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CLAIMS
1. A compound of Formula (I):
130
R N = !
H | P R ®
A
5 O E
wherein:

Eis O orisabsent;

Ris (a)an 8-, 9- or 10-membered bicyclic heteroaryl cofhiprising one heteroatom
selected from N, S, and Q, and one, two, or thfree additional N atoms,

10 wherein said bicyclic heteroaryl is unsubspftuted or is substituted with one
or more substituents selected from the gfoup consisting of deuterium,

amino, alkylamino, dialkylamino, al/yl, halo, cyano, haloalkyl, hydroxy,

hydroxyalkyl, and alkoxy, and whfrein one or more N atoms of said

bicyclic heteroaryl is optionallf an N-oxide; or

15 (b) a five- or six-membered nitghgen-linked heterocycloalkyl ring fused to a
phenyl or monocyclic siyfmembered heteroaryl, wherein said phenyl or
heteroaryl is unsubstiflited or is substituted with one or more substituents

selected from the gfoup consisting of deuterium, amino, alkylamino,
dialkylamino, ajkyl, halo, cyano, haloalkyl, hydroxy, hydroxyalkyl, and

20 alkoxy:

R'is (1)a saturateg monocyclic heterocycloalkyl, which is unsubstituted or

substitfled with one or more substituents R,

whefein each R substituent is independently selected from the group

consisting of deuterium, halo, hydroxy, cyano, -NR'R®, -alkylenyl-

NR’R", oxo, alkyl, hydroxyalkyl, cyanoalkyl, haloalkyl, alkoxy,

haloalkoxy, alkoxyalkyl-, -S-alkyl, alkenyl, alkynyl, aryl, arylalkyl-,

aryloxy-, arylalkoxy-, cycloalkyl, cycloalkoxy, (cycloalkyl)alkyl-,

heterocycloalkyl, (heterocycloalkyl)alkyl-, (heterocycloalkyl)alkoxy-,

-C(0)alkyl, -COqalkyl, -CO:H, -C(Q)cycloalkyl, -C(O)aryl,
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-C(O)heterocycloalkyl, -S(0)-alkyl, -8O.-alkyl, -SOz-aryl, -SO»-
(haloalkyl), -CONH;, C(O)NH(alkyl), -C(O)NH(haloalkyl),
-C(O)N(alkyl)z, -C(O)NH(cycloalkyl), heteroaryl, (heteroaryl)alkyf-,

5 -SO:NH(alkyl), -SO:N(alkyl)z, -SO:NH(cycloalkyl), and
-N(H)(SO:alkyl), or two adjacent R" substituents taken tgfether form a
phenyl ring,
wherein each of said cycloalkyl, heterocycloalkyl, gfyl, heteroaryl, and

phenyl substituents within R is independent}f unsubstituted or
10 substituted with one or more substituents gelected from the group
consisting of alkyl, halo, hydroxy, cyag0, alkoxy, amino.
-NHCOaalkyl, -C(O)alkyl, and -COAlkyl;
wherein R* and R" are each indepengéntly H, alkyl, alkoxy,
alkoxyalkyl, cyanoalkyl, or hgfoalkyl; and
15 R®is H or alkyl; or
(2) a saturated, bicyclic or tricyclic/itrogen-linked heterocycloalkyl, wherein
said heterocycloalkyl comprjes a fused, bridged, or spiro bicyclic system,
and said heterocycloalkylAs unsubstituted or substituted with one or more
substituents independepftly selected from the group consisting of: alkyl,

20 halo, haloalkyl. hyd/oxy, hydroxyalkyl, alkoxy, cyano, cyanoalkyl, oxo,

R’ and R are each fidependently H or deuterium,
25  or a pharmaceutfally acceptable salt thereof,

with the prov#o that the compound of Formula I is not one of the following

cogipounds:
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2. The compound of claim 1, wherein E 1s O.
3. The compound of claim |, wherein E 1s absent.
5 4 The compound of claim 1, wherein R 1s an unsubstituted or substityfted

bicyclic heteroaryl.

5. The compound of claim 1, wherein R 1s an unsubstituted of substituted 8- or

9-membered heteroaryl.

6. The compound of claim 1, wherein R 1s a bicycligleteroaryl sclected from the

%
I T
N ~g 5, N

N N-
- NN

group consisting of:
H

The compound of claim 1, wherein R 1s or
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9. The compound of claim 1, wherein R' is a saturated, monocyclic, nitrogen-

linked heterocycloalkyl, unsubstituted or substituted as 1n claim 1.

10. The compound of claim 9, wherein the saturated, monocyclic, nitrog
5  heterocycloalkyl is azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, pipefizinyl,

azepanyl, or diazepanyl, unsubstituted or substituted as in claim 9.

11. 'The compound of claim 9, wherein the saturated, monocyflic, nitrogen-linked
heterocycloalkyl is substituted with one or more R* groups indépendently selected
10 from the group consisting of hydroxy, methoxy, cyano, cyfnomethyl. amino,
difluoroethylamino, methoxyethylamino, cyanoethylamiffo, hydroxymethyl,
pyrrolidinyl, methyl, ethyl, isopropyl, 1sobutyl, triflugfoethyl, trifluoromethyl,
cyclohexyl, tetrahydropyranyl, pyrrohidinyl, oxetagh!, fluoro, -C(O){4-methyl-
piperazin-1-yl), 4-methylpiperazinyl, -NH(Boc)acetyl, hydroxyethyl,
15 dimethylaminoethyl, cyanoethyl. methoxyetffyl, -N(Me)(acetyl), dimethylamino,
-C(0)(dimethvlamino), and oxo, and whef two adjacent substituents taken together
form a phenyl ring,
12, The compound of claim 9/ wherein the saturated, monocyclic, nitrogen-linked
20  heterocycloalkyl is substituteg/with 1, 2, or 3 R* groups independently selected from
the group consisting of’ thyl, ethyl, isopropyl, hydroxy, methoxy, amino, cyano,

fluoro, and trifluorometffyl.

25 ' loalkyl, unsubstituted or substituted as in claim 1.

ungdibstituted or substituted as described in claim 13,
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10

20

15, The compound of claim 13, wherein the saturated, monocyclic, carbon-linked
heterocycloalkyl 1s pyrrolidin-3-yl, tetrahydropyran-4-yl, tetrahydropyran-3-yl,
piperidin-3-yl, piperidin-4-yl, or tetrahydrofuran-3-yli, unsubstituted or substitut

described in claim 13.

trifluoromethyl, trifluoroethyl, acetyl, propionyl, butyryl, isobyfyryl, benzoyl,
methylsulfonyl, phenylsulfonyl, tert-butoxycarbonyl, tetrahyfdropyranyl, and oxetanyl.
17. The compound of claim 1, wherein R' is a satyfated, bicyclic or tricyclic,
nitrogen-linked heterocycloalkyl, wherein said hetgfocycloalkyl comprises a fused,
bridged, or spiro bicyclic system, and 1s unsubsyftuted or substituted as described in

claim |

18. The compound of claim 17, whgffein R' is a bridged, bicyclic, nitrogen-linked

heterocycloalkyl, unsubstituted or sybstituted as descrnibed for claim 17,

19.  The compound of claing17, wherein R' is an azetidine, pyrrolidine, piperidine,
morpholine, azepane, 1, 4-dfizepane, or azocane ring, substituted with two
substituents on the same/or different carbons that together form a C,.salklenyl group,
wherein one carbon gfom of the alkylenyl group 1s optionally replaced with one or
two O, §, or NH ggbups, and the resulting bicyclic heterocycloalkyl is optionally

further substituped as described for claim 17.
20. Ty compound of claim 17, wherein R' is substituted with one or more
substithents independently selected from the group consisting of: methyl, ethyl,

isopfopyl, acetyl, fluoro, oxo, hydroxy, tert-butoxycarbonyl, amino, aminomethyl,

rt-butoxycarbonylamino, and tert-butoxycarbonyl-aminomethyl.
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21.  The compound of claim 1, wherein both R*and R™ are H.
22 A compound selected from the group consisting of:
o)
HN_N/_\/J/\N SH-lmidazo[!,2-b]pyrazflie-2-
VN H/@ carboxylic acid 4-(pipefdine-1-
S’NQ sulfonyl)-benzylymide;
Q=3
o)
Ne
\_/
SNV I H-Pyrrolgf3,2-c|pyridine-2-
o carboxylic/cid 4-(8-oxa-3-aza-
‘ NH bicyclo[3/.1]octane-3-sulfonyl)-
i b\ Kzo benzylamide;
1 o8
o]
=N
\_/
NS Thieno|2,3-c]pyndine-2-carboxylic
o acid 4-(8-oxa-3-aza-

bicyclo[3.2.1]octane-3-sulfonyl)-
benzylamide;

Imidazo[l,2-a]pyridine-6-
carboxylic acid 4-(8-oxa-3-aza-
bicyclo[3.2.1]octane-3-sulfonyl)-
benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(piperidine-1-sulfonyl)-
benzylamide,

Imidazo[1,2-alpyrimidine-6-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide;
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Furo[2.3-c]pyridine-2-carboxylic
acid 4-(4-methoxy-pipendine-1 -
sulfonyl)-benzylamide;

Furo[2,3-c]pyridine-2-car
acid 4-(morpholine-4-s
benzylamidey

1H-Pyrazolo[3,
carboxylic acid A-(morpholine-4-

enzylamide;

ieno[2,3-c]pyridine-2-carboxylic
acid 4-(morpholine-4-sulfonyl)-

ulfonyl)-benzylamide;

benzylamide,

7 \O
i 2 Furo[2 idine-2-¢
~ \ Z urq[ ,3-clpyn me.-._-c.ar_boxyhc
7\ /\©\ acid 4-(4-cyano-piperidine-1-
© > :N sulfonyl)-benzylamide;
N= o0 :
o
~ Furo[2,3-¢]pyridine-2-carboxylic
a v ( A acid 4-(4-cyanomethyl-piperidine-
N= 58 1-sulfonyl)-benzylamide;
Hoog 0
N N Q I H-Pyrrolo{3,2-c]pyridine-2-
= | H N carboxylic acid 4-(morpholine-4-
\N Y, ’/S/*O sulfonyl)-benzylamide;
O
o)
NF Imidazo[1,2-a]pyrimidine-6-

carboxylic acid 4-(morpholine-4-
sulfonyl)-benzylamide;

Imidazo[1,2-b]pyridazine-6-
carboxytlic acid 4-(piperidine-1-
sulfonyl)-benzylamide.
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0
N7 X N
¢ H 0
NF N )3”
N
N

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-methyl-
piperazine-1-sulfonyl)-
benzylamide;

L
(@]
o \N/\

'y

@3’*“@@

//\\

//“o

ﬁ*“@@

rboxylic acid 4-(tetrahydro-
yran-4-sulfonyl)-benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(tetrahydro-
pyran-4-sulfonyl)-benzylamide:

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(tetrahydro-
pyran-4-sulfonyl)-benzylamide;

=
N NNH

1 H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(tetrahydro-
pyran-4-sulfonyl)-benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(tetrahydro-pyran-4-
sulfonyl)-benzylamide;

Imidazo|1,2-a|pyridine-6-
carboxylic acid 4-[4-(2,2,2-
trifluoro-ethyl)-piperazine-1-
sulfonyl]-benzylamide;
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Imidazo[1,2-a]pyrimidine-6-
carboxyhc acid 4-(8-oxa-3-aza-
bicyclo[3.2 1]octane-3-sulfonyl

N/LN o"s‘\/o benzylamide;
o it 1 H-Pyrazolo[3,4-b]pyridfie-5-
Ny ﬂl carboxylic acid 4-(8-oxf-3-aza-
N ) H/\©\ N bicyclo[3.2.1)octane-Jsulfonyl)-
NN o”s‘\; benzylamide
7 oH pyridme-6-
(/\N = N carb0xyhca 4-(4-hydroxy-
NFAs H B piperidife-1-sulfonyl)-
e nzylamide
o Imidgéof1,2-a]pyrimidine-6-
(\N X N o carbfxylic acid 4-(4-hydroxy-
NAN/ H _N piperidine-1-sulfonyl)-
o’/S\\ benzylamide;
0

/l H-Pyrazolo[3.4-b}pyridine-5-
carboxylic acid 4-(4-hydroxy-
piperidine- [ -sulfonyl)-
benzylamide;

1H-Pyrrolo[3,2-c]pynidine-2-
carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-
benzylamide,

AN
D
N/

Iz
A

O
g

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide
(racemic),

@)
o | H-Pyrazolo[3,4-b]pyridine-5-
~""Xy" N carboxylic acid 4-(3-hydroxy-
N\N | 7 H s on piperidine-1-sulfonyl)-benzylamide
H o %o (racemic),
)
~ Furo[2.3-¢]pyndine-2-carboxylic
7\ u/\©\ O\ acid 4-(3-hydroxy-piperidine-1-
N : R
. 5” OH sulfonyl)-benzylamide (racemic);
N & %o

1 H-Pyrrolo[3,2-¢]pyridine-2-
carboxylic acid 4-(3-hydroxy-
piperidine-1 -sulfonyl)-benzylamide

(racemic),

}
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Thieno[2,3-c]pyndine-2-carboxylic
acid 4-(4-amino-piperidine-1-
sulfonyl)-benzylamide,

1H-Pyrazolo[3,4-b]pyridife-5-

1H-Pyr#zolo[3,4-b]pyridine-5-

ic acid 4-[4-(2-methoxy-

ino)-piperidine-1-sulfonyl]-
benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-cyclohexyl-
piperazine-1-sulfonyl)-
benzylamide;

—

1H-Pyrazolo[3,4-b]pyridine-5-

oz \o

NH
N\/ | j H/\O\ Q carboxylic acid 4-(piperidine-4-
NT N s sulfonyl)-benzylamide;
0
NH e - :
s " I'hieno[2,3-c|pyridine-2-carboxyhc
== |/ H acid 4-(piperidine-4-sulfonyl)-
NG S5 benzylamide;
0
~ Imidazo[1,2-a]pyridine-6-
/\N N o carboxylic acid 4-(4-isobutyl-
NFNH g’ piperazine-l-sulfonyl)-
/2 f
O\/[\ benzylamide;
Thieno[2,3-c]pyndine-2-carboxylic
Z A\ N acid 4-((1R,3R,58)-3-amino-8-aza-
Nof~s H/\©\ m@ {INH, bicyclo[3.2.1 Joctane-8-sulfonyl)-

benzylamide;
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[1,2,4]Triazolo[1,5-a]pyridine-6-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide;

Thieno|2,3-c]pyridine-2-c
acid 4-((3R,58)-3,5-d)

Furo[2,3-c]pfridine-2-carboxylic
acid 4-[1-(tftrahydro-pyran-4-yl)-
pipghidine-4-sulfonyl]-
benzylamide;

.

Pyrazolo[1,5-a]pyridine-5-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide:

1H-Pyrazolo[4,3-b]pyridine-6-
carboxylic acid 4-(piperidine-1 -
sulfonyl)-benzylamide;

OH

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-((R)-3-hydroxy-
piperidine-1-sulfonyl)-
benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-((S)-3-hydroxy-piperidine-1-
sulfonyl)-benzylamide;

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-((S)-3-hydroxy-
piperidine-1-sulfonyl)-
benzylamide;

Imidazo|l,2-a]pyridine-6-
carboxylic acid 4-((R)-3-hydroxy-
piperidine-1-sulfonyl)-
benzylamide;
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Imidazo[1,2-a]pyridine-6-

carboxylic acid 4-((S)-3-hydroxy,

piperidine-1-sulfonyl)-
benzylamide;

[1-(4-{[(Imidazo[l.2/a]pyridine-6-
carbonyl)-amigb]-methyl}-
benzenesulfonyy-piperidin-4-yl]-
carbamic acy tert-butyl ester,

“Pyrazolo[3,4-b]pynidine-5-

cArboxylic acid 4-[1-(tetrahydro-
ran-4-yl)-piperidine-4-sulfonyl]-
benzylamide;

1H-Pyrazolo|3,4-b|pyridine-5-
carboxylic acid 4-[4-(2-cyano-
ethylamino)-pipenidine- 1 -sulfonyl]-
benzylamide,

Pyrazolo[1,5-a]pyrimidine-5-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide,

Imidazo|1,2-a]pyridine-6-
carboxylic acid 4-[4-(tetrahydro-
pyran-4-yl)-piperazine- | -sulfonyl}-
benzylamide;

cis-Imidazol 1,2-a)pyridine-6-
carboxylic acid 4-((3R,58)-3,5-
dimethyl-piperazine-1 -sulfonyl)-

224
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cis-Furo[2,3-c]pyridine-2-
carboxylic acid 4-((3R,58)-3,5-
dimethyl-piperazine-1-sulfonyl)
benzylamide;

Furo[2,3-c]pyridine-2-cagboxylic
acid 4-(1-acetyl-pipeffdine-4-
sulfonyl)-benzyjdmide;

A4-b]pyridine-5-
K acid 4-[1-(2,2,2-

sulfonyl]-benzylamide;

midazo[1,2-a]pyrimidine-6-

carboxylic acid 4-[1-(2,2,2-

trifluoro-ethyl)-piperidine-4-
sulfonyl]-benzylamide,

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-
sulfonyl]-benzylamide,

1 H-Pyrrolo[3,2-c]pyridine-2-

carboxylic acid 4-[1-(2,2,2-

trifluoro-ethyl)-piperidine-4-
sulfonyl]-benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-[1-(2,2,2-trifluoro-ethyl)-
piperidine-4-sulfonyl]-
benzylamide;
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IH-Pyrrolo[3,2-¢]pyridine-2-

o N carboxylic acid 4-[1-(tetrahydr
= N pyran-4-yl)-piperidine-4-sulfopfl]-
N2 "I ;
p— C)//S\\.o
s
Q N
= N
| H
/2
N7 N N
\=/ o ©
o] H F
= F
AN :
/\N N/\©\ ﬁ difluoro-hexahydro-
NFNF - 7

cycjopentalc]pyrrole-2-sulfonyl)-
benzylamide;

/cis—lmidazo[ 1.2-a]pyridine-6-

carboxylic acid 4-[(3aR,6a8)-

(tetrahydro-furo[3,4-c]pyrrol-5-
yhsulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(hexahydro-
furo[2,3-c]pyrrole-5-sulfonyl)-

benzylamide (mixture of
diastereomers);

cis-lmidazo|1,2-a]pyridine-6-
carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-

sulfonyl)-benzylamide (isomer A);
]

cis-Imidazo[1,2-ajpyridine-0-
carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-
sulfonyl)-benzylamide (1somer B);

IH-Pyrrolo[3,2-¢]pynidine-2-
carboxylic acid 4-[(S)-(tetrahydro-

furan-3-ylsulfonyl]-benzylamide;
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O
NF N 0 Imidazo{1,2-a]pyrimidine-6-
LA
N7 N N
\sr/ o ©
0
0
F
jegaslt
N7 TN S
N\ _ 9
s
0
N
N N
O
v S.
A g0
O
~ N C/O H-Py_rrolo[?:,2-c]pyridine—2—
I H/\©\ \ rboxylic acid 4-[(R)-(tetrahydro-
N NH $ furan-3-yl)sulfonyl]-benzylamide;
o}
N N < :o Imidazo[1,2-a]pyrimidine-6-
)\ | H/\Q A carboxylic acid 4-[(R)-(tetrahydro-
NZON /S\*o furan-3-yl)sulfonyl]-benzylamide;
\==/ o
0
o Imidazo[1,2-a]pyridine-6-
| ﬁ/\Q ) carboxvlic acid 4-[(R)-(tetrahydro-
N7 TN y. furan-3-yl)sulfonyl]-benzylamide;
\—/ / ©
0
~ N (}OH Euro[2,3-c]pyridil\e-Z-Qarb.c)gylic
/o " N acid 4-((R)-3-hydroxy-pnpgndme—l-
S sulfonyl)-benzylamide;
N= 7 S0
A\_F
2( Imidazo[l,2-a]pyridine-6-
}N F carboxylic acid 4-[(3R,58)-3,5-
dimethyl-4-(2,2 2-trifluoro-ethyl)-
| ﬁ/\©\ N_)‘ piperazine- 1 -sulfonyl]-
nZIN //Sl"‘o benzylamide;
o |
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0
p Imidazo[1,2-a]pyridine-6-
O/©/\H N’\B carboxylic acid 4-[(15,45)-(2-oxa,
o“% XN 5-aza-bicyclo(2.2.1]hept-5-
o) S N

yl)sulfonyl]-benzylamide;

| H-Pyrazolo[3,4-b]pyrigdhne-5-

piperidine-4-su
benzylamy

carboxylyf acid 4-(1-acetyl-
pipegldine-4-sulfonyl)-
benzylamide;

Fyfo(2,3-c[pyridine-2-carboxylic
cid 4-[(S)-(tetrahydro-furan-3-
ylhsulfonyl]-benzylamide,

1H-Pyrazolo[3.,4-b]pyridine-5-
carboxylic acid 4-[(8)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

PR |

Furo|2,3-c]pyridine-2-carboxylic
acid 4-[(R)-(tetrahydro-furan-3-
yh)sulfonyl]-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-|(R)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazol1,2-a]pyridine-6-
carboxylic acid 4-(ptperidine-4-
sulfonyl)-benzylamide;

Imidazo(1,2-a|pyridine-6-
carboxylic acid 4-(4-oxetan-3-yl-
piperazine-I-sulfonyl)-
benzylamide,
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Imidazo[1,2-a]pyridine-6-
(\N = carboxylic acid 4-(4-acetyl-
piperazine-1-sulfonyl)-

//\\ benzylamide;

(\N N ’\@\ /\N/\/OH

/, \\

(D*’\QO/

// \\

i /U o
hydgbxymethyl-pipendine-1-
//
o)

ulfonyl)-benzylamide;

Imidazo|l,2-a]pyridine-6-

NN N Airboxylic acid 4-(4-pyrrolidin-1-
NFA <N / yl-piperidine-1-sulfonyl)-
27\
0 0

benzylamide;

Imidazo[1,2-a]pyndine-6-

™~ | carboxylic acid 4-[4-(2-methoxy-

ethyl)-piperazine-1-sulfonyl]-
benzylamide;

Imidazo[1,2-a]pyndine-6-
carboxylic acid 4-(3,3-difluoro-
pyrrolidine-1-sulfonyl)-
benzylamide,

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-acetyl-
[1,4]d1azepane-1-sulfonyl)-

benzylamide;

Imidazo[l,2-a]pyndine-6-
carboxylic acid 4-[3-(acetyl-
methyl-amino)-pyrrolidine-1-

O"s"b )QO sulfonyl]-benzylamide (racemic):
0

N e N’X 7-(4-{[(Imidazo[1,2-a]pyridine-6-
H P carbonyl)-amino]-methyl}-

benzenesulfonyl)-2,7-diaza-

o.n

3
0>Y\ N spiro[4.5]decane-2-carboxylic acid
}_NQEJ tert-butyl ester (racemic);
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0
N Z "N
2D
2g ™ N
|
N

8-(4-{[(Imidazo[1,2-a]pyriding
carbonyl)-amino]-methyl

cthylamino-ethyl)-piperazine-1-
sulfonyl]-benzylamide,

7 Imidazo[1,2-a]pyridine-6-
[N > H/\Q carboxylic acid 4-((R)-2-
N S,NO hydroxymethyl-pyrrolidine-1-
g% = sulfonyl)-benzylamide,
O
Imidazo[1,2-a]pyridine-6-
[N \ H’\Q\ carboxylic acid 4-(($)-2-
N N hydroxymethy!l-pyrrolidine-1-
% sulfonyl)-benzylamide;
OH
@ Imidazo[1,2-a]pyridine-6-
(/\N e N Y carboxylic acid 4-(($)-3-
NF S,D“’N\ dimethylamino-pyrrolidine-1-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-(4-methyl-
piperazine-1-carbonyl)-pipenidine-
1 -sulfonyl]-benzylamide;

Imidazof1,2-a]pyridine-6-
carboxylic acid 4-[4-(4-methyl-
piperazin-1-yl)-piperidine-1-
sulfonyl]-benzylamide;
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(0]
N7 N
({;Q/l“

/\@\ E
S F

7\

0.0

sulfonyl)-benzylamide (racemy),

7R

o0

i . F
(/‘N = N F
NFNF s’N

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-
trifluoromethyl-pyrrolidine-1-

Imidazo[1,2-a]pyndine
carboxylic acid 4-(4,4-dffluoro-
piperidine-1-sulfgfyl)-

benzylamidé:

0

1H-Pyrrolo[3,2-c]pyridine-2-

1d 4-(1 -acetyl-

1dazo[l,2-a]pyridine-6-

oxylic acid 4-(1-oxetan-3-yl-
pipertdine-4-sulfonyt)-

benzylamide;

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(1-oxetan-3-yl-

Iz

= pipendine-4-sulfonyl)-
NN NH < benzylamide;
p— O/, >
=
N F‘uro[2,3—c]pyridine-2-_carb_o?<ylic
= < ) acid 4-(1-oxetan-3-yl-pipenidine-4-

sulfonyl)-benzylamide;

VH-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-oxetan-3-yl-
piperazine- | -sulfonyl)-
benzylamide;

N
N* | N </ > pipendine-4-sulfonyl)-
)\ benzylamide;
N N /P\\O
\e/ 0

Imidazo[1,2-a}pyrimidine-6-
carboxylic acid 4-(1-oxetan-3-yl-
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0
o y Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(4-oxetan-3-yl
Né\lHLm/\Q\ (N_J piperazine-1-sulfonyl)-
N)\N y ;O benzylamide;
\==/ 0
7
o N Thieno[2,3-c]pyndineZ-carboxylic
. N acid 4-(1-oxetan-3-yf-piperidine-4-
7\ _4 H sulfonyl)-befzylamide;
N= 750
@)

midazo[1.2-a]pyridine-6-

onyl}-amino]-methyl}-

nzenesulfonyl)-3,9-diaza-

iro[5.5 Jundecane-3-carboxylic
acid tert-butyl ester;

o NN 9-(4-{]
N

9-(4-{[(Imidazo[1,2-a]pyridine-6-
carbonyl)-amino]-methyl}-
benzenesulfonyl)-2,9-diaza-
spiro[5.5]undecane-2-carboxylic
acid tert-butyl ester;

8-(4-{[(Imdazo|1,2-a]pyridine-6-
carbonyl)-amino]-methyl} -
benzenesulfonyl)-1,8-diaza-
spiro[5.5)undecane- 1 -carboxylic
acid tert-butyl ester (racemic),
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4-(4-{[(Imidazo[1,2-a]pyridine-6-

carbonyl)-amino]-methyl}-
benzenesulfonyl)-1-oxa-4,9-diazg-
spiro[5.5]undecane-9-carbox
acid tert-butyl ester;

carbonyl)-amino]-
benzenesulfonyl)

4-(4-{{(Infdazo(!,2-a]pyridine-6-
carbgnyl)-amino]-methyl} -

benzegesulfonyl)-1-oxa-4.8-diaza-

spiyb[5.5]undecane-8-carboxylic
cid tert-butyl ester (racemic);

o
Q\’Oﬁ(

[7-(4-{[(Imidazo[1,2-a]pyndine-6-
carbonyl)-amino]-methyl} -
benzenesulfonyl)-7-aza-
spiro[3.5]non-2-yl]-carbamic acid
tert-butyl ester;

cis-3-(4- {[(Imidazo[ | 2-a]pyridine-
6-carbonyl)-amino]-methyl} -
benzenesulfonyl)-3,6-diaza-
bicvelo[3.2.0]heptane-6-carboxylic
~acid tert-butyl ester (racemic);

[2-(4-{[(Imidazo[],2-a]pyridine-6-
carbonyl)-amino]-methyl} -
benzenesulfonyl)-2-aza-
bicyclo[2.1.1]hex-1-ylmethyl]-
carbamic acid tert-butyl ester;
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N a2
<\/N = o
HN cis-4-(4-{[(Imidazo[1,2-a]pyndife-
6-carbonyl)-amino}-methyl/-
benzenesulfonyl)-hexahygro-
pyrrolo[3,4-b][1,4]oxazfhe-6-
0=8=0 carboxylic acid tert-byfyl ester
Ill o (racemic)
(O
o) O*é
| 0
7
. 9/©AH 1
- = 2-(4-{[(iflidazo[1,2-a]pyridine-6-
N

nyl)-amino}-methyl} -

beAzenesulfonyl)-2,9-diaza-
spyfo[5.5)undecane-9-carboxylic
acid tert-butyl ester;

cis-[3-(4-{[(Imdazo[1,2-
a]pyndine-6-carbonyl)-amino]-
methyl} -benzenesulfonyl)-3-aza-
bicyclo[3.1.0]hex-1-yl]-carbamic
acid tert-butyl ester (racemic),

cis-7-(4-{[(Imidazo[],2-a]pyridine-
6-carbonyl)-amino}-methyl} -
benzenesulfonyl)-9-oxa-3,7-diaza-
bicyclo[3.3.1]nonane-3-carboxylic
acid tert-butyl ester (racemic),

cis-4-(4-{[(Imidazo[1,2-a]pyridine-
6-carbonyl)-aminoJ-methyl } -
benzenesulfonyl)-hexahydro-
pyrrolo[3,4-b][1,4]oxazine-6-
carboxylic acid tert-butyl ester
(racemic),
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cis-1-(4-{[(Imdazo[1,2-a]pyridine-
6-carbonyl)-amino}-methyl}-
benzenesulfonyl)-hexahydro-
pyrrolo[3,4-b]pyrrole-5-carbo
acid tert-butyl ester (raceny

ci1s-5-(4-{[(Imidazo[1,2-a
6-carbonyl)-amino]-

~amino |-methyl |-
benzenefulfonyl)-hexahydro-

midazo[1,2-a]pyridine-6-
Arboxylic acid 4-(9-hydroxy-3-
xa-7-aza-bicyclo[3.3.1]nonane-7-
sulfonyl)-benzylamide (mixture of
diastereomers);

trans-Imidazo[1,2-a]pyridine-6-

carboxylic acid 4-(3-hydroxy-4-

methyl-pyrrolidine-1-sulfonyl)-
benzylamide (racemic),

cis-Imidazo[1.2-a]pyridine-6-
carboxylic acid 4-(7-hydroxy-3-
oxa-9-aza-bicyclo[3.3.1]nonane-9-

sulfonyl)-benzylamide (racemic).
_ |

cis-lmidazo( 1,2-a]pyridine-6-
carboxylic acid 4-(5,5-difluoro-2-

aza-bicyclo[2.2.1]heptane-2-
sulfonyl)-benzylamide (racemic):

cis-lmidazo[1,2-a]pyridine-6-
carboxylic acid 4-(7-methyl-9-oxa-
3,7-diaza-bicyclo[3.3.1]nonane-3-
sulfonyl)-benzylamide (racemic),
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W
Q NQ_O‘S?_O cis-lmdazo[1,2-a]pyridine-6-
N carboxylic acid 4-(5-methyl-
7\ N hexahydro-pyrmrolo[3,4-b]pyrrolf-1-
N sulfonyl)-benzylamide (racepfic),
N F
0
0 /__Q_g_—:-o . . .
NH \ cis-Imidazo[1,2-a]pfridine-6-
carboxylic acid 4/1-methyl-
7\ hexahydro-pyrrolgf3.4-b]pyrrole-5-
N N— sulfonyl)-benzyfamide (racemic);
N A

Z\
\z__~

meghyl-piperidine- 1 -sulfonyl)-
benzylamide;

3
Q
@]

/ Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(hexahydro-
furo[3,2-c]pyridine-5-sulfonyl)-
benzylamide (mixture of
diastereomers),

cis-Imidazo| 1,2-a]pyridine-6-
carboxylic acid 4-(6,6-difluoro-3-

aza-bicyclo[3.2.0]heptane-3-
sulfonyl)-benzylamide (racemic),

Pyrazolo[1,5-a]pyrazine-2-
carboxylic acid 4-(pipendine-1 -
sulfonyl)-benzylarmde;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(4-oxetan-3-yl-piperazine-1-
sulfonyl)-benzylamide;
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N—
N\ /%
N =0
HN Furo[2.3-c]pyridine-2-carboxyfic
acid 4-((8)-3-hydroxy-pipendpe-1-
HO sulfonyl)-benzylamidy
C\N‘,§=o
0
N ==
\_ /"%
= o
HN Furo[2.3-c]p#ridine-2-carboxylic

acid 4-((R)-F-hydroxy-piperidine-1-
HO nyl)-benzylamide;
&

. OCN“ / Imidazo[1,2-a]pyridine-6-
Nel “S\\’N carboxylic acid 4-(2,8-diaza-
Q\: H o) spiro[4.5]decane-8-sulfonyl)-
N AN benzylamide;

o
o a0 0 Furo[2,3-c]pyridine-2-carboxylic
N acid 4-(tetrahydro-furo[3,4-
NN , H/\©\ c]pyrrole-5-sulfonyl)-benzylamide
— /,SO (mixture of diastereomers);

1H-Pyrrolo[3,2-c]pyndine-2-
carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide
(racemic),

1H-Pyrazolo[3,4-b]pyridine-5-

carboxvlic acid 4-(tetrahydro-

pyran-3-sulfonyl)-benzylamide
(racemic);

1 H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-pyrrolidin-1-
yl-piperidine-1-sulfonyl)-
benzylamide;
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UU

I/ \\

o

Furo[2,3-c]pyndine-2-carboxylic
acid 4-(4-pyrrolidin-1-yl-
piperidine-1-sulfonyl)-
benzylamide;

éo*’\@c@

// \\

COTDL 1D

// \\

o@*“@@

e aasy f><°“/

I/ \\

0[3.1.0]hexane-3-sulfonyl)-
benzylamlde

Imldazo[l 2-a]pyridine-6-
carboxylic acid 4-(3-hydroxy-3-
methyl-pyrrohidine-1-sulfonyl)-
benzylamide (racemic),

f@*“@

/, N

cis-Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(9-methyl-3-oxa-
7,9-diaza-bicyclo[3.3 1 ]nonane-7-
sulfonyl)-benzylamide (racemic);

x
A

fon

// \\

cis-Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(5-acetyl-2,5-

diaza-bicyclo[2.2.1 Jheptane-2-
sulfonyl)-benzylamide (racemic)

(\N\

ey

// \\

cis-lmidazol[1.2-a]pyridine-6-
carboxylic acid 4-(5-fluoro-2-aza-
bicyclo[2.2.1 |heptane-2-sulfonyl)-
henzylamide (racemic);

AU

// \\

cis-lmidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-methyl-3.6-

diaza-bicyclo[3.2.1]octane-6-
sulfonyl)-benzylamide (racemic);
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cis-Imidazo[1,2-a]pyndine-6-

o]
(/\N = N carboxylic acid 4-(2-aza-
TN H N bicyclo[3.1.0]hexane-2-sulfonyl

% benzylamide (racemic),

Imidazo|1,2-a]pynding

5 = o
x o) ic acid 4-(2.6-diofa-9-aza-
(/\N N (\ carboxylic acid 4-(2,6-digfa-9-aza
NN S,Nm spiro[4.5]decane-9-syflifonyl)-
o

7\

© O

0]
~ N o Furo[2.3-c]pyridfie-2-carboxylic
7 Ao H/\©\ acid 4-(tetrgfiydro-pyran-3-
= )N sulfonyl)-benfylamide (racemic);
o
0

Imidgzo[1,2-a]pyridine-6-
carbgkylic acid 4-(tetrahydro-
pyrgh-3-sulfonyl)-benzylamide
(racemic),

Furo[2,3-c]pyridine-2-carboxylic
acid 4-[4-(tetrahydro-pyran-4-yl)-
piperazine-1-sulfonyl]-
benzylamide;

Imidazo[!,2-a]pyridine-6-
carboxyli¢ acid 4-(1-acetyl-
piperidine-4-sulfonyl)-
benzylamide;

cis-1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(2-oxa-5-aza-
bicyclo[2 2.1 ]heptane-5-sulfonyl)-
benzylamide (racemic);

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-[4-(2-methoxy-
ethyl)-piperazine-1-sulfonyl]-
benzylamide,
1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-
hydroxymethyl-piperidine-1-
sulfonyl)-benzylamide;
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4 = N
N P
N™ N

7\
Qo

/\©\ /&F
-~ F
O

1H-Pyrazolo[3,4-b]pyridine-5-

carboxylic acid 4-(3.3-difluoro-

pyrrolidine-1-sulfonyl)-
benzylamide;

lic acid 4-(hexahydro-
,3-¢]pyrrole-5-sulfonyl)-
enzylamide (racemic),

/lmidazo[l 2-apyrimidine-6-

carboxylic acid 4-(1-1sobutyl-
piperidine-4-sulfinyl)-benzylamide
(racemic),

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(1-1sobutyl-piperidine-4-
sulfinyl)-benzylamide (racemic),

1H-Pyrazolo{3,4-b]pynidine-5-
carboxylic acid 4~(1-1sobutyl-
piperidine-4-sulfinyl)-benzylamide
(racemic),

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide
(racemic);
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o
o Q/\ NN 8-(4-{[(Tmidazo[1 2-a]pyridine-6-
Osg NN carbonylj-amino]-methyl}-
N benzenesulfonyl)-1,8-diaza
spiro[4.6]undecane-1-carbo
->'0>,_N acid tert-butyl ester (rac
o
0
Togaes
0 ‘E[’ W h""N L.
i 3-[(4-4 1,2-a]pyridine-6-
NH carbonyl)-gmino]|-methyl}-

lic acid tert-buty! ester
(racemic),

1-(4-{[(Imdazo[1,2-a]pyridine-6-
carbonyl)-amino]-methyl} -
benzenesulfonyl)-1,8-diaza-
spiro[4.5]decane-8-carboxylic acid
tert-buty! ester;

3-[1~(4-{[(Imidazo[1,2-a]pyridine-
6-carbonyl)-amino]-methyl} -
benzenesulfony!)-2,3-dihydro-1H-
indol-3-yl]-piperidine-1-carboxylic
acid tert-buty! ester (mixture of
diastereomers),

-

N-(4-(1-1sobutylpiperidin-4-
ylsulfinyl)benzyl)H-imidazo[1,2-
a]pyridine-6-carboxamide
(racemic);
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_g

N

N-[[4-[(1-isobutyl-4-
piperidyl)sulfinyl]phenylJmethyl }
midazo[1,2-a]pyrimidine-6-
carboxamide;

N-[[4A(1-1s0butyl-4-
piperidyl)sflfinylJphenylJmethyl]-
1H-pyphzolo[3.4-b]pyridine-5-
carboxamide;

N-([4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenyl]methyl]-
1H-pyrrolo[3,2-c]pyridine-2-

carboxamide;

N-[[4-[(1-1s0butyl-4-
piperidyl)sulfinyl|phenyljmethyl}fu
ro[2,3-c]pyridine-2-carboxamide
(single isomer);

N-[[4-[(1-1s0butyl-4-
piperidyl)sulfinyl}phenylJmethyl]fu
ro[2,3-c]pyridine-2-carboxamde
(single isomer);

N-[[4-(8-0xa-2-azaspiro[3.5]nonan-
2-
ylsulfonyl)phenyl]methyl]imidazo|
1,2-a}pyridine-6-carboxamide;

N-[[4-(2,8-diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyljmethyl]imidazo[
1,2-a]pyridine-6-carboxamide;
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0
¢ ) N-[[4-(4-tetrahydropyran-4-
o ylpiperazin-1-

NJ\N _N) yl)sulfonylphenyl]methyl]-l,3
= Hn dihydropyrrolo[3,4-c]pyridingf2-
N/ Se carboxamide;

N g o

0

__ = N = -:/\N-,,_
S o H N N
N /i\\o
0
O

J ‘ S N l s ylsulfonyphenyl)methyl]-1H-
N Loy

\, _ e pyrazflo[3,4-b]pyridine-5-
H N // carboxamide;

Iz

N-{(4-tetrahydropyran-4-
Isulfonylphenyl)methyl[imida
zo[1,2-a]pynmidine-6-
carboxamide;

Iz

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]imida
zo[1,2-a]pyridine-6-
carboxamide:

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]-1H-
pyrrolo[3,2-c]pynidine-2-
carboxamide;

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]furo[
2,3-c]pyridine-2-carboxamide;,

N-{[4-(4-
piperidylsulfonyl)phenyl]lmeth
yl]-1H-pyrazolo}{3,4-
b]pyridine-5-carboxamide;
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carboxamide;

N-{[4-(4-
pipendylsulfonyl)phenyljmet
yllthieno[2,3-c]pyridine-2

o.

3 /_N> piperidyl)sulfony//phenyl]meth
/S N | ™ yl]furo[2,3-#pyridine-2-
/Yo N carbfxamide;
n— o//‘\\‘o

[+)

N-{[4A(]-tetrahydropyran-4-
yl-4-
ridylsulfonyl}phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-[(]-acetyl-4-

piperidylsulfonyl]phenyl}meth

yl]furo[2,3-¢]pynidine-2-
carboxamide;

N-[[4-[[1-(2.,2,2-
trifluoroethyl)-4-
pipertdyl]sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b|pyridine-5-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenylmeth
yllimidazo[1,2-a]pyrimdine-6-
carboxamide;
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F

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]mgth
yllimidazo[1,2-a]pyridingf6-
carboxamide;

N-[[4-[{1-(2Z,2-
trifluoroethyfl)-4-

2-cagboxamide;

F[[4-[11-(2,2,2-
rifluoroethyl)-4-
pipefdyl]sulfonyl]phenyl]meth
1]furo{2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl]meth
yl}-1H-pyrrolo[3,2-c]pyridine-
2-carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl]meth
yllimidazo[1,2-a]pyndine-6-
carboxamide;

N-[[4-(2,6-
diazaspiro[3.4]Joctan-6-
ylsulfonyl)phenyl]Jmethyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(7-methy]-2,7-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyljmethyl]imi
dazo[1,2-a]pyridine-6-
carboxamide;
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[s]
o
0,0k
N’/t / P \S/N“‘-./

N-[[4-[(1 -0x0-2,7-
diazaspiro[4.4]nonan-7-
yl)sulfonyl]phenyl]methyl]i
dazo[1,2-a]pyridine-6-

0//\\\0 carboxamide;
N-[[4-(7-0xa-2-
P \ P [\[\ T azaspiro[3.5]nongh-2-
U T\j\ P ylsulfonyl)phenyl]ngthyl}imid
//\\/ o azo[1,2-a]pyydine-6-

</\“~/\‘§ /’“\u/\ |//\\ ®<0_
N%J\\J P S/N"-. /7

1,2-alpyridine-6-
carboxamide

35“\@5/\/

//\\

N-[[4-(6-0xa-2-
azaspiro[3.4]octan-2-
sulfonyl)phenyl]methyljimd
azo[1,2-a]pyridine-6-
carboxamide;

o

N-[[4-[(3S)-tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-
pyrrolo[3,2-c]pyridine-2-
carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
yl|sulfonylphenyllmethyl}imid
azo[1,2-a]pyrimidine-6-
carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
ylJsulfonylphenyl]methyl]imid
azo[l,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl]meth
yllimidazo(1,2-a]pyrimidine-6-
carboxamide;
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o N-[[4-[(3R)-tetrahydrofuran-3-
= N G yl]sulfonylphenyl]methyl}-1H
VA pyrrolo[3,2-c]pyridine-2-
_ //Si\\o carboxamide,

N-[[4-[(3R)-tetrahydybfuran-3-
yl]sulfonylphenyl|pethyl]imid
azo[1,2-a]pypy

yl]sulfghylphenyl]lmethyl]imid
zo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl|phenyl]meth
yl]imidazo[1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
yl]sulfonylphenylimethyl]furo[
2.3-c]pyridine-2-carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;
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N-[[4-[(3R)-tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]fur
2,3-c]pyridine-2-carboxamyde;,

N-[[4-[(3R)-tetrahydr,

yl]sulfonylphenyl]

pyrazolo[3.4-b
carbox

thyl]-1H-
ridine-5-
1de;

[14-(4-
Ifonyl)phenyl|meth
yl]imigazo[1,2-a]pyridine-6-
carboxamide;

41-butyl 2-[4-[(1midazo]1,2-

a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,8-
diazaspiro[4.5]decane-8-
carboxylate;

tert-butyl 7-[4-[(imidazo[1,2-
a]pyridine-6-
carbonylamino)methyl|phenyl]
sulfonyl-1,7-
diazaspiro[4.4]nonane-1-
carboxylate;

tert-butyl 1-[4-[(imidazo][1,2-
alpyndine-6-
carbonylamino)methyl|phenyl]
sulfonyl-1,7-
diazaspiro[4.4]nonane-7-
carboxylate,
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tert-butyl 2-[4-[(1imidazo[1,
a]pyridine-6-
carbonylamino)methyl]pfenyl]
sulfonyl-2,8-
diazaspiro[3.5nogane-8-
carboxylgfe;

1,2-a]pyridine-6-
carboxamide;

N-[[4-(azetidin-1-
Isulfonyl)phenyl]methyl]imid
azo[l,2-a]pyridine-6-
carboxamide;

tert-butyl 2-[4-[(imidazo[1,2-
aJpyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,7-
diazaspiro[4.4]nonane-7-
carboxylate;

tert-butyl 2-[4-[(imidazo[1,2-
a)pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,9-
diazaspiro[4.5)decane-9-
carboxylate;
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O

zZ— =0

tert-butyl 2-[4-[(imidazo[1,2,
a]pyridine-6-
carbonylamino)methyl]phghyl]
sulfonyl-2,6-
diazaspiro[4.5]decghe-6-

UYLy

AN

agb[1,2-a]pyridine-6-
carboxamide;

-[[4-(3-hydroxyazetidin-1-
Dsulfonylphenyllmethyl]imid
azo[l,2-a]pyridine-6-
carboxamide;

N-[[4-[3-(4-methylpiperazine-
1-carbonyl)azetidin-1-
yl]sulfonylphenyl]methyl}imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyljphenylimeth
yl]-1H-pyrrolo[3,2-c]pyndine-

2-carboxamide;

N-[[4-[[1-(oxetan-3-y])-4-
piperidyl]sulfonyl]phenyl]meth
yllimidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[[1-(oxetan-3-y])-4-
piperidyljsulfonyl]phenyl]meth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;
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N-[[4-[[1-(oxetan-3-yl)-4-
piperidyl]sulfonyl]phenyl]m
yl]furo[2,3-c]pyndine-
carboxamide;

N-[[4-[[1-(oxgfan-3-y])-4-
piperidyl]sulfghAyl]phenyl]meth
yl]limidazo[ /2-a]pyrimidine-6-
oxamide,

-[[4-][[1-(oxetan-3-yl)-4-
peridyl]sulfonyl]phenyl]meth
yl]Jthieno[2,3-¢c]pyridine-2-

carboxamide;

N-[[4-(2,8-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyljimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[{[4-(1,7-
diazaspiro[4.4]nonan-| -
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1,7-
diazaspiro(4 4]nonan-7-
ylsulfonyl)phenyllmethyl}imid
azo[1,2-a]pyridine-6-
carboxamide;
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N R N
(\ H/@\Q N_[[4_(2’8-
N Q/O diazaspiro[4.5]decan-2-
| ,

ylsulfonyl)phenyljmethyl
azo[1,2-alpyridine-¢£
carboxamide;

N-(1441,7-
diazaspirg]4.4}nonan-7-
ylsulfonylYhenyljmethyl]imid
azo|f,2-alpyridine-6-

carboxamide;

N-[[4-(1,7-
diazaspiro[4.4]nonan-1-
ylsulfonyl)phenyl]lmethyl]imid

azo[l,2-a]pynidine-6-
carboxamide;

N-[[4-[(6-acetyl-2,6-
diazaspiro[3 .3 ]heptan-2-
yDsulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-
carboxamide;

2-amino-N-[(4-
morpholinosulfonylphenyl)met
hyl]-5,7-dihydropyrrolo[3,4-
d]pyrimidine-6-carboxamide;

N-([4-(2,7-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyllmethyl]imid
azo[l,2-a]pyndine-6-
carboxamide;
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o

N-[[4-(2,7-
diazaspiro[4.4]nonan-2-
ylsulfonyl)phenyljmethyl]yhid

dihydropyrrolo[3,4-c]pyridine-
2-carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo|3,4-
¢]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]-1H-
pyrrolo[3,2-c]pyridine-2-
carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;

N-[[4-(7-0xa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl}-1H-
pyrazolo{3,4-bjpyridine-5-
carboxamide;
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{\‘N \ N/\\/\
NFTN S

N-[[4-[(6,6-difluoro-2-
azaspiro[3.3]heptan-2-
yDsulfonyl]phenyl]methyl]i
dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(7-methyl-
diazaspiro[3.5 [nophn-2-
yl)sulfonyl]phenylethyl]imi

phenyl]methyl]imi
1,2-a]pyridine-6-
carboxamide;

-[[4-[(5-methy]-2,5-
diazaspiro[3.4]octan-2-
)sulfonyl]phenyl]methylJim
dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(5-0xa-2-
azaspiro[3.4Joctan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyrnidine-6-
carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]furo[
2,3-¢]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]imida
zo[1,2-a]pyridine-6-
carboxamide;

2-amino-N-[(4-
tetrahydropyran-4-
ylsulfonylphenyl)methyl]-5,7-
dihydropyrrolo[3,4-
d]pyrimidine-6-carboxamide;
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N-[[4-(4-tetrahydropyran-4-
ylpiperazin-1-
yl)sulfonylphenyl]methy]]

C boxamlde,

N-[[4-[4-(0oxetan-3-
yl)piperazin-|-
I]sulfonylphenyljmethyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-
2-carboxamide;

N-[[4-(3,3-difluoroazetidin-1-
yl)sulfonylphenylmethyl]-1H-
pyrazolo[3 4-b]pyridine-5-
carboxamide;

N-[{4-[(]-ox0-2,7-
diazaspiro[4.4]nonan-7-
yhsulfonyl]phenyl]methyl]-
1H-pyrazolo[3,4-b]pyridine-5-
carboxamide;
N-[[4-[(7-methyl-2,7-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl]-
1H-pyrazolo[3,4-b]pyridine-5-
carboxamide;
N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyllmethyl]-1H-
pyrazolo[3,4-b]pynidine-5-
carboxamide;
N-[[4-(6-oxa-1-

/ SN " azaspiro[3.3 Jheptan-1-
iy ' ylsulfonyl)phenyljmethyl]-1H-
y N o pyrazolo[3,4-b]pyridine-5-

carboxamide;
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o ?ﬁ p N-[[4-[(3S,5R)-3,5-dimethyl-4

o L o (oxetan-3-yl)piperazin-1-
_ // N \Q NJ—' yl]sulfonylphenyl]methyl]f_ o[
g )

7\
N—
N-/4-(4-methylpiperazin-1-
yD)bulfonylphenyl]methyl]-1,3-
— hydropyrrolo[3,4-c]pyridine-
\ / 2-carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl}jphenyl]meth
yi]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

O;ﬁ I_\I-[[4-[A(7-methyl~2,7-
‘°|’ diazaspiro[3.4]octan-2-
N yDsulfonyl]phenyl]methyl]furo
8 [2,3-c]pyridine-2-carboxamide;
N
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N-[[4-(7-0xa-2-
azaspiro[3.5]nonan-Z-
ylsulfonyl)phenyl]metiyl]-1,3-
dihydropyrrolo[3,4-¢Apyridine-
2-carboxarfide;

N-[[4-[(4-pyrrolidin-1-yl-1-
piperidyl)sulfonyl]phenyljmeth
yl1]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-{(4-
morpholinosulfonylphenyl)met
hyl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-[(4,4-difluoro-
1,3,3a,5,6,6a-
hexahydrocyclopenta[c]pyrrol-
2.
yl)sulfonyl]phenyl]methyl]furo
[2,3-c]pyridine-2-carboxamide;
N-[[4-[(5,5-difluoro-
1,3,3a,4,60,6a-
hexahydrocyclopenta[c]pyrrol-
2.
yDsulfonyl}phenylJmethyl]furo
[2,3-c]pyridine-2-carboxamide:
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N[44
methoxyethyl)piperazin-1-
yl]sulfonylphenyl]methyl]fli?/

2.3-¢]pyridine-2-carboxamige;

piperidyl]sulfonyl]phenyl]meth
yl]furo[2,3-c]pyrigfne-2-
carboxamig;

o ) p ; N-[[4A3.3-difluoroazetidin-1-
| ”/\@\ /3/\= yhsplifonylphenyl]methyl]}furo[
/N

-c]pyridine-2-carboxamide;

[+
o / N-[[4-(2,3,3a,4.,6,6a-

hexahydrofuro[2,3-c]pyrrol-5-
ylsulfonyl)phenyljmethyl]furo[
2,3-c]pyridine-2-carboxamide;

N-[{4-(1-oxa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl]methyl]furo[
2.3-c]pyridine-2-carboxamide;

N-[[4-(2-0xa-5-
azabicyclo[2.2.1]heptan-5-
ylsulfonyl)phenyl]methyl]furo{
2,3-c]pyridine-2-carboxamide;

N-[[4-(8-oxa-3-
azabicyclo[3.2.1]octan-3-
ylsulfonyl)phenyl]methyl]furof
2,3-c]pyridine-2-carboxamide;

N-[[4-[[(3R)-3-hydroxy-1-
piperidyl]sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3.,4-
¢]pyridine-2-carboxamide;
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N-[[4-[[(38)-3-hydroxy-1-
piperidyl]sulfonyl]phenyl]met

yl]-1,3-dihydropyrrolo[3,4-

¢|pyridine-2-carboxamidy,

N-[[4-(1-
pipendylsulfonyl)phefylmeth
yllimidazo[1,5-a]g#ndine-7-

piperidyl)syffonyl]phenyl]meth
y1]-1,3-dihydropyrrolo[3.,4-
c]pyrfline-2-carboxamide;

-[[4-[(1 -1sopropyl-4-
pperndyl)sulfonyl]phenyl]meth
ylifuro[2,3-c]pyridine-2-

/ carboxamide;

N-[[4-[(1-propanoyi-4-
piperidyl)sulfonyl|phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-
¢]pyridine-2-carboxamide,

N-{[4-{(1-propanoyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furof2,3-c]pyridine-2-
carboxamide;

N-[[4-[{1-(2-
methylpropanoyl)-4-
pipendyl]sulfonyl]phenyl]meth
yl}furo{2 3-c]pyridine-2-
carboxamide;

N-[[4-[(1 -butanoy!-4-

. " piperidylsulfonyl]phenyl]meth
“WJ\ /\Q g > yl]furo[2,3-c]pyridine-2-

7/ N—o P y8 carboxamide;

N=== 7 o
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N-[[4-[(1-isopropyl-4-
piperidyl)sulfonyl]phenyl]m
ylJimidazo[!,2-a]pyridine
carboxamide;

N-[[4-[(1 -1s0pr
piperidyl)sulfonyl

piperidylSulfonyl]phenyljmeth
ylhimplazo[1,2-a]pyridine-6-
carboxamide;

/ N-[[4-[(4-hydroxy-1-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-(1-0xa-4,9-
diazaspiro[S.5]undecan-4-
ylsulfonyl)phenyllmethyl}imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(5-amino-3-
azabicyclo[3.1.0]hexan-3-
yhsulfonyl]phenylJmethyl]imi
dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1,8-
diazaspiro[4.5]decan-8-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-
carboxamide;
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a N-[[4-(1-0xa-4,8-
diazaspiro[5.5)undecan-4-
ylsulfonyl)phenylimethyl]i
azo[1,2-a]pyndine-6
carboxamide;

N-[[4-[(2-ampho-7-
azaspiro[3.5onan-7-
yhsulfonyl]phghylimethyllimi
dazo[1,2A]pyridine-6-
capboxamide;

N-[[4-(3.9-
spiro[5.5]undecan-3-
onyl)phenyl]methyl]imid
azo[1,2-a]pyndine-6-
carboxamide;

N-[[4-(2,9-
diazaspiro[5.5]undecan-9-
ylsulfonyl)phenyllmethyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

di
yls

N-[[4-(1,8-
diazaspiro[5.5]undecan-8-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-{[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo[3,4-
b][1,4]oxazin-4-
ylsulfonyl)phenylimethyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[[4-(aminomethy])-3-
azabicyclo[2.1.1]hexan-3-
yl]sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-
carboxamide;
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N-[[4-(2,3,3a,4,6,6a-
hexahydro-1H-pyrrolo[3,4-
c]pyrrol-5-
ylsulfonyl)phenyl|methyl)i
azo[1,2-a]pyridine-6
carboxamide;

[Jmethyl]imid
azo[1,2-Apyridine-6-

N-[[4-(1,8-
diazaspiro[4.5]decan-1-
sulfonyl)phenyllmethyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(2,3,3a,4,6,6a-
hexahydro-1H-pyrrolo[3,4-
b]pyrrol-5-
ylsulfonyl)phenyllmethyl]imid
azo[1,2-ajpyridine-6-
carboxamide;

N-[[4-(9-0xa-3,7-
diazabicyclo[3.3.1]nonan-3-
ylsulfonyl)phenyllmethyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1,9-
diazaspiro[4.6]undecan-9-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo[3,4-
b][1,4]Joxazin-4-
ylsulfonyl)phenyllmethyl]imid
azo[1,2-a]pyndine-6-
carboxamide;
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N o N-[[4-(1,8-
diazaspiro[5.5]undecan-8-
N = ylsulfonyl)phenyljmethyl]i
N l azo[1,2-a]pyridine-6-
AN NNy carboxamide;
o % L/
" i _ N-[[4-(
. N diazabicyclo[3.2.Qfheptan-3-
w /Q/\ | ylsulfonylphenyffmethyl]imid
25\ T azo[1,2-aJgfyridine-6-
7N, \/ carbgxamide;
K
) [[4-(2.9-
diazggpiro[5.5]undecan-2-
N N ylsulfpnyl)phenylimethyl]imid
N "’ ‘ azo[1,2-a]pyndine-6-
s MW carboxamide;
7N\ \_/

{ N-[[4-(3,32,4,5,6,6a-
hexahydro-2H-pyrrolo[2,3-
¢]pyrrol-1-
ylsulfonyl)phenyl]methyl]imid
azofl,2-a]pyndine-6-
carboxamide;
N-[[4-[(1-isopropyl-4-
piperidyl)sulfonyl]phenyl]meth
vi]-1H-pyrrolo[3,2-c]pyridine-
2-carboxamide;

N-{[4-[(1-1s0butyl-4-
piperidyl)sulfonyl]phenyl]meth
yllfuro[2,3-c]pyndine-2-
carboxamide;

N-[[4-](1-propyl-4-
piperidyl)sulfonyl]phenyl]meth
ylfuro[2,3-c]pyrnidine-2-
carboxamide;

i 1 N-[[4-[(1-benzoyl-4-
vy, |/\j/“\u/\' |/\ T ) ™ piperidyl)sulfonyl]phenyl]meth
/L 7 2 L) 7 yl]-1H-pyrazolo[3,4-

: N

b]pyridine-5-carboxamide;
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N-[[4-[[1-(benzenesulfonyl)-3-

AN 4 NS /\ A pipenidyl]sulfonyl}phenyl]meth
"-\:’ ] “./ /\Q\ NN Q yl]-]H-pyra'ZOIO[:;vél_ /

AN 7N b]pyridine-5-carboxamidg/
\ N-[[4-[1-
S A - N i (benzenesulfonyl)pyrrojfdin-3-
\‘,,l\j \:J\/O' "/ﬁ yl]sulfonylphenyllmefiyl]-1 H-
A AN %;\> pyrazolo[3,4-b]pyfidine-5-

[+

-~ N/\\
H

y l j l Ry /A\T
N |
LD

o// \0

[+]

carboxamide;

N-[[4-[(1-methylsulfonyl-4-
piperidyl)sulfonyljphenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
N-[[4-[(1-benzoyl-3-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
N-[[4-(1-benzoylpyrrolidin-3-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;
N-[[4-[[1-(benzenesulfonyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl}-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
N-[[4-[(1-methylsulfonyl-3-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-S-carboxamide;
N-[[4-(1-
methylsulfonylpyrrolidin-3-
yl)sulfonylphenylimethyl]-1H-
pyrazolo[3.4-b]pyridine-5-

carboxamide;

= —
\)L -~ 2
SRR DYPIE
N & 7N
H L S
O/\O

¢}
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N-[[4-[(1-isobutyl-4-
pipenidyl)sulfinyl]phenyl]met
yl]furo[2,3-¢c]pyridine-2-
carboxamide,

N-[[4-[[1-(2,2,2-

trifluoroethyl)-#-

pipendyl]sulfinyl[phfnyl]meth
yllfuro[2,3-clpyridine-2-

finyl]phenylJmeth
,3-c]pynidine-2-
arboxamide;

-[[4-[(1-propyl-4-
pip€ridyl)sulfinyl]phenyl]meth
yllfuro[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenyl]Jmeth
yllfuro[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-1s0butyl-4-
pipendyl)sulfinyl]phenyl]meth
yllfuro[2,3-c]pyndine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfinyl]phenyl]meth
yllfuro[2,3-c]pyndine-2-
carboxamide;

N-[[4-](1 -1s0propyl-4-
piperidyl)sulfinyl]phenyl|meth
yllimidazo[1,2-a)pyridine-6-
carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3 .4-
¢|pyridine-2-carboxamide;
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N-[[4-[{1-(2,2,2-
trifluoroethyl)-4-

|
2N S TN §7> pipenidyl]sulfinyl]phenyljme
S 2 ‘\., yllimidazo[1,2-a]pyridine -
N | carboxamide;
o 0 N-[[4-[(]-tetrahydropyfan-4-
\N/”\N/\ A /\N/‘C) o yl-4-
— ] ¥ ( | I ] piperidyDsulfinyl]pfienyl]meth
e T g y1]-1,3-dihydrogyrrolo[3,4-
) o c]pyridine-2£arboxamide;

A N-[[4-[

(J1sopropyl-4-
piperidyl)sAlfinyl]phenyljmeth
yl]-/H-pyrazolo[3,4-
b]pyAdine-5-carboxamide;
N-[[4-[[1-(2.2,2-
trifluoroethyl)-4-
iperidyl]sulfinyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

N-[[4-[(R)-(1 -isopropyi-4-
piperidyl)sulfinyl]phenyl]meth
yl]furo{2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenyl]jmeth
yl]furo[2,3-c]pyndine-2-
carboxamide;

N-[[4-[(1 -ethyl-4-
pipendyl)sulfinyl]phenyl]meth
yllimidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]phenylJmeth
yi]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-methyl-4-
pipenidyl)sulfinyl]phenyllmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;
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N-[[4-[(1-ethyl-4-

piperidyl)sulfinyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamidg/

pipendyl)fulfinyl]phenylJmeth
ylJimigazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenyl]meth

yl]-1,3-dihydropyrrolo[3,4-

¢]pyridine-2-carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenyl]meth
y1]-1,3-dihydropyrrolo[3,4-
¢]pyridine-2-carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenyl]meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]JphenylJmeth
yl]furo[2,3-¢c]pyridine-2-
carboxamide;

N-[[4-[(1 -ethyl-4-
piperidyl)sulfinyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

g _J u carboxamide;
. |,/\O N-[[4-[(1-tetrahydropyran-4-
l\ J yl-4-
V4 | \J y 7 | w/,\ ” ~ piperidyl)sulfinyljphenyl]meth
M RS T yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide,
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N-([[4-{(1-propyl-4-
ptperidyl)sulfinyl]phenyljmeth
yllfuro[2,3-c]pyndine-2-

carboxamide;

N-{[4-[(S)-(1-propylA-

1,2-a]pyridine-6-
rboxamide;

[[4-[(1-ethyl-4-
pipeAdyl)sulfinyl]phenyl]meth
-1,3-dihydropyrrolo[3,4-

\N / |:! pyridine-2-carboxamide; and
] [ N-[[4-[(1-isopropyl-4-
e g i S /O/\ piperidyl)sulfinyl]phenyl]meth
{ : ' A yl]-1H-pyrrolo[3,2-c]pyridine-
N/ I 2-carboxamide;

and pharmaceutically acceptable salts

ereof, stereoisomers thereof, and

pharmaceutically acceptable salts offstereoisomers thereof.

5 23 A pharmaceutical co

(a) an effective amount of

wherein:
Fis O
Ris

is absent;

0O R2 R3

R)LN 0
H R
5

osition comprising;

least one compound of Formula I:

) an 8-, 9-, or 10-membered bicyclic heteroaryl comprising one heteroatom

selected from N, S, and O, and one, two, or three additional N atoms,
wherein said bicyclic heteroaryl is unsubstituted or is substituted with one

or more substituents selected from the group consisting of deuterium,
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amino, alkylamino, dialkylamino, alkyl, halo, cyano, haloalkyl, hydroxy,
hydroxyalkyl, and alkoxy, and wherein one or more N atoms of said
bicyclic heteroaryl is optionally an N-oxide; or
(b) a five- or six-membered nitrogen-linked heterocycloalkyl ring fus
5 phenyl or monocyclic six-membered heteroaryl, wherein said pjfenyl or
heteroaryl is unsubstituted or is substituted with one or more/Aubstituents
selected from the group consisting of deuterium, amino,
dialkylamino, alkyl, halo, cyano, haloalkyl, hydroxy, hfdroxyalkyl, and
alkoxy;
10 R'is (1) asaturated, monocyclic heterocycloalkyl, which £ unsubstituted or
substituted with one or more substituents R™;
wherein each R substituent is independentfy selected from the group
consisting of: deuterium, halo, hydyxy, cyano, -NR*R", -alkylenyl-
NR'R®, oxo, alkyl, hydroxyalkyl £yanoalkyl, haloalkyl, alkoxy,
15 haloalkoxy, alkoxyalkyl-, -S-agJkyl, alkenyl, alkynyl, aryl, arylalkyl-,
aryloxy-, arylalkoxy-, cyclghlkyl, cycloalkoxy, (cycloalkyl)alkyl-,
heterocycloalkyl, (heterg€ycloalkylalkyl-, (heterocycloalkyl)alkoxy-,

-C(0)alkyl, -COsalkyf, -CO;H, -C(O)cycloalkyl,

20 (haloalkyl), -CORNH., C(O)NH(alkyl), -C(O)NH(haloalkyl),

wherein each of said cycloalkyl, heterocycloalkyl, aryl, heteroaryl, and
phenyl substituents within R™ is independently unsubstituted or
substituted with one or more substituents selected from the group
consisting of alkyl, halo, hydroxy, cyano, alkoxy, amino,
-C(0Ojalkyl, and -COsalkyl;

wherein R* and R" are each independently H, alkyl, alkoxy,
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alkoxyalkyl, cyanoalkyl, or haloalkyl; and
R®1s H or alkyl; or
(2) a saturated, bicyclic or tricyclic, nitrogen-linked heterocycloalkyl, w
said heterocycloalkyl comprises a fused, bridged, or spiro bicyclic fystem,
5 and said heterocycloalkyl is unsubstituted or substituted with op€ or more
substituents independently selected from the group consistind of: alkyl,
halo, haloalkyl, hydroxy, hydroxyalkyl, alkoxy, cyano, cyfnoalkyl, oxo,
-NR9R®, -alkylenyl-NR‘R®, -C(O)alkyl, -COalkyl, and/-SOsalkyl;
wherein R? is H or alkyl and R® is H, alkyl, haloalky, -C(O)alkyl,
10 -COsalkyl, or -SOalkyl; and
R’ and R are each independently H or deuterium,
or a pharmaceutically acceptable salt thereof,

with the proviso that the compound of Formula | isfiot one of the following

compounds:

D
NS HN

0:s-N )
o
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The pharmaceutical composition of claim 24, wherein said one or more
additional adjuctive active agents are selected from the group consisting of cytotoxic

agent, cisplatin, doxorubicin, taxotere, taxol, etoposide, irinotecan, camptostar,
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topotecan, paclitaxel, docetaxel, the epothilones, tamoxifen, 5-fluorouracil,

methoxtrexate, temozolomide, cyclophosphamide, SCH 66336, tipifarnib
(Zarnestra™), R115777, L778,123, BMS 214662, Iressa®, Tarceva®, €225,

GLEEVECY, intron®, Peg-Intron”, aromatase combinations, ara-C, adriamycj

Busulfan, Carmustine, Lomustine, Streptozocin, Dacarbazine, Floxugfdine,

Cytarabine, 6-Mercaptopurine, 6-Thioguanine, Fludarabine phosplate, oxaliplatin,

leucovirin, oxaliplatin (ELOXATIN™), Pentostatine, Vinblastipé, Vincristine,

Vindesine, Bleomycin, Dactinomycin, Daunorubicin, Doxofibicin, Epirubicin,

Idarubicin, Mithramycin™', Deoxycoformycin, Mitomyefh-C, L-Asparaginase,

Teniposide 17a-Ethinylestradiol, Diethylstilbestrol, T#stosterone, Prednisone,

Fluoxymesterone, Dromostanolone propionate, Tefolactone, Megestrol acetate,

Methylprednisolone, Methyltestosterone, PrednjSolone, Triamcinolone,

Chlorotrianisene, Hydroxyprogesterone, Amphioglutethimide, Estramustine,

Medroxyprogesteroneacetate, Leuprolide £lutamide, Toremifene,

goserelin, Carboplatin, Hydroxyurea, Amsacrine, Procarbazine, Mitotane,

Mitoxantrone, Levamisole, Navelbefie, Anastrazole, Letrazole, Capecitabine,

Reloxafine, Droloxafine, Hexa

hylmelamine, Avastin, herceptin, Bexxar, Velcade,

Zevalin, Trisenox, Xeloda, Vifforelbine, Porfimer, Erbitux, Liposomal, Thiotepa,

Altretamine, Melphalan, T/stuzumab, Lerozole, Fulvestrant, Exemestane,

Ifosfomide, Rituximab, £225, Campath, leucovorin, and dexamethasone,

bicalutamide, carbophatin, chlorambucil, cisplatin, letrozole, megestrol, valrubicin,

vinblastine, and NFASPAN™

26.  Thepharmaceutical composition of claim 23 further compnsing a rescuing
agent.
27 The pharmaceutical composition of claim 26, wherein the rescuing agent is

lected from the group consisting of nicotinamide, nicotinic acid, and nicotinamide

mononucleotide (NMN).
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28. A method of treating a subject suffering from or diagnosed with a disease or

medical condition mediated by NAMPT activity, comprising administering to th

5 Formulal:

wherein:
Eis  Oorisabsent;
Ris (a)an 8-, 9-, or 10-membered bicyclic heteroary//comprising one heteroatom
10 selected from N, S, and O, and one, two, ¢f three additional N atoms,
wherein said bicyclic heterparyl 1s unsybstituted or is substituted with one
or more substituents selected from tffe group consisting of deuterium,
amino, alkylamino, dialkylamingfalkyl, halo, cyano, haloalkyl, hydroxy,
hydroxyalkyl, and alkoxy, ang/wherein one or more N atoms of said
15 bicyclic heteroaryl is optiofally an N-oxide; or
(b) a five- or six-memberedAitrogen-linked heterocycloalkyl ring fused to a
phenyl or monocycligsix-membered heteroaryl, wherein said phenyl or
heteroaryl 1s unsujfstituted or is substituted with one or more substituents
selected from tife group consisting of deuterium, amino, alkylamino,

20
R'is (1)a satupfted, monocyclic heterocycloalkyl, which is unsubstituted or

herein each R" substituent is independently selected from the group
consisting of deuterium, halo, hydroxy, cyano, -NR*R®, -alkylenyl-
NR*R", oxo, alkyl, hydroxyalkyl, cyanoalkyl, haloalkyl, alkoxy,
haloalkoxy, alkoxyalkyl-, -S-alkyl, alkenyl, alkynyl, aryl, arylalkyl-,
aryloxy-, arylalkoxy-, cycloalkyl, cycloalkoxy, (cycloalkyl)alkyl-,
heterocycloalkyl, (heterocycloalkyl)alkyl-, (heterocycloalkyl)alkoxy-,
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-C(0)alkyl, -COqalkyl, -CO-H, -C(O)cycloalkyl,
-C(O)heterocycloalkyl, -S(0)-alkyl, -SOz-alkyl, -SOz-aryl, -8O--
(haloalkyl), -CONH,, C(O)NH(alkyl), -C(O)NH(haloalkyl),
-C(O)N(alkyl), -C(O)NH(cycloalkyl), heteroaryl, (heteroaryl)flkyl-,
5 “N(R®)-C(0)-alkyl, -N(R)-C(0)-aryl, -N(R®)-CO;-alkyl, -Sf#>NH,,
-SO,NH(alkyl), -SO,N(alkyl), -SO.NH(cycloalkyl), an
-N(H)(SO:alkyl), or two adjacent R” substituents takef together form a
phenyl ring,
wherein each of said cycloalkyl, heterocycloalkyl, aryl, heteroaryl, and
10 phenyl substituents within R" is indepengéntly unsubstituted or
substituted with one or more substituefts selected from the group
consisting of alkyl, halo, hydroxy, gfano, alkoxy, amino,
-C(Q)alkyl, and -CO.alkyl,
wherein R* and R® are each indepéndently H, alkyl, alkoxy,
15 alkoxyalkyl, cyanoalkyl, gfhaloalkyl; and
R®is H or alkyl; or
(2) a saturated, bicyclic or tricygfic, nitrogen-linked heterocycloalkyl, wherein
said heterocycloalkyl copfprises a fused, bridged, or spiro bicyclic system,
and said heterocycloajfyl is unsubstituted or substituted with one or more
20 substituents indepefdently selected from the group consisting of: alkyl,
halo, haloalkyl, fydroxy, hydroxyalkyl, alkoxy, cyano, cyanoalkyl, oxo,
-NRYR®, -alkyfenyl-NR'R®, -C(Q)alkyl, -CO-alkyl, and -SO-alkyl;
wherein R/is H or alkyl and R® is H, alkyl, haloalkyl, -C(O)alkyl,
-CQhalkyl, or -SOsalkyl; and
25 R’and R are egeh independently H or deuterium;
or a pharmagfutically acceptable salt thereof,

with the pfoviso that the compound of Formula I is not one of the following
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29. The method of claim 28, wherein the disease or medical condition/s a solid or
liquid tumor, non-small cell lung cancer, leukemia, lymphoma, ovariagfcancer,

glioma, breast cancer, uterine cancer, colon cancer, cervical cancer, ling cancer,
prostate cancer, skin cancer, rhino-gastric tumors, colorectal cangkr, CNS cancer,
bladder cancer, pancreatic cancer, Hodgkin’s disease, rheumayhid arthntis, diabetes.

atherosclerosis, sepsis, aging, inflammation.

30. The method of claim 28, further comprising afministering to the subject an
effective amount of at least one compound selecteg from the group consisting of. a
cytotoxic agent, cisplatin, doxorubicin, taxotergf taxol, etoposide, nnotecan,
camptostar, topotecan, pachitaxel, docetaxel Ahe epothilones, tamoxifen, 5-
fluorouracil, methoxtrexate, temozolomigé, cyclophosphamide, SCH 66336,
tipifarnib (Zamestra®), R115777, L77¢123. BMS 214662, Iressa™, Tarceva®, C225,
GLEEVEC?, intron®, Peg-Intron”™, fromatase combinations, ara-C, adriamycin,
cytoxan, gemcitabine, Uracil myftard, Chlormethine, [fosfamide, Melphalan,
Chlorambucil, Pipobroman, Tfiethylenemelamine, Triethylenethiophosphoramine,
Busulfan, Carmustine, Lofustine, Streptozocin, Dacarbazine, Floxuridine,
Cytarabine, 6-Mercaptgfurine, 6-Thioguanine, Fludarabine phosphate, leucovirin,
oxaliplatin (ELOXAZIN®™), Pentostatine, vincristine, Vindesine, Bleomycin,

Dactinomycin, Dyfinorubicin. Doxorubicin, Epirubicin, Idarubicin, Mithramycin"',

Predngolone, Triamcinolone, Chlorotrianisene, Hydroxyprogesterone,
Anfnoglutethimide, Estramustine, Medroxyprogesteroneacetate, Leuprolide,
utamide, Toremifene, goserelin, Carboplatin, Hydroxyurea, Amsacrine,

Procarbazine, Mitotane, Mitoxantrone, Levamisole, Navelbene, Anastrazole,
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Letrazole, Capecitabine, Reloxafine, Droloxafine, Hexamethylmelamine, Avastin,
herceptin, Bexxar, Velcade, Zevalin, Trisenox, Xeloda, Vinorelbine, Porfimer,
Erbitux, Liposomal, Thiotepa, Altretamine, Melphalan, Trastuzumab, Lerozole,
Fulvestrant, Exemestane, lfosfomide, Rituximab, C225, Campath, leucovori
dexamethasone, bicalutamide, chlorambucil, letrozole, megestrol, valrubigsh,

vinblastine, and NIASPAN™.

31.  The method of claim 28 further comprising administering An effective amount

of a rescuing agent.

32 The pharmaceutical composition of claim 31, wheffein the rescuing agent is

selected from the group consisting of nicotinamide, njfotinic acid, and nicotinamide

mononucleotide (NMN).
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AMENDED CLAIMS
received by the International Bureau on 12 August 2013 (12.08.2013)

1. A compound of Formula (I):
O R2R3

RJ\N ()
HXO\ R
S/

wherein:
Eis O oris absent;

Ris (a)an 8-, 9-, or 10-membered bicyclic heteroaryl selected fybm the group consisting of:

: NT N
%
X
N Q\ NN
H N 1 = /V‘j{ ’
H Nar€
ST X el
NS N/ , — H N ,
N-..-N
y N™ (/\N X
— / -

wherein said bicyclic h€teroaryl is unsubstituted or is substituted with one or more
substituents selecteg/from the group consisting of deuterium, amino, alkylamino,
dialkylamino, hg§0, cyano, haloalkyl, hydroxy, hydroxyalkyl, and alkoxy, and
wherein one gf more N atoms of said bicyclic heteroaryl is optionally an N-oxide; or
(b) a five- or sgk-membered nitrogen-linked heterocycloalkyl ring fused to a phenyl or
monocyflic six-membered heteroaryl, wherein said phenyl or heteroaryl is
unsulfstituted or is substituted with one or more substituents selected from the group
sisting of deuterium, amino, alkylamino, dialkylamino, alkyl, halo, cyano,
aloalkyl, hydroxy, hydroxyalkyl, and alkoxy;
) a saturated, monocyclic heterocycloalkyl, which is unsubstituted or substituted with
one or more substituents R™;

wherein each R* substituent is independently selected from the group consisting of:
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deuterium, halo, hydroxy, cyano, -NR?R?, -alkylenyl-NR*R®, oxo, alkyl,
hydroxyalkyl, cyanoalkyl, haloalkyl, alkoxy, haloalkoxy, alkoxyalkyl-, -g~alkyl,
alkenyl, alkynyl, aryl, arylalkyl-, aryloxy-, arylalkoxy-, cycloalkyl, cyfloalkoxy,
(cycloalkyl)alkyl-, heterocycloalkyl, (heterocycloalkyl)alkyl-,
(heterocycloalkyl)alkoxy-, -C(O)alkyl, -CO,alkyl, -CO,H, -C(Ofcycloalkyl,
-C(O)aryl, -C(O)heterocycloalkyl, -S(0O)-alkyl, -SO,-alkyl, -¥0,-aryl, -SO,-
(haloalkyl), -CONH,, C(O)NH(alkyl), -C(O)NH(haloalky}, -C(O)N(alkyl),,
-C(O)NH(cycloalkyl), heteroaryl, (heteroaryl)alkyl-, -NAR)-C(O)-alkyl,
-N(R®)-C(0)-aryl, -N(R)-CO,-alkyl, -SO,NH,, -SOAH(alkyl),
-SO,N(alkyl),, -SO,NH(cycloalkyl), and -N(H)($0,alkyl), or two adjacent R
substituents taken together form a phenyl ring
wherein each of said cycloalkyl, heterocyclgalkyl, aryl, heteroaryl, and phenyl
substituents within R* is independeniy unsubstituted or substituted with one
or more substituents selected fromythe group consisting of alkyl, halo,
hydroxy, cyano, alkoxy, aming/-NHCO,alkyl, -C(O)alkyl, and -CO,alkyl,
wherein R* and R” are each indegffendently H, alkyl, alkoxy, alkoxyalkyl,
cyanoalkyl, or haloalkyl; And
R®is H or alkyl; or
(2) a saturated, bicyclic or tricy€lic, nitrogen-linked heterocycloalkyl, wherein said
heterocycloalkyl comprjfes a fused, bridged, or spiro bicyclic system, and said
heterocycloalkyl is uffsubstituted or substituted with one or more substituents
independently selg€ted from the group consisting of: alkyl, halo, haloalkyl, hydroxy,
hydroxyalkyl, gfkoxy, cyano, cyanoalkyl, oxo, -NR*R¢, -alkylenyl-NR®R¢, -C(O)alkyl
-COsalkyl, gfid —SO,alkyl;

2

2

wherein B is H or alkyl; and

R®is BY alkyl, haloalkyl, -C(O)alkyl, -CO»alkyl, or -SO,alkyl; and
R” and R’ are gch independently H or deuterium;
or a pharmgfeutically acceptable salt thereof,

with the g#roviso that the compound of Formula I is not one of the following compounds:
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2. The compound of clAm 1, wherein E is O.

3. The compound/of claim 1, wherein E is absent.

4. The comgound of claim 1, wherein R is an unsubstituted or substituted bicyclic

heteroaryl.

e compound of claim 1, wherein R is an unsubstituted or substituted 8- or 9-membered
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6. The compound of claim 1, wherein R is a five- or six-membered nitrogen-linked

heterocycloalkyl ring fused to an unsubstituted or substituted phenyl or monocyclic hetgfoaryl.

HoN
N ‘e
7. The compound of claim 1, wherein R is or

8. The compound of claim 1, wherein R' is a saturated, monocyclic/nitrogen-linked

heterocycloalkyl, unsubstituted or substituted as in claim 1.

9. The compound of claim 8, wherein the saturated, monogfclic, nitrogen-linked
heterocycloalkyl is azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, azepanyl, or

diazepanyl, unsubstituted or substituted as in claim 8.

10.  The compound of claim 8, wherein the saturgted, monocyclic, nitrogen-linked
heterocycloalkyl is substituted with one or more JX* groups independently selected from the
group consisting of: hydroxy, methoxy, cyang/ cyanomethyl, amino, difluoroethylamino,
methoxyethylamino, cyanoethylamino, hygfoxymethyl, pyrrolidinyl, methyl, ethyl, isopropyl,
isobutyl, trifluoroethyl, trifluoromethyl, £yclohexyl, tetrahydropyranyl, pyrrolidinyl, oxetanyl,
fluoro, -C(O)(4-methyl-piperazin-1-yp), 4-methylpiperazinyl, -NH(Boc), acetyl, hydroxyethyl,
dimethylaminoethyl, cyanoethyl, pfethoxyethyl, -N(Me)(acetyl), dimethylamino, -
C(O)(dimethylamino), and oxo/and where two adjacent substituents taken together form a

phenyl ring.

11.  The compoundf claim 8, wherein the saturated, monocyclic, nitrogen-linked
heterocycloalkyl is ghbstituted with 1, 2, or 3 R groups independently selected from the group
consisting of: mghthyl, ethyl, isopropyl, hydroxy, methoxy, amino, cyano, fluoro, and

trifluorometh

12. e compound of claim 1, wherein R' is a saturated, monocyclic, carbon-linked

hetergcycloalkyl, unsubstituted or substituted as in claim 1.
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13. The compound of claim 12, wherein the saturated, monocyclic, carbon-linked
heterocycloalkyl is tetrahydropyranyl, pyrrolidinyl, piperidinyl, or tetrahydrofuranyl,

unsubstituted or substituted as described in claim 12.

piperidin-4-yl, or tetrahydrofuran-3-yl, unsubstituted or substituted as deg€ribed in claim 12.

¢, carbon-linked

2

15. The compound of claim 12, wherein the saturated, monocy
heterocycloalkyl is substituted with one or more substituents ind¢pendently selected from the
group consisting of methyl, ethyl, propyl, isopropyl, isobutyl Aert-butyl, trifluoromethyl,
trifluoroethyl, acetyl, propionyl, butyryl, isobutyryl, benzgfl, methylsulfonyl, phenylsulfonyl,
tert-butoxycarbonyl, tetrahydropyranyl, and oxetanyl.
16.  The compound of claim 1, wherein R' is afaturated, bicyclic or tricyclic, nitrogen-linked
heterocycloalkyl, wherein said heterocycloalkyf comprises a fused, bridged, or spiro bicyclic
system, and is unsubstituted or substituted af described in claim 1.

17. The compound of claim 16, wljffrein R' is a bridged, bicyclic, nitrogen-linked
heterocycloalkyl, unsubstituted or ghbstituted as described for claim 16.
18. The compound of clajfh 16, wherein R' is an azetidine, pyrrolidine, piperidine,
morpholine, azepane, 1,4-glazepane, or azocane ring, substituted with two substituents on the
same or different carboyfs that together form a C,_salklenyl group, wherein one carbon atom of
the alkylenyl group £ optionally replaced with one or two O, S, or NH groups, and the resulting

bicyclic heterocygloalkyl is optionally further substituted as described for claim 16.

19.  Thefompound of claim 16, wherein R is substituted with one or more substituents
indepengéntly selected from the group consisting of: methyl, ethyl, isopropyl, acetyl, fluoro,
oxo, hfdroxy, tert-butoxycarbonyl, amino, aminomethyl, tert-butoxycarbonylamino, and tert-

bugbxycarbonyl-aminomethyl.
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20.  The compound of claim 1, wherein both R* and R* are H.

21. A compound selected from the group consisting of:

o
HN‘N/_\/KN 5H-Imidazo[1,2-b]pyra,
K)_N H/Q carboxylic acid 4-(pipgfidine-1-
o‘—,§’N® .
o

N\
\_/
\NH 1H-Pyrrolg#]3,2-c]pyridine-2-
o carboxylif acid 4-(8-oxa-3-aza-
INH bicyclo[#2.1]octane-3-sulfonyl)-
K@\ Klo benzylamide;
0
=N /
\_/
NS . . g .
Thieno[2,3-c]pyridine-2-carboxylic
o acid 4-(8-oxa-3-aza-

bicyclo[3.2.1]octane-3-sulfonyl)-
benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(8-oxa-3-aza-
bicyclo[3.2.1]octane-3-sulfonyl)-
benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
VA acid 4-(piperidine-1-sulfonyl)-
© benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide;
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Furo[2,3-c]pyridine-2-carboxylic
acid 4-(4-methoxy-piperidine-1
sulfonyl)-benzylamide;

Furo[2,3-c]pyridine-2-carfoxylic
acid 4-(morpholine-4-splfonyl)-

sulfonyl)-benzylamide;

/ﬁeno[2,3 -c]pyridine-2-carboxylic
acid 4-(morpholine-4-sulfonyl)-
benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(4-cyano-piperidine-1-
sulfonyl)-benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(4-cyanomethyl-piperidine-
1-sulfonyl)-benzylamide;

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(morpholine-4-
sulfonyl)-benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(morpholine-4-
sulfonyl)-benzylamide;

Imidazo[1,2-b]pyridazine-6-
carboxylic acid 4-(piperidine-1-
sulfonyl)-benzylamide;
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-methyl-
piperazine-1-sulfonyl)-
benzylamide;

0
(\N Y Imidazo[1,2-a]pyrighne-6-
N Y carboxylic acid 4-(4Asopropyl-
7 \N/\ piperazine-1-gflfonyl)-
K/Nj/ benzyl ;
0

2-a]pyridine-6-

if acid 4-(3-hydroxy-
piperidine/l -sulfonyl)-benzylamide
(racemic);

“

1X-Pyrazolo[3,4-b]pyridine-5-
arboxylic acid 4-(tetrahydro-

” £ pyran-4-sulfonyl)-benzylamide;
0 o . o
N . Imidazo[1,2-a]pyrimidine-6-
)\ | H/\©\ carboxylic acid 4-(tetrahydro-
N \/,IN 0 pyran-4-sulfonyl)-benzylamide;
= o
Q o) . -
7 \ Imidazo[1,2-a]pyridine-6-
H carboxylic acid 4-(tetrahydro-
| y y
% o
N7 TN Ss pyran-4-sulfonyl)-benzylamide;
\==/ o

pd
x
F
V4
I
pd
1@

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(tetrahydro-

. £ pyran-4-sulfonyl)-benzylamide;
0
Q o)
~ Furo[2,3-c]pyridine-2-carboxylic
7 \_0o acid 4-(tetrahydro-pyran-4-
- 0 sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2,2,2-
trifluoro-ethyl)-piperazine-1-
sulfonyl]-benzylamide;
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0
Imidazo[1,2-a]pyrimidine-6-
\ carboxylic acid 4-(8-oxa-3-aza-
/\©\ _N bicyclo[3.2.1]octane-3-sulfony})-
\\

benzylamide;

lH-Pyrazolo[3,4-b]pyri ne-5-
Tj* jou A
N
H

ﬁ)‘\ -
piperidine-1-sulfonyl)-

o? \\ benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-

/tL/j)k OH carboxylic acid 4-(4-hydroxy-
/ piperidine-1-sulfonyl)-

benzylamide;
1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(4-hydroxy-
N \ NH piperidine-1-sulfonyl)-
’/S\\ benzylamide;
Imidazo[1,2-a]pyrimidine-6-
{\N XN carboxylic acid 4-(3-hydroxy-
BN ; iperidine-1-sulfonyl)-benzylamid
NEN P _N piperidine-1-sulfonyl)-benzylamide
N s OH e
AN (racemic);
i 1H-Pyrazolo[3,4-b]pyridine-5-

carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide
o (racemic);

Z
Iz N
z
\ 7/
I=
n
\
Q
@]
I

~ Furo[2,3-c]pyridine-2-carboxylic
/ \ H/\©\ O\ acid 4-(3-hydroxy-piperidine-1-
S’N OH sulfonyl)-benzylamide (racemic);
1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(3-hydroxy-
\ NH piperidine-1-sulfonyl)-benzylamide

’/ \\ OH (racemic);
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Thieno[2,3-c]pyridine-2-carboxyli

7’ I H/\Q\ acid 4-(4-amino-piperidine-1-
NG/ ,,s'\\ . sulfonyl)-benzylamide;
o
? oo 1H-Pyrazolo[3,4-b]pyridp
2 N N N\)\F carboxylic acid 4-[4-(2,2/difluoro-
N\N l NG H/\©\ ,I\O/ ethylamino)-piperidine A -sulfonyl]-
H g o benzylamide;
O
~ Furo[2,3-c]pyrighne-2-carboxylic
7\ acid 4-(4-hydyoxy-piperidine-1-

N=
7 H 1H-Pyhzolo[3,4-b]pyridine-5-
//ﬁN N0l carbosflic acid 4-[4-(2-methoxy-
N\N N H N | ethylgfnino)-piperidine-1-sulfonyl]-
H o7 benzylamide;
0
(\/ NTIY N o / Imidazo[1,2-a]pyridine-6-
N

carboxylic acid 4-(4-cyclohexyl-
piperazine-1-sulfonyl)-
benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-

0 NH
I Y N L T
Nl H/\©\ Q carboxylic acid 4-(piperidine-4-
NN S sulfonyl)-b lamide;
N 53 yl)-benzylamide;
NH . .o .
S N Thieno[2,3-c]pyridine-2-carboxylic
= | H acid 4-(piperidine-4-sulfonyl)-
NN/ S0 benzylamide;
0
N Imidazo[1,2-a]pyridine-6-
(\ N P N jo carboxylic acid 4-(4-isobutyl-
N= <. piperazine-1-sulfonyl)-
Y
o N()\IJ\ benzylamide;
1% Thieno[2,3-c]pyridine-2-carboxylic
D 4 Yot acid 4-((1R,3R,5S)-3-amino-8-aza-
Nyf~s H/\©\ _N 1INH, bicyclo[3.2.1]octane-8-sulfonyl)-
%0 benzylamide;
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0]
7 N < > [1,2,4]Triazolo[1,5-a]pyridine-6-
| H/\©\ N carboxylic acid 4-(piperidine-1
4 /

N7 TN 0 sulfonyl)-benzylamide;
\=nN
0
S
N

O
Q Furo[2,3-c]pAridine-2-carboxylic
Q N acid 4-[1-(fetrahydro-pyran-4-yl)-
= N ipéridine-4-sulfonyl]-
/ \_o " benzylamide;
/

S,
N= O/ 0O
O
Z N < > / Pyrazolo[1,5-a]pyridine-5-
! | H/\©\ N carboxylic acid 4-(piperidine-1-
N ] S sulfonyl)-benzylamide;
\ 1) o
O
,H N N < > lH-Pyra;olo[4,3-b]pyridipe-6-
NS | P H/\©\ N carboxylic acid 4-(piperidine-1-
N £ sulfonyl)-benzylamide;
Q 1H-Pyrrolo[3,2-c]pyridine-2-
" N OH carboxylic acid 4-((R)-3-hydroxy-
NZ W Tl s’N piperidine-1-sulfonyl)-
= A benzylamide;
~ Ny \IOH Furo[2,3-c]pyridine-2-carboxylic
/7 4 H N acid 4-((S)-3 -hydroxy-piperidine-l-
= % sulfonyl)-benzylamide;
0
O

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-((S)-3-hydroxy-
piperidine-1-sulfonyl)-
benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((R)-3-hydroxy-
piperidine-1-sulfonyl)-
benzylamide;
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-3-hydrox
piperidine-1-sulfonyl)-
benzylamide;

0

- o)

" aa ]

~ [
0
OH
o)
N Z N
IO )
o4l NGFN

carbamic agld tert-butyl ester;

-Pyrazolo[3,4-b]pyridine-5-

N rboxylic acid 4-[ 1-(tetrahydro-
7 x N <‘ ) yran-4-yl)-piperidine-4-sulfonyl]-
N\N | P H benzylamide;
H N O/ \\o /
Q H 1H-Pyrazolo[3,4-b]pyridine-5-
Y NN N X carboxylic acid 4-[4-(2-cyano-
N~ P H N ethylamino)-piperidine-1-sulfonyl]-
o benzylamide;
0
NN Pyrazolo[ 1,5-a]pyrimidine-5-
! IN H/\©\ N carboxylic acid 4-(piperidine-1-
N; ] O,/s 4 sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(tetrahydro-
pyran-4-yl)-piperazine-1-sulfonyl]-

benzylamide;
N N /)S\\O
\—=/ 0
NH cis-Imidazo[ 1,2-a]pyridine-6-
N _)4 carboxylic acid 4-((3R,5S)-3,5-
| H N dimethyl-piperazine-1-sulfonyl)-
N? /N Sa Sl
& So benzylamide;
/ ? \H cis-Furo[2,3-c]pyridine-2-
O ] N \)_ carboxylic acid 4-((3R,55)-3,5-
7\ : N dimethyl-piperazine-1-sulfonyl)-
N S
= 4o benzylamide;
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Furo[2,3-c]pyridine-2-carboxyli
acid 4-(1-acetyl-piperidine-4
sulfonyl)-benzylamide;

N= 7o
N_F
F>§ 1H-Pyrazolo[3,4-b]pfridine-5-
N carboxylic acid 44 1-(2,2,2-
/ x N <‘ ) trifluoro-ethyl)piperidine-4-
N\N | P H/\©\ nzylamide;
N )=
(0]
/_I_ F ImidazA[1,2-a]pyrimidine-6-
N F carbgxylic acid 4-[1-(2,2,2-
NZ | H/\©\ ; /\ triffioro-ethyl)-piperidine-4-
N)\ N S sulfonyl]-benzylamide;
\—/ g ©

F / Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-
sulfonyl]-benzylamide;

1H-Pyrrolo[3,2-c]pyridine-2-

carboxylic acid 4-[1-(2,2,2-

trifluoro-ethyl)-piperidine-4-
sulfonyl]-benzylamide;

0 F Furo[2,3-c]pyridine-2-carboxylic
N F acid 4-[1-(2,2,2-trifluoro-ethyl)-
= N piperidine-4-sulfonyl]-
/ N\ -0 < benzylamide;
N= g o
0]
Q 1H-Pyrrolo[3,2-c]pyridine-2-
N carboxylic acid 4-[ 1-(tetrahydro-
S N < ) pyran-4-yl)-piperidine-4-sulfonyl]-
T g benzylamide;
/= g
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[1-(tetrahydrg-
pyran-4-yl)-piperidine-4-sulfofiyl |-

benzylamide;

yDAulfonyl]-benzylamide;

idazo[1,2-a]pyridine-6-
arboxylic acid 4-(hexahydro-
turo[2,3-c]pyrrole-5-sulfonyl)-
benzylamide (mixture of
diastereomers);

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-
sulfonyl)-benzylamide (isomer A);,

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-
sulfonyl)-benzylamide (isomer B);

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;
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O
Q Imidazo[1,2-a]pyrimidine-6-

carboxylic acid 4-[1-(tetrahyd
pyran-4-yl)-piperidine-4-sulfofiyl]-
benzylamide;

1H-Pyrrolo[3,2-c}pyridine-2-
carboxylic acid 4-[fR)-(tetrahydro-
furan-3-yl)sulfopyl]-benzylamide;

NZ |
IS
N N
\—/
=
N N\ NH
0
N/

,2-a]pyrimidine-6-
carboxyl)f acid 4-[(R)-(tetrahydro-

Imidazo[1,2-a]pyridine-6-
arboxylic acid 4-[(R)-(tetrahydro-
/ furan-3-yl)sulfonyl]-benzylamide;

(} OH Fpro[2,3 -c]pyridine-2-c‘:arb‘o>§ylic
N acid 4-((R)-3-hydroxy-piperidine-1-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(3R,55)-3,5-
dimethyl-4-(2,2,2-trifluoro-ethyl)-
piperazine-1-sulfonyl]-
benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(18S,4S)-(2-oxa-

0
Os8 5-aza-bicyclo[2.2.1]hept-5-
O@lll yl)sulfonyl]-benzylamide;
l\>= © 1H-Pyrazolo[3,4-b]pyridine-5-
; N \ carboxylic acid 4-(1-acetyl-
N, H/\©\ ;:/ piperidine-4-sulfonyl)-
N N7 benzylamide;

303

AMENDED SHEET (ARTICLE 19)




WO 2013/127266

PCT/CN2013/000213

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-

N\st o"S\\O benzylamide;
0]
x N 0 Furo[2,3-c]pyridine-2-garboxylic
VR H/\©\ acid 4-[(S)-(tetrahydfo-furan-3-
° s yl)sulfonyl]-begzylamide;
N o
(6]

1H-Pyrazolgf3,4-b]pyridine-5-
carboxylic agid 4-[(S)-(tetrahydro-
furan-3-ylLSulfonyl]-benzylamide;

Furogf2,3-c]pyridine-2-carboxylic
agld 4-[(R)-(tetrahydro-furan-3-
yl)sulfonyl]-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-[(R)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(piperidine-4-
sulfonyl)-benzylamide;

N S
\—/ o
0
o p Imidazo[1,2-a]pyridine-6-
(_ N carboxylic acid 4-(4-oxetan-3-yl-

Z | N N—) piperazine-1-sulfonyl)-

NN S benzylamide;
\—/ y o

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-acetyl-
piperazine-1-sulfonyl)-
benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-hydroxy-
ethyl)-piperazine- 1-sulfonyl]-
benzylamide;
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N
2~
N / S/N

%

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-cyano-
piperidine-1-sulfonyl)-
benzylamide;

O
N/ . S,N
/A
O 0

i Q
N
(\/’\@)‘\N/ \ij O/
NZN\F 'S?
N
O O

N
o O

c acid 4-[4-(2-methoxy-
-piperazine-1-sulfonyl]-
benzylamide;

(@]
(@]
NS N/\@\ (\N/\/ ~
O

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3,3-difluoro-
pyrrolidine-1-sulfonyl)-
benzylamide;

o Imidazo[1,2-a]pyridine-6-
0 Ay
(\N X7 ON (\N carboxylic acid 4-(4-acetyl-
NN\ F N [1,4]diazepane-1-sulfonyl)-
7o benzylamide;
0 Imidazo[1,2-a]pyridine-6-
(\N X N / carboxylic acid 4-[3-(acetyl-
H N . . .
NN s methyl-amino)-pyrrolidine-1-
2 )‘t © sulfonyl]-benzylamide (racemic);
0
NT N 7-(4-{[(Imidazo[1,2-a]pyridine-6-
0 H :
Ol Y carbonyl)-amino]-methyl } -
E benzenesulfonyl)-2,7-diaza-
g spiro[4.5]decane-2-carboxylic acid
%N tert-butyl ester (racemic),
0
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8-(4-{[(Imidazo[ 1,2-a]pyriding-6-
carbonyl)-amino]-methy}f-
benzenesulfonyl)-2,8-djaza-

spiro[4.5]decane-2-carbgkylic acid

ethyl)-pyperazine-1-sulfonyl]-
benzylamide;

Ifidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-
dighethylamino-ethyl)-piperazine-1-
sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((R)-2-
hydroxymethyl-pyrrolidine-1-
sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-2-
hydroxymethyl-pyrrolidine-1-
sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-3-
dimethylamino-pyrrolidine-1-
sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-

N/\ carboxylic acid 4-[4-(4-methyl-

N | piperazine-1-carbonyl)-piperidine-
1-sulfonyl]-benzylamide;

/ . . .
O Imidazo[1,2-a]pyridine-6-

carboxylic acid 4-[4-(4-methyl-
piperazin-1-yl)-piperidine-1-
sulfonyl]-benzylamide;
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0
N7 N F
”
//S\\ F
0 0O

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-
trifluoromethyl-pyrrolidine-1
sulfonyl)-benzylamide (racenfc);

0
F
N7 N F
N / S/
Ay
00

Imidazo[1,2-a]pyridingf6-
carboxylic acid 4-(4,4-¢tluoro-
piperidine-1-sulfghyl)-
benzylamigde;

idazo[1,2-a]pyridine-6-
cgfboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-
benzylamide;

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-
benzylamide;

Q N
Ao
/ \ o "

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(1-oxetan-3-yl-piperidine-4-
sulfonyl)-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-oxetan-3-yl-
piperazine-1-sulfonyl)-
benzylamide;

730
3
Q N
N N
JO
) go

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-
benzylamide;
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Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(4-oxetan-3-y
piperazine-1-sulfonyl)-
benzylamide;

sulfonyl)-bghzylamide;

N= 70
0
N Z N
Heaaes
g S N
|
N

9-(4-{}/Imidazo[1,2-a]pyridine-6-

cArbonyl)-amino]-methyl } -

enzenesulfonyl)-3,9-diaza-

iro[5.5]undecane-3-carboxylic
acid tert-butyl ester;

9-(4-{[(Imidazo[ 1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-2,9-diaza-
spiro[5.5Jundecane-2-carboxylic
acid tert-butyl ester;

8-(4-{[(Imidazo[1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-1,8-diaza-
spiro[5.5Jundecane-1-carboxylic
acid tert-butyl ester (racemic);,

N ' E\\O
&/ N .~ N
[¢]

/oot

4-(4-{[(Imidazo[ 1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-1-oxa-4,9-diaza-
spiro[5.5Jundecane-9-carboxylic
acid tert-butyl ester;
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O,
N\ N %\o
P

8-(4-{[(Imidazo[ 1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-1,8-diaza-
spiro[4.5]decane-1-carboxylig/acid
tert-butyl ester;

4-(4-{[(Imidazo[ 1,2 A]pyridine-6-
carbonyl)-aming]-methyl } -

benzenesulfonyl)/1-oxa-4,8-diaza-
spiro[5.5Jundg€ane-8-carboxylic
acid tert-byfyl ester (racemic);,

N

[7-(4-Yf(Imidazo[1,2-a]pyridine-6-
rbonyl)-amino]-methyl } -
benzenesulfonyl)-7-aza-
iro[3.5]non-2-yl]-carbamic acid
tert-butyl ester;

cis-3-(4-{[(Imidazo[ 1,2-a]pyridine-
6-carbonyl)-amino]-methyl } -
benzenesulfonyl)-3,6-diaza-
bicyclo[3.2.0]heptane-6-carboxylic
acid tert-butyl ester (racemic);

[2-(4-{[(Imidazo[ 1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-2-aza-
bicyclo[2.1.1]hex-1-ylmethyl]-
carbamic acid tert-butyl ester;

0=8=0

N N_{Q
oj:/\ O—é

cis-4-(4-{[(Imidazo[ 1,2-a]pyridine-
6-carbonyl)-amino]-methyl } -
benzenesulfonyl)-hexahydro-
pyrrolo[3,4-b][1,4]oxazine-6-
carboxylic acid tert-butyl ester
(racemic);
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2-(4-{[(Imidazo[ 1,2-a]pyridingf6-
carbonyl)-amino]-methyl )~
benzenesulfonyl)-2,9-digza-

acid tgrt-butyl ester (racemic);

nzenesulfonyl)

0

NJ\ oJ< cis-7A4-{[(Imidazo[ 1,2-a]pyridine-
/0\ -carbonyl)-amino]-methyl } -

-9-oxa-3,7-diaza-

icyclo[3.3.1]nonane-3-carboxylic

2

N %
&,N Z H © . .
/ acid tert-butyl ester (racemic);,
0
N

cis-4-(4-{[(Imidazo[ 1,2-a]pyridine-
6-carbonyl)-amino]-methyl } -
benzenesulfonyl)-hexahydro-
pyrrolo[3,4-b][1,4]oxazine-6-
carboxylic acid tert-butyl ester
(racemic);

A N cis-1-(4-{[(Imidazo[ 1,2-a]pyridine-
s{ g 6-carbonyl)-amino]-methyl } -

\Y
\/Q/ © \fo benzenesulfonyl)-hexahydro-

0 pyrrolo[3,4-b]pyrrole-5-carboxylic
7< acid tert-butyl ester (racemic);,

cis-5-(4-{[(Imidazo[1,2-a]pyridine-

QN NG -0 6-carbonyl)-amino]-methyl } -

| \/O/S‘\o Zl/ 7< benzenesulfonyl)-hexahydro-
N pyrrolo[3,4-b]pyrrole-1-carboxylic

acid tert-butyl ester (racemic);,
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(@)
-
N\ N H \\O
&/N F N

cis-5-(4-{[(Imidazo[1,2-a]pyridine-,
6-carbonyl)-amino]-methyl } -
benzenesulfonyl)-hexahydrq,

fﬁ*mﬂf

Ao S

// \\

f@*“@ Z

I/\\

xa-9-aza-bicyclo[3.3.1]nonane-9-
sulfonyl)-benzylamide (racemic);,

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(5,5-difluoro-2-

aza-bicyclo[2.2.1]heptane-2-
sulfonyl)-benzylamide (racemic);

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(7-methyl-9-oxa-
3,7-diaza-bicyclo[3.3.1]nonane-3-
sulfonyl)-benzylamide (racemic);

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(5-methyl-
hexahydro-pyrrolo[3,4-b]pyrrole-1-
sulfonyl)-benzylamide (racemic);

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(1-methyl-
hexahydro-pyrrolo[3,4-b]pyrrole-5-
sulfonyl)-benzylamide (racemic);
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-hydroxy-

/N methyl-piperidine-1-sulfony})-
N HO benzylamide;
N A
O . .
= Imidazo[1,2-a]pyridine-6-
A [ N carboxylic acid 4-(exahydro-
N H/\Q &0) furol3,2-cJpyridind.5-sulfonyl)-
N
S/

o
0
O, r@g=o . .

NG \ zo[ 1,2-a]pyridine-6-
carboxyic acid 4-(6,6-difluoro-3-

/N icyclo[3.2.0]heptane-3-
—N F sulfpnyl)-benzylamide (racemic);,

N A F

0 /
y 7 N Pyrazolo[1,5-a]pyrazine-2-
N N—N QP carboxylic acid 4-(piperidine-1-
== & ‘I\O sulfonyl)-benzylamide;
O
O
~ N /E’ Furo[2,3-c]pyridine-2-carboxylic
H acid 4-(4-oxetan-3-yl-piperazine-1-
/o S \) sulfonyl)-benzylamide;
N= i/
0/0
N=
/%
PN\ 0
HN Furo[2,3-c]pyridine-2-carboxylic
acid 4-((S)-3-hydroxy-piperidine-1-
HO sulfonyl)-benzylamide;
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Furo[2,3-c]pyridine-2-carboxylic
acid 4-((R)-3-hydroxy-piperigine-1-

Imidazo[1,2A]pyridine-6-
carboxylic gfid 4-(2,8-diaza-
spiro[4.5]gecane-8-sulfonyl)-

enzylamide;

2

Furo|Z,3-c]pyridine-2-carboxylic
1d 4-(tetrahydro-furo[3,4-
rrole-5-sulfonyl)-benzylamide
(mixture of diastereomers);

1H-Pyrrolo[3,2-c]pyridine-2-
carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide
(racemic);

1H-Pyrazolo[3,4-b]pyridine-5-

carboxylic acid 4-(tetrahydro-

pyran-3-sulfonyl)-benzylamide
(racemic);

Iz

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-pyrrolidin-1-
yl-piperidine-1-sulfonyl)-
benzylamide;

Furo[2,3-c]pyridine-2-carboxylic
acid 4-(4-pyrrolidin-1-yl-
piperidine-1-sulfonyl)-
benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(tetrahydro-
turo[3,4-c]pyrrole-5-sulfonyl)-
benzylamide (mixture of
diastereomers);
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O
N \ N \\\'
(/\ H 1"( Y
N/ Z S/N ~

%

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(2-aza-
bicyclo[2.1.1]hexane-2-sulfony}-
benzylamide;

N

syifonyl)-benzylamide (racemic);,

/ cis-Imidazo[ 1,2-a]pyridine-6-

carboxylic acid 4-(5-acetyl-2,5-
diaza-bicyclo[2.2.1]heptane-2-
sulfonyl)-benzylamide (racemic)

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(5-fluoro-2-aza-
bicyclo[2.2.1]heptane-2-sulfonyl)-
benzylamide (racemic);

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(3-methyl-3,6-

diaza-bicyclo[3.2.1]octane-6-
sulfonyl)-benzylamide (racemic);,

cis-Imidazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(2-aza-
bicyclo[3.1.0]hexane-2-sulfonyl)-
benzylamide (racemic);

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(2,6-dioxa-9-aza-
spiro[4.5]decane-9-sulfonyl)-
benzylamide (racemic);
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Furo[2,3-c]pyridine-2-carboxylic
acid 4-(tetrahydro-pyran-3-
sulfonyl)-benzylamide (racemyf),

0
Fny O
/ \_o "
N= 0
0
0

Imidazo[1,2-a]pyridingf6-
carboxylic acid 4-(tetrghydro-

midazo[ 1,2-a]pyridine-6-
carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-
benzylamide;

cis-1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(2-oxa-5-aza-
bicyclo[2.2.1]heptane-5-sulfonyl)-
benzylamide (racemic);

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-[4-(2-methoxy-
ethyl)-piperazine- 1-sulfonyl]-
benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4-
hydroxymethyl-piperidine-1-
sulfonyl)-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(3,3-difluoro-
pyrrolidine-1-sulfonyl)-
benzylamide;

cis-1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-
sulfonyl)-benzylamide (racemic);
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0 E cis-1H-Pyrazolo[3,4-b]pyridine-5-
g N N/\©\ carboxylic acid 4-(5,5-difluoro-
N | H F
NN N hexahydro-cyclopenta[c]pyrrole/2-
H 7,
9)
0]
SN O
o aoWse
N 2 N
H N 7\
o

piperidine-4Aulfinyl)-benzylamide
(racemic);

/

Fugb[2,3-c]pyridine-2-carboxylic
id 4-(1-isobutyl-piperidine-4-
ulfinyl)-benzylamide (racemic);

1H-Pyrazolo[3,4-b]pyridine-5-
carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide

N < (racemic);
" §
2 j/ 1H-Pyrrolo[3,2-c]pyridine-2-
x N N carboxylic acid 4-(1-isobutyl-
N N NH piperidine-4-sulfinyl)-benzylamide
— i (racemic);
0
o)

8-(4-{[(Imidazo[ 1,2-a]pyridine-6-
carbonyl)-amino]-methyl } -
benzenesulfonyl)-1,8-diaza-
spiro[4.6]Jundecane-1-carboxylic
acid tert-butyl ester (racemic);,
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N Z N
O\\S AN N

3-[(4-{[(Imidazo[1,2-a]pyridi
carbonyl)-amino]-methy}f-
benzenesulfonylamino)-megfhyl]-1-
oxa-8-aza-spiro[4.5]defane-8-
carboxylic acid tert-bOtyl ester
(racemi

1-(4-{[(Impllazo[ 1,2-a]pyridine-6-
carbofyl)-amino]-methyl } -
bengEnesulfonyl)-1,8-diaza-

spiroJA.5]decane-8-carboxylic acid

tert-butyl ester;

3-[1-(4-{[(Imidazo[1,2-a]pyridine-
6-carbonyl)-amino]-methyl } -
benzenesulfonyl)-2,3-dihydro-1H-
indol-3-yl]-piperidine-1-carboxylic
acid tert-butyl ester (mixture of
diastereomers);

N-(4-(1-isobutylpiperidin-4-

i N ylsulfinyl)benzyl)H-imidazo[ 1,2-
J\/E)‘\ N a]pyridine-6-carboxamide
NN g (racemic);
\ §
o 4§ N-[[4-[(1-isobutyl-4-
N piperidyl)sulfinyl|phenyl Jmethyl]i
NZ | H/\©\ midazo[1,2-a]pyrimidine-6-
N )\ N g carboxamide;
- i

N-[[4-[(1-isobutyl-4-
piperidyl)sulfinyl|phenyl]methyl]fu
ro[2,3-c]pyridine-2-carboxamide;
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N-[[4-[(1-isobutyl-4-

1H-pyrazolo[3,4-b]pyridin
carboxamide;

piperidyl)sulfinyl[ph€nyl]methyl]-
1H-pyrrolo[3,2£]pyridine-2-
carboyamide;

N-[[4-/1-isobutyl-4-
piperidyl)syftinyl Jphenyl Jmethyl]fu
ro[2,3-c)pyridine-2-carboxamide
(single isomer);

N-[[4-[(1-isobutyl-4-
pip€ridyl)sulfinyl|phenyl]methyl]fu
0[2,3-c]pyridine-2-carboxamide
(single isomer);

N-[[4-(8-0xa-2-azaspiro[3.5]nonan-
2-
ylsulfonyl)phenyl|methyl]imidazo[
1,2-a]pyridine-6-carboxamide;

N-[[4-(2,8-diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl|methyl]imidazo[
1,2-a]pyridine-6-carboxamide;

N-[[4-(4-tetrahydropyran-4-
ylpiperazin-1-
yl)sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-2-
carboxamide;

N-[[4-[(6-methyl-2,6-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenylmethyl]furo[2,3-
c]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;
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N-[(4-tetrahydropyran-4-

N | N ylsulfonylphenyl)methyl]imi
)\ zo[ 1, i
N\’JN A carboxamide;
e o}
3 N-[(4-tetrahydropyfran-4-
Z | N ylsulfonylphenyl)
y zo[ 1,2-a]pyAdine-6-
N\JN A carboxAmide;
A N-[(4-teffahydropyran-4-
o~ N ylsulfonyfphenyl)methyl]-1H-
N/ N\ pyriflo[3,2-c]pyridine-2-
_ A carboxamide;
O
Q
\ N-[(4-tetrahydropyran-4-
ylsulfony‘lp‘henyl)methyl]fgro[
//S\o 2,3-c]pyridine-2-carboxamide;

N-[[4-(4-
piperidylsulfonyl)phenyl |meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-(4-
piperidylsulfonyl)phenyl |meth
yl]thieno[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
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N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]
yl]furo[2,3-c]pyridine-Z-
carboxamide;

N-[[4-[[1A2,2,2-
trifluorgfthyl)-4-
piperidyl]sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyrihne-5-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
iperidyl]sulfonyl]phenyl Jmeth
yl]imidazo[1,2-a]pyrimidine-6-
carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl meth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl meth
yl]-1H-pyrrolo[3,2-c]pyridine-
2-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrrolo[3,2-c]pyridine-
2-carboxamide;
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N-[[4-[(1-tetrahydropyran-4-
yl-4-

piperidyl)sulfonyl]phenyl

yl]imidazo[1,2-a]pyridjfie-6-
carboxamide;

diazaspitd[3.4]octan-6-
ylsulfonyl)phenyl|methylJimid
azo|/,2-a]pyridine-6-
carboxamide;

N-[[4-[(7-methyl-2,7-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl Jimi

dazo[1,2-a]pyridine-6-

carboxamide;

NH

N-[[4-[(1-0x0-2,7-
diazaspiro[4.4]nonan-7-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

I=

N-[[4-(7-0xa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide

Iz

N-[[4-(6-0xa-2-
azaspiro[3.4]octan-2-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
yl]sulfonylphenylmethyl]-1H-
pyrrolo[3,2-c]pyridine-2-
carboxamide;
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N-[[4-[(3S)-tetrahydrofuran-3
yl]sulfonylphenyl]methyl]i
azo[1,2-a]pyrimidine-§
carboxamide;

N-[[4-[(3S)-tetrahydrofuran-3-
yl]sulfonylphenyf|methylJimid

limidazo[ 1,2-a]pyrimidine-6-
carboxamide;

N-[[4-[(3R)-tetrahydrofuran-3-
yl]sulfonylphenylmethyl]-1H-
pyrrolo[3,2-c]pyridine-2-
carboxamide;

.
=

I=
//,,/

N-[[4-[(3R)-tetrahydrofuran-3-
yl]sulfonylphenyl|methylJimid
azo[ 1,2-a]pyrimidine-6-
carboxamide;

N-[[4-[(3R)-tetrahydrofuran-3-
yl]sulfonylphenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
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>¥ N-[[4-[(1-acetyl-4-

piperidyl)sulfonyl]phenyl]
yl]imidazo[1,2-a]pyrimidife-6-
carboxamide;

N-[[4-[(3S)-tetraflydrofuran-3-

O
y V4 | N yl]sulfonylphenyl methyl]-1H-
\ / pfrazolo[3,4-b]pyridine-5-
H N //S\O carboxamide;
[0}
/
" GO N-[[4-[(3R)-tetrahydrofuran-3-
: \ yl]sulfonylphenyl|methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-[(3R)-tetrahydrofuran-3-
yl]sulfonylphenylmethyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;

N-[[4-(4-
piperidylsulfonyl)phenyl |meth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;

tert-butyl 2-[4-[(imidazo[1,2-
a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,8-
diazaspiro[4.5]decane-8-
carboxylate;
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tert-butyl 7-[4-[(imidazo[1,2-
a]pyridine-6-
carbonylamino)methyl]phe
sulfonyl-1,7-

diazghpiro[4.4]nonane-7-
carboxylate;

tert-butyl 2-[4-[(imidazo[1,2-
a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,8-
diazaspiro[3.5]nonane-8-
carboxylate;

N-[[4-(3,3-difluoroazetidin-1-
yl)sulfonylphenyl|methylJimid
azo[ 1,2-a]pyridine-6-
carboxamide;

N-[[4-(azetidin-1-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;
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tert-butyl 2-[4-[(imidazo|[ ]
a]pyridine-6-
carbonylamino)methyl
sulfonyl-2,7

tyl 2-[4-[(imidazo[1,2-
a]pyridine-6-
onylamino)methyl]phenyl]
sulfonyl-2,9-
diazaspiro[4.5]decane-9-
carboxylate;

tert-butyl 2-[4-[(imidazo[1,2-
a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,6-
diazaspiro[4.5]decane-6-
carboxylate;

N-[[4-[3-
(dimethylcarbamoyl)azetidin-
-~ 1-
| yl]sulfonylphenylJmethylJimid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(3-hydroxyazetidin-1-
yl)sulfonylphenyl|methylJimid
azo[ 1,2-a]pyridine-6-
carboxamide;

N-[[4-[3-(4-methylpiperazine-
1-carbonyl)azetidin-1-
yl]sulfonylphenyl|methylJimid
azo[1,2-a]pyridine-6-
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carboxamide;
o N> N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl heth
y o H yl]-1H-pyrrolo[3,2-c]pyAdine-
N N\ 2-carboxamid

_ //\o

[¢]

N-[[4-[[1-(cpfetan-3-y1)-4-

o >
" piperidylJsulfnyl]phenyl Jmeth
7 | N yllimidazg] 1,2-a]pyridine-6-
rboxamide;
N\/’JN //S\O
_— o}

O

N-[[4-[[1-(oxetan-3-y1)-4-

o -
" piperidyl]sulfonyl]phenyl|meth
~ N yl]-1H-pyrrolo[3,2-c]pyridine-
N/ N\ Ak 2-carboxamide;
_ A

]

N-[[4-[[1-(oxetan-3-yI)-4-
piperidyl]sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[[1-(oxetan-3-yI)-4-
piperidyl]sulfonyl]phenyl meth
yl]imidazo[1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[[1-(oxetan-3-yI)-4-
piperidyl]sulfonyl]phenyl meth
yl]thieno[2,3-c]pyridine-2-
carboxamide;
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N-[[4-(2,8-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]j
azo[1,2-a]pyridine-
carboxamide;

azo[1,2/A]pyridine-6-
cypfboxamide;

NH

N-[[4-(1,7-
1azaspiro[4.4]nonan-7-
yJsulfonyl)phenyl]methylJimid
azo[ 1,2-a]pyridine-6-
carboxamide;

N-[[4-(2,8-
diazaspiro[4.5]decan-2-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-

carboxamide;

NH

N-[[4-(1,7-
diazaspiro[4.4]nonan-7-

N A ylsulfonyl)phenyl]methy!Jimid
= \ -
&/ Ny ° azo[ 1,2-a]pyridine-6-
N N carboxamide;
[e)
q N-[[4-(1,7-
A\ [[4-(

diazaspiro[4.4]nonan-1-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(6-acetyl-2,6-
diazaspiro[3.3 Jheptan-2-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;
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as d]pyrimidine-6-carboxamfde;

A 2-amino-N-[(4-
< > morpholinosulfonylphenyl)m
Vi hyl]-5,7-dihydropyrrolo[3 #-

ZT

A\ sulfonyl)phenylJmethyl]imid

azo[1,2-a]pyridine-6-

/ carboxamide;

N-[[4-(7-0xa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl|methyl]furo[
2,3-c]pyridine-2-carboxamide;

N 2-carboxamide;
-~

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

A

>‘ N-[[4-[(1-acetyl-4-

piperidyl)sulfonyl]phenyl|meth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

A carboxamide;
o

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]-1H-
pyrrolo[3,2-c]pyridine-2-
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O
N-[(4-tetrahydropyran-3-
7/ | AN /\O\f » ylsulfonylphenyl)methyl]-1
\, / pyrazolo[3,4-b]pyridine-
H N j\o carboxamide;
5 (0]
)L N-[(4-tetrahydropyran-3-
N ° ylsulfonylphenyl)fethyl]-1,3-
- dihydropyrrolo[3#-c]pyridine-
\ / Ay :
/ N ) DO’ azas
] /\O\ ylsulfonyf1)phenylJmethyl]-1H-
N pa S/N

pyrgzolo[3,4-b]pyridine-5-
carboxamide;

N-[[4-[(6,6-difluoro-2-
azaspiro[3.3]heptan-2-
yl)sulfonyl]phenyl]methyl Jimi

dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(7-methyl-2,7-
diazaspiro[3.5]nonan-2-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(8-methyl-5-0xa-2,8-
diazaspiro[3.5]nonan-2-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

|
\_/

N-[[4-[(5-methyl-2,5-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

o

N-[[4-(5-0xa-2-
azaspiro[3.4]octan-2-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]furo[
2,3-c]pyridine-2-carboxamide;
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N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]imigda
zo[ 1,2-a]pyridine-6-

N U A carboxamide;
i o 2-amino-N-[
| )J\N tetrahydropypin-4-
4<N— : ylsulfonylphenylfmethyl]-5,7-
"\ S dihydropyfrolo[3,4-
N / o// o d]pyrimiding/6-carboxamide;

N-[[4-(4ftetrahydropyran-4-
ylpiperazin-1-
yl)sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-
2-carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl meth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[4-(oxetan-3-
yl)piperazin-1-
yl]sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-
2-carboxamide;

N-[[4-(3,3-difluoroazetidin-1-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;

N-[[4-[(1-0x0-2,7-
diazaspiro[4.4]nonan-7-

N\/ H N I yD)sulfonyl]phenylmethyl]-
: “ //S\\/ 1H-pyrazolo[3,4-b]pyridine-5-
¢’ carboxamide;
/ il N-[[4-[(7-methyl-2,7-
/ = " o diazaspiro[3.4]octan-2-
A H \ yDsulfonyl]phenyl]methyl]-
T Y 1H-pyrazolo[3,4-b]pyridine-5-
° e carboxamide;
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N-[[4-(1-0xa-7-
y N ! o azaspiro[4.4]nonan-7-
'S O@ ylsulfonyl)phenylJmethyl]-1
N 7 /s\/ pyrazolo[3,4-b]pyridine£-
A carboxamide;
il N-[[4-(6-0xa-1
y N . azaspiro[3.3]hepfan-1-
N | | ylsulfonyl)phenylfiethyl]-1H-
N 7 s pyrazolo[3,4-bfpyridine-5-
AY ° carboyfmide;
p N-[[4-[(3SAR)-3,5-dimethyl-4-
. A -3-yl)piperazin-1-
— 7 N J— yl]sulffnylphenylJmethyl]furo[
; / 2,3-f|pyridine-2-carboxamide;
\ 7/ Ay

N-[[4-[[1-(oxetan-3-yI)-4-
piperidyl]sulfonyl]phenyl meth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

o
0 /
)k N N-[[4-(4-methylpiperazin-1-
N > yl)sulfonylphenyl]methyl]-1,3-
— /N dihydropyrrolo[3,4-c]pyridine-
SR 2-carboxamide;
\ >
S > N-[[4-[(1-tetrahydropyran-4-
" yl-4-
)k piperidyl)sulfonyl]phenyl meth
— 7 A yl]-1,3-dihydropyrrolo[3,4-
idine-2-carboxamide;
\ / T~ clpyri ;
N (0]
0 H | VA
Ol N N-[[4-[(7-methyl-2,7-
diazaspiro[3.4]octan-2-
N yl)sulfonyl]phenyl]methyl]furo
8 [2,3-c]pyridine-2-carboxamide;
N
\
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AN O
| N4<
N /
N-[[4-(7-0xa-2-
azaspiro[3.5]nonan/2-
ylsulfonyl)phenyl|meghyl]-1,3-
dihydropyrrolo[3,4£]pyridine-
2-carboxaphide;
X
| N%
"N

N-[[4-[(4-pyrrolidin-1-yl-1-
piperidyl)sulfonyl]phenyl|meth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N4
morpholinosulfonylphenyl)met
hyl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-[(4,4-difluoro-
1,3,3a,5,6,6a-
hexahydrocyclopenta[c]pyrrol-
2-
yl)sulfonyl]phenylmethyl]furo
[2,3-c]pyridine-2-carboxamide;

Iz

N-[[4-[(5,5-difluoro-
1,3,3a,4,6,6a-
hexahydrocyclopenta[c]pyrrol-
2-
yl)sulfonyl]phenylmethyl]furo
[2,3-c]pyridine-2-carboxamide;
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schleVons
— N

N-[[4-[4-(2-
methoxyethyl)piperazin-1-
yl]sulfonylphenylmethyl]fuybd[
2,3-c]pyridine-2-carboxa

2%
2=
2,3-c]pyiine-2-carboxamide;
-(3,3-difluoroazetidin-1-
/\O\ /DL y1)lilfonyIphenylJmethyl]furo]
/3-c]pyridine-2-carboxamide;
//\\

//\\

N-[[4-(2,3,3a,4,6,6a-
hexahydrofuro[2,3-c]pyrrol-5-
ylsulfonyl)phenyl|methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl|methyl]furo[
2,3-c]pyridine-2-carboxamide;

N-[[4-(2-0xa-5-
azabicyclo[2.2.1]heptan-5-
ylsulfonyl)phenyl|methyl]furo[

N o}

— A 2,3-c]pyridine-2-carboxamide;
o o]
o N-[[4-(8-0xa-3-
I 0 azabicyclo[3.2.1]octan-3-
7\ P ylsulfonyl)phenylJmethyl]furo[
_ N 2,3-c]pyridine-2-carboxamide;
[e] ¢]
)k N-[[4-[[(3R)-3-hydroxy-1-
NN o piperidyl]sulfonyl]phenylJmeth
-, / yl]-1,3-dihydropyrrolo[3,4-
\ A c]pyridine-2-carboxamide;
Q
/ )L N-[[4-[[(3S)-3-hydroxy-1-
N < > men piperidyl]sulfonyl]phenylmeth
- / yl]-1,3-dihydropyrrolo[3,4-
\ / A c]pyridine-2-carboxamide;
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N-[[4-(1-
piperidylsulfonyl)phenyljmet
yl]imidazo[1,5-a]pyridine-/-
carboxamide;

yl]fyfo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-propanoyl-4-
iperidyl)sulfonyl]phenyl Jmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-[(1-propanoyl-4-
piperidyl)sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[[1-(2-
methylpropanoyl)-4-
piperidyl]sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-butanoyl-4-
piperidyl)sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfonyl]phenyl meth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;
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C@

T
sy

™o

o

N-[[4-[(1-isopropyl-4-
piperidyl)sulfonyl]phenyl]me
yl]-1,3-dihydropyrrolo[3,
c]pyridine-2-carboxamigde;

[0]

QL

N-[[4-[(4-amino/l -
piperidyl)sulfonyl]ppenyl |meth
yl]imidazo[1,2-a}pyridine-6-

C@

/
\

\/

/ N-[[4-(1-0xa-4,9-
diazaspiro[5.5]undecan-4-

ylsulfonyl)phenyl]methyl]Jimid
azo[1,2-a]pyridine-6-
carboxamide;

N

o]
/7

O

@ﬁ*@
U

Vi /

.

o]

N-[[4-[(5-amino-3-
azabicyclo[3.1.0]hexan-3-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

N\

o}
T
N,

N-[[4-(1,8-
diazaspiro[4.5]decan-8-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

gH

\/
20
N\,
./

N-[[4-(1-0xa-4,8-
diazaspiro[5.5]undecan-4-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

HaN

T
T

N,

>s v N\

N-[[4-[(2-amino-7-
azaspiro[3.5]nonan-7-
yl)sulfonyl]phenyl]methyl Jimi
dazo[1,2-a]pyridine-6-
carboxamide;
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N-[[4-(3,9-
diazaspiro[5.5]undecan-3-
ylsulfonyl)phenyl]methyl]i
azo[1,2-a]pyridine-6,
carboxamide;

N-[[4-(2,9
diazaspiro[5.5upflecan-9-
ylsulfonyl)pheny/imethylJimid

2-a|gfyridine-6-

[[4-(1.8-
diazghpiro[5.5]undecan-8-
ylsulfonyl)phenylmethyl Jimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo[3,4-
b][1,4]oxazin-4-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

NH;

N-[[4-[[4-(aminomethyl)-3-
azabicyclo[2.1.1]hexan-3-
yl]sulfonyl]phenylmethyl]Jimi
dazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(2,3,3a,4,6,6a-
hexahydro-1H-pyrrolo[3,4-
c]pyrrol-5-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

NH

N-[[4-[3-(3-piperidyl)indolin-
1-
yl]sulfonylphenyl]methyl]Jimid
azo[1,2-a]pyridine-6-
carboxamide;
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N-[[4-(1,8-
diazaspiro[4.5]decan-1-
ylsulfonyl)phenyl]methyl];

azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1,9-
diazaspiro[4.6]undecan-9-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo[3,4-
b][1,4]oxazin-4-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(1,8-
diazaspiro[5.5]undecan-8-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;

N-[[4-(3,6-
diazabicyclo[3.2.0]heptan-3-
ylsulfonyl)phenyl|methylJimid
azo[1,2-a]pyridine-6-
carboxamide;
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ZT|

N-[[4-(2,9-

H-pyrrolo[3,2-c]pyridine-
2-carboxamide;

/ N-[[4-[(1-isobutyl-4-
piperidyl)sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfonyl]phenyl meth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-benzoyl-4-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
N-[[4-[[1-(benzenesulfonyl)-3-
piperidyl]sulfonyl]phenyl|meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
N-[[4-[1-
(benzenesulfonyl)pyrrolidin-3-
yl]sulfonylphenyl methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;
N-[[4-[(1-acetyl-3-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
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N-[[4-(1-acetylpyrrolidin-3-
yl)sulfonylphenyl]methyl]-1
pyrazolo[3,4-b]pyridine-5
carboxamide;

Tz

yl)sufonylphenyl|methyl]-1H-
pfrazolo[3,4-b]pyridine-5-
carboxamide;

/N -[[4-[[1-(benzenesulfonyl)-4-
piperidyl]sulfonyl]phenyl|meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-[(1-methylsulfonyl-3-
piperidyl)sulfonyl]phenyl meth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-(1-
methylsulfonylpyrrolidin-3-
yl)sulfonylphenyl methyl]-1H-
pyrazolo[3,4-b]pyridine-5-
carboxamide;

N-[[4-[(1-isobutyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenylJmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenyl jmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

339
AMENDED SHEET (ARTICLE 19)



WO 2013/127266 PCT/CN2013/000213

N-[[4-[(1-propyl-4-

_ u/\O\ N piperidyl)sulfinyl]phenyl]met
N/ 0 yl]furo[2,3-c]pyridine-2-

S
N I carboxamide;

Z’
o—u

N-[[4-[(1Asobutyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]furo|Z,3-c]pyridine-2-
arboxamide;

N-[[4£](1-tetrahydropyran-4-
yl-4-

pigeridyl)sulfinyl]phenyl Jmeth

yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-[[1-(2,2,2

i trifluoroethyl)-4-

7 N piperidyl]sulfinyl]phenyl jmeth
N | ) yl]imidazo[1,2-a]pyridine-6-
o/ I carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-

piperidyl)sulfinyl]phenyl Jmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;
N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;
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N-[[4-[[1-(2,2,2-

trifluoroethyl)-4-
piperidyl]sulfinyl]phenyl]m
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamyde;

yl]furegf2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-ethyl-4-
pigeridyl)sulfinyl [phenyl jmeth
1]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]phenyl jmeth
yl]imidazo[1,2-a]pyridine-6-

”\’/ | carboxamide;
)[\ N-[[4-[(1-methyl-4-

A v piperidyl)sulfinyl]phenyl jmeth
\ / . yl]-1,3-dihydropyrrolo[3,4-

N I c]pyridine-2-carboxamide;

i N-[[4-[(1-ethyl-4-

N4 | o~ N N piperidyl)sulfinyl]phenyl]meth
NN . yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(1-isobutyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;
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N-[[4-[[1-(2,2,2-

trifluoroethyl)-4-
piperidyl]sulfinyl]phenyl]m
yl]-1,3-dihydropyrrolo[3A-
c]pyridine-2-carboxamyde;

N-[[4-[(1-propylA-

piperidyl)suffinyl[phenyl jmeth
yl]-1JA-pyrazolo[3,4-
b]pyrigine-5-carboxamide;

-[[4-[(1-methyl-4-
pipgfidyl)sulfinyl]phenyl Jmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-ethyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]-1H-pyrazolo[3,4-
b]pyridine-5-carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(S)-(1-propyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]furo[2,3-c]pyridine-2-
carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]imidazo[1,2-a]pyridine-6-
carboxamide;

N-[[4-[(1-ethyl-4-
piperidyl)sulfinyl]phenyl Jmeth
yl]-1,3-dihydropyrrolo[3,4-
c]pyridine-2-carboxamide; and
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N-[[4-[(1-isopropyl-4-

— ’ ] i NJ\ piperidyl)sulfinyl]phenyljmet
\ /) . yl]-1H-pyrrolo[3,2-c]pyridi

N I 2-carboxamide;

and pharmaceutically acceptable salts thereof, stereoisomers thereof, and phargfaceutically

acceptable salts of stereoisomers thereof.

22. A pharmaceutical composition comprising:
(a) an effective amount of at least one compound of Formula I:
O R2R®

g
1
S/R

wherein:
Eis O oris absent;

Ris (a)an 8-, 9-, or 10-membered bicyclic heferoaryl selected from the group consisting of:

H

N« > I?’z
N A\ ¢ N

\ , mg (N;\N/

\N <\ N = ==

H N > S

H

whefein said bicyclic heteroaryl is unsubstituted or is substituted with one or more
stituents selected from the group consisting of deuterium, amino, alkylamino,
dialkylamino, halo, cyano, haloalkyl, hydroxy, hydroxyalkyl, and alkoxy, and
wherein one or more N atoms of said bicyclic heteroaryl is optionally an N-oxide; or
(b) a five- or six-membered nitrogen-linked heterocycloalkyl ring fused to a phenyl or

monocyclic six-membered heteroaryl, wherein said phenyl or heteroaryl is
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unsubstituted or is substituted with one or more substituents selected from the goup

consisting of deuterium, amino, alkylamino, dialkylamino, alkyl, halo, cyan

haloalkyl, hydroxy, hydroxyalkyl, and alkoxy;
R'is (1) a saturated, monocyclic heterocycloalkyl, which is unsubstituted or subftituted with
one or more substituents R™;
wherein each R* substituent is independently selected from the ggbup consisting of:
deuterium, halo, hydroxy, cyano, -NR*R?, -alkylenyl-NR*}€, oxo, alkyl,
hydroxyalkyl, cyanoalkyl, haloalkyl, alkoxy, haloalkoxy, alkoxyalkyl-, -S-alkyl,
alkenyl, alkynyl, aryl, arylalkyl-, aryloxy-, arylalkox#-, cycloalkyl

2

cycloalkoxy,

2

(cycloalkyl)alkyl-, heterocycloalkyl, (heterocycloflkyl)alkyl-,
(heterocycloalkyl)alkoxy-, -C(O)alkyl, -CO,al}yl, -CO,H, -C(O)cycloalkyl,
-C(O)heterocycloalkyl, -S(O)-alkyl, -SO;-ajkyl, -SO,-aryl, -SO,-(haloalkyl),
-CONH;, C(O)NH(alkyl), -C(O)NH(halgalkyl), -C(O)N(alkyl),,
-C(O)NH(cycloalkyl), heteroaryl, (hefroaryl)alkyl-, -N(R)-C(O)-alkyl,
-N(R®)-C(0)-aryl, -N(R)-CO,-alky/l, -SO,NH,, -SO,NH(alkyl),

-SO,N(alkyl),, -SO,NH(cycloalfyl), and -N(H)(SO,alkyl), or two adjacent R

substituents taken together fofm a phenyl ring,

wherein each of said cyclghlkyl, heterocycloalkyl, aryl, heteroaryl, and phenyl
substituents within X* is independently unsubstituted or substituted with one
or more substitughts selected from the group consisting of alkyl, halo,
hydroxy, cyag, alkoxy, amino, -C(O)alkyl, and -CO»alky],;

wherein R* ang/R® are each independently H, alkyl, alkoxy, alkoxyalkyl,
cyanoalkyl, or haloalkyl; and

R®is H or algyl; or

(2) a saturated, bicyclic or tricyclic, nitrogen-linked heterocycloalkyl, wherein said

heterogycloalkyl comprises a fused, bridged, or spiro bicyclic system, and said

hetgfocycloalkyl is unsubstituted or substituted with one or more substituents

Adependently selected from the group consisting of: alkyl, halo, haloalkyl, hydroxy,

hydroxyalkyl, alkoxy, cyano, cyanoalkyl, oxo, -NRR, -alkylenyl-NRR®, -C(O)alkyl,

-COsalkyl, and —SOsalkyl;

wherein R is H or alkyl and R® is H, alkyl, haloalkyl, -C(O)alkyl, -CO»alkyl, or

-SOsalkyl; and
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R” and R’ are each independently H or deuterium;
or a pharmaceutically acceptable salt thereof,

with the proviso that the compound of Formula I is not one of the following compou

0
Z N HN

0=s—N_ )
o)
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I=z
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and (b) a pharmaceutically acceptable carpy

23. The pharmaceutical composiglon of claim 22, further comprising therapeutically effective

amounts of one or more additiongfadjunctive active agents.

24.  The pharmaceutical fomposition of claim 23, wherein said one or more additional
adjuctive active agents ag€ selected from the group consisting of cytotoxic agent, cisplatin,
doxorubicin, taxotere Aaxol, etoposide, irinotecan, camptostar, topotecan, paclitaxel, docetaxel,
the epothilones, tagfoxifen, S-fluorouracil, methoxtrexate, temozolomide, cyclophosphamide,

SCH 66336, tipffarnib (Zarnestra™), R115777, L778,123, BMS 214662, Iressa”™, Tarceva”™, C225

2

Stregtozocin, Dacarbazine, Floxuridine, Cytarabine, 6-Mercaptopurine, 6-Thioguanine,

Efdarabine phosphate, oxaliplatin, leucovirin, oxaliplatin (ELOXATIN™), Pentostatine,
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Vinblastine, Vincristine, Vindesine, Bleomycin, Dactinomycin, Daunorubicin, Doxorubici

Epirubicin, Idarubicin, Mithramycin™, Deoxycoformycin, Mitomycin-C, L-Asparagingée,

Mitoxantrone, Levamisole, Navelbene, Anastrazole, Letrazole, Capecifabine, Reloxafine,
Droloxafine, Hexamethylmelamine, Avastin, herceptin, Bexxar, Vefcade, Zevalin, Trisenox,
retamine, Melphalan,

ituximab, C225

2 2

Xeloda, Vinorelbine, Porfimer, Erbitux, Liposomal, Thiotepa,

Trastuzumab, Lerozole, Fulvestrant, Exemestane, Ifosfomide Campath

leucovorin, and dexamethasone, bicalutamide, carboplatin/hlorambucil, cisplatin, letrozole,
megestrol, valrubicin, vinblastine, and NIASPAN®.
25. The pharmaceutical composition of claim £2 further comprising a rescuing agent.

26.  The pharmaceutical composition of gflaim 25, wherein the rescuing agent is selected from

the group consisting of nicotinamide, nicgtinic acid, and nicotinamide mononucleotide (NMN).

27. A method of treating a subjgt suffering from or diagnosed with a disease or medical
condition mediated by NAMPT Activity, comprising administering to the subject in need of such

treatment an effective amouny/of at least one compound of Formula I:

15
R™ 'N I
N 0
R
//S\\
O E

wherein:
Eis O orifabsent;

Ris (a)An 8-, 9-, or 10-membered bicyclic heteroaryl selected from the group consisting of:
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wherein said bicyclic heteroaryl is unsubstituted gf is substituted with one or more
substituents selected from the group consisting/of deuterium, amino, alkylamino,
hydr

wherein one or more N atoms of said bi

dialkylamino, halo, cyano, haloalkyl

2

y, hydroxyalkyl, and alkoxy, and

clic heteroaryl is optionally an N-oxide; or

(b) a five- or six-membered nitrogen-linkgd heterocycloalkyl ring fused to a phenyl or

monocyclic six-membered heteroaghl, wherein said phenyl or heteroaryl is
unsubstituted or is substituted wfth one or more substituents selected from the group
consisting of deuterium, amiygo, alkylamino, dialkylamino, alkyl, halo, cyano,

haloalkyl, hydroxy, hydrofyalkyl, and alkoxy;

(¢fcloalkyl)alkyl-, heterocycloalkyl, (heterocycloalkyl)alkyl-,
(heterocycloalkyl)alkoxy-, -C(O)alkyl, -CO,alkyl, -CO,H, -C(O)cycloalkyl,
-C(O)heterocycloalkyl, -S(O)-alkyl, -SO;-alkyl, -SO;-aryl, -SO,-(haloalkyl),
-CONH;, C(O)NH(alkyl), -C(O)NH(haloalkyl), -C(O)N(alkyl),,
-C(O)NH(cycloalkyl), heteroaryl, (heteroaryl)alkyl-, -N(R)-C(O)-alkyl,
-N(R®)-C(0)-aryl, -N(R)-CO,-alkyl, -SO,NH,, -SO,NH(alkyl),
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-SO;N(alkyl),, -SO;NH(cycloalkyl), and -N(H)(SO,alkyl), or two adjacent
substituents taken together form a phenyl ring,
wherein each of said cycloalkyl, heterocycloalkyl, aryl, heteroaryl, ang phenyl
substituents within R* is independently unsubstituted or substityfed with one
or more substituents selected from the group consisting of alkyl, halo,
hydroxy, cyano, alkoxy, amino, -C(O)alkyl, and -CO,alk;
wherein R* and R” are each independently H, alkyl, alkoxy/ alkoxyalkyl,
cyanoalkyl, or haloalkyl; and
R®is H or alkyl; or
(2) a saturated, bicyclic or tricyclic, nitrogen-linked hetegbcycloalkyl, wherein said
heterocycloalkyl comprises a fused, bridged, or spfo bicyclic system, and said
heterocycloalkyl is unsubstituted or substituted fvith one or more substituents
independently selected from the group consigting of: alkyl, halo, haloalkyl, hydroxy,
hydroxyalkyl, alkoxy, cyano, cyanoalkyl £xo, -NRUR, -alkylenyl-NRR®, -C(O)alkyl,
-COsalkyl, and —SOsalkyl;
wherein R is H or alkyl and R® is B/ alkyl, haloalkyl, -C(O)alkyl, -CO»alkyl, or
-SO,alkyl; and

R” and R’ are each independently H or d¢fiterium;
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NH
0
NH,
O
NJ\ /N
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NH,
N7 X N
/4 N N
N /
Vs
g °
0
NH,
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N | H N
NN\ P S,
H 7S
Jg °
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The method of claim 27, wherein the disease or medical condition is a solid or liquid
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tumor, non-small cell lung cancer, leukemia, lymphoma, ovarian cancer, glioma, breast capfer,
uterine cancer, colon cancer, cervical cancer, lung cancer, prostate cancer, skin cancer, gino-
gastric tumors, colorectal cancer, CNS cancer, bladder cancer, pancreatic cancer, Hoglgkin’s

disease, rheumatoid arthritis, diabetes, atherosclerosis, sepsis, aging, inflammatiog/

29. The method of claim 27, further comprising administering to the subgct an effective
amount of at least one compound selected from the group consisting of: #cytotoxic agent,
cisplatin, doxorubicin, taxotere, taxol, etoposide, irinotecan, camptostyf, topotecan, paclitaxel,
docetaxel, the epothilones, tamoxifen, S-fluorouracil, methoxtrexatg] temozolomide,
cyclophosphamide, SCH 66336, tipifarnib (Zarnestra®), R115777. 1778,123, BMS 214662,
Iressa®, Tarceva®™, C225, GLEEVEC®, intron®, Peg-Intron®, omatase combinations, ara-C,
adriamycin, cytoxan, gemcitabine, Uracil mustard, Chlorméthine, Ifosfamide, Melphalan,
Chlorambucil, Pipobroman, Triethylenemelamine, Triefylenethiophosphoramine, Busulfan,
Carmustine, Lomustine, Streptozocin, Dacarbazine, Ploxuridine, Cytarabine, 6-Mercaptopurine,
6-Thioguanine, Fludarabine phosphate, leucovirinfoxaliplatin (ELOXATIN®), Pentostatine,
vincristine, Vindesine, Bleomycin, Dactinomygfn, Daunorubicin, Doxorubicin, Epirubicin,
Idarubicin, Mithramycin™, Deoxycoformygfn, Mitomycin-C, L-Asparaginase, Teniposide 17a-
Ethinylestradiol, Diethylstilbestrol, Testgéterone, Prednisone, Fluoxymesterone,
Dromostanolone propionate, Testolacybne, Megestrol acetate, Methylprednisolone,
Methyltestosterone, Prednisolone, Yriamcinolone, Chlorotrianisene, Hydroxyprogesterone,
Aminoglutethimide, Estramustig€, Medroxyprogesteroneacetate, Leuprolide, Flutamide,
Toremifene, goserelin, Carbgflatin, Hydroxyurea, Amsacrine, Procarbazine, Mitotane,
Mitoxantrone, Levamisole/Navelbene, Anastrazole, Letrazole, Capecitabine, Reloxafine,
Droloxafine, HexamethfImelamine, Avastin, herceptin, Bexxar, Velcade, Zevalin, Trisenox,
Xeloda, Vinorelbine/Porfimer, Erbitux, Liposomal, Thiotepa, Altretamine, Melphalan,
Trastuzumab, Legpzole, Fulvestrant, Exemestane, Ifosfomide, Rituximab, C225, Campath,
leucovorin, deamethasone, bicalutamide, chlorambucil, letrozole, megestrol, valrubicin,

vinblastine £nd NIASPAN®.
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31.  The pharmaceutical composition of claim 30, wherein the rescuing agent is selecteg/trom

the group consisting of nicotinamide, nicotinic acid, and nicotinamide mononucleotide ).
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CLAIMS

1. A compound of Formula (I):

in which:
5 Eis O oris absent;

R is (a) an 8-, 9-, or 10-membered bicyclic heteroaryl selected from the group consisting of:

H Z
NN LY~ \: \_/N\L’?{

H N
H 5
N\\ij:r @;Lﬁ N\l/}g_\|/>_§_ N NG

/N\N/N\ NM; N//\N ~ (/\J\l\/j\
= /r’{,R/N\N/ , = /ﬁ\,andN/ /rj\

9

in which the bicyclic heteroaryl is unsubstituted or is substituted with one or more
substituents selected from the group consisting of deuterium, amino, alkylamino,
10 dialkylamino, halo, cyano, haloalkyl, hydroxy, hydroxyalkyl, and alkoxy, and in
which one or more N atoms of the bicyclic heteroaryl is optionally an N-oxide; or
(b) a five- or six-membered nitrogen-linked heterocycloalkyl ring fused to a phenyl or
monocyclic six-membered heteroaryl, in which the phenyl or heteroaryl is
unsubstituted or is substituted with one or more substituents selected from the
15 group consisting of deuterium, amino, alkylamino, dialkylamino, alkyl, halo,
cyano, haloalkyl, hydroxy, hydroxyalkyl, and alkoxy;
R' is (1) a saturated, monocyclic heterocycloalkyl, which is unsubstituted or substituted with
one or more substituents R*;
in which each R* substituent is independently selected from the group consisting

20 of: deuterium, halo, hydroxy, cyano, -NR*R®, -alkylenyl-NR*R®, oxo, alkyl,
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hydroxyalkyl, cyanoalkyl, haloalkyl, alkoxy, haloalkoxy, alkoxyalkyl-, -S-
alkyl, alkenyl, alkynyl, aryl, arylalkyl-, aryloxy-, arylalkoxy-, cycloalkyl,
cycloalkoxy, (cycloalkyl)alkyl-, heterocycloalkyl, (heterocycloalkyl)alkyl-,
(heterocycloalkyl)alkoxy-, -C(O)alkyl, -CO,alkyl, -CO,H, -C(O)cycloalkyl, -
C(O)heterocycloalkyl, -S(O)-alkyl, -SO;-alkyl, -SO,-aryl, -SO,-(haloalkyl), -
CONH,, C(O)NH(alkyl), -C(O)NH(haloalkyl), -C(O)N(alkyl),,
-C(O)NH(cycloalkyl), heteroaryl, (heteroaryl)alkyl-, -N(R)-C(O)-alkyl,
-N(R)-C(0)-aryl, -N(R)-CO,-alkyl, -SO,NH,, -SO,NH(alkyl),
-SO,N(alkyl),, -SO,NH(cycloalkyl), and -N(H)(SO,alkyl), or two adjacent R*
substituents taken together form a phenyl ring,
in which each of the cycloalkyl, heterocycloalkyl, aryl, heteroaryl, and phenyl
substituents within R* is independently unsubstituted or substituted with
one or more substituents selected from the group consisting of alkyl, halo,
hydroxy, cyano, alkoxy, amino, -C(O)alkyl, and -CO,alkyl;
in which R® and R” are each independently H, alkyl, alkoxy, alkoxyalkyl,
cyanoalkyl, or haloalkyl; and
R¢is H or alkyl; or
(2) a saturated, bicyclic or tricyclic, nitrogen-linked heterocycloalkyl, in which the
heterocycloalkyl comprises a fused, bridged, or spiro bicyclic system, and the
heterocycloalkyl is unsubstituted or substituted with one or more substituents
independently selected from the group consisting of: alkyl, halo, haloalkyl,
hydroxy, hydroxyalkyl, alkoxy, cyano, cyanoalkyl, oxo, -NR‘R®, -alkylenyl-
NRR, -C(O)alkyl, -COsalkyl, and —SO»alkyl;
in which R%is H or alkyl; and
R®is H, alkyl, haloalkyl, -C(O)alkyl, -CO»alkyl, or -SO,alkyl; and
R? and R are each independently H or deuterium;
or a pharmaceutically acceptable salt thereof,

with the proviso that the compound of Formula I is not one of the following compounds:
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2. A compound according to Claim 1, in which E is O.
3. A compound according to Claim 1, in which E is absent.

4. A compound according to Claim 1, in which R is an unsubstituted or substituted bicyclic

heteroaryl.

5. A compound according to Claim 1, in which R is an unsubstituted or substituted 8- or 9-

membered heteroaryl.

6. A compound according to Claim 1, in which R is a five- or six-membered nitrogen-
linked heterocycloalkyl ring fused to an unsubstituted or substituted phenyl or monocyclic
heteroaryl.
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N~ =
@3“‘? T w

7. A compound according to Claim 1, in which R is or X .

8. A compound according to Claim 1, in which R' is a saturated, monocyclic, nitrogen-

linked heterocycloalkyl, unsubstituted or substituted as in Claim 1.

9. A compound according to Claim 7, in which the saturated, monocyclic, nitrogen-linked
heterocycloalkyl is azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, azepanyl, or

diazepanyl, unsubstituted or substituted as in Claim 8.

10. A compound according to Claim 8, in which the saturated, monocyclic, nitrogen-linked
heterocycloalkyl is substituted with one or more R* groups independently selected from the
group consisting of: hydroxy, methoxy, cyano, cyanomethyl, amino, difluoroethylamino,
methoxyethylamino, cyanoethylamino, hydroxymethyl, pyrrolidinyl, methyl, ethyl, isopropyl,
isobutyl, trifluoroethyl, trifluoromethyl, cyclohexyl, tetrahydropyranyl, pyrrolidinyl, oxetanyl,
fluoro, -C(O)(4-methyl-piperazin-1-yl), 4-methylpiperazinyl, -NH(Boc), acetyl, hydroxyethyl,
dimethylaminoethyl, cyanoethyl, methoxyethyl, -N(Me)(acetyl), dimethylamino, -
C(O)(dimethylamino), and oxo, and where two adjacent substituents taken together form a

phenyl ring.

11. A compound according to Claim 8, in which the saturated, monocyclic, nitrogen-linked
heterocycloalkyl is substituted with 1, 2, or 3 R* groups independently selected from the group
consisting of: methyl, ethyl, isopropyl, hydroxy, methoxy, amino, cyano, fluoro, and

trifluoromethyl.

12. A compound according to Claim 1, in which R' is a saturated, monocyclic, carbon-

linked heterocycloalkyl, unsubstituted or substituted as in Claim 1.

13. A compound according to Claim 12, in which the saturated, monocyclic, carbon-linked
heterocycloalkyl is tetrahydropyranyl, pyrrolidinyl, piperidinyl, or tetrahydrofuranyl,

unsubstituted or substituted as described in Claim 12.

14. A compound according to Claim 12, in which the saturated, monocyclic, carbon-linked
heterocycloalkyl is tetrahydropyran-4-yl, tetrahydropyran-3-yl, piperidin-3-yl, piperidin-4-yl,

or tetrahydrofuran-3-yl, unsubstituted or substituted as described in Claim 12.
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15. A compound according to Claim 12, in which the saturated, monocyclic, carbon-linked
heterocycloalkyl is substituted with one or more substituents independently selected from the
group consisting of methyl, ethyl, propyl, isopropyl, isobutyl, tert-butyl, trifluoromethyl,
trifluoroethyl, acetyl, tert-butoxycarbonyl, tetrahydropyranyl, and oxetanyl.

16. A compound according to Claim 1, in which R' is a saturated, bicyclic or tricyclic,
nitrogen-linked heterocycloalkyl, in which the heterocycloalkyl comprises a fused, bridged, or

spiro bicyclic system, and is unsubstituted or substituted as described in Claim 1.

17. A compound according to Claim 16, in which R' is a bridged, bicyclic, nitrogen-linked

heterocycloalkyl, unsubstituted or substituted as described for Claim 16.

18. A compound according to Claim 16, in which R' is an azetidine, pyrrolidine, piperidine,
morpholine, azepane, 1,4-diazepane, or azocane ring, substituted with two substituents on the
same or different carbons that together form a C;_salklenyl group, in which one carbon atom
of the alkylenyl group is optionally replaced with one or two O, S, or NH groups, and the
resulting bicyclic heterocycloalkyl is optionally further substituted as described for Claim 16.

19. A compound according to Claim 16, in which R' is substituted with one or more
substituents independently selected from the group consisting of: methyl, ethyl, isopropyl,
acetyl, fluoro, oxo, hydroxy, tert-butoxycarbonyl, amino, aminomethyl, tert-

butoxycarbonylamino, and tert-butoxycarbonyl-aminomethy]l.
20. A compound according to Claim 1, in which both R? and R? are H.

21. A compound selected from the group consisting of:

0
HN=N /\/IQN 5H-Imidazo[1,2-b]pyrazole-

§)=N H Q 2-carboxylic acid 4-(piperidine-1-
s-N

sulfonyl)-benzylamide;
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N=
¢ 1H-Pyrrolo[3,2 idi
N -Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(8-oxa-3-aza-
o
" o bicyclo[3.2.1]octane-3-sulfonyl)-
b\ dQ benzylamide;
N
s~
3
\N
\_/
S Thieno[2,3-c]pyridine-2-
carboxylic acid 4-(8-oxa-3-aza-
o}
i o bicyclo[3.2.1]octane-3-sulfonyl)-
K@\ K[\JQ benzylamide;
o5
o}
N
B
N
[ P Imidazo[1,2-a]pyridine-6-
o carboxylic acid 4-(8-oxa-3-aza-
NH
o bicyclo[3.2.1]octane-3-sulfonyl)-
/JZQ benzylamide;
N
s~
°3
Q Furo[2,3-c]pyridine-2-
X N . . . .
7 \_J H/\©\ /O carboxylic acid 4-(piperidine-1-
N= 0” o sulfonyl)-benzylamide;
2 Imidazo[1,2-a]pyrimidine-6-
(\/JN\ \/ ”/\©\ O carboxylic acid 4-(piperidine-1-
O’/S\\ sulfonyl)-benzylamide;
o Furo[2,3-c]pyridine-2-
~ N/\@\ O/O\ carboxylic acid 4-(4-methoxy-
H
/' -0 e piperidine-1-sulfonyl)-
N= O/

benzylamide;
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Furo[2,3-c]pyridine-2-
carboxylic acid 4-(morpholine-4-

sulfonyl)-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(morpholine-4-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(morpholine-4-

sulfonyl)-benzylamide;

Thieno[2,3-c]pyridine-2-
carboxylic acid 4-(morpholine-4-

sulfonyl)-benzylamide;

Furo[2,3-c]pyridine-2-
N
carboxylic acid 4-(4-cyano-

piperidine-1-sulfonyl)-

benzylamide;
o Furo[2,3-c]pyridine-2-
~" N S carboxylic acid 4-(4-cyanomethyl-
aw Hn O/\\N o
>s¢ piperidine-1-sulfonyl)-
o’ o
benzylamide;

0]
H (_ 0 1H-Pyrrolo[3,2-c]pyridine-
N B o .
> H/\Q\ N 2-carboxylic acid 4-(morpholine-4-
/
N » sulfonyl)-benzylamide;
Imidazo[1,2-a]pyrimidine-6-

H/\©\ @ carboxylic acid 4-(morpholine-4-
ps sulfonyl)-benzylamide;
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Imidazo[1,2-b]pyridazine-6-
carboxylic acid 4-(piperidine-1-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-methyl-
piperazine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-isopropyl-
piperazine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide

(racemic);

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(tetrahydro-
pyran-4-sulfonyl)-benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(tetrahydro-

N S\
N o © pyran-4-sulfonyl)-benzylamide;
7 0 Imidazo[1,2-a]pyridine-6-
=
J\/j)‘\”/\O\ Q carboxylic acid 4-(tetrahydro-
2
N\:JN o,/s So pyran-4-sulfonyl)-benzylamide;
0 O 1H-Pyrrolo[3,2-c]pyridine-
B N ) .
7\ 1iH H/\©\ Q 2-carboxylic acid 4-(tetrahydro-
N
— O’/S So pyran-4-sulfonyl)-benzylamide;
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Furo[2,3-c]pyridine-2-
carboxylic acid 4-(tetrahydro-
pyran-4-sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2,2,2-
trifluoro-ethyl)-piperazine-1-

sulfonyl]-benzylamide;

Imidazo[1,2-a]pyrimidine-6-

carboxylic acid 4-(8-oxa-3-aza-

NQ\ _ _N bicyclo[3.2.1]octane-3-sulfonyl)-
N N
o © benzylamide;
o 1H-Pyrazolo[3,4-b]pyridine-
o
&Z& 5-carboxylic acid 4-(8-oxa-3-aza-
% N N
N\N | N H/\©\S _N bicyclo[3.2.1]octane-3-sulfonyl)-
H S
o

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;
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1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide

(racemic);

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide

(racemic);

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide

(racemic);

1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(3-hydroxy-
piperidine-1-sulfonyl)-benzylamide

(racemic);

Thieno[2,3-c]pyridine-2-
carboxylic acid 4-(4-amino-
piperidine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
\)\ F S-carboxylic acid 4-[4-(2,2-
difluoro-ethylamino)-piperidine-1-

sulfonyl]-benzylamide;
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Furo[2,3-c]pyridine-2-
carboxylic acid 4-(4-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-[4-(2-methoxy-
ethylamino)-piperidine- 1-sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-cyclohexyl-
piperazine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-(piperidine-4-

g o sulfonyl)-benzylamide;
o] . 1.
S NH Thieno[2,3-c]pyridine-2-
O/ H/\Q\ Q carboxylic acid 4-(piperidine-4-
N
\_7/ 50 sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-isobutyl-
piperazine-1-sulfonyl)-

benzylamide;

Thieno[2,3-c]pyridine-2-
carboxylic acid 4-((1R,3R,5S)-3-
amino-8-aza-bicyclo[3.2.1]octane-

8-sulfonyl)-benzylamide;
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[1,2,4]Triazolo[1,5-
a]pyridine-6-carboxylic acid 4-
(piperidine-1-sulfonyl)-

benzylamide;

Thieno[2,3-c]pyridine-2-
carboxylic acid 4-((3R,55)-3,5-
dimethyl-piperazine- 1-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-[1-(tetrahydro-
pyran-4-yl)-piperidine-4-sulfonyl]-

benzylamide;

Pyrazolo[1,5-a]pyridine-5-
carboxylic acid 4-(piperidine-1-

Ny o sulfonyl)-benzylamide;
H 7 O 1H-Pyrazolo[4,3-b]pyridine-
) X
N | _ H/\©\ N 6-carboxylic acid 4-(piperidine-1-
N 4o sulfonyl)-benzylamide;
1H-Pyrrolo[3,2-c]pyridine-
OH 2-carboxylic acid 4-((R)-3-hydroxy-
N \ NH

// \o

piperidine-1-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-((S)-3-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;
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1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-((S)-3-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((R)-3-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-3-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-[1-(tetrahydro-
pyran-4-yl)-piperidine-4-sulfonyl]-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-

N - i id 4-[4-(2- -
O/ \/\\\N S-carboxylic acid 4-[4-(2-cyano
_N

ethylamino)-piperidine- 1-sulfonyl]-

benzylamide;

Pyrazolo[1,5-a]pyrimidine-
5-carboxylic acid 4-(piperidine-1-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(tetrahydro-
pyran-4-yl)-piperazine-1-sulfonyl]-

benzylamide;
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Q NH
Pz N _)A
| H N
/
7 >N Sa

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-((3R,5S)-3,5-
dimethyl-piperazine- 1-sulfonyl)-

benzylamide;

N S
\—/ g °
O
NH
o] H/\©\ \)<
7\ N
N //S/‘\o
o}

cis-Furo[2,3-c]pyridine-2-
carboxylic acid 4-((3R,55)-3,5-
dimethyl-piperazine- 1-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(1-acetyl-

N
X N '
/ \_o piperidine-4-sulfonyl)-
Sa
N= y "o benzylamide;
F

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-

sulfonyl]-benzylamide;

N F
NZ N
)\ I "
%
N\,/——N o//S\\O

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-

sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-

sulfonyl]-benzylamide;
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| . 1H-Pyrrolo[3,2-c]pyridine-

2-carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-

sulfonyl]-benzylamide;

| . Furo[2,3-c]pyridine-2-

carboxylic acid 4-[1-(2,2,2-
trifluoro-ethyl)-piperidine-4-

sulfonyl]-benzylamide;

1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-[ 1-(tetrahydro-
pyran-4-yl)-piperidine-4-sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[1-(tetrahydro-
pyran-4-yl)-piperidine-4-sulfonyl]-

benzylamide;

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-((3aR,6aS)-5,5-
difluoro-hexahydro-
cyclopenta[c]pyrrole-2-sulfonyl)-

benzylamide;

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-[(3aR,6aS)-
(tetrahydro-furo[3,4-c]pyrrol-5-
yl)sulfonyl]-benzylamide;
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(hexahydro-
furo[2,3-c]pyrrole-5-sulfonyl)-

benzylamide (mixture of

diastereomers);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-

sulfonyl)-benzylamide (isomer A);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(4,4-difluoro-
hexahydro-cyclopenta[c]pyrrole-2-

sulfonyl)-benzylamide (isomer B);

0 1H-Pyrrolo[3,2-c]pyridine-
~ N/\@\ QO 2-carboxylic acid 4-[(S)-
H
N )—NH g (tetrahydro-furan-3-yl)sulfonyl]-
— /) \\o
0 benzylamide;
0]

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-[1-(tetrahydro-
pyran-4-yl)-piperidine-4-sulfonyl]-

benzylamide;
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1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-[(R)-
(tetrahydro-furan-3-yl)sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-[(R)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(R)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-((R)-3-hydroxy-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(3R,55)-3,5-
dimethyl-4-(2,2,2-trifluoro-ethyl)-
piperazine-1-sulfonyl]-

benzylamide;

|
0o N

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[(18S,4S)-(2-oxa-
5-aza-bicyclo[2.2.1]hept-5-
yl)sulfonyl]-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-

benzylamide;
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Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-[(S)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-[(S)-
(tetrahydro-furan-3-yl)sulfonyl]-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-[(R)-(tetrahydro-
furan-3-yl)sulfonyl]-benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-[(R)-
(tetrahydro-furan-3-yl)sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(piperidine-4-

sulfonyl)-benzylamide;

N
\:—J O/ 0
0
S N 0
7/ N\ H
© S
N= g o
0
0
X N
N/ | H/\Q\Q
N N7 S
H N
g ©
0
ey O
/ \_o " S
N= o’/§0
0
(0]
oy O
N\ | H/\©\ 3
> N
N Ss
/\
g ©
Q NH
= N
| H
7 N S
N 7Y,
\::j O 0
=
Q N
=z N < _)
| H N
7
N7 N PEN
\_—_'J O/ 0

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-oxetan-3-yl-
piperazine-1-sulfonyl)-

benzylamide;




Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-acetyl-
piperazine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-hydroxy-
ethyl)-piperazine-1-sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-cyano-
piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-
hydroxymethyl-piperidine-1-

sulfonyl)-benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-pyrrolidin-1-
yl-piperidine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-methoxy-
ethyl)-piperazine-1-sulfonyl]-

benzylamide;

N =0

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3,3-difluoro-
pyrrolidine-1-sulfonyl)-

benzylamide;
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Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-acetyl-
[1,4]diazepane-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[3-(acetyl-methyl-
amino)-pyrrolidine-1-sulfonyl]-

benzylamide (racemic);

7-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2,7-
diaza-spiro[4.5]decane-2-carboxylic

acid tert-butyl ester (racemic);

8-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2,8-
diaza-spiro[4.5]decane-2-carboxylic

acid tert-butyl ester;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-cyano-
ethyl)-piperazine-1-sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(2-
dimethylamino-ethyl)-piperazine-1-

sulfonyl]-benzylamide;
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fNO*ﬁ@o

// \\

=
/

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((R)-2-
hydroxymethyl-pyrrolidine-1-
sulfonyl)-benzylamide;

soanel

// \\

H

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-2-
hydroxymethyl-pyrrolidine-1-
sulfonyl)-benzylamide;

COY OO

//\\

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-((S)-3-
dimethylamino-pyrrolidine-1-

sulfonyl)-benzylamide;

O (0]
sonnelone
N/ A S’N K/N\
A\
O O

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(4-methyl-
piperazine-1-carbonyl)-piperidine-

1-sulfonyl]-benzylamide;

0 (\N/
QT
N=\F s N

N\
00

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-[4-(4-methyl-
piperazin-1-yl)-piperidine-1-

sulfonyl]-benzylamide;

QO 04

// \\

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-
trifluoromethyl-pyrrolidine-1-

sulfonyl)-benzylamide (racemic);

QL

// \\

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4,4-difluoro-
piperidine-1-sulfonyl)-

benzylamide;
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1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-

benzylamide;

E— /
0]

1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(4-oxetan-3-yl-
piperazine-1-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(1-oxetan-3-yl-
piperidine-4-sulfonyl)-

benzylamide;
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Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(4-oxetan-3-yl-
piperazine-1-sulfonyl)-

benzylamide;

Thieno[2,3-c]pyridine-2-
carboxylic acid 4-(1-oxetan-3-yl-

piperidine-4-sulfonyl)-

= g o benzylamide;
0
N Z N .
O/©/\H N\ 9-(4-{[(Imidazo[1,2-
OQII X S
E a]pyridine-6-carbonyl)-amino]-

methyl}-benzenesulfonyl)-3,9-
diaza-spiro[5.5]undecane-3-

carboxylic acid tert-butyl ester;

9-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2,9-

diaza-spiro[5.5]undecane-2-

carboxylic acid tert-butyl ester;

8-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-1,8-

diaza-spiro[5.5]undecane-1-
carboxylic acid tert-butyl ester

(racemic);
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4-(4-{[(Imidazo[1,2-
o% a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-1-oxa-
4,9-diaza-spiro[5.5]Jundecane-9-

carboxylic acid tert-butyl ester;

methyl}-benzenesulfonyl)-1,8-

8-(4-{[(Imidazo[1,2-
OC\> a]pyridine-6-carbonyl)-amino]-
o)\O
)\\ diaza-spiro[4.5]decane-1-carboxylic

acid tert-butyl ester;

4-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-1-oxa-
4,8-diaza-spiro[5.5]undecane-8-
carboxylic acid tert-butyl ester

(racemic);

[7-(4-{[(Imidazo[1,2-
O\]< a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-7-aza-
spiro[3.5]non-2-yl]-carbamic acid

tert-butyl ester;

cis-3-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-3,6-
diaza-bicyclo[3.2.0]heptane-6-
carboxylic acid tert-butyl ester

(racemic);
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[2-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2-aza-
bicyclo[2.1.1]hex-1-ylmethyl]-

carbamic acid tert-butyl ester;

cis-4-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
hexahydro-pyrrolo[3,4-
b][1,4]oxazine-6-carboxylic acid

tert-butyl ester (racemic);

HN
o=§=o
N 0
(T
s
0
N Z N
JORRGS
O\\ISI X N
|
N

2-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2,9-

diaza-spiro[5.5]undecane-9-

carboxylic acid tert-butyl ester;

N
H
Q\/N G N

cis-[3-(4-{[(Imidazo[ 1,2
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-3-aza-
bicyclo[3.1.0]hex-1-yl]-carbamic

acid tert-butyl ester (racemic);
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cis-7-(4-{[(Imidazo[1,2-

a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-9-oxa-
3,7-diaza-bicyclo[3.3.1]nonane-3-

carboxylic acid tert-butyl ester

(racemic);

cis-4-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
hexahydro-pyrrolo[3,4-
b][1,4]oxazine-6-carboxylic acid

tert-butyl ester (racemic);

cis-1-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
hexahydro-pyrrolo[3,4-b]pyrrole-5-
carboxylic acid tert-butyl ester

(racemic);

cis-5-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
hexahydro-pyrrolo[3,4-b]pyrrole-1-
carboxylic acid tert-butyl ester

(racemic);

cis-5-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
hexahydro-pyrrolo[3,4-c]pyrrole-2-

carboxylic acid tert-butyl ester
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(racemic);

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(9-hydroxy-3-
oxa-7-aza-bicyclo[3.3.1]nonane-7-
sulfonyl)-benzylamide (mixture of

diastereomers);

trans-Imidazo[1,2-
a]pyridine-6-carboxylic acid 4-(3-
hydroxy-4-methyl-pyrrolidine-1-

sulfonyl)-benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(7-hydroxy-3-
oxa-9-aza-bicyclo[3.3.1]nonane-9-

sulfonyl)-benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(5,5-difluoro-2-
aza-bicyclo[2.2.1]heptane-2-

sulfonyl)-benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(7-methyl-9-
oxa-3,7-diaza-
bicyclo[3.3.1]nonane-3-sulfonyl)-

benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(5-methyl-
hexahydro-pyrrolo[3,4-b]pyrrole-1-

sulfonyl)-benzylamide (racemic);
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P4
S5
\_z

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(1-methyl-
hexahydro-pyrrolo[3,4-b]pyrrole-5-

sulfonyl)-benzylamide (racemic);

(0]
P
I 1
-n=z
\\
(@]

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(4-hydroxy-4-

N
7\ S
methyl-piperidine-1-sulfonyl)-
N HO -
Nz benzylamide;
o Imidazo[1,2-a]pyridine-6-
- carboxylic acid 4-(hexahydro-
NZ J

furo[3,2-c]pyridine-5-sulfonyl)-

benzylamide (mixture of

O// N\
diastereomers);
o . . . .
0 g\;o cis-Imidazo[1,2-a]pyridine-
NH N 6-carboxylic acid 4-(6,6-difluoro-3-
7\ aza-bicyclo[3.2.0]heptane-3-
N
N/ P F E sulfonyl)-benzylamide (racemic);
o)
Pyrazolo[1,5-a]pyrazine-2-
s
N N—N Q carboxylic acid 4-(piperidine-1-
\:/ //S\N
o) O sulfonyl)-benzylamide;
o) /C(,) Furo[2,3-c]pyridine-2-
N N/\©\ (\N carboxylic acid 4-(4-oxetan-3-yl-
H
/' o S/N\) piperazine-1-sulfonyl)-
N= O// \\O

benzylamide;
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N=
\ 7/ %
2 ) Furo[2,3-c]pyridine-2-
HN carboxylic acid 4-((S)-3-hydroxy-
HO piperidine-1-sulfonyl)-
; benzylamide;
CN Vay
0
N=
\ 7%
ZN\_0 Furo[2,3-c]pyridine-2-
HN carboxylic acid 4-((R)-3-hydroxy-
HO piperidine-1-sulfonyl)-
C\ benzylamide;
N~5<
0

NH
O\\ N

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(2,8-diaza-
spiro[4.5]decane-8-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-

0]
o o) carboxylic acid 4-(tetrahydro-
y 7\ | H/\©\ /r\’:§; furo[3,4-c]pyrrole-5-sulfonyl)-
— o//S N benzylamide (mixture of
diastereomers);
o) 1H-Pyrrolo[3,2-c]pyridine-

2-carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide

(racemic);

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide

(racemic);




1H-Pyrazolo[3,4-b]pyridine-
5-carboxylic acid 4-(4-pyrrolidin-1-
yl-piperidine-1-sulfonyl)-

benzylamide;

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(4-pyrrolidin-1-
yl-piperidine-1-sulfonyl)-

benzylamide;

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(tetrahydro-
furo[3,4-c]pyrrole-5-sulfonyl)-
benzylamide (mixture of

diastereomers);

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(2-aza-
bicyclo[2.1.1]hexane-2-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-aza-
bicyclo[3.1.0]hexane-3-sulfonyl)-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(3-hydroxy-3-
methyl-pyrrolidine-1-sulfonyl)-

benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(9-methyl-3-
oxa-7,9-diaza-

bicyclo[3.3.1]nonane-7-sulfonyl)-
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benzylamide (racemic);

o cis-Imidazo[1,2-a]pyridine-
@,J\ 6-carboxylic acid 4-(5-acetyl-2,5-
N diaza-bicyclo[2.2.1]heptane-2-
o

sulfonyl)-benzylamide (racemic)

cis-Imidazo[1,2-a]pyridine-

0
@:j)km /\©\ @/ F 6-carboxylic acid 4-(5-fluoro-2-aza-
NZ N\F s-N bicyclo[2.2.1]heptane-2-sulfonyl)-

benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(3-methyl-3,6-
diaza-bicyclo[3.2.1]octane-6-

sulfonyl)-benzylamide (racemic);

cis-Imidazo[1,2-a]pyridine-
6-carboxylic acid 4-(2-aza-
bicyclo[3.1.0]hexane-2-sulfonyl)-

benzylamide (racemic);

Imidazo[1,2-a]pyridine-6-

carboxylic acid 4-(2,6-dioxa-9-aza-

S
N m spiro[4.5]decane-9-sulfonyl)-
0
o)

benzylamide (racemic);

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide

(racemic);

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(tetrahydro-
pyran-3-sulfonyl)-benzylamide

(racemic);
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Furo[2,3-c]pyridine-2-
carboxylic acid 4-[4-(tetrahydro-
pyran-4-yl)-piperazine-1-sulfonyl]-

benzylamide;

Imidazo[1,2-a]pyridine-6-
carboxylic acid 4-(1-acetyl-
piperidine-4-sulfonyl)-

benzylamide;

cis-1H-Pyrazolo[3,4-
b]pyridine-5-carboxylic acid 4-(2-

oxa-5-aza-bicyclo[2.2.1]heptane-5-

sulfonyl)-benzylamide (racemic);

1H-Pyrazolo[3,4-b]pyridine-

0
e N H/\@\ ﬁN/\/O\ S-carboxylic acid 4-[4-(2-methoxy-
\',j i O//s\\’N\) ethyl)-piperazine-1-sulfonyl]-
benzylamide;
o 1H-Pyrazolo[3,4-b]pyridine-
7 | X ”/\©\ O/\OH S-carboxylic acid 4-(4-
” N Y N hydroxymethyl-piperidine-1-
7\
° sulfonyl)-benzylamide;
o 1H-Pyrazolo[3,4-b]pyridine-
7 | N H/\O\ ®<F S-carboxylic acid 4-(3,3-difluoro-
\” N s N F pyrrolidine-1-sulfonyl)-
7\
benzylamide;
o F E cis-1H-Pyrazolo[3,4-
N4 | N N/\©\ /Zﬁ b]pyridine-5-carboxylic acid 4-(4,4-
N N .
N7 o/’s\\o difluoro-hexahydro-

cyclopenta[c]pyrrole-2-sulfonyl)-
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benzylamide (racemic);

cis-1H-Pyrazolo[3,4-
b]pyridine-5-carboxylic acid 4-(5,5-
difluoro-hexahydro-
cyclopenta[c]pyrrole-2-sulfonyl)-

benzylamide (racemic);

cis-1H-Pyrazolo[3,4-
b]pyridine-5-carboxylic acid 4-
(hexahydro-furo[2,3-c]pyrrole-5-

sulfonyl)-benzylamide (racemic);

Imidazo[1,2-a]pyrimidine-6-
carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide

(racemic);

Furo[2,3-c]pyridine-2-
carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide

(racemic);

1H-Pyrazolo[3,4-b]pyridine-
S-carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide

(racemic);

1H-Pyrrolo[3,2-c]pyridine-
2-carboxylic acid 4-(1-isobutyl-
piperidine-4-sulfinyl)-benzylamide

(racemic);
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8-(4-{[(Imidazo[1,2-

0
0 /©/\ u)@ a]pyridine-6-carbonyl)-amino]-
\E N methyl}-benzenesulfonyl)-1,8-
diaza-spiro[4.6]undecane-1-
; 07/_,\, carboxylic acid tert-butyl ester
© (racemic);
o}
N 7NN )
oI H NGEN 3-[(4-{[(Imidazo[1,2-

a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonylamino)-
methyl]-1-oxa-8-aza-
spiro[4.5]decane-8-carboxylic acid

tert-butyl ester (racemic);

1-(4-{[(Imidazo[ 1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-1,8-

diaza-spiro[4.5]decane-8-carboxylic

acid tert-butyl ester;

3-[1-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-2,3-
dihydro-1H-indol-3-yl]-piperidine-
I-carboxylic acid tert-butyl ester

(mixture of diastereomers);

N-(4-(1-1sobutylpiperidin-4-
ylsulfinyl)benzyl)H-imidazo[ 1,2-
a]pyridine-6-carboxamide

(racemic);
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N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenyl|methyl]i
midazo[1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmethyl]fu

ro[2,3-c]pyridine-2-carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmethyl]-

N
N\/ | t H/\©\ ; /\ 1H-pyrazolo[3,4-b]pyridine-5-
NT N N carboxamide;
o
o N-[[4-[(1-isobutyl-4-
~ N /O\'j/ piperidyl)sulfinyl]phenylmethyl]-
N \)—NH s 1H-pyrrolo[3,2-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmethyl]fu
ro[2,3-c]pyridine-2-carboxamide

(single isomer);

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmethyl]fu
ro[2,3-c]pyridine-2-carboxamide

(single isomer);

N-[[4-(8-oxa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]imidazo[

1,2-a]pyridine-6-carboxamide;
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N-[[4-(2,8-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]imidazo[

1,2-a]pyridine-6-carboxamide;

N-[[4-(4-tetrahydropyran-4-
ylpiperazin-1-
yl)sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-2-

carboxamide;

N-[[4-[(6-methyl-2,6-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl|methyl]furo[2,3-

c]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-

0
7 | X H/\Q\Q 4-ylsulfonylphenyl)methyl]-
N\, = ) 1H-pyrazolo[3,4-b]pyridine-5-
H J o carboxamide;
. N-[(4-tetrahydropyran-
o) A
N

ylsulfonylphenyl)methyl]imida
zo[1,2-a]pyrimidine-6-

carboxamide;

N-[(4-tetrahydropyran-
4-
ylsulfonylphenyl)methyl]imida
zo[1,2-a]pyridine-6-

carboxamide;
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N-[(4-tetrahydropyran-
4-ylsulfonylphenyl)methyl]-
1H-pyrrolo[3,2-c]pyridine-2-

carboxamide;

N-[(4-tetrahydropyran-
4-
ylsulfonylphenyl)methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-{[4-(4-
piperidylsulfonyl)phenyl|meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-{[4-(4-
piperidylsulfonyl)phenyl|meth
yl]thieno[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;
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N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyridine-6-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;
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N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfonyl]phenyl]meth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(2,6-
diazaspiro[3.4]octan-6-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(7-methyl-2,7-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-0x0-2,7-
diazaspiro[4.4]|nonan-7-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(7-oxa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-
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carboxamide;

N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide

9
\_/

N-[[4-(6-0xa-2-
azaspiro[3.4]octan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(3S)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-
pyrrolo[3,2-c]pyridine-2-

carboxamide;

N-[[4-[(3S)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]imid
azo[1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[(3S)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;




N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfonyl]phenyl]meth

NF N
I | /\Q\Q yl]imidazo[1,2-a]pyrimidine-6-
N 2 S :
] I o carboxamide;
N-[[4-[GR)-

tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-

N / \ NH $
— o//s\o pyrrolo[3,2-c]pyridine-2-
carboxamide;
0 N-[[4-[(3R)-
o tetrahydrofuran-3-
N / N
)\ ‘ " )\ yl]sulfonylphenyl]methyl]imid
N\:/N //S\s\o azo[1,2-a]pyrimidine-6-
—_— (0] .
carboxamide;
0 N-[[4-[3R)-

tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo|[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyrimidine-6-

carboxamide;
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Iz

N-[[4-[(3S)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-[(3S)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

v,
7, ",

/

J

N-[[4-[(3R)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-[3R)-
tetrahydrofuran-3-
yl]sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

NH

N-{[4-(4-
piperidylsulfonyl)phenyl|meth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

tert-butyl 2-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,8-
diazaspiro[4.5]decane-8-

carboxylate;
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tert-butyl 7-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-1,7-
diazaspiro[4.4]|nonane-1-

carboxylate;

tert-butyl 1-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-1,7-
diazaspiro[4.4]|nonane-7-

carboxylate;

tert-butyl 2-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,8-
diazaspiro[3.5]nonane-8-

carboxylate;

N-[[4-(3,3-
difluoroazetidin-1-

yl)sulfonylphenyl]methyl]imid

I\ azo[1,2-a]pyridine-6-
o carboxamide;
i N-[[4-(azetidin-1-
{\ TN N/\Q\ /3 ylsulfonyl)phenyl]methyl]imid
VNS e azo[1,2-a]pyridine-6-
0//\\0 carboxamide;
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tert-butyl 2-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,7-
diazaspiro[4.4]|nonane-7-

carboxylate;

tert-butyl 2-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,9-
diazaspiro[4.5]decane-9-

carboxylate;

tert-butyl 2-[4-
[(imidazo[1,2-a]pyridine-6-
carbonylamino)methyl]phenyl]
sulfonyl-2,6-
diazaspiro[4.5]decane-6-

carboxylate;

N-[[4-[3-
(dimethylcarbamoyl)azetidin-
1-
yl]sulfonylphenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;
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N-[[4-(3-
hydroxyazetidin-1-

N \ N OH
{\ N /\Q\ /j yDsulfonylphenyl|methyl]imid
N/ / /N . .
N azo[1,2-a]pyridine-6-
carboxamide;
N-[[4-[3-(4

methylpiperazine-1-

carbonyl)azetidin-1-

NN N
/N/ 7 /\©\//S\\/“D)}\O\ yl]sulfonylphenyl]methyl]imid
° e azo[1,2-a]pyridine-6-
carboxamide;
>\.; N-[[4-[(1-acetyl-4-
1 A piperidyl)sulfonyl]phenyl]meth
7 \NH H ylI]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;

N-[[4-[[1-(oxetan-3-yl)-
4-
piperidyl]sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyridine-6-

carboxamide;

N-[[4-[[1-(oxetan-3-yl)-

4-
piperidyl]sulfonyl]phenyl]meth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;




N-[[4-[[1-(oxetan-3-yl)-
4-
piperidyl]sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[[1-(oxetan-3-yl)-

4-
piperidyl]sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyrimidine-6-

carboxamide;

N-[[4-[[1-(oxetan-3-yl)-
4-
piperidyl]sulfonyl]phenyl]meth
yl]thieno[2,3-c]pyridine-2-

carboxamide;

N-[[4-(2,8-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

\ /

N-[[4-(1,7-
diazaspiro[4.4]|nonan-1-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;
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N-[[4-(1,7-
diazaspiro[4.4]|nonan-7-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

NH

N-[[4-(2,8-
diazaspiro[4.5]decan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(1,7-

diazaspiro[4.4]|nonan-7-

Ne N\ \\s\\/o " ylsulfonyl)phenyl]methyl]imid
&/N / iy azo[1,2-a]pyridine-6-
i carboxamide;
N-[[4-(1,7-

\ /

diazaspiro[4.4|nonan-1-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

/

N-[[4-[(6-acetyl-2,6-
diazaspiro[3.3]heptan-2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;
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N-[[4-(2,7-
diazaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

ZT

ZT

N-[[4-(2,7-
diazaspiro[4.4]|nonan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(7-oxa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-
3-ylsulfonylphenyl)methyl]-
1H-pyrrolo[3,2-c]pyridine-2-

carboxamide;

N-[(4-tetrahydropyran-
3-ylsulfonylphenyl)methyl]-
1H-pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-(7-oxa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;
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N-[[4-[(6,6-difluoro-2-
azaspiro[3.3]heptan-2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(7-methyl-2,7-
diazaspiro[3.5]nonan-2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(8-methyl-5-
oxa-2,8-diazaspiro[3.5]nonan-
2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(5-methyl-2,5-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(5-0xa-2-
azaspiro[3.4]octan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[(4-tetrahydropyran-
3-
ylsulfonylphenyl)methyl]furo[

2,3-c]pyridine-2-carboxamide;




245

N-[(4-tetrahydropyran-
3-
ylsulfonylphenyl)methyl]imida
zo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyridine-6-

carboxamide;

N-[[4-[4-(oxetan-3-
yl)piperazin-1-
yl]sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;

N-[[4-(3,3-
difluoroazetidin-1-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(1-0x0-2,7-
diazaspiro[4.4|nonan-7-
yl)sulfonyl]phenyl]methyl]-
1H-pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(7-methyl-2,7-
diazaspiro[3.4]octan-2-
yl)sulfonyl]phenyl]methyl]-
1H-pyrazolo[3,4-b]pyridine-5-

carboxamide;
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N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-(6-oxa-1-
azaspiro[3.3]heptan-1-
ylsulfonyl)phenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(3S,5R)-3,5-
dimethyl-4-(oxetan-3-
yl)piperazin-1-

g / yl]sulfonylphenyl]methyl]furo[
\ 7/ A - .
2,3-c]pyridine-2-carboxamide;
o}
N o}
o) H W W N-[[4-[(7-methyl-2,7-
o
§$ = diazaspiro[3.4]octan-2-
N yl)sulfonyl]phenyl|methyl]furo
8 [2,3-c]pyridine-2-carboxamide;
N
\

N-[[4-[(4,4-difluoro-
1,3,3a,5,6,6a-
hexahydrocyclopenta|c]pyrrol-
2-
yl)sulfonyl]phenyl|methyl]furo

[2,3-c]pyridine-2-carboxamide;
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N-[[4-[(5,5-difluoro-
1,3,3a,4,6,6a-
hexahydrocyclopenta|c]pyrrol-
2-
yl)sulfonyl]phenyl|methyl]furo

[2,3-c]pyridine-2-carboxamide;

N-[[4-[4-(2-
methoxyethyl)piperazin-1-
yl]sulfonylphenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-[[4-
(hydroxymethyl)-1-
piperidyl]sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-(3.3-
difluoropyrrolidin-1-
yl)sulfonylphenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(3,3-
difluoroazetidin-1-
yl)sulfonylphenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(2,3,3a,4,6,6a-
hexahydrofuro[2,3-c]pyrrol-5-
ylsulfonyl)phenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;
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N-[[4-(1-0xa-7-
azaspiro[4.4]nonan-7-
ylsulfonyl)phenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(2-0xa-5-
azabicyclo[2.2.1]heptan-5-
ylsulfonyl)phenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(8-0xa-3-
azabicyclo[3.2.1]octan-3-
ylsulfonyl)phenyl]methyl]furo[

2,3-c]pyridine-2-carboxamide;

N-[[4-(1-
piperidylsulfonyl)phenyl|meth
yl]imidazo[1,5-a]pyridine-7-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-propanoyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[[1-(2-
methylpropanoyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;
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N-[[4-[(1-butanoyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]imidazo[ 1,2-a]pyridine-6-

carboxamide;

N-[[4-[(4-amino-1-
piperidyl)sulfonyl]phenyl]meth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(1-0xa-4,9-
diazaspiro[5.5]Jundecan-4-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(5-amino-3-
azabicyclo[3.1.0]hexan-3-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

NH o

\,/”
5
J

N-[[4-(1,8-
diazaspiro[4.5]decan-8-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;
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N-[[4-(1-0xa-4,8-
diazaspiro[5.5]Jundecan-4-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(2-amino-7-
azaspiro[3.5]nonan-7-
yl)sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(3,9-
diazaspiro[5.5]Jundecan-3-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(2,9-
diazaspiro[5.5]Jundecan-9-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

HN o)

Y

N, \Q/N

N-[[4-(1,8-
diazaspiro[5.5]undecan-8-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo|3,4-
b][1,4]oxazin-4-
ylsulfonyl)phenylmethyl]imid
azo[1,2-a]pyridine-6-
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carboxamide;

N-[[4-[[4-
(aminomethyl)-3-
azabicyclo[2.1.1]hexan-3-
yl]sulfonyl]phenyl]methyl]imi
dazo[1,2-a]pyridine-6-

carboxamide;

N_[[4_(253 ’3 a)47696a'
hexahydro-1H-pyrrolo|[3,4-

% N | x c]pyrrol-5-
"\ PN ylsulfonyl)phenylJmethyl]imid
7 N
7N, \Q/ azo[1,2-a]pyridine-6-
carboxamide;
N-[[4-[3-(3-

piperidyl)indolin-1-
yl]sulfonylphenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(1,8-
diazaspiro[4.5]decan-1-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(2,3,3a,4,6,6a-
hexahydro-1H-pyrrolo|[3,4-
b]pyrrol-5-
ylsulfonyl)phenylmethyl]imid
azo[1,2-a]pyridine-6-

carboxamide;
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N-[[4-(9-0xa-3,7-
diazabicyclo[3.3.1]nonan-3-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(1,9-
diazaspiro[4.6]Jundecan-9-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(3,4a,5,6,7,7a-
hexahydro-2H-pyrrolo|3,4-
b][1,4]oxazin-4-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(1,8-
diazaspiro[5.5]Jundecan-8-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

N-[[4-(3,6-
diazabicyclo[3.2.0]heptan-3-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;
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ZTI

N-[[4-(2,9-
diazaspiro[5.5]Jundecan-2-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

o/\\ \Q/N
Stenne!
HN N\

O/s\\o N \N

N-[[4-(3,3a,4,5,6,6a-
hexahydro-2H-pyrrolo[2,3-
c]pyrrol-1-
ylsulfonyl)phenyl]methyl]imid
azo[1,2-a]pyridine-6-

carboxamide;

\_/ 7N

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;

AN,

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

Iz
\Q

N-[[4-[(1-propyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-benzoyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;
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N-[[4-[[1-
(benzenesulfonyl)-3-
piperidyl]sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(1-acetyl-3-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N4
(benzenesulfonyl)-4-
piperidyl]sulfonyl]phenyl]meth
yl]-1H-pyrazolo|[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;
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N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sobutyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenyl|meth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1H-pyrazolo[3,4-
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b]pyridine-5-carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenyl|meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(R)-(1-
isopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-ethyl-4-
piperidyl)sulfinyl]phenylmeth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]phenylmeth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-ethyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;




N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenylmeth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[[1-(2,2,2-
trifluoroethyl)-4-
piperidyl]sulfinyl]phenylmeth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N)Lﬁ/\Q\ N/\/

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenyl|meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-ethyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfinyl]phenyl|meth
yl]-1H-pyrazolo[3,4-
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b]pyridine-5-carboxamide;

0 N-[[4-[(1-propyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(S)-(1-propyl-4-
piperidyl)sulfinyl]phenylmeth
yl]furo[2,3-c]pyridine-2-

carboxamide;

N-[[4-[(1-
tetrahydropyran-4-yl-4-
piperidyl)sulfinyl]phenylmeth
yl]imidazo[1,2-a]pyridine-6-

carboxamide;

N-[[4-[(1-isopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1H-pyrrolo[3,2-c]pyridine-

2-carboxamide;

and pharmaceutically acceptable salts thereof, stereoisomers thereof, and pharmaceutically
acceptable salts of stereoisomers thereof.

22. A pharmaceutical composition comprising: (a) an effective amount of at least one
compound of Formula I of Claim 1

and (b) a pharmaceutically acceptable carrier.

23. A pharmaceutical composition according to Claim 22, further comprising

therapeutically effective amounts of one or more additional adjunctive active agents.

24. A pharmaceutical composition according to Claim 23, in which the one or more

additional adjuctive active agents are selected from the group consisting of cytotoxic agent,

cisplatin, doxorubicin, taxotere, taxol, etoposide, irinotecan, camptostar, topotecan, paclitaxel,

docetaxel, the epothilones, tamoxifen, 5-fluorouracil, methoxtrexate, temozolomide,




10

15

20

25

30

259

cyclophosphamide, SCH 66336, tipifarnib (Zarnestra®™), R115777, L778,123, BMS 214662,
Iressa®, Tarceva®, C225, GLEEVEC®, intr0n®, Peg-Intr0n®, aromatase combinations, ara-C,
adriamycin, cytoxan, gemcitabine, Uracil mustard, Chlormethine, Ifosfamide, Melphalan,
Chlorambucil, Pipobroman, Triethylenemelamine, Triethylenethiophosphoramine, Busulfan,
Carmustine, Lomustine, Streptozocin, Dacarbazine, Floxuridine, Cytarabine, 6-
Mercaptopurine, 6-Thioguanine, Fludarabine phosphate, oxaliplatin, leucovirin, oxaliplatin
(ELOXATIN®), Pentostatine, Vinblastine, Vincristine, Vindesine, Bleomycin, Dactinomycin,
Daunorubicin Epirubicin, Idarubicin, Mithramycin™, Deoxycoformycin, Mitomycin-C, L-
Asparaginase, Teniposide 17a-Ethinylestradiol, Diethylstilbestrol, Testosterone, Prednisone,
Fluoxymesterone, Dromostanolone propionate, Testolactone, Megestrol acetate,
Methylprednisolone, Methyltestosterone, Prednisolone, Triamcinolone, Chlorotrianisene,
Hydroxyprogesterone, Aminoglutethimide, Estramustine, Medroxyprogesteroneacetate,
Leuprolide, Flutamide, Toremifene, goserelin, Carboplatin, Hydroxyurea, Amsacrine,
Procarbazine, Mitotane, Mitoxantrone, Levamisole, Navelbene, Anastrazole, Letrazole,
Capecitabine, Reloxafine, Droloxafine, Hexamethylmelamine, Avastin, herceptin, Bexxar,
Velcade, Zevalin, Trisenox, Xeloda, Vinorelbine, Porfimer, Erbitux, Liposomal, Thiotepa,
Altretamine, Melphalan, Trastuzumab Fulvestrant, Exemestane, I[fosfomide, Rituximab,
Campath, leucovorin, and dexamethasone, bicalutamide, carboplatin, chlorambucil, letrozole,

megestrol, valrubicin, and NIASPAN®.

25. A pharmaceutical composition according to Claim 22 further comprising a rescuing

agent.

26. A pharmaceutical composition according to Claim 25, in which the rescuing agent is
selected from the group consisting of nicotinamide, nicotinic acid, and nicotinamide

mononucleotide (NMN).

27. A compound according to Claim 1 for use in a method of treating a subject suffering

from or diagnosed with a disease or medical condition mediated by NAMPT activity.

28. A compound according to Claim 27 for a use as specified therein, in which the method
comprises administering to the subject in need of such treatment an effective amount of at

least one compound of Formula I according to Claim 1.
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29. A compound according to Claim 27 or 28 for a use as specified therein, in which the
disease or medical condition is a solid or liquid tumor, non-small cell lung cancer, leukemia,
lymphoma, ovarian cancer, glioma, breast cancer, uterine cancer, colon cancer, cervical
cancer, lung cancer, prostate cancer, skin cancer, rhino-gastric tumors, colorectal cancer, CNS
cancer, bladder cancer, pancreatic cancer, Hodgkin’s disease, rheumatoid arthritis, diabetes,

atherosclerosis, sepsis, aging, inflammation.

30. A compound according to Claim 27, 28 or 29 for a use as specified therein, in which the
method further comprises administering to the subject an effective amount of at least one
compound selected from the group consisting of: a cytotoxic agent, cisplatin, doxorubicin,
taxotere, taxol, etoposide, irinotecan, camptostar, topotecan, paclitaxel, docetaxel, the
epothilones, tamoxifen, 5-fluorouracil, methoxtrexate, temozolomide, cyclophosphamide,
SCH 66336, tipifarnib (Zarnestra™), R115777, L778,123, BMS 214662, Iressa”, Tarceva®,
C225, GLEEVEC®, intron®, Peg-Intr0n®, aromatase combinations, ara-C, adriamycin,
cytoxan, gemcitabine, Uracil mustard, Chlormethine, Ifosfamide, Melphalan, Chlorambucil,
Pipobroman, Triethylenemelamine, Triethylenethiophosphoramine, Busulfan, Carmustine,
Lomustine, Streptozocin, Dacarbazine, Floxuridine, Cytarabine, 6-Mercaptopurine, 6-
Thioguanine, Fludarabine phosphate, leucovirin, oxaliplatin (ELOXATIN®), Pentostatine,
vincristine, Vindesine, Bleomycin, Dactinomycin, Daunorubicin, Doxorubicin, Epirubicin,
Idarubicin, Mithramycin™', Deoxycoformycin, Mitomycin-C, L-Asparaginase, Teniposide
17a-Ethinylestradiol, Diethylstilbestrol, Testosterone, Prednisone, Fluoxymesterone,
Dromostanolone propionate, Testolactone, Megestrol acetate, Methylprednisolone,
Methyltestosterone, Prednisolone, Triamcinolone, Chlorotrianisene, Hydroxyprogesterone,
Aminoglutethimide, Estramustine, Medroxyprogesteroneacetate, Leuprolide, Flutamide,
Toremifene, goserelin, Carboplatin, Hydroxyurea, Amsacrine, Procarbazine, Mitotane,
Mitoxantrone, Levamisole, Navelbene, Anastrazole, Letrazole, Capecitabine, Reloxafine,
Droloxafine, Hexamethylmelamine, Avastin, herceptin, Bexxar, Velcade, Zevalin, Trisenox,
Xeloda, Vinorelbine, Porfimer, Erbitux, Liposomal, Thiotepa, Altretamine, Melphalan,
Trastuzumab, Lerozole, Fulvestrant, Exemestane, [fosfomide, Rituximab, C225, Campath,
leucovorin, dexamethasone, bicalutamide, chlorambucil, letrozole, megestrol, valrubicin,

vinblastine, and NIASPAN®.

31. A compound according to any of Claims 27 to 30 for a use as specified therein, in which

the method further comprises administering an effective amount of a rescuing agent.
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32. A compound according to Claim 31 for a use as specified therein, in which the rescuing
agent is selected from the group consisting of nicotinamide, nicotinic acid, and nicotinamide

mononucleotide (NMN).

33.

A compound selected from the group consisting of:

o)
N Z N
o H /\>
OQ; X \N
|
N

o NH

[1-(4-{[(Imidazo[1,2-
a]pyridine-6-carbonyl)-amino]-
methyl}-benzenesulfonyl)-
piperidin-4-yl]-carbamic acid

tert-butyl ester;

2-amino-N-[(4-
morpholinosulfonylphenyl)met
hyl]-5,7-dihydropyrrolo|3,4-

d]pyrimidine-6-carboxamide;

N-[(4-tetrahydropyran-4-
ylsulfonylphenyl)methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;

N-[[4-[(1-acetyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[(4-tetrahydropyran-3-
ylsulfonylphenyl)methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;
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2-amino-N-[(4-
tetrahydropyran-4-
ylsulfonylphenyl)methyl]-5,7-
dihydropyrrolo[3,4-

d]pyrimidine-6-carboxamide;

N-[[4-(4-tetrahydropyran-4-
ylpiperazin-1-
yl)sulfonylphenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;

N-[[4-[[1-(oxetan-3-y])-4-
piperidyl]sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

//S\o c]pyridine-2-carboxamide;
o / N-[[4-(4-methylpiperazin-1-
. )LN yl)sulfonylphenyl|methyl]-1,3-
N < >
- /N dihydropyrrolo[3,4-c]pyridine-
\N / //S o 2-carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;
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N-[[4-(7-oxa-2-
azaspiro[3.5]nonan-2-
ylsulfonyl)phenyl|methyl]-1,3-
dihydropyrrolo[3,4-c]pyridine-

2-carboxamide;

N-[[4-[(4-pyrrolidin-1-yl-1-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[(4-
morpholinosulfonylphenyl)met
hyl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[[(3R)-3-hydroxy-1-
piperidyl]sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

/
\ / A
\_/ J
_ )
N/ S

N-[[4-[[(3S)-3-hydroxy-1-
piperidyl]sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;
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N-[[4-[(1-methyl-4-
piperidyl)sulfonyl]phenyl]Jmeth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[(1-propanoyl-4-
piperidyl)sulfonyl]phenyl]Jmeth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[(4-hydroxy-1-
piperidyl)sulfonyl]phenyl]meth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[1-
(benzenesulfonyl)pyrrolidin-3-
yl]sulfonylphenyl]methyl]-1H-

pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-(1-acetylpyrrolidin-3-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(1-methylsulfonyl-4-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo|[3,4-

b]pyridine-5-carboxamide;
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N-[[4-[(1-benzoyl-3-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-(1-benzoylpyrrolidin-3-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(1-methylsulfonyl-3-
piperidyl)sulfonyl]phenyl]meth
yl]-1H-pyrazolo[3,4-

b]pyridine-5-carboxamide;

N-[[4-(1-
methylsulfonylpyrrolidin-3-
yl)sulfonylphenyl]methyl]-1H-
pyrazolo[3,4-b]pyridine-5-

carboxamide;

N-[[4-[(1-1sopropyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1,3-dihydropyrrolo[3,4-

c]pyridine-2-carboxamide;

N-[[4-[(1-tetrahydropyran-4-
yl-4-
piperidyl)sulfinyl]phenylJmeth
yl]-1,3-dihydropyrrolo[3.,4-

c]pyridine-2-carboxamide;

N-[[4-[(1-methyl-4-
piperidyl)sulfinyl]phenylmeth
yl]-1,3-dihydropyrrolo[3,4-
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c]pyridine-2-carboxamide;

N-[[4-[(1-isobutyl-4-

S

) /Q piperidyl)sulfinylJphenyl]meth
S )/ yl]-1,3-dihydropyrrolo[3,4-
O

c]pyridine-2-carboxamide;

N-[[4-[(1-ethyl-4-

NJ\”/\G\ /O,/\ piperidyl)sulfinyl]phenylJmeth
<i/§/ s| yl]-1,3-dihydropyrrolo[3,4-

© c]pyridine-2-carboxamide;

and pharmaceutically acceptable salts thereof, stereoisomers thereof, and pharmaceutically

acceptable salts of stereoisomers thereof.




