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In Vitro

Carbachol-induced contractions of isolated guinea pig bladder were effectively inhibited by tolterodine
(IC50 14 nM) and 5-HM (IC50 5.7 nM). The IC50 values were in the microM range and the antimuscarinic
potency of tolterodine was 27, 200 and 370-485 times higher, respectively, than its potency in blocking
histamine receptors, alpha-adrenoceptors and calcium channels. The active metabolite, 5-HM, was >900

times less potent at these sites than at bladder muscarinic receptors[1].

In Vivo

Tolterodine was extensively metabolized in vivo[2]. In the passive-avoidance test, tolterodine at 1 or 3
mg/kg had no effect on memory; the latency to cross and percentage of animals crossing were comparable to
controls. In contrast, scopolamine induced a memory deficit; the latency to cross was decreased, and the

number of animals crossing was increased[3].

Solvent&Solubility
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DMSO "I ##E 1 100 mg/mL (210.27 mM; A BIVA; TR DMSO X 7™ i (¥ 7 7 5 A7 55 35 5
Wi, EAEATETITE ) DMSO)

H20 MR 16.67 mg/mL (35.05 mM; #8745 BhiA)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1027 mL 10.5137 mL 21.0274 mL
Stock Solutions 5 mM 0.4205 mL 2.1027 mL 4.2055 mL
10 mM 0.2103 mL 1.0514 mL 2.1027 mL
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R FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2.5 mg/mL (5.26 mM); V&5

W RAHAG > 2.5 mg/mL (R ARKD HIETHIR.

UL 1mL TAEWCHE], B 100 pL 25.0 mg/mL HIETE DMSO f## N 400 uL PEG300 1, VR4
1515 B B ARSI 50 uL Tween-80, JRA YA RIGHAEEEIIN 450 uL AFHAK EHE 1

mL,
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AT K TR R 0.9 g AN, BT ddH.0 FHEAZE 100 mL, A LB E W 145 F K
s
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IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.5 mg/mL (5.26 mM); ¥ & &k

W RAHAG > 2.5 mg/mL (R ARED HIETHIR.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & InE] 900 uL 20% [ SBE-B-CD
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Solubility: > 2.5 mg/mL (5.26 mM); ¥ & &k
W EAHRAF > 2.5 mg/mL CHURIBESRAD ROVETE I, b7 2 SE80 I -4 A LB 3P s ae i

B AOKIER P, IREA.
2 g SBE-B-CD (BT 5k B-RIAE) MiRwEAT 10 mL WA KAF, TRBMEBEEN.

10% DMSO — 90% Corn Oil

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EF DMSO fig#& i inE] 900 uL Tk, JBEH

antagonists. Pharmacol Toxicol. 2002 May;90(5):260-7.
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1027 mL 10.5137 mL 21.0274 mL 52.5685 mL
5 mM 0.4205 mL 2.1027 mL 4.2055 mL 10.5137 mL
10 mM 0.2103 mL 1.0514 mL 2.1027 mL 5.2568 mL
15 mM 0.1402 mL 0.7009 mL 1.4018 mL 3.5046 mL

DMSO/H20

20 mM 0.1051 mL 0.5257 mL 1.0514 mL 2.6284 mL
25 mM 0.0841 mL 0.4205 mL 0.8411 mL 2.1027 mL
30 mM 0.0701 mL 0.3505 mL 0.7009 mL 1.7523 mL
DMSO 40 mM 0.0526 mL 0.2628 mL 0.5257 mL 1.3142 mL
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50 mM 0.0421 mL 0.2103 mL 0.4205 mL 1.0514 mL
60 mM 0.0350 mL 0.1752 mL 0.3505 mL 0.8761 mL
80 mM 0.0263 mL 0.1314 mL 0.2628 mL 0.6571 mL
100 mM 0.0210 mL 0.1051 mL 0.2103 mL 0.5257 mL
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