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A, AEelEE,  AReEed,  AZUAS, QxR AZss,  AZeAd,  domeield,
Azsee)s, AZRdeE, ALese, AND, AZdes, AFETdd, Ared, AxdvE, gze
d, AR, AZERY, AXOUE, ALZEEY ebAY, ATEEY 2", Ased w22, A
ABA, AL AR EE AZUED A8, AFSH, AFSY A", RebleaAs, ATl 2
[e)

=
ZEFRAZ R o] FoiZ] FORFE HAYEHE AFRAEY FAAAR A oFFt 2AHE.
3T 20

ATl QoiA, FAFAE AZEAY, AHD, ALAF, A
BEd % AZERZQOR o]Foln TORYEH HuHE A J

A% 21
Aede] QdolA, (a) EWA-3AF B-[2-(N'-[(R)-HHYd-3-7t2 R I ]-3| = A =728 Y )-7-24-1,6-1]
OMA-HIAIFZ[3.2. 1] S E-6-A]o| =2, EE o] YA HA Ex FeHo=R §grtse o, 2 (b) &

g R oo oftfoR S8k E REAT LT ofet 24,
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BT 22
tdel Ao At 7S dl T A=) e s 2AYERA,

(a) E%H*—iw Ei—m—(N' (R) Jleﬂla ~7h 2R )-8 A A2 R ) 7% 21, 6-T] oAb H A F R
[3.2.1] % E-6-1] ol 2= ol o HEbed &, L (b) S EE o9
okelx] o 7 519_7} 3k

o_>L
M,
E
5 T
rir
4
1%
_|>1

7% 23

WA, 1% olgel WE-seuka £a% ks Aol s e Aw 9 AP Ek Aws)
A% ofst 2HBRA,

(e}

() EA2-FW B[V -[(R-AA e D-3-7H 208 S ebA e 0 )75 41, 6-Top-n A 22
[3.2.115E-6-A]o] 2e| 2, Ei= og] QAo AA wE ko HEsT A, 2 (b) HUH EE ol
3}

’

oktﬂ—z% o7z 0%40_7]_% %Eﬂ% 6&]’5}5 o}:t;]_ zan

A7 24

Aol oA, (a) EWA-A Bua-[2-(N'-[(R)-F &2 D-3-7l 2R ]| -3 = A w7t 2R T )-7-54-1,6-T]
OFA-HIAER[3.2. 1] FE-6-L ] 2HE, Ee oo YAlo|AA e Fdor 387tsd 4, 2 b)) =
gk i olo] FEtHoR | 4Ubed FEAE TeEhe ot 24E.

A7+% 25

WA Al A dY EE RS 9 okt 2ygBoRA,

(@)  Edx-gt Fe-[2-(N'-[(R)-¥FH-3-7t 2R -8 B ap X e b 2 Hd ) -7 -1, 6-H o A-H A S =
[3.2.119E-6-Q]ol=H2, ®i= oe] Aol gAA ®i= otton 587157 o, 2 (b) HuhE Ei o]
oFslz o 7 3 8I53 FEAS EdetE oFst XAE

A3 26

el M e], 15 ol

o>“
L
5&

E
o,
=)
2
fol
B
il
0.33
_O‘L
rir
&
2
lo
:‘é
ﬂ
ol
=
Y
o
ultA
tlo
2
oL
[
ol
[
o
N

]
2 EE okAoR H8sksR 9, % () SUE EE

[3.2.1] € E-6-2 o] ~H 2, ®E= o]o] ¢ o] ﬂ

okatA o 7 F87MEe FEAS Eels ofst 2AE

78 27

A8 WA A3 F o= g ol oA, AMFAE oful e TAZ, Qhabulol Al FhEupAE, AT R

Y, Avtrleld, @AW=, @EIE=, mages, mwde JEzyd fudd, Zeges,
2

.4
FEE, FEops, HEZAIFY Ee SAREIUw PAAR ofFoxl woriE AHEE= A9 ofs)

=]
A=

A7 28

A WA A7 T o= & Fell oA, FAlwAl= wEk-EE FATAR] AR oFs 248

[es

A7 29
A1 A A58 F oA g ol oA, FAFAE Ay, A, JEnied, AgRaxd, 9 B
Heto @ o]Rolzl FOoRREH HulEe A ot 2AE

A7 30

A11E WA A15F F o= § &l SlolA, FAdAlE AERE, AZzgd, AgERa, Agdesd, Ag
nhE, AlvEE, ARYA, Azetd, AZESA, AFAE, ASAE-, AZES, Axey, AzeEd, A

,
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[0009]
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EAehE, AZOHA, AL, ALverE, BRI, ATUAS, AZOY, AR, Azed,
Aolmelobe, Axslguls, AZpdae, AR, ANG, AEAs, ABTZAT, AFET, A
WE, AszelR, AR, ALERA, Ancue AmEse oY, ALTEY LHAL, Az 05
A, AMEE 9B, Az WRd st ASOREd 9%, AFSY, AFSY o,

™,
2estErE, ATEEY 9 GERAEL oFojnl FoiE Ndn: ABmsaxd R A ok

e

273 31

A1 WA A3 F o= F Fo oA, FATAE AZTEAYE, AHZ, AzdE gAY,
=9y, W2y, owHdl, AZEEY 9 MEEzos olFox FomYH AU el o
295

e Aol A% BU TR oA JAE R go] Bl AE 85 m 9=, 20119 89 2790
98 I /EHEY AAI2AN/201159) oS TR FAH A§HE 53, 5HEY L BAS
MR RE FREAES PR Akl Belel Fx Qgwn

= A o BgE, o9 AW, H AT A AR H/EE Aol AR H7 2 5kekE e 8=

TAE AFA e A WA EAS AT 7B xR ol FE A EAVE "3z ok Al 739,
E ] = AEHE Al WS S5 F e 1o "H
Aolt}, Coates T (F&I[Br. J. Pharmacol. 2007; 152(8), 1147-1154])2 M =&
Wl Al AEES ARSI, ey, AR dAEAe] e =3 Aottt o E B9,
& [Annals of the New York Academy of Sciences, 2010, 1213: 5-19])& &A#Ae] wdo] ¢lo
A7 Bd EAE HESGIT.

F7HA FAFEAE]l FH 7isd NAEJTHAE B0, PCT ZAESEY TR AIPCT/US2010/060923%, Al
PCT/EP2010/067647%.,  #IPCT/US2010/052109%.,  A|PCT/US2010/048109%,  #IPCT/GB2009/050609%., A
PCT/EP2009/056178%. 2 AIPCT/US2009/041200% =), 184}, Iﬂ%.%ﬂﬁﬂ] Aol & Aol sl
FEE RES HEI, AT 7Y g Z2/EE 9Es 3 A3 SAgAel sk Zert A3

il

B gAEe SRR SAT 442 e Ak TH BEES wass.

webd, Ak 4 SEE, o GRS Ax P, o) FYEL TN 4% £4F, ¥ o] HFEL |83

H
B, e Al #ZEe] o = X8 o] Algdy.

FoAwd ZulA, sehy (D SHE, Er ool AlolgAA mE RtHom HEssw ol

_11_



[0011]

[0012]
[0013]

[0014]

[0015]

[0016]
[0017]
[0018]
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[0027]
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[0029]
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[0031]

[0032]
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[0037]

[5814] 1]
H 0]
AN
N
t H
N
O)_N\o/ R,

F7] A A,
R

(a) T4,

(b) (CO)H_R;;,

(C) COOR4, T=

(d) COCH,CORs®] AL,

o

ng 0, 1 B 20/9;
Ry

(a) SO:M,

(b) SO.NHs,

(c) PO3M,

(d) CH,COOM,

(e) CF,CO0M,

(f) CHFCOOM, X+
(g) CFsolH;

ME 2 i ofo]o]

(a) 2,

(b) &=, OR;, CN, COOR;, CONRGR7, NReR;, NRsCORs, NRsCONRGR, BlE|ZA|Ed, sle|Zold, AEF=2d4 ®

SE50l 10-1512738

rie

olYRTE SYrow Auu s olde] A Qoo Mg (- 4,

(c) CN,
(d) NReR7,

(e ) CONR6R7 s

(f) NHCONRgR7,

(g) C;=Cs &7, ORs, NRR;, &A1, CN, CONRsR;, SO,~<4,
B 5gdoz Aess iy oo X3U|Z dejHo=

(h) Ci=Cs &7, OR;, NRR;, =7, CN, CONReR;, S0-&Z,

SO,—o}& | 0S0,~27, 0S0,-oFH, =+ NHCONRGR,Z

2| &ke obd,

SO-oFd, 0S0,-¢Z, 0S0.~oFd, NHC(NHDNRgR,, ==

i NHCONReR,ZH-E] H@A o= ey sh o] de] A&7z dejdor Add Fe=rsd,
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[0055]
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(1) Cl_CB %}7.—:1_, OR5y NR6R7, %eliﬂ, CN, CONR6R7, SOZ_%}?—:]'_, SOZ_O]'F.H:'_, OSOZ_OE]_—yE]’_, OSOZ_O]'%, EEL‘ NHCONR6R7
ve Bygqom s s olgd AR/ doHon @ sezotd,
(i) Ci=Cs &4, ORs, NReR;, =7, (N, CONReRr, SO,~%Z, SO}, 0S0,-%Z4, 0S0,-oFd, = NHCONReR: =
BY SYdon Auui sht ol N@2 doHor AgH AFEA
(k) CCs €22 X3H ANFZLA(A7]A, C-C &2 0Rs, NReR;, 271, (N, =& CONRR,ZH-EH HHH o
2 AEEE g ol AR FURE AEE), EBE
(1) ORgo] 3L
R
(a) T4,
(b) &=, ORs, CN, COORs, CONReR;, NRR;, NR;CORs, S EIZA|EE, deH|Zold, AEFZ2LZ T+ olHZHEH

=gz o HAeEE g} o] X3 JFow x3g (-C; &,

o

(¢) Ci=Co &, ORs, NReR;, =7, (N, CONRsR;, SO.~%Z, SO.—oFd, 0S0,-¢Z, 0S0,-oFd, B+ NHCONRGR;=
FH 59302 JduEs sl o] A3V|2 dojHor X3 ofF

(d) C-C¢ &7, ORs, NReR;, &, (N, CONRR;, SO.~2Z, SO,~o}&, 050,~<Z, 0S0,-o}H, =
HE E9xog AUy s} o)t 3| E dojH oz x3H FEHRASY

=

r1r

NHCONR6R7 =

l

(e) C] 6 a]—ya], OR5, NR6R7, Q’iZﬂ, CN, CONR6R7, SOZ_OEL?E], SOZ—O]—%, OSOZ OEL?E] OSOZ_OI'% ‘\: HCONR(,R7
ve Sgsor Adui s o AW/E delHon Ay dezold, wi
(f) CCs &2, ORs, NRRy, =27, CN, CONReRr, SO-27Z, SO—o}&, 0S0,-€7Z, 0S0,-o}Z, = NHCONRGR,=

T SHA R dEys s o)de] XFrm flojAor ke AFR Aol

(a) &, &=
(b) &=, CN, CONRgR;, NRR;, BEIZAIEE, dH 2o}, NEF2YZ T ofd2ZREH S5¢™or AMuy=

st} olake] A3y & QlolH o X3HE (- Aol

2

Ry B Rz 7] A o=
(a) 2,

(b) =27, ORs, CN, COORs, CONRsRs, NRsRs, NRsCORs, SIEIZAIEH, slel2old, ANER
EPAo R AeuEE sy o) X332 oo r XFH (-C ¢,

ue
t
o
ey
ek
fu
dr
v

(c) Ci=Cs &, ORs, NR:Rs, , CN, CONR:Rs, SO~ , SO,~o}&, 0S0,~<Z, 050,-o}, F&= NHCONRsRs=
B Sggom A sh} o4 AW Qoo A9H ofY,

mol

(d) C-C¢ &7, ORs, NR:sRs, TE N, CN, CONRsRs, SO~ , S0,~o}&, 050,-%Z, 050,-o}2, = NHCONRsRs=
HFE 5ydoz MYs= s o]t X3VE o or X3y HEEAEE,

(e) C=C¢ &7, ORs, NRsRg, &, (N, CONRsRs, SO.~<Z, SO,~o}&, 050,~%Z, 0S0,-o}&, = NHCONRsRs=
FH 5gAoR MY sy o] X3V|E dgHoz Xgd seHZoY
(f) C=Cs &7, ORs, NRsRs, =, CN, CONRsRs, S0.~2Z, SO,~o}H, 050.-2Z, 0S0,-oFd, T NHCONRsRsZ
HE SyHor AuE= sy o] 3R JoHor X3 AF2LZo| AL

l

(g) Re B Rz A 23] 49 WA 79 &S FAE D

_13_



[0060]

[0061]

[0062]

[0063]

[0064]

[0065]
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[0070]
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EoOE duby SdolA, stk (D)9 sheheE, T ol Al EA Ee A oR F8Uted HE
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o oot Aol AT,
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Serbd GAaE AAske Aol o8 fREE A 49l o wE A8 Pol At

E e Awb SR, (a) S84 (D] SR, Ei oold Aol AA Ei oFHoE 7w o,
(b) Ue, Ehzubg, FeRe, Ex old oFbHoR HE/Ew fEAZYE AHHE 13 o do we-
5 w2 ¥Iels ok 24
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oFst 2 ES Folete WAE xdske, A7) didelA e Al 1A oW EE Am Wol AFE.

T 02 dyA SHAA, el A (a) ket (D9 siE, T oo fAo g EE ostH oz 387}
S A, F (b)) St ol FAlAl e ol oA oR FEUMTE FEAE EFshE, e Fad
oFsl 2AES T3t WAE Xddhe, A7) tidelAY, 1% ol vle-EteluiAl E4E KAl Aol
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3 4, (b)) 9g, gxue, SFEEdt, B ol ooz FHErbEd FRAZEEH AYEE 1F o
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t
)
il
e
2
)
%
i
=2
>
flu)
ox
2
X
B
)
&
1>
RS
foby
=]
l
t
rlr
o
o
jine
__>‘J_1"
o
2,
N
i_/?
i
rir
£
e
)
o
fru
ol
oo
N
N

_14_



[0074]

[0075]

[0076]

[0077]

[0078]

[0079]

[0080]
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[0084]

[0085]
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5% 9, (b) SE, cane, FeEwl, EE oolo ElHoR H8/lvd FEARYE HEHE 1% o
gol E-teiebA olAAlL W (o) st olde]l FAFA mE old] fHom HEASH FEAES

EFsHe, oFSH FEF o 2ABS Foldhs wAR TFshs, AV B, 1F o4l We-ge
ool %

E ThE Q9 SuelA, dield oFd fEDel, () %4 (Dol HHE, Ex oo PAlelAA E
T o]

bed 9, 2 (b)) ewd, BEvtd, S, e
= =)
o

SwolA, Bl kb Fae), () B (D) R, wx old YAelYPA mE
e 9, R (b) EUE, BEvd, FehRay, wt oo dsgow
= 1% ool MEl-EriAl dAAE Felss WS xqets, A7) didelAel, 15 o4k ¥
Al BaE e Al olal fuEs AF welel d EE Az wel A

E O Q) Sweld, digelA okeb fawel, () B4 (D) BEE, wx ole dAoldAA i
Fotdom He7bsH @, % (b) S olael FAlwAl E ole] btHoR HEH FEAE ook
WA mHsHE, 37 Bl AR 49l dy s AR el Azt

EThE dukd S, digeldl ok HEwel, () B (DO S3HE, ®E ool QAlelyAA Ei
Fhom H87bsT o, L (b) sht ol FAFA EE ole SRbHom HEsksE AuAE Felshs
SAE T, 47 BAA, 1% oldel weh-telvba BaE sk ARel o8 fusE AF
o] oy e A wel AFH

= h
2 3587bs3 9, (b) =¥, EhEEre

SLEE 2 A FoAOR HgbsH FEAZTE
AEsE 15 olgel We-gtethal oAAl, % () sht ool FAEA EE olo] FHoR Hesbed &
EAE Felshe WAE TPk, A7) A AT Bhel o EE AR PHel AFEn

E OO QuA SwelA, gl ok fa%el, (0 B4 (D) BFE, ®x olo] YAolgAA
eHon HE/kER A, () FUE, BERNE, R, Et old Hon HebsH FrEAZTE
HEsE 15 olgel Mek-2ebhal SAA, 2 (o) skt o] FATA EE ole] FHoR HEAeT &
EAE Felshs WAE Egshs, 47 BAAAL, 1F ol wek-eevkd EaE s Al o
Sl Al el dw mE AR el AT,

E TR Qud EWelN, FATA Et ole) HoR Hebsd fEAT o faFe A3y (D9
s, i old] gAlelgdAl B fHoE HEsksw 9% ¥ BF Folse wAE zyse, wy
ANel 7] FARAL AT FERAE FH71E Wl AZH

WS YA P FAE L dE
gmo) gAH 49

oAl eAH AAGEE FEe, o714 FAH Aold ALgste] AAFHE MR IYPlE Bsha,
B o3y WFEE ARsad oy Aol opdg olsfstelol @k, B ANNEE FAE FUAA et
A SEEE, ¥ oage S4o) g wa L F7h Wg, 2 wdel HWE vish 2o ¥ wwel gxe] By
Age B odge Wi el okt Aom AFEY. B wAA @ A%E SHR7Ede 48R, B
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o] elol Fx lgHTh
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[0090]
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e ARIT. "C-C 2A" A HAIRA dele= WY, dY, rEEd, iso-EE2d, e, isot
g, rert-4, A9, iso-dWE, r-IE Fo] EFET. "G ¢A"S AFHA G, skt o] A%
=]

712 X9 4= k. 233 x37]9) FAFCl uA|EE dof= sz, 24=A], (N, COOH, CONH,, OH, -NH,

welo] g AFEaR ook golt 3 A 799 19y B SURe ARtk AR 7]

= oQoHom s olge] oF EE 4F A, EE oF A % AF AT 2R uEshl, ot

Zo] ohth, AFEA Jlo] BAH HAGH ol AFEEm@, AFEPE, ATRAG, AR,

W AZRAT] TFAG. AFRRAL ABHA AL, sht ol¥e] A/E A8Y F vk 1@ A
)4 24

=
del= C-C; <4, d=A, <4=A], (N, COOH, CONH;, OH, NH;, NHCOCHs,
AEl=ZAISE, sleZotd, oFd, S0.-€Z, S0.-oFd, 0S0,-¢Z, -0S0,-otd o] E3ert.

Belo] AgHE HHEAS o) ol Ah, s EE BozRE AU sh} o oF UAE
Freks 4 WA 799 AZFEAY 18 AGAT. AHAFZA 7] iAo sht olge] o|F mi A
F A%, EE olF 2% 2 4F Y 2FL ULsh}, ot BFe] ohith. AHARRRY 719 B4
Hel A ool ohAEY, MEe, :-Sa-TBAY, olvtEeE-2-2, WY, $AR, ek,
Sslehd, A2, 3t e, wede, Hopredd, oble So| TgHd. AdzAfzede And

A, st ool ABrIE A 5 vk Tel@ ABTle BRA MARA deli (C 2, T2,

oh3rA], CN, COOH, CONHs, OH, NH,, NHCOCH;, sllElZAlE™, se|zo}d, o}, 80,22, SO0}, 050,-27,

080,-0be ol EgHeT),

wglo] ALGEE Tobrolek: goli wE ER thad UUE welraE AFath ok Jle M v
ARA ool A, v, oEeAd, EFedd, AuEdd ol EgE. o sk A8HA 2AY,
St olgel AW ABE = ek, 2@ A8 BAA MADH ol C-C, B, FEA, AT,

iy
mE
a,
4
fru
o
gu&‘i N
o
inch

CN, COOH, CONH,, OH, NH,, NHCOCHs;, 3l ElZA] -4, SO0k, 050,-¢Z, 0S0:-¢}

oo AMEHE "sE| 2ol olgkE ol st oo wA At A4, kA, B FOoRKFE MEEE o
T 4R A3E W3 e OEd WS gelear)E AAg. e Reld 7|7 s 23| o]F HA
£ FHrele A9, olF A= FBAIAY dold vt sElReld V]9 FAAAA HIAIEH ool 1,2,4-
SAlolE | 1,3,4-S A o}E ) 1,3 4-ElolrjolE, 1,23 4-ElETZE, 1,3-2A2, 1,3-ElotZE, Jgd, vy
d, I, Iy, F&E, 9E, ged, owuE, I#fE, wWxFH, Wxeed, w=o|nrE,
HISALE, dlZEolE, ElotE Fo] EdHch. Rl 7w A&EHA GA, Fht o] X2 X dd

[
T ATk ayE 2379 B4Ed HAISAE dele C-C &, &=, &= A], (N, COOH, CONH,, OH, NH,,

NHCOCH;, SEl A2, slelzobel, obdl, S0,-97, SO-obd, 050,22, 080,-oke ol Zgreith
o] AHEEE AA LA B Solt BUW S5 TS A, B W el 94 B sl )
Ash PRl goldt HFBS AFAT. A (Do) HFwe WU wE Y FAS FRY F
st olol wheh oldt dAoldA FelE EAT Atk @el BAHA @ @, A (D) HgE
£ QAo d Wl 0 ool dAlv EFES WEH EFBE B dye) YRS oFE jow JEud. ®
@, BE 75 olgAA 29X o JAN(NAY L EdxY £P) 2 ol EFRE wF 2 Wyl

% YA AA 2 21E dAolYAA T EFBS LA

Aoz olwent
welo] ALgEE Qoo A olw ko] Ao A AL oJnjaha, olo] whet azlel= HAH L A
B A7 RRPEs TPAT. AR 94w PERIas, 249 94 B RETE 4 9o £
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Al (Ansamycin), Z+28bA3 (Carbacephem), A|ZZ2~¥ ¥ (Cephalosporin), Al¥ulo]Al (Cephamycin), #|IAHE
(Lincosamide), @XM E]=(Lipopeptide), wFAEZ]=(Macrolide), XX=H'%(Monobactam), UYEZ¥Fg
(Nitrofuran), A2 (Penicillin), Z 23l =(Polypeptide), #+&= 2 (Quinolone), & Eoln =
(Sulfonamide), ElEZFAlo]Z# (Tetracycline), SAFEZHi=(0xazolidinone) So8 UWixow RHFHE= 3
A =5 5 s olde] X,

ol =FE] FAE FAIFAS] AR HIAIEE] dele ol 7kl (Amikacin), ZNEFR Al (Gentamicin), Fhwlol
Al (Kanamycin), 4l2mFo]Al(Neomycin), HlEwW]Al(Netilmicin), EXZvo]Al(Tobramycin), FRZEwmlo]al
(Paromomycin), ©}ZH|7}4Al(Arbekacin), ~EZEn}o] 2l (Streptomycin), oFE}wto]Al(Apramycin) 5o XE3H%

n
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(Imipenem), ™= (Meropenem) o] g%t}

AZzxd 2 Agtelal  FAAle]  S4A0 BAIGAE  dele MgE™(Cefazolin), AIAEH
(Cefacetrile), A== (Cefadroxil), HMZTAX(Cefalexin), HMIZZFE 2 (Cefaloglycin), HIZZFH
(Cefalonium), AZzZ=gd(Cefaloridine), Al &2 (Cefalotin), A1} H (Cefapirin), Ao E g
(Cefatrizine),  Ald#Al=(Cefazedone), AFAZFZ(Cefazaflur), AZZd(Cefradine), AZIFAIH
(Cefroxadine), AlZE|Z(Ceftezole), AlFFZZ(Cefaclor), Al37+E(Cefamandole), A Zu|&2(Cefminox),
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(Cefodizime), A EHZ<=(Cefoperazone), AHXEEA4(Cefotaxime), HMEZIU|ZE(Cefpimizole), AZIu]=
(Cefpiramide),  A|ZE=A(Cefpodoxime), AZ&EE(Cefsulodin), AZEF(Cefteram),  AZE]HF-l
(Ceftibuten), AZE]Z#:(Ceftiolene), MZE]ZFA(Ceftizoxime), A4l (Oxacephem), AI¥H(Cefepime),
MEZEZH(Cefozopran), MZ3]E(Cefpirome), AZF 5 (Cefquinome), AZEH|ZE(Ceftobiprole), AIZE]L
EZ2(Ceftiofur), MEZFE(Cefquinome), AEHA(Cefovecin), CXA-101, M ZE}=#(Ceftaroline), A|ZEH]
X = (Ceftobiprole) 5o| XE3stHt}.

AFA = A7 A o] BEAF Q] HA3E oo FYtiulo]A(Clindamycin), @3mteo]Al(Lincomycin) So] 3
st ).

na2EYE FAEAY BAHA BAGE dee olAERZulolal(Azithromycin),  EEE EZulo]Al
(Clarithromycin), tg E&nto] Al (Dirithromycin), o 2] E & n}o] Al (Erythromycin), ZA|EZulo]Al
(Roxithromycin), EZotxmto] Al (Troleandomycin), gl g E 2 njo] Al (Telithromycin), 2 E] mufo] 2
(Spectinomycin), €g]E&Znu}o]Al(Solithromycin) o] EF-Ht}.

ta

wlE A FAS] BRA AR ol ofxEe e So] EFA

UEZFH dAAA] 54490 nAe3 dof= Fgl&2]=(Furazolidone), YEZFHHESI(Nitrofurantoin)
ol z3he),

ﬁﬂq/‘e]L A AS] A wASHY oo olEA ™ (Amoxicillin), FIAHA(Ampicillin), ol&EZAH
(Azlocillin), ZFEMUA#A (Carbenicillin), F=AFE#(Cloxacillin), Y F=AF A Dicloxacillin), =FF
%/\VE‘%(F ucloxacillin), W&ZAd(Mezlocillin), WE]AAMethicillin), YZAANafcillin), SAHEHA
(Oxacillin), #HYAd&d G, HYAA Vv, IdAHAP(Piperacillin), EHIEAH(Temocillin), E|FIE2A™
(Ticarcillin) To| Z3Hr}.

EYHE = FATA Y FAAR] A oolE wirAEZHil(Bacitracin), F# 2R (Colistin), EH&wke]al
(Polymyxin) B So] *®3tet}

A2 FATAY TFHQL AT doll= A Z2EZAI(Ciprofloxacin), oAl (Enoxacin), 7}E]ESA}

A (Gatifloxacin), Eﬂli%%/\}’d(Levofloxacin), 2| ZF A (Lomef loxacin), HAIZSFARA (Moxifloxacin),
Fjg 2 Ak (Nalidixic acid), #EUYYZZA(Levonadifloxacin), =2ZFAFAI(Norfloxacin), QL ZZARAl
(Ofloxacin), EZuEEAR] (Trovaf loxacin) , ¥ 3E5 A1 (Grepaf loxacin), 202 ZFE AR
(Sparfloxacin), ElWFZESAR] (Temafloxacin) 5o ZEE .

EEop = AAY B wARE ool WY =(Mafenide),  EFEol = Lol
(Sulfonamidochrysoidine), < 9 A B} = (Sul facetamide), < 3tt]old (Sulfadiazine), &I E| &
(Sulfamethizole), #=3W|EAFE(Sulfamethoxazole), &34 e}%l(Sulfasalazine), &3 %AFE(Sulfisoxazole),
EYWEZH (Trimethoprim) So] XE3tF T},

HEgAlol 21 AldAle] T4 HAEE  dole  uHEE Aol 2™ (Demeclocycline), HAAMIE™
(Doxoycycline), u] :=Abo] 2 ® (Minocycline), S A H EgtAle] S 9 (Oxytetracycline), HEgALo| 23
(Tetracycline), EJAIALO]E ™ (Tigecycline) o] EFHT}.

SAE = FATAL] TEAR HAEA ddd= HUEE = (Tedizolid), UlEE] =(Linezolid), WEe
= (Ranbezolid), E#Z8=(Torezolid), #Fd|Z#] =(Radezolid) So] EIFu}.

¥ougel mE ofst 2YBE st olyel fHom gbed WAl Ei PRAE ¥ F Avh 1@
A EE Al BA EF A9, g

A AR ofel= R E, FEX, AR, SHoRAm e, U A
A, A2~ YERF A2xytEdas 2232 Agd, 322 eRbelovs, 584, F3kA, 7183t

Al, pH FAl, ZEA, GspAl, AFA ol EHH.

B oage) We ofst 24Be 2% YUEE AT & Arh. BY ANFHNA, 3t 2YBES BT EE §

fl
4
1
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=

dl & ol

o} AJ Y| EH¥HE] (Acinetobacter),

p

L

L

L

2EFL 2772 o}5-dl$-2(Staphylococcus
o] & H|AEA oo

olike] WiE-etefelAl &2

=

(¢

71 Aol BB RIAIRA o]
®3 1

FEE Y2 olo] F 7] :=AH(Pseudomonas aeruginosa),
aureus), SIElZ4YrE](Enterobacter), E3AIde}(Klebsiella), A|EZYE (Citrobacter) 5©]
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[0285]

[0286]

[0287]

[0288]

[0289]

[0290]
[0291]

[0292]

[0293]

[0294]

[0295]

[0296]

[0297]

et A A T FATdoRy SrhE Sl
S o 7HE AE B W]

et 2 ol 7]

AAA AP Aol o Eol, I 2
olg3te] FAY & AL ANT Zol}

A A

7] Arlels AA A L FAR R ouge] ANGHES Agad. e, 8] d9e 9 X ouvel 9
4 Age AL APekE Qo) A G2 oldFES A ¥ 4P AX R WFE WoluA g
WA el WY R ulekd 2AE, W @ Axge] aekd 4 glvh, ARE SATEAE 10@ vy g
AU ERE oz gudnh meh, B owde] FAHeE 4V AR, ] AAes B wme
AR 74 AgHen wigr @ AAGEel Qo HFEE An AnAA F7b A4 NEe AT
AA4-1

o7 Noso,

2A-1: EWE-2-[N'-(6-Mld A -7-5 271, 6-HopA-RA S 2[3.2. 1] 5 8-2-7t2 B d)-3| =epA| w7t 2 n d | -
(9)-FEHL-1-7t2 525} tert-FE 22| A=

N N-TI e E Sl =(150 ml) Fo EWUA-6-MZLA-7-
(15 gm, 0.054 mol)o] F Ko wyk ko] <F 25T WA
g+ %, HOBt(11.0 gm, 0.082 mol)Z H7}sldch. wks &3 1587 = wHkslglal, N N-tHE ZEoln=
(75 mD)oll &3" (SH-N-tert-F-EAFI 2R I-T EH-2-7t2 5214F 3| =2} =(14.93 gm, 0.065 mol)e] &
S H7e 3, N N-t]-o] A2 o|do}wl(28.4 ml, 0.163 mol)S H7letgith. whe E3E-S 164)7F H¢F 25
T WA 35T 2ZoA wukslgict. whg E3FES 106 A|ES4F $89(2250 ml)ol] wrE 3fof] Fskdt).
AREE EFES HdE MEZ2(1000 ml x3) 2 FZ30TE. 23 7] T2 =(1000 D)2 AAg 5, A5
£N(500 mDo2 AAs, FAUEFOR AXAALY. 7] T AF o sF3d, 249 AFES 13
m Yoz AFsGTE. FFES A7t A Uy A=ZefEadE o]&ste] GAste], AFE(EWL-2-[N'-
6-M 2 L A)-7-8 4-1,6-T] o} A-H| A F 2 [3.2.1] 2 E-2-7} 2 R ) -d| =g} A =7l 2 B d |-(S)-H S d-1-7} 2 &
Ab tert-549 o2 2)E WA BO2x 6.3 en GO 2 AF3A T

ful

w o

P~

2-1,6-TopA-BIA E 2 [3.2. 1] S e-2-7} 2 522k
5Cel A EDC ¢4Fed(15.57 gm, 0.082 mol)S A7}
%

olo
il

it

—~ 09

il

A0 MS (ESt) CosHasNsOg = 488.1 (M+1);

1
H NMR (DMSO-ds) = 9.86 (br d, 1H), 9.75 (br d, 1H), 7.34-7.44 (m, 5H), 4.92 (dd, 2H), 4.07-4.10 (m,

1H), 3.78-3.82 (m, 1H), 3.68 (br d, 1H), 3.20-3.25 (m, 3H), 2.87 (br d, 1H), 1.62-2.10 (m, 8H), 1.34
(s, 9H).

9A-2: EWMA-2-[N'-(6-3| ZZA]-7-2 -1 6-T]o}A-H A ZFE[3.2. 1] 2e-2-7l2R d)-s| =} w7lEam d |-
($)-FAZA-1-72 844 tert-Fd o2 2o] A%

HE2(30 ml) 2o @A-1 BAE(3.0 gn, 6.15 mmol)2] FH £ 10% ZHE/H2(300 mg) S 78I,
HAgNE oF 30T =ollA] 2417 5o 7] 4% skl witslgich. Fulg Ao F Aol o7sslaL,

I 3 52 F7H Wge(10 ml) 2 HE229R(10 m) o2 AAsTh. o dS A sFst], Wy £
TS Alweglar, of& volg == vhf(triturate)dte], E@M2-2-[N'-(6-8] =5 A-7-52-1,6-T] o} A}-H]
Ag2(3.2. 115827t 2nd)-s mai w2 1 d]-(9)-T B D-1-71 25204 tert-F8 oxE2E w4 £
TEA 2.00 gn F B 82% &2 AT

240 MS (ESH) CllaNs0s = 398.0 (M+1);
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[0298]

[0299]

[0300]

[0301]

[0302]

[0303]

[0304]

[0305]

[0306]

[0307]

[0308]

[0309]
[0310]

[0311]

SE5061 10-1512738

MR (DMSO-dg) = 9.82 (d, 1H), 9.70-9.80 (m, 2H), 4.08-4.15 (m, 1H), 3.4.0-3.78 (m, 1H), 3.59 (br s,
M), 3.17-3.40 (m, 3H), 2.97 (br d, 1H), 1.55-2.15 (m, 8H), 1.35 (s, 9H).

HA-3 EWA-2-[N'-(6-EZFA|-7-22-1,6-T] o} A}-H A Z 2 [3.2.1] S EF-2- ﬂeg‘é) g =Ft2 R d]-(S)-
A EH-1-7l2 52 tert-F& oaHZ HEGFLLREF A9 Az

SA-200 A F5EE AAYE(2.00 gn, 5.03 mmol)S I (40 ml)ol &3A7 L, T Sdof yFl-sitelst

2H5(4.03 gm, 25.18 mmol)S 7SI Th. AENS 25T WA 35T koA 358 F<F nnks}

A onalgda, LAS HIFEEWEH(25 nlx2)o2 AT, ode AF st FAHL

A7 B9 0.5 N QQAbo|FAZE F8N(200 ml) Foll Wkt 898 oA EXE (100 ml x4) 2 Al A3}
al

[

%
[\)
(@]
@)
=2,
2
=~
>,
e
offl ¥

Al

I, & B3t FAS SAHESRESREE(L.71 gn, 5.03 mmol)& H7}s)

oF Wkt EES CFE2YEH100 nlxX2)e®2 3. 28d F7] FEES 4560 n)E A%
stal, FAMVEFORZ AXA7|, FF dtoll THEAIA, LAE AFERIL, ol Hod oHE=R mhsta,

1S @A-3 A (EWL-2-[N'-(6-FZFA]-7-& 4-1,6-t] o} A}-H| A
-3 =X iﬂéi‘é] (S)-F 22 d-1-7}2 222 tert-FE d2HZ HEZEEIRE d)o2A 3.0
k(83% +&)o = AT},

mw
i
w
»
o
o
[\~
X
it

A0 NS (ES-) CoHaNs0oS. N(Cilg)s & FEl = 476.0 (M-1) fr&] &EA

ot

el

I NMR (CDC13) = 9.13 (br s, 1H), 8.49 (br s, 1H), 4.35 (br s, 2H), 3.98 (d, 1H), 3.24-3.50 (m, 10H),

3.13 (br d, 1H), 2.35 (dd, 2H), 2.16 (br s, 2H), 1.91-2.01 (m, 4H), 1.61-1.70 (m, 10H), 1.40-1.48 (m,
17H), 0.98-1.02 (m, 12H).

GA-4: EWAA-ZAF Re-[2-(N'-[(S)-TEU-2-7} 2R I ]-3| =g} =T} 2 H H)-7-2 4-1,6-T] o} A}-H| A| E &
[3.2.1]1SE-6-L ]2 =:

GA-304 FE5H E(3.0 gn, 4.17 mmol)o] TFERHEHT7 nl) Fo EYZSTFeR oMlE*W m)el gL
ikl A 5TColA FAE o83t HH3F HFsI. EFES AR B9 auk st §3 1231@. &
WS ZF slel 40C Wkl AASY], FFES AFEFIL, olF Hold oEE(50 mlx5)2 vhasta, v
H oo o 2E dizteeldstgitt. 58 WA A E oFAMEYEZ(100 mlx2)&E F7F wpstlct. A4
He 2AE ZZ2E(100 ml) FolA mptela, deds o33, nAE JF st AxAA, &
U o] A SIEE(ERs-3 Ba-[2-(N'-[(S)-FEgd-2-7t2 R d |-3| =ei A w7t 2 1 d)-7-%4-1,6-T] o}
A-HIA| S RZ[3.2. 1] S E-6-L]o 2B 2)S 1.2 gn F(59% F&)o2 AFsAt.

BAMS (ES-) CHioNs0;S = 376.2 (M-1) fr8] &£E4F FH;

HNIR (DMSO-dg) = 10.39 (br s, 1H), 10.15 (s, 1H), 8.96 (br s, 2H), 4.19 (t, 1H), 4.03 (br s, 1H), 3.86

(d, 1H), 3.16-3.25 (m, 3H), 3.02 (br d, 1H), 2.27-2.33 (m, 1H), 1.92-2.23 (m, 1H), 1.84-1.90 (m, 4H),
1.69-1.75 (m, 1H), 1.54-1.62 (m, 1H).

A A -2
EWA-3 Be-[2-(N'-[(R)-¥H g Y-3-712 R8I ]3| =gt A =720 d)-7-2 241, 6-T] o} A-H A Z2[3.2.1]
SE-6-Ylo2HE
HN Hof
waN‘NJ""'
o H
o2 N\OSOBH

@A-1: EWNA-3-[N'-(6-#l 7“3/\]—7— 2-1,6-TOFA-HIA E 2 [3.2. 1] & E-2-7F 2 ) -3| =ap A e 7 2 i d | -
(R)-FHAZD-1-7t2 525} tert-FE 22| A=

g7 AAe-1e] @Al ZAE AAE ol o RA, EF EJA-6-HMESA-7-54-1 6-HopA-H A E R
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[0312]

[0313]

[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[3.2.1]5¥-2-7} 282225 gm, 0.084 mol), N N-TJwW& ¥ Zo}lu|=(625 ml), EDC H4FH(24 gm, 0.126
mol), HOBt(16.96 gm, 0.126 mol), (R)-N-tert--EA|7}E2RY-uH g d-3-7}2 524 | =2}A]=(21.40 gn,
0.088 mol) & AMH&Fo =M, FA| FES WA AARA 17.0 gn F B 41% FE= ATt

AT NS (ESH) CosHasNsOs = 502.1 (M+1);

HNIR (CDCly) = 8.40 (br s, 1H), 7.34-7.44 (m, 5H), 5.05 (d, 1H), 4.90 (d, 1H), 4.00 (br d, 1H), 3.82

(br s, 1H), 3.30 (br s, 1H), 3.16-3.21 (m, 1H), 3.06 (br d, 1H), 2.42 (br s, 1H), 2.29-2.34 (m, 1H),
1.18-2.02 (m, 4H), 1.60-1.75 (m, 4H), 1.45-1.55 (m, 2H),1.44 (s, 9H).

GA-2: EW2-3-[N'-(6-3 =FA-7-F4-1,6-T] AR A F2[3.2. 1] S-2-7t2 0 d) -3 =X =7t 2R d ] -
(R)-FHA-1-7} 2 B A4 tert-F-€ o 2H 2o A %:

A7) AAel-19] wA-2e 71" A olgFgo M, FI EWA-3-[N'-(6-WAZA-7-2x-1,6-T] o} 2}-H]
ANZR2[3.2.1]FE-2-7t2Rd)-3| =X =72 R d [-(R)-F H 2 d-1-7t 252} tert-F4E o =B 2(16.5 gnm,
0.033 mol), WIEFE(170 ml) 2 10% ZEE/EA(3.5 gn)E AlEstoan, A 2L d& BT ux=

A 13.5 @ FoE ATHAT, IR A T w3 A,

T"i‘/}j,: MS(ES+) ClgHggN:’)Oﬁ = 411.1(M+1);

[

A-3: EWE-3-[N'-(6-EFA-7-5 4-1,6-T]of AR A Z 2 [3.2. 1] & F-2-7t 2 R ) -F| =t w72 K d |-
(R)-FAGD-1-7t2 72} tert-FE o2 2] HEHREARE Ao Ax:

71 AAd-19] @A-3el Z)AlE AAE o] & o2 A, EF EWA-3-[N'-(6-3] EFA|-7-54-1,6-T] o} 2}-H]
AER[3.2.1]58-2-7t 2R )-8 B b2 W d [-(R)- 9] | g d-1-7F 2543 tert-Fd o AE=(13.5 g,
0.033 mol), (70 ml) ¥ FFH-22k313 2E(26.11 gm, 0.164 mol), 0.5 N QAL F2ZF 5-899(400
ml) B AP ES AR E(9.74 gn, 0.033 mol)E AREHO RN, wA EE FAY BARA 25 gn &
2 A g7 AFsA).

A1 NS (ES-) CigHasNs0sS.N(CiHg)s &3 B el = 490.0 (M-1) 8] &E4F e

GA-4: Eda-3F Bae-[2-(N'-[(R)-¥ 2l d-3-7t 21 d ]3| =g A 7t 21 d )-7-2 -1, 6-C] o AR A F &2
[3.2. 1] E-6-L ] 2HZE:

7] AArld-19] gAl-4d Z1AE AAE o] &F oA, S EWA-3-[N'-(6-5FHA-7-54-1,6-T] of X -H] A]
[3.2.1]g8-2-7l2Rd)-3 =g w7t2 1 D |-R)-F H 2 d-1-7t2 L5 tert-FE o =29 HEZFE

2E 424 gn, 0.032 mmol), TIZE2WEH60 ml) B EZFLRANELNE0 nl)S AHETOZH, FA
S 9 TAZA 10 gn F R 79% FEZ AT

Mol o

/=S 1

A1 MS (ES-)= CygHaNs0:S = 390.2 (M-1) 8 <& dH);

A

MR (DMSO-dg) = 9.97 (d, 2H), 8.32 (br s, 2H), 4.00 (br s, 1H), 3.81 (d, 1H), 3.10-3.22 (m, 3H),
2.97-3.02 (m, 2H), 2.86-2.91 (m, 1H), 2.65-2.66 (m, 1H), 1.97-2.03 (m, 1H), 1.57-1.88 (m, 7H).

[aly” =-32.6" . (c 0.5, ).

A -3

EPa-git Ba-[2-(N'-[R)-¥EFH-3-I2 1 d -3 =X =2 0 d)-7-2-1,6-UolA-R A 2 [3.2.1]
SE-G-A]f~HE2
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[0328]

[0329]

[0330]

[0331]

[0332]

[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

SE5461 101512738

WAL B3N (6-MA S A 7- 521, 6-FlobA-M A 2 2[3.2.1] S 8-2-7h2 )-8 meb A b nd |-
(R~ 22 D172 A tert-3d] o] ~H|29] A%

A7 AAd-1e] gA-1el ZiAE AAkE ol &ete A, EI EdA--lASA-T-54-1,6-H oA A E R
[3.2.11%8-2-7k2 521 21(15.7 gm, 0.057mol), N N-TIW|® XEFolw=(390 ml), EDC B4Hd(16.24 gm, 0.085
mol), HOBt(11.48 gm, 0.085 mol), (R)-N-tert-HF-EA7}2R -7 J-3-7}2E A2 =42 =(13.7 gn,
0.06 mD)E AHEFC=MA, A Sgha& WA LAZA 11.94 gn & R 43% FE&= AR

A
Y

©MS (ES‘I‘) C24H33N506 = 488.2 (M+1)1

HNIR (CDC13), D0 : 3 = 7.30-7.39 (m, 5H), 4.85 (s, 2H), 3.77 (d, 1H), 3.68 (br s, 1H), 3.39-3.41 (m,

1H), 3.17-3.26 (m, 3H), 3.01 (d, 1H), 2.90-2.92 (m, 2H), 1.97-2.03 (m, 2H), 1.79-1.89 (m, 2H), 1.66-
1.70 (m, 1H), 1.55-1.57 (m, 1H),1.32 (s, 9H).

GA-2: EW1-3-[N'-(6-3| =FA-7T-24-1,6-To}A-H A ZZ[3.2. 1] F-2-7l 20 d) 3| =g A w7l 2R d |-
(R)-F ZTH-1-7t2 B A% tert-HE oA 2] Alx:

7] AAlel-19] @Az 7]AE dAE olgF oz, T EWNA-3-[N'-(6-HHZA-7T-F4-1,6-T] o} &}-1]
AlER[3.2.1]188-2-7l 2R d)-3| 2t =7t 2R H |- (R) -9 F|d-1-7F 2544 tert-FE o 2H2(11.5 gn,
0.024 mol), WEL(115 ml) 2 10% ZEHE/E2(3.0 gn)E Ao 22X, Al FFES G2 uARZAM 9.5
gn FoF AFERN, 1S FA thg Wl ARSIt

T"i‘/}j, MS (ES+) Cl7H27N506 = 398.2 (M+1)1

@4A-3: ENA-3-[N'-(6-EFA-7-824-1,6-UolA-RA|F Z2[3.2. 1] &e-2-7l2 R ) -3 =X =72 R d |-
(-3 612 522 tert— 6] o ~el 28] HER T EeEE 29 A%

A7) AA-19] GA-30 7" AAE olggorN, EF EUWX-3-[N'-(6-3] =FA|-7-54-1,6-1 o} A1)
ANER[3.2.1]158-2-7l2 R d)-3| Eef A w72 R Y |-(R) -] 2| 9-1-7F2 524 tert-F8 o =HZ(9.5 gn,
0.024 mol), M2 €l(95 ml) % Fg|d-21k848F 2H5(19.08 gm, 0.12 mol), 0.5 N UAto]4=2ZHE -8 (300
ml) R A EDTESEE(8.15 gn, 0.024 mol)& AFSFOZH, 1A SFES GAY uAZA 15.3 gn &
2 87% Fe= ATsAt.

ot

40 MS (ES-) CigHaNs0sS.N(CiHg), &3 el = 476.1 (M-1) 8] &4 g,

H'NMR (DMSO-dg) = 9.82 (d, 2H), 3.97 (br s, 1H), 3.79 (d, 1H), 3.42-3.44 (m, 1H), 3.00-3.18 (m, 10H),

2.65-2.97 (m, 2H), 1.98-2.01 (m, 2H), 1.74-1.83 (m, 2H), 1.63-1.72 (m, 1H), 1.38-1.55 (m, 9H), 1.33
(s, 9H), 1.24-1.28 (m. 8H), 0.91-0.99 (m, 12H).

GA-4: EdNA-3A Be-[2-(N'-[(R)-¥EYH-3-7t 2R ]S = A w7l 28 ) -7-2 4-1,6-T] o} A-H| A| & &
[3.2. 1] E-6-L]ol| ~H =

A7] AN d-19] @A-4o] AP HAAE o] gFTo RN, wI EWA-3-[N'-(6-5ZEA]-7-22-1,6-T] o} x}-H] A]
22 [3 2.115e-2-7120d)-3| =gt =7t 2 R d |-(R)-T Z2d-1-7t 2523 tert-F2 o Z=HZ(15 gn,
0.021 mmol), TIEZ2ZH(37 ml) ¥ EZIFLZOHEAN(37 m)] HEHFEIEE 9& AH8gdo=24, 1
A g WA TAZAM 7.7 gn FOo 2 AFEF .

220 MS (ES-) = CpHiNs0:S = 376.1 (M-1) 2 «ZAF gu;

H'NMR (DMSO-dg) = 10.04 (s, 1H), 9.96 (s, 1H), 8.79 (br s, 1H), 8.68 (br s, 1H), 4.00 (br s, 1H), 3.82

(d, 1H), 3.18-3.32 (m, 4H), 3.08-3.12 (m, 1H), 3.00 (br d, 1H), 2.05-2.29 (m, 1H), 1.96-2.05 (m, 2H),
1.84-1.87 (m, 1H), 1.69-1.73 (m, 1H), 1.56-1.67 (m, 1H)..

25

laly =-44.2° , (c 0.5, &).

A A ell-4
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[0345]

[0346]
[0347]

[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

[0356]

[0357]

SE54l 101512738

EHEAT-EFA-2-[N'-(R)-T o e]d-3-7F2 R d)-s| Eep A7 2 B d | -1.6-T] b A-HA| S 2[3.2.1]-5E-6-9
SA oA EAY

o)
HN H
N, L
OY B
o N

o/’l_N\O/\IgOH

GA-1: EWA-3-{N'-(6- BA 7t 2R I W EA]-7-2 4-1,6-T] o} AR A F 2 [3.2. 1] L E-2-7t 2 H ) )-3]| =8} %
LERY-R)-HH G d-1-7t2 524 tert-5F-E oxHZ9 A%

AAd-29] ©HA-20] A 54
2-7tE2Rd) -3 =R =72 H
DMF(12 ml)ell &3A AL, T fAd %J%%(l 61 gm, 11.6 mmol)& 73 5, HEROLAEXME(1.2
ml, 10.0 mmol)S ¥k el H7pstglar, ekl oF 25T A 18AI17F H¢F mwkalgitt. whg-S TLCY] ol&) =
YE At IWFE A3 st SEAA, FFES ATt FFES 87t 4 29 F=2rtEeye <
d gAY, EA GA-1 FUHA SFFES TAZRA 2.6 gn F H 53.7% TEE AT

7t Wé%E%*3[W4&a5§444%?L&QQﬂ4Vﬁ§H32H%%—
9 -1-7}2 824 tert-FE€ o AHEM.0 gm, 9.73 mmol)E

°9“gow
@
g

T"i‘/}j,: MS (+): szH35N508 = 498.1 (M+1)1

HNIR (CDCls) = 8.45 (br s, 2H), 4.58 (s, 2H), 4.19-4.27 (m, 2H), 4.02-4.12 (m, 2H), 3.25 (br d, 1H),

3.15 (br d, 1H), 2.38 (br s, 1H), 2.35 (dd, 1H), 2.15-2.20 (m, 1H), 1.79-2.02 (m, 4H), 1.67-1.77 (m,
4H), 1.44-1.51 (m, 11H), 1.28 (t, 3H).

9A-2: EWBA-3-{N'-(6-FIEBA | ZA]-7-8 4-1,6-T] o} AF-H A F 2 [3.2.1] S E-2-7} 2 B ) -3 =g} x| w7} 2
B -R)-I A d-1-7I2 524t tert-FE o2HEZ9 A%

HEHSE2F (32 nl) 2 E(12 nl) T EWL-3-N'-(6-NEA 72 R I | FA]-7-8 2-1,6-T] o} A-H| A &
Z[3.2.1]2-2-7l 21 d)-s| =gl A =7t 2R Y -(R)-Y H g d-1-7F 25 AL tert-F4 o ~HZ(600 mg, 1.20
mmol) o] T gdMo] 0CA 43le]HE(43.2 mg, 1.8 mmol)S A718Fdct. W EdES 3A17F S<¢F wyks}

3, 1N ZNFAZEF 898 1718t pl 622 F833t. o] oM EAE(3X25 ml) &2 FE3UY. &
S BEea, FAESS 1N AP ATFEOR pH 12 AHEsal, ofMEA-R(3X25 n)E FEU. &
7] F& FAMUYEFOR AXAFIL, JAF do 5% AXAFA, 160 mge] nARA BA THAZ 27 FEE

A& 3k At

A NS (ESH)= CoollsiNsOs = 470.1 (M+1)

HNIR (CDCls) = 8.40 (br s, 2H), 4.67 (d, 1H), 4.52 (d, 1H), 4.07-4.14 (m, 2H), 3.95 (br s, 1H), 3.43

(br d, 1H), 3.19 (br d, 1H), 2.47 (br s, 1H), 2.39 (dd, 1H), 2.09-2.13 (m, 2H), 1.77-2.00 (m, 4H),
1.68-1.77 (m, 2H), 1.45-1.51 (m, 11H)..
FA-3: EAA{7-25-2-[N'-((R)-FHA g I-3-7l 2R I)-3 =g}A =721 I ]-1,6-T] o} AR A F&E[3.2.1]-2

E-6-U A J-ob A EAR:

U222 nl) T EWN=-3-{N'-(6-7t2RA M EA-7-52-1,6-Uopx-H A F 2 [3.2. 1] S E-2-7} 21
)-8 e et 2 B -(R)-9) A e D-1-7h2 545 tert-d | 2EI2(150 mg, 0.32 mmol)o] FH &of
—10°coﬂ/\1 ank st B SR RoA EALS Hbeglnh. Hbg EgHES -10TColA oF 1A)3E Ejt ambeglan,
s AT o}oﬂ TIAA, AFES AT ZAFES deld AE=(25 ml) % oOMEYEH (2S5 nl)=
A< vhfstdan, SvlE dHztelolAste, aAlE Aweglal, olF e st AxEAIA, 59 mgel FA g
S 50% FEE xﬂ 3} o)h

T%Q: MS (ES_): C15H23N506 = 368.0 (M_l)
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[0358]

[0359]

[0360]

[0361]
[0362]

[0363]

[0364]

[0365]

[0366]

[0367]

SE5461 101512738

MR (DMSO-dg) = 9.97 (br s, 2H), 4.48 (d, 1H), 4.29 (d, 1H), 3.91 (s, 1H), 3.83 (d, 1H), 3.36 (q,

1H), 3.11-3.21 (m, 4H), 2.84-3.01 (m, 3H), 2.66 (br s, 1H), 1.90-2.05 (m, 3H), 1.69-1.76 (m, 2H),
1.59-1.66 (m, 3H).

A A 4-5

E Rt £ 50 2o (78 2-2- [N ~((R)-5] 5] 2] F-3-7k 2 0 ) -5 b vesh 2w |1, 6-C] b A-B] Al 22 [3.2.1]
— 5 E-6-01 9] ol M EAF

o)
HN H
q( N, N )l,

o) H

FF

N
. >§WOH
fe) O

A 4o 7]AE HAAZ o]gdle], I HEHoIANEAE tiile] oE-HERUZFQ ZolAH O] E(2.0
o S TARA 30 mg FOoE AZ3ITH

0
=
.
S
(e}
=]
=]
o
il
>
>
oo
i
|
fr
EJ
=51
2
ok
o)
il
il

v‘f‘_—’}j,I MS (ES+): C15H21F2N506 = 406.2 (M+1)

H'NMR (DMSO-ds) = 10.99 (d, 2H), 8.59 (br s, 2H), 3.89-4.00 (m, 2H), 3.13-3.31 (m, 4H), 2.95-3.07 (m,
2H), 2.81-2.88 (m, 1H), 2.62-2.78 (m, 1H), 1.97-2.05 (m, 1H), 1-84-1.95 (m, 1H), 1.72-1.79 (m, 2H),
1.59-1.64 (m, 3H).

AAd-10] 71" AAE ARSI, =3 (S)-N-tert-F-5A|7l2 R d-T g d-2-7l2 5244 s|l=gA= t)4l
of ‘&-&3shE RiICONHNH, S AHE3He], 813tE 6 UIA] 42(X 1)E A=t

H O

ri-No

H .
N

— N-oso

E1
"
uA0) | BjcaRE Ry H' NMR (DMSO-de) =¥ (Es-1)
No. (R,CONHNH,) feli gy

(MF)

t-Boc-NHNH;

£=Boc-HNCH,=CO NHNH, | H;NCH,—CO-

£=Boo—HNCH,CH,— HoNCH,CH,-CO- | 9.34 (d, 2H), 7.66 {br s, 2H),
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{C10H16N:075)

363.9
{C12H1eN:098)

0

N B

10. _)(D HO 10.33 (s, 1H), 10.09 (s, 1H), 8.19[366.2
u]*NHNH; HJN]\% (or s, 3H), 5.48 (br s, 1H), 4.02 (br | (CigH;sN505)

o o s, 1H), 3.86 (d, 1H), 2.79 {(d, 1H)

(m, 1H), 3.21 0
1.98-

(m, 1H), 1.68-

2.05 (m,

tm,

1. F F 393.9
(C12H1gNs FOS )
{P\/NHNH: 2.;\{
boc O H o]
~3.42 (m, 1H), 3.02-3.12 (m, 2HI,
2.82 (m, 1H), 2.30-2.42 (m, 1H),
2.04 (m, 1H), 1.80-1.90 (m, 1H),
-1.74 {m, 2H).
12. MeO, MO, 10.41 (s, 1H), 10.19 (s, 1H), 9.59|406.2
(jﬁ(”HNH" (br s, 1H}, 8.97 (br s, 1H), 4.19-| (CisHzN:058)
N H 4.24 (m, 1H), 4.13 (br s, 1H), 4.02
© © (br s, 1H), 3.87 {(d, 1H), 3.38 (s,
3H), 3.16-3.33 (m, 3H), 3.02 (br d,
1H), 1 (m, 6 H).
13. ol . 9.82 (d, 1H), 8.41 (br d, 1H), 8.19[390.3
QrNHPlHI br 4, 1H), 3.99 (br s, 1H), 3.80 (d, | (C13H21Ns0;8)

(

), 3.18-3.39 (m, 5H), (
, 1.97-2.03 (m, 1H), 1.75-1.84 (m,

(

{
o <} 1
3H)
2H), 1.67-1.71 (m, 3H), 1.57-1.62
2H)

99 (d, 2E), 8.40 (br s, 2H), 4.00[389.9

14. 9
BGCVNQ\'I/NHNHZ HFQ\'I)i {

{

{

{

br s, 1H), 3.81 (d, 1H), 3.10-3.21| (C13HuNsO;S)
o ) m, 4H), 2.91-3.01 (m, 3H), 2.65-2.66

m, 1H), 1.97-2.05 (m, 1H), 1.54-1.88

m

\, TH) .

[0369]

..
@

NHNH,

NHNH.
boc ©

[0370]
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[0371]

[0372]

[0373]

(w,

76-8.78 (m, 1H), 4.02
.79-3.86 (m, 2H), 3.18-
.93-3.02 (m, 2H), 2.14
7-2.05 (m, 1H), 1.83-

1H), 1.

(m, 1H}, 1.46-1.77 (m, 7H).

. NHNH,

BoeN_J ©

1H), 9.68 (br =, 1H), 4.01
3.83 (d, 1H), 3.42 (s,
1 (m, BH), 2.93-3.02 (m,
5 (m, 1H), 1.84-1.92 (m,
.72 (m, 1H), 1.54-1.62 (m,

Boc-NH NHNH,

(d, 1H), 10.18 (d, 1H), B8.67
3H), 7.43-7.55 {(m, G5H}, 4.98
1H), 4.01 (s, 1 .83 (br 4,

w

3.19 (&, 1H), 3.00 (or d, 1H),
1.85-2.05 (m, 2H), 1.59-1.72 (m, 2H).

CNHNH;

(s, 1H), 9.95 (4, 1H), 7.74 (br

3H), 4.01 (br s, 1H), 3.83 (d,
3.53-3.48 (m, 1H), (m,
3.00 (br d, 1H), (m,

{m, 1H), 1.55-1.63 (m, 1H)

CONHNH

mNHNH,

NH-Boc

o NHNH,

NH-Boc O
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[0374]

[0375]

[0376]

0.03 (br s,
L05-4.12 (m,
.84 (d, 1H),

W o e

(¢, 1H], 3.0l (br d&, 1H), 1.98-2.03

(m, 1H), 1.72

(m, 1H), 1.57-1.62 {m, 1H).

1H), 8.66 (br s, 1H),
1H), 3.96-4.01 (m, 4H),
3.53-3.58 (m, 1H), 3.21

-1.85 (m, 1H), 1.68-1.71

C‘ NHNH,

9.49 (s, 1H),

s, 1H), 3.76

3.20-3.25 (m,
1.86-2.06 (m,

376.1
12H16N5025)

8.08 (s, 1H},
(d, 1H), 3.35 (d, 2H),
4H), 2.96 (br d, 1H),
1H), 1.57-1.80 (m, 7H).

w

10.35 (br s,
(or s, 2H), 4
1E), 3.86 (d,
3.01 (br 4,
1.98-2.03 (m,
1.66-1.74 (m,

1H), 10.18 1H), 8.96
.18 (t, 1H), 4.01 {br s, | (C12H1sN50:8)
1K), 3.17-3.25 (m, 3H),
1H), 2.31-2.35 (m, 1H),
1H), 1. (m, 4H),
1H), 1 (m, 1H).

9.88 (s, 1H),

s, 1H), 8.29

9.81 (s, 1H), 8.77 (br|[404.2
(br s 1H), 4.00 {br s, 14H23N5078)

H1gNs07S)

H
boc—N,

. NHNH,

boc ©

Boc-NH,

§-NH-Boc

HN

ZPYNHNH:

boc O

NHNH.
ng A

boc o
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[0377]

[0378]
[0379]

[0380]

[0381]
[0382]

[0383]

[0384]

SE50l 10-1512738

boc 6l391.3
N
( s | (C12H20N607S . CFSCOOH)
" NHNH
boc O
o 37| 392.2
ENJW‘/NHNH: (C12H13Ns0g3)
boc O ) (br d,
2H (br d, 3H), 3.02 (br d,
1H), 1.98-2.04. (m, 1H), 1.85-1.94
(m, 1H), 1.66-1.76 (m, 1H), 1.56-1.61
o 433
4 JOK/”\ 7 (br s, 1H), 3.83 (g, %4333
N NHNH. (CaHoN08)
BoeN._J 3 (m, 4H), 3.40 (s, 2H),
\, 6H), 1.98-2.04 (m, 1H),
(m, 1H), 1.65-1.73 (m, 1H),
1 B ~,  |l10.62 (s, 1H), 10.23 (d, 1H), 8.72]413.2
2N N C 07S. CF3COOH
Boc-NH NHNH, HN
o o

12. S S
b°°'u‘<\N]ﬁ(NHNH H;N‘QN]\N%

[e] o]

A d- 43

S e[ okt ol ) B A e 8 )8 ] Gl ML (3.2, 1]
o zElEe] GEF g

Efa-g Be-[2-(N'-(A ot -0 E)-3| b 7 2 Bl )-7-% 21, 6-T] o} A-H| A E 2. [3.2. 1] S E-6-4 ]
AN ~E2(600 mg, ((S)-N-tert-F-FA7t2RI-9]Z2|d-2-7t2 5242 =g A= dgjaled] Aol ofA|EAL 3=
A EE AREEIA]) AAle 19 @A-1 WA @A-3¢0 7|AlE HAE o] g3dte] £5%)9 HEHREURE 9
S HEHEEFE 2B 119 EFE10 ad 2dstn, JYEF FH A2 2A4FE  gdugelE
(Amberlite) 200C <=%](100 gm)ell HH3] S|z}, %Eﬂ E E£3E F9 10% HEH=2Fdoz &3
Rk, FFE TLC Aol A FA8I A, 40T wRkIA ZF ol aWEHE £3& SUAA, LA &uE AA
sttt ololA, FASE TEEEZWEN25 m1><2)2§ Hl?éob@ =& BT, £A4FE 40T mgHelA
AF ol FF2AA, AFES AT, o5 OMlEOi FHjska, tlold oH 2R whifste], deHg A
%é}am. dels ofste], HAl 5}2} (ER~-3ab B [2-(N'-(2-Alote-ob ') -3 =gt w7 2 1 ) -
$A-1,6-T]A-HIA E 2 [3.2. 1] F E-6-d ]l =82 YEF )& 300 mg & 2 81% &= A|F33ict.

O{N

A MS (ES-) CioHNs0:SNa, 346.2 (M-1) &2 <2 ),

H'NMR (DMSO-dg) = 10.2 (s, 1H), 10.05 (s, 1H), 3.99 (s, 1H), 3.82 (d, 1H), 3.72 (s, 1H), 3.36 (s, 1H),
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[0385]

[0386]

[0387]

[0388]

[0389]
[0390]

S55451 101512738

3.14 (br d, 1), 2.99 (d, 1H), 1.98-2.03 (m, 1H), 1.75-1.84 (m, 1H), 1.56-1.72 (m, 2H).

AAjel-160 71| AAFE o] gdtaL, Aok oM EAL S|ESAEE thalste] F-Edh RiICONINHE ARE-8he],

3H3HE 44 YA 52(F 2)S AFstct.

0
H
RNy,
H
N

l

Y4y | sEazs B B WMR (DMED-de) WY (Es-1)
Ho. {R, CONHNEH; ) Reje Yel

4% c=-Boc-HINE;

R z b B4 1.2
i ¥ CaaBialeleF3 Ha|
g M, ; 1 3 [be =, 1
A b33 = ¢
s

>
g
5
i
H

(-T2 IFEHrs &9 SFEZA AFEste] Aa]d 1 Ulx] 522 5FE e & Ay IFES Axst). Jfﬂ
=2, dd) gAsteS (25,5R) 7-4-1,6-TolA-HAER[3.2. 1158 Stolr}. webA], AA]o-29] 33t

E-[2-(N'-[(R)-H H g d-3-7t2 5 d ] o]EF/}X]i?}éi‘é)—%%i—l,G—E]O}X}—H]’\]éi[S.Z.1]

SE-6-AlzHZE  (25,5R)-34 Ea-[2-(N'-[(R)-¥H g d-3-Ft2 R d -S| =8t A et 2 R d ) -7T-S 4~

F2[3.2.1]5E-6-L]2H2249 dAy dA33+S 77Tk, gekz e s *}ﬁﬂ = 31§

1 R)-F2ZZFG2Q A9, AAEE FJEL 7-240-1 6-Tol-H A ZF2[3.2.1]%E 3 o (2R,55) ¢

=
cn
_VL

o
o
_>\i
E
>,

_40_



Agtets 71E Aot B utio] mE FdFgEolghs A2 T3 (25,5R) E (2R,55) AAFES A= s

[0391] B8 E
[0392] 74E A 58 U B Oy o2 x4 s AESA A4S HESNC. & d¥H AFedA,
shERE e Al wigFds Ade] sAsta, AE sEE 2 A NE EFshE ofrf wiHel HEsHT
FH F7] FollA 35 £ 2TollA 16 WA 20412 &<t 2l & 4 == vdd 32S 338l o
g d AgA 1 A9 (CLS]) FAWE(dd 2 A3 13 193 (CLSD, FvAE Tgd Al digk 4
5 X, A203] FE F5F, M 100-S20, A307, A1, 2010)° we} AA HAE FAEQITE. o] AT A
T & 3 UlA 8o aoFEo] gl
[0393] ¥ 38 ESBL(9 ~#HEd wel FebviA) S Bdsts 24 B, Fgbo] #5F(NCTC 13351, M 50 2 7 MP)ell th3k
oo w2 x4 sEEe] I A4S A R
X3
[0394]
Boulwol] wle ¥4 3Ee] dAE ZA(neg/mlZ EAIE = MIC)
A F5
Sr. Ao T o] FetE E. Zg}o] E. Z}o] E. 2]
NCTC 13351 M 50 7 MP
1. 1 0.025 0.25 0.25
2. 2 0.25 0.25 1
3. 3 0.25 0.25 1
4, 4 8 8 16
5. 5 0.25 0.25 0.5
6. 6 32 64 128
7. 7 2 2 4
8. 8 1 1 2
9. 9 1 2 4
10. 10 1 8 32
11. 11 2 1 4
12. 12 1 8 32
13. 13 1 1 2
14, 14 0.5 0.25 2
15. 15 8 4 16
16. 16 1 1 2
17. 17 0.5 0.5 2
18. 18 8 4 32
19. 19 1 1 2
20. 20 2 2 8
21, 21 1 1 4
22, 22 4 4 8
23. 23 4 4 8
24, 24 1 1 4
25. 25 1 1 4
26. 26 1 1 2
27. 27 4 2 8
28. 28 1 1 4
29. 29 32 16 128
30. 30 16 38 32
31. 31 1 1 4
32, 32 0.5 0.5 1
33. 33 1 0.5 2
34, 34 2 2 8
35. 35 1 1 4
36. 36 1 1 2
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37. 37 2 2 4
38, 38 4 2 8
39. 39 4 2 8
40. 40 1 1 4
41, 41 4 4 16
42, 42 32 32 64
43, 43 1 2 8
44, 44 32 32 64
45, 45 4 8 8
46. 46 32 64 128
47, 47 32 64 128
48, 48 16 8 32
49, 49 32 16 16
50. 50 16 16 32
51. 51 16 16 32
52. 52 0.5 0.5 2

[0395] ¥ 4 9 5% 2% ESBLE @Hdske 4E UF B WAODR) 2H-SA4 Al 5ol gg B oadge wE dg®
A 3520 A FAL AT FA4LE MIClmeg/ml)ZE FAEC. vl A, 7] A FH FAAA (A=
£, AZEAH, of=Ed ey, ojnAdll, AZREFAA B EAAe]EH)Y] 4% x3dEH. B 5 e
vhol o] B ot wE ¥ 33ES ZHE MR #FE0] e AT A4S vEkith i 4 2 5 g9
tlolEl= ES e wE geEo] wlg- kgt AltEe] disl, 53] ol F39 wE-SEvA 245
et At disl 23 F4S Jehdte 2AE 7HEg. bt ow ) 743 wel-EbA A Al
Foll it E do] wE g B4 4r|e ge #ES AR A8 94 S A o)&HE e
FAFAERT 1S o Fzsi).

[0396] B oade e did 398 FAF TS I A7) AF ZREFZS o] &3l sk oo AwAe}
A AESIG L, 2 At & 60 vk Atk B 4 9l wpeh o], B o] mE 3gE o AMES A
A(AE &9, o] A= AZERE)Y MIC & 23] AstAHt. e =S 2 Iy e 3§Eo
A7) FAFEAE dH FEZ 3 (DY FgE, T ol JAAA = JstHor FHErlEE
A I T FAS ul, FAFA FHFE FEAAE S TE AL AJAREHG

[0397] Bodbgo] w2 g2 g A S B AV AT TREIS o835t 1F oo wE-EmA
AAA S} A AES L, T A7t £ 7ol W&t vk, B Qe vhel #Zo], i i) wrE gHEe g
S oAgAA L WG Aol Z4F Al #FEel dEl e dAT EAES UET odE o], & dde w
2 A 22 AAd 3)9] $3HES ¥Iee 23S Hutga B Al 2RSS 9E ALg ARt TS o
gk MIC 38 YElRn. Ade =gk 2 dyo)] w2 gigtEo] HWE-Sg odAA9} W8 Aol 1E o)< H]
El-gelnbAl 245 Aitets Aol o8 fEEE Al g9S vEdE, gt Al gEs di £E X
#2317 S8 Aoz AlgdE 4 Qs AL AR

[0398] 2 dge] wE dxd FE M A4S 1S Y] AF Z2EZS o838t WE-HERA AA] Z
FAlFA A AEsIa, 1 Arb & 8ol el vk, B 5 & wkeh Zo], ¥ iy wE IFES S
woolde] wiel ghg oAAl B sy o)) Al g Aol 7 Ayt FFEel did S A &
AES YT, oE £, & dyol wE AAje 2(F AAje] 3)9] gFHES XFEE 23S Y 2 A
HAY L Al IRAES 5 AHE AET S o 978 MIC s vEbllth, d3es 513 2 Ay e
3ol ) ol g -gg JAA 2 sl ool FA A HE Aol 1% o] Hlg-FEluiA
g Adete Aatel 98 fEEE A 2dS vES, gl A 249 dY e X858 A3 &7
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SE5461 101512738

¥ 4. 2% thF oF2 U4 (R ol e WEA F3ee vlu Az M Cneg/mDZ FAF).
C ESBL KPC ESBL
Sr. sHite E. Zetol ZeF| B, = | K wedobol | K 7ol | K & ZuUofa]
W 13353 o @] | (penumoniae) H 523 H 525
481 | B8 1 521
1 Al ZebA Y 32 32 > 32 > 32 > 32 > 32
2. | clzEdeE > 32 32 | >3 > 32 > 32 > 32
3 o5l 0.25 4 0.5 16 16 16
1. [A=2EE > 32 >32 | >3 32 8 32
5. | B2 1 0.25 0.5 2 8 2
6 EREN 0.25 2 0.5 0.5 0.5 0.5
7 Ao 2 0.12 0.12 0.25 0.5 1 5
8 EREE 0.25 0.5 0.25 0.5 0.5 0.5
9. EREE 0.5 1 0.5 1 1 2
10. ERENK 0.5 4 4 2 1 2
11. 3 1 2 1 1 0.5 1
12. 9 1 2 1 1 0.5 0.5
13. 2 16 2 1 2 2
14, 1 4 1 1 0.5 1
15 2Ad 1 0.5 . 2 0.5 0.5 0.25 0.25
16, A4 17 0.25 . . 4 5 0.5 0.5 0.5
17 ] 2 2 2 2 1 1 1 1 1
18. 224 30 8 16 16 8 8 8 8 8 > 32
19.] 2Ad 35 1 1 1 1 1 1 2 1 1
20, 24 38 2 4 4 2 8 2 2 2 2
1 1 1 1 B 1 2 1 1

[0399] 21 [ Al 43

E5 4% o 45 g O 2@ $4 2ol i@ & 380 Be HEd 3L N2 247 2R W lregmDE EAE).
Sr. Ehs A¢ B ESBL P. 9ol 7] =M (aeruginosa)
K. i ool Ii. Bl i, #ejo] ATCC Ps bs
S48 y3 ¥4 27853 21 32
1 FECEE >3 >3 >3 i >3 >3
ofLEdLY >3 > 32 >32 2 3 &
3. REEE 16 8 32 4 >3 >3
1 AreEFAl >332 >33 > 32 0.5 32 0.12
5 RS- 1 4 0.5 16 16 16
(Tigeeyelin)
6 444 | 2 L 0.2 16 16 32
7 q 2 0.5 B 0.5 f} 3 &
s, 93 0.5 0.3 0.12 2 4 1
] 95 2 1 0.5 > 32 > 3 >3
1 dq 7 4 4 v > 32 >3 >3
414§ 1 4 0.5 8 16 §
g4 9 1 2 0.5 8 8 16
A4 11 2 8 1 >3 >y >3
449 13 1 1 32 2 16
44 14 4 0.3 0.2 f) 16 6
894 17 0.6 0.3 0.5 > 32 > 32 >3
. 449 19 4 1 1 32 >3 >3
449 30 >32 3 16 > 32 > 32 >3
) 49 35 2 1 2 > 32 > 32 32
20 449 36 4 1 4 >3 > 32 >3
21, HA 9 43 1 4 0.5 > 32 >3 >3

[0400]

E 6. 4% v ke U O0R) 28 4 @] ek B onwe] diEA shghEe] B4 sl Ae] AlLebA g

o BAlF 2

AZERA E MIC (meg/ml & XAIH)
Sr. Z24E K. fFEyolel P E7keE] 2
ATCC 700603 (vulgaris)
(ESBL &: A4 4) S-137B
(ESBL &: A< C)
1. ATEA Y g > 32 > 32
2. AZERA Y + AAJe] 19] 3HE (4 meg/ml) 0.06 1
3. AZeA Y + A d 29 81§HE (4 meg/ml) 0.06 1
4, AZetAd + AAJd 39 S (4 meg/ml) 0.06 1
5. AZEA Y + AN 59] 8 9HE (4 meg/ml) 0.25 4
6. AZERA Y + AAd 89] 5HE (4 meg/ml) 0.06 0.5
7. AZEA Y + AN 99] 89HE (4 meg/ml) 0.12 1
8. AZEAY + Ao 149 F¢E (4 meg/ml) 0.03 0.5
Foan (MZetxde] 24 3) A A9 A 1, 2,3, 5,8, 9 % 149 7} ShgHE 9] MICE >32 meg/mlo]T
A

[0401]

B 7R wWe g gHEd g N9 enwd H4F B9
@HEre] MIC {(mep/mlE EAH)
5. | 24F A& dheshl (A ghoshd (4 dRSsh] (A
o] 2] o] 6-1
(baunannii) (1460648 5334
I-143
1 w95 285 32 32 32 32
2. | &2+ E244 29 #%E (4 ncg/nl) 4 4 £ 2
3. [ #%% + #4949 28] 3EE (8 mee/ml) 4 i 2 2
4. [ wEE+ 2494 39 3EE (4 meefml) ] 4 g 2
B, | WS + 444 38 $UE (3 meg/ml) 1 2 £ 2
T gTd de 2409 2% 444G 39 4HE0] SHE MICE >3 meg/alfTh.

[0402]
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8 gua o & dgd 02 diEd 98 A9 tAEAY AT $4.
A9 NIC (ncg/nl 2 E48)
S | 248 A HpgRifo] (A, HpRRfe] A HpSEh]o] | A Wt
43 1460648 334 G165
1L [A99 >3 >3 3 >3
2. [ A9 + 449 29 FHE (4 ncg/nl) >3 3 3 >3
3. | A + A4 29 SHE (8 nce/nl) 32 32 3 3
4. [ A99 + 598 (4 ncg/nl) 16 32 16 16
5. | AA9 + 28t (8 meg/ml) 16 16 8 8
6. [ A99 +£93 Bnce/nl) + AAd 29 HHE (4 neg/nl) 0.2 0.2 0.2 0.26
7. [A99 + £9% Bucg/l) + 449 29 FFE (8 wcglul) 0.2 0.2 0.% 0.25
8. [A99 + 449 39 FFE (4 ncg/al) >3 32 B >3
9. | A48 + 449 39 FEE (8 ncg/nl) 2 32 32 32
0. [A99 + £4% S nce/nl) + 449 39 FHE (4 nce/nl) 0.12 0.2 0.12 0.12
1. (AT + 292 B ucg/nl) + 449 39 FFE (8 ncg/ul) 0.06 0.06 0.06 0.06
Z 59 dg €98 S99 Mk >3 ne/nl T
% @5 g 444 29 38 % AN 39 AE9] EYY NICE >32 mcg/l G}

[0403]
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