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Description
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IC50 & Target

ACATI[1]

In Vitro

RP-64477 is a potent inhibitor of the cholesterol esterifying enzyme Acyl-coenzyme A:cholesterol
O-acyltransferase (ACAT). Inhibitory potencies of RP-64477 in vitro in tissue preparations are obtained from
a range of species and in human cell cultures. For animal tissues, IC50 values in the range 6 to 283 nM are
recorded, with no obvious species/tissue differences apparent. Potent inhibitory activity of RP-64477 is also
recorded in human cell lines of hepatic (HepGZ), intestinal (CaCo-2), and monocytic (THP-1) origin with
IC50s of 503, 113, and 180 nM, respectively. No inhibitory activity is recorded against rat PCEH or LCAT at

test concentrations up to 200 1M and 20 u M, respectively[1].

In Vivo

Administration of RP-64477 (0.01% and 0.03% w/w by diet) reduces significantly plasma cholesterol
levels in cholesterol/cholic acid-fed rats by 29% and 61%, respectively. Food consumption is not affected by
dietary incorporation of RP-64477. Animals receiving RP-64477 (10 and 30 mg/kg b.i.d.) over this period
exhibit significantly lower plasma cholesterol levels on both days 4 and 7 when compare to values recorded
from vehicle treated animals fed the cholesterol-containing diet. Compare to cholesterol-fed controls, after 7
days of dosing, plasma cholesterol levels are 35% and 53% lower in animals receiving 10 and 30 mg/kg b.i.d.

doses of RP-64477, respectively[1].

Solvent&Solubility
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Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0051 mL 10.0257 mL 20.0513 mL
Stock Solutions 5mM 0.4010 mL 2.0051 mL 4.0103 mL
10 mM 0.2005 mL 1.0026 mL 2.0051 mL

*TEARAE = S E AN [EAR) o AV BEE PR A& VA R T 5 0 — ELICRUA R, 18 90 2 ORAE, B
ST R R I PR P R

il % B R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 4 H A, -20°C
fiBfEi, EAE 1 ANH AL .

EE PN

[1]. Bello AA, et al. RP 64477: a potent inhibitor of acyl-coenzyme A:cholesterol O-acyltransferase with low

systemic bioavailability. Biochem Pharmacol. 1996 Feb 23;51(4):413-21.

SEEREfE AR AL IR
VAR i 7E 7 [R5 P (R VA A P A B B S PR VA FRUC A 48 V0. — BTSRRI, 1 0 B ORA7, B S S VR A B 7= il SR
i B ARAE T AR : -80° C, 6 months; -20° C, 1 month. -80° C fkfERS, H7E 6 NH A, -20° CEFEN, #E 14

A,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
DMSO 1 mM 2.0051 mL 10.0257 mL 20.0513 mL 50.1283 mL



http://www.shyuanye.com

iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

M34H: shyysw@sina.com

5mM 0.4010 mL 2.0051 mL 4.0103 mL 10.0257 mL
10 mM 0.2005 mL 1.0026 mL 2.0051 mL 5.0128 mL
15 mM 0.1337 mL 0.6684 mL 1.3368 mL 3.3419 mL
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