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Description

Fantofarone &%5 5 F i (Calcium Channel) 582 HH .

IC50 & Target

Calcium Channel[1].

Cellular Effect

Cell Line Type Value Description
Inhibition of L-type calcium channel measured using
Ventricular myocyte 1Cso 0.022 uM

whole-cell patch clamp in rat ventricular myocytes

Inhibition of L-type calcium channel measured using
Ventricular myocyte ICso 9 uM
whole-cell patch clamp in rat ventricular myocytes

In Vitro

It can be seen that the calcium channel blockers VIZ and Fantofarone (SR) possess a weak intrinsic
antimalarial property compared to CQ, and both appear slightly more potent on the CQ-resistant than on the
CQ-sensitive parasites. Interestingly, Fantofarone is ca. 10 times more potent than verapamil. Fantofarone
(SR) is 10 times more potent than the phenylalkylamine verapamil (VR) on the two P. fdciparum strains. As
revealed by the isobolograms, the two calcium channel blockers potentiate the CQ sensitivity activity on the
CQ-resistant P. fufcipurum strain, verapamil appearing 2 to 3 times more potent than Fantofarone.
Furthermore, when used at similar subinhibitory fractions of their IC50, VR is 2 to 3 times more potent than

Fantofarone in decreasing CQ resistance[1].

In Vivo

Treatment with isosorbide dinitrate (0.3 mg/kg, i.v.) or Fantofarone (50 mg/kg, i.v.), a reduction is
observed in the occurrence and severity of vasospasm, whereas verapamil (0.2 mg/kg, i.v.) is much less
effective. Although it totally inhibits distal AIV, isosorbide dinitrate does not significantly affect proximal
diameter decrease. The most potent compound with regard to both the distal and proximal vasospasms is
Fantofarone, which significantly reduces AIV throughout the experiment. Verapamil does not reduce AIV

significantly[2].

Solvent&Solubility

S S
DMSO H [ f#E - 100 mg/mL (181.58 mM; 75 Bhia; WRIEH) DMSO Xf 7= &b I & R A 53 5
R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8158 mL 9.0792 mL 18.1584 mL
Stock Solutions 5 mM 0.3632 mL 1.8158 mL 3.6317 mL
10 mM 0.1816 mL 0.9079 mL 1.8158 mL
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R FAINEEAIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (4.54 mM); ¥ &K

SR BRI > 2.5 mg/mL GERIERED HIEHER.

PL I mL TAEM 9B, EL 100 pL 25.0 mg/mL AJ¥%E DMSO fi&ima 400 pL PEG300 i, BA
151, Hi B A RF I 50 uL Tween-80, JRE AT RIGHAEEEIIAN 450 uL AFHK EHE 1
mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
a3

L -

EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (4.54 mM); ¥ &k

W7 A3k > 2.5 mg/mL CHIFIBERED MBI AR, b7 ZsEsHIEEA A UL ERsh st m
TEREA .

P ImL TAEM 9B, EX 100 pL 25.0 mg/mL f{J% 7% DMSO fig & nE] 900 uL oK, RAY
5.
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.8158 mL 9.0792 mL 18.1584 mL 45.3959 mL
5 mM 0.3632 mL 1.8158 mL 3.6317 mL 9.0792 mL
10 mM 0.1816 mL 0.9079 mL 1.8158 mL 4.5396 mL
15 mM 0.1211 mL 0.6053 mL 1.2106 mL 3.0264 mL
DMSO
20 mM 0.0908 mL 0.4540 mL 0.9079 mL 2.2698 mL
25 mM 0.0726 mL 0.3632 mL 0.7263 mL 1.8158 mL
30 mM 0.0605 mL 0.3026 mL 0.6053 mL 1.5132 mL
40 mM 0.0454 mL 0.2270 mL 0.4540 mL 1.1349 mL
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50 mM 0.0363 mL 0.1816 mL 0.3632 mL 0.9079 mL
60 mM 0.0303 mL 0.1513 mL 0.3026 mL 0.7566 mL
80 mM 0.0227 mL 0.1135 mL 0.2270 mL 0.5674 mL
100 mM 0.0182 mL 0.0908 mL 0.1816 mL 0.4540 mL
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