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Riluzole is an anticonvulsant drug and belongs to the family of use-
dependent Na+ channel blocker which can also inhibit GABA uptake with an IC50 of 43 pM.

Sodium channel
IC50: 43 uM (GABA receptor)

Riluzole is an anticonvulsant drug and belongs to the family of use-dependent Na+ channel
blocker which can also inhibit GABA uptake with an IC50 of 43 uM. At 20 uM, Riluzole
inhibits peak autaptic IPSCs only slightly but prolongs IPSCs reliably. It is also found that
Riluzole causes a strong, concentration-dependent, readily reversible enhancement of
responses to 2 yM GABA. At higher concentrations of Riluzole, especially 300 uM, GABA
currents exhibit apparent desensitization during prolonged co-exposure to 2 yM GABA and
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Riluzole. The EC50 of Riluzole potentiation of GABA responses is about 60 pM.

In normal naive rats, systemic injection of Riluzole (8 mg/kg, i.p.; n=6 rats) decreases the
duration of ultrasonic but not audible vocalizations evoked by noxious stimulation of the
knee joint compare to vehicle tested in the same rats (P<0.05). Systemic application of
N Riluzole (8 mg/kg, i.p.; n=19 rats) decreases the vocalizations of arthritic rats compare to
predrug and vehicle significantly (P<0.05 to 0.001). Riluzole administered into the CeA
significantly decreases the duration of audible and ultrasonic vocalizations evoked by
noxious stimulation of the knee compare to predrug values (n=8 rats; P<0.05 to 0.01).

R ERMEF: R PIEMIERCE, WA, n Ul g e, B A SR AN (FE 45-60°C
TAKED o BARRREERIERR D, BRI, nREETE, &l -20°C1-3 5 -80°C 3-6 .
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1 mM 4.2699 mL 21.3493 mL 42.6985 mL
5 mM 0.8540 mL 4.2699 mL 8.5397 mL
10 mM 0.4270 mL 2.1349 mL 4.2699 mL
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kg RE(KG)  [AREA(M2) [Km FHE
A 12 0.6 20
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N 0.02 0.007 3

Y A(mglkg)=2141 B(mg/kg) X h# B 1) Km 2303040 A 11 Km 2%
5 &TF 7= i B 3 A3 R ik

TR b e, T S B i AR e B, JEXTECR AT A . X TR BRI, BRI T
500MG (1, FATH) AT E ARIEIES AR RN . h T s T R e s R B, AT S B
MG R BEEH o 1 b, XIMRIE AT 8T, W A BRI, A USRI R, Tk
Pt ATEAPE 200 B A RAE RS L, A RS, AT IEE G5t K o

PR ORE RS E R, NI E A SR TRE R, B

b7~ 28 i iR 22 10
1-20MG 0.1MG
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