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Description

Loxapine Succinate is a D2DR and D4DR inhibitor, serotonergic receptor antagonist and also a
dibenzoxazepine anti-psychotic agent. IC50 value: Target: D2DR/D4DR; 5-HT receptor in vitro: In the
presence of Loxapine, [3H]ketanserin binds to 5-HT2 receptor in Frontal cortex of brain in human and
bovine with ki value of 6.2 nM and 6.6 nM, respectively. Loxapine has the rank order of potency for the
various receptors appears to be as follows:5-HT2 = D4>>>D1>D2 in comparing competition experiments
involving the human membranes [1]. Loxapine 0.2 uM, 2 pM and 20 uM reduces IL-1beta secretion by
LPS-activated mixed glia cultures after 1 and 3 days of exposure. Loxapine in concentrations of 0.2 uM, 2
UM and 20 pM reduces IL-2 secretion in mixed glia cultures after 1 and 3 days of exposure, and additionally
Loxapine decreases IL-1beta and IL-2 secretion in LPS-induced microglia cultures in concentrations of 2
uM, 10 uM and 20 uM [2]. in vivo: Loxapine (5 mg/kg) induces a very significant reduction (more than 50%)
of serotonin (S2) receptor density after 4 weeks or 10 weeks of daily injection in the rat. Loxapine (5 mg/kg)
does not change dopamine receptor density but greatly reduces serotonin receptor density by 47% in the

brain of rats [3].

Solvent&Solubility

In Vitro:
DMSO: = 33.33 mg/mL (101.67 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.0505 mL 15.2527 mL 30.5055 mL
Stock Solutions 5mM 0.6101 mL 3.0505 mL 6.1011 mL
10 mM 0.3051 mL 1.5253 mL 3.0505 mL
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1AE R IRINEEFA ). 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (7.63 mM); Clear solution

W7 EATERAG 2 2.5 mg/mL (7.63 mM, TEATEEARN) (RS R

PA 1 mL TARWCAH), HU 100 pl 25.0 mg/mL {3 iE DMSO fif &% 400 yL PEG300 ', &%)

i) L iRR RN 50 L Tween-80, JRAI%]; SRIG4kEEINA 450 pL A FEER /K EZ4 % 1 mL.
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2K F I IR Fl: 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (7.63 mM); Clear solution

W RN IR 2 2.5 mg/mL (7.63 mM, HAIEERK) EEIR R

PL 1 mL EAEBC9], B 100 gL 25.0 mg/mL [f1%75 DMSO fif & m%) 900 uL 20% ¥ SBE-B-CD ‘L

LRI, IREEIS

AH PRI 10% DMSO  —~90% corn oil
Solubility: 2 2.5 mg/mL (7.63 mM); Clear solution
BET7RTIERAT 2 2.5 mg/mL (7.63 mM, YRR AN BIMEIE I, BT RANE F T SE R A EE A H B R

BL 1 mL TAECAH], I 100 ul 25.0 mg/mb [##]5 DMSO fi#i & inE] 900 pL Tk, BEH5.
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