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SB 242084 is a 5-HT2C receptor antagonist(pKi=9.0) that displays 158- and 100-fold selectivity over
5-HT2A and 5-HT2B receptors respectively. IC50 value: 9.0(pKi) [1] Target: 5-HT2C antagonist in vitro: SB
242084 had over 100-fold selectivity over a range of other 5-HT, dopamine and adrenergic receptors. In
studies of 5-HT-stimulated phosphatidylinositol hydrolysis using SH-SY5Y cells stably expressing the
cloned human 5-HT2C receptor, SB 242084 acted as an antagonist with a pKb of 9.3, which closely
resembled its corresponding receptor binding affinity [1]. in vivo: SB 242084 potently inhibited
Description
m-chlorophenylpiperazine (mCPP, 7 mgkg i.p. 20 min pre-test)-induced hypolocomotion in rats, a model of
in vivo central 5-HT2C receptor function, with an ID50 of 0.11 mg/kg i.p., and 2.0 mg/kg p.o. SB 242084
(0.1-1 mg/kg i.p.) exhibited an anxiolytic-like profile in the rat social interaction test, increasing time spent in
social interaction, but having no effect on locomotion. SB 242084 (0.1-1 mg/kg i.p.) also markedly

increased punished responding in a rat Geller-Seifter conflict test of anxiety, but had no consistent effect on

unpunished responding [1].

In Vitro:
DMSO : 2 44 mg/mL (111.43 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5326 mL 12.6630 mL 25.3261 mL
Stock Solutions 5 mM 0.5065 mL 2.5326 mL 5.0652 mL
10 mM 0.2533 mL 1.2663 mL 2.5326 mL
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In Vivo:
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1A R F BN FER: 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (6.33 mM); Clear solution

TR > 2.5 mg/ml (6.33 mM, HURIEEA A1) MV

L mL AR, B 100 uL 25.0 mg/mL [f1#i% DMSO fik &Nl 400 uL PEG300 v, &%)

[ ER R RSP IO 50 uL Tween-80, WAEIS): ARG 450 pL A3 #/KE A 1 mL.
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235K P IR IR AR 10% DMSO  —~90% corn oil

Solubility: =2.5 mg/mL (6.33 mM); Clear solution

W7 FEATERAG 2 2.5 mg/mL (6.33 mM, MIRIREARN) AOMEVA TR, 7 SANE TS0 e A ARG
.

BL1mL TR, B 100 ul 25.0 mg/mL [(95% DMSO & Tn#E] 900 pL Fokiulitdr, WA#A.
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