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The present invention provides compounds of Formula (I) or pharmaceutical acceptable salts thereof wherein A, G and R, are as

defined in the claims which are antibacterial agents.
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OXAZOLIDINONE ANTIBACTERIAL AGENTS HAVING A THIOCARBONYL
FUNCTIONALITY

BACKGROUND OF THE INVENTION

The present invention relates to new and useful oxazolidinone compounds
and their preparations, and more particularly to oxazolidinone compounds in which
the carbonyl functionality of -NH-C(O)-R is converted to a thiocarbonyl functionality,
such as a thiourea -NH-C(S)-NH,, an alkyl thiourea -NH-C(S)-NH-(C_4 alkyl),
thicamide -NH-C(S)-(C;_4 alkyl) or -NH-C(S)-H.

Replacement of the oxygen atom with a sulfur atom has unexpectedly
improved the antimicrobial properties of the compounds. The compounds are useful
antimicrobial agents, effective against a number of human and veterinary
pathogens, including Gram-positive aerobic bacteria such as multiply-resistant
staphylococei and streptococci, Gram-negative organisms such as H. influenzae and
M. catarrahlis as well as anaerobic organisms such as bacteroides and clostridia
species, and acid-fast organisms such as Mycobacterium tuberculosis and
Mycobacterium avium. The compounds are particularly useful because they are
effective against the latter organisms which are known to be responsible for

infection in persons with AIDS.

SUMMARY OF THE INVENTION

In one aspect the subject invention is a compound of the Formula I

\
e C—Ry
N
\
H
I
or pharmaceutical acceptable salts thereof wherein:
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R, is
a)
b)
c)
d)

e)

g)

h)

1)

3
Ais

a)

b)

c)

d)

W ed R Tl eV WA W S R

H,

NH,,

NH-C{_4 alkyl,

C,.4 alkyl,

-0C_4 alkyl,

-S Cy_4 alkyl,

C.4 alkyl substituted with 1-3 F, 1-2 Cl, CN or -COOC, 4 alkyl,
Cg_g cycloalkyl,

1%21'4 alkyl)g or

1\\IE/CH2)2_5;

a 5-membered heteroaromatic moiety having one to three atoms
selected from the group consisting of S, N, and O,

wherein the 5-membered heteroaromatic moiety is bonded via a carbon
atom,

wherein the 5-membered heteroaromatic moiety can additionally have

a fused-on benzene or naphthyl ring,

wherein the heteroaromatic moiety is optionally substituted with one

to three R48,
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e) a 6-membered heteroaromatic moiety having at least one nitrogen
atom,
wherein the heteroaromatic moiety is bonded via a carbon
atom,
wherein the 6-membered heteroaromatic moiety can additionally have
a fused-on benzene or naphthyl ring,
wherein the heteroaromatic moiety is optionally substituted with one
to three Ry,
) a B-carbolin-3-yl, or indolizinyl bonded via the 6-membered ring,
optionally substituted with one to three Rgg,

g) R74 R75 Rz ) OF
Rz57 'K 2 iﬂn
h)
75 Ry
Rao /4
T ’
R;7
wherein R2 s
a) H,
b) F,
c) Cl,
d) Br,
e) 01_3 alkyl,
) NO,, or

g) R, and Rg taken together are -O-(CHy) -O-;
R3 18

a) -S(=O)i R4,

b) —S(=O)2-N=S(O)jR5R6,

c) -SC(=0)R~,

d) -C(=0)Rg,

e) -C(=0)Ry,

DOCKET

A R M Find authenticated court documents without watermarks at docketalarm.com.



https://www.docketalarm.com/

Nsights

Real-Time Litigation Alerts

g Keep your litigation team up-to-date with real-time
alerts and advanced team management tools built for
the enterprise, all while greatly reducing PACER spend.

Our comprehensive service means we can handle Federal,
State, and Administrative courts across the country.

Advanced Docket Research

With over 230 million records, Docket Alarm’s cloud-native
O docket research platform finds what other services can't.
‘ Coverage includes Federal, State, plus PTAB, TTAB, ITC
and NLRB decisions, all in one place.

Identify arguments that have been successful in the past
with full text, pinpoint searching. Link to case law cited
within any court document via Fastcase.

Analytics At Your Fingertips

° Learn what happened the last time a particular judge,

/ . o
Py ,0‘ opposing counsel or company faced cases similar to yours.

o ®
Advanced out-of-the-box PTAB and TTAB analytics are
always at your fingertips.

-xplore Litigation

Docket Alarm provides insights to develop a more
informed litigation strategy and the peace of mind of

knowing you're on top of things.

API

Docket Alarm offers a powerful API
(application programming inter-
face) to developers that want to
integrate case filings into their apps.

LAW FIRMS

Build custom dashboards for your
attorneys and clients with live data
direct from the court.

Automate many repetitive legal
tasks like conflict checks, document
management, and marketing.

FINANCIAL INSTITUTIONS
Litigation and bankruptcy checks
for companies and debtors.

E-DISCOVERY AND

LEGAL VENDORS

Sync your system to PACER to
automate legal marketing.

WHAT WILL YOU BUILD? @ sales@docketalarm.com 1-866-77-FASTCASE




