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Description

NKP608 is a non-peptidic derivative of 4-aminopiperidine which acts as a selective, specific and potent
antagonist at the neurokinin-1 (NK-1) receptor both in vitro(IC50=2.6 nM) and in vivo. IC50 value: 2.6 nM
Target: NK-1 receptor In vitro, the binding of NKP608 to bovine retina was characterized by an IC50 of
2.6+/-0.4 nM, whereas the compound's affinity to other receptor binding sites, including NK-2 and NK-3,
was much lower. Species differences in 1C(50) values with NKP608 were less pronounced than with
previously described NK-1 receptor antagonists, being 13+/-2 and 27+/-2 nM in gerbil midbrain and rat
striatum, respectively. In vivo, using the hind foot thumping model in gerbils, NKP608 exhibited a potent
NK-1 antagonistic activity following oral administration (ID(50)=0.23 mg/kg; 2 h pretreatment), supporting a

central activity of NKP608. NKP608 may prove a useful anxiolytic compound.

Solvent&Solubility

In Vitro:
DMSO : 100 mg/mL (161.30 mM; Need ultrasonic)

H,0 : < 0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.6130 mL 8.0648 mL 16.1296 mL
Stock Solutions 5 mM 0.3226 mL 1.6130 mL 3.2259 mL
10 mM 0.1613 mL 0.8065 mL 1.6130 mL
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VABIKPR IERET: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (4.03 mM); Clear solution
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2B PRI 10% DMSO  —~90% corn oil
Solubility: =2.5 mg/mL (4.03 mM); Clear solution
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