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(C;3-Cy3)heterocyclylthio, (C3-C3)heterocyclyl-NR -, hydroxy(C;-Cjo)alkyl,
mercapto(C;-Cg)alkyl, (NR® R%alkyl, or (NR5R6)carbonyl; and R® is absent or is
(Ce-Crp)aryl, (Ce-Cro)aryl(Ci-Cealkyl, (Cs-Cs)cycloalkyl, (C3-Cs)cycloalkyl(Ci-Ce)alkyl,
(Cs-Cyz)heteroaryl, (Cs-Cyp)heteroaryl(C;-Ce)alkyl, (C5-Cy3)heterocyclyl or
(C3-Cy3)heterocyclyl(C-Ce)alkyl.

The instant invention provides new antibacterial 2H-indazole derivatives, namely the

compounds of formula I described herein.

In one aspect. there is provided a compound of formula |
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wherein

] . .
R' represents H or halogen;

R? represents (C3-Cy)alkynyloxy or the group M.

3 .
R” represents H or halogen.

M is one of the groups M"\ ME, M® and MP represented hereafier
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wherein A represents a bond, CH>,CH,, CH=CH or C=C.

1A T
R " represents H or halogen:

R** represents H. (C 1-Cs)alkoxy or halogen:

R** represents H, (C-C3alkoxy, hvdroxv(Ci-Cyalkoxy. (C,-Cslalkoxy(C,-Cs)alkoxy,

dihydroxy(C;-Cy)alkoxy. (C-Cs)thioalkoxy. trifluoromethoxy., amino.

di(C-Cs)alkylamino, 2-hydroxvacetamido. hydroxy(C-Cy)alkyl, 1-aminocyclopropyl

1 -hydroxvmethvl-cycloprop-1-vl. trans-2-hydroxymethyl-cycloprop-1-vl,
1.2-dihydroxyethyl, 3-hydroxyoxetan-3-yl 3-(hydroxy(C,-Cs)alkyl)oxetan-3-vl
3-aminooxetan-3-vl 3-(di(C,-Cy)alkvlamino)oxetan-3-yl 3-hydroxythietan-3-vl,

morpholin-4-vl(C,-Cs)alkoxy, morpholin-4-yI-(C,-Co)alkyl, oxazol-2-yl or [1.2.3]triazol-

2-yl;

R!B represents  3-hvdroxvoxetan-3-vl,  3-aminooxetan-3-vl.  3-hvdroxvthietan-3-vl.

hyvdroxy(C,-Cslalkyl, dihydroxy(C,-Cylalkyl, amino(C,-Cylalkyl, (dimethylamino)methyl,

1-hvdroxvymethvl-cycloprop-1-vl trans-2-(1.2-dihvdroxvethvleveloprop-1-vi

1-((phosphonooxy)methyl)cyclopropyl. 1-(((dimethylglycyhoxyimethyl)eyelopropyl

1-methyl-2-hydroxymethyl-cycloprop-1-vl 2-(hydroxymethyl)-2-methylcyclopropyl.

] -aminocvelopropyl rans-2-hvdroxyvmethvl-cycloprop-1-vl trans-2-aminomethyl-

cycloprop-1-vl, 1-fluoro-2-(hydroxymethyl)eyclopropyl. 2-fluoro-

2-(hydroxymethvlevclopropyl,  1-(hvdroxyvmethvhevclobutyl,  3-hvdroxv-oxetan-3-vl,

3-hvdroxymethvl-oxetan-3-vyl 1-(2-hydroxvyacetyl)azetidin-3-vl,
1-(2-aminoacetvl)azetidin-3-yl. 1-glvevlazetidin-3-vl 1-(2-amino-
2-methylpropanoyl)azetidin-3-vyl. 3-(2-aminoacetamido)cyclopentyl,
trans-(cis-3.4-dihvdroxy)-cvclopent-1-vl, 3-hydroxymethvlbicyelo[1.1,1]pentan-1-vl,
piperidin-4-vl 1-(2-hydroxvacetyl)piperidin-4-vl, 1-(2-aminoacetyl)piperidin-4-vl,
4-hydroxvtetrahydro-2 H-pyran-4-vl. S-aminotetrahydro-2H-pyran-2-vl,

(1s5.37)-(1-hvdroxv-3-(hvdroxymethvl)cvclobutyDmethyl or 3-hvdroxvoxetan-3-vimethvl:

and
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R'¢ represents  1-hvdroxymethvl-cveloprop-1-vl. frans-2-(1.2-dihvdroxvethylcvcloprop-

1-vl, T-methvl-2-hydroxyvmethvl-cycloprop-1-vl, 2-(hvdroxymethvl)-2-methvicvelopropyl

| -aminocvclopropvl, trans-2-hvdroxymethvl-cvcloprop-1-vl, 1 -fluoro-

2-(hvdroxymethyljcyclopropyl or 2-fluoro-2-(hydroxymethvl)cvelopropyl;

5 or a salt of this compound.

In another aspect. there is provided a compound of formula | as defined herein, or a

pharmaceuticallv acceptable salt thereof, for use as a medicament.

In vet another aspect, there is provided a pharmaceutical composition containing, as active

principle, a compound of formula I as defined herein, or a pharmaceutically acceptable salt

10 | thereof. and at least one therapeutically inert excipient.

In a further aspect, there is provided a use of compound of formula I as defined herein, or a

pharmaceutically acceptable salt thereof, for the manufacture of a medicament for the

prevention or treatment of a bacterial infection.

Various embodiments of the invention are presented hereafter:

15 1) The invention relates to compounds of formula I
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wherein
R' represents H or halogen;
R? represents (C3-Cy)alkynyloxy or the group M;

R? represents H or halogen;
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- (R)-4-(5-(6-amino-6-methylhepta-1,3-diyn-1-yl)-2H-indazol-2-yl)-N-hydroxy-2-methyl-
2-(methylsulfonyl)butanamide;

- (R)-4-(5-((1-glycylpiperidin-4-yl)buta-1,3-diyn-1-yl)-2H-indazol-2-yl)-N-hydroxy-
2-methyl-2-(methylsulfonyl)butanamide;

- (R)-4-(5-((1-glycylazetidin-3-yl)buta-1,3-diyn-1-yl)-2H-indazol-2-yl)-N-hydroxy-
2-methyl-2-(methylsulfonyl)butanamide;

- (R)-4-(5-((1-(2-amino-2-methylpropanoyl)azetidin-3-yl)buta-1,3-diyn-1 —yl)-2H -indazol-
2-yl)-N-hydroxy-2-methyl-2-(methylsulfonyl)butanamide;

or a salt of this compound.

14. A compound of formula I as defined in one of claims 1 to 13, or a pharmaceutically

acceptable salt thereof, for use as a medicament.

15. A pharmaceutical composition containing, as active principle, a compound of formula I
as defined in one of claims 1 to 13, or a pharmaceutically acceptable salt thereof, and at

least one therapeutically inert excipient.

16. Use of A—compound of formula I as defined in one of claims 1 to 13, or a

pharmaceutically acceptable salt thereof, for use—nthe manufacture of a medicament for

the prevention or treatment of a bacterial infection.

17. A-eompound-or-pharmaceutically—aceeptablesaltUse according to claim 16, whiek-is

for-use-in-the prevention-or-treatraent-of wherein the bacterial infection is a Gram-negative

bacterial infection.



