl caspase-3 ¥ ik
SRR T, AR R A A .
AvasimibefF 1 T-9 R g FefPEE 7, 235 PR NE 8 3 () FUS IR [ B2 /K F,  Avasimibe®s K #%30mg/kg il &
ENBETE | DRI, RREE3E, R (a) RS AR T B K ST 43 0] B B K P 168 M1 73% . Avasimibe F 2 [H
FAARARG 35 P I 2K F (LDIL), 171 PACER A JIE [ 7
IGARELE | N/A
FHIE N/A
> MARERHI|UEIERE TAFR, FERIFARIEEGRE):
Pty i P A S 5
8 2D 15 R N B FFIERORL AR (HLM),  JHEAT B i S256 . O 7IllEICS0, #2445 KmfE, f#
FA 38 ) JRPIET o 48 FE 100mMI B8 22 1 (pH. 7.4) 1 lmM NADPHHHTIR & . CYPLA24MHIHF 7,
Jrik ERAARUN0.SmIFIR S, #H10.1mg/ml HLM, 30uM phenacetin, 1mM NADPH, #£Avasimibe(0. 0.3,
0.75+ 1.5 3. 7.5+ 15, 30F140uM)TEBEIREPZE M ipH 7.4, BEEIATRMN . fE37°C NRBE 1985,
JOANADPH FFUGEE M. 2500805, 13 500u18Ki% 100ng/ml paracetamol-D4/CH3CN ¥ & R &40




Ko 10T &b @-EEE AR BT, P s —R =0, BEE, 02mbE A3
= ASLIeE T, fE3000rpm F 0102050 E, #EHTLC/MS/MSH T,

2 SE 56

EIES JEARN K SR A0 B AT AE 1) W 40
WIE 1pg/mlzk2pg/ml

AR ()| 487N

NT TR, R KB R (T 10% A LIS FIRPMIRE 77 2E), i FHRPMIK; #2FE 0 BMMSs 41K,
SR J5 7E A 8% agacLDL(100pg % [ /ml) F1 Avasimibe(1 pg/ml) 77 7€ i, 48 & 4= I 3% & A (BSA,0.2%) Al
DMSO(0.2%)( 4% F 1 7% 3£ ) i RPMI K% 55 J£ kb BEHMMs 48 /N if . I [ B A HES2 i b, HMMs 5 ag-
acLDL(100pg & H/ml) Fili & 147N, S8 )5 7845 B JGHDL(100pg 85 H /ml), Avasimibe(2pug/ml)BHDL A
Avasimibe(2ug/ml) 77 7€ I , {8 Fl % B8 20 RPMI 85 77 5 4b BF 24-48 /N If . b 4h, 38 i HMMs 5 & ag-
acLDL(100pg®& FH/ml) FIRPMIR; 77 3E 7F 2, B 55 (9K B N0.1%) B 55— IRIE H 24/, ag-acLDLAg# F[4-
Jrik “CIFC(0.5uCi/ml) B 4T BT PEARIC, WSE[MCIFCIIAM I . FE BRI 77 %5, fd FIRPMI % 3% 5 b 6 40 a3
IR, SRJGAEA BLJC Avasimibe(1-10pg/m) A7 FERT, {3 %S A ZH RPMI: 77 B A #2409 4-48 /N o FEFEANIS
W) A, WRBRESFRIE, B, K ARG B A0 4 M ) R o 88 VA A AR O B I [MCIFC AN . A &
Pt SFABE3:2, vivHSEARRIE LN . AT O DKESRRIVIE TR RS (85:15:2, viv), L4l
H S YR FCRIECARAERE I A FEEAT W2 20T, I 40 B F8UH AR iR IR B 53 A6 . FCAMAE B 43 $d%
AR AR 875 [MCIFC dpmv/4iiE["“C] dpmx100. ISk (i, 18 B & & B (1 mg/m/EA KN
bR, MEFCHMTCHE. tHHEECEMEATCHIFCZ A IX A

LI

SRR | AR
[ TEH0.9% NaCliE
Zilll=ss 30mg/kg
i | OB, BR—IK, FFE3H
SE -
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BEEER:

L] R (kS
SD7212-10mM Avasimibe (P450F71i 7)) 10mMx0.2ml
SD7212-5mg Avasimibe (P450311i 7)) 5mg
SD7212-25mg Avasimibe (P450311i 7)) 25mg
- Ui 45 1y

REERM:

20°CTRAF, B —HEA SmgM2smgR BT LR RAF, EA6N AN WIRETAEDMSOW I, =il 7% )5-80°C

’A7, Piite ™M HARL.

RS
> APERR T TN N R A, A TIRKR W EGYY, NMEHTEMEEN, NMEAR T EEEN.
> NTRIPZENEE, 57 EZRRFER—RETFERE.

{ERR5EA :

L.

2.

3.

4,

W B 7 i 4 S B e BB 3 B P R (R S AR AE A5 P BT T LAFE2,000-10,000g 5508080, DUE WA B R B 0TI £ E IR )G
B,

T 10mMIE R, BB .. 0T AR, TERIEAT & A R S S8 B A3 45 A I 7 7 TC 1) ol v A T P s 2% W (B
B JEH

BRI B AE TAEKREIE S % AR U P RS AR T 745 R e AR S STk, s iR 298 B A0, DL ATR: = RRE e 4hl
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