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RIB represents 3-hydroxyoxetan-3-yl, 3-hydroxythietan-3-yl, hydroxy(Ci-C3)alkyl, 

amino(Ci-C3)alkyl? 1 -hydroxymethyl-cycloprop-1 -yl or fraw5-2-hydroxymethyl-cycloprop-

1-yl. 

Besides, in Montgomery et al., J. Med. Chem. (2012), 55(4), 1662-1670, further LpxC 

5 inhibitors are disclosed, among others the compounds of general formula (A8) 

(A8) 

wherein R can notably be phenyl ethynyl or styryl, and the compound of formula (A9) 

(A9) 

The instant invention provides new antibacterial 1,2-dihydro-3//-pyrrolo[l ,2-c]imidazol-

3-one derivatives, namely the compounds of formula 1 described herein. 

Summary 

10 In one aspect, there is provided a compound of formula I 
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R: represents B, 

(Ci-COalkoxv(Ci-COal1 

trifluoromethoxv, trifliioromethyL amino, hydroxyCCi-C^alkyL 1.2 

1 -h vdroxy-2 J2,~di fluoro eth yl„ (€ i -CQalkoxy(C i -C4)alkvl, 2-ln 

: L" L - vOxylcarbonyL methvlsulfonamidomethvL 3-hvdroxv-3-metfavlbut-l -vn-1 -yl. 
! .A. y cl-vw 

•c.yc. 

10 

3 -hydroxythi .etan-3 ~vi 2-C3)alkoxy. 

j-t. jr 

15 or 

R IB . represents 3 -hydroxyoxetan-3-yl. 3 -h ydroxythietan-3 - vl 

aminofC i -Cj)alkyl, (dimethvlamino)methyl. methvlsulfonamidomethvl. 

20 

25 • 1 -yl, l-fluoro-

cvcloprop-l-yL -met 

2 -m ethyl cycl oprop-1 • 1 €<* ,Z»3".JS's'h o-yl. 

-amino-oxetan-3 -y.L 
JO •hydroxya< trans-icis 

30 varoxy 

5-amino-tetrahydro-2#H3yran-2-yL 3~hydroxyoxetan~3-ylmethvl. 1 -cyclobutvl-

2-hydroxyethyl or 1 -(oxetan-3-yl)-azetidiri-3-yl: and 
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or a salt of this compound. 

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

pharmaceutical^ acceptable salt thereof for use as a medicament. 

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

ingredient a compound of formula I as defined herein., or a phamiaceutically acceptable 

salt thereof, and at least one therapeutically inert excipient. 

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

a phamiaceutically acceptable salt thereof in the preparation of a medicament for the 

prevention or treatment of a bacterial infection. 

Detailed Disclosure of Embodiments 
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- (7?)-ALhydTOxy-2-methyl-4-(6-((4-(methylsulfonamidomethyl)phenyl)ethynyl)-3-oxo-

l//-pyrrolo[l,2-c]iniidazol-2(3/7)-yl)-2-(rnethylsulfonyl)butanamide; 

- (i?)-7V-hydroxy-2-methyl-2-(methylsulfonyl)-4-(6~((l-(oxetan-3-yl)azetidin-3-yl)b"uta~ 

1,3-diyn-1 -yl)-3-oxo- l//-pyrrolo[ 1,2-c]imidazol-2(3//)-yl)butanamide; 

- (Jff)-Ar-hydroxy-4-(6-(4-(3-hydroxyoxetan-3-yl)phenyl)-3-oxo-l//-pyrrolo[l,2-c]imidazol-

2(3//)-yl)-2-methyl-2-(methylsulfonyl)butanarnide; 

- (^)-4-(6-((4-(2-ethoxypropan-2-yl)phenyl)ethynyl)-3-oxo-l/7-pyrrolo[l,2-c']imidazol-

2(3//)-yl)-yV-hydroxy-2-methyl-2-(methylsulfonyl)butanamide; 

- (/?)-4-(6-((2-fluoro-4-(hydroxymethyl)phenyl)ethynyl)-3-oxo-l//-pyrrolo[l,2-c]imidazol-

2(3//)-yl)-A^-hydroxy-2-methyl-2-(methylsulfonyl)butanamide; 

- (i?)-Ar-hydroxy-4-(6-(4-(3-hydroxy-3-methylbut-1 -yn-1 -yl)phenyl)-3-oxo- l//-pyrrolo[ 1,2-

c]imidazol-2(3//)-yl)-2-methyl-2-(methylsulfonyl)butanamide; 

- (7?)-Ar-hydroxy-4-(6-(5-hydroxy-5-methylhexa-l,3-diyn-1 -yl)-3-oxo-

1 //-pyrrolo[ 1,2~c]imidazol-2(3//)-yl)-2-methyl-2-(methylsulfonyl)butanamide; 

- (i?)-7V-hydroxy-2-methyl-4-(6-((4-((4-methylpiperazin-1 -yl)methyl)phenyl)ethynyl)-3-oxo-

l//-pyrrolo[l,2-c]imidazol-2(3//)-yl)-2-(methylsulfonyl)butanamide; 

- (/0-A-hydroxy-4-(6-(4-(2-hydroxyethoxy)phenyl)-3-oxo-1 //-pyrrolo[ 1,2-c]imidazol-

2(3//)-y])-2-methyl-2-(methylsulfonyl)butanamide; 

- (7?)-Af-hydroxy-4-(6-(4-(2-methoxyethoxy)phenyl)-3-oxo-lf/-pyrrolo[l,2-c]imidazole 

2(3//)-yl)-2-methyl-2-(methylsulfonyl)butanamide; 

- (/?)-4-(6-(2-fluoro-4-methylphenyr)-3-oxo-l/-/-pyrrolo[l,2-c']imidazol-2(3i/)-yl)-

#-hydroxy-2-methyl-2-(methylsulfonyl)butanamide; 

- (/?)-4-(6-(3-fluoro-4-isopropoxyphenyl)-3-oxo-l//-pyrrolo[ 1,2-c]imidazol-2(3//)-yl)-

vV-hydroxy-2-methyl-2-(methylsulfonyl)butanamide; 

or a salt of this compound. 

12. As-&-medreaffiefi%-a compound of formula I as defined in one of claims 1 to 11, or a 

pharmaceutically acceptable salt thereof for use as a medicament. 

13. A pharmaceutical composition containing, as active ingredient, a compound of formula I 

as defined in one of claims 1 to 11, or a pharmaceuti cal 1 y acceptable salt thereof, and at least 

one therapeutically inert excipient. 
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14. Use of Aa. compound of formula I as defined in one of claims 1 to 11, or a 

phamiaceutically acceptable salt thereof, in the preparation of a medicament for the 

prevention or treatment of a bacterial infection. 

15. ; -€et»p€mfi£t^efHATg^ use according to claim 14, which is 

for the prevention or treatment of a Gram-negative bacterial infection. 


