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HEYEE

Description

GW3965 hydrochloride /T X %4k (LXR) 357, % hLXRa Fl hLXRP 1 EC50 7% N

190 nM 1 30 nM.

IC50 & Target

EC50: 190 nM (hLXRa), 30 nM (hLXRB)[4]

In Vitro

GW3965 hydrochloride promotes GBM cell death in vitro with enhanced efficacy in
EGFRvIII-expressing tumor cells. GW3965 hydrochloride up-regulates expression of the cholesterol
transporter gene ABCA1 and the E3 ubiquitin ligase IDOL and reduces LDLR levels[2]. LXR ligands
inhibits platelet aggregation and calcium mobilization stimulated by collagen or CRP. GW3965
hydrochloride (1 or 5 uM) displays a minor inhibitory effect on fibrinogen binding and P-selectin exposure,
when platelets are stimulated with 1 pg/mL CRP. But using higher concentrations of GW3965 hydrochloride

(10 uM) or T0901317 (40 uM), the levels of fibrinogen and P-selectin on the platelet surface are reduced[3].

In Vivo

GW3965 hydrochloride induces an increase of neuroactive steroids in the spinal cord, the cerebellum
and the cerebral cortex of STZ-rats, but not in the CNS of non-pathological animals. GW3965 hydrochloride
treatment induces an increase of dihydroprogesterone in the spinal cord of diabetic animals in association
with an increase of myelin basic protein expression[1]. GW3965 hydrochloride (40 mg/kg, p.o.) strongly
induces ABCA1 expression and reduces LDLR expression, and this is accompanied by 59% inhibition of
tumor growth, and a 25-fold increase in GBM cell apoptosis in vivo[2]. GW3965 hydrochloride (2 mg/kg,

i.v.) increases bleeding time and modulated platelet thrombus formation in vivo[3].

Solvent&Solubility

1 B S

DMSO [ - 100 mg/mL (161.68 mM; 8 7 Bhi; WRIRAT DMSO R 7= i (7 i B2 A S 35 5%
Wi, EAEATETITE ) DMSO)

H20 F¥EMERE : <0.1 mg/mL (insoluble)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.6168 mL 8.0839 mL 16.1679 mL
Stock Solutions 5 mM 0.3234 mL 1.6168 mL 3.2336 mL
10 mM 0.1617 mL 0.8084 mL 1.6168 mL
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Solubility: > 2.5 mg/mL (4.04 mM); ¥ % &k

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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S5 BRI > 2.5 mg/mL GERIERFD HIEHER.

U 1mL TARRCAH], B 100 pL 25.0 mg/mL FI7TE DMSO & W% 400 uL PEG300 ', R4
151, Hi B A RF I 50 uL Tween-80, JRA YA RIGHAEEEIIAN 450 uL AFHAK EHE 1
mL.

AEFRER KT 0.9 g FAEN, BT ddH.0 HEAE 100 mL, AT LIS EIEHE I IR R K
T

L -

IR IR R: 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: 2.5 mg/mL (4.04 mM); &itif; 5 Bh%

SET7 A3 2.5 mg/mL B A1, S R] T IR A

PL 1 mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (I T 5 B-FRMIAE) MAEAE T 10 mL AEBE K, SEARMEREIEN.

HR =

EIRF I INEER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (4.04 mM); E#E R

SET7 AR > 2.5 mg/mL CHLRIBERSED BRI, IbJ7 R 9e AMI7E LA A UL s Y se s mg
TR

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL [{7EH DMSO fig & inE] 900 uL Tk, JBEH
5.

VUR 75, W B TR, U RS, AR RIRA . U AT SR E 4 b
SRR AIE SR Z B AR S EE s e ISR AR A BT . BTG, R Rl s AR
HH 7 7 B .
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RIS R:  Corn Ol

Solubility: 10 mg/mL (16.17 mM); &Mt 875 B
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T AR A 7 i A AN [V 751 o )V A B S R A TS VA R i v — BLBC BRI, 15 0 S ORAE T8 G S SR RO R P 7 i 2R
il B ARAE 7 SRR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C fB77H, 7 6 > H Pl
Hl, -20°C f#sfemd, 67 1A RAER.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.6168 mL 8.0839 mL 16.1679 mL 40.4197 mL
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DMSO

5mM 0.3234 mL 1.6168 mL 3.2336 mL 8.0839 mL
10 mM 0.1617 mL 0.8084 mL 1.6168 mL 4.0420 mL
15 mM 0.1078 mL 0.5389 mL 1.0779 mL 2.6946 mL
20 mM 0.0808 mL 0.4042 mL 0.8084 mL 2.0210 mL
25 mM 0.0647 mL 0.3234 mL 0.6467 mL 1.6168 mL
30 mM 0.0539 mL 0.2695 mL 0.5389 mL 1.3473 mL
40 mM 0.0404 mL 0.2021 mL 0.4042 mL 1.0105 mL
50 mM 0.0323 mL 0.1617 mL 0.3234 mL 0.8084 mL
60 mM 0.0269 mL 0.1347 mL 0.2695 mL 0.6737 mL
80 mM 0.0202 mL 0.1010 mL 0.2021 mL 0.5052 mL

100 mM 0.0162 mL 0.0808 mL 0.1617 mL 0.4042 mL
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