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Description

LY2510924 is a potent and selective CXCR4 antagonist that blocks SDF-1 binding to CXCR4 with an IC50

of 0.079 nM.

IC59 & Target

SDF-1a-CXCR4 SDF-1a-CXCR4

79.7 pM (ICso) 49.5 pM (Ki)

In Vitro

LY2510924 specifically blocks SDF-1 binding to CXCR4 with IC50 value of 0.079 nM, and inhibits
SDF-1-induced GTP binding with K, value of 0.38 nM. In human lymphoma U937 cells expressing
endogenous CXCR4, LY2510924 inhibits SDF-1—induced cell migration with 1C50 value of 0.26 nM and
inhibits SDF-1/CXCR4-mediated intracellular signaling. LY2510924 exhibits a concentration-dependent
inhibition of SDF-1-stimulated phospho-ERK and phospho-Akt in tumor cells. Biochemical and cellular
analyses reveals that LY2510924 has no apparent agonist activity[1]. LY2510924 chiefly inhibits the
proliferation of AML cells with little induction of cell death and reduces protection against chemotherapy by

stromal cells[2].

In Vivo

LY2510924 specifically blocks SDF-1 binding to CXCR4 with IC50 value of 0.079 nM, and inhibits
SDF-1-induced GTP binding with K, value of 0.38 nM. In human lymphoma U937 cells expressing
endogenous CXCR4, LY2510924 inhibits SDF-1—induced cell migration with 1C50 value of 0.26 nM and
inhibits SDF-1/CXCR4-mediated intracellular signaling. LY2510924 exhibits a concentration-dependent
inhibition of SDF-1-stimulated phospho-ERK and phospho-Akt in tumor cells. Biochemical and cellular
analyses reveals that LY2510924 has no apparent agonist activity[1]. LY2510924 chiefly inhibits the
proliferation of AML cells with little induction of cell death and reduces protection against chemotherapy by

stromal cells[2].

Solvent&Solubility

In Vitro:
DMSO : 2 125 mg/mL (105.09 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 0.8407 mL 4.2036 mL 8.4072 mL
Stock Solutions 5mM 0.1681 mL 0.8407 mL 1.6814 mL
10 mM 0.0841 mL 0.4204 mL 0.8407 mL
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VIR I IR : 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.25 mg/mL (1.89 mM); Clear solution

BT RAIRA 2 2.25 mg/mL (1.89 mM, HRIREARH) HIESE T

PL 1 mL TAERCAE], B 100 pL 22.5 mg/mL [137%% DMSO fif# ik %l 400 yL PEG300 H, WA 559w
FR kR & 50 L Tween-80, R&IIE]: SAG4REINA 450 pL B /KEA S 1 mL.

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

Solubility: = 2.25 mg/mL (1.89 mM); Clear solution

M7 R FRAS 2 2.25 mg/mL (1.89 mM, YT A AN) VS IE T

B mL TAERCAH], B 100 uL 22.5 mg/mL [f97%3% DMSO % hnE| 900 pL 20% f¥] SBE-B-CD “:
WA, IREIA .

A KIFIR IR R]: 10% DMSO  —90% corn oil
Solubility: =2.25 mg/mL (1.89 mM); Clear solution
BET7RAERAT 2 2.25 mg/mL (1.89 mM, HIRIFEA ) [IREIL BT RANGE A T SEe A TE AN A LA L

B mL TR, L 100 pl 22.5 mg/mL [T DMSO f%&WiinE] 900 uL £k, REWA.
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ERS%:

Mice: SCID female mice are injected intravenously with MDA-MB-231 cells, and are treated
subcutaneously with vehicle (1xPBS) or 3 mg/kg of LY2510924 formulated in 1xPBS. Group 1 and 2

animals receive vehicle or 3 mg/kg of LY2510924 twice daily for days with treatment beginning on

Animal Administration | one day before tumor cell injection. Group 3 animals receive 3 mg/kg of LY2510924 15 twice daily

for 13 days with treatment beginning one day after tumor cell injection. After treatment, lung tissues
are fixed in 10% neutral-buffered formalin for at least 24 hours and lung lobes are present in

histologic sections[1].

Kinase Assay

LY2510924 specifically blocks SDF-1 binding to CXCR4 with IC50 value of 0.079 nM, and inhibits
SDF-1-induced GTP binding with Ky, value of 0.38 nM. In human lymphoma U937 cells expressing
endogenous CXCR4, LY2510924 inhibits SDF-1—-induced cell migration with IC50 value of 0.26 nM
and inhibits SDF-1/CXCR4-mediated intracellular signaling. LY2510924 exhibits a
concentration-dependent inhibition of SDF-1-stimulated phospho-ERK and phospho-Akt in tumor
cells. Biochemical and cellular analyses reveals that LY2510924 has no apparent agonist activity[1].

LY2510924 chiefly inhibits the proliferation of AML cells with little induction of cell death and reduces

protection against chemotherapy by stromal cells[2].
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