
Product Name: Rotigotine
Cat. No.: GC10614

Chemical Properties

Cas. No. 99755-59-6

Chemical
Name

(6S)-6-[propyl(2-thiophen-2-ylethyl)amino]-5,6,7,8-tetrahydronaphthalen-1-ol

SMILES CCCN(CCC1=CC=CS1)C2CCC3=C(C2)C=CC=C3O

Formula C19H25NOS M.Wt 315.47

Solubility DMF: 30 mg/ml,DMF:PBS(pH7.2)
(1:2): 0.33 mg/ml,DMSO: 20
mg/ml,Ethanol: 1 mg/ml

Storage Store at -20°C

General
tips

For obtaining a higher solubility , please warm the tube at 37 ℃ and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20℃ for several months.

Shipping
Condition

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Structure

Protocol
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Kinase
experiment:

Binding assays are performed in 96-well polypropylene tubes in a final volume of
2 mL for D1 and D4 membranes and 1 mL for D2, D3 and D5 membranes
containing: 50 μL radioligand, 10 μL drug/buffer/non-specific binding, buffer (final
concentration 50 mM Tris-HCl pH 7.4, MgCl2 2 mM) and membranes (5 μg
protein for D2 and D3 and 25 μg protein for D1 and D5). Following 120 min of
incubation at 25°C, bound radioligand is determined by rapid vacuum filtration
through A/C glass fibre filters presoaked in 0.1% polyethylenimine. The filters are
washed four times with 2 mL ice-cold ishing buffer (Tris-HCl 50 mM, pH 7.4 at
4°C) and retained radioactivity is determined by liquid scintillation counting.

Animal
experiment:

Primed rats: Two weeks after the 6-OHDA lesions, rats are primed with
apomorphine (0.5 mg/kg s.c.). Rats showing less than 150 contralateral rotations
during the 1 h testing period are excluded from the study. Three days after
priming, rats are divided into different experimental groups and treated with
different doses of the dopamine receptor agonists (Rotigotine or pramipexole)
alone or in combination with dopamine D1 (SCH 39166) or D2 (eticlopride)
receptor antagonists as reported: saline+Rotigotine (0.035 mg/kg s.c., n=9; 0.1
mg/kg s.c., n=9; 0.35 mg/kg s.c., n=8); SCH 39166 (0.1 mg/kg s.c.)+Rotigotine
(0.035 mg/kg s.c., n=5; 0.1 mg/kg s.c., n=7; 0.35 mg/kg s.c., n=5); eticlopride
(0.1 mg/kg s.c.) + Rotigotine (0.1 mg/kg s.c., n=5; 0.35 mg/kg s.c., n=5);
Saline+pramipexole (0.035 mg/kg s.c., n=5; 0.1 mg/kg s.c., n=12; 0.35 mg/kg
s.c., n=7); SCH 39166 (0.1 mg/kg s.c.)+pramipexole (0.035 mg/kg s.c., n=5; 0.1
mg/kg s.c., n=6; 0.35 mg/kg s.c., n=6); eticlopride (0.1 mg/kg s.c.)+pramipexole
(0.1 mg/kg s.c., n=7; 0.35 mg/kg s.c., n=5).
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Background

Rotigotine is a full agonist of dopamine receptor, a partial agonist of the 5-HT1A receptor, and an
antagonist of the α2B-adrenergic receptor, with Kis of 0.71 nM, 4-15 nM, and 83 nM for the dopamine
D3 receptor and D2, D5, D4 receptors, and dopamine D1 receptor.

Rotigotine has a 10-fold selectivity for D3 (pKi 9.2) receptors compared with D2, D4 and D5 (pKi 8.5-
8.0) and a 100-fold selectivity compared with D1 receptors (pKi 7.2). In functional studies, Rotigotine
behaves as full agonist at all dopamine receptors but notably the potency for stimulation of D1
receptors is similar to that for D2 and D3 receptors (pEC50 respectively: 9.0, 9.4-8.6, 9.7)[1].
Rotigotine (10 µM) decreases the number of THir neurons by 40% in primary mesencephalic cell
culture. Rotigotine (0.01 µM) slightly protects dopaminergic neurons against MPP+ toxicity,
significantly protects dopaminergic neurons against rotenone-induced cell death, and significantly
inhibits ROS production by rotenone[4].

In primed rats, Rotigotine (0.035, 0.1 and 0.35 mg/kg) induces contralateral turning behavior in a
dose dependent manner. In drug naive rats, the turning behavior induced by Rotigotine, either alone
or in combination with SCH 39166, is reduced compared to primed rats[3].
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