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2007 4 12 A 18 A # 86 REMWRAEELEMFES
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L &

X ) UVERAETAIREN (HEH) THH x>V U=y 78 (CAS
No. 14698-29-4) IZ>W T, FHEARBABES 2 AV CAMBEEZETIME =
L7,

EMICH L-RBRET. BWERNES (T M EDERNES KR,
S EWRDREWZIA), HiEdhES, KPEM. TBEE. (FhRE.
MRS, REEAEE (B, K. B, "vF, ¥vA =V R T2,
a4, YFERORTY), AREE (S y PRB<-UR), BEaEEHE (7
P = AROA X)), BHESHE (X)), BESHE/EBSAEFE (v M.
BRAM (foR), 2HAER (59 b)), BEEE (5y PREYHF),
BLEERBRETH D,

REBERNL, XV Vv 7BBEICIZEEIEICHKEEME, 5
BROBRICEBDONT, BHEICNTIEZE, BEFEERTEEFICE -
TRHEL L EEEEHEIRBD LR o7,

BHEEE/EPIAEFARBRE TIX. T v MR MEEOE MR R
HDENTEN, BREBFIIECEE AT =L EEZEXLH ., XHOF
MIchbrVBEAEERETAILEIARERTHI EEZZ b,

AEMRBRTELN-ESHEOR/IEIRX. Jy FE2RAWE 2 HR%EHE
RE&ED 2.18 mg/kg KE/R ThozZ &b, THERAWE LT, £2f
# 100 TR L7 0.02l mg/kg (A E/B2HEEMEMN— B EBINGFAEE (ADID) &
wRELI,

F7-. BMAEMEHEEXE)SE 5N MICcale @ 0.005922 pg/mL (27
BBNAEY 220mL. MESBRZEIN I 5EICEPYMED 0.7, & MEEIZ 60kg
AT 5 VICH 0EHRA LV . #EMFH ADI 28 0.031mg/kg KE/H L BE
iz,

EMENT -2 nbENNS ADI EHMAEMFNT — 108D ADI 2t
BB L. MAEMFENT —FZNLEMINTEENRLIIVRELSRLZIENE, FFY
Yo VBOBEEBELIRET HICELTO ADI & LT 0.021mg/kg K&E/H
CRETAHAZENBELETHIEE LN,




I. FENSZEERUBYAEESOBE
1. A&
HZEA (LEAD

2. BPESDO—E4
M  Ax Y V=v o (FX VY B
4 : oxolinic acid (ISO 4)

3. L4
IUPAC
4 5-=F A58 Yk Fo-84x V[1,3]UvAFyal45glx /) -7
T VR B
#4, : 5-ethyl -5,8-dihydro-8-oxol1,3]dioxolo[4,5-g]lquinoline-7-
carboxylic acid

CAS (No. 14698-29-4)
4 5-=F 58Tk Fu-84FxV-13-V4FxVnrl4,5¢lx/ U7
H VIR R
¥4 . 5-ethyl-5,8-dihydro-8-oxo-1,3-dioxolo[4,5-glquinoline-7-
carboxylic acid

4. 9FR 5. #FE
C13H11NO3 261.23
6. BENX
o)
s) COOH
< | |
O N , .
‘\CHa

7. AROER

Fx VY = /BT, 1976 FEICEREFERASHICI VRS X/ ) U F
BAEFTHEEF LER) Thd, AFL, Erwinia BHE . Pseudomonas glumae
O 2D TEWHEM 27~ U, Agrobacterium tumefaciens, Xanthomonas
B . Pseudomonas B . Corynebacterium BHEIZ bHEMEL =T, 1FRAKF
L LT, B DNA gyrase D7 2=v b A L8 LT DNA gyrase D NE{L
ARITILICE YV DNAOERAREL HARRKRIELZ EBHHAL TN,
OAE TR 1989 £ 2 BICHEFLEA L L THRRERGZINTEY , #HTH
BE. 4V RRVTETERBRINTWVWS, RIT 47 A MIEENIHED EE



BEEENRREEN TS, £/, BEIRRECESSHERIEKRPE (0D, b hH)
Bl T3,

BYAEES L LTI, SEOMENERBBEMICIT L, THH D WITHEE
DBEEAEFETIHZZEREREINTEY BB 74) | ABCH. K. BEOIREE. &
AKERORBROBEHRE LTERAESNTWERN (BR75) bRETHLAESH. K,
B EICHEEERBOEEZ BRICER SR T3 (BRT6) .




I Z2HIcR3RBROBE

FZiEEMRAR (I.1~4) 13, AX VYV = VBROT7 = VERORKREE Y —
2 14C THEFHLT-b D ([phe-ClAXT VIV =v 7 B) RO N FALEDKE
 UC TEHLZLDO ([eth-UClAx vV =v 78 #RHVWTEBIN, K
HEeRER OCREDEEIIHCHY A LVEBEEAXI YV =y JBRICBREL
7. KRB SBYEHTEECREESRHRETIRK LI R 2ITR"EL TS

1. B MEd HER
(1) MPREHRE (BERE)
Wistar 7 v F (—EHES 3~4 J0) 1Z[eth-14Cl A * Y V = v 7 B % 10 mg/kg
A (KHE) CTHEBEHNES L, P RE#HEIC OV TR ST,
0 R O A R E R IR LIRS T35, I R Om ik
RIS 2 BB ICREEE (CradlZFELE, &5 6 & E Tld&mW I

RO P RES MR S, DRR2ICIET LT,
£1 hPRUCOBIRFREERE (BERS. pe/o
B 1R | 5 2 BRI | R5 6 BEM% | &5 48 BRI | Tie (RRD
(Tmax)
n 0.90 4.80 1.95 — Riand
i 4 o 1.70 8.28 3.25 — EHEnT
- mHEh
F7o, ddY v U X (HEROHERME) ROY X T iZleth-4ClA* Y U = 7

@J;‘é%{ﬁﬁﬁ%f“i@gﬁ (VX7 THHREAN) BREL, &84 - 79477

74— (ARG) LB Thnic, vV ARVY XT OEH W4 ke
5 30 55~2 H#F'ﬁfﬁ Comax | ;ibt?’ﬁﬁ’ﬁb ?"i%ﬁ 24 BRI ITHALE

NEY., BELXRERFEIO

(ZH 3)

(2) mMbhBEHEE (RERE)
Wistar 7 » b (., IERAB) |

H1Es5 BRRERAKREL, PREHERICS

BEMETIIE RS 2 BrRI%OMm P S EEREZBIE L
KB (DIcBT 2% 5 2BMBEORE & IZ
RER |

7:’
“o

(B8 4)

TITWEL, B
THBELREREEZR DI 755(91‘% e RIS
RFI R IZITER LT,

BT Liﬁ’ )

i&“i-} 24

DAY DB

RRRIZ IR W
¥ 5 24

iZleth-1ClAF YV =y 7BAEKHAET1
SDWTHRET S,

10

. HElRE
(A U CHER Lz, s
IR G 24 BRI TiX 20 pelg. 48 BRI TR IR ARG & 72 -



(3) ittt (BEIERE)

Wistar 5 v b (—BEMEHES 5 IT) [Zphe-ClA XV V= /7 BAERE
F 721X 300 meg/kg AE (HHE) T, Wistar 7 v M(—HHE 3L K ddY
v R (—HHEEL 3L IZleth-4ClAX YV =y 7B EAE CHEIRO®R
L., BEHRBRAERE IR,

B5 24 B R ORBRKR T (RS 168 FFREI%) O R B OFE P HEMRIT
w2l nTn5,

WPFNOEBELZHZES LEBETH, ZIRERICESICHE S v, BEtt
RE—NCHBERUHERZIZLALRD N, (BE 3, 5)

F2 RRUEDHHEE (REBICHT S8 E. %TAR)

EiAk RE5E (#HE | R
5. 24 B4 5 168 B[
R £ # fa] 1% # 1%
5.0 | R 34.1 34.2
L 57.7 61.4
KHE
S,k | R 31.2 31.4
[phe-14C] L 49.4 63.8
+% VY
— e s, | R 34.3 37.1
1HE # 48.7 63.7
EHE
540 | R 32.4 36.5
MM 20.6 64.5
s, | R 34 35D
A%V | EH&
=y <oz | K 36 372
L 47 532

1) : 96 BFfSIt%:  2) : 72 BEREIf%

(4) Bt (REEE)
Wistar 7 v b (—B#% 3 L) iZlphe-¥ClAFx YV = v /B2 EHAET
14 AfERROREG L, HEftRBAER I,
BEEE5% 24 R4S RO R KR VEDPRBHMRITRIITTEN TV D,
W L BRESHEIP ORI KREREERNII 2, BEEERSICBIT 28R
CHEERMEIZRD N0, [pherdClAF VY = v 7 BEEZRES LR

11

o




BT, BRI E 168 BFE#%  THERZBIE L7-2%, &K 5 48 FFiE#
DR BHERRCEBHIR N 2T, (BHR6)

®3 RRUEDREHME WTAR)

N s e . ERfE% A 5%
5514 B BEWIREYP 24 1R 48 15
KHE bR 30.1~31.1 30.2 30.3
14 A H % | 54.9-66.6 66.4 66.8

(5) BEAHH
Wistar 7 v b (—F#% 5 IC) (Z[phe-4ClA XYV =y /BEEZEHAET
HEZOES L, BHEERBRsER Iz,
BE - HEME 133 5.1% 6 BF[E TH 5%TAR. % 5.1% 24 BFfE TH 9%TAR TH -
7=, (R 3)

(6) KRB
Wistar 7 v biZlphe-*ClA ¥V U =y /BEEHAEE IR E (—8
MERESS 5 08) CTHERAKRS, KRR (—BES 3L T 14 HERERA
BE. lethMClAx VU =y 7BRAERE (—H#EE 3~4L) THEROK
E¥7-MERE (A 1L T ARIKERORE L T, KRS HARL
Ehwm X iz,
FTEMEBTORBEFREREIR4IITINTVD
MR- RBU 2BERAERBRE LIRS 1~2 BRI ﬁk’&DE%%ﬁ%
Mk, BIZHEAE < oM Lz, &5 48~168 BRI B 2 RIZE AL
OB THRERRART 2o, (B 3~6)

&4 FTERBPORBHGERE (ng/s)

mEk | RS | R 2 B i B e SRHE I B D
=% (5.75) . M #E (G011 . AR
0.10).cD X =
I B B 6. iz ad BOL0. ToMfRbET
Hi[q] B (4.00) | 1 % (3.69) . AT &
g | P IBUO TR m012). 2oty
[phe-14C] (3.03). Mi7%(2.48)
XYY | ERE | - B1.56). FOfBHENS
=y 7B | HE HE | — B6.49). ZOMBHST
BRE | | FRGO. FEG. | SR, K0T, Z0i
M RRED | gon smerG10). mE2ln) | Rshy

12




[eth-14C]
)
=y 78R

ERE " 2i8.38), M#8.28), ZH#0.05), FHEK0.03). Zfthiit]
) FiRA(5.98), [fi(4.80) Sy

EHE _ B(0.026), HE0.04). &i#0.02).
5 A RIE 2 % FOftHENT

F) —REESET

B BHREREERIL. [phe-UClA XV Y = v 7 B 5B Tix 168 FER#%. [eth-14ClA
¥V Y=o BRSRBRTIL 48 B

2) REHEDFERIL, ZREREROFRZTT,

(7) KEHRZE - E&

PR B. QO RUCWITELNEZREVCEFRTORBYEE - EERBRN
Eim I iz,

REOCEZBITA2REMIIER S ITTIIN TV D,

[phe-UClAF YV =y V7 BREHETIE. RPEFEMS &L LTEZEOREL
ENRRWE I (10.9~37.5%TAR)., AF L v IA X EOBRAE LM
HWIBED LT, RSN AZBLLEMIRFFEZZ T bDEEZLN
Fro BEPICIIRBINOREMESRBE IS NI AF L O4F PR
L. FNFN 6 L LT THIHOKBENAFNAAELLEZB EORC BRNWEX
ni-, BHEETIIR. EPICRELENMEREHEIVZHERINTZB, Z
IR S N2 WRE(EREM LU &, RIS 2 REBESRE %
FIZKWZ EBRFERTHD EE2 LN,

[eth-4ClAF YV = /BB EHO T v MERNIZBIT AREBERIL. A F
LA X BROBRVFNICRELS OAFbick 3 BEXRC DOAERKT

Ho., IhixFhHREMIBEILENE EELZ N, (BR5~T)
%5 RRUBIZET3REY (%TAR)
i &G | RAB | XV =y IBE it
EHRE D26~4.2). FRIELEY UAMA.2~95),
X 73 10.9~14.0
Hi[a] UB(0.8~1.3), UC(0.8~1.2
B(75~86). C(1.3~1.6)
# 20.3~24.0
FEFELA UC0.7)
EHRE D(1.7~3.2). FRIELEY UAR.7~6.9).
[phe-14C] | R 12.1~14.8
Hi[F] UC(0.8~15). UB0.8~1.1
AxY B4.0~9.D. C(1.1~1.8)
[N 7 E&P 4 ; ! . ~ i ingl IX N
7 % 3947420 FREILATTUCOS)
EHE D@B.8)
R 375
14 BR#ED FEE(LEY UA2(32.7). UCB6)
% - B®5). CB.0
) ' FRELAY C1L9)

13




[eth-14C]
)|
=y Y

KAE
K

R 49

D(15.1). F6). H4.D
B(1.8). C0.7). E(152. G43.5)

1) REHEOHMITIREIEPORFNERBEICTT 5EIE. %TRR
2) miBRASH

(8) fKHBEER (E M)
Eh (BEET. 44) L Tleth-UClAF VY =y 7BOEEBRED
(1.00g) BERBLER NI,
mHRE, REOEPHHFIIR6IZIFEN TV D,

M REOY— 7135 4 BRE%ICED O, BEEEREILX 1.17% T

bHotle RPROEDR~OPEMIIF S5 % 24 BFEICHBWT 42.7%., K 51% 48
BERICRBVT66. 7% ThHh -7z, RFER#EME LT, AXF VIV = IJBOI L
s a v EBERAERROBHEESEREAF L AT VAR EL LA XY
V= JEBO IV o BAASEKRVCIEI VI o BILEWR ENRFEL

7"7
—o

(R 77

£6 ERIBTAHEEREORSEOEDETE
Trmax | Cmax JR B OVEE H HE i R(%) PR R B
(B | (%) |35 24 W5 | #r57% a8 w5l |  (0~6 BRRIE IR P ae
FXVICBOIALT o BILEY
1.17 42.7 66.7 -BHEEE - Bkl AXF Y
VEELFE IN SV v L
& - kN U EBRILAEY

2. EYEREGHE
(1) XKBD

Ry Mo I AR (B BARE) of#E~HEAHoESH S
VMEEEIZ . [phe-UClAF Y U = 7% 300 g ai/ha DR E TEBEMAHEL .
EmEREMRBRAER SNz, LBEER, 7. 14, 28 BRTU 49 BiE (I
) (CMBER OCABEEARR L, SO RNERORM EFHo S b, E
EALER L 7-FRITALERZE Tk, W%, MR oI, FHAE LRI Zk &Rk
WAHAE L, BEE LT,

KFERIC BT AHMEBESHIIR TIITIINLTWD,

&1 KREITHEITHRETEES T (RTAR)

AL S5 TE AL AR
= ALFRTE ALEE EE
| mmga% | E® | 148 | 498 | #m#% | 14B | 49R




W4 st 197.4~99.7|91.5~92.3 | 80.6~84.8 | 97.2~99.3 | 92.3~92.8 | 87.8~90.6

REERHY
(7 1)
H) RPOBEIZ2ETERLEZ 2 DORBBEREFTL TV 5,

MEBER COUBEBEROREKRFEIIFBERLSET. LHE 49 HETYH
81~85%TAR K ¥ 88~91%TAR MEIR I Nz, FDRETITRENLDA*
V)= B Thol,

INFER 2 BRERE LR oREE, K, FIEBE UL O RO BHES
MRS IZITEINTWND,

A L-RBEICB T 2 0EENS 74.4%TAR ORERENHRE I
. Tk, W, bbb oI EREX I%TAR RECTh o7z, %
7o, FEALER L7 CIIBE RO K2 IERICEE L, BlEX Y, &%
VY =y VBRI ERABIT LIS W I ERBELNI -T2, B, RWnWiES
NIALEHOREHIEAF V)V = IBETH-T-, (BRS8)

&8 UNFEH OFEH DO BEEESD T (WTAR)

ME Ik TE L BEALE
Hop MR BE B S 5% febb Y RS 5%
BEtRE S F 74.4 0.14 0.03 0.34 3.7 69.0
[phe-14Cl4 % | ;;;"" B o o ;'1' """""" ;;(’) """
YV=yoe |
FRIERHY i1 _ _ B ND 59
(7 f8)
&) — BE®ET ND:mHHahd
1) SUBRFE DL S
(2) X®WO

[phe-UClAFx VU = v 7 BAIFIRIZKTE (MTE: BAR) 2RBELEZHBED
BITHRBRNER Sz,

[phe-14ClA* Y VU = v 7 B % 1,900 mg/L &% 0.1 mol/L /KER{LFT LU ¥
LAAKBRICATEOMERERT. 25°CT 24 BEIEE L%, BHICEEL, 5
DARIEE L, BE2AMBONH FH LR, RBERUHICHE L, £
570 A% (INEH) ofEE S (Mk 7Tom Pl E) RUMREBICHE L TR
B L. BEEOSH EFH T,

BE LA E LI REREREIIAX V) = v 7 BHRE TIX 1.47 pg/iL T
B ol IBTE 2~3 BE% D 2~3 EH OHE TIRFEE T ORBEE S RE (TRR)

15




D 99% BN EFETE L, M EH R OCIRH P OKHEILLE HIT 1%TRR LT T
Hot-, WHEMORKTIZ., BEIZ 0.008~0.011 mg/kg DIRFENIHEH SH
TmhoD, Ak, B, Mo IlEETABARITIVT NG BRERAERT
bhol-, WHEME THELTLAXF V) =y 7BEAOETORBWITH EEIZ
BITLARWZ EXRBEALMNE -7,

I TP ORHERESRERARB Tho2Z & h | EH O
MEMBEN TEA~BITT ARV EB b, (R 9)

(8) [F<&EW
Ry MIREINTECEW (BE @R ATR) OF 4~5 RO E 4 3E
iz, [phe-14ClA % VY = 7% 330 g ai/ha PHAETEHALE L, EYIE
NIEGRBENERI N, AEBEEZOLEER CWE 7, 14, 35 A% (N
#) OMBEROFNUAOEELRERL, &AEtd Lz,
< SV iZB I o RS mIER 9IZTIEN TV D,

£ ILIWMTHE T HMEEEST (BTAR)

o ALBREE MEBIE LIS D EZE
MEEH B EREA 7H 35 H 78 35 H
HWEBEEAS 102~103 108~112 105~108 <0.1 0.1
[phe-14Cl 4 & _ _
83.5~94.5 94.8~101 88.3~100
YU=yIo® |
FEENR D
ND 0.7~1.2 0.6~1.8 - —
(2 &)
ND: g3, —  BlERT

F) FPOREIX2ETERLE 2 2ORBERZTLTND

NPRIE h DR R M RE DR IIA E A LT, 3 35 AR THIZEETO
MBHEEENAEIN SN, TOREOVBEELOFXF YV =y 7B ThHoT,
Fir, MEBELANOEXERIIES EN S HHEIFZ0.2%TAR LT &< F
¥V Yoy 7ERUVFORBDITOBENS EOMOEET~FREBITL
nrnwekEZ LN, (B 10)

(4) FWZ A
[phe-14ClAF v V) = v 7 Be& iR L7 138 CRILPR 88 - 7R 2 VT,
FWZ A (R BLAKR) Fiokd 2umitnEmRBIER I N,
Ay Mot 30 cm BICKEL, 2o LIER TRV, TOLEIZ
[phe-14ClA* Y U = v 7 BT (1t 5720 1.2 mg/kg) 4 BHE DO LA 20
cm DEXTHKE L, HEIZ [phe-ClAF VYV =y 7BEAZRMTAEZ (R v
FAOFEEIHE) ICEVWIAEEEL, 63 B THELL, &BHE 13,
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25 RN 63 BREIZEWIAZERIRL, L& KRk, B & ERICH T THRE
L7z,

FPWIAROEZRBIIBIT AHHAREEEIIR 10IZTREN TV,

TEP OB REEERFEER L IERTEXR DN o, . 2
W ADOREMERP AR E ISR, B2 b b TRERBARSG T
Hol=DT, TEEMMNLTENWIA~DAF VI = JBOBITHZWVWEEZEZL
iz, (E11D

£10 FOIARUVTEBIZE T3 KEtaERE
Het EHEM RE +i
ME%EAK | 138 | 258 | 638 | 13R | 258 | 63 B | &N | INHEREF
RETRERR B | <0.004 | <0.002 | <0.009 | <0.07 | <0.002 | <0.007 | 1.19 1.22
BE: tEP I mgkeiit, EMEPII megke EEERE

3. TEPERHER

(1) FRBKLIBPEGHER
[phe-1UClA %V ) = v 7 B % FaWN/KE 1 cm OEAKIE & U7-HE - &
+ (KK ROV - 1t (F5) SThFhEt47-0 1mgkeg &5
XowaEmL, 2522 COREEMHT CT485 BEl/A v Fax— b5 K0T
BPEMRBRIER I N,
W - B RO - HELICRBIT S 485 BROBRERNEBIIENEN
99.2~101%TAR KX 98.1~103%TAR TH o7, AX VIV = 7 BROKREE
X 485 AZICEFNF R 73.3~7T4.T%TAR, 83.0~87.5%TAR THYH . L)
SHIH S REERSO KRBy E D, XYV =y 7BEOKBLREIZ
BAHEREIT 1 £ EEEX N, EBEEARERS OREBSIE
COsThHY. 485 HE D CO ¥ AEEIT 0.6~1.6%TAR ThH o7, MDA
REIX 26%TAR L F Thofe, 2EEHDOITEIZIBITIAAX VY I =y 7RO
SEEFRICEELRZIRE DN oz, (R 12)

(2) FRMLBPEGKER (HBFEH)
[phe-14ClA* VU = v /B A ABHNOMWTE - B+ GRIR) ROWHE - 1
+ (&&E) cFhFhEE 47~ 1 megkg &5 X HCHEmML, 25+2CoD
LT T35 AfA v Fa_X— b3S EEPEGRBRIERINT,
R - ELEROWHE - #HELICBITS 635 BROBRBHEARIIENEN
© 96.3~98.1%TAR K1} 96.2~97.5%TAR Thotz, XV IV = 7BOKEY
Bl 635 ABIZFNFN 70.7~7T1.0%TAR, 75.2~76.1%TAR TH Y. L&
OB SN AR ORESZ EDz, XYY =y 7BO M3
R AHEEBRIZ1IEL EEE X SN, ERERHER S OKETIX
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