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5b R = N-pyrollidinyl P> 6b R = N-pyrollidinyl
5¢c R = N-tert-butyl - 6¢c  R= N-piperdinyl
5d R= N-piperdinyl TN NQ 6d R=NPr,
5e R = N-methyl piperzainyl 6e R=NBU,
5f R =NPr, 6f R =N-morpholino

59 R=NBu, 5 E_N 6g R= N"-methyl piperazinyl
5h R = N-ethyl piperazinyl 6h  N-tert - butyl

5i  R= N-isoproyl piperazinyl
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OH OH OH
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cl  FelHCI HO cl DIEA
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Cl
R
NH
| X
cl N7
Compound Side-chain 1Cso (NM) TM6 1Cso (NM) HB3
number
S5a R = NEt, 10.2+5.3 12.3+5.1
5b R = N-pyrrollidinyl 42+13 52+37
5¢c R = N-tert-butyl 30+22 10.1+ 3.2
5d R= N-piperidinyl 9.4+6.7 123+ 3.2
S5e R = N-methyl 244+ 48 545+83
piperazinyl
5f R = NPr; ND ND
59 R = NBu, 66.3+ 11.3 144.3+12.8
5h R = N-ethyl 10.3+4.3 9.6+34
piperazinyl
5i R= N-isopropyl 6.45+ 2.3 9.1+21
piperazinyl
5] —N— N 500 + 22.4 485+ 14.1
)
=
5k 360.3 +13.3 760 + 23.3
N
5l o Q 7.0+12 16.1+ 7.2
Chloroquine 75+ 22.1 30.2+10.1
Amodiaguine 7.2+ 3.3 55+32

#TM6 is a chloroquine resistant strain of P. falciparum,
® HB3 is chloroquine sensitive strain of P. falciparum
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