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Synthesis and Structure-Activity Relationships
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1. FHFRER

oA ELEIC OV THORKIIBEEDLEWEICRS 2
&7 {, Subtopic ID (Bai#)) T 24 FFNiZHIC Subtopic 1A
(BB IZL IRIENBEIEGIN, LERAMLEWIZONWT
DWEDFFEIN T2, —8, HiEich-72bnb b7z,

Neonicotinoid &{LAMIZ DV TIL, Z# 5 D Subtopic Tl
BURDEEDFH - 72, Uneme &, (1D-009, #H K &) 13, nitenpyr-
am BI5#EAL-A4 & L C nitroguanidine B8R % & 1) H 1T C, #iE
FEHEC OV THE L7, ZodTd TI435 (1) [HERE TLE
ORI R SIS CNezhRDH 5 2 & AVRE LTz, Pitterna
5 (1A-025, Novartis Crop Protection AG) {3, EKDH 55E
@ neonicotinoid LAY DI HEENHEICH LN TE R
L&Y 2) DERBIZOW TR LITKE 2z, FLWhEr
B2, 209 2 CHL#FE 7 —77 Maienfisch 5 (1D-
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010) ¥, ZO L&k ¥ %AW CGA293-343 (3) 22T %
BB E AL 72, Frcibad (3) iIc v T HmBIES
BB T ¢, F 24K neonicotinoid RIL-EHIZ T
BEECTCRTWAZ s 2HE L. 2013012 1A-026 &
1A-027 Ti3, imidacloprid i & T b A F L o EEEmMS
72 1), imidazolidine B #% alicyclic BRiz 2 #HT 3Z Xick 28
FALSYD B T b, BaLd b, ZoD{ba&%n
BBEEOME S IIEFE TII - 72,

Non-ester pyrethroid Z{LAWIZ OV T 2HWOFELH -
72. Kuhn & (1D-007, Hoechst Schering) 13, 1t&4 (4) i34
% L 72 —#0) oxime ether %> amidoxime ether A W Tld
FHHRIIFLBICNT 2SI, BoEWRRERELRT 2
R 72, 2k B L 72 amidoxime ether 3 T4 F
BHENKE LIPAICIE, FRIEHEIEC o TLAHERIIIL
BT 2 FME L b 2 bR &ni, ZEHEETOLH
N7z non-ester R L 20 f FOZEHKERGOKKRES %,
7y RRFICERT D L RBMEEIEC A LML LT
5., ZOk S EHEE|c H-ov T Barnes £, (1D-008, American
Cyanamid) (%, difluorovinylsilane g (5) @iz, FAIHRIIIL
HoT 2 BB EC CROBRREED S 2(bEWE2 R L
.

Cullen & (1D-013 ¥ 1D-014, FMC Corp.) |3 1,2-dihydro-s-
triazine J (6) ZAHL, Hc X=3-Cl % 3-CF, DALAY % i
IR TRORS§2 L4 4 F/33 (tobacco budworm) X
=24 %> 77,3 (cabbage looper) (25 L Tt IR
nazk, ZLTFNEYE FoERRTEROMEICLS Y
NDTH5H T E&mLI, =¥ Fukuchi 5 (1D-011) %
Okui & (1D-012) i3, —f&=X (7) TSN Bitedr48H
DGR RRICENTH 230 ) TSRS =EDH 52 &
#EL, #OHb b 27+ (diamond moth) (2L THBED A
oL 2ud FHl, <V A N7 2270 THIE ZREEH
MR E 7\ OMI-88 (R,=Et, R,=Cl, Ry=Me, A=CH,) #*
PASCEA IR &N Z L 2B L 72,

Durr & (1D-002, Novartis Crop Protection) (3, 1970 F4Y,
FTEHICHhI > T=7 ) TORKRICHEbIL, 1990 FR127% -
THUZRA L L TEHE NS L 9 I % - 72 amidinohydr-
azone FMOREE QL 21T\, LAW (8) DREEEEMBIIZ OV
TORE D 5, Ri=R;=Me, Y=0CF,Br o & 5 | It/ &
WEBRKLZEAT L L, RAEEWEE L TRELLEWER
Wz b, Lo L ZotAMoshRoFREIL ook
Tl Ik AL 72, Hu b (1D-021, American Cyanamid)
3, pyrrole Rk -5 =FITh 5 ACI03630 DFEMk % AT
T 5EETHEW9) & & 23, ZLAWIZE LI pyrrole
BRNEERT L OMTHER L T thiazole FBk2 52 52 ¢ %
AT E DI, 2N DAEMOREFEEIC OV TLEHEL 2.

Uehara & (1D-015, HAE3K) (3, quinazolinone FHEK ({b
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EW0) Dphh, AHY)AFR A — A= E, L 2oA
F#) & ZEESM £ R 2 %\ R-768 (R=H, Z=propionyl) %
BY L 722 & ## L /2, Findeisen & (1D-020, Bayer) |3
octopaminergic X KX 2EHNH 52 & % 9 phth b
2R YBRIT I FE (D) OBEFEABIZ W ToRkED> b,
— B, R BRAD N u S U EFOEARAIC B X,
OR X LTI OHDRLAMTHDZ L &L,

2 E A

A topic OHFFEM 3 TIX2IHTIc B 2 BRERINORRE | &
V) EET, J.V. Hay fit: (DuPont) 753 L 72, ##Tl3,
FT 190 ERDBEIC BV TRRE N ELRER O IER KR
DR E NI, BERTFHAE AN SR VEELIE A
HTWCTHAHTNEL, ZOBEIITFT TR HE
KENb L) REL2 S, HLWERABELE O BRER DR
RAMT COMERDOLEESEHE N, 20 L5 iUz
BWLT, 4% FLAEAWERAL T oz, Hlw
in vitro TORBRCESH Y in vivo TORBREZLT v+
AROHESLHLETH 5 2 LS nr,

BREHIBEEAL A2 DV T poster  session Tld, Subtopic
IC (Br%iF) T 28 WA Subtopic 1A (&1K) 123 S&EIZ
EDREFTEINTOp, BEIBIEENT L OB
Hoiz,

Thiolactomycin (12) |4 acetoxyacetyl-acyl carrier protein

synthase DFHEZ & - T, IREFEED de novo SR % FHET A4
EME T 5. Dollinger & (1C-004 BAYER) |2, =0 f 5 %
TR 2 HOBREERLAME RAT s 2olz, ke
DIEGER 21T~ 72, ZOFER, BEHBOIRBOE K%
RHE L ChEEM: #/R7, 3-aryl-thiotetronic acid ik (13)
AL 7z,

FERi DA S RICBI 5§ 2 acetyl-CoA  carboxylase (AC-
Case) DILERH W < OAHE N7z, Babezinski & (1C-003,
BAYER) (3-—#¢) N-&# 3-aryltetramic acid ¥k (14) o
T, G=CH;CO, A=Me, B=Et, Xn=24.,6-(Me); ¥ F1&
Wi &z, ZOBROEED DMEFEILAWE B 205 (3
BIoBT sBREEHRBRE TP LEBOERTH -2, T
LAY AR & - THEENEIL 22T 2720 TH B
HRd 7z, Fischer & (1C-005, BAYER) 3, polycyclic 3-aryl-
tetramic acid FF#EK (15) 2 A8 L T ACCase BIEH I & i
BHIZOWTHRR L2, 20#R, #iE (1528w TRn &
LT 3-Lic MeO-N=&#% B AL 721, 2-ff & 3-4fiz Me % ¥
AL TALE I BRGE S EBERENH 5 2 L HhRENe, R
{ Fischer 5 (1C-006) i3, & 2HN» VDR LB LN
774X ThHDpyrenocine A X B %) — F{LAMYE
L C 3-arylpyrone ${ (16) #4&mL, %N ACCase [
e e BREEED S 1664 % R\ 72 L 72, Muhlebach 5 (1A-
021, Novartis Crop Protection) |3, ACCase [HERREZI T
5 CGA-271312 (17) ¢ oxopyrazoline §DZE % 17\, 7
ACCase FLERULEMD AR AT,

Ort &5 (1C-011, Hoechst Schering) {3 acetolactate synthase
(ALS) BHERREH] & | T benzylsulfonyl #: & pyrimidinylcar-
bonyl B & FO(LAME AL, Zh bbbl (18) 4 v
RECn7 48 Ens 22 L 2 BIL 72, F72, Kehne 5
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(1C-012, Hoechst Schering) &i3ft&4% (19) (AEF 95404,
ethoxysulfuron) ¢ phenoxy #8437 2, 6- _ & s 35 EAK %,
pyrimidine F ) E##ESLT L THEED NHE5IC 7L X L
PEAL 26AMIC DWW T ORBE BRI oW THRE L 72,
Scheiblich & (1C-014, Cyanamid Forschung) |, bis-
pyrimidylpyrazolinone ¥ (20) D& %#1T- CHREFE L HIE
L, MmO HEFERIE pyrimidine IR TH 5 Z & HWWEHT, R 0]
BRI LD TH B Z L 2HEL 2.

Koizumi & (1C-001, Tomono Agrica) 13#E=R (21) /R
L 7z s-triazine {0 5 b, $FiC 3R d4-fric X v REFRL
CF; 8 A L 721tA%, &1 biT 4-Br FERICREEE S
B (PS I BHEFEMIC T ¢NB 2k, ALY 70 thyla-
koid & DIEAERICL B &, TNLDLAWIZS 7 LT
atrazine & [i]—3M CRAT 2 Z LHL I L Z L 2HEL
7z,

Nuyken & (1C-023, BASF AG) |3 protoporphylinogen
oxidase (protox) FHEHTH 5 (22) TREN2{LAY
lZoWTHEL, T3 Ry=halogen D341 1L alkyl 3% H
DA & D BEFEMESE (, R,=COOMe % COOEt Nz,
COOH %> CN, CH,OH % ¥ D4 L Y, IR ORRRIE L

Journal of Pesticide Science 23 (4) November 1998 431
0
/=N
\ 0N 2
F N CFs HO’\(_?’ N
>—N\ N 7
d & HO'  OH
26 21
OH ¥
OH X Rz
0 NHCOCHF, HNR,
Me’s\‘o
28 29
/Rz
Ry—N
) X
N\
o o
R
$ Y
30
NH
Ry 2
X R s’N=<N
R,—N S y
\0 O\J:) N_<
Ry O—Ar
Y
31 32

FCEC b2 a7, MolE: L 723-a%023-b% b
<2 benzoxazinone $H (23) & protox [HERBRFFTH B Z & 07
moHENTwa, Lyga & (1C-026, FMC Corp.) (22150104
¥y oxazinine IR % S F FF e EHKRICERL L&Y%
BRI, BEEEOMHEIZ O TRETL 72,

Birk % (1C-024, American Cyanamid) {3, % A% aryloxy-
phenyl cyanurate LAY B REKO M T, VEHIBEEI K
ECEILTAZEERLE, 2%, FTHREN 7=/ ¥
RicBT 5,97 Bk (24) Tl3, PSITEAER L 572008 D
2~3HBICIZ 70 e o A0 L THEFE RSB0 L,
L& Z DFFFIc BiT 5 £ £ &K (25) Tit, protox B
EIC L B2, MAOBEERRIC TS BN TREMRHIE
AN, FRELFEI LTIk 2 R0®RE (1C025) T
i3, BEEENH b uracil BLA&H (26) icBW T R=H T4,
PSITFHEEMIC & - T, ETIRICHADPBNBHIIC 7 0w o AN
Btz L, R=Me TiZ protox BLEZ & » T, MIEEHHR
FURICERICHA NS &) i, o bTri
BEOEMIZ L » TERABER»KE (BT A2 L2REN
7.

Mitchell £ (1C-020, ZENECA) iz, 1t&4 (27) % % 9) tetra-
zole FigAA EHMLER 2R L ) FRICETWT, ZhbD
WoBENREr AL, D%, LAY (27) O triazole F
ALICIRBEFRL 7 v RETFEEAL CLHERIBRFEEIAL
7, MOBEBREDBEATIREENKE LETHEL 72, HEHD
BREE» M0 S ERICKEL 2, ¥Ffs2thomEicE
LA E L 2o, BELEEE I TILEmIELN
Thotz, {bEt (28) 13, BiCL-> TRERENH 2 Z L7
WSS NP AYY TH 5 thiamphenicol D—DNDFHFEKTH
5. Langevine & (1C-021, American Cyanamid) |31t-&% (28)
ICBUT A EAERERFFL 2 3 HERK (29) 24K, BE
EMABIC DWW TR L 72, ER (30) & (31) TrEnsie
EYOPICT CNLBREEELRT OO0 H 5. van Almsick

£, (1C-022, Hoechst Schering) i3 =2 6 D— R TRENLH1L
SO TOMEEFIEERIC >V CRE L 72,

Novartis Crop Protection AG @ 7' /L—7" (1A-023, 1A-024,
1C-002) (3#EER (32) TSN BLEMDBREEELRTZ
EIZEB LT, BAITH b Z LAY BABEABIENHRE
fLEiTw, ZNE2ERE L THWRR X LFEROAEKE
-7,

7az4—-0

PEF B — AR

HEHAH 194148 A 31 H

B B AR R AR RIS, FAERE
THEEZ R THELRERR, 2%, FRED
F, PR, 19584 LY, KERFSLKSESE
UREHEAR FE AT

T —<  BRHMLAMOANK - MR - BEE
AR

BBk R - B R RS T, TENEANSE
WEZAT, F1ToZ DR BN
NBo72NT5Z L

ERETERR S E2 R 3

A

BEFEEIIAGTH-12h%, 22 TIREIED 2 8 E FICBEN
T5. Ley (5> 7)) v ¥k, UK) 3i#h k) BRI E I N2
Okadaic acid 1 DA BEL 2. 11O 17T HOLFHLO
ZonAtusr S—NLQIMBEN 2 EXAD—DOD a-k kD
XUANKRCBOT ) v 7 KBEFEELTEY, FHA
Bt L, BIGOEELAMTH B, 40, Ley 613 1 DR
Cl4 2 CI5BLUFC2 & C27 & TIT )M 2T, A,B,C D
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432 SR N=F =5

2% F4%5 FRIOEILRA

=Z=onftawr AR L7z, A x Bo Coupling i3_>VFT7Y
L2V R & BB & 5 Julia 3T, B & C @ Coupling i3
BHDBRFE L 12~ T 28— % CaCl, 4T, ArSOH & X
JGEHTHBLNEANKYEKBEZHWTUTOIE, §TIC
Isobe (BHEK) 513 109steps # B L T 1O EZEHL T
545, Alc L AUT 2 steps TIHBWENT NI L TH 5.
72720, BEOBREIRONEIRIZE £ OWR 2 Mk
NEITHB,

Ramos (Novartis, Switzerland) i Chirality in Agrochemistry
LT, TEPLERT 5 REOEMNFRNGKIEN R
DWWk, T/ — L RBREHF] propiconazole 2 ? 4 DY

The final process amount mol
MEA imine  10,000kg 48,700
{Ir{cod)Cl}, 17g 0.05(1r)
Canditions Ligand 34g 0.055
Xyliphos Nal 92.59 06
50 C, 80 bar hydrogen H,S0, 250g 05
Results
reactiontime 2-3 h PR',
Xyliphos:
conversion 99.6 %
R = Ph, R' = 2,6-(CH,),Ph
ee 79% q)

CH,

cH, ©
)mem

N N==7—CH,OCH;
\\[——CHZOCHa

CyHg C,Hs

FEES T ATV Ae—HTRIEEEEIEO LN 72
2, FWLE) TR I —NED>%HT 5 JHM3 Tiz (2R, 4S)
WoFEME R oz, T — At & L T Rh(CH;
CN)striphos(OTf), 2GR TH » 72, kic, =+ > F+BIRE%
FME ORGP & L THRERH(S)-metolachlor 4 & R &)
(R)-metalaxyl 6 * #%\F72, iz, 4 DEEPEHE MEA imine
5 DOAFARFHEMBICSIRICHS THM ez RB L2, 2
DT ERNLFELRLIEN 7oL Lol 9 b
LOTh- Tz, BHRICRELS N CEHCLAARIR R
ZF—1A-029 (Blaser 5) THERIN/ (KRBH).

Hay (Dupont, USA) i3 21 #4212 55 S LA BREHNZ DL T,
FLAEREBER AT 2HbEWORRAVEETH), ToF
B n—> ¥ | ¢ Combinatorial Chemistry (CC) & & % iz High
Throughput Screens (HTS), %52, Miniaturized in vivo screens
BERATHLZ L &R~ T &S T Petsko (777~
T4 ZK/Arqule, USA) |3 CC-HTS NELkIZ DT, Arqule #
¢ 31d generation (single compounds/high purity/assayed in
solution/96 well-plate format) HAiZ%E % BAL 7.

1B Fungicides

REFEIRZNTHTH 1205 BERPUEI 2GS NV MHEDL
Ya v ICHLRRR LB S -2, Filo 8 ke (72
F2) IZBIEHREVLWEA- A XL T 7 ) L— |} REHEAIC
By s RESGINLNRBERNIWISHEL T b7 0—7&
) 4% - 72, Aspinall (Zeneca, UK, 1B-001) j3{fI$8 % Tk
724t&4 1 %, BASF ) Oberdorf (Germany, 1B-002) & Muller

cH, ©
/JL——cuzocng
N

N
CH—COOCH,

CH, CH,
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CH,

(Germany, 1B-003) {3 % |} ¥ > EBnZfib &2 & 3 %, 77,
Ichinari (JEBFZ%, 1B-004) 3, X X243 /7= LT %}
TIFAFEZINTNEAI PABELTHELR. 5 A
ZIRIZAR) 7 A & L T Kraemer (Bayer, Germany, 1B-005) %
Spiroxamine 5 %, Pfrengle (ACC, Germany, 1B-006) |3
AC900085 6 %, E/LK) »F & [EERDIEMEALO EBLA & L
TH % | 72, Spiroxamine 5 |3 Z O AR RMAKE TH B G 2
HLWZ EFHELPICE N, T2 /) 32 v RBREA -
L C Masuda (KI Chemical, 1B-007) {3 mepanipyrim 7 Bg:#1Y,
AoREEEMAEBIIZ DWW T, Crowley (Zeneca, UK, 1B-008)
e run7ory T I8 —FELTENPALT I/ EY
2OV 9ADREEICOW T2, Zeller (Novartis, Switzer-
land, 1B-009) (3ERIKAT 3 /B 10 & 11 H%5%12 200 ppm TH)
RERTZ L%, 2@ Eberle (1B-013) 5i33-7)—L
Ay F=n12pn—n=}Y) o BROEEL R LI LA
ELTHMTH S Z &2 WE L. AgrEro o Mitchell (UK,
IB-010) &34 EFWHICE ) INFA 7 2o Hp——A—} 13
#5125 ppm TR %ZRT Z & 2R/, Sasaki (fEAAL2E, 1D-
016) iz 4 EFHICERAENH LT I MM LTy 7ud
Ay b M ONRRES LB A S FIEROBREHL L.

Parker (Dow, USA, 1B-014) 535 A ZHKICHER % quinox-
yfen 15 NFERFFENFL LTV ox L ED X 16 2 RHL
7-. Elbe (Bayer, Germany, IB-011) (38 T¥H&®EH & LT
preventol VP OC 3061 17 # %% /2. ACC 9 Simon (Ger-
many, 1B-017) {218 % V) — F & L THEERZE L~ MR - &HI

Hih7e AC90072 19 #FR L 72,

1E Lead Structure Delivery and Design

R Z—REREHE 2340 ) b, BREABE 9, & iR 7,
HEHBEES, aveF P )T 2 b)) —BE 3, Fof]
HThotle, £D) bOEKSD BN D ERMT 5.

PREHAAE Howard (Zeneca, UK, 1E-002) &3 p-hydroxy-
phenylpyruvate dioxygenese (HPPD) inhibitors % H#Z{Z —#z
1ftEWE T A >, BEREL TREB L2213, TRICRL
T Sterol Inhibitor T& » 72 & 8| L 72, Sato (E)I K, 1E-013)
LIZEBRKA I FRBI UV 7=V a—T N REBEA &
protoporphyrinogen I1X & N3 FRAKDELEIC DWW TREL
. BRA T FRBEUV Y 7= V2T L RBERE L
protox #BLET 205 % DEEATAIIR L 5 L ) THBH. Webb
(Guelph &, Canada, 1E-023) & i3 Acetyl Coenzyme-A Carbox-
ylase (ACCase)?) inhibitor T % % cyclohexanedione % [ % &l
122\ T 3D-QSAR CoMFA #47v>, ACCase DLk 07—
PR 7)==y FHRIEL L CHRATHEZ E 2R 1.
Chrystal (Zeneca, UK, 1E-025) |3 Amino Acyl tRNA synthe-
tases ) inhibitors & | T dealanylascamysin3 B L (F % N FE
EhF DERFREOHRICHIL DI & b1,

BhFAE Kagabu (IfEX, 1E-003) |3 imidacloprid 4 %
HKEET D 7un=aF = VREREHD=2F KT £F N2
D ZEEADNL b= P O EBE L3S T S EERAD
JE RS EE L AT T VR L 72, Nishimura (k
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434 EpN-E 3=t

H23% H45 FRI0FIHA
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BRAFA, 1E-004) & 13 —H% 3, 5 @) N-arylcarbamoylpyrazolines (=
DWTHEB & BB 21T\, RETEMEIC BT 5 EER)
BOEEME %R /2. Nakagawa (FEA, 1E-015,016) &3
AT FRZ 754V TT=2bELTHLNTY
tebufenozide 6 FHEK QSAR T % K& B ORI ML
R AT - 2R B L 1F COMFA 12 & 2 3RTTMATIc B W T
DTN FTIPYDZODANK=NBES LTI T4V D
20 B L0247 OH BITHIET 5 2 &0 -7 FNEITIEWE
DR A NG EERFICEES L EFEREL .

Dinan (Exeter &, UK, 1E-017) 532754 2704 Fo
CoMFA #iTWRHD =774 AT v 4 FOFEETRIR AR
BORECHRLTETVERIBL 22,

BEHIRE Pees(ACC, Germany, 1E-006) & |3 WL-3782577
%, %72, RO Carter (1E-007) |3 AC-902202 8 %75 &
A ZIRICHEMREERT Z & % B~ 7z, Green (AgrEvo, UP, 1E-008)
LBTY-LRBREHOSTET) v IHEOEEE L T
fluquiconazole 9 # FEFK |72,

AYEF M) PATIZM) = (CC) BE 3ENERIIW
TN Y Zeneca b5 TH -7z, Robson(1E-011) 53 ¥ ~u~
TuRbEMERE L TERL2bEMT7 4 77 ) = b RE
EHEEALAHNF R %, deFraine (1E-012) ZEMEIC L A7 3
JBT I F 10 A E#E~72, Ormrod (1E-024) %13 in vivo

a
t-C4Hg I l :“‘! ‘ \_ / Cl
CN CH,
14
CHy o—{C:j}—F
c
x
P
¢ N

/CN /CN

19

High Throughput Screens (HTS), T%bb, I =F2T71LL,
KEAHEWFE Y L 2AEYREESBENZ 7Y —= v THRIC
ERTHBZ LKL,

KRS —F 4 v a T3 CC/HTS, QSAR F RS
HEmdn,

¥c, SYMRREICBIT B invitro & in vivo & D OMBIEIC
DWTEFIKRD L N2 ERIIRENICE > Twa L) T
Holz,

1A Synthesis

BRI ORI TEEKRD 5 L DD O LT
15,

Hooper (IACR, UK, 1A-003) &3 Scheme-1iz 1 72%- C,
KEFHIC7 v REBBALFIATARE 7 v REV A F
VEARL 72, 7 v #AbA & L TZ(PhSOL),NF A & 1tz
Ahn (LG Chemical, Korea, 1A-005) 53X X277 1L—
FREEACET 5 —#kK 2 DILEMDEEIC FAMSO %%,
Qing (Chinese Academy of Science, China, 1A-006) |3 —#&3 3
DALEHD % hiz Suzuki-Coupling 2 86 & L CHW 72, ¢
T AMET, 7= 0K orBEEHEHT 5 Suzuki-
Coupling izl R 2 F—HEICHL LI LIEEHBLTBYE
Tz VBOHEERRICBD THRN L ) TH 5B, Zeller
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436 HABEYSE $23% $4%5 FRIOEINA

R s
/>—0Ar
N
W=N,CH
CH;0~ w/ COOCH,
CF,X
N—

H2N4<\ y z
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