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Compounds described herein are inhibitors of HCV polymerase.
Important Compound Classes: 0 Ra

R, N\R
)\ 5
Ri— L\ Rs
X SN

Definitions - Represent a single or double bond
X, is selected from S, S=O, and S=0,

Special Issue: HCV Therapies

Received:  September 16, 2013
Published: September 24, 2013

<7 ACS Publications © 2013 American Chemical Society 221 dx.doi.org/10.1021/ml4003666 | ACS Med. Chem. Lett. 2014, 5, 221-222



ACS Medicinal Chemistry Letters

PATENT HIGHLIGHT

Key Structures:

Biological Assay:

Pharmacological Data:

/

o NH
% N’\i <:> .
SJQN

Compound 1

HN
O

o. [/
NH
7 NN F
SJ\\N
HN
7\ Y
=N Compound 3
0 /
NH
7 NN F
s/l\\N

HN
O b

Compound 10

ok
% N”\i <:> .
SJQN

Compound 18

HN
ba

o /
NH
N % N’\z <:>
(e} F
S/I\\N

HN
O
Compound 34

/
Q NH

/NN r
S/]QN

HN
O+
Compound 2

o /
NH

/NN F
S)QN

HN
O+
Compound 4

o/
NH

O HN

_d ©  Compound 13

/
\O o NH

/NN .
S*\N

HN
M O Compound 29

o) /
NH
S/]QN

HN
M © Compound 54

Effect of compounds was evaluated using a HCV polymerase inhibition assay (41 compounds tested) and a HCV replicon assay

(46 compounds tested).

Compounds efficacy in HCV polymerase inhibition and HCV replicon assays

Synthesis:
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Compound HCV polymerase HCV replicon

inhibition, ICso (UM) ECso (UM)
1 <0.25 <0.25
2 <0.25-1.0 <0.25

3 <0.25-1.0 <0.25-1.0

4 1.0-10 <0.25-1.0
10 <0.25-1.0 <0.25
13 1.0-10 <0.25
18 1.0-10 <0.25
29 <0.25 <0.25
34 <0.25-1.0 <0.25
54 1.0-10 <0.25

The synthesis of 54 compounds is described.
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