
Product Name : LIT-927
Catalog Number : T5207
CAS Number : 2172879-52-4
Molecular Formula : C17H13ClN2O3
Molecular Weight : 328.75

Description: LIT-927 is an orally active CXCL12 neutraligand (Ki: 267 nM for CXCL12 binding to CXCR4).

Storage: 2 years -80°C in solvent; 3 years -20°C powder;

Solubility

DMSO 25 mg/mL, 76.05 mM

Water Insoluble

( < 1 mg/ml refers to the product slightly soluble or insoluble )

Receptor (IC50) CXCL12 267 nM (Ki)

In vitro Activity
LIT-927 at 10 μM is able to inhibit the increase in intracellular calcium concentration in EGFP-CXCR4+ HEK cells in response to
CXCL12, while it has no effect on calcium responses triggered by either CCL17 or CCL22 on EGFP-CCR4+ HEK cells, CCL5
on EGFP-CCR5+ HEK cells, or CCL2 on EGFPCCR2+ HEK cells [1].

In vivo Activity
LIT-927 (350 μmol/kg) inhibited eosinophil infiltration by 54% and 55%. LIT-927 did not exhibit any side effects. In the same
murine model of hypereosinophilia, LIT-927 (1400 μmol/kg, P.O.) shows a large and statistically reliable inhibition of eosinophil
recruitment (62% inhibition) [1].

Cell Assay
HEK EGFP-CXCR4-expressing cells were washed with phosphate-buffered saline (PBS) and detached in PBS-EDTA (5 mM)
for 2 min at room temperature. Then cells were carefully resuspended in complete growth medium, pelleted by centrifugation at
320 × g for 5 min, and resuspended in HEPES buffer (137.5 mM NaCl, 6 mM KCl, 1.25 mM CaCl2, 1.25 mM MgCl2, 0.4 mM
NaH2PO4, 5.6 mM glucose, 10 mM HEPES (pH 7.4) containing 0.1% BSA. Cells were used at a concentration of 10^6
cells/mL, then the cell suspension (1 mL) was transferred into a quartz cuvette. Time-based recordings of the fluorescence
emitted at 510 nm (excitation at 470 nm) were performed at 21 °C using a Fluorolog 3 spectrofluorometer. Fluorescence binding
measurements were initiated by adding at t = 150 s, 100 nM CXCL12-Texas Red (TR) to the 1 mL cell suspension. Binding of
CXCL12-TR to EGFP-labeled CXCR4 was detected as a reversible decline of emission at 510 nm due to energy transfer from
excited EGFP to TR. In the “neutraligand protocol”, CXCL12-TR was preincubated for 1 h at room temperature with DMSO or
various concentrations of each test compound. Then the premix was added (at t = 150 s), and fluorescence was recorded until
equilibrium was reached (300 s). In the “antagonist protocol”, DMSO or various concentrations of each test compound were
added to EGFP-CXCR4-expressing cells at t = 50 s. Then CXCL12-Texas Red (100 nM) was added at t = 150 s, and
fluorescence was recorded until equilibrium was reached (300 s). Dose-response curves of inhibition of CXCL12-TR binding
were performed, and the inhibitory constants (Ki) of the different compounds were determined. T134 (20 μM), the CXCR4
receptor antagonist, was used as a control in both “neutraligand” and “antagonist” protocols.
Cell line:

Animal Experiment
Animal Model:
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FOR RESEARCH PURPOSES ONLY. NOT FOR DIAGNOSTIC OR THERAPEUTIC USE.
Information for product storage and handling is indicated on the product datasheet. Targetmol products are stable for long term
under the recommended storage conditions. Our products may be shipped under different conditions as many of them are
stable in the short-term at higher or even room temperatures. We ensure that the product is shipped under conditions that will
maintain the quality of the reagents. Upon receipt of the product, please follow the storage recommendations on the product data
sheet.
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