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Description

Varenicline (CP 526555) is a potent partial agonist for a432 nicotinic acetylcholine receptor (nAChR) with a
EC50 value of 2.3 uM. Varenicline (CP 526555) is a full agonist for a384 and a7 nAChRs with EC50 values
of 55 uM and 18 pM, respectively[1]. Varenicline (CP 526555) is a nicotinic ligand based on the structure of

cytisine, has the potential for smoking cessation treatment[2].

IC50 & Target

EC50: 2.3 uM (04B2 nAChR); 18 uM (a7 NAChRY); 55 uM (a3B4 nAChR)[1]

In Vivo

Varenicline (CP 526555) (subcutaneous injection; 0.01, 0.05, 0.1 and 1 mg/kg; 3 days) iven 10 min prior to
nicotine, inhibits nicotine CPP in a dose dependent manner. At the doses of 0.1 and 1 mg/kg totally blocks
the effect of nicotine in CPP test without inducing significant changes in preferences on their own[2].
Varenicline (2.5 mg/kg) results in a place aversion that was dependent on a5 nAChRs but not 2
nAChRs[2].

Varenicline (0.1 and 0.5 mg/kg) reverses nicotine withdrawal signs such as hyperalgesia and somatic signs

and withdrawal-induced aversion in a dose-related manner[2].

Solvent&Solubility

Animal Model: ICR male mice (8 weeks)[1]
Dosage: 0.01, 0.05, 0.1 and 1 mg/kg
Administration: 3 days
Result: Supressed the effect of nicotine in CPP test.
In Vitro:

DMSO : 25 mg/mL (118.34 mM; Need ultrasonic)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1mM 4.7335 mL 23.6675 mL 47.3350 mL
Stock Solutions 5mM 0.9467 mL 4.7335 mL 9.4670 mL
10 mM 0.4734 mL 2.3668 mL 4.7335 mL

TR AR 7 A AE AN ] V2 70 P B VAR R PR A VAT B . — BRSO, WA R, BN
SRR IR 7= R K

Tl &M ARAT 7 AT AR -80°C, 6 months; -20°C, 1 month. -80°C fi# {7 I, e 6 AH MM, -20°C
fEAERS, WA 1 N HNEH .

In Vivo:

T AR 8 1) SRR B AN 25 245 7 U PR IE A IR 77 2o DR IR T REBTE Se 4% In Vitro 75 =CHBC 1V 75 ) %
W, BRI I B 7

——NPRAESER A R TSN, B I & T DARSE A 26 0F, & M ORAF . RN SERR I AR, @I
FELEC, MORAEHS: DUV AT 0 B 40 LR 4R 120 70 7E S O ) 20 R P R AR AR o Bl anE RS 72 o i
BRUTUE BB, T DL i FA R/ sgke 78 i oy QB i

1A T IR IR 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (11.83 mM); Clear solution
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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 (11.83 mM); Clear solution
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BAE IR IR 10% DMSO  —~90% corn oil
Solubility: = 2.5 mg/mL (11.83 mM); Clear solution
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