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KN EXBFHAB R

—infeetion,—said-compom&being'a-compoun’d‘of Formula (1) or (Ib)

Use of a compound for the manufacture of a medicament for the treatment of a
bacterial infection provided that the bacterial infection is other than a Mycobacterial

a pharmaceutically acceptable acid or base addition salt theréof, a quaternary amine
thereof, a stereochemically isomeric form thereof, a tautomeric form thereof oraN-
oxide. form thereof, wherein R'is hydrogen, halo, haloalkyl, cyano, hydroxy, Ar, Het,
alkyl, alkyloxy, alkylthio, alkyloxyalkyl, atkylthioalkyl, Ar-alkyl or di(Ar)alkyl; pis 1,
2,30r4;R%is hydrogen, hydroxy, thio, alkyloxy, alkyloxyalkyloxy, alkylthio, mono

S

or dialkyl)amino or 2 radical of formula K/Y ; R3 is alkyl, Ar, Ar-alkyl, Het or
Het-alkyl; R* is hydrogen, alkyl or benzyl; R’ is hydrogen, halo, haloalkyl, hydroxy,
Ar, alkyl, alkyloxy, alkylthio, alkyloxyalkyl, alkylthioalkyl, Ar-alkyl or di(Ar)alkyl ; or
two vicinal R? radicals may be taken together to form together with the phenyl ring to
which they are attached a naphthyl; r is 1,2,3,40r5;R%is hydrogen, alkyl, Ar or Het;
R’ is hydrogen or alkyl; R® is ox0; or R” and R® together form the radical -CH=CH-N=;

. Zis CH; or C(=0).
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4a B % 3B A B %W AR B L(CFUs) - @ %, #100 CFUs
ZHEBEHWERANHRHERR - |
REGBEMAR T ICy A Z
K F T 2 A& m P H
TR £ B0-E BB EH LI mIE A 18044 74
O025% BSAsYy e k8 FK-M#%, WibohzEHE
(7.8 X LA IR BE)EASHIT BHEANWE B25] - B2
FZ2EEFIP, ERAMREFTLREn PHITAINE
1 4 R (A58 2 1808 AF +) « A (B 15)R & (% 1251 1
MZABRENHBARACSALSREB AR -
RAEMN i B, B 410560 CFUS fm & 2 4 # (100
TCIDS50), & 8 #& & 10044 # # 2.8x Mueller-Hinton 5 % 1~ 4
, AW EAZHH, BT H127] - BHEFABAFTSBED Y
AZENEhAmELI2HHAZHNE - BRARLEEERET
A3TC {24 B RABFHAEZAMERERRA) £
AR, BEA X, BAREmdL Kk -BAiaii
@  usiw, BOMABEZAREO6EL/EH)EMES
I, EHEBEBADBERRABR - HECLEHLEZ
BRedibtik Tzt Rk A%BEARRSI0OEKAKH XK
f A 5904 k%, £ F 8= 4] &9 8 % 3 (Cytofluor Biosearch)
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MICoof&i (15 3 tm B & K #999% 4 145 A = & /N iB BT
RESTRBENCCLS* 2 R 2B REMRBI LR, ATV AH
1 8 €, 3 Mueller-Hintong fs -

* R EREELERALTR,2005- AR THRBTHA A
2R BAIRBBEIE BAEBEZIRE-FNIR

[+]

BF [5] #& FE A 3 #
® IS YZHARIWPATHET ALLGHZ LR R EFIE

RASGHMERBI EZ*BE AL REHNHKAAHFHE
MG LFEHNHRAMRSAZ R RAERA R EF, £
H &5 HKHAMRSAZ #2454 £ 10° CFU/E # »
Mueller-Hinton ] 3% » 4£0.1 £ 10/ MIC (L3 = £ 28 &
wHEmBRFEPRAETZIC)ZEEMSRARAMKIELSY - &
AFHEINBBOBRERITEEARERBRE - ¥ AMAEDR
Bl RXILESme)E dgm A37C Ak - 32 AHKL0, 4, 24R48/)
Bk, R B AS G LS BPBSY 4 HHEA0 2108 %
A (20084 ) Mueller-Hinton3 fs A L B E A A F H O R =
B AEMAZTCR A2 FHBTALEE Lo EE
ZHe91og o CFUBH N FM T AR I HZALBE - 1A NE
BREEAAARCREGEAILE, £ 8 CFUH F &
b3-logo - BRhHA2NHRELIARAN R En R SEEIH
BAMERER ZBLALGE X B - ARANBEAm ey 10742
BHBE P GHEME o b B8R 48 R S5x 10° CFU/ &
% <2.7 log CFU/=%& ¥ -
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* Zurenko, G.E. et al. In Vitro activities of U-100592 and
U-100766, novel oxazolidinone antibacterial agents.

Antimicrob. Agents Chemother. 40, 839-845 (1996).

# BATP & 2 B &
BT 2 ¥ 48w ATPE & (4& B ATP bioluminescence

Kit, Roche)z 4 1t , & & £ 100% F+ Mueller-Hinton}& & + &
® k&R EHNHKAATCC2213) 4 H R 232 H R EA3TC
Z 38 B- A BB00rpm) P IF K24 B L EATR K - B F
ODyos % sk 3t 3t ECFU/E -  MF3s % M B E 1 x 10° CFU/
ZH(ANATPR & 2 &R E © 1x 10° CFU/1004% #+ 5 4%)
HFA£0.1E10MIC (3t & 4244 28 234 m B Rk b al
E 2 1Co0) 2 iR & fu N B 34L& 4 » £300 rpm & 37°C 4% 15 4
RELHO, 30R604542 - EARIFE-HEHRE20.6F
FHém B R FRIE S E H692F FreppendorfiRE o JuA0.6
ZFHtmpe 5 B B (Roche2 ), R RRERME A TR
ARSI A AKELP, EREFBAEIOCC(BH LM B
Z Luminoskan Ascent Labsystems) e f£ — %] (=64&) ¥ sz A 100
WMABE AR Bh A EH S LALLM T L0048
FRABRAE - BFIPRER L -

72



€L

€T 0'C 8T . 8’1 81 81 L1
£ 0e 8'1 81 81 194 81
1433 L4%) o'vb (V44 o'yt $'ss 0bb ovy $'s ¥'ss 1
1's¢ 1°¢¢ I'sg I'sS I's¢ 1'ss e 33 B33 z
1'ss I'ss I'ss _.mw I'ss rse I'ss 6t I'sg 6
o . §'os §0s §'0s §°0¢8 194 §0S 1oz | 10t 01 $°0s v
6'8v 68t 68y 6'8t 6’8y 68y 6'8p §61 6'b 6’8y It
68| - 68 6’8t 6'8% 68y 68v $ve L8 601 6’8y S
- . CRT T gvI| TET| ®PI| €1
6¢l 6€t . 6l 6L | - 6¢l L
9°¢l 9'et 9'¢l 9'tl 9°¢el 801 801 el 9'tl [A¢
9'¢el |49 9'tTl -9l 9'el ’ 9etl LT 9el w
8t A gL 8 81 8l A 0 . 8Tl A g 14! :
. LA AN B ¥ A LA 8T L ¥A LAl 8Tr} . 8T €
[A §'0S Lt 194 o1 (A Lel 101 [ Lerp ot
o'op \...Q Lzt 001 [AYA | Lzt .N.ﬁ L'e LTt Lzl 8
TT6ST EOPL | 90SPL | (00£Eb | ET6ST | omimw | gogry 81TISt | 6£9¢b | 656D .. ¢1Z6T | Tovee 8998 §089 | £1Z67 Mﬁ@w
odaA | 003 vaa VIS V1S VIS| avd | o0oa asd | OWI| Vaa| QNINS| AdS| Nd4S VIS L ype )
(HZ/EW)B 601

[385168

(FE/EM)BODI T X MR e MY W EW B : 7

. ’ ¢



1385168

vL

o 2IN}[NO ANSSI] 2d4) uedlIowly E£ Y OO LV

- (¥ &

¥ 38 T d1omiuy Jo AsuATUN ) (VSUN) B ¥ (2 (8 2 % 3 05 3 WY EWE L Y HILINY
VIS : (E1T6TODLV) B ¥ 2 (8 2 X B 81267 VIS ¢ (€76STODLV)E B R 2 X T o
$€C6ST VLS ¢ (00€EVOOLY) B ¥ 2 8 2 ¥ T 85 00€Eh VIS ¢ (8998DDLV) B ¥ 5 W ¥

- #5 8E%8998 AdS ¢ (SO0E9DDLVY) B ¥ 3 i 8% 6069 NdS ¢ (TOPEEDDLY) B W H X B Y

T0vEE NINS ¢ (€S8LTOOLY) B BH 2 %) %5 b B % €58LT AVd ¢ (b6S6¥DDLV) B ™ & 1ot [k F &«
O B % B Y6S6Y OINT ¢ (TIT6TOOLY) B ¥ ¥ ¥ 54C1C6T VAT ¢ (90SHIDDLV) B ¥ & ¥
SF490SY1 VAL ¢ (€0¥TODLV) B # 4 ¥ 8% €0r1 00  (S1TSEODLV) B # 4 ¥ B % 817S¢

0Dd : (ZT6STOOLY) B 2 % ¥ B €€65T 00T ¢ (6€9E4DDLV) B 2k & B 8% 6€9¢h NSH

gyl | 8'p] FEIEEL 81 1z
so1 st el €6 (4 6’7 €6 9w 1T 1T 1T 61 61 £e 981 st
Tel 1t 9Ty 61 I'T| <ot sl sor| 1] 9T 't 6’1 s 61] ol
€'C 9’y 81 . 1T 81 S0 (+74
€T L' 81 81 60 $0 | 6l
TT6ST| €0pL | 90S¥Y | |00ty | €T6sT ;ug ESBLT | BITST [ 6E9tv | ¥6S6Y | ZIT6T | ZOPEE | 8998 | S0€9 | €1L6e ..Wmmﬂ
[ooa| oda| vai| | vis VIS VIS| dvd| 0D3| nS€| OWI| VIZ| NWS| AdS| NdS| Vis Us«@uv.
(HFEF/E)F 0L
1
® o ®



ROC Patent Appln. No. 095128222
BEEERZPHIHNER T XA -MH(E)

1385168 FH P HE S 095128222 3%

Amended Claims in Chinese —Encl.(IIT) ' 2012 48 B 29 B{E1E
(RE 101 % 8 A 29 BitE)
(Submitted on August 29, 2012) lo ("‘f‘ 8/ H>61 2) @, i $ I
A 7}:\]
=

+-vHRHEE \
lL.— bbb AN ERB e RwAREZIRE, %L
A4 & K (la)lt 4%

RBE TSR IGmRE., Aok, E1RLLE
@ noywX. HISEBMMUARENRLHBR, £

R'Z&. @&, Ar, Het, RARKAKL S

PREEMNIZ A

R*Z k2 84

RREEAXELA, SREZEIR2EARRERK

RYZE & &% 4

ROZ k@ &

rEEN1Z 2 A

75



[385168

2012 48 A 29 8#iE

%

~,
Ao o
e

ER -3
Cm;

Fey

N
o

&
W

HHEMKIZ6MERE FZHEE R IS flEA T L
A%%Mﬂ@%@%i%%%#%ﬁ:ﬁxﬁ%i@ﬁ
H1Z6MAHE Fr AR LS ERZ2HFMKIZEOM
BREFZREKAFERA AT ERRETFITURTEELR

® A, RARXRFARN S

ArZEax A, 24 BA G wAEAZHERE, EATE

1,283 MBAEARK, ERAREABILHELARE. ©

%\%%‘%g‘%g‘ﬁﬁ;%%ﬁ\%g‘@%%

£

Hﬂm%éN&%%ﬁg%%%\ﬁﬁ%%%\%%ﬁ\%

ap R wkeb & ke A, Eem . e Rofek K

Eok & . BoEek A oA, BRA. wHAEARSEHE

¢ z BB REASHEA, BFRE, dREA. XK
chok A . R ioTok A, RIE BTk K RE-EAK. X
HREok A Rivkep i, KEERA 23R KHE

A4 —AEAXRRXE[NI] =2 RAEXI—RERE S LER

R lin BFLETURE

F42] 2% 3MEERAK AR
K, sRAEBIERRA., BEA, REXKAL S
BEARLEAA. R, BRBMZERAL B

BHARASAMKIZERRFZHER LB BERR

?

76



[385168

2012 8 A 29 a4 iE

S BEHRIZOBHRER FLILBERBANEEARRERE AR
1Z26@H B FLaMR X EAZ S H#HIE6MER
BFzihtahgh EF—RS@BHRTE—R 518
g A AR K

BB RGEEREREIRRARE -
DARBEYHEHNEAEIEZAL LR Za A
SRETHEARBEIAEZAL, EPR'ZRAE -
® ARBIEEANLEEAFIEZAR, £FREA,. A&, K
A, ArfiHet s RPERAA SRR EAREAL, %ﬁ%%&
1%2B 0 ARAS RIAEA S REAXE A & Z
= CH; -
S, RESHEAREEIEZ AR AFPRAGAEIZG
BB Fz AR LR -
CARBIHEHNEDFEIEZAL, AP 2B RERBH
K Hia@ R$ e |
T.—fmbt, R4 FQ@QFVFEANEBFIZESAE AR
$zX(latbHmAROD)— X S EERE B, S84 &2%—
EHAECRBABHRATRARTEAZABAAE -
S.— B smAY, RA4AELLTHLYBHREALE
M ZEBRARENQ@QFFEARBRIZSAE—ARE
$zX(laebmRO)— RSB LGB, K2 %—
REBAERBERRR R E B -
9fﬁﬁﬁ$%$ﬂ”@%1@k§z@A%ﬁﬁﬁ$%
SHHBECEALA 2B R AR RAL LARANEH S

77



[385168

2012 48 A 29 B4k

Bm AR EHEY -

10—# A%, B4 FQ@QFHFEHNKBAFIZSAE—FAILR

zX(Ta)tbHAROD)— X SELRAR, HHFEZ— K

SRAERABBRARRSBEAR, Fhas KA R
’ A HBRKRAEBERARN R RS

11.—f#itb4h, RAHEAR

EyBLLEEHHARAIN-RLHHB KX -
@ 12 REFHINEREIZCARIAEAXAR L tmi

REBDHHHD  BHRARMKBZAE -

13. BBEEEEFNAEEE 1 26ERIRE—AIAR LT
BB TFAEFMENENZAFCHHKAMRSA) FAXS
M EPLE M 2 % B AER MR HRAMRCNS) ~ FRERBILZH
KBRS EMERZABRKAZIRE

14, RBFEIFNEEAEL 1 Z60ERIAE—EIAR LT
BREBLFECDHKRA XM XMKBZRE °

78



[385168

2012 %8 A 29 B4 E

15. BEFHEHEEL1Z26BRIEE—AZRAE  H P
mBARLEAFTARXFHERLENRZ ST EH 5 KH(MRSA)

79



