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Description

LIT-927 RZREH . A RSN CXC #E T 12 (CXCL12) IRk, REHRRAIER, %t
CXCL12 54 3|H 21k CXCR4 1 Ki {4 267 nM.

IC50 & Target|[1]

CXCL12/CXCR4

267 nM (Ki)

In Vitro

LIT-927 is a locally and orally active CXCL12 neutraligand with anti-inflammatory effect, with a Ki of
267 nM for CXCL12 binding to CXCR4. Compounds 50, 57 (LIT-927), 65, and 67 are the most potent and
soluble cyclic neutraligands identified in vitro and are representative of four novel chemotypes: pyrazoline,
pyrimidinone, benzofuranone, and chromanone. LIT-927 is bound to a wide and accessible pocket, which is

incompatible with the observed nanomolar binding affinities of our neutraligands[1].

In Vivo

LIT-927 (compound 57) reduces eosinophil recruitment in a murine model of allergic airway
hypereosinophilia, LIT-927 is the only one to display inhibitory activity following oral administration.
Combined with a high binding selectivity for CXCLI12 over other chemokines, LIT-927 represents a
powerful pharmacological tool to investigate CXCL12 physiology in vivo and to explore the activity of

chemokine neutralization in inflammatory and related diseases[1].
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Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.0418 mL 15.2091 mL 30.4182 mL
Stock Solutions 5mM 0.6084 mL 3.0418 mL 6.0837 mL
10 mM 0.3042 mL 1.5209 mL 3.0418 mL
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Solubility: > 1.25 mg/mL (3.80 mM); 54T

W EATHAG > 1.25 mg/mL R RED IR

VL 1mL TAEWCHE], B 100 pL 12.5 mg/mL B DMSO f## N 400 uL PEG300 1, VR4
¥i5); B ERERATIA 50 uL Tween-80, VB EAT; ARG HEAEEMA 450 uL AEBEK EFHZE 1



http://www.shyuanye.com

RIRET AR TR AT

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

M34H: shyysw@sina.com

iR 0T

mL.
AEFR KIS K 0.9 ¢ AL, WIET ddH.0 JEERZE 100 mL, W] LASEIVEIEIE W] A4 R K
ST
EZ 3N [1]. Regenass P, et al. Discovery of a Locally and Orally Active CXCL12 Neutraligand (LIT-927) with
Anti-inflammatory Effect in a Murine Model of Allergic Airway Hypereosinophilia. J Med Chem. 2018 Sep
13;61(17):7671-7686.
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BRI
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1 mM 3.0418 mL 15.2091 mL 30.4183 mL 76.0456 mL
5 mM 0.6084 mL 3.0418 mL 6.0837 mL 15.2091 mL
10 mM 0.3042 mL 1.5209 mL 3.0418 mL 7.6046 mL
DMSO 15 mM 0.2028 mL 1.0139 mL 2.0279 mL 5.0697 mL
20 mM 0.1521 mL 0.7605 mL 1.5209 mL 3.8023 mL
25 mM 0.1217 mL 0.6084 mL 1.2167 mL 3.0418 mL
30 mM 0.1014 mL 0.5070 mL 1.0139 mL 2.5349 mL
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