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Dalcetrapib (JTT705, RO4607381) ; iAZERHIT

RS  MB4302
BEE : >98%
BEME : SMG;10MG
R : solid
BEXER
SFR C23H35N02S
DFE 389.59
CAS No. 211513-37-0 4 H
[y 20°C , BRI TR ) @[ I
DMSO : 78 mg/mL (200.21 mM) = 5
AR
Water Insoluble 0
(25°C)
Ethanol : 78 mg/mL (200.21 mM)
FEEN | ARMREEETIEN  MRBEDR TS INELARN.
HttiBE | ATENLZLSER | BELRRHE—RIEFERE.

{81t : Dalcetrapib (JTT-705; RO-4607381)2 rhCETP #I%I , AEtnmLerh HDL JEEES,

B8 : JAZE/APT ; JTT-705; RO4607381 ; Propanethioic acid, 2-methyl-, S-[2-[[[1-(2-

ethylbutyl)cyclohexyl]carbonyllamino]phenyl] ester

YITBIEIRBAET -
BRI ¢ e HeEEAGEK
BERME e, DMSO : 78 mg/mL (200.21 mM) ; Water Insoluble ; Ethanol : 78 mg/mL
(200.21 mM)
BE o >98%
fEFSM - -20°C , BT e
S
g | IXZEHIPUE rhCETP 7Y , IC50 79 0.2 pM |, IBS MR FSHEEER (HDL) JBE
= mEig
iz,
B3 CETP
IC50 0.2 uM
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Dalcetrapib BT EEREEIEERIEN. EAMKPIAN Dalcetrapib AliESIEEESES
WinEAERTW. Al CETP ESHIA) B-SEEEERA Dalcetrapib {£F 3uM
BIMRATR | BREARZEEES 10puM B31EH0 . Dalcetrapib o] BEEINGET B-SEEISERNIF
Bk, fEAMZZ Dalcetrapib fFERE 9uM mliEIEREESE LIz = H 50%iE.
Dalcetrapib AJ7E Hep G2 4B+ HIHIEEE AL zE RS | iZIDFIEFRERIEMET

Dalcetrapib MR EIGINEZEIEEREERE/KF. EE57 [3H] cholesterol #RiCRIE
REREINCEERG , Dalcetrapib BT BN E KRR [3H] P HEEBRFO[3HIBEH
%. Dalcetrapib IEINMIKXEZEIRER- [3HIFEERS. Dalcetrapib 7 HAR SRR
BIRLAABR 30mg/kg FIERHPHIIEEREESEIZEE 95%iE M. Dalcetrapib 2BIEI0
M¥EEZEIRERBEEEKT 27%F 54%. #HEAAARORTIE 30mg/kg &
100mg/kg BH 3 R EEENNMEFSZEREHEER. Dalcetrapib AT EZEIENN
HDL-C 7k, Dalcetrapib 4386 5 %17 BiE , #0xJEB4E4EEL , HDL 2-C bY, HDL 3-C
EEBIBBERLENN , ZRBA Dalcetrapib X AEEERE L EE R EHAGIFEIEIN T S EIEEE
TAS RIS FHESCIEIN HDL 2C &8, Dalcetrapib ;a5 hnm;iEEEsE IS 2 E
FEE XM/ IMRENEF 2 BXEESEN | (EaTP#RMR A MBEHAERIRE.

AR

X CHEXFRIEEESHEXEMERIEHIENNER)

MB4303 Evacetrapib (LY2484595)

BigRiER - AR, OENATOFEYS  BEFERASE  FERTAK, KNmEZ rhCETP )
HIF |, EEEINMR HDL fRERS, =JARTHEXMERIRIEISEI.

fEREE
S B |1mg 5 mg 10 mg
{u|
RE = |

1 mM 2.5668 mL 12.8340 mL 25.6680 mL
5 mM 0.5134 mL 2.5668 mL 5.1336 mL
10 mM 0.2567 mL 1.2834 mL 2.5668 mL
50 mM 0.0513 mL 0.2567 mL 0.5134 mL

SHSCIOIRME ((ULSF)

Pl rhCETP #1 C13S CETP /"SA/39J HDL % LDL A9 CE §£§5:

Dalcetrapib A9 IC 50 BJp#{k rhCETP #0 C13S CETP /+5:H HDL [ LDL B9 CE 5%, MIEfER

BEEHE | genrosnia, e | [PH] CE B4 HDL AYRNT. S iEERESSEEN (45K
B 0.5u0/mL ) MM SRR EISEE ST T 37°C 155 3 \id, BE/S | It

S EN SRR Z AR RNIRERT | SR SR EEEIES , A p
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THEGEPH] CE 5FZ! LDL R9%ER2E.

Cell lines: HepG2 fHEE

Concentrations: 0 yM-30 Mm

fmpaszie | Incubation Time: 24 /Nig

Method: jTE HepG2 fAfEHEIRT 6 FUIRISFHRZE 70-80%C&. F PBS %G . ARASAEIK
E (OuM-30uM , AfRTF 2% _FREIN ) BCZIDEF Dalcetrapib 42 24 /\af, HIEATF
RT - PCR#&MAIS RNA,

Animal Models: FUEEE G
#iscie | Formulation: 0.5% FRELHR
Dosages: 100 mg/kg
Administration: (fRES

CxxE]
oK ET ML ERE  ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oERD T M EHNEEIREIDER | BB NMRIEFTRAEERIMNENE | A EEIR(NESEZTRARZA.

A SR EIEREIR

1Fma%E  BUEIEYERIFAEECHTOE  BASERE. BRMHEFEFETESH D 81~
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEBRGERR  BSUERELYF , X Parafilm HOR , FHREBBMNAEZRMAER., MNRMERED
K, BE~mE8E  @NEERWE , DRnKRRE.,

2 (ESERHIE - KBOHFIRERTIVRERRE | BT RAUANERNS. NEHSEEER 1B
EAGIEST  MIEEFESIE DMSO , EERHETHREBTE | 80 BEREMT , —RULISER
f£3-6 NRLALE. EERRT  BXMERHITHRE. BREERREFRM.

3 REFTIERNE | BIRIECAFEERHERE  HRESANEERANAREET/FR. BTX
BOUEYEISBMRY , FRLAERZKIMEST (40 PBS ) FATRRT , AIRERITHINE | PBd AR ER
AR ARXITIFAERE, WA DMSO {E/9iaR | 5tk DMSO REEERIRE <0.3%, LIgRMmiEs

.

KREFS , FATEET 0.22UM RERTIRSIURE | BZRBRI , FEAHESEXELN , Bl
L EYEYE | EERAEEESEHIRELE.

4 {BANMSEIRMA - AT REUSMERAMN , TR TIEREHLE | TREFEMA LA
FRWERENER  SIER , CMC-NA |, Hifi% , EAFESFEREXSEIRE. R DMSO | 5
R DMSO RILEIRE < 5% LABRBIEER. SHFIERITIHE , JUSE TR
SHWRRERSRGIERER

Bk RE(KG)  (AEEAM2) [Km &
eis 12 0.6 20
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i) 10 0.5 20
iz 3 0.24 12
) 1.8 0.15 12
iz 0.4 0.05 8
KB 0.15 0.025 6
] 0.08 0.02 5
VB, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km RE/z040 A B9 Km RE
5 XFFmEI s IR 38U

BWEIFmE | ERERmAVERTTEN | FRIER TN NTRESMEN M, HERT
500MG B9 , FfIH) R RRIEEMRSERRN. BT~ REXTRECIIETRE  NNSE~m
MEAEESES L  XIHMREAESITHET  FEAMERRERIT | ErRinfEER. YRk
o, FJLAME 200 #AGERIERL , ERKERIK , NERRK.

RS EERE—EiRE A NEEERNYETREESTE , 2EM

(aaANE=K=DIENcs| R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BREE - RAEFT AR EEE
LHREEN—E | TTREMBRARF=RmAFE. ETLUIINEEER ( SRIBEFMN ) FHRIEESES
ez eeing.

X TFEEREGRRAIRI iR HRE N IRE | (TR ERSENENERARzLEY TR
BGEMRNEY  ZEESSPIRBUKS |, EURER | XM REEREE RSP RE.
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