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Asenapine (hydrochloride)
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Asenapine hydrochloride, an antipsychotic, is a 5-HT (1A, 1B, 2A, 2B, 2C, 5A, 6, 7) and Dopamine (D,, Dj,

Description D,)receptor antagonist with K; values of 0.03-4.0 nM for 5-HT and 1.3, 0.42, 1.1 nM for Dopamine receptor,
respectively.
sPLA2 5-HT,a Receptor 5-HT,c Receptor 5-HT; Receptor
2.5 nM (Ki) 0.06 nM (Ki) 0.03 nM (Ki) 0.13 nM (Ki)
IC50 & Target D, Receptor D, Receptor
D3 Receptor

1.3 nM (Ki) 0.42 nM (Ki) 1.1 nM (Ki)
Relative to its D2 receptor affinity, Asenapine has a higher affinity for 5-HT,c, 5-HTa, 5-HT 28, 5-HT7, 5-HTg,
aggand D3 receptors, suggesting stronger engagement of these targets at therapeutic doses. Asenapine

In Vitro behaves as a potent antagonist (pKg) at 5-HTia (7.4), 5-HT1B (8.1), 5-HT,a (9.0), 5-HTs (9.3),
5-HTyc (9.0), 5-HTs(8.0), 5-HT(8.5), D2 (9.1), D3 (9.1), aa (7.3), g (8.3), 0 (6.8) and H1 (8.4)
receptorsl?.
Asenapine is an atypical antipsychotic that is currently available for the treatment of schizophrenia and

In Vivo bipolar | disorder. Asenapine may have superior therapeutic effect on anxiety symptoms than other agents

in ratstl. Asenapine has anxiolytic-like effects in the EPM and the defensive marble burying tests in micel“l.

Solvent&Solubility

In Vitro:

DMSO : 50 mg/mL (155.17 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.1034 mL 15.5169 mL 31.0337 mL
Stock Solutions 5mM 0.6207 mL 3.1034 mL 6.2067 mL
10 mM 0.3103 mL 1.5517 mL 3.1034 mL
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In Vivo:

T AR S 1 SRR B WA 45 2407 UL PRI M TR T o DAR IR 7 RAESTE SE 42 In Vitro 75 2UHC 1 75 1) it
W, BRI I B 7«

——NPRAESERR A5 RIS, B A & T DARSR AR 260, & M ORAF . AN SERRI AR, @I
RS, MORAEHS:  BUR VAR AT 10 B 43 bR AR 12 0A 70 7E SO ) 2 i P R AR R o Bl e RC D R o i
BRUTUE BB, AT LI AR/ sERE 78 1 Oy s

WP I BERI I 771 -

Solubility: = 2.5 mg/mL (7.76 mM); Clear solution

10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

M7 RAFRASG 2 2.5 mg/mL (7.76 mM, TERIEERA) IS AT
L1 mL TR, 5L 100 Wl 25.0 mg/mL ({133 DMSO fi &N 400 uL PEG300 v, &%)
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[l BB AR I 50 L Tween-80, REIS); SAR4RERINMA 450 L AEFEAKERZE 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (7.76 mM); Clear solution

M7 EFFRAS 2 2.5 mg/mL (7.76 mM, YERTEEARA) RIS AT

PL 4 mL TAER 1, B 100 pL 25.0 mg/mL {95 DMSO %0 n% 900 uL 20% ¥ SBE-B-CD £
HER AR, IREIA .

A KIF I I R]: 10% DMSO - —90% corn oil

Solubility: = 2.5 mg/mL (7.76 mM); Clear solution

W7 FEATERAG 2 2.5 mg/mL (7.76 mM, MERIREARSN) IOMERIETR, )7 SEANE T2 8e e A H LR Y
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BL1mL TAER 6], B 100 pL 25.0 mg/mL ({74 DMSO f§&iiinE] 900 L Fkiheh, REe84.
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