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4-Oxoquinoline-3-carboxylic acid B & U, ZD7¥7Fu/2HEEREE L T2HEEMEME L2 “F /0 v 2HHE
B bhownid, Bl “Foor” EBFRLTWwW3, 740 1-piperazinyl ECRFINAB K amino E2HL, 617
W7 vERFEEOILEZEHETS, ‘a2 —F /oY " LT BROLEY TR, REMCHERENEED,
¥, BINE S £HBPE I, -7 75 ARPEYE LA SEREBCRR L,

EHE3, 7T 1-piperazinyl ZEEFL R 67 v REFUNOEBEBRESFEESE 27 70 —FH 50, 6HIl
7 v RET 2R 7TALIC 1-piperazinyl ZLISE D amino B E A FEE I3 7 /0 —F R IV BLWREBEE 2R T
FrurFEErRHT I T,

1)tflj,comi c""et COOH IKI“TCOOH
X

General Structure of A
“New Quinolones” Het = heterocycle n= 1, 2,3
X=H,F,Cl, OMe R'- cyclo-Pr, 2,4-difluorophenyl
R=H,Me RS- H, NH,

X =C-H, C-F, C-Cl, C-OMe, N

IEO7 70 —FD1DELTHMD7 v RFEFEROVIERICS, UNABRERBEEFILELADSY A 701
EMEER LIz, I 2T, BMERIS, imidazole, triazole, pyrrole, pyrazole TH 3 D EEM LT, b/ VT v
AD & WEOLIFEEE R R L2LEY (A . Het=imidazole, X=F, R=Me) i, sparfloxacin & D fFIRE L T
BEOEEERT OO0, BOT P VKE, RBECHL TE 1/4 DEETH - T,
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R, BFBEOT7 Fu—F 28+ 52 Lic Lz, 1-piperazinyl 213, HHEDE L 2-aminoethylamino £z 6 S5
DEREEZAET 210k avh A=Y a v 2 RBLE DL B2 2 ENTE 3, %1%, 2-aminoethylamino
HEoUfie 2 e BREER2EAT 22 L1k Y, 1piperazinyl ZEOBH EFFIO IV R A—y 3 VICHMET 5 2
EEFEL, 7TAIE#REE LT, 2-aminomethyl-1-azetidinyl (n=1), 2-aminomethyl-1-pyrrolidinyl (n=2), 2-
aminomethyl-1-piperidinyl (n=3) B%*E3 2 ¥/ o FEE (B) 2ER LTz, HIEEEERELIER, 7600
ERBEDORY A ABKELEDZIFELE, EUEVFHEDL 2 L0830 h o7, 1-azetidinyl FER DO BEE D O g T,
quinolone &A%, ¥4 naphthyridone FFE4E X D i WPIHEM % R L 7z, sparfloxacin & [B URHE (R = cyclo-Pr,
R®=NH,, X=C-F) 22L&V IRHBOFEEE L2 T, FOEM T sparfloxacin & L T 2 L Eifv b
DTH-Tz,

RS O
HoN—= F COOH

< L X

(R-B

5 _
R =H,NH; n1_0,21 3 o4
RE=H,F,Cl R',R% R°, R'=H, Me

2-Aminomethyl-1-azetidinyl 2% 7 fZicFe> ¥ / v VFHEK (B ; n=1) 1¥, l-azetidinyl D 2 i ic&EHT % 7 &
SEOREBTHEFEE LA bbb o, MOMEEEER L2 S, ZOXEBHEEOTEELEC b #ik 2
oz, 2T, JFEML azetidine ZBEA S U7 27 v 4 < — Kk, REAMBELHOAEARATSREW L SR
T HHFEREIL, Zho Z2EEIC U COEEEA R 2-aminomethyl-1-azetidinyl %8> % / o v &FEk (R)-,
(S)-BREH LT, HEEEEZBE LR, (R)-BOWMEEHEIZ(S)-B LD bELHEWOOTHD, ZORKE,
(R)-BIx 7t SHKD 2 f5OWEMZ/RT Z EBWHS IR T2,

Kz, 2-aminoethylamino 2D (L DERIETF, p-PEHEOBOHEEETF 2R TR I LE2FELT, #
NEFRIC p-TE (z- ) 25D sp B 5 ik p? RRFET Tl S 2 7288 % FF> 3-amino-1-propynyl, (E)-3-
amino-1-propenyl, B8 & U (Z)-3-amino-1-propenyl #% 7 iOBEHEEL LTTVA > LIz (CDF A 7OED)
COEROEMIGERZ THOC-CHREABAE, PAO)MEICL27axhy 7Y v IRIMCE DT>z, COTE
WX, sparfloxacin®® (R) BR2ESHD TR o7,

CDSBHMAPIEENE 2R L2 (E)-3-amino-1-propenyl & / a »FFEEMAEZEIC LT, 84k THAEIED 2 (i 28
FETFEHATIMBT A L&D, TR0 Y R A—y a VR RELZBME S 2 0 v FEk2-aminometyl-6
-oxofuro [3,2-4] quinoline D %2 7 %4 > L7z, &%, 6,7,8-trifluoroquinolone #5&Ek & tert-butyl acetoacetate &
ORIGT T, 8L AIEBEIRA furan BIESENE Z 2 Z L 2 RIL, D OFREHA L, BR %256, D OHEE
HEPRLZIEEDLbDTE S, 5Tz,

Dk, BEHBIHFHFEEA-D OT A >, &, BEEHEHEBEOMREIT - MR, THoEHEL LT (R)-2-
aminomethyl-1-azetidinyl &% B3 2 BN TE 72,

INET, F/0>0 7 OB L U T 1-piperazinyl £, X T 3-amino-1-pyrrolidinyl &2 RH S #1, 7 DES
B, BREOBA2EDLHENIBINITONRTE I, Zhs L2054 7OBEHRETH 5 (R)-2-aminometh-
yl-1-azetidinyl EDOFERIC LY, F /0> OWMRICH L REOZRSEHIT 2D EFEZ TV D,
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BN BEONRKRNEE

F /UL REER BT 25 LAREYME L UATLERPEDOERERE L LTSHILE HhhTw 5 BFlEO
BT, FIEEORE LRIz LTl TREESHRUBR EOR S MEL 2> TRTV S, o THL
WEAISBIFEE N T b 2 NI EHOTESLEL B> T 5,

ZITHEEIILETOF  urRLAMESHCH L s REEOBA % BAY & L T ciprofloxacin # Y — F 1t
S U ORCEBRFRIBICNA L T3 4-oxopyridine-3-carloxylic acid 2w TUTERT L J @k &
B BT o7,

5.6 e EEBER > —BOLAEY, @ 7 LD piperazinyl £ %, #iE#YICHELLL 72 2-aminomethyl -1~
azetidingy| B BB L —BOLEWE 2 AR L 2 DEH 2 RE L 2B R, #i# T 5-fluoroimidazo[4, 5-1]
quinolone BEH /37 2 AD BV, HOMWIHEERZ/RT 2 &, %E Tl ciprofloxacin @ 7 4 D piperazinyl £ %
(R)-2-aminomethyl-1-azetidinyl 22, B2 8 filic F2EA L7z b ORI HE T F VIRE, KIGHE I LEVWiET
EROZEDB DI ol BIZIDEMPHEEERENTHL I 2o, THEFELHFEL .

D EORBREFBETOZMBERGL L LTHEESLZ DD LRD S,
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