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B LACR, MpAIMOE 498K, H7Z2NR, U pAMKI
E 464

At T IRAIRARE F AR, RFAREK.

2. REAAER1GAE, LPiEnsHmiEAX 1A

3. R\/RAZR 2AE, XY HAEMWEA—ANREATIHH
AE:

(a) R'it §~C (R");NHCOR., -C (R*),NHCO,R. —CO.R F=—CONHR, H ¥ R
R THMBNREG ClBARAR, FARBIRE AR, Colrik, JH
AAREEMNTEBAOR —RMRZRDITIE®RIR; F/K

(b)) REATHBMEERE . HREARLAR A RLIKE Ca ik,
TR Gk, RBEA. RoTA, sk, KAXFR;, #/K

(c) Ar R THAMBMARIK, XL, sz AR Fog ik,

4, RERA)ZR 3GAE, LFELEWEH THH4E:

(a) R'i& A -C(R),NHCOR. -C (R*) ,NHCO,R. —CO.R F=—-CONHR, H & R
RTHRBBARE CLBAER, AR EIRLE AR, Coltt, KA
AAR' BEA TS B 5R —R MR = RIS E IR,

(b) RETHRBEERE. RARLR A RABRKE Cy i85k,
TR ADoK, kB A, koA, wmrd, XARFRA, F
(c) Ar RTHAMBARAIR, S AXRE, g XA R Fog ik,

5. BRAI R 4 AR, X F REA-CmE. Co mARKA. -
WHEE. —CHC=CR’. —CH (Ci—s %) C=CR® F—C (Me) ,C=CR’, H % R'ik &
.. —Ci BB . —CHN (Me) , H~CH,0 (Cs B K) .

6. MAZRK SRR, LPiaiksdbhikh.
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No. R'
IA-1 -CH,NHCO,Me
IA-2 -CH;NHCO;Me
1A-3 -CH;NHCO,-CH,C=CH
IA-4 -CH;NHCO,-CH,C=CH
/>"‘OCH3
IA-S ‘CHzNHCOrCHzCECCH}
IA-6 —CHzNHCOz-CHzCECCH3
1A-7 -CH,NHCO,-CH,C=CCH;,
IA-8 -CONHE!
IA-9 -CH,NHCO,Me
- - - = =N
1A-10 CH;NHCO,-CH,C=CH _<\:/)_ COM
[A-11 -CH,NHCQO,-CH,C=CCH;
1A-12 -CH,NHCO,-CH,C=CH
IA-13 -CH,NHCO,-CH,C=CCH;,
IA-14 'CHzNHCOZ-CHzcECH
1A-15 -CH,NHCO,Et
IA-16 -CH,NHCO,-CH,C=CH
1A-17 -CH,NHCO,-CH,C=CH B
N—
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No. R’ R' Ar
IA-18 | _ /™ -CH,NHCO;Me
N__N=CH,Ph —-@
1A-19 .CI—I3 'CH)NHCO;*CH;CECCI’L \(\1
N““CH,
1A-20 -CH;OMe -CH;NHCO,-CH,C=CCH; 7 N
1A-21 _N:> -CH,NHCOCF; _@
1A-22 —N:> -CH,N-(cyclopropyl)CO.Me _@
1A-23 _@ -CH,NHCO,-CH,C=CH __@
1A-24 —N:> -CH,NHCO,-CH,C=CH \(\j
N
IA-25 —N:> -CH,NHCO,-CH,C=CCH, | \
N
IA-26 —N:> -CH,NHCO,CH,C=CCH,;N(Me), ' S
N
IA-27 _N -CH,NHCO0,C(Me),C=CCH,N(Me), B
> N
[A-28 _@ -CH,NHCO;Me S
N
[A-29 _@ -CH,NHCO;Me _@
1A-30 H3C -CH,NHCO,Me
-0 -
IA-} 1 -CHzNHCOzMe N
- | .
N
[A-32 CHj -CH,NHCO;Me __@
—N
IA-33 CH3CH; -CH,NHCO,Me _@
—N
1A-34 N(E), -CH,NHCO,Me _@
IA-35 _@ -CH,NHCO,Et _@
. r~ -
1A36 | Ve, CH,NHCO;Me _@
(-
- ™\ -
IA-37 —N NH CH,NHCO,Me _@
-
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No. RrR? R! Ar
1A-38 *ND'NU -CH,NHCO,Me _@
IA-39 _O -CH,NHCO,-CH,C=CH S

N
1A-40 _@ -CH,NHCO,-CH,C=CH S
NI
1A-4] _N:> -CH,NHCO,-CH,C=CH _@
IA-42 CH3 -CH,NHCO,-CH,C=CH
-0 ©
[A-43 _O -CH,NHCO,Me S
N’
1A-44 _ND -CH,NHCO,-CH,C=CCH, _@
[1A-45 _N:> -CH;NHCO,-CH,C=CCHj \@OCHs
OCH;
1A-46 _@ -CH,NHCO,-CH(CH,), _@
1A-47 _N:> -CH,NHCO,-CH(CH,)C=CH h
N
IA-48 _N:> -CH,;NHCO,-CH(CH,)C=CCHj, 5
N
1A-49 _N:> -CH,NHCO,-C(CH,),C=CH S
N
1A-50 _N:> -CH,NHCO,-C(CH;),C=CCH; 7S
N
1A-51 H B
—N:> N_ O C=CH |
~ v <
2 N
1A-52 H e
—N:> N. O. _C=CH |
~~ ) g %
109, N
[A-53 H SN
ND ?SNWO\C C=CH 'N'
O H,
1A-54 H BN
—N
:> NT\’O\C—CECCH;; I N®
O H,
IA-55 'ND -C(CH;),NHCO,CH,C=CH ®
N’
1A-59 _N:> -CH(CH;)NHCO,CH,C=CCH, S
N
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No. R’ R! Ar
[A-60 _N:> -CH(Et)NHCO,CH,C=CCH; S
N
1A-61 _N:> -CONH-OCH,C=CH S
N
1A-62 _N:> -CONH-OCH,C=CCH; S
N
[A-63 _N:> -CH,;NHCO,CH,;C=CCH,N(Et), B
N
[A-64 -CH,NHCO,-CH,C=CCH; B
HN N*
[A-65 HN:>__ -CH,NHCO,-CH,C=CCH; 7S
N
1A-66 N o -CO,Et _@
—
1A-67 NI -CO,Et
O -0
1A-68 \_ :, -CO,Et _@
N
IA-69 f‘CH3 -COzEt
N —'@
\—CHjs
IA-70 :> -CH(Pr)NHCO,CH,C=CCHj; \(\j
—N »
N
IB-1 D -CH,NHCO,Me _@
—N
IB-2 _N:> -CH,NHCO,Me S
N
IB-3 -CH,NHCO,-CH,C=CH S
-—4 N
IB-4 _O -CH;NHCO,-CH,C=CH H3CO
=N
IB-5 _@ -CH,NHCO,-CH,C=CCH, B
N
IB-6 -CH,NHCO,-CH,C=CCHj 5
HN:§ N’
IB-7 S -CH,NHCO,-CH,C=CCH, \QOH
N° CO,H
IB-8 —N:> -CONHE! | B
Nl
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No. R? R! Ar
- \ -
IB-9 N\ CH,;NHCO,Me S
~— N’
IB-10 | (CHy);CH, -CH;NHCO,-CH,C=CH —<\_=_>"C02H
IB-11 -N b -CH,NHCO,-CH,C=CCHj HO,C,
~—/ \— P
IB-12 CH,NHE!t -CH,NHCO,-CH,C=CH _CN>
\ Y/
N
IB-13 N(EY), -CH,NHCO,-CH,C=CCHj N
__(;q ;>
IB-14 H3C, -CH,NHCO,-CH,C=CH B
D )
IB-15 CHg -CH,NHCO,-CH,C=CH 7S
- ) N°
IB-16 CH3CHy -CH,NHCO,-CH,C=CH 7S
—N N‘
IB-17 —N,—\N-CHg -CH,NHCO,-CH,C=CH S
—/ N’
B-18 -N,_\N-CH?_Ph -CH,NHCO;Me \(:(ocH3
~ OCH
3
IB-19 -CH, -CH,NHCO,-CH,C=CCH, 7S
N“ CH,
IB-20 -CH,0Me -CH,NHCO,-CH,C=CCHj _@N
B-21 _ND -CH,NHCOCF, _@
1B-22 —N:> -CH;N-(cyclopropyl)CO,Me _@
IB-23 _@ -CH,NHCO,-CH,C=CH __@
IB-24 _N:> -CH,NCO,-CH,C=CH S
N
IB-25 _ND -CH,NHCO,-CH,C=CCH; 7S
v
IB-26 "’N:> ‘CHzNHCOch]_CECCHzN(Me)Z l =
N
1B-27 __N:> -CH,NHCO,C(Me),C=CCH,N(Me), S
N
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No. R® R! Ar
1B-28 _@ -CH,NHCO,-CH,C=CCH; __@
iB-29 _CI—]3 -CHzNHCOz-CHzCECCHj; _@
IB-30 _@ -CH,NHCO,Me _@
IB-31 _CI_I3 'CHzNHCOzMe __@
IC-1 __N:> -CH,NHCO,Me _@
1C-2 _N:> -CH,NHCO,Me \m
N
IC-3 -CH,NHCO,-CH,C=CH 5
— N
IC-4 _O -CH,NHCO,-CH,C=CH H3CO,
=N
{l)— OCH3
N
IC-5 -CH,NHCO,-CH,C=CCHj X
—< > P
N
IC-6 -CH,NHCO,-CH,C=CCHji S
HN N’
1C-7 ' X -CH,NHCO,-CH,C=CCH; \@OH
N® CO,H
1C-8 _N:> -CONHE 7
Nt
IC-9 ~ -CH,NHCO;Me X
N_NH lN,

- - - = =N
IC-10 -(CH,);CH; CH,NHCO,-CH,C=CH C\ - COH
IC-11 - b -CH;NHCO,-CH,C=CCH; HOC, N

<7

IC-12 -CH,NHEt -CH,NHCO,-CH,C=CH C—N)
\ N

IC-13 -N(EY), -CH,NHCO,-CH,C=CCHj _(,N:\>
=
IC-14 HiC -CH,NHCO,-CH,C=CH S
0 v

IC-15 CHj -CH,NHCO,-CH,C=CH B
—N N®
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IC-16 CH3CH; -CH;NHCO,-CH,C=CH l S
D) v
IC17 | _\ven -CH,NHCO,-CH,C=CH X
") 3 ,N'
IC-18 —N:\N—CHzPh -CH,NHCO,Me \©00H3
OCH3
IC-19 -CH, -CH,NHCO,-CH,C=CCH, S
N CHs
1C-20 -CH,0Me -CH,NHCQ,-CH,C=CCH; 7 N
IC-21 —N:> -CH,NHCOCF, _@
1C-22 -‘N:> -CH,N-(cyclopropyl)CO,Me _@
1C-23 __@ -CH,;NHCO,-CH,C=CH _@
IC-24 -N:> -CH;NHCO,-CH,C=CH i \/
N
1C-25 —N:> -CH,NHCO,-CH,C=CCH; ' \’
N
1C-26 _N:> -CH,NHCO,CH,C=CCH,N(Me), »
N
IC-27 —N:> -CH,NHCO,C(Me),C=CCH,N(Me), B
N
ID-1 _N:> -CH,;NHCO,Me _@
ID-2 _N:> -CH;NHCO,Me m
N
ID-3 __q -CH,NHCO,-CH,C=CH | X
N
ID-4 __O -CH,NHCO,-CH,C=CH H3CO,
\ —OCHjz
ID-5 __@ -CH,NHCQ,-CH,C=CCH; ' S
N
ID-6 -CH;NHCO,-CH,C=CCH;, ' S
HN N’
ID-7 ' AN -CHzNI'iCOz-CHz(:ECCHg \@OH
N° CO,H

10
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No. R’ R Ar
ID-8 _N:> -CONHE! B
N’
- 7\ -
ID-9 N N CH,NHCO,Me S
\— N’
ID-10 . -CH,NHCO,-CH,C=CH =N
(CH,);CH,3 2 2 2 \ / CO,H
ID-11 N o -CH,NHCO,-CH,C=CCHj HOLC
f— \ /
ID-12 -CH,NHE!t - -CH,C=CH =N
) CH,NHCO,-CH;, _<\: b
N
ID-13 N(Et), -CH,;NHCO,-CH,C=CCH, __<§*:\>
=
ID-14 HaC -CH,NHCO,-CH,C=CH S
) N
ID-15 CHy -CH,NHCO,-CH,C=CH 5
—N N
ID-16 CH3CH; -CH,NHCO,-CH,C=CH S
—N N
ID-17 __N/—\N.CH3 -CH,NHCO,-CH,C=CH S
\— N
; . H
ID-18 —NDN—CHzPh CH,NHCO,Me \©:OC 3
OCH,4
ID-19 -CH, -CH,NHCO,-CH,C=CCH; S
N*“CH,
ID-20 -CH,OMe -CH,NHCO,-CH,C=CCH; _CN
ID-21 _ND -CH,NHCOCF; _@
ID-22 --N:> -CH,N-(cyclopropy)CO,Me _@
ID-23 _@ -CH,NHCO,-CH,C=CH _@
ID-24 _N:> -CH,NHCO,-CH,C=CH \m
N
ID-25 _N':> -CH,NHCO,-CH,C=CCH, B
N
ID-26 _N:> -CH,NHCO,CH,C=CCH,N(Me), 7S
N

11
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ID-27 __ND -CH,NHCO,C(Me),C=CCH,N(Me), S

N

IE-1 _@ -CH,NHCO;Me | N\
IE-2 N -CH,NHCO;Me N
—~ [

IE-3 S -CH,NHCO;Me N
N N

IE-4 _@N -CH,NHCO;Me | N\
IE-5 -CH,NHCO,-CH,C=CH X
- >

IE-6 Ny -CH,NHCO,-CH,C=CH S
= N

IE-7 S -CH,NHCO,-CH,C=CH 7S
N N

IE-8 7N -CH,NHCO,-CH,C=CH S
= N

IE-9 -CH,NHCO,-CH,C=CCH, X
- ;

IE-10 N -CH,NHCO,-CH,C=CCH; ®
= N

IE-11 > -CH,NHCO,-CH,C=CCH; B
N’ N

IE-12 _@N -CH,NHCO,-CH,C=CCH; S
= N

IE-13 _@ -CH,NHCO,CH,C=CCH,N(Me), »
N

IE-14 _@ -CH,NHCO,C(Me),C=CCH,N(Me), 7
N

IE-15 /_@ -CH,NHCO,-CH,C=CCH, 7S
N

IE-16 /_{\13 -CH,NHCO,-CH,C=CCH; S

\ 7 N

IE-17 =N -CH,NHCO,-CH,C=CCH; S

\_/ N

IE-18 @ -CH,NHCO,-CH,C=CCHj O

; N

12
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No. R’ R' Ar
1IE-19 /'B\ND -CH,NHCO,-CH,C=CCHj; \(ﬁ
.
N
IE-20 /_<—_1}H -CH,;NHCO,-CH,C=CCH, \(ﬁ
o
N
1E-21 /—CNH -CH,NHCOQ,-CH,C=CCH;, \(\j
N
IE-22 Et -CH,NHCO,CH, _@
or Et -CH,;NHCOQ,-CH,C=CCH; < >
1E-23

7. R|ABRANER -6 X —9AE, XV AHEETHDER/E
RA—FREFTHAMAGFEHFIES: FRERE . BRIRERE .
ke, RARE. WALTHKE. BHE. EHHFE. SRR
¥, KMAE. SROETRA. 2R EHFHHRKHA . Coag. Neg.
Staph. . A HFH. JITKB. ERXKE. & FEHFE. EHSBA
. L59BFH. RASKEAAEH. BEAIBEHAE. o84 E. B
MaBAE. ABRELHE. #EFTBERELRAFLILERE .

8. MBIEERAZR -6 X —AE, HRFATRETBERE
B TH—FREF: FREBRE. HE. FRGOBE. DARE.
ML, ABRERAREE. FHEXTRAE. BARE. BEX.
BEARAY . B MWHBETMBE. FARG LML TG @I

Y EES .
9. X IA4Lod:

13
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IA

REABFLETHEZHLE, L.

RIZTHRAMBAKG AR, i ChEs% A H. -CRY,(CH) NRCOR.
~C (R) =N-0R. -C (R) =N-0C (=0) (C,-sfE#) . —C (R*) =NNRCO, (C,- g #&) .
~C (R") =NNRCOR. -C (R) =NN (R) ;. —C (R*) , (CH,) .NRCO, (Cy-¢ AE &) « —CO, (C1-
B& #%&) . -CON@R),. -C(QR").(CH)).CON(R),. -C(R"),(CH).SO.NQR),.
—~CONH-OR. -S0.N(R);3~-C (R") , (CH,) ,NRSO, (C,- f§ #%) ;

ns 0x1;

FA R ZIE A KR TRARRAY C ISR AR,

R'i% B £, RKEE R A0, (Cis f5%&) R-CONH(Crs 8 3%), B R%ik
BE. A&, CN. Cfi8%k. ZEAALHREARAEALETRE,

KA Rk frEed, "hed | ok Koabep by A5 AR, Hb ATk oked
RN IRRE] Ar ¢ CaAFk Ak, MAREELTMERK,

Z & C-R’2 N-R’;

R°Z - (CH) NQR), R TR A E, % h Coa k. 2L,
RIEARE, FE. FHREA, 2FEAILFRA;

FHA R A . TRBBRARY CoEALE, RAHA R
HSEMATEEGE —RMRZEXTIEAR,

HAN RT3t f &, THREERRY CL AR, REHAH R
5N [ —RMRELR S TRIK;

FLRACR, MpAMRIE4HEY, ZZRENR, W pAMIL
E 4 098K

Ar R TR FE, BFEARERK.,

10, RAER 9 bdh, LT MENEHER—NREANTH
4 AE

14
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(a) R'i%& f-C (R") ,NHCOR, —C(R"),NHCO,R. —CO,R F=-CONHR, H ¥ R
R THRAIAKE Co ARAH, AR BIE A, CoalmA, XF
AR ESEMNATEBEOK —RMRERT BRI, o/

(0) RETHMEER., RARER R ARARKY Co B4,
TiaE IR GGk, Jkem A, kg k. wnr A RARFAL;, &/
A,

(c) Ar R THRMBAR K, £ XK, g AR ERX,

11, MA|EK 10 69484, L FATERAEHBEA TIH1E:

(a) R'ikt §-C (R ,NHCOR. —C (R*),NHCO,R. —CO.R #=~CONHR, 9 R
AT WA C g AR, MR IRE AR, Culik, 4
AR B E AT R 6 B — AL M) AR Z 3R W9 AR A 3R

(b) RATHRBREL, HEARER R ARARKY Ca %,
TG Gk, JREA. R, A, RARFA; A

() Ar B THMEARAIR, L AHXRK., HEARFERA.

12, RAZR 11 894eH, X+ R G -Com i, -Co GARITE.
- @ E . —CH.C=CR®. —CH (Cis 3t &) C=CR® #=-C (Me) ,.C=CR®, ¥ R'ik
A&, -C 83k, —CHNMe), HK-CH,O0 (C.s it ) .

13, MAER 12 894L4%, Hyiatkathit g

No. R R' Ar
IA-1 —N:> -CH,NHCO,;Me _@
1A-2 -0 -CH;NHCO,Me S

N
1A-3 -CH,NHCO,-CH;C=CH \(\j
N
0]

A
ZYZ

»~OCH,

—
1A-4 __O -CH,;NHCO,-CH,C=CH HsC

IA-5 -CH,NHCO,-CH,C=CCH;

15
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No. R’ R! Ar
1A-6 -CH,NHCO,-CH,C=CCH, S

HN N
IA-7 5 -CH,NHCO,-CH,C=CCHj \©:OH
N CO,H
IA-8 -CONHEt X
-—N ' B
o .
1A-9 W -CH,NHCO,Me B
\—— N'
IA-10 - -CH,C=CH =N
..((21—12)3(21—13 CHzNI'IC02 Hz C <\ ) COZH
IA-11 -~ o ~CH,NHCO,-CH,C=CCHj; HOC N
~ <
1A-12 -CH,NHEt -CH,NHCO,-CH,C=CH =N
)]
—
IA-13 N(ED, -CH,NHCO,-CH,C=CCH, __<5“:\>
-
1A-14 H3C -CH,NHCO,-CH,C=CH ®
) N
IA-15 CHs -CH,NHCO,Et _@
—N
IA-16 | CHiCH; -CH,NHCO,-CH,C=CH \(ﬁ
_3 > N
A7 | NecH, -CH,NHCO,-CH,C=CH S
N
IA-18 an -CH,NHCO,Me
N__N-CH,Ph —@
IA-19 -CH, -CH,NHCO,-CH,C=CCH, 7S
N“ CH,
1A-20 -CH,0Me -CH,NHCO,-CH,C=CCH, 7N
- -CH,NHCOCF
1A-21 —N:> 2 3 _@
1A-22 —N:> -CH,N-(cyclopropyl)CO,Me _@
1A-23 _@ -CH,NHCO,-CH,C=CH _@
1A-24 __‘N:> -CH,NHCO,-CH,C=CH S
NJ

16
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No. R® R! Ar
1A-25 —N:> -CH,NHCO,-CH,C=CCHj; | B
N

1A-26 _ND -CH,NHCO,CH,C=CCH,N(Me), l >
N’

1A-27 —N:> -CH,NHCO,C(Me),C=CCH,;N(Me), ‘ X
N‘

[A-28 _@ -CH,NHCO;Me l R
N’
1A-29 _@ -CH,NHCO,Me _@
1A-30 H;,C)\-t> -CH,NHCO,Me @
1A-31 __O -CH,NHCO;Me x>
| .

N
1A-32 :§H3 -CH,NHCO;Me _@
1A-33 CH3CH; -CH,NHCO,Me < )

—N
1A-34 N, -CH,NHCO,Me _@
1A-35 _@ -CH,NHCO,Et __@
1A-36 _NC_/'\N_ CHs -CH,NHCO;Me _@
1A-37 - \ 'CH;N}[COzMC

O 0
1A-38 —ND—N’J -CH,NHCO,Me _@
TA-39 _O -CH,NHCO,-CH,C=CH \(\j
P

N

1A-40 __@ -CH,NHCO,-CH,C=CH S
-

N
1A-41 -N:> -CH,NHCO,-CH,C=CH _@
1A-42 CH3 -CH,NHCO,-CH,C=CH _@

-+

1A-43 _O -CH,NHCO,Me \m
N’
1A-44 __ND -CH,NHCO,-CH,C=CCH; __@

17
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No. R’ R! Ar
1A-45 —N:> -CH,NHCOQ,-CH,C=CCH; \CEOCHa

OCHj,4
[A-46 _@ -CH,NHCO,-CH(CH,), _@
1A-47 -N:> -CH,NHCO,-CH(CH;)C=CH \(ﬁ
N
1A-48 -N:> -CH,NHCO,~-CH(CH,)C=CCH;, ' \’
N
1A-49 ——N:> -CH,NHCO,-C(CH;),C=CH I \’
N
1A-50 —N:> -CH,NHCO,-C(CH;),C=CCH; ' \'
N
TA-51 :> SN
—N N_O__.CECH {
~ Nig K 2
N
0
IA-52 ,\_—_> H X
-N N_ O__C=CH |
~- Y K “
N
0
TA-53 H X
N:> N‘n’O\C—CECH l N*
ZS O H,
1A-54 H X
~N
:> NWO\C—-CECCHQ, ' N®
ZS O H,
1A-55 "ND -C(CH;),NHCO,CH,C=CH S
N
IA-59 __N:> -CH(CH;)NHCO,CH,C=CCHj S
N
1A-60 __N:> -CH(Et)NHCO,CH,C=CCH, 7S
N
[A-61 _N:> -CONH-OCH,C=CH S
N
1A-62 "ND -CONH-OCH,C=CCH, 7S
N
IA-63 _N:> -CH,NHCO,CH,C=CCH,N(Et), S
N
1A-64 -CH:NHCOz-CHzCECCH;; ' =
HN N’
1A-65 HND_ -CHzN—HCOrCHzCECCI’h l \’
N

18
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No. R’ R! Ar
1A-66 N -CO,Et

N_P _Q
1A-67 N e -CO,Et _@
| —
1A-68 L -CO,Et
\J e,
1A-69 \_N,-CH3 -CO,Et _@
\—~CH,4
1A-70 _N:> -CH(Pr)NHCO,CH,C=CCH, B
N
IB-1 _N:> -CH,NHCO,Me _@
IB-2 -CH,NHCO,Me X
_.N I .
O e
IB-3 — -CH,NHCO,-CH,C=CH 7S
N
IB-4 _O -CH,NHCO,-CH,C=CH H3CO
\ A—OCH;,
IB-5 -CH,NHCO,-CH,C=CCH, X
—< > 1.
N
IB-6 -CH;NHCO,-CH,C=CCH; S
HN N°
IB-7 B -CH,NHCO,-CH,C=CCH; C(OH
N’ CO,H
IB-8 _N:> -CONHE S
N
- /2 -
IB-9 N NH CH,NHCO;Me ®
—/ N
IB-10 -(CH,),CH,; -CH,;NHCO,-CH,C=CH \—';l CO,H
B-11 N o -CH,NHCO,-CH,C=CCHj HO.C,
[— \ /
B-12 CH,NHE -CH,;NHCO,-CH,C=CH _CN)
/
N
IB-13 N(Et), -CH,NHCO,-CH,C=CCHj __é“}
=
IB-14 HsC, -CH,NHCO,-CH,C=CH S
-~ N

19
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No. R R’ Ar
IB-15 CHjy -CH,NHCO,-CH,C=CH S
-0 v
IB-16 CH3CH; -CH,;NHCO,-CH,C=CH ' \
- ’ > N
IB-17 _N:\N_CHS -CHzNHCOl-CHzCECH l N
N
IB-18 —N,_\N—CHZPh -CH,NHCO,Me \C(OCHs
—
OCH,4
IB-19 _CI’{3 -CHzNHCOrCHzCECCH] | N
N““CH,
IB-20 -CH,OMe -CHzNHCOZ-CH2CECCH3 __C
N
iB-21 -CH,NHCOCF
-~ D 0
IB-22 —N:> -CH,N-(cyclopropyl)CO,Me _@
IB-23 _@ -CH,NHCO,-CH,C=CH __@
IB-24 —N:> -CH,NCO,-CH,C=CH | B
N
IB-25 _ND -CH,;NHCO,-CH,C=CCH, ' S
N
1B-26 —N:> -CH,NHCO,CH,C=CCH,N(Me), I B
N
1B-27 -—N:> -CH,NHCO,C(Me),C=CCH,N(Me), | B
N
1B-28 _@ -CH,NHCO,-CH,C=CCH,; _@
B-29 -CH, -CH,NHCO,-CH,C=CCH; _@
IB-30 __@ -CH,NHCO,Me __@
IB-31 -CH, -CH,NHCO,;Me _@
IC-1 —N:> -CH,NHCO;Me _@
IC-2 —N:> -CH,NHCO;Me \m
Nﬂ
IC-3 q -CH,NHCO,-CH,C=CH | S
N

20
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No. R’ R' Ar
IC-4 O -CH,NHCO,-CH,C=CH H;CO

\ /)- OCH3
IC-5 -CHzNHCOz-CHzCECCH3 N
“<:> .
N
I1C-6 -CH,NHCO,-CH,C=CCH, \m
HN N®
1C-7 7S -CH,NHCO,-CH,C=CCH, mOH
N? COLH
IC-8 “ND -CONHEt S
N
I1C-9 - R -CH,NHCO;Me S
N
IC-10 «(CH,);CH; -CH,NHCO,-CH,C=CH __<\=_f;l)_ COM
IC-11 N 5 -CH,NHCO,-CH,C=CCHj HOZC, N
- <
IC-12 -CH,NHE -CH,NHCO,-CH,C=CH _CN)
\ N
IC-13 -N(Et), -CH,NHCO,-CH,C=CCH, _(,N:\>
-
IC-14 HsC -CH,NHCO,-CH,C=CH 7S
-~ v
IC-15 CH3 -CH,NHCO,-CH,C=CH 7S
-0 N
IC-16 | CHiCHz -CH,NHCO,-CH,C=CH 7S
—N N’
IC-17 N N-CH, -CH,NHCO,-CH,C=CH S
—/ N
IC-18 _N:\N_CHzph -CH,NHCO,Me \©:OCH3
OCH,
IC-19 -CH, -CH,NHCO,-CH,C=CCH, 7S
N““CH,
IC-20 -CH,OMe -CH,NHCO,-CH,C=CCHj N
IC-21 _N:> -CH,NHCOCF; _@

21




01805042. 5 BOM B Ok B H21/240
No. R’ R' Ar
IC-22 :> -CH;N-(cyclopropyl)CO,Me _@

~N
1C-23 _@ -CH,NHCO,-CH,C=CH _@
IC-24 __N:> -CH,NHCO,-CH,C=CH \m
N
IC-25 _N:> -CH,NHCO,-CH,C=CCHj 7S
N
IC-26 _N:> -CH,NHCO,CH,C=CCH,N(Me), 7
N
IC'27 _ND 'CHzNHCOZC(MC)ZcECCHzN(Me)Z ' N
NI
ID-1 _N:> -CH,NHCO,Me _@
ID-2 -CH,NHCO,Me e
—N I,
O AW
ID-3 -CH,NHCO,-CH,C=CH B
—< N
ID-4 _Q -CH;NHCO,-CH,C=CH H3CO
=N
ID-5 -CH,NHCO,-CH,C=CCH; X
—-< > L.
N
ID-6 -CH,NHCO,-CH,C=CCHj 7S
HN N
ID-7 S -CH,;NHCO0,-CH,C=CCH; \CEOH
N® CO,H
ID-8 -CONHE!t X
—-N i
@ )
ID-9 N NH -CH,NHCO,Me S
—’ N’
ID-10 |  _(CH,)CH; -CH,NHCO,-CH,C=CH _<\=_';l)_ CO,H
ID-11 - % -CH,NHCO,-CH,C=CCH; HOLC
f— \ 7
ID-12 -CH,;NHEt -CH,NHCO,-CH,C=CH Chﬁ)
\_x
ID-13 N(Et), -CH,NHCO,-CH,C=CCH; _<9':\>
=

22
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No. R’ R! Ar
ID-14 H30t> -CH,NHCO,-CH,C=CH S
w— N’
ID-15 :§CH3 -CH,NHCO,-CH,C=CH S
— N’
ID-16 CHaCH; -CH,NHCO,-CH,C=CH B
- f > N
- I\ - - =i
ID-17 et CH,NHCO,-CH,C=CH ®
N
ID-18 —N,—\N—CHzPh -CH,NHCO,Me OCH3
bt OCH
3
ID-19 -CH3 -CHZNHCOZ- CHzc'ECCHg I RS
N CH;
1D-20 -CH,0OMe -CH,NHCO,-CH,C=CCH, _C
N
ID-21 —ND -CH,NHCOCF, _@
ID-22 -CH;N-(cyclopropy)CO,Me _@
)
ID-23 _@ -CH,NHCO,-CH,;C=CH __@
ID-24 :> -CH,NHCO,-CH,C=CH \(\j
-N »
N
ID-25 _N:> -CH,NHCO,-CH,C=CCH; S
N
ID-26 'ND -CH,NHCO,CH,C=CCH,N(Me), S
N
ID-27 __N:> ~CH,NHCO,C(Me),C=CCH,N(Me), S
N
IE-1 _@ -CH,NHCO;Me 5
N
IE-2 N -CH,NHCO;Me \u/ﬁ
— N’
IE-3 S -CH,NHCO;Me S
N N
IE-4 _C -CH,NHCO,Me \(ﬁ
_N | .
N
IE-5 _@ -CH,NHCO,-CH,C=CH B
1
N

23
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No. R? R! Ar
IE-6 N -CH,NHCO,-CH,C=CH S

— \
IE-7 B -CH,NHCO,-CH,C=CH S
N* N°
IE-8 _CN -CH,NHCO,-CH,C=CH S
— Nf
IE-9 -CH,NHCO,-CH,C=CCH, 5
v
IE-10 N -CH,NHCO,-CH,C=CCH;, B
— N’
IE-11 S -CH,NHCO,-CH,C=CCHj S
N N’
IE-12 ™\ -CH,NHCO,-CH,C=CCH, ®
— N’
IE-13 _@ -CH,NHCO,CH,C=CCH,NMe), S
\
IE-14 _@ -CH,NHCO,C(Me),C=CCH,N(Me), O
b,
: N
IE-15 /_@ -CH,NHCO,-CH,C=CCH; O
»
N
IE-16 N= -CH,NHCO,-CH,C=CCH; X
Y L
IE-17 /'CN) -CH,NHCO,-CH,C=CCH;, X
|
\ / -
N
IE-18 i -CH,NHCO,-CH,C=CCH, S
4, P
N
IE-19 /_I_-l{l_} -CH,NHCO,-CH,C=CCH; S
»
N
IE-20 /__<—_N)H -CH,NHCO,-CH,C=CCH, S
.
N
IE-21 /_CNH -CH,NHCO,-CH,C=CCH, ®
N
IE-22 Et -CH,NHCO,CH, _@
or Et -CH,NHCO,-CH,C=CCH; _@
IE-23

24
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14, by, oA ER I b iethF LTS G
.
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=) 7% B A ) &K A i

AFHEXRY 2000 F 1 A 18 BRXMEBBH $#
60/176, 671 #= 2000 5 12 A 8 H R X & X B ¥ i w34 60/254, 331 &
ZE

KR g B A AR,

AXRETEHLTHAR, FRAHAGKASDRLEHELY,
CAI#F 4 DNA HBs, AXANEFTRAARLARES D F B HHLY
RN OB AR M AR LS T, CEERAE.

APHHEF

AN HREFHAGBEBECHRKBAR, SH-RAECE PTG
FloEGEEFA, HAFGGBGER, AR ERAARLEE
B, REEERRTETY., BEX LA ARSI AT HO RN
A, Bliehh X443 B (Streptococcus pneumoniae) (SP). £ EH 4
B A B (Mycobacterium tuberculosis) # 3 B (Enterococcus), iX
—FIRCOCEZERAAFE. T EEAGBHAAGERIE T E4H,
BAZEFEEFAMALTEIMHEEE—ARGRAEE, HRAHK S B
ERAHN RE—B. RERZARLHHUBDAFRSFTHARED
HEm, FleBRE, FIANECESRHGHGERTRELR F 5
G AR, Bl E EH HHK Y (Staphylococcus aureus), 1 F
A AR E M E 2R E R (De Clerq, ¥, Current Opinion in
Anti-infective Investigational Drugs (Fx B LB EHHAITHE),
1999, 1, 1; Levy, “The Challenge of Antibiotic Resistance” (¥
A E &R BEK), Scientific American (FHF E£HA), 1998, 3).

HMHERRREFHG R ATHRBREEE, Hldo, HE20#
260 4K, SP ALkt FEFEME, £ 1987 F, £EXAH 0.02%#
SP MR AL, Rif, HE 1995 F, BRAESPHFEEHHE
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MHABTHZ L, EERAEMK HiL 30% (Lewis, FDA Consumer
magazine (FDA H ¥ £ %2 &) (1995, 9); Gershman, The Medical
Reporter (EZjiki#), 1997).

BARERASHAGREDKGERPESR TS, REAEERKE
MBRECABERAE EARAIBEFPENRA. BFLEEREE
BEmE LT ERAY, IEEEG—FUREHZES —FHREE. KR
= 4] 5 (Center for Disease Control) ki, £ 1992 &, #& 1T 13, 000
LR EEFR TSR AEETLTO @A KE (Lewis, “The Rise of
Antibiotic—-Resistant Infections” (A F & HHE AL L),
FDA Consumer magazine (FDABEFF & &), 1995, 9).

BAEZNRFSTEBRBARTHAED R EARGLER, AR
2FCLEEHIRAMGXE., —FHATHFAFTRETHFAREA
¥k DNA ©lac By, ©R—# DNA EH L2 mdts, AL imy
M AERF U LT, OrBERELE DNA X, 58T
HEFRX.

BB I FMEEZ —, XZ4EAL DNA AR T8 —4
B ( —f& £ W Kornberg # Baker, DNA Replication (DNA Z #]), %
28, % 12%, 1992, ¥. H. Freeman and Co.; Drlica, Molecular
Microbiology (4 F#& A% F), 1992, 6, 425; Drlica # Zhao,
Microbiology and Molecular Biology Reviews (BAEHFE 45 T4
W FER), 1997, 61, 377) . WREKLEH DNA Bk, RBEE
IEH, BEEATHERNEH e DNA B EHIEHA M. &
REFEBEACI TG, F A WER DNA LA G R ERGEX, 5%
FAATEH. BERRBAWE T K &5 Be 2 56 £ DNA 6 — A K 3K,
R TG RERF, REFLELE A DNA B, EHEHB T
W4k, BH—HLBNER IIRELFHUEHFEAG. BERELSL
Bl ATP 5B 5463, ATP REAERBBE KM, X ATP &
SRMEYKBTHYE DNA 8500 e n BB T, XZLEHAN
b Zdy, ELEIM, DNA BE (X)) #KFRET ATP/ADP Z
. EEA ATP 89T, w587 A8 34 69 DNA.
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493 DNA W75 B5 2 400,000 AR WA ZEARIEY, HAA R
# 45 (gyrA) Fo A B ¥ 4% (gyrB) A %. DNA L SR E ML gyrA &
%, w ATP # gyrB RO &4 KM, gyrB WA A ATP B EHA R
AR EMBRMEER T gyrA 5 DNA 9B A Kk B &k, AT
ZF, BBAYD I BB FHELZY Y, cENETE ELE
%, ERREIAGAEER, AL, A T4%E DNA OB H4ER
BREFRIXAHRIAFEFRS, FASALEEY (IR FHEL
AT ER.

JERERGEERRE IR SE DNA Ixss, BiEFG L6 e
HIRGLSY, bl X RBRASE8, AEAEHYERNGAS
ERE, Pl it R . KA Y Ede gatifloxacin. XEAESHE gyrA
b, ARG RAWEE, Bnpfl kg, jlRME
T, R, &M OENAALXEAES Y FA (WHO #4, “Use of
Quinolones in Food Animals and Potential Impact on Human Health”
(EEREEDWEARTHEAPTARERGHLEZH), 1998). &
THEERELAREIAERE L, BEITHALESDOBELETRELR
BB XER IS DI LG K,

Sy AL gyrB £4MWHAN. EHaFe i 25 E
5% 8% % Al. cyclothialidine. cinodine # clerocidin. &4 %
FTHEEFELEFEFTETHRE gyrB &4, ¥, HEFEZE5UEORPE
FHRABRBEBERAENSE, REHLETEP ATP 95 E ATP &6
ERELS, FALEXHHFLSYHRERGERALEHZIEE. TEF
TR AEFTENEE LA ATP B E % (Maxwell, Trends in
Microbiology (A% FAH), 1997, 5, 102).

(THafrashhad, LR ETEaTEREEHRBELAE
S ABELELRE (XMAFH gyrB P4 Argld6) . BAEHRE
BB R T FAKG A E R A ATP BaiEH, R e FLtddhegdr
4B R KB Maxwell, Mol. Microbiol. (4F# A=), 1993,
9, 681).

REZAIV OAaBREERFHN, FEdFaztihi ARk 4E
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Eo# 2R, EN—KZRESN, BACNG@E5EHRIK,
NABAEMA FHRKEMEZE Maxwell, Trends in Microbiology
(BAEWHFAY), 1997, 5, 102). LIRX L 56, H9, HFHEH
gyrB A H MR TR, IH—FHHHANFLIFAGREETES, &
FRARABEREZGHGHFAGH L.

WTHRAEEZRZHEBACERATEG N R EERNE, B2 TEF
XEH. FRANGREE. EHAM, E2AHGRAEE, CNREY
—keW, AMEABRTATEERALE. XELSHERINTAT
ERNEREE EERISHEGAGERPHRELEFA S L5,

A 9 65580

REOCER, XEARGNEHBR A AW BEE I TRATAT mE AL,
XESHEAAEX I

H

RZTHABARGER, *£B CA%EEARA. —-C(RY),(CH).NRCOR.
-C(R")=N-OR. —C(R")=N-0C(=0) (Cis f&#). —C(R*)=NNRCO,(C,s B #%).
—C (R") =NNRCOR. ~C (R*) =NN (R) ;. ~C (R*) , (CH,) .NRCO, (C,- & #) . ~CO; (C.-6
f& #% ). —CON(R).. —-C(R").(CH).CON(R),. —C(R*).(CH,).SO.N(R)..
—CONH-OR. —S0.N(R).#~C(R*),(CH.) .NRSO, (C,-¢ A& #) ;

nsE 02 1;

FA R B Z M B ST RN Cre IR H;

RPZE B &, RFHF R A-CO0,(Cs BE#%) K—CONH(Co BE%), B R
—F#HA-[AK. ON. C f6#%. ZFEALKEAREALTA;

FAREAEAE, ek Rk Rt g X SRR, Kb Ak ke
TR K IR R E] Ar 65 CoAfFd Rk, MALELTMEK;

Z 7% C-R’ & N-R’;
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R°Z-(CH) NR), R T ABRNKGAE, #A Clak, FIrE,
Zegm Ak, FRE. FRE AFAREFREL;

FARBEIHKEAA., THRERKY Cs MARR, XHFHAR
5eMmEEeE —RMRE ENTKER;

FEARERIHAAA. TRAERKY CLLBEALAR, XFHAR
EEMEEGR—RBREXSTERK;

ZIRCR, MpRAROEAHER, FZANER, HpANKI
£ 469 FF

Ar BT RABRAR G FE. RF ALK,

AXLBSEATHEL, ZARIRI. AIHMABKE Tk~
A FHHE., XEIKK CCo BB, EMATEBPGRELA KR
SARMERET., P, ESOBEARADGHERRIARRKG A&,
IEARKKRTE. HE, RERALMA, FleGRREB)RE, GRERX)
AR CGRRE)HA LRI EZHAERRSG—RHSEAGRE K
X% REXFERAF —E+TARBRTHERPXE., 1N
FHAZRKFSH—HHERAGRE A F A BELeHES
A_E+ABRTHA#FIE, K& BRAKE”., WREL”
Fo MAKAER A TFTTUAHR—AXSIARFRTRAGRE. Hi
Zt, K& BE"AFF CL.BrxI. K& LEBEF"£FN
0OXKS. ALPHLENASWEOILSHGT B N-ALBH AR L
A AT 5 8T X 6 AR 2k,

BEA—ZwWAKAN OXRSHERTHRAEFTALR (EF
X) PEFHRLR. FELERGLH O 2k L, 3=k iA. N—%
ek o-okek . 4-skep R 5skek k| 3-FRBep K 4-F e gL
5-Fvleg g o-vE—wp h 5-vE e i 0-vBeg F 4-vEep K 5-vEep
A 2-wkeg b 3-wbeR K. 2-whve R, 3-whugA. 4-wbeRA. 2w
K. 4ok, o-gve Ak, 3-kk A, 2-Ee R 4K R 5-E
. 5-wgep . 2-=wk K 5-=wk i 2wy X -k, K
R Ep oK 2-wEa kA, -whaEwHhA. 2-waAEHE. 3-w
S L. 2-"BgRAR. 3-"Bok K. 4Bk, 2-BAAHHR AR, 3-EA
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Gk K. 4-ARDGHRAR. 1S, 2R A, 3-mB ek, 1-
ik, 2k, 1wk A, 2k E. 3wk, 4w, 4-
e b . — ek B (diazolonyl) . N-BAR &5 =k &, 1-X5 [c]
ek A EFEN. Rk R, EXibwkew. R
B LRRRR. XFAEEFEER. 9EFETR, T AFEHKFpEFER.

FE(BRPEFRY) AFREAALFEXECE, TALH—
AREABRE. FEROFERTFLAESBRAREAG L4 OERE.
-R. -OR. -OH. -SH. -SR. # & ¥ &) OH (#l=BEIK) . XK (Ph).
A Ph. ~OPh. B 65-0Ph. BB — EwWAZ R T 6 AR RBAK
6 £ £ XTI, -NO,. —CN, -NH,. -NHR. -N(R).. —NHCOR. —NHCONHR.
~NHCON (R) ;. ~NRCOR. —NHCO,R. —CO,R. —CO.H. —COR. —CONHR. —CON (R) ».
—-S(0),R. —SONH,. -S(O)R. —SO.NHR HK-NHS(0).R, R ¥ R ZHs A% H
I Be &I

EIAREFTARETASA —ARSARARE., BEREAXR
EF AL Ak LeESBARK G LF e Ed X T R85 55
Z oy AR A & T %] =0, =S. =NNHR. =NNR.. =N-OR. =NNHCOR. =NNHCO,R.
=NNHSO,R 2=NR. I bt 4 & T l4afe X Fiaf 6524k, #dw— (CH) ..
~(CH=CH), (CH,) ,~%~(C=C).(CH).~, A ¥ m A n M 0 £ 6 6§ & &,
ERAATAERL R &L A AR 65 JAERAX.

FHERIAFFHEFALTERGKTATEERK, R EESHR
KA &4 R, COR. S(0).R ## COR, FF RAMAKLA XK GREHRLA.

KARGERBRAARHEMHRLGR, EEXLALEGHTAH
ELZEFHE, REOWOHAXEBIARETALVGEE. RS
ARE, AXITHBLEHEHERTFTOEREMONA IR FHX;
kR THEARSHFCHRE SHAE, Hib, KAXHLESHHE
— W TR F FHEAR S e F ARG ES R FARRSHRRELR
A E.

AEREFRAEENAF ALY BARLG T %, LA
EHLGIWB B FFEAKEOX T AW T &,

AZ RS WG T EEIHE I-A. I-B. I-C. I-DF I-E, & F FfF:
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R’ R! R!
I-A I-B I-C
e
N
\_ /
HN_ g2
R1
I-D

A R. R, R Ar 2o LArdke), RZAK CslAEER. X
[-Afba-P ZFHHA.

#3465 R' A B €.3-C (R') NHCOR. —C (R*) ,NHCO,R. —CO,R #=-CONHR,
AP RATHRBMBEARG CLBALER, AR BELEARA. Cobik,
REBHANAREECMNHEBRGE —RMUR =KW OIEAR. HEG R
EH OFE-Co, bk, Co RRKA. -HAHE —CHC=CR’. -CH(C., &
#)C=CR® ##-C(Me) ,.C=CR®*, HE ¥ R° Z&. -C., l§#%. —CHNMe), %
—CH,0 (C,-s Bt 38) .

kW RPEBRZEA. R AZ-CONH(C., 5t4) H-C0, (Coa 2 ), R
Eiekiteg R®Z K. —CNA-C bk,

Hikeg RAAOETHRARAL RARAX - REARERKL Cu
Feik. THRARKG DA, sk, skeek, wber il FARFR.

kg Ar R RAF AL FR, O TRERRGEL ez
PR IR, TS5 Ar BB RREAAZH OETIH AKX B
A RER. 2R A BK. SOR. SONHR. &4, BARL. =
SAR At i,

Wikt X TPk 1w (RRA) . BETHEHEAT
L FAE: TAIH AR AEE (X28), IBHAGLEAE (XA,
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IC #eg 2 oked (X2 NH)

, IDHEe ekl (YR KD, TE 35692 whwk

(ZRR) .
Ar
v
PARN
X AN
\\ _z‘
N= R®
HN_  _~—R?
R1
I
k1
No. R’ R' Ar
1A-1 __N:> -CH,NHCO;Me __@
1A-2 _ND -CH,NHCO,Me S
N
1A-3 < -CH,NHCO,-CH,C=CH S
N
1A-4 _O -CH,NHCO,-CH,C=CH HsCO, N
‘t/}‘OCHa
N
1A-5 _@ -CH,NHCO,-CH,C=CCHj S
N
1A-6 -CH,NHCO,-CH,C=CCHj B
HN N*
I1A-7 S -CH,NHCO,-CH,C=CCH; \@OH
N® COLH
1A-8 _N:> -CONHEt \(\j
N
1A-9 N NH -CH,NHCO;Me S
— N
1A-10 1 (CHy)CH; -CH;NHCO;-CH,C=CH N com
1A-11 N o -CH,NHCO,-CH,C=CCH,; HOC N
\_#
TA-12 -CH,NHEt -CH,NHCO,-CH,C=CH C\—'j)
N
IA-13 N(Ef), -CH;NHCO,-CH,C=CCH, __(,N>
=
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No. R’ R' Ar
1A-14 H3C -CH,NHCO,-CH,C=CH ‘ S
-0 v
1A-15 CHy -CH,NHCO,Et ( >
—N
IA-16 CH3CH; -CH,;NHCO,-CH,C=CH S
p
-4 Q
1A-17 —N/_\N-CH3 -CH,NHCO,-CH,C=CH B
— N
- am -
TA18 | \_ohyen CH,NHCO,Me _@
s
1A-19 -CH, -CH,NHCO,-CH,C=CCH; »
N"“CH;
1A-20 -CH,0OMge -CH,NHCO,-CH,C=CCH; 7 N
1A-21 _ND -CH,NHCOCF, _@
1A-22 -N:> -CH,N-(cyclopropy)CO,Me _@
1A-23 _@ -CH,NHCO,-CH,C=CH __@
1A-24 —N:> ~-CH,NHCQO,-CH,C=CH \m
N
1A-25 —N:> -CH,NHCO,-CH,C=CCH; | >
N/
1A-26 -—N:> -CH,NHCO,CH,C=CCH,N(Me), l >
NI
1A-27 __N/:> -CH,NHCO,C(Me),C=CCH,N(Me), 5
N/
[1A-28 _@ -CH,NHCO,;Me ' B
N
1A-29 _@ -CH,NHCO,Me _@
[A-30 H3C -CH,NHCO;Me
-0 <
1A-31 ~-CH,NHCO,Me S
“< ] .
N

34



01805042. 5

M

B ZE10/51m

No. R’ R' Ar
1A-32 :>CH3 -CH,NHCO;Me D
1A-33 | CHCHy -CH,NHCO;Me _@
1A-34 N(ED), -CH,NHCO;Me _@
1A-35 _@ -CH,NHCO,Et _@
1A-36 _N:\N_ CHy -CH,;NHCO,Me _@
1A-37 N -CH;NHCO;Me
N )
1A-38 ‘ND'ND -CH,NHCO,Me _@
1A-39 _O -CH,NHCO,-CH,C=CH \(ﬁ
l 4,
N
1A-40 _@ -CH,NHCO,-CH,C=CH S
.
N
1A-41 __N:> -CH,NHCO,-CH,C=CH _@
1A-42 :§H3 -CH,NHCO,-CH,C=CH _@
1A-43 _O -CHzNHCOzMC \(ﬁ
L
N
1A-44 :> -CH,;NHCO,-CH,C=CCH; _@
—N
1A-45 __N:> -CH,NHCO,-CH,C=CCHj \@OCHa
OCHs
TA-46 _@ -CH,;NHCO,-CH(CH3), _@
1A-47 ’ND -CH;NHCO,-CH(CH3)C=CH \m
Nl
TA-48 _N:> -CH,NHCO,-CH(CH;)C=CCH, 7S
N
1A-49 _N:> -CH;NHCO,-C(CH;),C=CH 7S
N
1A-50 _N:> -CH,NHCO,-C(CH;),C=CCH; S
Nl
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No. R R Ar
1A-51
—ND N_O__C=CH »
N P
LG N
0
1A-53 H X
ND N‘n’o‘C-CECH ' N*
O H,
1A-54 H B
—N
:> NT\’O\C—CECCHg, ' N
O H,
1A-55 _ND -C(CH;),NHCO,CH,C=CH ®
N
1A-59 _N:> -CH(CH3)NHCO,CH,C=CCH; S
N
TA-60 'ND -CH(EtYNHCO,CH,C=CCHj S
N
IA-61 _N:> -CONH-OCH,C=CH 7S
N
1A-62 _ND -CONH-OCH,C=CCH, S
N
1A-63 _ND -CH,NHCO,CH,C=CCH,N(Et), 7S
N
1A-64 -CH,NHCO,-CH,C=CCH; B
HN N®
1A-65 HN:>_ -CH,NHCO,-CH,C=CCH; B
N
1A-66 \-N:O -CO,Et _@
1A-67 \_N:NH -CO,Et _@
1A-68 \"'O -COyEt _@
1A-69 \_N/-CHa -CO,Et _@
\—CHj,
IA-70 __N:> -CH(Pr)NHCO,CH,C=CCH; 7S
Nf
IB-1 D -CH,NHCO,Me _@
—N
IB-2 _N:> ~CH,NHCO,Me S
N/
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IB-3 -C - =

N
IB-4 _O -CH,NHCO,-CH,C=CH H;CO,
=N
IB-5 _@ -CH,NHCO,-CH,C=CCH, S
N
IB-6 -CH,NHCO,-CH,C=CCH, S
HN N’
1B-7 S -CH,NHCO,-CH,C=CCH, \CEOH
N* CO,H
1B-8 _N:> -CONHEt 7S
N’
- I\ -
IB-9 N WH CH,NHCO,;Me S
- N
IB-10 | (CH,);CH; -CH,NHCO,-CH,C=CH @’ COsH
IB-11 N o -CH,NHCO,-CH,C=CCHj HOLC, N
N\ /
B-12 CH,NHEt -CH,;NHCO,-CH,C=CH C—“j)
N\
IB-13 N(EY), -CH,NHCO,-CH,C=CCH; _<9':\>
=
IB-14 HiC -CH,NHCO,-CH,C=CH 7S
D :
IB-15 CH3 -CHzNHCOz-CHzCECH I N
~N N
IB-16 CH3CH; -CH,NHCO,-CH,C=CH S
_3 > N®
- I\ o - =
IB-17 N N-CH, CH,NHCO,-CH,C=CH S
—/ N
, . OCH
IB-18 -—N:___/\N—CHZPh CH,NHCO,Me \@ 3
OCH;
iB-19 _CI—I3 -CHzNHCOz-CHzCECCHg 1 =
N““CH,
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No. R? R! Ar
IB-20 -CH,0Me -CH,NHCO,-CH,C=CCH; 7N
B-21 _N:> -CH,NHCOCF; _@
1B-22 _ND -CH,;N-(cyclopropyl)CO,Me _@
IB-23 _@ -CH;NHCO,-CH,C=CH _@
IB-24 "ND -CH,NCO,-CH,C=CH S

N/
IB-25 —N:> -CH2NHCOz-CH2CECCH3 l N
N
1B-26 _N:> ~CH,NHCO,CH,C=CCH,N(Me), S
N
1B-27 —N::> ~CH,NHCO,C(Me),C=CCH,N(Me}), l O
v
IB-28 _@ ~CH,NHCO,-CH,C=CCH; _O
IB-29 -CH, -CH,NHCO,-CH,C=CCH; _@
1B-30 _@ -CH,NHCO,Me _@
IB-31 -CH, -CH,NHCO,Me _@
IC-1 :> -CH,NHCO,Me _@
—N
IC-2 :> -CH,NHCO,Me \m
—N | .
N
1C-3 __<] -CH,NHCO,-CH,C=CH 7
N
IC-4 __O -CH,NHCO,-CH,C=CH H3CO,
N\ I>-0CH3
1C-5 _@ - -CH,NHCO,-CH,C=CCH; B8
-
N
IC-6 -CH,NHCO,-CH,C=CCH; S
HN N®
IC-7 S -CH,NHCO,-CH,C=CCH; \@OH
N® CO,H
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No. R R Ar
IC-8 -CONHEt B
_N ‘ )
® A
IC-9 _N’_\NH -CHzNHC()zMC | N
— %
N
IC-10 «(CH,);CH, -CH,NHCO,-CH,C=CH C\—f;l COH
IC-11 - o -CH,NHCO,-CH,C=CCH; HO.C N
—/ -
W/
IC-12 -CH,NHEt -CH,NHCO,-CH,C=CH =N
)
s
IC-13 N(EY) -CH,NHCO,-CH,C=CCH; AR\
2 _(/N }
IC-14 HsC -CH,NHCO,-CH,C=CH 7S
-0 N
IC-15 CH; -CH,NHCO,-CH,C=CH 7
—N , N®
IC-16 | CHsCH; -CH,NHCO,-CH,C=CH S
D )
IC-17 _N/—'\N_CH3 -CH,NHCO,-CH,C=CH ®
; - OCH
IC-18 —NCN-—CHzPh CH,NHCO,Me \@ 3
OCH,
IC-19 -CH, -CH;NHCO,-CH,C=CCH; 7S
N CH,
1C-20 -CH,0Me -CH,NHCO,-CH,C=CCH; _CN
IC-21 _N:> -CH,NHCOCF; _@
1C-22 -N:> -CH;N-(cyclopropy!)CO.Me _@
1C-23 _@ -CH,;NHCO,-CH,C=CH _@
IC-24 __N:> -CH,NHCO,-CH,C=CH \(ﬁ
Nl
IC-25 _N:> -CH,NHCO,-CH,C=CCH; B
N
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No. R? R! Ar
IC-26 -CH,;NHCO,CH,C=CCH,N(Me), e

D 0
IC-27 __N:> -CH,NHCO0,C(Me),C=CCH,N(Me), 7S
N
ID-1 -CH,NHCO,Me _@
-~
ID-2 -CH,NHCO;Me o
-0 S
@
ID-3 'CHzNHCOz'CHzCECH ! ~
— N
ID-4 O -CH,NHCO,-CH,C=CH H3CO,
=N
—{»—ocm
N
ID-5 -CH,NHCO,-CH,C=CCH, X
—< > .
N
iD-6 ‘CHzNHCOz‘CHzCECCHg i N
HN N
ID-7 S -CH,NHCO,-CH,C=CCHj OH
N COLH
ID-8 _N:> -CONHEt 5
N/
ID-9 "o -CH,NHCO,Me S
L — N’
ID-10 | (CH,):CH, -CH,NHCO,-CH,C=CH \/:—N
\ /~COH
ID-11 -~ b -CH,NHCO,-CH,C=CCH; HO.C N
~/ -
nY,
- - ~ " - =N
ID-12 CH,;NHEt CH,NHCO,-CH,C=CH _<\:,&)
ID-13 N(Et), -CH,NHCO,-CH,C=CCH, __(,N:\>
=
ID-14 H3C -CH,NHCO,-CH,C=CH S
-0 N
ID-15 CHg -CH,NHCO,-CH,C=CH 7S
- N
ID-16 | CH3CH; -CH,NHCO,-CH,C=CH 7S
_3 > N®
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No. R’ R! Ar
ID-17 _N/"\N_CHs -CH,NHCO,-CH,C=CH 7S

A — N’
ID-18 —-N:\N—CHzPh -CH,NHCO,Me \@OCHa
OCH,4
ID-19 -CH,; -CH,NHCO,-CH,C=CCH; S
N““CH,
ID-20 -CH,OMe -CH;NHCO,-CH,C=CCH; _C
N
ID-21 :> -CH,NHCOCF; _@
—N
ID-22 :> -CH,N-(cyclopropy)CO,Me _@
—N
ID-23 _@ -CH,NHCO,-CH,C=CH _@
ID-24 _N:> -CH,NHCO,-CH,C=CH S
N
ID-25 _N:> ~CH,NHCO,-CH,C=CCH; 7S
N
ID-26 -—N:> -CH,NHCO,CH,C=CCH,N(Me), I B
N
ID-27 _N:> -CH,NHCO,C(Me),C=CCH,N(Me), S
Nd
1E-1 'CHzNHCOzMC =
—< > |
N
IE-2 E\l N\ -CH;NHCOzMe i N
— N’
IE-3 | RS -CHzNHCOzMC l <\
N* N°
1E-4 7R -CHZNHCOZMC N
N -
O A
IE-5 -CH,NHCO,-CH,C=CH O
—< > i
N
IE-6 N -CH,NHCO,-CH,C=CH S
— N‘
1E-7 7S -CH,NHCO,-CH,C=CH S
N° N
IE-8 AN -CH,NHCO,-CH,C=CH S
— N’
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No. R} R’ Ar
1IE-9 _@ -CH,NHCO,-CH,C=CCH, X

|

N

IE-10 5\‘ \ -CHzNHCOrCHzCECCHg l N
— N'

IE-11 ' S -CH,NHCO,-CH,C=CCH; | S
N N

IE-12 _CN -CH,NHCO,-CH,C=CCH;4 i B
— N

IE-13 _@ -CH;NHCO,CH,C=CCH,N(Me), ' S
N

1E-14 _@ -CH,NHCOQ,C(Me),C=CCH,N(Me), ’ D
N*

IE-15 /_@ -CH,NHCO,-CH,C=CCH; B
' 2,

N

1IE-16 /_{“—=> -CH,NHCO,-CH,C=CCH; ' S
W/, <

N

1E-17 =N -CH,;NHCO,-CH,C=CCH; ' RS
W/, P

N

1IE-18 /_CN -CH,NHCOQ,-CH,;C=CCH; I S
4, P

N

1IE-19 /_l“{‘l-} -CH,NHCO,-CH,C=CCH; ' S
N’

1E-20 /_<-_N)H -CH,NHCO,-CH,C=CCH; | \
N

1IE-21 /—CNH -CH,NHCO,-CH,C=CCH;, | \
N
1E-22 Et -CH,NHCO,CH; _@
1E-23 Et -CH,;NHCO,-CH,C=CCH; _@
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AEXPASY — K TRBTRARERAARL L oe) £ T EMLES
ey EmAHE, FRT TARAR. — AR L#HZ Katritzky
#+ Rees, Comprehensive Heterocyclic Chemistry (ZZ4&-Z3R4L3),

vol. 5, 1984, Pergamon Press. T+&®A ¥, X I & Ar £F T WL
REXE. BALAGBBRARHER G RS2, X bippEiiE R
FHFEARRELGHESD.

#AA T
a,b c,d ; ‘
__.—-’——)> N — s N
S NH,

S N \ —_
—_ N N
EtO OTi 0 o < >
3

O
1 2

? e

..--—-» ’N.— D

HN VZ O HN # o
‘<_ N Noch,

H H

4 5

EM At (@) (Et0,0),CHBr, ", ¥¥X, Mk (b) = AT
B EF, 2,6-—W3wkee, CHCL,, 0°C (c) Me.AlCl, MeNHOMe-HC1,
CH.Cl,, 0°C (d) wk®g, WX, A (e) LiC=CCH,N(Li)CO,t-Bu, THF,
0°C—»RT (f) H,NNH,, EtOH, RT (g) =# T &, CH.Cl, (h) =k=-1-
RETE, U, M&

LRABI BEFREAERKSWAHHERE, L fgabme 4-
{1 R BHEBK, ZEAAr REEAPREZRTAH. BHEAHERE
RAARFTEmHALGE, FTHEWA) FOHRREED TR LEERR,
B Al 4~ (RARAR ) ek,
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AR 11

EF Fo 54 (a) EtO,CCH(C1)C(=0)R°, EtOH, #m# (b) Me,AlCl,
MeNHOMe-HC1, CH.C1l,, 0°C (c) LiC=CCHN(Li)CO,t-Bu, THF, 0°C—RT
(d) H.NNH,, EtOH, RT (e) = # L&, CH.Cl, (f) =k=-1-% B V&,
L, M

ERFEZ I BFX IA S He — iR, B RERERFR.

#AAEIII

Nz
S7NH, \Nm HN N
M?O o) N\ o
1 9 OE! 10
f, A . I
g S_‘N h,i,j,k sy
N= N(RY:, Nt N\-N(BY,
HN_ 2 HN__~
. o
0" “oEt NN
11 H 12
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X M F &4 : (a) Et0,CCH(C1)COCH:OCH,, EtOH, e # (b)
Me,A1C1l, MeNHOMe-HC1, CH.Cl,, 0°C (c) MeMgBr, THF, 0°C (d) KOtBu,
¥ B — B, THF, RT (e) HNNH,, Z &, EtOH (f) BBr;, CH.Cl, (g)
(R*) NH, THF (h) LiAlH,, THF (i) SOCl,, CH,Cl,, 0°C (j) NH,, ==&
¥ (k) sk-1-RERFE, CH, Mm# (1) EtNH, MeOH, imi#

bk III 27X IA Eto e —KR%E, £F R 2L
(CH) ,N(R) . p & 1.

Az IV
E" \j a,b ; c i
0" N —— O N
0% N=C=0 EtOWOH EtO oTf
o) O
14 15 16
. }
N oT Meo’N"“)—(N
MeO e
6 O
17 18
o; \EN O; ‘EN
f.g — h,i =
—_— N= N _— N= N
HN 2 O HN ~
o 0
N*o_{_ N"No—
H H
19 20

A A 44 (a) Et0,CCHS' (Me).Br, 60%NaH, THF (b) + &%, 195°C
(c) ZRFHBE, 2,6-—FHEWrE, CHCL, 0°C (d) MeAlCl,
MeNHOMe-HC1, CH.Cl,, 0°C—RT (e) % ® , W %, 90°C (f)
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CH=CCH,NHCO,tBu, n-BuLi, -15°C—>10°C (g) H.NNH,-H,0, EtOH, RT (h)
(4:1) CH.C1,-TFA (i) CICOMe, EtOAc, 1.0ON NaHCO,

LR AR IVETFTRLBE ALY IB 9H&&R, L Priaig
8 44 R HEARK, KEA Ar REEF RRBRTAH. BB
% (a) o (b), "Bk BARM A & A F Tetrahedron (W&4K), Vol. 29,
1983-1990 (1973) PR il &9 % i,

WAV

Q.
TZ
Q
O
N
T
Z
8,
Z/
o
|
T
w

AM A L4 (@) (COCl),, 3, CHCl,, RT (b) MeNHOMe-HC1, Et.N,
0°C>RT (c¢) k%, W%, 90°C (d) CH=CCHNHCO,t-Bu, n-BuLi,
-15°C—>10°C (e) H.NNH.-H.0, EtOH, RT (f) (4:1) CH,Cl,-TFA (i)
C1COMe, EtOAc, 1.O0ON NaHCO,

E#EFEAEV B 7784 IBHHERE, B Philamsy 445 R) & &

46



01805042. 5 oM P EE22/51m

FABBRK, Fl ol AxLAR. BT %), T4 £ REA T J. Chen.
Soc., Chem. Commun. (EHE4LFL4EAFEM), 29-30 (1995) Frik
A E.

wAE VI
cl N_-Ph
Ar\n/\n,OEt a Ar \[('YOEt b Ar— | Ot
o O —_— —_— o)
O O S
25 26 27
'e) OH 'e) N.
OMe
28 © 29
N_-Fh Ph
N
Ar —</O ' Ar—¢ |
e,f '\} N 0 g,h o B o
—————————— - e —
N HN"{) N-N" HN—
~l< H O—
30 31

AKHFa44F: (a) C1S0.Cl, CH.Cl,, RT (b) PhCONH2, #, 150°C (c)
IN NaOH, —"%% (d) i. #HHE —=k=, THF; ii. MeNHOMe-HC1, Et.N
(e) CH=CCH,NHCO,t-Bu, n-BuLi, -15°C—10°C (f) H.NNH,H.0, EtOH,
RT (i) (4:1) CH,Cl,-TFA (h) C1CO:Me, EtOAc, 1.0N NaHCO,

LR FERVI BF IBRAHHHERE, LR 442 R)
#F R, XEUEEAH.
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WAZ VII ;
R3 o~ a Noy b,c,d N‘N
Tt T ¢
—~— 3
\ o RY © "

.OEt ’

37 38 39

ef

40 41

E A F 44 (a) PhNHNH,, Et,0, RT (b) 47K NaOH, MeOH (c) #%
— k=, THF (d) MeNHOMe-HC1l, =+ & % T B, DMF, 80°C (e)
LiC=CCH,N (Li) CO,tBu, THF, 0°C—RT (f) H.NNH,, EtOH, RT (g) CH.Cl,,
TFA (h) 1k=EKRTE, TH, M#

ERAAVII 27X ID k) — ik 2. IHERFHESL P
RRBERAZIEHRRFEGHLED.

AR VIIT
a,b NN c,de =N
- 3 \ N \ N 3
O o R3 0 R
N.._.
OFEt MeO.
32 33 34
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KA. (a) KOtBu, ¥ 8 — Z &, THF, RT (b) (i) H,NNHR, -HOAc,
EtOH (ii) 4 & (c) 47K NaOH, MeOH (d) #HHA —<kek, THF (e)
MeNHOMe-HC1, — @& A TR, DMF, 80°C (f) LiC=CCH.N(Li)CO,tBu,
THF, 0°C—RT (g) H.NNH;, EtOH, RT (h) CH.Cl., TFA (i) 1-=k=%
BRYE, CTH, M

E® AR VIII 27K IE s o) — &4 & &5,

AKX GBI FHTE— KR TATHRAEH @ELRE, T
ABREZRBE WA T EENGAA LW b OELRET T
A% B X4 KB (Streptococcus pneumoniae) . FRIK 44 K B
(Streptococcus pyogenes). £M¥ B (Enterococcus fecalis). &
¥ 3 B (Enterococcus faecium). A X % & 18 K. & (Klebsiella
pneumoniae) . M # B (Enterobacter sps.). % % # & (Proteus
sps.) . 2 M8 # ja B (Pseudomonas aeruginosa). X ¥ # & (E.
coli). ¥ # & K B (Serratia marcesens). &% & 3 &3 & (S.
aureus). Coag. Neg. Staph.. R34 # (Acinetobacter sps.). #
1K # (Salmonella sps). &H K # (Shigella sps.). #I1EHH
(Helicobacter pylori) . & & 4 ¥ A # Mycobacterium
tuberculosis). B4 A H (Mycobacterium avium). JeR S EAFH
(Mycobacterium intracellulare). 48 X % ¥ # B (Mycobacterium
fortuitum). % 4 # 4 E (Mycobacterium chelonae). i #45H 4
B (Mycobacterium kansasii) . & & "¢ fo #F ¥ (Haemophilus
influenzae) . ®%§ X ¥ 4% Z 5 ¥ i} ¥ (Stenotrophomonas maltophilia)
Ao L4 B (Streptococcus agalactiae). AAWFF EH KT
RTEH. BB TERXFERAENRR. PEHRXER. E
RREAREPOERRRTRERE. WX, FRAGoRE. F
XY REFhALE. FERAZY I OELRRTRERLE.
X, WX, ABREHRBEEE. FHELPRAE BARE. &
X, M. RERBEELERAHELE. FARG AL ABRETHRY
miem Yy EETE. KiE FERBRE TIALINRFESHEE,
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$£%ﬁ%%mA%@%&I%A%&ﬁ%%LT&i%ﬁ%%
FETESHEKR, TERALSHTATHRLOL A IGEFHN., XX
HPOLFEERRTREL. REHM. gﬁ%&ﬁé%ﬁ%l‘aaé
el H . mEETRERMN. LEFHAN. REMN. RBEEN. 49K
Bf. 2KEF. £EAAHN. w7 RFIRLEIEE LS.

XiE BFEITEZHERRBORZLFOEAK, ETUAERL
Rioh—RFELLY, FAEFEARELBHEFEHE,

TAREALPEHASH THAFETEZOEAOERZRIR
FEFIHEN. AL, BRRE. FHRE. FES (FleAhFg
EG) . &k (fledggd) . HRE. LWER., LERY.
FHBEFRGRBEHERSY. K. AXEBR (HohREaHE
G, BBAR. BBREAS. LA 3. &ﬁzim& ZEEER

) RLERERE. 43 EWR. RL_8. BYRAGEEH.
ERHRE. . %Lﬁﬁ§WW%m&£A% FEBRAFILIY
Y B F % (SEDDS), Hldwa-LFB. BT =8 1000 3EHEE, i
KRR 0 B S B R R.

AROAX I AR ERAIGEHELSHY, XEE5H
BT ETAFOANZTETHELARIE I TR, XEHY
OEARRETREE. XA, %ﬁéé%é%ﬁﬁ% fig .4 By iy
A, wEEFERAN. LEFAN. REHN. REEHN. @LET.
ARKEF. LEAHN. auil&%&ﬁm iR ANASY.

A& GFXLOARE " RAORNETAKREEEZDABEARK
BE. K& MEFLOAREZ " BOAAFRGREARNLREE F 4
HREAANE.

TABEFAFTXEIALL AL R ENKRABGRLEKRTE, %
FERIAR YV HERANFTERGARER TR, KABREERKAR
TURETAT EFRBARARTFRIEETG T X, NN EARFHFE
K.

Blde, KEARAHKEHTAREBFETEIHIANTER mE &
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EREROEFAHFLETESHFTILY, 2T AXRBEELE
RERE P ER.

HABRREE, AXALAEHTALEBEY R E TR TET X
BPAREKBE L ORBERAER. EZXEAEGHTTARAEIRG
WohREEEEALANSH—R, A58 HMNELSHALY
FHERAE K. Hl, AEAARSH TUARESBFETESGE
YERABH, BERGFLEOARELYE, UKARPAKRLTHE R
KA.

XIS HETUEEAREFERLYS, I HaE L
LB RFTREE. AL DESELGHTELHEN, ©
MTARERFA N EFLSS., FARRESE, REXLVGEHHX
REHESH LR IEAHE H—FHETXAGHNGASE.

AEXBHEpEasHhTREAT R, BMES. BAAREF. BHF. A
HIRAERIKET. AB. &. H. FAXZHHEAGELH., KX
AEPEASWTALAEEFTARLFAEF ETEZGEK, BAHX
BEHN. EAEHRAT, TRAAZFLITESHER, BRIXEFTHAT
E H &g pH, AERLEIRHAGHUEDREBERHGXGELH, KA
AHREMBSIOEAT. AR, KA. WA, £FA. BBEA.
BMEA. A, REFELARAAZHIBERER.

HEHBL Y TARLATERFHANAHBX, Fle LB TEHGK
ERRWER., EFERTARBRARCHGRERKERY, FRAZE
SR REBEAM (Flde Tween 80) FEFH. LB EZHMNETILZ
AR TERABRLER ABRANRENZAEG R RN TELY,
Blhe 1,3-T 8. TEIORAFRERN TURRAEESE. K. K&
RAERRFEIRAALEZR. 9, LBAGEZHELFTAAENRE
FAR. Ak, TARAEESBAE TN, &6 R6)HibhE X
Hb . BWER. PledBR AL dEMEDTA TEHSNGH &,
CMARXKGEFETESTHN, bloBMdERb, LLZEAN
BEALHEALAER, IEBHERXERETASAKEERENRNS
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BN, ) de 7 I 25 S AT R 6 AR 2 X AR 40 0 BE.

AXPHHBEHALIoRLY, NERLZoRTESH, 6
FEFRTEEMN. A AH. ﬁéi&#iﬁi& EoRRMNOHEALT, &
AEAKOENLERIRES. BFEERNEARTN, HloBlEBe. £
ThREMG o RELH, ﬁﬂ%ﬁ%%@%%ﬁ#?#%l*&% *
KEREBERPAEBEORESYE, WEKRSEAETHERSPILLE £
Fl. R EZGE, TARAFEHEAMNF/ RN/ REEMN.

AZRHEHASHETARENGBX, ATAHRLY. k4
P TRBIERARKL VA5 E L6 IR BB H M4 &,
GREBEHNEERTLAEAK RREAMBETRZRE, HAAELEELH
AR, BRERES., TEMACEELIRTITIIR. ¥2 R
— B,

LMEERTBREDARFRAEBLYRRABEN, ALHYH
DB PEERLERALARAY. XTEAKAXRAY, B84
BEHBRARKEN, A PERarEFXERESKRT. ATAL
RS H B HREEGERCERRIRT I Hm., RKLH. 964,
AB. RALHEREAAKELL Y. LK, HABRRSEE, B
U TARRPNBRESHENIEN, EPERLSHEFIRE
MEBKY, ELGEAROCERRIRTF o, Bkl AL H IR
Bi. ROLABEES 60, SpsfEesd, SRR, 2-FRA T K& KT
AR, KEXBHEWELSHET AL AR RESGE BN B HF
ATTHRBE. HEFRLEHELRNELOELERLLAA.

AZXREHBAEHTUALIFRALEMNRBEAMERAL S, X £4A
S ABREDHANARRpGRERAA L, TRARHREKRER, F
AAXFTERARESGG BN, BEEDAHAEGRKLHERN. B
BACE- By Fo / X, F Ao R AT T dm 0 3 2 ) SR .

£4 0.01 54 100ng/kg REFXZN. ek 0.5 54
75mg/kg R EH X, mKEELY 1 5 50ng/kg REHF X Z 7 iF
BRSNS HEHNERFLEE—FEFTTRATREAEF OB S
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BmARE, Hlimh X443 ¥ (Streptococcus pneumoniae). AR
3 # (Streptococcus pyogenes) . £ M3 & (Enterococcus fecalis).
B M 3 ¥ (Enterococcus faecium). AF X % & 18 K. ¥ (Klebsiella
pneumoniae) . M A B (Enterobacter sps.). Z % #H # (Proteus
sps.) . % MK IR ¥ K ¥ (Pseudomonas aeruginosa). X M # # (E.
coli). # M F K& (Serratia marcesens). 2% & H HHH (S.
aureus) #= Coag. Neg. Staph..

BE, AAPHHAEGHHERKELEL 1 £5 4%, REAEARK
A, 4WiE. TELETARAFERIERTE. FRRS T
ERAMAREBRE-HNEG TR AN AT EBEEIPFIHL S5
Xfrst. BBGHNKESA L 5%E 4 O5%FE RS (w/w). ik,
XEHMNEAL 20% 54 80%E ALY,

BAXPBEHEALX 1 eHWE F5—FHREFEHFXTAE R
MEEH, BREVFFIGEDENERPTHRESIALE —FEHE
EFLHNEGYH 10%E 80%Z M, —LEEFHEMHANKE, RS
Ty, TALURERLXRNESY. HEVWRASGHEEN 3. BB,
ME NEXLHFETRELAE. FIEALRAT, & TH
FERFELEETEAIARERERP LS L3471 RS 5.

EH RARNKFRALRNGE, THREZRLREIEN B ERREISY
ME. XTHEZEZHEAAMNEFRLEATHNERRETEAHA L, 0K
TR B E e, 8. KE, —KREEKS. B, 44,
LHEE. HErE HPELS AROEERLRE. BLAER
8 & B Fe b J7 E I G 3 B

AZXR—FERFTXREATETRIRAG SEF ZHE K LR
EME Tk, CENEZTETELAURIMREELSY. Hhus
NXAEFREFETEZHREAG T &,

AEPUEHETREAZE© %8 B 00T XM, AT
kN, AXBREWRAESTEDTUARTEX THE ©15%5 B X1
FlAD AN WD Tk P B E#E B ER, RETUsLAE
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VARZRVOGBREIWEELES, AT EMREER. TEPLEHLH
SE %A B HHMNRESARSAMBREEIBRRARAAERERS
e,

AT EASRERELY, L8 T Lapl. X3k LML
B, R AREMEARHAAGEH.

& B

) 1. 2-FR-4-ZRAFHBRAREE-5-R R L&

7

SN
EtO-‘é—(OSOzCFg

o A-F K -2-F R ek 5% B LB % # B Kedersky ¥, J. Med.
Chem. (E#HiFLE), 34, 2158 (1991) srEEFH & 6. £ 0°C
F. &% FA (2. 3mmol) & CH.Cl, (10ml) & FHELMmA 2,6-—F 1k
WeE (2. 53mmol) #= = &, ¥ &5 &% BF (2. 53mmol) . ¥R B A& 0°C £ %8
BHHIE.FR LRSS A CHLL %, %5 A 5% NaHSO,. 7K. NaHCO,
Feto e KL%, REZEMSO, T8, EAZTRE. AU RGEKE
EERE 820 AT E T ALY, Ha e RHHEEK,

1y NMR (CDCls): & 1.4(t,3H), 4.4(g,2H), 7.4-
7.6(m,3H), 7.95(m,2H).

T 2. 2-RK-4—kw-1-A - -5-K B LB

e

SN
cod 4

G LR &8 2-FRAA-ZRAFTHEBEAL K4 - 5-K 8 L8
(0. 75mmol) & F X (5ml) & & F MA KR (4. Smmol) . HFR EBAE B m
HEFEBCE2 . RERREYRALBLERSE, SERAKPEK
ik, 2 MgS0o, T, AR N R &% 5723 RIS (96%),
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ARG,
ELf 3. 2-FEA4-%R-1-A-Ed - 5- BBV AE-FA Bk

¢

S°vN
HaC —
3N«(HN

o )

HaCO

£ 0°CTF, M#EBN 0-—¥ A (3. 62mmol) ¥ £ K CH,LL, (5ml)
B P mAJA T A4S (3. 62mmo]) #ATRE R, KB RAWA 0°C
THHA 0.5 . REEREGPIKEEZZEER, Redmp LH s 2-
FH -4k -1-F—E 4 -5-% B L& (0. 724mmol) #5 CH,C1, (2ml) i%3&.
RERXEREMWEERT. ERTHEAE I, BAHE 0°C. &2
#He 2. 0N NaOH B R %6, WEEER, A CHCLERBLR, KA
FEL A 1. 0N NaOH Fo 2K 2k %, 2 MgSO, F38, HEAZ b4, 235
REMH, BREZEZFE L, AXERKLIEEK O E 98%) .

I NMR (CDCl;): & 3.35 (s,3H), 1.6-1.8(m,6H),
3.3(s,3H), 3.5 (m,4H), 3.7(s,3H), 7.3-7.4(m,3H), 7.95(m,
2H) .

Tl 4. 1-(2-KE-4-vkee-1-K Kk -5-2) -8

¢

SN
o

£ 0CTF, e Lo &6 2-K R -4—vkog-1-HK—Eek5-% 8 F &
A& - K -8 & (0. 754mmol) # THF (5ml) 35 & ¥ M A MeLi-LiBr
(0.83mmol). WHAEALEREWHEERRE L, REMANFENLER
X, RLBLEBER, ARmmAREKEE, 2 MgS0,. T8, LT R
%, REBENH., RREZBLFINIFENLSY (T2%), HEEh,
H NMR (CDCli): & 1.6-

1.8(m,6H), 2.45(s,3H), 3.5 (m,4H), 7.4-7.5(wm,3H), 8.0 (m,
2H) . ‘
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LB 5. H5-(2-FK-4-vkw-1-H—Eek-5-3)-20-wbk-3-3%

B LB

S_‘N
HNNf{(D
CO,Et
e A &6 1-Q- KK 4-%kw-1-K -k -5-H)- 7 &
(0. 545mmo1) #9 XK THF (5ml) &+ # M 1. OM —&Téfém THF 3%
(0. 654mmol) #ATA . HRAREETET. ERTHHE 1554, A
¥ 8= % (0. 600mmol), 4B E Z&M % Shed THE (6ul) H&, A%
= T B 30 5-4F. Im Ak T & (0. 710mmol) #= Z.B% (5ml) B X R & %A
Y. EAETHREEN, KRGO WETLS EtOH Gnl)., TEER
A — K 4B (0. 655mmol) &2, KRS AE 80°C Tk 1 /o, HEA
EYREMBHRERR, FREGDET LR UE. FxAiimn K.
fafe NaHCO; Fe K 2b %, REZ MgSO, T, AATFEL, #3%
G EIR, R EEEFIIFELSE (59%), HFHE K,
14 NMR(CDCl;): & 1.4(t,3H), 1.6-1.9 (6H),

3.1 (m, 4H) , 4.4(q,2H), 6.9 (broad s,lH), 7.4—7.5(m,3H),
7.9(m,2H) .

ELAH] 6. 4-FAFTR-2-K KX —Erd-5-% B P ES

e

SN

HgCO—z—&’OCHa
o]

H# B De Kimpe ¥, Synthesis (&), 188 (1986) 4] & &
CH,0.CCH (C1) COCH,O0CH, (68mmole, 1.2eq) #3% 3+ EtOH (75ml) iXi& A
ARAREF B (7. 8¢, 56.Tmmole, 1.0eq) &%, BIBFH/ERLYEA
RTER8 . RRASWAE LR LE 544 NalC0, Z 1] 5B, AM
ERAKFEREER A, RELLKEBRATE, ALT YRS, &
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e, Z2daEKE#EE, AO:)TK-CRLUEXRK, F3)
6.98g (47%) #rALSH, AHE L 5 EAK.
1y NMR (CDCls): & 3.6(s,3H),

3.9(s,3H), 4.95(s, 2H), 7.4-7.5 (m,3H), 8.0 (m,2H).

Tl 7. A-FEFTE-2-FRE-Ed - 5-ZRTVTRE-FEABE

HaQN-<F=‘»4JCH3

HsCO O

£0CT, GERN 0-—FEEK (13.3g, 136.3mmole, 6.0eq)
# L K CHCl, (250ml) E & F & & K4 = F X & (12. Tul,
136. 3mmole, 6.0eq) # AT, FAFRESME 0°C THHF 2 5,
REWREZE RT. AIZRAD PR LR &6 4-FRFPR-2-F34-
ek —5-F BR W BS (5. 98g, 22. Tlmmole, 1.0eq) ® =& ¥ iz (20ml) &
&, RERRERSGYHEZERT. ERTHEHAE I, HAHE0C.
%12 %M 2.ON NaOH HX R4, A EZER, A CHCL FRHK.
BAMAELER 1. 0N NaOH Frdh Kbk, 2 MgSO. T3, EATFX
%, FElwenm, 2dakéE#EE AU TR-LRLERK,
5% 6. 5g (97%) #AA4H, AX EHKRLE FHHEEK,

H NMR (CDC1l;): & 3.35 (s,3H), 3.5(s,3H),
3.7(s,3H), 4.95(s,2H), 7.4-7.5(m,3H), 8.0(m, 2H).

TP 8. 1-(4-FARFE-2-XE-E-5-%)-F

5

SN

H3C-£_\—OCH3

o}
FOCT, Gdw EH &6 4-FRFE2- KA K- 5-HHTRE
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- 3 Bt (6. 706g, 22.9mmole, 1.0eq) # A 7K THF (25ml) %% b7
Ao 1.4M R P R 445 (8:1) ¥ A -THF % #%& (32. Tml, 45. 8mmole,
2.0eq). B A HBEELRERT. EEETHEH 30 54, REMRA
oA FAERER, RLBTLEER, ANMALKER, ZAKAR
MTR, BEZYTRE, FEBEGW, 238K E#EE, A (9:1)
FA:)TR-LRLEH ERM, FE4FMLEY (6.033g, 81%), 4
3 & 8 5 M B AR,

1y NMR (CDCl;): & 2.7(s,3H), 3.5(s,3H), 4.9(s,2H),
7.4-7.5(m,3H), 8.0 (m,2H).

Eaefl 9. 5-(4-FRFE-2-F K —Erk-5-K)20-tr2-3-K &

L Be

S_:N
N= OCH3
HN. 2

CO,Et

f-15°C F, @ EHE&S 1--FRPE-2-FEE4-5-31)-¢
B (5. 22g, 21.12mmole, 1.0eq) #AL7K THF (100ml)#E#& F#im 1. OM &
TEE4TE) THF 7% (31. 7ml, 31. 7mmole, 1.5eq), HERAERT. £
RFHIF— D, AFE— 8 (4. 4nl, 31. Tmmole, 1.5eq), BB E
Z & A 5 9N 64 THE (60ml) #fE, £ £ 32T 84 30 5-4F. Ak T8 (8. 2ml,
2.6eQ) KR BLOYW. AAEZ VX THF, BEGHHETRLE
(175m1), A—KA B (1. 4nl, 30mmole, 1.4eq) ¥, KL R AW 70°C
The# 3 b, EAZVTREMFHEESR, BREVNBETLERLE,
BAVARA K, 485 NaHCO, Fo Kbk, REZLAKARATE, EL
w RS, FIFEHREK 2AKREEE, AO:D-A:1) Tk~
LEUEHERK, FAXEHK, ATRAH, S EZELZFTE,
#%%] 3.69g (51%) RS W, AXRZTELEEEK,

1y NMR(CDCl;): & 1.4(t,3H), 3.5(s,3H),
4.4(q,24d), 4.8(s,2H), 7.0(s,1H), 7.4(m,3H), 7.9~
8.0 (m, 2H) .
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LA 10. 5-(4-EFHh-2-F K -—Eep5-4)-2H-H=4-3-BR T

SN

N= Br
HN_~

CO,Et

$-78°C ¥4 B4 &85 5- (4-F AT A-2-F K —Eek-5-5)-2H-%
w3 3% B2 7,8 (1. 5g, 4.37mmole, 1.0eq) #J %7K CH.Cl, (20ml) & &
A 1.0M BBr: & CH,Cl, %% (5. 24ml, 5.24mmole, 1.2eq) ¥, ¥R
S AE-T8°C THI 45 54, RERIEEE, EFH—DH., WA
F2 NaHCO, B X R B %464, H 30 594, REM CHCL, FRFE K. A
AR EARRE, BAKABRATER, ELETRE, REKXERK.
itk E#EFx, B G:2)-(1:1)THR-TEBRTEHE M, 2% 610ng
(36%) A LG, AFRTZ4LEERK.

14 NMR(CDC1l;): & 1.4(t,3H), 4.4(q,2H), 4.9(s,2H),
7.2(s,1H), 7.4(m,3H), 7.95(m,2H), 11.1 (bs,1H).

LA 11. 5- (4—"Hok—-4- K PR -2-F 3 —En-5- ) -2H-w =4
-3-REB L&

CO,Et
¥do LR B 64 5-(4- 2 FHR-2-F K —Erk-5-K)-2H-bd-3-K &
2B (20mg) 9 LK THF (1. Oml) =& Sk (27 ) #EtN (1) &
#, BRAWEFRT. ERTHE 2.5 I, BRERSWELE
LES KA. AWERRKRE ZAKABHATR £ALZ
bk s, FEEHHEAK. 2dakE#EE AO:D-A:) THR-FH
AR, 5% 18ng (89%) #r&ibé&H, Haé& Bk,
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1 NMR(CDCl3): & 1.45(t,3H),

2.7 (bm,4H), 3.8(bm,4H), 3.9(s,2H), 4.45(qg,2H),
6.95(s,1H), 7.45(m,3H), 7.9(m,2H).

L 12, 1-(2-( K&k -5-X)-78

SN

o="

CHg
F 10.0g (72. 9mmol) AR KX W B A5 17.4g (146mmol) —F R ¥
BE—_YRALERGREVWETETHE 2 I, ABETEALELR
Y. BELHWET L (A0nl). &ixER FMmA 1.0g (109mmol) & &
B, KFREHEZRTHIF S5 IH. BRERSYRA LB LEHFE,
RMEBRIAAKEREERR, AREE—K, BEKXKEKRE—%K, Z8
BATHR. ERETAREN, R4 EIAKEE LA, A 3:97
FE SRR BN, 3] 3. 5g AR A A (25%) . *E NMR (500MHz,

CDCl;) & 8.36 (s,1H), 8.01 (d, 2H), 7.49 (m,3H), 2.61
(s,1H) .

L) 13, 5-(2-F F—vEked5-H)-oH-wbed—3-% B 2K
N
< >—<' |
Sj\m—coza
H

© 0.10g (0. 49mmol) 4w E41 &85 1- (2-F K -—E-5-X)-LEM%E
ZPAMAN0.11g (0.98mmol) IM RTE4F8Iw S kvhinigd. BFEzH
F# 0.5 8. A 0.15g (0.98mmol) ¥ 8 — 7.8, ¥ 2 .
AENBEKERBERRE, BRURLESR. BANMAASLEKRE
RELEHER, ARKEE—K RERGZE—K, ZRBHTR. &4
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BTAHREMN, WEREHETCHE(On]l). ALTEERZR FMA 0.04g
(0. 64mmol) K LB, REMmA 0.03g (0. 64mmol) — KA B, ¥k ik
ERTHEFIIN. ERETAAEN, ReWET ik &%k s,
A9:1 Tk : LR UEAEAERBA, F3) Tomg 474449 (51%).

'H NMR (500MHz, CDCl;) § 8.10 (s,1H) 7.98
(m,2H) 7.47 (m,3H) 7.10 (s,1H) 4.42 (g,2H) 1.42 (t,3H).

L] 14. 4-38-5-(2-F K -—Enk-5-3) -2H-wt ™ -3- 5% B OB

o-a e

S

T N

N CO2Et
H

5] 0. 03g (0. 10mmo1) 4= £ 4 &4 5~ (2- %K v wd —5- X ) -2H-wbwd
3-RERLEBALK Cnl) 5 VA VEE (1.5nl) P8I RAH F A
0.02g (0. 10mmol) N-£ 3B L. ¥R EHEH 2 I, BLBTLE
B, RERARBRIAKRERREZ R, RIEKEE—K, BB
BTH. ERETEARERN, Bevidagkée#Er%a44, A1
Yo LR UEBEAFEAERAN, 2] 28ng /784064 (74%).

'H NMR (500MHz, CDCl;) & 8.53 (s,1H) 8.01
(d,2H) 7.48 (m,3H) 4.47 (q,2H) 1.44 (t,3H).

L] 15, 4-8-5-(2-FE —Eed-5-K) -oH-vbrk —3-% & 2. K
O,Et

5 25mg (0. 084mmol) 4w £ 4] &85 5- (2- K £ v wd 53 ) oH-wtwp
BBRUEH_AFTRERTMA 23ng (0.168mmol) BB A, £7%
BRTHFIR. FERRLBRLULEHE, MBRAAKRERLE—K,
AREHFE K, REKRRE KR ZRABRATE. ARAERLERN,
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REW G IR EEZ i, M 7:93 LBRLE: TRAED R, %
3] 23mg ML AY (82% ) .

'H NMR (500MHz, CDCls;) & 8.39 (s,1H) 7.94 (4, 2H)
7.40 (m,2H) 4.40 (g,2H) 1.38 (t,3H).

LB 16. 4-F-5-(Q-F A -Eed 5-A) oH-wbek-3-KE AR
J:
' <>__<rN| cl
SJ\E&CONHE
H

i 15mg (0.045mmol) 4= L 4| &85 4- K -5-(2- K A - o —5-
A)-2H-wbed-3- K B L& MmN 45mg (1. Ommol) 2M ZJ6: 84 v9 &, wh i
R, REMAN2HEK., EEHGRFAR RSB MK E 60°C, HEd
B, EREEREN, BLAYWEIBKEFE LM, B 2.5 L8 LE:
SEAE A BB, 135 Smg 474044 (33%).

'H NMR (500MHz, CDCl;) & 8.39 (s,1H) 8.00
(d,28) 7.a7 (m,3H) 6.78 (m,1H) 3.58 (m,2H) I.32 (t,3H).

AP 1T, 2-F KXk - 5- BB R PTE B
<>_<I“ CHa
SB\(r)rNUCH3

£ 0°C F, & 3.72g (93mmol) AA A H K (20m]) E& T E
3.72g (23.2mmol) &, BB HKE EFR, BFE 1504, Bixmim
AZ| 1.05g (5.17mmol) do L4l %65 1- (2-K % —Eed5-2%) - B 65 =
REA (50mD) kR, HEH 3. BHEmslEkE, A INLEMEL,
RLUBLEFERRAR., GFAWE, Z2RBETR, ERETALE
M, 472 1. 01g (4. 9nmol) HK B %% BL &9 THF (10m1) %3k F mA 1. 04g
(6. 4mmol) 1, 1-FKH —wkmk, HFZ M F 50°C, HE1IH. #Hx
RAENEER, MA0.79 (7.9mmol) = ZHeH 0.672g (6. 9mmol) 2
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BN O-—FhER, KHIR. HERALRLEHRE, RABEHY
KERRE—K, AKEEHE—Kk REREE-K ZHEBRATE.
ERETARKEN, ZehaddkEEksit, A 7:93 LRTE:
CHRAEA A, 732 0. 66g #AANLEH (54%).

'H NMR (500MHz, CDCl;) & 8.58

(s,1H) 8.00 (m,2H) 7.46 (m,3H) 3.82(s,3H) 3.40 (s,3H) ..
LHp 18, 1-(2-F K -—Eek5-X)-F-1-%
N
< >—<’ |
SJ?),/\CHS'

EZERT, % 0.32g (1.3mmol) o L4l & 64 2K K —Eed 5 % g
VAT A-BLE W S HE R T mA 0. 34g (2. 6mmol) IMB4LT A
BEOWARMER., BFRERSGWHEFIF— . ARALEKERER
REp, MLERLELSE, FANMBAILERERZEE—K, AKE
K, MEKRRE-KR, ZRBATE. ERETAXEN, Bt
YR EREEERSEL, B 1:19 LERLE TR, 8% 0.26g 47
A4S (93%) .

1y NMR (500MHz, CDCl;) & 8.36 (s,1H) 8.0 (m,2H)

7.49 (m,3H) 2.98 (q,2H) 1.27 (t,3H).

Eap) 19, 2-FAK-3-FHE4-8RK-4-Q-FX A Ed-5-1)-TH
Z, B
@"":‘ CHSCOZEt

©-78°C #5 0. 26g (1. 2mmol) 4v E#| &85 1- (2-F K-kt 5-3)-
A-1-BER T MmA 0.24g (1. 4mmol) IM R (=FRFai) R E 4w
B akwmiEk. BR24HEH 0.5 18, K5 MmA 0.38¢ (1. 5Smmol)
M=ZRARBRIAGTERE. R FEE F-0000. K15 04 %
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B B F#%2p £-78°C, mA 0.25g (0.24mmol) LEBR LEH FTEER
(50%). EEREKEZEFR, BH0.5 1. ABLEFHATKLIYRE
RKEE, BRUBRLESR. FAVWAARBERFTATKEY KERL
WA, AKEE—K RIAEXRKE—FK ZHEBATER. EXET
AEBEN, REVBEIEREE L%, A 1:9 CERLE: WRLHK,
%3] 0. 15g #7844 (40%).

'H NMR (500MHz, CDCl;) & 8.42 (s,1H) 8.01 (4, 2H)
7.48 (m,3H) 5.8 (m,1H) 4.27 (g, 2H) 3.75 (m,1H) 3.28
(m,1H) 1.37 (d4,3H) 1.26 (t,3H).

LAeH] 20. 4-F K-5-(2-F K -HKek-5-JK) -2H-wbed-3- % & T B
N
< >__<, ] CHs;
Sj\r\f‘:&{oaa
H

¥ 0. 39g (0. 91mmol) Dess—-Martin £ #5t (periodinane) 5 0. 07g
(0.91mmol) M TEA K FHN Cnl) FPHRADW AT S THHE 20 »
. FEEAIE0C, AEFMmA0.15g (0.45mmol) 4= L %] &85 2-
FRE-3-FHR4-BRA4-C-FE-E-5-R)-TRLEH_ATR
(Col) &, ¥R A 0°C THHE 3 I, AL AMAY 5098 KA
ARBERAER. BREYA_IATRFASE, EZEBTHEHE 2054, #
AMABAEREAKERREBR, BREE—Kk AIEKkE— Kk,
ZREBATHR. ERETARXERN, BTLHRLE (Bnl). WA 4lng
(0. 68mmol) K T8, KJBEMA 34ng (0.68mmol) —KA B KEE L
TRTHEF LI, ERETELEMN, ReYEdaik &% % 4L,
A 1:99 LA : —KPRAEHEBAN, F3 0.035g #7445 (25%) .6

NMR (500MHz, CDCl;) & 8.08 (s,1H) 8.00 (d,2H) 7.47 (m,3H)
4.45 (g,2H) 2.54 (s,3H) 1.44 (t,3H).
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T 21, 4-FH-2-F R Bk 5-HEFTAL-FE -
N.CHa CH,
<:>FA%]18/J{OCH3

MALLETHIG N-XF8A-DL-& KB (3.0g, 15.5mmol,
1. 0eq) 8 LK K (62ml) B LA =K F L (23nl) && A g F B R
(13.5ml, 155mmole, 10eq)# T4, KGEEREARKT. £ER
BHEIR. REEAZTVTARAMBHAXEREG D, F3H, AEE
BEK, AXFHAGRR, AZENW. LEH - FHARLIFAT
TaeiF %, A Crooks ¥, J. Chem. Soc., Chem. Comm. (EH
FLEALFHEMA), 2335 (1995).

3% 0°C o9 L3k 41 8 £ (15. Smmole, 1.0eq) ¥ LK THF (50ml) & #&
AEBNO-—FR&ZE (2 27g, 23.3mmole, 1.5eq) &3, KR E A EtN
(6. 5m1, 46.5mmole, 3.0eq) 4, ¥EBEERARTHEHTA.
BRAMELRLEERZA SR, EAMNAELA 5% KHSO, & k.
KAk Kbk, REZAKBRBRATR. EALZTXRE, FEAH/EHAR
. AnZdakEEESgL, AMA:) E2(7:3) TR-LREEEK,
75%] 1.82g (48%) ML ed, AHFX &L HHEEK. B wr:

(cpcls) 8 2.5 (s,3H), 3.35 (s,3H), 3.9 (s,BH){ 7.4-7.5
(m,3H), 8.05 (m,2H).

FAH 22. [4-(4-FR-2-FE-Tk-5-%) 4-AK-T-2-%
%]—-ﬁ‘;— Wﬁl‘nﬁTﬁg

N..CHa

4 | e O

OZ&/\NJ(O
o T

¥1-15°C & N-BOC % &k (651mg, 4.2mmole, 3.5eq) ¥ XK THF
(12ml) =% P #& M 1.6M n-Buli # &% & & (5.25ml, 8.4mmole,
7.0eq), ¥ ¥ FERAME FERE-15°CT. ERTHEIEII0H4. £
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~15°C TRHERMHETERTE M LR &0 4-FHE-2-F 575
~5-HE P AE-FH-BE (296mg, 1. 2mmole, 1.0eq) # £ K THF (3ml)
Bk, BFRAWAE 0C T, AR THHE 2 b, A 2M Nal,PO, E &
Gnl) BXBSY, KEZEZER, RERALBRLEFR, A K
Akbk, RELAKBRBRTHR EAZ YRS, FARALSD,
ABEe s, HHAFH-—FHALIFATTEST R,

LA 23. [6-(A-FH-2-FKE-"E-5-3)-20-4t=4-3-K §F
AI-RAFTERRT &

CHj

Oy

N HN—-’(

B LM &0 4-(A-FHR-2-F3K- u& ~5-3K)-4-FRK-T-2-%
A]-ZRAFTEBERTE(~ 1. 2nnole) 42 LB (o) mk At —XK
S (6d) A, KBERSWEAEZRTHI 4. £AT T A
Kby, B, Z23BEKEEE AU DIR-LBRLEHEL
B. 4%%| 258mg (61%) 3, AEKEEIK, EH BRI 1H MR

(CbCly): ? 1.55 (s, 9H), 2.5 (s, 3H), 4.35 (d, 2H), 5.2
(bt, 1H), 6.45 (s, 1H), 7.4-7.5 (m, 3H), 8.05 (m, 2H).

EHep] 24. C-[5-(4-F HK-2-F %ok -5-38) - 20wtk -3- K]~

¥ 3
oy

NH,

¥iw EH &5 [5-(4-FHR-2-%( % "84 -5-4)-20-nt=-3-KF
AT-F A P8R THE (258ng, 0.728mmole, 1. 0eq) # &K CH.Cl, (4ml)
ARAZRCE (Inl, E2)XE, $FBEHARGVERT. £ER
FHH— e, R4 WAE CHCl, 5 1.0N NaOH Z |8 4 &, A A48 A
Bkthik, ZAKBRBEHTER EELZTRSE, F3 177ng (96%) 4
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AUSH, AFZeaEBK, AERRAREL—F Al TRA.
%A 25, [6-(4-Fh-2-F "%k -5-3L) 20wk -3- 3k F
Al-RATBRLE

CHa

Ol

\
N HN—{

Frie L &0 C-[6-(4-FHAR-2-F K78k -5- 1) -2H-wt k-3
FR]-F 3B (3lmg, 0.122mmole, 1.0eq) £ Z B B (0.5ml) 5 1. 0N
NaHCO; (0. 5ml) PRI RS DAL ZRATEFTE (58) &2, ¥
RAPEETRTEI 30 24, ERE6WE LE LES54F NalCo, 2
B oE. ANAMAKFEKEE REZAKBEBRATR, ELE P
A, REFEHAK 2d8KkE#EE AU )TR-ERER, &
3] 28mg (74%) #FANLEH, AGEERK. m nwr (Duso-d,) :

5 2.6 (s,3H), 3.6 (s,3H), 4.25 (m,2H), 6.5 (s,1H), 7.5
(m,3H), 7.7 (bm,1H), 8.0 (m,2H).

LHA 26. 2, 4— =K I -vEed 53 B 7, KY

oo

CO,Et

# B De Kimpe, ¥, Synthesis (&), 188 (1986) 4]%&- & # &
B% PhCOCH(C1)COEt. /& # %8 (~ 27mmole, 1.08eq) F= ¥ ¥ & i
(3.0g, 25.0mmole, leq)fE 150°C F#iu#k 4 I 0, REMHRAOYA
CH,Cl: 55484 NaHCO, Z ] B, A#ABA KAe Kbk, ZAKAE
ATFR, EAZPRSE. RLBRREZRGOETEE. KEER,
KRGl & EE%ak, A95:5) -8 %EK, 5% 500ng 4%
'(EA%, Aa s Bk, 'H-NMR (CDCl3) : & 1.4

(¢,3H), 4.4 (q,2H), 7.4-7.6 (m,3H), 8.1 (d4,1H), 8.25
(dd, 1H) .
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LA 27, 2,4-— %A -S4 -5-K B

ot

CO,H

P L8 &6 2, 4-— K K v8ed—5-% 8 L E (500mg, 1. 70mmole,
1. Oeq) &5 ="%%% (6ml) &% A 2N NaOH (1.7ml, 3.4mmole, 2.0eq) &
2, FREVEZERT. ERTHEHIR, RERRGHWAEALBRLE
5 2.0N HCl Z @4 8. AMARM 0.5N HCl Fe Kbk, BAKAR
MR, EAZT VRS, 53 426ng AL SY, AFEREK. &
HEREHLCEER T T @esF %,

g 28. 2,4-—F k-8 -5-B B P AL-FRA-BE

O~
DCHs

¥4 B4 &8 2, 4—;££—Wu“§i—5—ﬁ&f‘:(427mg, 1. 61mmole,
1. 0eq) $9 L7k THF & & A &K — =K (340mg, 2.09mmole, 1.3eq) &
#, KRAHAE 50°C Tk 308, mAZTE(360pl, 2.58mmol,
1.6eq) F= N, O-— ¥ & # k-HCl (236mg, 2.42mmole, 1.5eq), PB4
WA 50°C The#h 308, MBRAPDALRLES KIS ER. AHAE
A 5% KHSO, ek K zhik, ZAKABMA TR, EALT VRS, B3B8
G, AEmBdakEEELi, RT3 TKR-LEEMN, £3)
371mg (75%) 4= BA4Y, AB/ELEHEEAK.

'H NMR (CDCl;) & 3.35 (s,3H), 3.8 (s,3H), 7.3-7.6
(m, 6H), 7.95 (dd, 2H), 8.15 (dd, 2H).

LB 29. [4-(2, 4- =K -Gk 5-H)-4-AAK-T-2-#E]1-&

AP EBRRT &
N
@OJ&NEO
le) H

o
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¥ -15°C %5 N-BOC # & & (641mg, 4. 13mmole, 3. 5eq) &) X.7K THF
(12ml) =& ¥ @ A 1.6M n-BuLi & Tkt & #& (5. 16ml, 8. 3mmole,
7.0eq), WATREXZTERA B FERALE-15°C T. £RTHHE 30 4.
£-15°C TOERBEFERTEM EH & 2, 4-— %3} 7%= 5-
KB PRI -F R -8B (365ng, 1. 18mmole, 1.0eq) # £ K THF (3ml)
mik, BREWAE 0°C T, ERTHEIF 2 Do, MmN 2M NaHPO K&
Gul) BR B4, hEEFE, MLRLEER, ANiaAKFEL
ik, REZRKRBATR, ERAZVRE, FAFELEYH, A

B e, MHEE R AT T &6 ¥ 5.
LA 30, [6-(2,4-—F A "%k -5-2) oH-vhed-3- A FR]-K

AT ERBT B
O,

N HN-QO_%_‘
¥ ER B0 [4-(2, 4= K K-8k -5-28) 4-AR-T-2-% 4]~
RAFTERRTE (~ 1. 2mmole) (I LB (Tnl) R AL T — K408
(6 W) &%, FBERGVEERTHEFHIR. AELTPRERS
., T3, gdAKEEE, AMADIR-TELERK. 534

AW (251mg), AXRFZEBKR. 1w or (cocra): 5 1.50

(s, SH), 2.5 (s, 3H), 4.3 (m, 2H), 5.2 (bt, 1H), 6.5 (s,
1H), 7.3-7.5 (m, 6H), 7.9 (m, 2H), 8.15 (m,2H).

T2 2

L 31. [6-(2,4-—FK # —vEek 5 K )-oH-wted-3-R FH]-£&
P B EY
C}%l
0]

I\i A\
N HN
H _QOCH:;

¥ LR & G5-(2, 4 =K K 7% 5-F)-2H-wtwp -3 W]~
RKAFTERETE (25Ing, 1.0eq) LK CHCLL: Bnl)E&A =R E
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(2ml, X)L E, ¥REHIRESWERT . EERTHEH 1.5 D,
1 R4 WA CHCL, 5 1.0N NaOH Z A 5%, AdMAEK®EE, 2L
KABATFIE LT VRS, £5 18Ing HF e, A X8 E K.
B FELER—Fiip T A, ¥k (32ng, 0. 101mmol, 1. Oeq)
A% B (1.5n01) 5 1. 0N NaHCO, (1.5ml) F# R4 RA B AL E
STRTE (58) &, BRAOVAETR T 0 94. ERE4D
L LB TEEMA NalCO, Z 4 &, ANMAKPEREE, REZ
AKABATER, EALZPRE, REAFEGH. 238K E#K%,
A (85:15) £ (4:1) Th~-REHEEM, 3 24ug HrALEMH, H G
& B K. *H NMR (DMSO-de) :

§ 3.6 (s,3H), 4.3 (3,2H), 6.5 (s,1H), 7.35-7.6 (m, 6H),
7.7 (bm, 1H), 8.1 (m, 2H), 8.2(m,6 2H).

LA 32. 5-F K -2H Wtk -3-% B LAY

©\/\rcoza

N
NeN
H

ERART, X & (1.0nl, 8.57mmoles) 5 ¥ & = ¢ &
(1.75m1, 12.86mmoles) £ THF (15ml) PRI ZRBEW T MART &
47(8.57ml 1.0M t-BuOH & &). ¥ FRERESHELTRTHIAEH D
B. MABRERACLBLEHSE, RO6NHCI HEX, KEAXKPEE
KAH, DEBLFEKR, 5554, ANMAE NaSO, T, i,
EEZ VRS, FAG _FEA EtOH (ml) #H8, REA4RA LK
Cnl)fe B (lnl) &3, EEETHF 1 I, EAETREBERE,
FEFRE, RLBRUEHE, HERAKPEKEE, £ NaSo, TR,
Wik, FATFRSE, 23k E&#EEib (B, TR/TLERLEH
), FEAEALESH (1. 76g, KFE 95%), HKEBEK,
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. 'H NMR (CDCl;, 400 MHz): 7.83 (d, 2H) ;
7.25 (44, 2H); 7.28 (dd, 1H); 7.09 (s, 1H); 4.59 (q, 2H) ;
1.39 (t, 3H)

%AF) 33, 2-LA-5-F R -2H-4-3-R R LB
%—COZB
Hao)
ERART, G Ed &6 5-F K209k -3 8 & (350ng,
1. 62mmoles) 5 &4 Tk (260nl, 3.23mmoles) £ DMF (3ml) ¥ 4§ 0°C
BRAHFRANE LIH (L, £8). 2HBRAWKRIEZEER, &
itk FHEREAIHZE0C, ANHCL KERKEX, RLEBELENE
TARHR, AEBEFEK, 5B 548, AUAELE AP EKRER,
% NaS0, T3, Wi, EEASZPRSE. 2 B5RRFMETY, 238
#EFFEAN(RK, TR/CRULEHFE), BHEFELSY (167ng,
2% R, ATK/CBRLETY Rf £H) PR EZHRERFHK
(175mg, 44%K %), A G E B, 5w

(CDC1l;, 400 MHz): 7.81 (d, 2H); 7.40 (dd4, 2H); 7.29 (44,
1H); 7.13 (s, 1H); 4.63 (g, 2H); 4.37 (g, 2H); 1.47 (t,
3H); 1.41 (t, 3H).

LHp 34, 2-LH-5-FE -0 -3-BBFAL-FEL-BE

NZ Shs

FaC~ 3 I\bCHa
ERARAT, OFERG LR & 2-C K -5-%X X 20t -3-%
B LB (165mg, 675umoles) #5 MeOH (2ml) & ¥ A NaOH KiE &
(215p1 10N %%, 215umoles). WA R BRAHET B THRAEIR. &
K 6NHCI B, A LB LEHAF, 4 B &M, BAME NaS0, T,
WE, EAEPRS. FAREZFE THF Cul)f, WA
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(140mg, 860pmoles), ¥ RAHAEFTETHIEIR. KrArHFsik=
4 B TR & R85 MeON(H)Me-HC1 (140mg, 1.43mmole) 53 & AT A
(250ul1, 1.43mmoles) £ DMF (1ml) ¥R & L2, KA FREH M
BEICHER. REREAFLEER, ALRLUEHE. AWER IM
NaHSO, (3x). #%K##%E, £ NaSO, T, i, AAT VRS, ki
EiEE (i, TR/ CRUEBHE) R iFALSH (130ng, 74%K
&), Ak,

%74 35. [4-(2- L h-5-F-2H-H-3-K) -4-AKR-T-2-%
A-REATBRT &

0O
e

Fi % 10 44k 61-10°C & N-8 T A5 A B & B (502mg, 3. 24mmoles)
# £ /K THF (5ml) & & F # Am nBuLi (3.7ml 1.6M T % & %k,
5.94mmol). ¥ATH/ERM B FREWAE-10C THHI 15 24, REH
o &0 2-C A -5-FA2H-mH-3-BRTFTAA-FE-BE
(125mg, 482pmoles)# THF (2ml)E#%& 4 ®E, KEEFRE, EFRET
BH 2 b, B EFRGHAIFZE0C, A 2MNal,PO. B X, ALET
Be s, BIALH 5 54k, 2B &M, AMAE NaSo, T8, HiE,
BAZPRSE., RORELSWERBR T TaN T %.

F) 36. (2 -TH-5 -F(A-1H, 2 H[3, 3 1Babek-5-A FH)-
AT ERT B

J‘“JCHS
{hnyo
Y
e EH &6 [4-(2-T A -5-F K 2H-wbek-3-H)-4-A K -T-2-
HRAI-RAPERTES EtOH Gonl) BEZ PoA—KA2H (22, 5
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AB), BRAVEEETERE 2 W, ATV REMBRLY, &
R H, RLRLEHRSE, REAKPEKRRKRLE, £ NasSo, T,
WE, AATERS. ek (BE, TR/ CBRLEHRE) 23
LS (175mg, 98%KH), A G &EK.

'H NMR (CDCl;, 400 MHz): 7.86 (d, 2H);

5.12 (broad dd, 1H); 4.58 (g, 2H); 4.31 (d, 2H); 1.49 (s,

9H) .

Fp] 37, (2 -CH-5 ¥ K10, 27 H[3, 3’ 1 Bnbrd—5- K F 3) -
SR TP '

N, _CHs

N RKOCHs
H (@]
MEBRG L& (2 -THA-5-%K-1H, 2" H(3, 3’ ] Bwt—5-
AFR)-RAFEBEBRTE (25ng, 68umoles) & CH.CL, (2ml) ZE & &
AZRTEB(0.5n]l, X2). ¥HREREZZTHRIE I, RE%
%, EATTRATKER Gx). MBHELRY PHH LHEER T M
ANZCLk, REMA 1-FREA%K % (26ng, 204pmoles), HR4&H
Fe# B 90°C A . REREGAHEZTR, A LB LE A IMNalSo,
WE, BZABH 20 454. ANAAAEKRREE, £ NaS0, T8, T,
EALAZTRYE., iR &E% (BR, OR/LBLEHE) FR AL
&%, A8 & EAK, 1 NMR (CDCls, 400 MHz): 7.87
(d, 2H); 7.41 (44, 2H); 7.37 (dd, 1H); 6.75 (s, 1H); 6.42

(s, 1H); 5.30 (dd, 1H); 4.68 (g, 2H); 4.40 (4, 2H); 3.73
(s, 3H); 1.51 (t, 3H).

E#&H 38. 1" -(B-R-FKK)-5" -FHE-1H, I"H-[3, 4" ] Buhrd-5-
R CUE ({44 1D-28)
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@,Cl
HaC \N;N
HNN;

CO5Et
© 47mg (0.2mmol) 1-[1-(3-KFKH)-5-FA-1H-4-4-X]Z
~1-8 (AL E-T/R3%) 65 2n] THF & FE A 0. 4nl (0. 4umol)
IM KOtBu #) THF #& &A= 54pl (0.4mmol) B — LK. ¥ RALBERE
BETHFTR, AKEX, BALERLEHES, ¥KEREERAMPEL
ERER. MPERAAKRERFPEREE, 2ABRATR, £L%
bk, AeWA 2nl LEHFE, M 15ml (0. 3mmol) — KA B, &K
JEmA 15ml (0. 3mmol) 8., ¥REAEMWAEETETHFE2 I, AAT
bRk, HZeWwEE R EE HPLC 4, 33| Sng A4S, 3

ZRTEE. MS m/e it M+1 333.18, & m/e 333.01.
H NMR (DMSO-dg) &

14.0 (s, 0.45H), 13.8 (s, 0.55H), 8.05 (s, 1H), 7.75 (s,

1H), 7.55 (m, 3H), 7.1 (br s, 0.45H), 6.8 (br s, 0.55H),
4.3 (br s, 2H), 2.65 (br s, 1.4H), 2.4 (br s, 1.6H), 1.3
(&, 3H).

F kA RN T AR RRE

BERENRFTARBEERE, ETUAXERXBLESDGRE
EWEE., ZEMTETALET AZXELRARIH NCCLS LR85
T # 4T :  “M7-A5 Methods for dilution Antimicrobial
Susceptibility Tests for Bacteria that Grow Aerobically;
Approved Standard — Fifth Edition (2000)”. R Abdpsdh. 44
“Antibiotics in Laboratory Medicine” (Edited by V. Lorian,
Publishers Williams and Wilkins, 1996) R LB 5xHh 4 £ XL 6
S FHEEBEA, AREHK, FRAFHFRAEERGFRAET (3 ET
M) BREAEEHBELELEGETHRAFEFA, i MHB, X T
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P2 ATE L4 A. BALEKIREIFZEE, REFBF—TRH
4, BEBEHFELES x 10°5 5 x 10° CFU/nl 2. %A #H Kk
B, TABIHEERAGEREITCTHREL 4 ES I, AENRAY
BEEFTRRLO05 24244 (K4 1.5 x 10°@mB/nl) , #
#ELAME CFU/ml. EEFEGFTEF, TUAHMNAFGLLETREHY
PR K E (BBL PROMPT 24) #1&EHY, Z AL FREZIALEEA
BEIRER ELARIFLAIXGUHN, Rehad EFEESK
BOE K., BaaRhERABEELHENBREE. BRTREH
B # WA £ A 50mg/L Ca®#» 25mg/L Mg™#5 MHB k. E&3TBHEA
TR ERB L, o NCCLS FTRB A A4 MT-A5, HBREBEBFTH
128ug/ml £ 0.015ug/ml (245 R #H ) . £ LB L X ¥R
BBAmE, R ERMRARAMNGRERE. $EXLS IR
SHESLFR, MASXSE, AERLGEHREAKRY 5x 10
CFU/3L, & &k #A 100pl. H-Fiak 35°C THRELIR (16 £ 20
DE), AAXEEHEAdARKEEERE, RAASLFRERS
T LERDHFHRE MO REREHBAEDFAE KGRI Y
RE., ERXIEMNZLEREEAXABE R FHMEERIITIRE,
AARRERBEHGEEEX TRMAFAMRNZETESHLEA.

AR BEGEAEL RS WE LX R EN R P HHABEL T2
A EM.

7 % B. ATP B3 2 %

BR4- ADP @il o MR AR AR/ SLBR L .85 65 F 4 4 NADH ¢ &4k, &
% DNA Elzeksty ATP KBEEW. X&FFE AR E (Tanura Fo
Gellert, 1990, J. Biol. Chem. ((E# % £ E) 265, 21342-21349).

A 30°C F, 474 100mM TRIS pH 7. 6. 1. 5mM MgC1,#= 150mM KC1
MEFERTIHAT ATP BRZ., KEE254H (RLKRE) 2.50M &
BB A AR B, 200uM B BE AR "% % — 4 3F 8 (NADH). 1mM DTT.
30ug/ml HEAE M EA 10pg/nl FLERBLE B, A 40nM &5 ( 2 A K%
H# (E. coli)#y 374kDa Gyr A2B2) F=¥p4l 7l 45 DMSO & £ R &%
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JEH 4%, R B RASWA 30°C THAR 10 54F. REMAATP £ 1%
REH 0.9mM 45 R E, & 10 24 AR & NADH /& 340nm T 74 % #41%
F. AiE F et N R E W LR Z K 1AL
K2ETFHAREGORAUAESHEXBIFA (E. coli) B4 AB,
ATP B& R 2 s Py &M, K T 500nM 69464 F 4 A, K. /£ 500nM 5
1500nM Z 1] 65404 3% A4 B, K, KT 1500nM 54t &34 C.
% 20 X KBHAB (E. coli) @#EaiERE

No. prglc 3 No. pr g No. &
TA-1 A TA-2 A IA-15 C
IA-18 B T1A-22 B IA-23 B
I1A-24 A TA-25 A TA-28 A
IA-29 A TA-30 A TA-31 A
IA-32 A TA-33 B IA-34 B
IA-35 B TA-36 B TA-37 C
TA-38 C I1A-39 A IA-40 A
TA-41 A TA-42 A TA-43 A
IA-44 A 1A-46 C TA-66 C
IA-67 B TA-68 C JA-69 C
IB-28 C I1B-29 C I1B-30 C
IB-31 C 1D-28 C IE-22 C
IE-23 C

REBZMOUEZHAEATALAPHA T EHR TR, FI 2K, KMNWY
AEAMERTAKREY, DEHERANRARXLE EhhF 58 45

b
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