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CAS No. 85785-20-2

/ 2
1 1
mg/kg / 100 0.01
mg/kg / ADI



esprocarb 1SO

IUPAC
S (RS)-1,2- ( )
S-benzyl (RS)-1,2-dimethylpropyl(ethyl)thiocarbamate
CAS No. 85785-20-2
S( )(1,2- )
S-(phenylmethyl)(1,2-dimethylpropyl)ethylcarbamothioate

C1sH23NOS

265.42

@)

S)I\N
Al ¢

1988



1 4

14C
[phe-14C] 14C
[pro-14C]
/ /
1 2
SD 5 [phe-14C] 10 mg/kg
500 mg/kg
1
Tmax 06
Crax 4.4 5.7 ug/mL T2 37 45
Tmax 19 64 Cmax 606 797
Hg/ml_ T1/2 41 46 Tmax
8
1
Tmax ( ) 0.6 0.6 19 6.4
Cmax (ug/mL) 4.4 5.7 60.6 79.7
Tz ( ) 37 45 41 46
SD 11 [phe-14C]
72 192 2
192 TAR 93.8 96.4%
62.5 71.1%TAR 22.7 33.9%TAR
192 91.2 92.2%TAR
63.0 71.8%TAR 20.4 28.2%TAR
192



71.4 72.0% 62.8 63.2% 192
0.3%TAR
8
2 72 192 %TAR
72 69.1 21.8 60.8 31.7 69.1 19.3 60.5 26.5
192 71.1 22.7 62.5 33.9 71.8 20.4 63.0 28.2
SD 11 [phe-14C]
3
24
192
8
3 no/g
24 192
(4.59) (2.85)  (1.46)  (1.24)
(0.64) (0.54) (0.12) (0.11) (0.08)
(3.91) (3.32) (1.16) (0.91)
(0.58)  (0.49) (0.45) (0.43) 0.13) 0.13)
(795) (231) (144) (92.9) 4.49
(65.2)  (47.1) (22.0)
(1,140) (272) (263) (132) 405
(95.1) (55.7)  (49.0) (28.2) '
(22.7) (21.7)
SD 11 [phe-14C]
96 4
G J
TRR 18.6 43.6% 28.5 36.3%
C I L M N

8




3%TAR D

C S
K D E
G H L M I N W
J 8
4 %TRR *
ND J(36.3) G(20.1) C(9.5) I+M(12.1) L+M(35)
M+N(L5)
bl D EHI N W
ND JBL5) G(186) C(11.4) 1+M(16.8) L+M(4.1)
M+N(1.6)
ND E HI K N W
ND G@436) J@285) 1+M(114) L+M(2.1) M+N(L9)
D EFMHII L N
ND JB47) G(95) 1+M(149) L+M@49) M+N(1.2)
D EHI KL N W
ND
* TRR 100%
[phe-14C] 2,800 g ai/ha
5
7 5.76 mg/kg
114 2.2%TAR
49.3 50.4%TRR 1.1%TAR 0.4%TRR
0.008%TAR
5 ( mg/kg)
3 7 17 31 60 114 *
1.95 0.89 2.96(49.3
540 576 3.06 0.94 0.38 1.07550.4;
0.27(0.4)
* 114 %TRR




10

2,800 g a.i./ha 29 60
163
29
3.76 mg/kg 1.96 mg/kg 163 1.54
mg/kg 0.50 mg/kg 0.23 mg/kg 0.16 mg/kg
N
0.005 mg/kg 0.010 mg/kg
0.15 mg/kg 65%TRR 0.028 mg/kg
12%TRR
9
[phe-14C] [pro-14C] 0.01 mg/kg
3 6 24 3 7 6
7 14.7 15.9%TAR 8.9
10.6%TAR 36.9 38.7%TAR
7 19.3 22.7%TAR 29.1
36.2%TAR
7 0.22 0.26
mg/kg
0.17 0.21 mg/kg 3 7

10

10



6 %TAR

3 6 24 3 7
13 21 8.2 110 | 159
[phe-*C] 0.6 0.9 18 41 8.9
94.1 96.8 69.7 631 | 387
08 12 6.4 7.9 14.7
[pro-HC] 03 05 16 47 10.6
94.8 92.1 711 599 | 36.9
3.8 75 77 232 | 22.7
[phe-*C] 11 10 3.4 17.9 36.2
89.1 82.6 717 419 | 157
3.3 24 10.4 100 | 193
[pro-HC] 07 0.7 31 115 | 291
90.3 88.4 635 576 | 184
[phe-14C]
4 mg/kg 25
182
42 9%TAR 42.8% 182
2.3%TAR 1.0%TAR 53.6%
TAR 53.3%TAR 59 63.7%TAR 62.1%TAR
182 52.1%TAR 51.4%TAR
182 8.1%TAR 182
33.9%TAR 18.5%TAR 15.2%TAR
96.1%TAR 182
70.9%TAR 18.5%TAR
2%TAR B 2
C 0.4%TAR
306
11
[phe-14C]
4 mg/kg 28
08 56
77 56

90.1 93.4%TAR
11




24.2 31.7%TAR

14
11.7%TAR
B
3.9%TAR
B
366 1,360
[phe-14C]
4 mg/kg
57.1%TAR
6.4 79 TAR
[phe-14C]
84
28
84 83.3%TAR
1.0%TAR 84
14

10.9 44.8%TAR B
11.3%TAR 28

42.3%TAR

2.8%TAR 6.8%TAR
40.2%TAR

3.0 3.8%TAR

83.7 86.8%TAR

3.1%TAR 1.4

29 52.8
12

28 28
84

28 56.4
B 9.2 11.3%TAR

B
13
4 mg/kg 28
1%TAR
89.8%TAR
3.2%TAR 56 10.5%TAR
5.9%TAR
517

12



Freundlich Kads 372 136
Koc 1,940 4,040

pH5
2 pg/mL
40 30
pHS5 9
16
pH 7
25 40
258 485 nm
2.8 mg/L
21.1 38 1
G \Y 14%TAR
6 8%TAR 17
[phe-14C]
25 16
300 400 nm
212 35
B 0.2 0.3%TAR
18

35

13

25
2 mg/L
15 W/m?2
[phe-14C]
30
14
B C G
2 mg/L
1.29 MJ/m2/
405



60 114 8
19
7
2.8 mg/k 1
.8m
g/kg 50
2,800 g ai/ha
B
8
0.02 mg/kg 21 22
8
oH| mgkg) __
(gai/ha) | () ()
3 2,800¢ 1 102-120 | <0.005 | <0.005 | <0.005 | <0.005
1986
3 2,8006 1 102-120 | <0.02 <0.015 <0.01 <0.01
1986
2 2,100s¢ 1 82-100 | <0.005 | <0.005
1997
2 2,100sc¢ 1 82-100 0.02 0.01"
1997
G sC
A 0.006 B
<0.008 <0.008

14




PEC BCF
PEC 023 ppb BCF 171
0.197 ppm 44
9
9
1-6 (65
53.3 kg 15.8 kg 55.6 kg 54.2 kg
Mokg) [~ ff f ff
0197 | 941 | 185 | 428 | 84 | 941 | 185 | 941 | 185
18.5 8.4 185 18.5
ff 10 12 57 59 a |/
ff ff
pa/ /
10 22
10
Ik
Mokg ) | mgkg ) | (maikg )
250 mg/kg
0 250 500
1,000 2,000 4,000 mg/kg
ICR 5 4,000 8,000 250
(Irwin ) 5

15




1 2

8,000 mg/kg
20 50 100
50 100
(30 )
0 5 20 50
100 200 50 100 200 mg/kg
50 100 200
100 200 20
(1 )
0 5 20 50
100 200 50 100 200 mg/kg
5 10 20 50
100 200 20 50
( )
> -4~ -3
Hartley 2.5 1_0 _10 g/mL 103 g/mL
n vitro
i 2.5>104~10-3 g/mL
Wistar 5 _0 _0 g/m 103 g/mL
n vitro
0 0 250 500 1,000
2,000 4,000 4,000
10
6 25 50 100 100 mg/kg
100
(30 )
1><10% 103 g/mL
Cooogm 106g/mL | 105 g/mL
n vitro
0 10 20 50
50
. 0 250 500
1,000 2,000 1,000 2,000

16




SD ICR

11
23~25
11
LDso mg/kg
SD
10 4,600 3,700 2,960 mg/kg 1,750 mg/kg
ICR
10 8,000 9,100 4,730 mg/kg 6,150 mg/kg
SD
10 >5,200 >5,200
LCso mg/L
SD
5 >4.06 >4.06
SD
12 26~29
12
LDso mg/kg
B D 1,510 1,620 1,500 mg/kg 1,260
( ) 5
mg/kg
EspS1 SD
) 5 4,040 2,530 3,160 mg/kg 2,000
mg/kg
D
EspC ) S . 3000 | 2,200 3,160 mg/kg
EspU SD
P ) . 2,160 | 1,330

17




30

CBA/Ca LLNA
31
90
SD 10 0 100 600 1,800
5,400 ppm 13 90
13 90
100 ppm 600 ppm 1,800 ppm | 5,400 ppm
6 37 105 328
(mg/kg /) 7 41 117 356
14
600 ppm 1,800 ppm
1
ChE 1,800 ppm
ChE
100 ppm
600 ppm
100 ppm 100 ppm 7 mg/kg /
32
14 90
5,400 ppm 1 2
T.Chol
1,800 ppm
600 ppm T.Chol
BUN

18




100 ppm 100 ppm

90
4 0 10 45 200
500 mg/kg / 90
15
45 mg/kg /
10 mg/kg /
33
15 90

500 mg/kg [ * 3 2

GGT Alb T.Chol Ca GGT Alb Ca
200 mg/kg /

RBC Hb Ht

TG T.Bil Glu PLT APTT

ALP T.BIl

45 mg/kg / PLT APTT

ALP
10 mg/kg /
* 500 mg/kg / 1 2

90
SD 10 0 200 1,000 5,000
ppm 16 90

19




16 90

200 ppm 1,000 ppm 5,000 ppm
14 70 352
mg/kg / 15 72 367
1,000 ppm
5,000 ppm
4
5,000 ppm 352 mg/kg / 367 mg/kg /
34 51
1
01 8 64
mg/kg /
17
64 mg/kg / PLT APTT
MCHC MCV Hb Ht RBC
64 mg/kg /
8 mg/kg / 64
mg/kg /
1 mg/kg 8 mg/kg /
35 51
17 1
64 mg/kg /
ALP ALP

20




8 mg/kg

8 mg/kg

1 mg/kg
2
SD 50 0 25 125 600
1,800 ppm 18 2 /
18
25 ppm 125 ppm 600 ppm 1,800 ppm
1.1 4.9 24 73
mg/kg 1.1 5.5 28 85
1,800 ppm
Glu 125 ppm 600 ppm
125 ppm 600 ppm
25ppm 1.1
mg/kg 125 ppm 5.5 mg/kg
36 51
18
ICR 50 0 25 250 2,400
ppm 19
25 ppm 250 ppm 2,400 ppm
2.8
3.4
2,400 ppm

21




250 ppm

250 ppm 2,400 ppm
25ppm 2.8
mg/kg / 250 ppm 34 mg/kg /
37
2
SD 25 0 5 25 125 600
ppm 20 2
20 2
5 ppm 25 ppm 125 ppm 600 ppm

p 0.29 1.45 7.2 34

0.33 1.69 8.4 38

mg/kg / = 0.29 1.43 7.2 35

0.34 1.73 8.7 41

21
600 ppm
125 ppm
600 ppm 600 ppm
25 ppm P 1.45
mg/kg / F1 1.43 mg/kg / 125 ppm P 8.4 mg/kg
/I F1 8.7 mg/kg / 125 ppm P Fi1  7.2mg/kg
/ P 8.4 mg/kg / F1 8.7 mg/kg /
38

22



21

F1 F2

600 ppm

125 ppm

125 ppm

25 ppm

25 ppm

125 ppm

25 ppm

600 ppm

125 ppm

125 ppm

125 ppm

SD
500 mg/kg /

22

27

6~20

22

50 mg/kg /

500 mg/kg
5 mg/kg

/

/ 50 mg/kg

39

0 5 50

/

500 mg/kg /

50 mg/kg /

5 mg/kg /

50 mg/kg

/

NZW

200 mg/kg

18
/

200 mg/kg /

7~19

23

0 20 100

22 24




200 mg/kg /

100 mg/kg /

40
DNA
CHL in vitro
23
41 44
23
in vitro| DNA Bacillus subtilis 2,000 26,000 pg/disk
H17 M45
Salmonella typhimurium |50 5,000 ug/plate +/-S9
TA98 TA100 TA1535
TA1537 TA1538
Escherichia coli
WP2uvrA
18 72 ug/mL -S9
CHL 18 288 pg/mL +S9
in vivo ICR 0 500 1,000 2,000 mg/kg
( 7 ) ( )
+/-S9
24 45 49
24
S. typhimurium 0.0375 0.6 pl/plate -S9
5 TA98 TA100 0.15 2.4 pl/plate +S9
( ) TA1535 TA1537
E.coli
WP2hcr- trp-

24




EspS1

S. typhimurium
TA98 TA100
TA1535 TA1537

E.coli
WP2hcr- trp-

5 80 pg/plate -S9
10 160 pg/plate +S9

EspS2

S. typhimurium
TA98 TA100
TA1535 TA1537

E.coli
WP2hcr- trp-

125 2,000 ug/plate -S9
5 80 pg/plate +S9

EspC

S. typhimurium
TA98 TA100
TA1535 TA1537

E.coli
WRP2 hicr- trp-

18.8 300 ng/plate +/-S9

EspU

S. typhimurium
TA98 TA100
TA1535 TA1537

E.coli
WP2hcr- trp-

0.625 10 pl/plate  +/-S9

+/-S9

SD

24

ChE

10
1,000
LDso

ChE

24

ChE ChE

ChE

LDso
50

25

3,270 mg/kg

1,260

ChE

ChE
ChE

25%

ChE

4

4,000 mg/kg

24



0.6 6.4 19 Cmax

T2 37 46 192
62.5 71.8%TAR 24
192
G
J
S
I N
306
29
52.8 B
517
S
Freundlich Kads  37.2 136
Koc 1,940 4,040
pH 5 9
21.1 38
14 G \Y/
212 35 405
B
60 114 8
B

26



0.02 mg/kg

0.197 ppm
LDso 4,600 mg/kg
3,700 mg/kg LDso 5,200 mg/kg LCso
4.06 mg/L LDso 8,000 mg/kg
9,100 mg/kg B LDso
1,510 mg/kg 1,620 mg/kg EspS1 LDso
4,040 mg/kg 2,530 mg/kg EspC
LDso 3,000 mg/kg 2,200 mg/kg EspU LDso
2,160 mg/kg 1,330 mg/kg
CBA/Ca LLNA
6 mg/kg /
10 mg/kg /
1 mg/kg /
/
1.1 mg/kg / 2.8 mg/kg /
2 1.43 mg/kg /
7.2 mg/kg /
5 mg/kg /
50 mg/kg / 100 mg/kg /
DNA
CHL in vitro

25

27



25

(mg/kg / (mg/kg /)
90 6
7 41
90 352
367
2 / 1.1 4.9
55 28
2
P 1.45 P 7.2
P 8.4 P 38
F1 1.43 F1 7.2
F1 8.7 F1 41
(
P 7.2 P 34 )
P 8.4 P 38
Fi1 7.2 F1 35
_____________________________ P87 | R4 |
5 50
50 500
( )
18 2.8 27
34 342
100 200
100 200
( )
90 10 45
a0 s
1 1 8
8 64

28



90

100
ADI

ADI
ADI

1 mg/kg

/

0.01 mg/kg

0.01 mg/kg

1 mg/kg
100

29

/

/

/

1.1 mg/kg



S N-(1,2- )- - -
B
2
C S N-(1,2- )-N\- -
S N-(1,2- -2- )- -
D
S N-(1,2- -3- )- -
E
F S N-(1- -2- )- -
G
H
I
J
K S( ) N-(1,2- )- -
L
M 2-
N 4-
\ N-1,2- -\-
W |3-
EspS1
EspS2
EspC
EspU

30




ai

Alb

ALP

APTT

BCF

BUN

ChE

Cmax

GGT

v-GTP

Glu

Hb

Ht

LCso

LDso

MCH

MCHC

MCV

PEC

PHI

PLT

PT

RBC

LT

TAR

T.Bil

T.Chol

TG

Tmax

TRR

31
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16

17

18

19

20
21

http://www.fsc.go.jp/hyouka/hy/hy-uke-bunsyo-20.pdf

URL

1987

1987

1987

1987

3
http://www.fsc.go.jp/iinkai/i-dai3/dai3kai-kouseisyousiryou.pdf

1 6
http://www.fsc.go.jp/senmon/nouyaku/n-dail/noul-siryou6.pdf

http://www.fsc.go.jp/senmon/nouyaku/n-dail/index.html

http://www.fsc.go.jp/senmon/nouyaku/n-dai6/index.html

http://www.fsc.go.jp/senmon/nouyaku/n-dai22/index.html

GLP
1987
GLP

GLP

GLP

GLP

GLP

1991

1987

2005
1987
1986
1997

32

1987

2005

1987
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23

24

25

26

27

28

29

30
31

32

33

34

35

36

37

38

39

40

41

42

43

44
45

1987

1987

1987

1987

CHL

2006

1987

GLP

90

90

90

52

78
1986

1987

1986

1987

Rec-assay GLP

GLP

GLP

1984
1984
1986
GLP
GLP
GLP
GLP
1987
GLP
GLP
1986
GLP
1986
GLP
GLP
1987
/ GLP
1987
GLP
GLP
GLP
GLP
1985
1985
GLP 1985
2005
GLP

33

2005
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47

48

49

50
51

52

53

54

55

56

57

58
59

1987

1987

1987

1987

1987

URL

URL
16
URL
32
URL

GLP
GLP
GLP
GLP
1987
1988
207 1-1

http://www.fsc.go.jp/iinkai/i-dai207/dai207Kkai-siryoul-1.pdf

24 1
207 1-2
http://www.fsc.go.jp/iinkai/i-dai207/dai207Kkai-siryoul-3.pdf

http://www.fsc.go.jp/senmon/nouyaku/sougou? dail6/index.html

http://www.fsc.go.jp/senmon/nouyaku/kanjikai_dai32/index.html
10
11
12

34

2000
2001
2002



