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Abstract
Synthesis and physiological activity of the optically active ureas and amides (1a)-(2f) from the chiral
( 1528,35,55 )-(+)-and( 1R, 2R,3R,5S )-(—)-isopinocampheylamines. The physiological activity such as
insecticidal activity, and herbicidal activity were examined with these compounds. In the insecticidal activity,
diisopropylurea and diphenylurea derivatives were highly active. And (—)- form was more effective than

(+)- form. In the herbicidal activity, (1a),(1b),and (2a) were growth inhibitors.
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2. K5
2.1. ABtoFHR

(F)»A4 Y H>y72=LT 3 ( Aldrich %
BYDBIO(=)A Y ) I T o= AT IV
(Aldrich #8 Y@xmiRGZER L,
(1): bp. 90 °C / 18 mmHg, n2° = 1.4810, d = 0.909,
[a]22= +44° (neat).
(2): bp. 90 °C / 18 mmHg,
[a21 = —42° (neat).

n?0=1.4800, d = 0.909,

2.2. BEEROHT

LA MDLIENEE X, P-1020 B ( BARS S )
THRIELE, BEREIX IR( BERIEFRE,
FTIR-8100A ), 'H-B LU BC-NMR( BAEF#H,
JAM-EX400WB & FT )2 AWV 1T o7, £/, GC/

MS Z~2Z kX GC / MS 9P-5050A1( BiESU/ERT

8YZHANT, 525 DB-1( 4025 mm X 30 cm ),
H T LB EE 60—250 °C /5 min THIE L=,

2.3. ARFIE
23.1 AIALRNEALNLIZBY REDHEERGIZLD UL
TLAHDOER

(NN -PAFN-N-((15,25.35,5R )-2,6,6- ~ V) AF
ey a[81.1~7 h-3- A Ly LT (a) DA EH
WZHiFB) '

100 mL- 77 2Aail(+) A/ b Tz
N7 2(1) 0.40g (260 X103 mol )& kY =F T
2 053g(5.24 X103mol )& ¥fE L7z 2mL DTV
gAY AREEEERY, TO%, NN-VAFLH
NREAL N1 Y K@) 0.56 g (5.20 X103 mol )& W
-2 DFETL, BETSHMB®RLL, K%k, faf
BWALT =0 MK, BIEAK CIEREE LI-%,
KRB~ X0 A THR, BIET CHEELEEL,
Bon-HEREV I ISV ERE LT AT A7 n<

N7 40— (BB BEEE— T i n-~nF Y o=
5:5) #HWTHBERERL, Bl F LB IV n~F
Yo CHEBESEEITY, (1a) 0.49 g (84.1 %) %157,

(1a) : mp. 147 C, [0 125 = +36.2° (neat).

IR v(cem'l); 1541 ( N-CO ), 1624 ( NC=0 ), 2907
(N-CH3), 3345 (-NH-).

IH-NMR 5 CDCls ( ppm ) ; 0.9 ( 1H, d, J= 9.8 Hz,
-CHCH:2CH), 1.0 (3H, s, -CCH3), 1.1(3H, d, J=1.1
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Hz, -CHCHs), 1.2( 3H, s, -CCHs ), 1.5 (1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH2CH ), 1.7 (1H, d quint., J
=72, 1.7 Hz, -CHCH3), 1.7 (1H, dt, J=6.1, 1.9 Hz,
-CH:CHCHCH3 ), 2.0 ( 1H, m, -CH:CHCHz ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH:CH ), 2.7 ( 1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH.CH ), 2.9
(6H, s, -NH(CH3)2), 4.1 1H, m -NHCH ), 4.2 (1H, d,
J=17.6Hz, -NH).

13C-NMR 5 CDCls ( ppm ) 5 20 ( CHs), 23 ( CH3), 28
(CHs), 35 (CHz), 36 (CHs), 38(C), 38 (CH), 41
(CH), 46 (CH), 47(CH), 49 (CH) 158 (CO).

MS m/z (relint % ) ; 224 (M*, 4), 155 (10 ), 141
(8),115(17), 72 (100).

(1b) : mp. 124-125 °C, [« 126 = +28.1° (neat).

IR v(em); 1535 ( N-CO ), 1620 ( NC=0 ), 2978
(N-CH2), 3358 (-NH-).

1H-NMR & CDCls ( ppm ) ; 0.9 ( 1H, d, J = 9.8 Hz,
-CHCH:CH), 1.0 (3H, s,-CCH3), 1.1 (3H,d, J=17.1
Hz, -CHCHz3), 1.1 (6H, t, J=17.1 Hz, -N(CH2CH3)2 ),
1.2(3H, s, -CCHs), 1.5 (1H, ddd, J= 14, 5.9, 2.4 Hz,
-NHCHCH:CH ), 1.7 ( 1H, d quint., J= 7.2, 1.7 Hz,
-CHCH3), 1.7 (1H, dt, J=6.1, 1.9 Hz, -CH:CHCH-
-CHs), 2.0 (1H, m, -CH2CHCHb>), 2.4 ( 1H, dtd, J/=9.6,
6.1, 2.4 Hz, -CHCH2CH ), 2.7 ( 1H, dddd, J= 14, 7.1,
5.9, 2.2 Hz, -NHCHCH:CH ), 3.3 (4H, q, J=7.1 Hz,
-N(CH:2CHa)2), 4.1 ( 1H, m, -NHCH ) 4.4 (1H, d, 7.6
Hz, -NH).

13C-NMR & CDCls ( ppm ) ; 11 ( CHs), 20 { CH3), 24
(CHs), 28 (CH3 ), 36 (CHz), 38 ( CH2), 41 (CH2),
42 (CH), 42 (CHz), 46 (CH), 47 (CH), 48 (CH),
156 (CO).

MS m/z (relint % ) ; 252 (M*,6), 183 (8), 127 (24),
100 (100), 72 (28).

(1) : mp. 146-147 °C, [0 126=-4+26.4° (neat).

IR v(em); 1522 ( N-CO ), 1616 ( NC=0 ), 2966
(N-CH), 3327 (-NH-).

IH-NMR & CDCls ( ppm ) ; 0.9 ( 1H, d, J = 9.8 Hz,

-CHCH:=CH ), 1.0 (3H, s, -CCH3), 1.1(3H, d, J=7.1
Hz, -CHCHas), 1.2 (3H, s, -CCH3 ), 1.3 (12H, d, J=
7.1 Hz, -N(CH(CH3)2)2), 1.5 (1H, ddd, /=14, 5.9, 2.4
Hz, -NHCHCH:CH ), 1.7 ( 1H, d quint., J= 7.2, 1.7
Hz, -CHCHs), 1.7 (1H, dt, J=6.1, 1.9 Hz, -CH2:CH-

-CHCHzs), 2.0 ( 1H, m, -CH:CHCH3), 2.4 (1H, dtd, J/
=9.6, 6.1, 2.4 Hz, -CHCH:CH), 2.7 ( 1H, dddd, /=14,
7.1,5.9, 2.2 Hz, -NHCHCH:CH ), 3.9 ( 2H, sept. J=
7.1 Hz, -N(CH(CH3)2)2), 4.1 (1H, d, J= 7.6 Hz,-NH),
4.2 (1H, m, -NHCH).

13C-NMR & CDCls ( ppm ) ; 20 ( CH3 ), 21 ( CH3), 22
(CHs), 23 (CHs), 28 (CHs), 35 (CHz), 38 (C), 38
(CH:),42(CH),44(CH), 46 (CH), 48 (CH), 49
(CH), 157( CO).
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MS m/z ( relint % ) ; 280 (M*, 17), 237 (8), 170
(13),145(9), 128 (100).

(1d) : mp. 143-144 C, [a]25= +21.4° (neat).
IR v(em1) ; 1522 ( N-CO ), 1617 ( N-CH ), 3327
(-NH-), 3345 (¢ -H).

IH-NMR & CDCIs ( ppm ) ; 0.9 ( 1H, d, /= 9.8 Hz,
-CHCH:CH ), 1.0 (3H, s, -CCH3), 1.1 (3H, d, J=17.1
Hz, -CHCH3s ), 1.2 (3H, s, -CCH3), 1.5 (1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH:CH ), 1.7 (1H, d quint., J
=17.2, 1.7 Hz, -CHCHs), 1.7 (1H, dt, J=6.1, 1.9 Hg,
-CH:CHCHCH3 ), 2.0 ( 1H, m, -CH>CHCH: ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH:CH ), 2.7 ( 1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 4.2
(1H, m, -NHCH), 44 (1H, d, -NH ), 7.1-7.4 ( 10H,
m, ¢-H).

13C-NMR 8 CDCls ( ppm ) ; 21 ( CHs), 23 ( CHs), 27
(CHs), 35 (CH2), 37 (CHz2), 38 (C), 41 (CH), 46
(CH), 47 (CH), 49 (CH), 125-128, 142 (¢), 155
(COo).

MS m/z (rel.int %) ; 348 (M*, 3), 279 (1), 238 (3),
169 (100), 77 (11).

(1e) :[a]25= +28.4° (neat).

IR v(cem!); 1752 ( C=0 ), 2980 ( N-CHz), 3340
(-NH-).

IH-NMR 3 CDCls ( ppm ) ; 0.9 ( 1H, d, J= 9.8 Hz,
-CHCH:CH ), 1.0 (3H, s, -CCH3), 1.1(3H, d, J="7.1
Hz, -CHCH3), 1.2 (3H, s, -CCH3), 1.5 (1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH:CH ), 1.7 (1H, d quint., J
=17.2, 1.7 Hz, -CHCHs), 1.7 (1H, dt, J=6.1, 1.9 Hz,
-CH:CHCHCH; ), 2.0 ( 1H, m, -CH:CHCH: ), 2.4
(1H, dtd, J= 9.6, 6.1, 2.4 Hz, -CHCH:CH), 2.7 ( 1H,
dddd, /= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 3.8
(6H, s, -N(CHs3)2), 3.8 (1H, m, -NH ), 4.0 (2H, m,
-NHCH:CO), 4.2 (1H, m, -NHCH ).

13C-NMR 8 CDCl3 ( ppm ).; 21 (CH3), 23 (CH3s), 27
(CHs), 35 (CH2), 37 (CHz ), 38 (CHs ), 40 ( CHy),
40(C),41(CH), 46 (CH), 47(CH), 49(CH), 195
(COo).

(2a) *mp. 147-148 °C, [« ]25= —32.1° (neat).
IR v(eml); 1541 ( N-CO ), 1624 ( NC=0 ), 2907
(N-CH3), 3346 (-NH- ).

IH-NMR 8 CDCl; ( ppm ) ; 0.9 ( 1H, d, J = 9.8 Hz,
-CHCH:CH), 1.0 (3H, s, -CCH3), 1.1 (3H, d, J=17.1
Hz, -CHCHs), 1.2 (3H, s, CCH3 ), 1.5 ( 1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH2CH ), 1.7 (1H, d quint., J
=17.2, 1.7 Hz, -CHCH3s), 1.7 (1H, dt, J=6.1, 1.9 Hz,
-CH:CHCHCHs ), 2.0 ( 1H, m, -CH:CHCH: ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH2CH), 2.7 ( 1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 2.9
(6H, s, -N(CHz3)2), 4.1 (1H, m, -NHCH ), 4.2 (1H, d,

J=17.6Hz, -NH).

13C-NMR 5 CDCls ( ppm ) ; 21 (CH), 23 ( CHs), 28
(CHs), 35 (CH3), 36 (CH3), 42 (CH), 47 (CH), 48
(CH), 49 (CH), 158 (CO).

MS m/z (rel.int %) ; 224 (M*, 3), 115 (11), 141 (9),
115 (19), 72 (100).

(2b) :mp. 128 °C, [al?®= —30.1° (neat).

IR v(cm!); 1358 ( N-CO ), 1620 ( NC=0 ), 2978
(N-CH3:), 3358 (-NH-).

1H-NMR 8 CDCls ( ppm ) ; 0.9 ( 1H, d, J = 9.8 Hz,
-CHCH:CH), 1.0 (3H, s, -CCH3), 1.1 (8H, d, J=17.1
Hz, -CHCH3), 1.1 (6H, t, J= 7.1 Hz, -N(CH2CHs)2 ),
1.2(3H, s, -CCHs), 1.5 (1H, ddd, J=14, 5.9, 2.4 Hz,
-NHCHCH:CH ), 1.7 (1H, d quint., J= 7.2, 1.7 Hz,
-CHCHs ), 1.7 (1H, dt, J= 6.1, 1.9 Hz, -CH:CHCH-
-CHs3), 2.0 (1H, m, -CH:CHCHz ), 2.4 (1H, dtd, J=
9.6, 6.1, 2.4 Hz, -CHCH:2CH), 2.7 (1H, dddd, J=1.4,
7.1,5.9, 2.2 Hz, -NHCHCH2CH ), 3.3 (4H, q, J=17.1
Hz, -N(CH:CH3)2), 4.1 (1H, m, -NHCH ), 4.2 (1H, d,
J=17.6 Hz, -NH).

13C-NMR 6 CDCls ( ppm ) ;11( CHs ), 13 ( CHs ), 20
(CHs), 24 (CHs), 28 (CH3 ), 36 (CHz2), 38 (CHz),
39(C), 41(CH2),42(CH), 42 (CH2), 46 (CH),
47(CH), 48 (CH), 156 (CO).

MS m/z (relint %) ; 252(M*, 5), 183 (6), 127 (23),
100 ( 100), 72 (30).

(2¢) : mp. 146 C, [a]26= —28.9° (neat).

IR v(cem); 1522 ( N-CO ), 1616 ( NC=0 ), 2966
(N-CH), 3327 (-NH-).

IH-NMR 8 CDCls ( ppm ) ; 0.9 ( 1H, d, /= 9.8 Hz,
-CHCH:CH ), 1.0(3H, s, -CCHs), 1.1 (3H, d, J=17.1
Hz, -CHCH3 ), 1.2 (3H, s, -CCHs), 1.3 (12H, d, J=
7.1 Hz, -N(CH(CHz3)2)2), 1.5 (1H, ddd, J= 14,5.9, 2.4
Hz, -NHCHCH:CH ), 1.7 ( 1H, d quint. J= 7.2, 1.7
Hz, -CHCH3s ), 1.7 (1H, dt, /= 6.1, 1.9 Hz,-CH-CH-
-CHCHs ), 2.0 (1H, m, -CH2CHCHz ), 2.4 ( 1H, dtd,
J=9.6,6.1,2.4 Hz, -CH:CHCHCH3 ), 2.7 (1H, dddd,
J=14, 1.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 3.9 ( 2H,
sept., J=17.1 Hz, -N(CH(CH3)2)2), 4.1 (1H, d, J=17.6
Hz, -NH), 4.2 (1H, m, -NHCH).

1BC-NMR & CDCl3 ( ppm ) ; 20 ( CHs ), 21 (CHs), 22
(CH3), 23 (CHs), 28 (CHs), 35 (CHz), 38 (C), 38
(CH:),42(CH), 44 (CH), 46 (CH), 48 (CH), 49
(CH), 157 (CO).

MS m/z ( relint % ) ; 280 ( M*, 41 ), 237 (18), 170
(25), 145 (18), 128 (100).

(2d) : mp. 143-144 C, [a]26= —26.3° (neat).
IR v (cm); 1522 (N-CO), 1617 (N-CH ), 3045 (¢ -
H), 3327 (-NH-).

IH-NMR 6 CDCls ( ppm ) ; 0.9 ( 1H, d, J= 9.8 Hz,
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-CHCH:CH), 1.0 (3H, s, -CCH3), 1.1(3H,d, J="17.1
Hz, -CHCH3), 1.2 (3H, s, -CCH3), 1.5 ( 1H, ddd, J=
14,5.9, 2.4 Hz, -NHCHCH:CH), 1.7 (1H, d quint., J
=17.2, 1.7 Hz, -CHCH3), 1.7 (1H, dt, J= 6.1, 1.9 Hz,
-CH:CHCHCH3), 2.0 ( 1H, m, -CH-CHCH: ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH:CH ), 2.7 (1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 4.2
(1H, m, -NHCH ), 44 (1H, d, J= 7.6 Hz, -NH ),
7.1-7.4 (10H, m, ¢-H).

13C-NMR & CDCl; ( ppm ) ; 21 (CHs), 23 ( CHs ), 27
(CHs), 35(CHz), 37 (CHz),38(C), 41 (CH), 46
(CH), 47 (CH), 49 (CH), 125-128, 142 ( ¢ ), 155
(CO).

MS m/z (relint %) ; 348 (M*, 3), 279 (1), 238 (3),
169 (100), 77 (1).

(2e) : [a]2¢= —29.1° (neat).

IR v(em?); 1752 ( C=0), 2979 ( N-CH2 ), 3340
(-NH-).

TH-NMR & CDCls ( ppm ) ; 0.9 ( 1H, d, J= 9.8 Hz,
-CHCH:CH), 1.0 (3H, s, -CCH3), 1.1(3H, d, J=7.1
Hz, -CHCHs), 1.2 (3H, s, -CCHz3), 1.5 (1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH:CH ), 1.7 (1H, d quint., J
=17.2, 1.7 Hz, -CHCHz), 1.7 (1H, dt, J= 6.1, 1.9 Hz,
-CH:CHCHCH; ), 2.0 ( 1H, m, -CH2CHCH: ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH2CH ), 2.7 (1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH.CH ), 3.8
( 6H, s, N(CH3)2), 3.8 ( 1H, m, -NH), 4.0 ( 2H, m,
-NHCH:CO ), 4.2 (1H, m, -NHCH).

13C-NMR & CDCls ( ppm ) ; 21( CHs ), 23 ( CH3 ), 27
(CH3), 35 (CHz), 37 (CH2), 38 (CHs ), 40 (CHz),
40(C),41(CH), 46 (CH), 47(CH), 49 (CH), 195
(Co).

2.3.2 o/ nuLBREFEMLEOEESRIGICEDT I R
BHDOERK

(o7 v -N-((152535,5R)-2,6,6-F U AF LY
78aB1LU~T 3 A V)R XTI FADDERKE
FINZ BT B)

BEHEEZRY AT 100 mL. 02075 X2z,
H)Aver2hr7=z=ATIr 1)0.40g(2.60 X
108 mol i hVxFAT7 I 048 g ( 4.80 X 103
mol) #A0x 7%, MILARIEK 0.96 g ( 3.60 X108
mol )% bmL DY 7 v A ¥ IR LT IRERE Y
Mzxte, EDH%, o/ nnREEHEWD- D EHET
L, RiET1 B L, KIG%, fafile7
=0 AKEEHR, BEKCIEREE L-0b, B
v SR UU ATHR, BETCTHREZEEL, #Bbh
FTHEREY DIV ERBE LT A~ TS
74— BRBE ; n-~FV L BB FL=8:2)
FROTHEERRL, n~3¥ o THEEREZTY 1D
0.62¢g(81.4%)%57,

(1f) :mp. 135 C, [a]26= +30.1° (neat).
IRv(cmt); 2953 (HC=0), 3308 (-NH-).

IH-NMR 8 CDCls ( ppm ) ; 0.9 ( 1H, d, J = 9.8 Hz,
-CHCH:2CH ), 1.0(3H, s, -CCH3), 1.1 (3H, d, J=17.1
Hz, -CHCHs), 1.2 (3H, s, -CCHs ), 1.5 ( 1H, ddd, J
=14, 5.9, 2.4 Hz, -NHCHCH:CHs ), 1.7 (1H, d quint.,
J=17.2, 1.7 Hz, -CHCHs ), 1.7 (1H, dt, J=6.1, 1.9
Hz, -CH:CHCHCH3), 2.0 ( 1H, m, -CH:CHCH>), 2.4
(1H, dtd, /=9.6, 6.1, 2.4 Hz, -CHCH:CH ), 2.7 (1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 4.4
(1H, m, -NHCH ), 6.1 (1H, d, J= 7.6 Hz, -NH ),
7.3-7.6 (4H, m, ¢ -H).

13C-NMR & CDCls { ppm ) ; 21 (CH3s), 23 (CH3 ), 28
(CHs3),36(CH), 37(C), 37 (CH2), 38 (CH2), 41
(CH), 46 (CH), 47 (CH), 129-135 (¢), 165 (CO).
MS m/z (relint % ) 5 292 (M*, 2), 222 ( 18), 156
(12),139(100), 111 (8).

(2f) :mp. 135 °C, [a]%6= —26.4° (neat).
IRv(cm1); 2953 (NC=0), 3308 (-NH- ).

H-NMR 8 CDCls ( ppm ) ; 0.9 (1H, d, J = 9.8 Hz,
-CHCH:CH), 1.0 (3H, s, -CCHs ), 1.1(3H, d, J=17.1
Hz, -CHCHs), 1.2 (3H, s, -CCH3), 1.5 (1H, ddd, J=
14, 5.9, 2.4 Hz, -NHCHCH:CH), 1.7 (1H, d quint., J
=17.2,1.7Hz, -CHCHs), 1.7 (1H, dt, J=6.1, 1.9 Hz,
-CH:CHCHCH3 ), 2.0 ( 1H, m, -CH:CHCH: ), 2.4
(1H, dtd, J=9.6, 6.1, 2.4 Hz, -CHCH:CH ), 2.7 ( 1H,
dddd, J= 14, 7.1, 5.9, 2.2 Hz, -NHCHCH:CH ), 4.4
(1H, m, -NHCH ), 6.1 ( 1H, d, J = 7.7 Hz, -NH ),
7.376(4H, m, ¢-H).

13C-NMR & CDClz ( ppm ) ; 21 ( CHs), 23 ( CHa), 28
(CH3),36 (CH), 37(C), 37 (CHz), 38 (CHz), 41
(CH), 46 (CH), 47 (CH), 129-135 (¢), 165 (CO).
MS m/z (rel.int % ) ; 292.

3. AEE MR ER
3.1 HB ¥ —EHRBRGE

R —IFRERO—FBTHErFHarsy=
( Tyrophagus putrescentize) B X ot gy ¥
= ( Dermatophagoides farinae ) % F\ > CIEMEHERAR
HBREIZLVRBREIT o, RBRFER, &LawE:
AATTAIZERY, TR CHRERECHERL,
BiK 1 mL % 8% (ADVANTEC No.5A, 690 mm ) (Z
WTRMLE, 1 BEREE, BRE - 2% oicL,
EONRI~EHRSL = 50 KEiEL, =FH%227 Y
YW TH Uz, ZHAEZR 25 CiZC, ¥F A2t
=i 3fEfntik ) v A(BEB4%RH ), =)=
Uk & idfafnigib ) r Y o A(IBE 75 % RH)T—
EOWBEIZHRD 24 FEKE Lz, T0%, FREBEAMK
BB THRAF = BB I U =K e#E LEL
BREHL, SHIKEBLERE LTERHLRELTY
IROIERE CTRBROEAE R 1TV, LMEXDOELTEL A &
L, EABEXOEEESL B L LT, FEAICBTHH
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3.2. HIEHRER I
3.2.1. PG MHER (in vitro)
BREBWFEEHELTAXT VL LFEHE
( Pyricularia oryzae : Pyr ), % =27 VIKEBMHORE
( Botrytis cinerea : Bot.), = hX5H5E( Septoria
nodorum : Sep. ), ©+~ b5 E ( Phytophthora
infestans: Phy )& Az, BERFHEL LTI, 96K
v A ruEfE—T L — b DOEV N, ERBREH
DIREEE R L OERBREEO R FRBEREEAL,
S OICHRBREREFFTERE( 10 ppm N2 D L HIZHE
Mntk, 22+1 CICT 1EMER L, &Y =/10 630
nm BHEZRAEL, RAERMFORLESL A, R
BRI ORSES B L LT, £EFOMEESR
(%)&#UTHOXRLVEHL-,

()= —A B

FEM : 2( BHEZR 90 %LLE ), 1( PRESR 70-89 % ),
0( FHEZR 69 % LLTF ).

X 100

3.2.2. HEMTEHEERER (in vive)

HREESH (X2, A%, 3b6F NIEA A
L, BHEOEFEEIIBAE2TVREZRIEL
7oo LAFICRRBRAIEEZRT,

1) BALEE( %2V Y _EE © Pseudoperonospora
cubensis)

HRY TNV AR REREICREL, KR ELME
MICEAR LTz, BB RIS RREEO R RERE
EEL, BE 95 %, KRIA 23 C OEERIC—BR
ANTc, ZTOHIBTICB LT, b BRIIBHRINIHE
HEEOCEEREICEDIEE2AEL, BRMzEH
L7,

2) THREELB(A XL LR
oryzae)

HRY IV EBREREICTHEL, KR ELH
B o-Ry hoTEICERE L, 1 BE%ICE
DHEMIZHRIRIEE DR TFRBIREEEE L, L0k,
1A 95 %, KR 23 COBEMEMIC 2 BMANT, ZD
BRZICB L, 6 BRICREERBELRE L THRE%
BHL7,

3) BAALEE( = AX 54598 © Septoria nodorum)

WY TN EEREREICREL, RiEeELHE
WCEA LT, BB R I SRREORFREIR Y
% L, B 95-98 %, KR 20-23 COHEEM I AN,
7T BRI SN REEEOEREEICSD 58 4%
RIEL, BBRMEREH L,

PR
B ERAt (PV )= T
A 2 ( B5BRME PV =100), 1 (PV=70-99),0(PV <
70), 3 ( FHMIEAREE : HEWAHEN B OREIZ X » FHET

- Pyricularia

X100

E 20T BA DK ), P (Phytotoxicity : #E ).

3.3. Fx BIEMREMAER 5

EXBERBEETOMHKAL LY, Yesuaasy
( Nephotettix cincticeps: N.C.) 2 BHHH, b A1
271 ( Nilaparvata lugens: N.L.) 2 A4&hH,
A% 3 bY (Spodopetera hitura: S.L.) 2 B4k,
27 ( Plutella xylostella: PX.) 2 B4&%hd, w7V
2y (Aulacophora femoralis: A.F), 2 A 55k %
Auwie, BfETIE, TETHT 77 5% ( Myzue
persicae © MP ) $hda B LU F I g =
( Tetranychus urticae: TU.) 1 B&$hm & v,
EEAORBEFEE LT, £38E LA R (RmE
HENICE LT 10 %HFZRHEL, Thik ( BF
FlE LTT7 Ry 7 2AX3000 B ) CHRERE
( 500 ppm) (ZFAE L/, UTICRBRAEEZRT,
D EEREEL LT, SEROMREY (Y~
2I3an,BIR IS B Y DITAR, NAEST
FoBEOGaFHEIH Ty, DINLTVEF2TY
ERVWE ) 2EERIC20PHEBELEE, Yy—LFE
TIXRBRE T AN, BE%, T ZICEEREKAL,
6 HZEIZEBRERAH/E L. RRIT 1K 4ETITo 7,
2) kL LTCIE, TET AT 77 LY TIIBAGRTE
IZ¢ 3cm ¥ —LITH T leaf disk ZE X, ARh
4 BEEREBEUCEFIYE, BHICEEGERBREICTE
WEBA L, 6 BRICEFROFETRLFAE L,
FING = TIREEREAEIC A 7 U EEORL
1 AS%hHE (20-5088 ) ICEEEBAHA LA, 6 B
FEUELRELL,

3.4. EMAEEERR G E
R (M) L LT, MERRROBEAIR, 7
4% A v ( Amaranthus retroflexus L: AR.), <
Jan 7Y% ( Setaria virides L - SV ), 4 F Y
( Abutilon theophrasti: A.T), *t 7% ( Digitaria
ciliaris: D.C.) BX > v ( Chenopodium albun:
CA )ERWE, KEBARROFAEIZ, /=
( Echinochloa oryzoides : E.O.), &% nA( Scirpus
Jjuncoides Roxb : S.R. )3 X =) ¥ ( Monochoria
vaginali: M.V Y2 i =, UTFICRBRFELRT,
D MERRER

pre SLEHEL LTI, A7 L—F L CHEMISFKEE
THRMCA Y hOLBICEK ( FrEREO KA )
EEALEZOL, BENT2RBER LIEEZITo 7,

post SREFiE L LTI, M %& =B T 1.5 - 2 F
TERLEZOL, Bikx A7 L—8ML, BENT 2
BEER L Z 1T 7=,
2) 7k HFARER

pre LERFEE LTI, WM EEREL, 2 EHOE %
2ABHL, 2cm BARREFICUE, HR( FIERE
DKFF VA&, By FNOKEICHE FAERE, BREAN
2T 17 HEER LB E1T o 72,

post MAEFiE L LTI, WHEEREL, 2EHOE



Z2ABHL, 2cm EASMIZ L%, 3 HRIBHL
7-Db, EEHTL, EIRNT 17 HEER LM
Z{To71,

TOFMEAEE LT, ERELEWThoRRAIE
b, FIERMERE, BLBEOHMYE BIE CHEL, 9
( SELRFEFE ) ~ 0 ( FEMERL )0 10 R TR L7,

4. FERBIUEE

BERLAMTHA 7L TRIVT 2 Meéhiz,
Scheme 1 {ZRITBECTEK L, T74bh, #ilRda
THB(H)BLW(=) A E ) ATz T I
WB LIV AFLIANREL L7 Y K@), ¥
IFNAIARELLTZRY RKb), AV Fa il
RELLIBY RE), VTV HANELALZTY
FdBLOY 227uua7E b7 F@E M ZFALT
IVEET, ®iR (2022 °C) THEEL, BHALAD
(1a)-2e) %157,

—%, oo/ unRBEFEBRO L ORGIE, mILRE
IX(N -Methyl-2-chloropyridinium iodide) % fA \» T
Scheme 2 TR L= FEIC K W BEERISEITY, BRY
LA mAH B L 02 %57,

wNH, «NH-R
1
W R-CI

(CH,,NCO-  ..(a)
—_— et (C,l-::),Nco- - (b}
= Et.N - R= (i-CjH,),NCO- - (c)
i ’ (C;H),NCO- - (d)
(2) (2a)~(2e)
Scheme 1

H
%‘“NHZ OO0H %“\N\N/Q
B Cl H
S, é/ S, o o
m 0 (1n

2)

- Et

cl N
o ¢
(2f)

Scheme 2

Table 1 (1a)~(2f) UL

(& | (-5 | Racemate
(1a)/(2a) | 84.19| 69.89| 22.3°P
(1b)/(2b) | 696 | 69.1 30.1°
(1c)/ (2¢) | 84.7 83.1 27.4°
ad/@d | 695 | 529 46.5°
(1e)/(2e) | 444 | 325 13.2°
(afp/@fH | 814 | 780 44.0°

a)Yield(%) b)ulEE

FHARFTEMUFEHEE No39

Bont 12 BEOLEMOABREERRE LT,
B —EMERER, in vitro FIETEMEEHMER, In vivo
HEFETHEERBRER, REEEEmRERE LU
YRR ETmRBR AT o 7,

F, B EERBRIZBOTIE, TTICEELN
WEILTCWHEITEIRCURER D o=, HE,
(F)BLOE)ELEHERNT, rrHary=
BLUOatrvave F=iIx LT, FF=FHERREY
Tol, FDFER% Table 23 L83 (R4, (+)-K
WCFHMEA LS 7 2o LT LSRR 4 =5 &
LTCHIRENTWA DEET & 8L T, #H o)
H =2t DHIERRTHEN 1.0g / m2 DREIZBNT,
BB = RA BB LN TER, ()L LT
X, PAFAULTLAH2a)R 1.0g/ m2 DREICE
W, FrHarF=icxt L TREFRZ T =R
wohto, (H)EELTHROBTY T =L
TEHF(D)EE LTERPESIRDOLNT, RERIC
(=)L LTHRDOBH =P AFAY LT {LEWIT
(PRI EBRED NP2, —FF, 2=
7t F=i2xt LTI B L (=) - hvofkd
ML =R N o T,

Table 2 (+)-{KIZ 31T 3 % ¥ =& MEHER

Tyrophagus Dermatophagoides
Comp. putrescentiae farinae
1.02 05 0.2 1.0 05 0.2
(1a) 0.0» - - 6.7 - -
(1b) 8.9 - - 4.4
(1¢) 0.0 - - 9.6
(1d [492 00 00 6.5
(1e) | 123 - - 0.0
ad | 255 - - 4.2 -
DEET® | 455 205 7.2 [672 189 0.0

a) BE(g/m2) b) BEFETHE(%)
¢) N,N -Diethyl-m -tolamide

Table 3 ()-KIZ 1) 2 & =iEHERR

Tyrophagus Dermatophagoides

Comp. putrescentiae farinae

1.0 05 0.2 1.0 05 0.2
(2a) | 52.2» 0. 00 | 156 -

(2b) 4.9 . 24.1
(20) 2.3 - - 6.5
@2d (103 00 0.0 5.9
(2e) 0.0 - - 0.0
(20 0.0 - - 6.0

DEET?| 45.5 20.5 7.2 67.2 189 0.0

a) BE(g/m?) b) HEFLTE(%)
©) N,N-Diethyl-m -tolamide

INDILEWMR T IEE LTRIFRE S =GN

BWOLNTWER, BFEEEE LTRLAER Y =
PDRPBOONIRD 2T D, Thb{kEmER



(+) - BEY (=) - AVEI ATz VERBERTHIVTBLUT I FRILEMOER L £ 0 ERiFEN 7

EMELTAWDZ LICRY, BRI =hRNHE
BRI 20T RVHEEEL, RUBRERZFO(H)
B EORBEZRAL, BF=EERREZIT- T
EORER, rrhzrF=8rtareavesd=0n
WTFROREBICHLTHY 7=V T LT {LEY
1d);, 2d) BAEBDOHRIERF =FEERFEBD b
(Table 4), ZDRERMD, HHEFELY LIBRAELL
TR GEGICBIFRER T =R+ EH{LEHN
FETAHZENHALOMI R, LA, 1d/2d BL
ADOBRAEICITELE SWHF LI E DKL =FhERN
BOLNMh-TeZ &b, 5ET- 1:1 OEE
12X BIRAMIZEIT B ()-8 I (=)0 FE AN
WHEIENICES L, BRT30TRARWI E08b
Mhole, ¥, TOMOERE LT, VT EHBICE
A ODTRERENEIEL, =8 HOBRMEENREET S
ZEY, HeoREENEEDRICESE LTS

Table 4 (1a)~@O(+)-f& : (—)fF =1:1D
28T B8 ¥ =1EHERR

Tyrophagus Dermatophagoides
Comp. putrescentiae farinae

102 05 0.2 10 05 02
(1a)/(22) | 129V - - 54 - -
(ap /(@b | 142 - - 8.2
(190/@2d | 1.3 - - 2.5 - -
(1d)/2d) | 39.3 - - 1624 57 1.1
(1e)/(2¢) | 0.0 - . 00 - -
an /@) | 30.1 - -1 6.9
DEET® | 455 205 7.2| 7.2 189 0.0

a) BE(g/m2) b) MIEFTR(%)
¢) N,N- Diethyl - m - tolamide

Table 5 HLEE MM RER( in vitro)

Comp. Pyr®  Bot. Sep. Phy.

(1a) o
(1b)
(10)
ad
(1e)
1o
(2a)
(2b)
(20
2d)
(2e)
(20

(=]
(=]

(=== T R I = R = O — 2 =B —
S oo oo oo oo Cco0

NC O OO OCOOOoOOCOOo

xPRZEA © 2 2

0
0
0
0
0
0
0
0
0
0
0
0
2
IR &

a) Por. - A XS BIRE Bot. : =27 VK
Sep. a2 AXSTERE Phy.: b~ MNERE
b) FEMf 12 (FEEZR 90 %A L), 1 (FHEES 70-89 %) . 0

(FAEE 69 % LLT)
A F T XL (Methyl N - (2- methoxyacetyl) - N-
(2,6 - xylyl) - DL - alanilate )

ORI

EmEZGND,
- DE|Z, Table 5 2R LI-EIZx 3 B HETE R
iTo7,

SEMEABR & L CId in vitro COWBEEMETEARE
KW in vivo COEBEHEFHIEHERREITo72, In
vitro CTOREFEEHFERBROBRE LU, 2To
LEMBRENETNOEBFREREICH LT, FE LB
FLEIZEORBEEEEB Z LIXTE R0, —
¥, In vivo TOEBETFHEERBRERIL, F=2v
YREBIZH L) EDOT 7 2= L TBEIRTU A
FNT I RICEFRETFHEEIED b, (—)EICE
HERBOLNT-—F, (H)-ETITBERETHFEEILRE
b/ s 7= (Table 6),

Table 6 HEH TEHEMERER (1o vivo)
Comp. Pse? Pyr.
(1a) o
(1b)
10
(1d
(1e)
@
(2a)
(2b)
(20)
2d
(2e)
(2f) 0 0
a) Pse.: 2T UREE Pyr: A RXRVL LR
Sep.: A AX SR
b) 5% : 2( BHR&fi PV =100), 1 (PV=70-99)0 (PV <
70 )3( FHEARE : HEPHPREN D EOREIC L Y EFE T
Eeh o - FE DK

g

(=]

-0 000000
SO O WWO OO o OoC

coococococoo0ooco0 oo

SFIZ, EWERTHD TREREORB OSBRI
A MENTERR AT 1, FORE, UAF1@A)
BIO®TCzFA L T7OEEALZ(F)-EBIY
(=)-EOVTRDOEHIT LR RIEHIIED b i)
o, VAV TrENTLTOFEALMHE)-EB X
(=) EDLEMIZIIBRBRDREPRD bz, LiL,
(H)EoTL Y7oy L TibEMIaF B LY
FETHT 7T LR L TEREEBREHRL, (—)-
WDOTA T LT LTLEBMIIT U LY, F3
N ZZR L CERBRIEERRBD N b, (+)-
FEB L)Lz L ZhFEEOFRANRER
BEANRDHDZ L EHERTHI LN TE R, B, ~
Y RXT 2RIz LCEEE)-ER L) EonTno
LA bR BREERRD b ied o7z (Table 7), =
DZEXY, VUT{LEYOKRIGERER D AFLE
FOVFAEEETHLEH LY bHBASFED
RKEWSA VT EALBIOT 7=V EEE TS
EMCRFREREESBED LN, £, (H)-FE
()R- T, BADROBNPCHRLERDE



8 A T RS Na39

HOBEVWRHELNI T, &I, MBI UVKHE
WAERT B HE NI+ 5 RERERBRO—K
HRBREITolz, —RRABRE LT, MERARBRTIITA
T4 MBIz au S ERAY, KEBRARREL
T/ vz, REIALALBIRa X2 AWTEABE
50 g / a CRERR:1To7, TOMKRE, MERARBRTIX
(H)»EDTAFAQa), P=FATLT AL (—)-k
ZBWTIEYAFAY LT Q)i BIF MR ERE
EMEZRERTEZ L BRD 5N (Table 8), &<,

TATA ST D Pre BRERIZBWTCiXRa) BT L
RL, &5, 1aB X TADICEB T HEN T AR

Table 7 & HiETEREMEALR

PEEHNE BRI IRT BRI LN TE T,
OFE, —KRBRICBVWTHERAD LN
(12),(AD)3B L V@I HWT KRR AT o 7=, Bk
HEYIAERRRLE LTAFE, 751 LY, Ak
UABLOx= 2 av sy EHAY, KERARRE LTI
X, RENMABIRaFXERW:, £, R
EE LCA R AW, ZORE, MEARR T
(12)8 L CAb)IZ B F DR EREFEZ RS 2
o722, (2a) TITIRANEEE 20g/ a 2BV T, I2ITHRE
IEVIREETIEMERRE L, SO, KiEE(5g/a)
BB THLALFEBIUA TR LTI EN K
FIAEEELZTRY Z & 382 S (Table 9),

Table 9 WM EAERR (JBIERAE 2K )

Conc. AT AR. D.C SV
(g/a)|Pre Post|Pre Post|Pre Post|Pre Post

Comp.

20|(0Y0|0 o|0 o0 o

(12
51]0 0]0 00 O0]O0 O
(1) 2010 0|0 0|4 00 O
5/0 0]0 0|0 O0}]0 O
©a) 2017 7|8 89 917 5
5/5 5]0 0|8 60 0

Comp Revised death rate (%)
| NCY¥NL SL PX AF | NP TU
(1a) oY o o 0 0 0 0
(1b) 0 0 0 0 0 0 0
(10 0 0 25 100 - 0 50 0
ad 0 0 0 0 0 0 0
(1e) 0 0 0 0 40 0 40
@af) 0 0 0 0 0 0 0
(2a) 0 0 0 0 0 0 0
(2b) 0 0 0 0 0 0 0
(2c) 0 0 0 0 50 0 50
2d) 0 0 75 100 0 | 0 0
(2e) 25 75 0 0 0 100 O
(2f) 0 0 0 0 0 0 0
A NC:V~<rnrnaang NL:teAfuavrh
SLNARE ALY PX:3FH AF VU LY
NP EFEETHTTIZALY TUFINF=
b) KHAIRE : 500ppm
Table 8 MR EMREEERAR (F 1%k )
Field® Paddy Field?
Comp. AR SV EO. | SR | MV
Pre Post | Pre Post | Pre | Pre | Post
(1a) | 72 0o |4 o] 3| o] 3
aw [ 7 512 o0 0 0 0
(10 0 0 0 0 0 0 0
(1d) 0 010 0 0 0 0
(1e) 0 0 0 0 0 0 0
a1 0o 0|0 o 0 0 0
(2a) 9 8 6 6 0 0 0
@) [0 010 5 0 0 0
(20 0 0 0 0 0 0 0
(2d) 0 0 0 0 0 0 0
(2e) 0 0 0 0 0 0 0
(2f) 0 0 0 0 0 0 0
a) FEHIMmE 50g/a b) EHIRE :20g/a
¢) AR : 75 A by SV :x/auvrs

EFO : /¥ SR : KFZNVA
MV.: arx
d) 9 ( SERHEIE ) ~ 0 ( ZRAZL )

AAT: AFY AR:T7HIAbY
DC: xAe SV:x/auly
b)9( EE&HEE ) ~ 0 ( ZhEAL )

—7%, ABARRTE, (it T—kRHAKRDORE
E50g /a TIHEERRONENoTmREIAALBIWV
a2} ¥D Pre BHEATIE, FABE 20g / altBWVT5E
SRR TEZ, £, Qa)cxt L CiddkAImes
hg/allEBBLTL/ ExBIVRINLIIBREF
e EREERANR® b7 (Table 10),

Table 10 EMREHERSR ( KBAAE 2% )

Conc.| EO®| SR MV 0.8.
Comp.
(g/a)|Pre Post|Pre Post|Pre Post|Pre Post
b)
(12) 2010 0 9 0 9 0 0 0
510 04}9 0|6 0]0 o0
(1b) 20 | 5 0 2 0 4 0 0 0
510 0 0 0 0 0 0 0
20 | 6 7 0 0 6 4 3 3
(2a)
510 3 2 0 2 2 0 2
a) EO. : J¥x SR :KREINA MV :arx

0.8 4%
b) 9 ( EEMFE ) ~ 0( BHFEA2L )

DEI, 2REBBRICBVW TR R2EENRD LN
(22)IZ2VWT, IWHABREFEM LT, HREMIZA X
BThHETH /) /) agBLUAIR"\E, KETITH
AFYE, THEIFA FvBIOY e 2RO CRHBRE2IT
o, TOFRER, Pre RBRIZBWNTAE TN, 744
A PVBLOTC o FREAIBE 63 g/ a T, Post R



(+) - B (=) - AVEI Dy 722 VBREATHAILTBIUT7 3 FRIEGWOEK L F O 4G 9

BRCIL, £ TENREAERE 63g/a TRIFHEME
WERH D Z &R 7= (Table 11),

Table 11 FEYAAFEERSR ( 5 3 KHEBR )
<Pre #5r>

Conc. | E¥ A4 F# IR3E

Comp. -
P Vgra)] zm®| SF | DC | AT |AR ]| CA.

2507 oD | 4 5 9 9 8
(2a) 63| 0 1 4 5 5
16| 0 1 4 1 1

<Post AEr>

Conc. | fE¥ A 1 H IR3E

Comp.
O Nera)| ZMP| SF | DC | AT | AR | CA

25.0 oV 1 9 9 5
(2a) 6.3 0 1 1 1 1 1
1.6 0 1 1 1 1 1

A ZM: vyERaYy SFE:T7¥/x/ansy
DC: AeiN AT AFYE AR THFAL LY
CA: vua¥

b9 ( SEEHREE ) ~ 0( BHRAZL )

F7, MBIEHTHD bUvTuasiZionTiIEE
EIZBWTHREREERIIRD b1,
PLEDRERND, & IEHRERE L O REER
BRIZBWT, EBRBOONALEHIITERLTHSD
T—NAA PRFBFNCRTHIELUEREFT DD
B EEAICR Y ADBICERBM X, TEFLra)
VERT -V EEETDHI LIS D BB ENEHR
LibotEELREY, £, BHicHLTiE, 7IF
EE2HTHLEMBRFRTER L UBEBEENR
LN Enb, U LTLAEYIC BRI EEESH
FTERE O, X5, (H)AEBIUE)-EoWMBLIT
@) DRIRAE TR PIZHFET Da- R ITIE, HIED
ERHBZ DB, ThOHREKLETIS5EOLE
MICLEHEOKIFE L EERERATH - L2
BIDZENTE N, —F, EHREMEL LT,
TR TH D U L7 RBRER L REOBERE S LEW
WWEALEZ D, MEpHaNTZ o a7 V4R
FLENREE L, HYREREHROENERT B L%
ALMITBZENTER, &K1, @I\ Tik
BREICB W THIEENED LN, M OoEYICH LT
LIZTWETHD Z Lnd, BRDERNR LREE
TERAT, REFIE LCORARBHFETEXSHDT
Xenwhr bt Bbins,
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