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IUPAC

3-(2,2- )-N-(5,8- [1,2,4] [1,5-¢]
-2- ), A, A- -2-
( ) C )
( )
( ) ( )
/ ( ) ( ) ( )
( )
LGL
LGL
1
/ 5.0 5.1 mg/kg /
5.0 mg/kg /
100 0.05 mg/kg / ADI



penoxsulam 1SO

IUPAC
3-(2,2- )-N-=(5,8- [1,2,4] [1,5-c]

-2- )-a, A, A- -2-
3-(2,2-difluoroethoxy)-N-(5,8-dimethoxy[1,2,4]triazolo[1,5-¢]
pyrimidin-2-yl)-a,a,a-trifluorotoluene-2-sulfonamide

CAS(No. 219714-96-2)
2-(2,2- )-N-(5,8- [1,2,4] [1,5-]
-2- )6+ )
2-(2,2-difluoroethoxy)-N-(5,8-dimethoxy[1,2,4]triazolo[1,5-¢]
pyrimidin-2-yl)-6-(trifluoromethyl)benzenesulfonamide

C16H14FsNs0sS 483.37
OCH,CHF; QCHs
Ny
ﬁ—uu 2\ '|“
1 e
0
CF3 OCH;
1997
(
1 33 38 42



1~-4 2
14C TP_14C_ 14C
Bz-14C-
/ 1 2
Fischer TP-14C- 5 250 mg/kg
4
1 2
1
5 mg/kg 250 mg/kg
Tmax (hr) 0.5 0.5 2.0 2.0
Crmax (pg/mL) 16.7 24.8 108 116
Tz (hr) 2.6 3.0 2.9 5.6
Fischer TP-14C- 5 250 mg/kg
4 Bz-14C- 5 mg/kg 4
24 168 2
3
2
Bz-14C TP-14C
24 58.7 | 19.6 | 34.2 | 31.3 | 0.53 ) | 535 57.3 | 6.34 | 156 | 184
168 72.8 | 253 55.5 | 36.9 19.5 711 87.0 | 9.97 70.5 | 285
24
TAR %




3 H9/g
Tmax 168
50.7), 38.3),
(50.7) (38.3) 0.20
(9.44),  (6.02), (5.26)
53.0), 31.7),
(53.0) (L.7) 0.20
(7.89), (6.92), (6.29)
(3320), (142),
(2.60), (1.82),
(75.0), (46.8), (45.9),
(1.00
(45.7), (42.8)
(3490), (134),
(2.00), (1.76),
(54.3), (51.1), (40.2), 0 )
(36.7), (35.4) '
0.5 2
Fischer TP-14C- (5 mg/kg 5 )
15 16 TP-14C-
24 168 4 2
4 TAR
24 52.4 20.5 21.3 64.8
168 67.9 24.8 26.8 70.2
Fischer TP-14C- (5 mg/kg 3 )
24 2
5 TAR
55.8 14.1
24.0 54.5
7.46 N.S.




N.S.

TP-14C- Bz-14C- 1.(2)
TP-14C- 1.(3) 1.(4)
6
0.5 4 1 3 4 6 12
0.5 3 2 6
5 6 3
O
2
6 %TAR
18.8 3.0
Bz 150 Y(18.9), M(5.35), [9)]11]
) (5.27), 40
31.1 66.0 3.0
P 345 122 Y(562 145), 7.0
753 248 1.0
67.0 80.1 4.0
175 656 3.0
TP Y(2.99 195), [9J[11] ( ND
154 195 6.1),
6.0
TP 480 9.35 [71/[8)/[10] (5.96 38.9), 70
TP-14C- Bz-14C-
Japonica M202 5 6 100 g ai/ha 0 3 7 14
30 134
TRR 3.99 5.17 mg/kg
134 0.021 0.023 mg/kg 0.003

0.004 mg/kg




TRR
94.4 99.9%TRR (3.83 5.16 mg/kg)

[2] 1.8 2.9%TRR (0.095 0.118 mg/kg) 4.2
8.9%TRR (0.001 0.003 mg/kg) [2] 29.2 30.4%TRR (0.007 0.009
mg/kg) 2 0.006 mg/kg

6.4 7.2%TRR (0.001 mg/kg ) [2]
2.2 3.3%TRR (0.001 mg/kg ) 2 0.001 0.001
mg/kg
[2]
2 3
TP-14C- Bz-14C- 6
() () 3 (1 2 ) ()
0.16 mg/kg 0.40 mg/kg
20 25
99
87.2 96.7%TAR 99
0.4 8.7%TAR [2] [12]
30.7%TAR ( 35 ) 42.0%TAR (
99 ) [2] 99 12.5%TAR
4 1.5 20.9%TAR 99
17.9%TAR [2] [12]
17.4%TAR( 64 ) 2.2%TAR ( 99
) [2] 99 16.6%TAR
[13] [14] 15.7%TAR ( 99 ) 4CO2
2.4%TAR ( 99 )
0.0 1.1%TAR 99 17.8
57.9%TAR
11 34 4
TP-14C- Bz-14C- 5
() () 3 (1 2 ) 0.08 mg/kg
25 120 365
98.2%TAR (
120 365 ) 1.3 18.8%TAR

-10 -



[21 [12] [18]  [19] 59.2%TAR (

30 ) 32.4%TAR ( 365 ) 10.6%TAR (
91 179 ) 33.0%TAR ( 365 )
[2] [18] 365 9.7%TAR 10.0%TAR
2 [16] [17] 5.0%TAR 14CO2
9.5%TAR
1.0 2.7%TAR 21.9
42.8%TAR
10 44
5 [2]
[12] [18] [19]
5
18 () ( ) () (
3 ) ( ) ( ) (1
2 ) ( )
Freundlich Kads  0.64 235
Koc 48.8 993 6
TP-14C- Bz-14C- pH4 7 9 1
g/mL pH7 10pg/mL
50 5 pH5 7 9 1pg/mL
25 30
pH4 5 pH7 HEPES
pH9
pH4 9
7
TP-14C- Bz-14C-
pH7 0.15 pag/mL 25 28
14.3 kW/m2z TP-14C 10.0 kW/m2 Bz-14C) 290-800 Nnm
3
0.33 0.37

-11 -



10 TP-14C-
15 Bz-14C- 17
TP-14C- [20]
[23] [22] [20] [23]
[22] 14 28
Bz-14C- [21]
14 14CO2
14 20%TAR 10%TAR
8
[2]
[12] [20] [21]
15
11 155 7 ( 9)
7
[21, [12],
[20], [21]
30
0.04 mg/kg
15
42G g ai/ha 11
37.5ECg ai/ha
=<2 155
G EC
8
10 11

=12 -



(mg/kg)
PHI
(9 ai’ha) () ()
e L | s | o=
-4 <0.01 <0.01
2003 375862 47-48 <0.01 <0.01
a5c 23-28 0.05 0.05
2 47 B rox 3 36-42 <0.05 <0.05
2003 : 47-48 <0.05 <0.05
G EC
<
9
32
9
/ mg/kg mg/kg mg/kg
3 0, 200, 600,
2000
3 2000
0, 200, 600,
5 2000
2000
0, 200, 600,
8 2000
2000
600mg/kg
0, 200, 600,
5 200 600
2000
0, 200, 600,
8 2000
2000
0, 200, 600,
5 2000
2000

-13-




mg/kg mg/kg mg/kg
0, 200, 600,
5 2000
2000
0.5%
Fischer
NzZW 10
( 12 14)
10
LDso mg/kg
Fischer >5000 >5000
NZW >5000 >5000
LCso mg/L
Fischer
>3.5 >3.5
Fischer 10 0 500 1000
2000 mg/kg 14
2000 mg/kg
15)
NZW
( 16 17)
Hartley Maximization
( 18

-14 -




90

Fischer 10 0 50 250 500 mg/kg
/ 11 90
11 90
5 50 250 500 500( )
5.3 53.3 263 527 529
(mg/kg /) 5.2 52.3 261 516 517
12
50 mg/kg PLT 1
5.3 mg/kg /
5.2 mg/kg / ( 20)
12 90
500 mg/kg / RBC Ht
PT
250 mg/kg /
Hb Ht MCV MCH
MCHC
TP Alb T.Chol
50 mg/kg / PLT
5 mg/kg /
90
ICR 10 0 10 100 500 1000 mg/kg
/ 13 90

-15 -




13 90
10 100 500 1000
10.2 102 511 1030
mg/kg / 10.4 104 524 1030
14
100 mg/kg / 500 mg/kg /
10.2
mg/kg / 104 mg/kg / 19)
14 90
1000 mg/kg / ALP
500 mg/kg /
100 mg/kg / 100 mg/kg /
10 mg/kg /
90
0 150 450 1500 ppm
15 90
15 90
150 ppm | 450 ppm | 1500 ppm
5.9 17.8 49.4
mg/kg / 5.7 19.9 57.1
1500 ppm
1500 ppm
450 ppm( 17.8 mg/kg / 19.9 mg/kg )
( 21

-16 -




4 0 150 450 1500 ppm
16 1
16 1
150 ppm | 450 ppm | 1500 ppm
5.3 14.7 46.2
mg/kg / 4.4 14.0 44.8
1500 ppm ALP
1500 ppm ALP
450 ppm( 14.7 mg/kg / 14.0 mg/kg )
( 22
2 /
Fischer 50 0 5 50 250 mg/kg
/ 17 /
17 2 /
5 50 250
5.1 51.0 255
(mg/kg ) 5.1 50.9 254
18
18 2 / ( )
250 mg/kg /
PLT T.Chol

-17 -




50 mg/kg /
RBC Hb Ht

T.Chol
5 mg/kg /
5 mg/kg / LGL
19
16 40%
32 74%
19 LGL
(mg/kg I)
0 5 50 250 0 5 50 250
50 50 50 50 50 50 50 50
12 30* 29* 30* 11 11 6 9
*.Yate X2 p<0.05
50 mg/kg / RBC
5.1 mg/kg /
( 23
18
ICR 50 [ 0 10 100 375( ) 750( ) mg/kg
/ 20 18
20 18
10 100 375 750
10.0 99.7 376
mg/kg / 10.1 100 751
21

-18 -




21 18

750 mg/kg /

375 mg/kg /

100 mg/kg /

100 mg/kg

/

10 mg/kg /
100 mg/kg / 750 mg/kg /
10.0
mg/kg / 100 mg/kg /
( 24
1
Fischer 15 0 5 50 250 mg/kg
/ 22 1
22 1
5 50 250
51 51.6 258
mg/kg / 5.0 50.5 253
50 mg/kg /
50 mg/kg /
5.1 mg/kg / 5.0 mg/kg /
(29
SD 30 0 30 100 300 mg/kg
/ 23
23 2 mg/kg /
30 100 300
P 29.2 97.8 288

-19 -




29.6 98 293
29.2 97.8 288
F1
29.6 98 293
300 mg/kg / P F1 ) P
F1 ) (P Fu) P F1 P F1
P Fi)
(P Fi1) 100 mg/kg /
P F 300 mg/kg /
1 (P) 100 mg/kg / 1 (F1) 30 mg/kg
/ 2 P 1
30 mg/kg /
30 mg/kg / 1
300 mg/kg / Fi F2
300 mg/kg

100 mg/kg /
300 mg/kg /
97.8 mg/kg /
98 mg/kg /
26)

29.6 mg/kg /

SD 25 6 20
mg/kg /
1000 mg/kg /

1000 mg/kg
500 mg/kg /
(

NZW 25 7 27

75 mg/kg / 1

-20 -

27)

97.8 mg/kg /

0 100 500 1000
( 18 21 )
1000 mg/kg /

0525 75 mg/kg



75 mg/kg /

75 mg/kg / 75mg/kg
/ 25
mg/kg / ( 28)
in vitro
CHO

24 (29 32

24
in vitro S. typhimurium 0.1 5000pg/
29 TA98,TA100,TA1535, -S9
TA1537 3.33 5000pg/
E. coliWP2uvrA +S9
SD 33.3 1500pag/mL
30 -S9
333 1500pg/mL
+S9
46.9 1500pag/mL
CHO +/-S9
31
in vivo ICR 0 500 1000 2000
32 ( 5 ) mg/kg
(2 )

+/-S9

-21 -




0.5 2.0 Tmax
O
[2]
11 34 [2]
10 44 [2] [12] [18] [19]
0.33
0.37 TP-14C- [20] [22] [23] Bz-“C-
[21]
2 12 20
21
15
11 155
LDso 5000 mg/kg LDso
5000 mg/kg LCso 3.5 mg/L
5.2 mg/kg / 10.2
mg/kg / 17.8 mg/kg /
5.0 mg/kg /
10.0 mg/kg / 14.0 mg/kg /
LGL
LGL

-22.-



2

97.8 mg/kg /

29.6 mg/kg / 97.8 mg/kg / 98 mg/kg /
500 mg/kg / 1000
mg/kg / 25 mg/kg /
invitro
CHO
25
25
2
mg/kg / mg/kg /
90 5.3 53.3 PLT
5.2 52.3
E s | s6 |
5.0 50.5
_____________________________________________________________________ S A
2 51 51.0 RBC
/ 51 50.9
B B I e —
97.8 288
29.6 98
97.8 288
98 293
(
_____________________________________________________________________________ )
500 1000
1000 -
( )

-23 -



90 | 102 | w2 |
104 524
18 | 100 | %7 |
100 751
( )
a0 17.8 494
19.9 57.1
ER 147 | a2 | ALP
14.0 44.8
25 75
25 75
( )
1
2 / 5.0 5.1 mg/kg /
5.0 mg/kg /
100 0.05 mg/kg / ADI
ADI 0.05 mg/kg /
ADI
1
5.0 mg/kg /
ADI /
2
5.1 mg/kg /
100

-24 -



1 /
[2] 3-(2,2- )-N-(5,6- -8- -5- [1,2,4]
[1,5-C] -2- -, A, A- -2-
IUPAC
[7] -2-(2,2- )-N-(5- -8- [1,2,4]
[1,5-d -2- )-6-
CAS
[8] -2-(2,2- )-N-(8- -5- [1,2,4]
[1,5- -2- )-6-
CAS
[9] -2-(2,2- )-N-(5,8- [1,2,4]
[1,5-] -2- )-6-
CAS
[10] -2-(2,2- )-N-(5,8- [1,2,4]
[1,5-] -2- )-6-
CAS
[11] 2- -N-(5,8- [1,2,4] [1,5-] -2-
)-6- CAS
[12] 3-[6-(2,2- )- o, A, a- -2-
111,2,4] -5- IUPAC
[13] 5-[[[2-(2,2- )-6+( ) ]
] -1H-1,2,4- -3- CAS
[14] 2- -6-(2,2- )-N-(5,6- -8- -5-
[1,2,4] [1,5-c] 2- ) CAS
[18] 2-(2,2- )- - -6-
CAS
[19] 2-(2,2- )-6-
CAS
[20] 5,8- [1,2,4] [1,5-] -2- CAS
[21] 2-(2,2- )-6-
CAS
[22] 2- -8- [1,2,4] [1,5- -5- CAS
[23] (5,8- [1,2,4] [1,5-4 2- ) CAS

-25-




ai

Alb

ALP

Cmax

Hb

Ht

LCso

50%

LDso

50%

LGL

MCH

MCHC

MCV

PHI

PLT

PT

RBC

TAR

T.Chol

Tmax

TP

TRR

T2
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10

11

12

13

14

15

16

17

18

19

20

21

22

14C-

14C-

14C-

14C-
(

1999

2005

() 2002

2001

) 2000

17

1 28

(HP  http:/iwww.fsc.go.jp/hyouka/iken.html#02)

GLP

2002

2002

GLP

GLP

GLP

GLP

GLP

GLP

90
2002

90

2000
90
2000

GLP

GLP
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GLP
2002
GLP
GLP
2000
GLP
GLP
2003
2003
2003
2000
2000
2000
2000
2000
2000
GLP
GLP
GLP
GLP



2002

23 2 GLP
2002
24 GLP
2002
25 GLP
2002
26 GLP 2000
27 GLP 2000
28 GLP 2001
29 GLP 1999
30 in vitro GLP
1999
31 CHO in vitro GLP
1999
32 GLP () 1999
33 GLP 2003
34 82 1-1
URL http://www.fsc.go.jp/iinkai/i-dai82/dai82kai-siryoul-1.pdf
35 22
82
1-2 (URL http://iwww.fsc.go.jp/iinkai/i-dai82/dai82kai-siryoul-2.pdf)
36 29 URL http://www.fsc.go.jp/ senmon/nouyaku/
n-dai29/index.html
37 34 370 17
11 29 17 499
38 2006
39 153 1-1-b URL
http://www.fsc.go.jp/iinkai/i-dai153/dail53kai-siryoul-1-b.pdf
40 2
URL http://www.fsc.go.jp/ senmon/nouyaku/ sougoul_dai2/index.html
41 24 2
153 1-4 URL
http://www.fsc.go.jp/iinkai/i-dai153/dail53kai-siryoul-4.pdf
42 2007
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43 10
URL http://lwww.fsc.go.jp/ senmon/nouyaku/ sougoul dailO/index.html
44 18 URL  http://www.fsc.go.jp/
senmon/nouyaku/kanjikai_dail8/index.html
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