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Target
iGluR

Research area
Neurological Disease

Molecular formula C16H15N

Molecular weight 221.2970

STRUCTURE

DESCRIPTION

Dizocilpine (MK-801), a potent anticonvulsant, is a selective and non-competitive NMDA receptor antagonist, with a 
Kd of 37.2 nM in rat brain membranes. Dizocilpine acts by binding to a site located within the NMDA associated ion 
channel and thus prevents Ca2+ flux.

BIOLOGICAL ACTIVITY

In Vitro
Dizocilpine (MK-801) progressively suppresses of current induced by NMDA. Mg2+ (10 mM) prevents Dizocilpine 
from blocking the N-Me-D-Asp-induced current, even when Dizocilpine is applied for a long time in the presence of 
NMDA. Dizocilpine blocks NMDA-activated single-channel activity in outside-out patches.

Dizocilpine (MK-801; <500 μM) inhibits activation of microglia induced by LPS with increased Cox-2 protein 
expression in BV-2 cells. Dizocilpine (<500 μM) reduces microglial TNF-α output with an EC50 of 400 μM in BV-2 
cells.

SOLUBILITY

Soluble in DMSO
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