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M14130 ] .
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4-Piperidinecarboxamide, 1-acetyl-N-{3-{4-[[4-(aminocarbonyl)phenyl]methyl]-1-piperidinyl]propyl]-N-(3-chloro-4-
methylphenyl)-

A potent, specific, orally bioavailable CCR5 antagonist that blocks the binding of MIP-1a to CCR5 with IC50 of 1.4 nlM;
shows no affinity for CCR1, CCR2b, CCR3, CCR4, or CCRY; inhibits the replication of 6 CCR5-using (R5) HIV-1 clinical
isolates in peripheral blood mononuclear cells (PBMCs) with mean EC90 of 13 nM; selectively inhibits R5 HIV-1 replication
by interfering with coreceptor-mediated entry of the virus into host cells; exhibits a good pharmacokinetic profile in
monkeys.HIV Infection Phase 1 Clinical

GPCR/G Protein

Chemokine Receptor

Chemokine Receptor

10 mM in DMSO

O=C(C1CCN(C(C)=0)CC1)N(CCCN2CCC(CC3=CC=C(C(N)=0)C=C3)CC2)C4=CC=C(C)C(Cl)=C4

(-20C)

=2 years
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