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bbb, P=O WL 7wFra2 ) v=R7 75—+
(AchE) %V vERLT B Z it X D ZOfEHEMEL,
R ORI EZ BEL L CRdomMzlEmcattsm it s
RL, DWW EDS LD S, P=S Bolbaiddik
PMC mixed function oxidase (mfo) DIERH%Z1T T,
P=-O B hTEDEMZ Bl b 3. HEEba?
D NZEHIRIBED (T IK & BT % 0P, AfkNo SH

K2 TAEMETHION BEMBNTVEY, VWEXR
B vEEAICBOMEZHATE S IRE > TV
V. B EHHOREAIRES RN EZEET S L OHEY B
5D, ThOHRTHEREZ T XTI TES LRL
B, FOEPIT, HLEOFEREY VIR EEDN
ASRCEES L Tws = A7 7 — LHEEIlET S &
%, P=S #{L0s mio DIHERITH B XXM
BhTwa?,

—fic, ThLOHEY VILAEEELE ik N T
mfo 2 X %~ DER(LEIGE O P-O-7 ) v & oY)
M, GSHS-+ v A7 =7 —H¥HITX B AFLIERT Y
WD S, = AT T — I X DKy gz 2
TH Bt X d, Ut iakers i o Witk shc gk
HFXhTLEVEREEERLVEZZLONEYY, F, I
FETFTHHEY, WA, LK, ik & X o Thivks %,
Fift, BITRICEZR TR CoBEh, RAECEMI
HEtED LB M CTE 5 ILAMBETH DD,

—RRCR LB Y VAP A, B, X @ 3 Hift
R RIEBBGC Y VIRTHRAFE LD, ¥R AD
HEPEz NG, i, PRRERECHET 2AA
REFEFRANLT 4+ %7 FERCHET 5 EEEERDL D
5. DN EREIY in vitro TOFBERG, 4
Yoi&tE, WHELBM T 5 EtE R I UEAR NG R K
BFWC, BHAMICZORLND LR E W, ZDXS
PRALARRE R MY, TSR VL& OE R £
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CTIAR Y VIR R T OMe

MY 5 UHERAL, BEPT  ro-p=s ZILUFETE
DHEOTR AR L T 2 7o OMe

v R=p-NO:2CsHa

FTH) EFICHKRT S
KERMEEDER
TAANTIEHATEYE U VLGOS BT L 72 D 13,
Meisenheimer 5 (1911 4£)® TH 5. ST ethyl-

methylphenylphosphine oxide iz  a-bromocamphor
sulfonic acid 2{EA X%, AU KELSNERL-OL

« -bromocamphor

CH,

CH, ; i NH,
i{ d - 2,
C2H5—>P:O sulfonic aci i %}_I{_l}P O
C.H 6 Ils
o [M]p =+39°

Fig. 2
KT V=TT D T LT K o TRHEW IR AT 4
VAF Y FERGR, XOB, RAT  VALT 4 F, A
ERrELARAR=T NE, TEOE 4 RAK= 7 A,
FAT 4 VERE AT NI ERATEEE B OEOE L 5
Shicds, AU VEROIET A ENE IR0 TR s KT U T e
57210 Aaron 5 (1958 )W 1 3FT 7w F v T O-
ethyl ethylphosphonothioic acid ¢ ¥ =v DI 7 A7 L
A AV 7RO, REWE»D (=) RES, K
W, Ty EDEE DL - TIEHE®S (+) &%
B BEBIESE LT 4 U v & 2-(ethylthio)-ethyl-
chloride » &, &M+ 2x7 4/ F4 1 —+ (Fig
3) ZHEIN LI, Thllk, ik kg
R THR S B eriiEtk ) v =R 7 L5
DEREIND X517k -7z,

2, 4—ClzC5H30
i -CsH7NH

Et0  OH C1c2H4SC2H5 EtQ O

\P/ \I:’
/N

/N
Et S CH.ONa Et  S—CH,—CH,—S~—Et

3
Fig. 3

BB vEEORESHCRF = v R T LY v DK
KT v h e A PEBRXSHWDLN DR,
amine HENZHZEHITH S, (+) EE (=) Foi
REERBPAFTESLL, L2dXBA7AH v f Fick~
TEMTHD, FHREDOIWIES X TENTREDSE]
ZIXAEFICH B, Wustner ¢ Fukuto'® (3 a-phenyl-
ethylamine % fvC O-2-butyl hydrogen ethylphos-
phonothiolate % 3% L, O-2-butyl S-2-(ethylthio) ethyl
ethylphosphonothiolate DY BE& a2 Sk L7z, D
Dy E FEEE LTk, VVEBBAFAZATALALY

a-phenylethyl-

/

0 -
R 1
RO—1|3—S [N- AFNAF Y X=—R]" — RO—II’—SMe
OMe OMe

Fig. 4

Fo2—FHIISS DI HERD DWW, Fig. 4 Wi+ X5
T, AFNZATADRAF LB D, N-AF /LA
FYF=—32WBCE, AU VEEEEBELZ DD, Tt
F= b YTk (4) KolEngAEKL, 2%/~
AT (=) ROEPERTTHS. FORBDODIEX
BRI VBERELEDL, BEEAFALLTSZLICX
» methylparathion @ S- 2 F L B{EONEE RS
AR U7 (Fig. 4),

WEETERE 7 ) VS B = AT LR AT B,
Wi ose vk 7AaFr (RX, X=I or Br) #/ %
FORT, 7TA¥ AR SEFERCLTFA LY — A
D=ATF AT 5 (Fig.5). ~u 7 L7 1+ 1D

p—NOZCGH.O\ /S p-NO,C; H,O\ /

P RX
/N / \
CH, OH CH,3
X=I,Br R=CH;, C,H;, n-C3Hz,n-C,H,, n- CsHj,

Fig. 5
bV TV ALV TAFAMLTBE, FA L~ L L
bitbhthrhkBbrt=—+ (P=S) $4m4 %, Seiber
L Tolkmith'® jx, zDHETHAKRRT I FF4 L —
FEFA=— % 10:1 OEETE~ (Fig. 6).

/g 2,4-Cl12CsH30 0
2 CH:N» \P# (10)
\0* i-C3H7NH/ N SCHs
NH{CH; +
2,4-CL,C4H; 0 \P//S )
VRN
i-C3H7NH OCHz3
Fig. 6

JeriEtE D P=S Bt EE ERT 5T, bos—
B ke 5, 74 ) vEEERNRESEI L & TH
HEY vCHEEET 3 &, Nz THEY TS 72
F— 2525 (Fig. 7). bhi/7r Y5 — T+

OEt OEt
Et—%’—OH-FPCls e Et—ll"—Cl +POCIl3;+HCI
;', 's'
I 11
(=)or(+) (+)or(—)
Fig. 7
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d—neT IVEHERIGES RS L, YTV A2~
FRT7 15— P 252 5% (Fig. 8). oKD iz

Eto S EtO

/%

2°
+ NasC . H, — P
N

N
65 Ve

\
/ Ccl (0) Et S- C6H5
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Fig. 8

ES. TROOHKICE > TEEDF AL — FPoFF
== PO Y VEEE AT AEEEKTE DR, KA -
—%%ﬁx7¢*—b%ﬂﬁﬁﬁ&mxofﬁ%ﬁm?
D LU, AIREA HEEE L, MY TS P=S R
m%%%ﬁﬁbt@%LMKTéb&klof,EO@
WEBRT 52 L ThoD. MIERIE LTI,
oxybenzoic acid 2MENTE D, Fioik/ 2w 7 4+ L AR
FrmA AR VRTERMCETT 5, T ORIGETK
FETH 5 (Fig. 9). MILOEIT Y 7 v iR &0

m-CICH,COH O
C‘H 5--..p-—— —_— CiHy- JP
CH,

Fig. 9

m-~chloroper-

FRNEEBTFIET 5 & HiER 2 & 529, Dyfonate® o
BT X AEE{LHEREY, ALk T L S HHERIZ N

52X -TE
NEOFEIIY

T Tk

S ET3krh5 &, D, e
AT B, ChETHEBY VLG o ILEE
VIERMEEDEE S E B X ONB L TH - 7255,
FHERLTE D O— AR L, EHEIHERAEES T
L X DIREFHD Y vEE AT VR SRR AL
TEx5LEbh5.

TEREETCHRT IHAFEMEOEK

V— BV TN — TG ET BARFERFCE SN
EHEY vEE= AT L OARFEMREL TR E LY, di-
ethyl malathion } diethyl malaoxon }% Hassan &
X - TRD X S ICHKRS vz,
acld B FO=F L AT AREML, TLR{LY v T
M+ 2%z Licx b (+)-diethylbromosuccinate %57z,
TD 7T r<4 Fiz O,0-diethyl potassium phosphoro-
dithioate % FjnX#C (—)-diethyl malathion # %%,
O, O-diethyl sodium phosphorothiolate & @ & T (—)-
diethyl malaoxon ##87-, [-aspartic acid % BETf% & &
b7 b YU & ATLFET 5 & (—)-bromosuccinic acid 235
sh3, Zhyx=Fr=ATrEliobic 0,0-di-
ethyl pottasium phosphorodithiocate * F&X &% & (+)-
0O, O-diethyl sodium phosphoro-

Dauterman??’ /-malic

diethyl malathion 23,
thiolate * @& T (4 )-diethyl malaoxon 238515
(Fig. 11-I), %% 5% papthion & papoxon D%

% (Fig. 10). bbb, BEYV LEITGREP KL HEE2KRO X S IHFH L. D-(—)- & L-(+)-mandelie
BHNCHEE L CS5 Mo U v{bEMCaE4ET S, 2DOCHDL acid #BOBDO=F L= AT NITL, FA=LTrR<A
S
1,4
mq”"\&<:>x"‘*c —2W’<:>X’—* HeCrv, |
2H50 | CszO—-_I O’X
C2H50 ‘O C Ar
o)
SH-A, X =H C, X=
SH)-B. X =Br » X=H, Br

-S s<:>x
HsC: g —Ss -

N
-5 s-s—@x
Hscz -ul]l:’.\@- mIIII) =
C;H;0™ |a7 X H5C2'/

S

Fig. 10
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328 AREREERE F1%k H45 HEMSIFILA
Sl‘; (0) CHO S (0) PICERSDZEEARL THEEEROILZES & &2
(C2Hs0):PSCHCOOC:Hs >&&éwcmmms TEBHW, FEFEME Y 7 PR Lz NMR 0|
CH2COOC:Hjs CH:0 ETHRLZBH H 5. O-ethyl O-methyl methylphos-
phonate (I) (Fig. 14) & NMR &/ rvw 7 3+ /LA
(1) (Im)
Fig. 11 %},W ofxi }m
Fer7rafbd s, b7 e<1 % sodium di- m}\ }P\
methylphosphorodithicate & (i X® % & papthion 23, 0 0 SMe
% 7z, sodium dimethylphosphorothiolate ¢ @K & (1) (1)

papoxon HME SN, CHhLORIGHEBRTIE, 7 r 4
L) VEREHEET OB TRORDONENEE 5,

OB M OE

AR ORFE RO, BEFRMC X - TE
bbb EMRH 5. 7oL 213, phosphoroamidothioate (Fig.
12) # X2V iCigs» L 589 mpy CTHIET S & —23.4°

THoled, AKX/ —ILRT

0% Thote., AZJ 1 ¢l

e @ N

HREZRBL THEERY ¥V Np?
< =D 7 N\

HCRET S L, TOBEE i s

ZRlic, Lo TALK/
—VHRTT 2 I{L L 72D TiX
2, BELLIAHF Y VEF
WCiERS L7e NH ok Ess
G DL AT DR ERRLE IR S BB L T v
EEBEZOND,

BRU 7 L& oL AiE, EE s e~ 77
4= RHTARI =Y 77 4 —CERCF = v /7 TES
25, BN L bR o i wbamox
FAERRET B LA TRy, KB EICHVS
hzorx, NMR oflETh s, Lo &1 (Fig. 13)

S
i

CsHs“'P‘ CH, -/—P—
:4 CiH,

(1)

[alp —23.4° (benzene)
0°  (methanol)

Fig. 12

Fig. 13
D4y, P-CHs & C-CHs BEBDEDF 7L » tDT

FuEB5 %2525, Table 1 WRLAXSCr Iy
Table 1
3
Compound
P-CH; doublet C-CHj doublet
I 1.87 0.70-1.02
0.40

I 1.93

Fig. 14

T tris-[3-(heptafluoro-n-propylhydroxymethylene)-(+)-
camphorato] europium (III) OFFETF T 60 MHz T#E|%E
FT5L P-O-CHs 357V o b VA RTRTH, &
IRTR—FHDE TV v PERLLEDEIZ3~6Hz TH
5. TDELIESWTHEEERDEG I ZEIE L iR
i, ECELOHEELHE X —F LR, LarL,
(8)-O-ethyl O-isopropyl S-methylphosphorothiolate (IT)
Tix P-S-CHs o 71D 7 2550 B T/
=< (§9 1Hz), XWERMESHhA o7, k]
THE0, FUEEEORFRIEEEDEZLZTIM L TR¥M
ERAEL 26 b & 52, (— i-C3H70
(Fig. 15) ¥ (+4)-sarin ich~T Sp
AchE HLZ 2% 4,200 f5 b3V, 20 cm/ F
L5 75T RO ORERILE O A % Fig. 15

RIS EERMONFAMELIE L 2L 25, M
DFELED HRDIABE L X —FK L .

)-sarin

/\\\

e X ® &

R TS & SERIEE T I 51233, (Lo ok
82 90 S 9T § B L E A d % . Allahyari 3 Dyfonate®
RE RS DR ROWAT S 2, XRENIEIC X -
THEL 7219, Dyfonate® FHEHEINEIATH B8, F
O p-7 -k (Fig. 16-A) 13f5d (mp 31.5°C) %4

§ HsN\
uP wiPi =
H:C; "/ \SQ Hs;C,' '(' 0 ,,/
C:Hs;0 C:Hs0 HsCs “H
S-()-A Sp-(), 8. --)-B

Fig. 16

Z, XHREHE X 3 S OREBJRETH - 7.

% 7=, O-ethyl ethylphosphonothioic acid ®»7 1 vig
(Fig. 16-B) 3 [RIFRICHEAALE RO Sz, b ix
NS ofEE%E B 2 i, Dyfonate® OER{LFIGHEE % S7.{&
EFENCHEHL £k 5 & W A 72, § 7 b b, Dyfonate®
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O s
P

COsH

Hs G \S‘@‘ i HsCy '“/ﬂP%O + Hscz"""/II So ’
C2Hs0 C2Hs0 C:Hs0
SFAX=H S(-C,X=H S-FEX=H
S()-B,X=Br S(--D,X=Br S-F X=Br
Fig. 17
(Fig. 17-A) 220D p-7 v 2tho (=) Bk (Fig. 17 v 35 LT 9OV B 2 n L e, 7,
B) & m-chloroperoxybenzoic acid Tfg{b+ % & (—) & (=) KV A = 3=F6D AchE [H#{ (+) &icihk~T 11
DCEZED, (=) ROEERLRFRENELR, & TEERNTH Y. FAEEORTE X —-E LK.
N SA R O ML, BEaba Fig. 16 Sp-(—)- LB Tt B Fic oV Tid Hilgetag & Leh-
B c#HH L7, Fig 16 -Sp-(—)-B pbARMZ 4K man'® Q&S Y, methylparathion o S-RikikT
THZEILED, SEALFEDLNI. #»% O-methyl S-methyl O-4-nitrophenylphosphoro-
(%) EMZi XhiE, £%, Fukuto 513 Dyfonate 5t thiolate @ (=) #&iZ5 v biZx LT (+) KX DD 5
2@k m-chloroperoxybenzoic acid T X % TR MV AERE TR LE. IhEOREPS, A
oxon {K~DEE{LAIARRIFTEITTS E v 5 L Y v R L ChE JHE @ in vitro TORIG, f&
AT & TR EFT TV D i JOMHAEICH T 5 HICE W TIE - & D L 370K
FEREOFERITEHSI DT TH 5.
AN IxX7F5—+ (ChE) BE&LHBME Ooms & Boter!®2® 3 S-alkyl p-nitrophenyl

MERTHERFZLZAT LAY OFE £ 721X ER) methylphosphonothiolates i{Z[¥] L T, ChE JADLEH -3
EDRIGBWTALRRERZ TR T 2R X< MbRT A F v F — LI X BNKG RIS C BT D AR
¥, £OXS VAR RERRERETD 5 WIaEES HE, 0F D (=) KE () ROEEL (n=(~) koD
LDORFHICHET S EEZLN5, MEOHIMKER TEH/(H) RDOFER), T7AFAEOKREIRLEDLS

MELTwbs7x2F L2y v=rF 5 —+ (AchE) i3, BT Dk RHECHIE Lz, XD, ¥ U T
FORFDHRETH DT wF A2 Y v EBNREFW TR v, VYU TYv, TYEAT S —EnEDMK R
bbb 5, JEiR AR E R OMIEIE BT THRRARERZI T - . i L 2BERER
WOSEARRE R R T, FOEO—HEDONFE R T U TEAD D & bR
Aaron 5'91% O-ethyl S-2-(ethylthio)ethyl ethyl-  WZ2IR1L, 7 I (ROEHEEREEROFHITH - 72

phosphonothiolate (Fig. 18) oyt Bk R AL T 4 (Table 2), o5 offFE oMW, ChE ik (—) KT
fE ChE $H & O IS ZBIE Lz, (=)

iz (+) RizHERTERQY ¥, AR Table 2 Ratios of activity (r,) of enantiomers of S-alkyl p-nitro

phenyl methylphospohnothiolates, (RS)MeP(O)OCsHNO:.

C.H RS o
2 5\P/0 \P/
/ '\
cALd/.\scngancgg e oo,
Fig. 18 ratios of activity (r,)
I, EkF4-armEko AchE B X O EMmiE Enzyme R= CH, C:Hs nCsH; aCsHs nCsHu
73 SN e : -
@ ChE (6L T 10 {225 20f5 % KIS Acetylcholinesterase 1.2 13.1 36.4 50.5 29.1
WA Eid o7, %D, 45D ChE ¥ Butyrylcholinesterase 0.66 0.86 2.0 2.9 1.0
BAFY vEFIART A Y vot¥ Paraoxonase 0.81 0.26 0.19 0.27 0.06
MR E ORIGITEWT, LA Aliesterase 2.2 0.15 0.52 0.72 0.21
HREEPR LI720 TH 5, Fukuto 2 Acetylesterase 8.9 49 42 125 540
Metcalf?® 1%, _bIdv22 R d:iko B Chymotrypsin 0.07 0.29 2.1 2.8 6.9
Trypsin 0.66 1.5 3.0 1.4 2.7

¥ HREMEE T A b Uiz, (=) &KX (+)
FITHERTCA =32 6 5, 7T 1045, r, =activity of (—)-isomer [ activity of (+)-isomer,
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Exht<, Lerd AchE o587 Table 3 Anticholinesterase properties of 4 and its resolved isomers
FYL=YyvzrFFs—+ (BuChE) X against housefly head acetylcholinesterase (HFACKE),
. . bovine erythrocyte acetylcholinesterase (BAChE), and horse
. - [
D ARSI RIEZ R LA, AchE serum cholinesterase (HSChE).
D 1, flix n-7 F Lk T v S THEK (50)
TH Y, BuChE 40130 n-7'5 L Tt GH Cbosemson,
j((?)) VC“%O%C. /qij‘:\;\/ﬂ'_“t’f%y (l)CH(CH;.;)CZH:;
Z SR R OIS I IV TK -
o o — .. Configu- HFACHE, BACHhE, HSChE,
SRS ARERER R L, ry fHiZ n-<v No ration k;d(?S% Cll) ks <9150/9 Cll) ks (?59{3 Cll)
LhFw ST 5 - D : “1min~ M~Imin~ M~ imin~
7 7 BRTD>Te. 2% D, «C P % 108 %1073 % 10-3
AchE ri3ific (+) AR R kX,
Uinb 7 s Atk X< pi ok 4 Racemic 969  (20) 31.8 (0.9)  5.95 (0.21)
KERpEL kXA D, TrFaoass B + - 1,710 (50) 65.3 (2.1) 17.3 (0.9)
. - e N 4c + + 1.35(0.02) 0.629(0.020) 0.483 (0.042)
TEBHALARROATRLELCIL  4q 160 (110) 545 (2.2)  6.85 (0.30)
WRFRERRL, r 37 A XA BBR g 4 6.62(0.30) 1.45 (0.07)  1.01 (0.18)

X< mBICoOoNTHAKLE TYZAT
S—¥, FELI TV, PUTIVR

. . -~ . Table 4 Toxicity of the optical isomers of O-2-Butyl S-2-(Ethyl-
SEWFFRAER R L 2208, T A IEDR thio) ethyl ethylphosphonothiocate (4) to houseflies (topical,
XIR X - TEORIEL L, 0F adult, female), mosquito larvae, and white mice (oral).
D, 7TV=RAT 7 —EDEHFET L F L (I?
EWNS0EE (=) 8, KE<H5 C.Hy ~P—SC,H,SC,H,
& () ROEREW. FE Y T OCH(CH;) C.Hs
vENY TR T LR AEIVNX . ‘
WEE (4) S, KE<HDE (=) Configuration Musca domestica Culex Mouse 2,
. . No. NAIDM SC larvae, LDso
EORIGHEREL D, ZThS5DEER a-C 1D i ’ LCso ppm mg/kg
) so pg/g LDso pg/g
SEEROEME, By vRloT7T L L3
DREIITE > TRIND TSR MD i Racemic 10.8 78 0.65 3.1
N N — 6.7 33 0.25 .2
KEELFHT BB mTHSS, o 0
4b + + 9.4 84 0.66
Wustner & Fukuto'® i3 2 {RORFH 4 + o+ >500 >500 >1 110
L (VYRFETARNMEORT) B ad - - 6.9 42 0.15 2.8
20 -2-butyl S-2-(ethylthio) ethyl ethyl- de — + 12.1 122 0.57
phosphonothiolate (demeton 7+ w ') 4f — + > 500 >500 >1 125
DOFeERE MR 4 R A5 L, ChE JHo
EHR, BERLY Y AT 5H MRS XRER KR ES3RCRIEL, LabRORDDRERDOILAREME B IHE

FTAML, AMEHCRILITEY VET L a-KFER
FOBEHEHIE L2, A = X=IH L T4HRMERD AchE
B X OHEMIED ChE i3 % 4 REKROLE )R @i,
KEREBRR LN/, 72& xiE, 1 = 3=FHD AchE €
¥ T, 4c & 4d T 1,250 5D %D - 7= (Table 3),
FENDOZIZY vichHET 5 BEAMTREL, (—) Kk
() KX BB THD ok, a-REOREMUDOBFE
Y VEFEENTMNEL, ENOREEMDEITD
FTrThot., £, 3D ChE i+ % 4 Bk
TAEINL da>4d>4f>4c DEF TH -7, 2% D, &
o ONEWILEANS 3 o ChE oEtd.0 LU

PILTw5 B2 605, —ficRALmfgLEhnicr+
5410 v HEIOFEMIX, Th 5D AchE [l & P17
R sH. 4 %YEERDOPR, AchE OiWHEFA|ITH - 7=
da k 4d 131 =S k= v RATHT HEMESEL, B
PLEH] 4c & A OEHIIE V., &I, =¥ ATHT
53N E AchEHEOMICizE D TR WM SR &
7z (Table 4), L7 oT, ~v AN TEFEZCHE
53 50 EERAEAOH TIELALRU &5
2bhd, 4 REEROIHEMERERENT A TOFBRLR
WUy (=) RBEL, Vv () ERITTEAEEE
BRE o7, WEIENTOBTHR SCEETS L
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B 5 It B I U T R TRy
EEZEZLNEDT, YV (=) KOIEWERE AchE @
BWIHENTE S LEbR, BlEbHZ 2K, YV
(—) &k (da & 4d) O NES 2 IR XD BFI3fEDE
AFE L2, oE b, EBEWHEARIELTY v (&) &
eI RXDIENTND IR, SHERET
DOHRPHFIND.

Wustner » Fukuto?” Oiff5ed 34 9 — 284 L7z,
P SRS DR > T B 4 REME (Vv ERF
EAFHRLHB) (Fig. 19) 2 4L, ChE MDYy

Rc(—) Se(—)
H
CH;}‘CHZ_"‘“ | O Ii{
c—o0., | cH
cH” o CHo o ONT
CHy-cHY S “CH “CHy
00
BRI
©0C-COH

Fig. 19

TLik A BRI ARET L 7z, Sp BCIE & 1F 2 W MEIRIE Ry
RHEXDDBVIAETEAITH D, FHHRMLER AchE it
LT 1,630 fi5, A =-3=0Hd AchE £ 9,120 5, Kl
5D ChE iz 40 fioxa Rz, Sp FAEKRDILIAL
FHURE IR OBV (ka) 2RV Y VEE(L
BIG (k) WAL TWS, REFHFEOMEESRICT
ETREL, Y VETCENTME W, wWTRice X
FIE (ko) 2 Tl FFR L ok (ka) &V vERIL
BOS (kp) HEFRONIMKIL FIMEICEEINDS &
PO TH S,

B VR AT LD Y —E Vv — TR T 5
REOREEPEIERIC EORELET 5220 T
¥%, Dauterman 521:28¢ diethyl malathion } diethyl
malaoxon (Fig. 11-1) iz{¥]3 5 {55 3% % . diethyl mala-
thion % diethyl malaoxon & (+) {Kiz~=w 2 & 4 =3
LT (=) KX DAY 2 6513 SR E R R L7,
% 7z, (4)-diethyl malaoxon I in vitro T (—) A X
DH AchE 2 h bR F =27 7~ & fHEH L7z,
L7eds 5T, () Wosi i (+)-diethyl malaoxon
X558\ AchE O DR LB 2 6503, (+)-
diethyl malaoxon DV A /LK *F o =257 5 — EHED
malathion & malaoxon M /KERZMEIT 5 Z 212Xk b (+)
HEOHFEEZEDTNDHLEEZOND,

4 5% malathion LfRiC) ~Ev /71— 7D
a-IRENRAEK TH S papthion & papoxon (Fig. 11-II)
OEMEEZER L TH DRI~ Y AT 5H S

7 A b L7z, (+)-papthion {x# ($hd, i), =2
AF = (Ghh), =27 (Pd) BIXE<7 AT LT
(=) v dsuwEzR Lz, £hiidfie, 1=
SR (BEHD) TR (F) KXY (=) ROE S BT
% -7 (Table 5), ZHBHDRERIE in vitro TRTD
papoxon E:{RD AchE [HEZNE & X < —% L 7= (Table
6)., REDOARAEMIT U VIETF EHARS L in vitro [TEF

Table 5 Toxicity of (4)-, (—)- and (+)-papthion
to houseflies (adult), mosquitoes (adult,
larva), rice stem borers (larva), diamond
back moths (larva) and white mice.

LDso (pug/insect or mg/kg*?)
or LCso (ppm)™’
Animal
(- (=) (%)
Papthion  Papthion Papthion
Housefly
Lab-em-7-em (& ) 0.054 0.028 0.042
WHO (2) 0.076 0.030 0.051
Mosquito
Adult 0.0028 0.0069 0.0042
Larva 0.0042% 0.0085 0.0051"’

Rice stem borer 0.022 0.109 0.064

Diamond back moth  37» 66°° 40"

Mouse (ip) 105*° 290% 152

Table 6 Anticholinesterase activity of (4)-, (—)-

and (&4 )-papoxon against bovine erythro-
housefly head
acetylcholinesterase and rice stem borer

cyte acetycholinesterase,

larva acetylcholinesterase.

Is0 (M)
Compound Bovine Housefly Rice stem
erythrocvte head borer
(+)-Papoxon 8.4x107° 8.4x1071% 8.0x107°
(—=)-Papoxon  2.5x107% 4.7x107 1.9x1078
(+)-Papoxon 1.56x107% 6.5x107* 1.0x107®

Yt rAne SRS ON AL BN IR e Sps PR3 ol el e P
FERERBERPRITIN VWAL LALVD, MERCR
Mo EE 2D & REERE TR ERR NS &
b, RHEFAOEZLCRBICHLTTANTHZ LXK
D, &2 EHFOE R L OB 2@ TE S
pd L, 7, B, AchE i 7 1 v+«
BB DL - TWHDT, BHOMEIIC X » CTi3ER
HRZEE 7 AV # A ADBZ I AR X - TER
ANZIEHECE AW REE D DDA .
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ke =
4

5 FEBF151 4 11 A

REE®EZHT5HBY vLEMm3iEladshTty
L0, ZZTREL PAEERZE O 2HO R AR T S
N 4o — F OXEREEROKEERICOWTIRD B
THizv. [REH] DMPA (Fig. 20-I) DR 7E U v R-1C

i-C3H;NH_S Cl i-C3H;NH CH,

1 N
¥—0<:%@ PO<:>
CH:0” C:Hs0”

NO2
(DMPA)

(1) (1)

Fig. 20

ok %22 5 (RkiE Seiber + Tolkmith!® |z X » T
EREN, T 5 OREFERIX Holmsen?
Xréhk fescue iTxf 3~ B A HHEHBOREE, 509%

BIEFREE (=) T 1.5ppm, 7+ 3 {KT 4.0ppm,
(+)%fisammnf@ot~oib(—)%u(+>
IO BFI2405 72 IKRID 2.7 (558N TH -7, H
F 5851 O-ethyl
propyl phosphoroamidothioate (Fig. 20-1I) o 54 {4
oKL, FEENAET A ML, =T 5 50%
AFHMEREE (4) T 1.07x107"M, (—) f&T 3.14
x108M TH Y, A FExFL Tk (+) &3 1.89x 1076

(—) &3 5.19x107"M Th o7z, WFhitxL T
B, (=) HKDIEH>R (+) RX DD 3.4~3.6 fHiF LM
<, % IkDFERITEZEDOHMTH 7. [ 1=
C X BRSO I X OHEDIARN T O 5 i
LTk, MEREEEMTIZEAEEZRR WD & 5EH
MATOBRZMWDEIEL 2 BB, BHEpLTlRohsib
EMOERBEIZIZE A SBHIN TV,

X ->TT

O-2-nitro-5-methylphenyl N-iso-

®x B O H
Tolkmith 53303 U v oie REREZ SIL, %

W kEIRIRE TH 5 Erysiphe

» Phytophthora N= 3
infestans [TxP 3 HEIN B L, X% ,_:_/N |P
FRVEARR O IXERD B d o

cichoracearum

2. LaLl, =9 Rt 5a Fio. 91
LT, (B B (—)
ERL T I KICTHNTH 250 KE % LDso iR 3L 72

IRNE TICERY e E RO RESR R 7 A L
Bl Abios, 4, Hix OIS Wic oW T S ORI

CxLTT AN LD, HDHWET A UL
X - CAuEIREZRABHTE 5725 5.,

Z_L-/i;é‘%)

K E |

M T A v FlE LT 7 cyclophosph-
amide (Fig. 22) 13, FF YV vEFEHTH T L 55(R

_CH;— NH 0
CH; P
7 N\
NcH;— O N (CH:CH.Cl).
Fig. 22
ROTF(EREZz BRND, Cox 537+ 1fthlg #3 A
DOEBICIRAL 2% 24 FFEOR2 5, 1 4720 9.5~
17.5mg DO iEE D cyclophosphamide {572, D,

WS R R A S L 22, RSO FESEE A HHEN 3
%L, BEDRPSEF Y T LiE83~91% D (—) (&
HGATWAHZ LT D, KLt Ekoby « {FH]
Z < A0 ADJ/PC6 [fifElafEg i L T7F AL
SR, (=) X (B) (R X 0 S EEE M EIR 2 I TH
Stz ZREDEFED L, cyclophosphamide (3 A& A T
SEABRIRINICRH S D & & dig, SEFE LAl THE

BRI ER DD EBNLERTHS.

HE IR X S ICHEBE Y v REE  (Fie.
20-1I) oFEMLR T A F L, FlE&mEeh b’
ik 7 FIF& mfo 1@ X 2R Z WG L2, (+),

NOOREMEL T A P L7ds, Fig. 21 WRLbds (=) BXUO 72 ik2s0s0v+FF<x17 v v —
i-C3H;NH O CH;3;
NI
/s
C2H50 NO, oxon.
. CH:
) CsH;NH\n 3 mfo
/P—O > +
C2Hs0
NO:
i C3H7NH\ﬁ CH:0H
P-0O
C:HsO' No,  5-CH.OH
Fig. 23
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2-NADPH % & RIGE ¥ 5 &1~ ofitinz 45 2 % 25,
FDHNOERS IV oxon fk & 5-CH0H (& TH - 7= (Fig.
23), B OEREIZ (+) KT 9.2, 4.4%, (=)
T 8.3, 5.3%, 7t I{RTiX 14.9, 5.5% THDY,
BRI TERIZEAERD SN P -7, TORIESE
T TR{bEmokFERIX (+) T 8.3,(—) T, 7
2 ITIE 21% ThHY, T4 {RoREHEER (+) &
2 (=) REERTOTrTEWEEDbNS., 72, 15
Bizo i oxon & 5-CHsOH (& e et id i
e ERENTED, (+) Er5iE (+) O, (=) &>
51 (=) @, 72 k53T I OWifE A5
Nz, 72, Bohi (4), (=) oxon (KD FEEEE m-
chloroperoxybenzoic acid i X % fig{t. TE 7242 5 & 1A
UTdHot. Lo, mio itk P=S @ PO ~
DRI CH B LHElEN S, LaL, Zhb
OELHERE 2 R 5 7o diiE, HoatE 2 S0
BUEEAH A 5. oxon B RAEAD AR Bk AchE
PHSEZAIE L 22fE R, (—)oxon (ki 523 (+) KX D
b 7.5 513 KIS TH o 7o, oxon (RDAERHEICTIT T
Wt LSO AchE IR NITIZ L ARE SRS R S
7z.

HE ) vHIRH — S A — FRITAL T ¢ FIERFO(E
Lrimix, WELE R4 D mfo WX o TALT 5 F
TRITHELIN, AL T +F Y FEOIES R X DENZ
AP R T T L LD HH, i, ST A LT &
o PEBEAIND EHTFAFLERD, GHEAROTH
BEZBNG, AnT 4 FEREOEE U v AR DA
phorate (Fig. 24-1) 13, 37 7Y Y B IUTHEIK X »

CgHSO\ /S C2H50\P//O
P
C,Hs0”" NSCH,SC,H; C:H;0” \SCH2§C2H5
0
(1) (1)

Fig. 24 Phorate (I) and phoratoxon sulphoxide (II).

TEHbicR B I g, 2 o tgERB oKW, Panagrel-
lus redivivus $>5x phorte sulfoxide 23, Aphclenchus
avenae 5% phoratoxon sulfoxide (Fig. 24-11) 735
By, WAL EN Thot, F 2, Bacillus
megaterium Y Aspergillus niger 3505V (=) 7n
phorate sulfoxide % fj. 2 7223, #iids 5O & 13
FEED T D - 7230,
INHDOFEFEIFHILE 2T T, HEerofho
WA X - CTHVMARERWCRE» T o h, L
3, BIRERAEMMEICL > TER->TWHZ ERRLT
W5,
() #off, Lee*® 5}3 Dyfonate Y@ RpEERD <7 A

T mfo i€ X% oxon f&RA~DEELIIIARFETHE
T3 LDEREEFTVS.

s » Y [C

Bk "7z X 5, ABY vIbemEEE ezt ET
5T LITX o THENARGEEE T 2LaME R w7
T EMTE, FOEHBRELDTELICEA TV S,
L7 T, B3 ERRbeEMEROTEADALY
—~ =V S TFANTHRITIONETHASS. LLEED,
H 5O IEVE MR T, A, 22
PRIEEPE, s L DR IR SR R H T 5
Tdd b, F-o72 FNLOBIREERL Vb TR
WV, Y VR RIS L T, in vitro TOREHE
B, ARpiEYE, LT A EM, AR
FEBWTIYESREOHFET B Z RS hie, 414
XHILEL OBER U vk R R O W TR OX T
PHET AP ERITRITELICE T, XOHFFEEROL
AR R TE LA D HBREAS.

MR e U X R T B {EE o NiziE Dyfonate®,
Salithion®, EPN, Malation, Surecide® 7 & % < D{b4r
MBPAEFRTF R - Tk b, BEREIFATS. £hb
HTES & SR E LTUHB I T 523, EEERIT
ST A L X DR L RS E LN,
Fi, T IEREREHT S XD AEAL RO SRR L
HELUTHATAE, RESRCAEEHOEREL X
D TEBEAS., FDRDITNE, FIEEY vk
MR DN 7L AR TS BO R R R SR T 5
W DB bl S,

5t 32

Y OREIRE RO 4 OUE R L Tn Tl
XFE LA RLORROMEZ G2 Tk wniEKit
SRR A BRI LSS e L BT,
77, KWESTAREES 50 Y7 D BRI 4« O]
2L Tl nwie=Z EEWUIE R CES W2 L E T,

51 A X #®
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