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Description

Flecainide acetate (R-818) is a class 1C antiarrhythmic drug especially used for the management of
supraventricular arrhythmia; works by blocking the Nav1.5 sodium channel in the heart, causing

prolongation of the cardiac action potential.

IC50 & Target

Nav1.5 channel

In Vitro

Flecainide is a class 1C antiarrhythmic drug especially used for the management of supraventricular
arrhythmia. Flecainide works by blocking the Nav1.5 sodium channel in the heart, causing prolongation of
the cardiac action potential. in vitro: Under the current-clamp condition, flecainide (1-100 microM)
prolonged the action potential duration at both the early and the late phases of repolarization in a
concentration-dependent manner without affecting the resting membrane potential [1]. At a holding
potential (HP) of -120 mV, flecainide use-dependently blocked WT and G1306E I(Na) equally but was more
potent on R1448C channels. For WT, the extent of block depended on a holding voltage more negative
than the activation threshold, being greater at -90 mV as compared to -120 and -180 mV [2]. in vivo:
Flecainide (80-130 mg/m(2) orally) resulted in termination of the tachycardia in all 8 patients. Acute
pharmacological termination of arrhythmia occurred with oral flecainide loading in 1 and temporarily with
intravenous esmolol loading in 1 patient. Adjuvant therapy in form of propranolol was used in 5 and digoxin

in 2[3].

Solvent&Solubility

In Vitro:
DMSO : 50 mg/mL (105.40 mM; Need ultrasonic)

H,0 : 20 mg/mL (42.16 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1080 mL 10.5399 mL 21.0797 mL
Stock Solutions 5 mM 0.4216 mL 2.1080 mL 4.2159 mL
10 mM 0.2108 mL 1.0540 mL 2.1080 mL
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1T A INAERIA: 10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (5.27 mM); Clear solution

W7 R34S 2 2.5 mg/mL (5.27 mM, YIRIEEAAN) BV IS .
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Bl 1 mL CAERC6), BL 100 pl 25.0 mg/ml %% DMSO fif %% 400 uL PEG300 i, 4591

FR vk & HmA 50 L Tween-80, REIE]: SRE4EINMA 450 pL AR /KER S 1 mL

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (5.27 mM); Clear solution

M7 RFFRAS 2 2.5 mg/mL (5.27 mM, TERTEEARA) RIS AT

PL 4 mL TAER], B 100 pL 25.0 mg/mL {95 DMSO %% n%| 900 uL 20% ¥ SBE-B-CD £
TR, IREIA .

A KIFI IR R: 10% DMSO  —90% corn oil

Solubility: = 2.5 mg/mL (5.27 mM); Clear solution
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s,

Bl mL TAER 6], B 100 pL 25.0 mg/mL [ DMSO f§&inE] 900 L Fkiheh, REe#4.
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