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Z #

XV UCERERTHAREAN (MEA) THa IAxv Y =v 7B (CAS
No. 14698-29-4) Iz 2T, EERBEAZEZAVTEMEREEETEM2E
LT,

D L ZRBRAL. B ERNESR (5 v P EDERES Ok,
< EVWROEWI A), LBPpESR, KPEG. TEBRE. EDRE. &
EMBRYE., FEERNEE F. K. B, ~vF, ¥R, =V ARA, T2,
a4, UFFXRECTY), BEENE (v PRU- DU R), HAKEE (T v
Fw U RRUA X)), BHEE (X)), BESE/REBAEHRS (v M),
BB (FUR), 2HREM (v b)), BEEME (50 PRUBY ¥ ),
BEEEHERBRETHD, . ' .

REBERIG, XYV =y 7BERECLPEETZCHREEME. I
BERVBRIIEDLONE, EHEILYTIHE, EFEBERTRERICE -
THELAIBEESEHEEREDbRAED 2T,

BHEEE/IRAIABHFAFRR TR, 7y PVERBREBMEBECHE ISR
HHNER, RERFERIBEGESEAI =L L3E2HE, 2FOF
Hieh -V BEAEEZRETAIZERATETHI EEXZ DN, '

EBURBRTRONCEFHEORIMEZ, Ty PEAVWE 2 %S
HERD 2.18 mgkg FE/BTholz &b, ZhEBIE LT, £€21%
#% 100 T L 72 0.021l mg/kg RE/R 2 FHE2MN— BEEBGFEE (ADI) &
RELE, : :

T, WMEDFERERREDP B 57 MiCcale @ 0.005922 pg/mL {ZHE
JEARAEY 220mL, MESREI NS SEICETHERED 0.7, v MREIZ 60kg
*EAT D VICH O HNL Y, #MEMFH ADI 25 0.031mg/kg KE/R L BE
=iz,

FHEENT —F 0 bEMNN D ADI LEDFENT —F 2 b#Enh 3 ADI b
5 &, WMEMENT —Z0bEINEERL Y KEL RBIELDL, FFY
Voo 7BOBRELRELZRETSICELTO ADI & LT 0.021meg/ke {£&E/A
CERETAILEPENTHAEELALNE,



I. #ENSEERUVBMAEEZORE
1. A& .
HEA (FEA)

2. HHEHO—BE
fod  AxV=v o (XYY ER)
A - oxolinic acid (IS0 4)

3. k¥4
IUPAC
g 5o F A58 D Fa-84%Y[1,3190F4 % al4,5glx/ V-7
VR R
¥4, : 5-ethyl -5,8-dihydro-8-oxol1,3]dioxolo[4,5-glquinoline-7-
carboxylic acid '

CAS (No. 14698-29-4)
M4 5-mF A58k Fa-8-4FV-13-U4F Yy al4,bgldx ) V-7
TN PR .
4 : 5-ethyl-5,8-dihydro-8-oxo-1,3-dioxolo[4,5-g]lquinoline-7-
carboxylic acid

4, 9F=H 5. 5F&
C13H1:NOs ' 961.23
6. HEER
(=]
o COOH
% Ni :
Son,
7. ARORE

xRV =y 78, 1976 FILERMEERASHIC I VEB I EX Y F
MERTHEER EA) Th 5, %X, Erwinia B . Pseudomonas glumae
O 2FEFITEBD THEWIEM L R L., Agrobacterium tumefaciens, Xanthomonas
BH. Pseudomonas BH. Corynebacterium BEIZ SHEM 2R, 1EREF
F LT, @@ DNA gyrase D% 72 =w k A L#A LT DNA gyrase DAEL
EFRITILICIYDNAOEMRZHEEL B2 EEIEHZ EBHBAL TS,
DBRETI 1989 F 2 A CEFAEA L L CHREREGINTEY , AT
BE, AV FRUVTETERSNTVS, ROT 47U X MIEB AL BE



EEEIREINTNS, £, BERBECESSERILKERTE (2. bh)
BRI TVND,

B BERER L LT, #EOMEEEBRREDWIH L, THdH50ILbE
PDREFTDHZEDERINTEY (3R 74 | AEYF. K. REORH, &K
ARVBEOBERE LTERAENRTWAR (B 75) | b2AETLAESS, K,
B PICHEEREROBREZ BRER S TWS (BB 76) .



I. REHIZHRIHBROHE
EEEGRR (I.1~4) 3, AFX VI =/ BOT7 == VBORELY—
{2 14C TEHLZLD ([phe-MClF XV V=w /@) RO NoFLEDKE
FUCTERLELD (eth¥Clax Y V=78 2AVTERESINE, K
HEEREROCAMHDEEIIRICEH B 2VWESIRAF YV oy JEEICHREL
o KRB/ S BHEFRRUREFERERIIIINE I RT2ITFRERL TN S,

1. BPERERHAR
(1) MhBEEHEE (EEKRS) ,
Wistar 7 v b (—FERES 3~4 L) iZ[eth-14ClA XV V) = v 7B % 10 mglke
FE (BFRE) CHEBAREESEL, hTREESICOVWTHRE ST,
i B R N BE R A RR R R IR L IR ST WA, PR R d bk
AR S 2 BRI EEE CndlE L, &5 6 BE#E TiIEWVL
PR GMFFRERER S, DBERAIET LE,

&1 MmMPpRUMNFPRHEREER (BRES. ue/z)

BE1RME | B 2MEE | B 6 REREE | B 48 BFRIE | Tue (R

(Tmax)
i A 0.90 4.80 1.95 — BlH&ang
1t 4% A 1.70 8.28 3.25 - BEHENT

— Rl EhT

¥, ddY = 7 R (R OSEEM) RO X5 2[eth-uClA% YV =y 2
BEEAECHRBIERN (VXZTIHREN) REL, 2784 —+5 0477
74— (ARG) KL B3GR fThhik, ~UARRY XS 02K/t
1T E 30 H~2 FFE I Caax IELLLZEAD L, &5 24 IFRIEBICIIWHEE
NEY ., BEZ R FEROLITITERLE, FICIERE 24 BAZIEBY
THRELRBERRO, RHERBRICBITLEFICSHT28, 5 24
RFEZICEEELE, (BB 3)

(2) mMAbEEER (REERE) :
' Wistar & v b (HE. ICEAH) cleth-4ClAF VYV = 7B2EHET1
F1ES PMRERORSE L, hFREHBIC W TR S,
BEMETIIER RS 2 RS ON FANEERESRE LN, BERS
BN, (NI BTAHRYE 2 RE%ORE L2IFR UETHE Uz, Ihks
IR R T B 5 24 RERE THE 20 pglg. 48 READHE TILMEBR SRR & 72 o
. (R 4)

10



(3) Mt (EERSE) : _
. Wistar v b (—BEEEHES 5 8) IC[lphe-4ClA ¥V =y 7 BRRERE
¥ 721X 300 mg/keg HE (BAE) T, Wistar 7 v M—BHE 3 IE)R T ddY
v A (—HES 3ME) Zleth-WClAF YV =y /B ERECHERREO®R
5L, BRtRBAERE I, _

5 24 BEERREORBR TR (BY 168 FFi#E) O RR OFE P HER SR,
E2ITRINTND, |

WFNOEZREZES LSS TH, BREPCERCHICHE X fv, S
RE—CHEEROEETIZL A SR b o, (B 3. 5)

#2 RRUEDPHEE (R5EICHTHEE. MR

ek i BEeg HHE | R '
24 B 15 £ 168 B
e | 5 % 2 1%
5. k| B 34.1 34.2
L - 57.7 61.4
ERE
5o | & 31.2 31.4°
[phe-14C] LN 49.4 63.8
AxVY
E%A 5 b | & 34.3 37.1
| g 48.7 637
aHE :
, 5y h | R . 32.4 : 36.5
L 20.6 | 64.5
5ok | R 34 350
[eth-14C] 2 P 44 E51)
VY | KRR :
= IR <=z | K 36 ) 372
| Lo 47 532

1): 96 FEElE - 2): 72 BFRA®E

(4) #it (REEE)
Wistar 7 v b (—##HEE 3 B) iZlphe-4ClA Y Y =y 7 BREEAET
14 HEGEAEOERS L., SERBRNEE I, -
BERESEH 24 RV HEOREVCERRFEI MEIRIIIFRERL TV,
WO REMM P OBRE I R E BB <. BEE SIS S EEER
EHEELRHERIIED N o7, [phe-ClAF VYV =y 7BERE LR

11



BRCid, s 168 BRI X CHEE 2 MIE Lic s, &5 48 R
Ll REERICERNIR bhahoTe, (BH6)

£33 RERUEDPREH#EE (%TAR)

- EkRkEER | mRESE
&5 44 AE | BEHET 24 B R 48 BT
{f_wg S 30.1~31.1 30.2 30.3
14 A # 54.9~66.6 66.4 66.8

(5) BBitHe

Wistar v b (—#HE 5 IT) iZlphe-4ClAF YV =y 7BEPERAET
HEROES L, BHEERBRBERE I,
JRAHEB IR 572 6 BRfl T 5% TAR. I 5 1% 24 R T 9%TAR Th -
eo (&R 3) '

(6) KRR

Wistar 7 v MZlphe-ClAF Y V= /B2 EBRETARIGHAE (—#
HERES 5 L) CHEROKRSES, EHE (—##ES 3 L) <14 HRRERD
Bhi, [ethUClAx YV =y 7B ERE (—HIES 3~4L) CTHEREQOR
EFE-ERE (—HE L) T ARRERDELS LT, FASHREREDS
EigXhiz,

FEABTORERAREBEIIR 4IRS TNS, _

BT S EERABEERRS 1~2 FRIBRICERRITRY. AR
miE, BBREZ o/R Lk, &5 48~168 KEZIZIIB2BRIE LAY
DB THRERIRE & 2o, (ZH 3~6)

#4 FTEREABDPOBRBMHAREE (ug/2)

miktk | mS&l | 3) 2 5% A SURHR I ] D
B g (5.75) | 1w #E (6,11 | B i
. 0.10), Tofglish T
S E % | w60, a9 HO10. ColRiEnT
E[E B3 @00 . m£EG6Y . ATHE
| 0.12), s
[phe-14C] W (3.03), Mi#(2.48) A1 ;’C_@{m&ﬁ i
AEYY | wHE |- B456), TN
=y /B | W it | - B(6.49), ZOMBLENT
BRE | g | PO, WG, 0| WEEL, KREOTO. 20k
14 B RE (325, FEAG.10, 1Y) | Btshy

12




ERE BH8.38), mM%S.28). EE0.05). FE0.03). EoofhiRE
leth-1<Cl | s e s :
FFvY — 9%, MR
=y o | BHE | — B0.026), fT0.09. EiE0.02).

5 HMREIE?2 FofhgEHEhT

&) — fEeT

1) E#HFEHEDREFRZ, phe4ClAF Y ¥ = v 7B ERE T 168 BEME. [eth-1ClA
FYV=w s BRERB T 48 FERE
2) REHREFRHZ, EREBESBORELTFT.

(7) R#EPYRE - EE
BEM BT QR VDI TELNEZREVCEFORBYEE - EERRA
E I,
RECEIIBTAREBIIRSITRINTVS,
[phe-MClA XY ) =y VBB GSHTIL. RPEERS L LTEZROREL
ERRWE I (10.9~37.5%TAR), AF LV IFFEHOBAEL R
WMITRO LT, BN IR EEHIEIAFHEZ T I b0 LEE2 6N
Fro ERICIIRBNOREMERBE I NAMITAF L P VHBHRE
L. ZRFN6 L LT THNOKBERAFAELEBETCHERWES
nic, BHETIHR, EFICREESERER LD S PRSI,
TR SRR WREREREM L &, BRENR-RE{LESRB 22
TS WIEPRATH D EFZ BRI,
[eth-14ClAF VYV = VBEEHED T v MERICEB T 2 RKHEHBEIX, 25
LA X EOBAERTENICRELS OCAFALICLE B EORCOERT

HY. SbiENLREWPEESLEIND EZX O,

(1 5~7)

F5 REUVEIIHITIHREY WTAR)

VAN Bt | RE | AF V=R At
59::8=3 = 109-140 D@.6~4.2), FAELAH UAU4.2~95),
Kl UB(0.8~1.3). UC(08~1.2
% 003240 B(75-86), C(1.3~16)
HIFE LAY UCO.7)
[phe-14C] T%’H?% 5 91148 D(L7~32). &AL UAR.7~6.9).
%Y Hi[E UC(0.8~1.5), UB0.S~11D
=y B 3% ' 99.4-42.0 B(4.(.}~9.1)\ .C(1.1~1.8) .
KRIREEAY UCO.5)
EAE = 275 D)
14 BRREY ) KRIELSHUA2E2.7). UCB.6)
% £id B@&5). CB.0
) FEELAH CO.9)

13
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[eth-14C] | EA&E
: ) D@5.1). Fe)., HL.D
ZFFYY | EHE 73 49
B(1.8), CO.7. E(152). GE35
= 7ED

1) REHEBEOBEMBERE-REPORMERTEECH T84, %TRR
2) miERiEEk

(8) XBIE (e M)
bk (BEBT. 44) L Tleth-MClAx Y Y =y Z7EBBOBERRND

(1.00g) BERBENPEHR NIz,

mAEE. REVEFHEREIIR G ICTEIN TS,

MFREOCE— 7 3FE 4 FEARICRD b, BEEEREIL 1.17%T
bolo, RPROEP~OHMITRE% 24 BEICEV T 42.7%, #51% 48
BERIC VW T 66.7% ThoTe, RHERBEB L LT, XV V= IBROT N
o ryBREAeEEUCBHESERE A TF VI IAFUVEREL LA F Y
V=wJZBoIlvra ryBREERVEINV 7 a BibEW R EBTFEL
e (BRI

%6 tHoBHIEEROBREEOEYBLE

Tmax | Cmax RECETIHER®) RS
(REfD | (%) | #es5i% 24 5| #5548 0500 |  (0~6 FRRE RS AB)

dHF VU EBROINVY u i a Y
4 1.17 42.7 66.7 - BHESE - ElLizAxVY
VEENLEE ISRV v UERE
& - TN n L EBEEY

2. HYHERESRER
(1) KED
Ry MIEE IR (ME: BARE

) OHEPR~HEEFANOEDL D

WIZERIZ, [phe-M4ClA* YV = v 7B % 300 g aitha DAETHBEMMLEL,
EHmEEGRBRAER SN, LABEE®. 7. 14, 28 BRUV 49 B (X
FEH) WABEER CNBEAERLE, SOICEHORMM Lo, E
mALER U 7o FRIRAL3EEE, ok, Wk, b oI, B ULk &%
WAL, B Lz,

KFEIZRBIT D BHESTHIEER TIZREINTWD

RT KRBTSR ES T (4TAR)

LB EEMmMAE FHALE
| mmgag | me | 148 | 408 | mE# | 148 | 498



[phe-14C] 2
YU =y TR

A FERHY

(7 1)

B RYOHBEIZ2ETERE L2 20RBEELXTRLTNE,

WEERCLEBEETORBRNREIBEESET, 4H 49 BRETY

81~85%TAR K 1* 88~91%TAR MREIR & iz, £FDOKES

Y=o 7B Thol,

IR 2 AR LR EONEE, 2K, IRk UHEb b RORARES

MTERSIZCRENTWVS,
EELE L-FREICBT20BEND T4.4%TAR ORFEIBH S

\\
}.

. R L efRET ifi&%}‘ﬁu@k“ﬁ

TIRFREROL X

N

\T% PR, MO OREENAHHEIL I%TAR R TH o7, ¥
MIRRICAFETELE. BEX D, A%

/J v IBIITLERABIT LIS WIZ BB LN o7, 2B, AWVWEX
NI bSO IG5 &‘iz‘fr/)mzﬁﬁfépoto (&M 8)
8 IWEHOBMEDORSTEES T (WTAR)
WMEE e AL bt
Ea% JLERIE B S Wk fgbob K77 S R
HFREa st 74.4 0.14 0.03 0.34 3.7 69.0
fphe-uiclAx || | T T
- 54.4 — - — 3.1 43.0
REEAHD 4.1 — | — — - ND 2o
(7 78)
E) —:flEed ND:BmHEht
1) ALEREELL S
(2) KED

[phe-14ClA* v U =y ¥
VB E e S i,

BT

BRI KRR (MRTE : BRRE) 2RELLBEO

[phe-1ClA % U = v 7 B % 1,900 me/L &¢p 0.1 mol/L /KE(EF U &

LAREBICAKRBOWEZEEI, 26°CT 24 RFFRIRE L%, &

HAFEFKE LE, BE2ARBONE ZM L., BERUWIZS
57 A% (NER) ofMiEst bE (#BE 7Tem Bl E) RORERIZHSE L TR
BrE L, BHEEOSFERE,
WWATE LI AEHEERRA S Y Y = v ZBRBRE Tl 1.47 pg/kl T

BELEH

B ol B 2~3 BHE D 2~3 BYIOHE THME T OREE KA

15
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D 99%BPUTTFAEL . H ER MRS P O RFEIZE i 1%TRR LT T
bhotz, WHEHMORRE T, BEI 0.008~0.011 mgkg DHEARHEEL
Teboon, Tk, HE MOOIRETIHREEIIVTNOREERALRET
&otoW%ﬁifﬁvbr%%%/)ﬂ/ﬁ@&U%mﬁﬁwmﬂt%
BOLZWIEBBALMER -,

L PORNEREXBRERAREFRE Chol &0 b, METORH
HHE R T EABITTAFEREER2VWEELONRE, (BRI

(38) k<&M
Ry MIBEESLIZ EW (B fimA +E)®%&ﬁ%@®%4ﬁ
2. [phe-UClAx Y U = 7% 330 g ai/ha PAETERHELEL, #HHE
NEGRBRAER S, ABEEROMEER MR 7, 14, 35 A% (RH#
#H) OABEROCETALADOEELERL, Rt L,
B EWERBITAREBESMIIR TSI TS,

#9 F<EWiTBT2HEEESM (RTAR)

o ALIREE MBIELISOERE
MEE A B# 7H 35 R 78 35 A
HABEER | 102~108 | 108~112 105~108 | - <01 |01
[phe-14C] A4 : — —
: 83.5~94.5 94.8~101 88.3~100
V=228 |
FeRE LS
A H) ND 0.7~1.2 0.6~1.8 — —
(2 FE)

ND:REET, — : WEdT _
) RPOFER2ETERELE 2 >0RBRERETLTNS

ALERTE B D7 B HCHEE 0 AT 1B Y E L, ﬂﬁs5a%1%&ﬁér@
MBS ERPEIR S, ZOREOPRECOFF Y V=0 B THo 7,
Fir, MBELNAOELEICES ENSHEHAEIX 0.2%TAR LT L7 <, 73“
FY V= /7BECZTORMYIINBENS T OMOEXET ~FHBEBTT
rnitE2oNE, (B 10)

(4) LW A
[phe-14ClA % Y U = » 7 B 2 BF0 L 7o 088 (K IR A3 %) 2 WV T
FWZ A (R BLAKIE) PliB2#EPENEMRBREER I N,
Ry MetHEE 30 cm BEEEL, 2O LCERERVE, TR
[phe-HClAX Y U = v 7 BRiRF0 (EE£H79 1.2 meke) 4 BHEOLEE 20
cm DIEESTHRE L, TEIZ [phe-UClAF Y V= 7EBEZRMWTEZ (R y
FDFEEE 3 AE) KWW AEEEL, 63 BETHIF LA, 7 13,
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25 RN 63 REBICE W A BRI L. £R KSR, B L IR oT Tte
L, )
EWZARVCEREIBITABAREEREXR I0IKREINTWYWS,
1P O IR BRI IR L RS CERBED b o T, . B
W A ORES D R AR BRI . WAL b b TR BARET
HolOT, TEMLTETVWIA~NDTF V= JBROBTERVWEEZD
niz, (28 11)

£10 HFOWIARUVLEICIETORTRRE
R EIEM R i
M¥%EA%% | 138 | 258 | 63A | 138 | 258 | 63 R | iEHEE | NN
HUHRERE | <0.004 | <0.002 | <0.009 | <0.07 | <0.002 | <0.007 | 1.19 1.22
BRE  DEPT megke L, EHEFIE megke £EE

3. TEEGRER
(1) FaBEkLEhERRER ,

[phe-M4ClAFF VU =y J7ERERIAAKE 1 cm OEAKKEE S LT - 5
+ (FRIh) ROV - ¥+ (GH) KFAWEFhiE %79 1megke & 725
L HWIRIL, 252 COBELHT T 485 AflA v =2<— M B HFRNLT
B EGRBIAERINE,

R - BAIROWHE - HELICRIT S 485 BHOBEEBRAESBIER TN EN
99.2~101%TAR %18 98.1~103%TAR Th o7, 7%V V = v 7 BROBHE
ik 485 A2 Zh 73.3~T4.7%TAR., 83.0~87.5%TAR TH Y . +HEmn
B ENEHHEERSO RS E EDE, XYV 2y 7BOKBLE
BT SHEESRFESIT 1 FUEELEZ b, EEUEREHRS O RS o
CO,THY., 485 BHE D CO RARIL 0.6~1.6%TAR Th o7, TEHDE
R 2.6%TAR LT CThot, 2 HMEOTRIIBT 54XV I =y /B
SREREICICEELRERR D BN o, (R 12)

(2) FEMIIEPEGHE (AHEHE) .

[phe-4ClA* YV = v J EEA BRI OLH - Bt GRIRN) ROWE - fHE
+ (BH) KFNThE+Y7E0 1 mgke E22IHCHEML, 2522°COD
R4METT635 BMA VY Fa~— b3t EhEGRBRIER SN,
W - BERUHHE - HEB I RIT 5 635 AROBERHEIIZNEN
96.3~98.1%TAR K 1% 96.2~97.5%TAR Th o, XV I v /BOBY
#i% 635 BRI ENFh 70.7~71.0%TAR. 75.2~76.1%TAR TH Y, +i&E
B SRR S DRESE S, A%V ) =y 7EBROMMHiE
BT HERLRBEHR1FUEEEL R, BESEHERS ORESIZ
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