
Data Sheet (Cat.No.T6708)

CAS No.: 134308-13-7

Formula： C14H11NO5

Molecular Weight： 273.24

Appearance： N/A

Storage： 0-4℃ for short term (days to weeks), or -20℃ for long term (months).

Tolcapone

Description Tolcapone is a catechol-O-methyltransferase inhibitor used in the therapy of Parkinson disease as adjunctive
therapy in combination with levodopa and carbidopa.

Targets(IC ) COMT: 30nM(Ki)

In vitro Tolcapone functions as a selective peripheral and central COMT inhibitor, exerting no effect on adrenergic,
serotonergic, or cholinergic receptors or other enzymes involved in synthesis or catabolism of catecholamines.
[1] Tolcapone produces a concentration-dependent decrease in COMT activity in liver homogenates of
developing (3 days-old) and adult (60 days-old) rats with Vmax, Km and IC50 of 5.3 nM/mg/h, 3.3 μM, 41 nM,
and 2.9 nM/mg/h, 13.1 μM, 720 nM, respectively. Tolcapone produces a concentration-dependent decrease in
COMT activity in kidney of developing (3 days-old) and adult (60 days-old) rats with Vmax, Km and IC50 of 2.6
nM/mg/h, 2.7 μM, 8 nM, and 3.5 nM/mg/h, 24 μM, 177 nM, respectively. [2]

In vivo Tolcapone orally administrated is able to crosses the blood-brain barrier. Acute administration of Tolcapone
increases basal levels of L-DOPA and dihydroxyphenylacetic acid (DOPAC) and decreases basal homovanillic
acid (HVA) levels, but does not affect basal dopamine levels. [3] Tolcapone (30 mg/kg p.o.) combined with
benserazide (15 mg/kg p.o.) and a low dose of L-dopa (10 mg/kg p.o.) almost completely blockes (for about 6
h) the formation of 3-O-methyldopa (3-OMD) in brain and plasma, producing a long-lasting increase of L-
DOPA in plasma and a parallel marked increase of L-DOPA and dopamine in the brain. [4] Tolcapone displays
behavioural and neurochemical benefits on animals. Tolcapone (30 mg/kg p.o.) increases the effect of L-DOPA
(plus benserazide) on locomotor activity, reserpine-induced hypothermia, and catalepsy induced by pimozide,
haloperidol and fluphenazine. Tolcapone also increases locomotor hyperactivity induced by amphetamine or
nomifensine, as well as stereotypy induced by amphetamine (but not apomorphine). [5]

Solubility DMSO: 27.3 mg/mL (100 mM)
Ethanol: 27.3 mg/mL (100 mM)
(< 1 mg/ml refers to the product slightly soluble or insoluble)

Chemical Properties

Biological Description

50

Solubility Information

Page 1 of 2 www.targetmol.com



A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg

1 mM 3.660 mL 18.299 mL 36.598 mL

5 mM 0.732 mL 3.660 mL 7.320 mL

10 mM 0.366 mL 1.830 mL 3.660 mL

50 mM 0.073 mL 0.366 mL 0.732 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in different solvents. The

storage conditions and period of the stock solution: - 80 ℃ for 6 months; - 20 ℃ for 1 month. Please use it as soon as possible.
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