U524

R AR IR A F
Shanghai yuanye Bio-Technology Co., Ltd
HidE: 021-61312973  f&H: 021-55068248
Mk: www.shyuanye.com
BEFH: shyysw@sina.com

PR AR
PR 4

LXS196
LXS196

AP

Description

LXS196 is a potent, selective and orally active protein kinase C (PKC) inhibitor, with IC50 values of 1.9 nM,
0.4 nM and 3.1 uM for PKCa, PKCO and GSK3, respectively. It can be used for the treatment of uveal

melanoma[1][2].

IC50 & Target

PKCa PKCo GSK3p

1.9nM (ICsx) | 0.4nM(ICs) | 3.1 UM (ICso)

In Vitro

Upon oral administration, protein kinase C inhibitor LXS196 binds to and inhibits PKC, which prevents the
activation of PKC-mediated signaling pathways. This may lead to the induction of cell cycle arrest and
apoptosis in susceptible tumor cells. PKC, a serine/threonine protein kinase overexpressed in certain types

of cancer cells, is involved in tumor cell differentiation, proliferation, invasion and survivall'l.

In Vivo

LXS196 (compound 9) (15, 30, 75, 150 mg/kg, P.O., mice) shows improved efficacy (regression) in a 92.1

GNAQ uveal melanoma xenograft model in a dose-dependently manner(2].

Animal Model: Mice implanted with 92.1 GNAQ mutant uveal melanoma cells[2].

Dosage: 15, 30, 75, 150 mg/kg

Administration: P.O. (bid) for 35 days

Result: Dose-dependently suppressed the tumor growth.

Solvent&Solubility

In Vitro:

DMSO : 2100 mg/mL (211.65 mM)

* "2" means soluble, but saturation unknown.

Solvent Mass
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1165 mL 10.5827 mL 21.1654 mL
Stock Solutions 5 mM 0.4233 mL 2.1165 mL 4.2331 mL
10 mM 0.2117 mL 1.0583 mL 2.1165 mL
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Solubility: 2 2.5 mg/mL (5.29 mM); Clear solution

10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

LT 57T 3k13 2 2.6 mg/mL (5.29 mM, YAIEEARGRI) VS TR -
PL 1 mL LAERCAH], B 100 gl 25.0 mg/mL [#3#F DMSO fi§#&iinE] 400 uL PEG300 ', 1RG5
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[l BB AR I 50 L Tween-80, REIS); SAR4RERINMA 450 L AEFEAKERZE 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (5.29 mM); Clear solution

M7 EFFRAS 2 2.5 mg/mL (5.29 mM, TERTEEARA) IS IAT

PL 4 mL TAER 1, B 100 pL 25.0 mg/mL {95 DMSO %0 n% 900 uL 20% ¥ SBE-B-CD £
HER AR, IREIA .

BAERF IR 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (5.29 mM); Clear solution
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BL1mL TAER 6], B 100 pL 25.0 mg/mL ({74 DMSO f§&iiinE] 900 L Fkiheh, REe84.
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