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226226-39-7
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CCR?2 antagonist 4 (Teijin compound 1) & —F &2 #571 CCR2 4, X CCR2b ) 1C50

Description
fE7Y 180 nM. CCR?2 antagonist4 % MCP-1 5 HE L /E A RERAIMEIER, & 1C50 24 24 nM.
CCR2b
IC50 & Target[1]
180 nM (ICs0)
Cell Line Type Value Description
Antagonist activity at human CCR2B receptor expressed
HEK293 ICso 0.98 uM in HEK293 cells assessed as inhibition of
MCP1-induced increase in intracellular calcium level
Displacement of [125I]]MCP1 from human CCR2B
HEK293-EBNA 1Cso 32uM
receptor expressed in HEK293-EBNA cells
THP-1 ECso 0.02 uM Inhibition of MCP-1 induced chemotaxis in THP-1 cells
Cellular Effect
Displacement of [1251]MCP1 from human CCR2b in
THP-1 ICso 180 nM
THP1 cells
Antagonist activity at human CCR2 in THP1 cells
THP-1 lC50 24 nM
assessed as inhibition of MCP1-induced chemotaxis
Antagonist activity at CCR2 in human THP1 cells
THP-1 1Cso >0.3 uyM assessed as inhibition of MCP1-induced chemotaxis after
1 hr by crystal violet staining

Tle263 and Thr292 in CCR2 contribute significantly to binding of Teijin compound 1 in CCR2. Residue
Glu291 in TM7, a highly conserved residue in many CC chemokine receptors, contributes substantially to
binding of the protonated CCR2 antagonist 4, and CCL2. His121 on TM3 and Ile263 on TM6 also strongly

In Vitro interact with CCR2 antagonist 4[2].

In ApoE-deficient mice, Vp-TSL targets specifically aortic plaque endothelial VCAM-1 and CCR2
antagonist 4 reduces the mouse monocyte/macrophage cell line (RAW 264.7) adhesion/ infiltration into the
aorta[3].
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* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2735 mL 11.3673 mL 22.7345 mL
Stock Solutions 5mM 0.4547 mL 2.2735 mL 4.5469 mL
10 mM 0.2273 mL 1.1367 mL 2.2735 mL
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R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.68 mM); FiE )

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

U 1mL TARRCAH], B 100 pL 25.0 mg/mL FI7TE DMSO & W% 400 uL PEG300 ', iR&
B50; B BRI RN 50 pL Tween-80, WA IS ARG HARLMA 450 uL A#EK EHE 1
mL.

AEER KA 0.9 g SALEY, WEMET ddHLO HEAE 100 mL, FJ LA EEIEE IR B ERK
a3

L -

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

Solubility: > 2.5 mg/mL (5.68 mM); FE )

SR BRI > 2.5 mg/mL GERIERFD HIEHER .

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL f7EEH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AEFEAOKIEIR T, IREBIN .

2 g SBE-B-CD (I T 3:ME B-FRMIE) MAEAT 10 mL AEEE K, SEERMEREEN.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.68 mM); FE )

SET AR > 2.5 mg/mL CHLRIBERSED BRI IbJ7 R 9e FMIE LA A UL s Y se 3w
TEREA .

P ImL LA B, EX 100 pL 25.0 mg/mL f{J%7E DMSO fig & nE] 900 uL oK, RAY
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DMSO

1 mM 2.2735 mL 11.3673 mL 22.7345 mL 56.8363 mL
5mM 0.4547 mL 22735 mL 4.5469 mL 11.3673 mL
10 mM 0.2273 mL 1.1367 mL 22735 mL 5.6836 mL
15 mM 0.1516 mL 0.7578 mL 1.5156 mL 3.7891 mL
20 mM 0.1137 mL 0.5684 mL 1.1367 mL 2.8418 mL
25 mM 0.0909 mL 0.4547 mL 0.9094 mL 22735 mL
30 mM 0.0758 mL 0.3789 mL 0.7578 mL 1.8945 mL
40 mM 0.0568 mL 0.2842 mL 0.5684 mL 1.4209 mL
50 mM 0.0455 mL 0.2273 mL 0.4547 mL 1.1367 mL
60 mM 0.0379 mL 0.1895 mL 0.3789 mL 0.9473 mL
80 mM 0.0284 mL 0.1421 mL 0.2842 mL 0.7105 mL
100 mM 0.0227 mL 0.1137 mL 0.2273 mL 0.5684 mL
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