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(57) Abstract

Compounds of general formula (1)
[wherein R! and R? each independently
represents  halogen, C,, alkyl, Cyq
alkylsulfonyl or the like; R® represents formyl
or CH(ZR®), (in which ZisOor S, andR® is
C,, alkyl or C,, haloalkyl); R* and R°
each independently represents hydrogen, C,
alkyl, C,, alkenyl, C,; cycloalky! or the like;
and n represents 1, 2 or 3], salts thereof, and
herbicides containing one or more of them.
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TAHEILLTED, AEEURHELTE. BIREBERB LA, flAE, £y A+
YEIFUVUBNEMULLETAFL T b —F 0, BYAF o FLosFmL
TNFNI =TI, FUFFVZFLUoNRMMLAERERBX T, £
FFRVLIFUUNMMULAEYLVE Y VERERBEIZFIL, E)AFvZF LY
MU P XFYULNT 2oV —-FLVEOEA A U HBERBERE, £Y 4+
VIFUVUMEMULAETALFA T 2o VI —FLOREBET ZTAE, TLF LA
vEVANEAVEE BRTAVI-LVOHEBEIRFLE, TGRS, T
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FNFTEZVRANKUBE, RYUANLRUVEE, V7= 2k VBE, 7L
FNFTEIVVRAIVEVBEORLVLTIVF e NEEY, 1V 7F Ly —8EK=<
LA VBROEEGYREN B S 5,

ARPREFICESTIIEVDRSBERARLAYHAOBICLIVEAOBEICE
LT 2bDTHBH. FIAEF, KFIFICR VTR, 5~9 0EEY (LT, B
BEEC ) HELCRIO~85% : LA ICHVTIEH. 3~T 0%, FEL
C5~60% : WAWCHWTIE. 0.01~50%. FELCE0.05%~14
0% DEBE AVWLN S,

COEIICLTEHESHAKIA, AFRBKTHEOBECFRLTEBED
WIEHABKELT, HARZOEFHEORFAE L IBEFRICHALEDL L L
REFILEIN S, ERBILARPBREFNEZERTHICE-TRINI =LY
ROBHERS0. 1 gLlLoEYELBEIN S,

Flo. ARERENSL2MORER, REH, FF/=F, REH, #EUREHA
BH, BHAESELBEGLTHERTAILLHERS, Bio. REFELEGHERTS
CEi&D. EHEBEZRBLIEDILENAETHE, T, ANt dbicoT
OHELT. BEEHOEBEAILLIV—BEVWHRLBEHTEE, TDHEA.
BHRONABREXRLOEGE LEAETDH 5,

ARFAREFNEBEGERTACIIDLOWERELTR, VIV T =AY
ToNZ B EDT Y FRBRER., 75 70—-, FLFZ70-L8EDT
oo7k® b7y FRBRER. 2, 4-D, 2, 4-DBREDT Y —ILAFV
TLAVEEZERER., Ysaky T—AFN, 72/ FH oy T -2 FNEE
DT N—=VAF T2/ FOoTLAVEBRRER., VAN, EYFA/Ny 718
EDT Y=V ANLFUBRRBRER., 1vHFL, 12EsELREDL I TV
J VERBRER, Yooy, 4/ 7ovorBE0T L TRRER., oL o7
7o, T2 AV T 7LBEDH—/N A= NRRER., FAXVALT, EPT
CREDFAN—NA—PFRER., PV TLFTY L, RUVAFTY VIEEDY
— o7 Y VRRER. TU LA LTy, KA T2 UREDT T =

I—FNLVRRBRER. X270y -2 F ), maz)l7aryiEO Rk
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TUVTRBRER. A MVTVY, x5 horvREDNYITY ) VERBRER. T
PSPV, YTFIVVREDMYTOUVRBRER., TAAYSLEEDNY T/
EVIVVRREA. 70xFo o)), ProaRo A BEDZ MY LRBRES.

TVFEY—b, TYFRVR—= REDY VEBERER. 53—}, U720
I-MREDLRTVEZTLERRER, 70310597 -RvFU, 710
FT7Ey b=XFAREDRRKAS I FRBREH., 20 LT, 41V FHR 1,
LhrTAE=bAFHIT FronS5y s, sue/ Ly, RN MY F
SNV YRARFYUVFFTENL, ESV L= EYF—=b, TAREH L, N
vEV UL Ny ThE— b BIZ, E M F VUL, FSLOFUULREDY S
DAFYH U IFVRRERLLEN B ONE, £/, CHAOOHAEDERL LD
CHEHRUCBBEYERMT 3 bEED,

RPOEBOIODORBDOREE :
Ric, KiEfl. 2ER BT, KARPEFICEEBICHET 2,

EREH ]
l—xzF -5~ bFoFv—-—4 - [2—-2700—4 -4 %2k —3
—VANFUAFAURUSAN) ESV - (LEYER]1-2) Ol

OMe Olle

OMe OH OMe
HO/)L\ ~S0.4e T BT M 7 Et"& ~50.He

2=780-4 AT VALEKRZNL =3 -UAPNFUAFLURYS A 9o T
vy 3. 0g (9. 7TIVEL) 2FBIF LS 0m 1 IC/ERL. DCC2.2g (1
TIVEIL) E1-2FN-b~-L RO+ 5y~ LiERE] 4 g (9.7
UEL) ZKIETTMA, ZEET—HRER L, RHLAREDEENE. B

FPRETBELTELREYEZ /7008043 0ml sl 7R VT Y

’

742

i

ERFUZ0.25g (93 VEL) EPYZFALTIL20g (203 YEIL)
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EMA. ERTOBMBRLA, RGEAYE | SEEBE. KO THMAELKT
L. BKHME< 200 LTHIBE., BEEBE L. BoriERE A5/
—VTHRBL, | -ZFL~-5 -t FaFr-—4— (2-200-4—-2%Y2
WERZN =3 -V APFUAFARYYAN) ESV—JL]. 6 g 5B,

m. p. 168—-170°%C

EWHF 2
l=XFNh=-5-bFoFi—-4 - (2-/00~4—-2A%22NLk=)L—3
—VAFLNFEAAFAR LY AL) ES5V =0 (LAYES]1 -6) 0le

SHe 0 c1  Ske

Ske ; \
HO)\ soge * eI 7%}48*\ A ) SOke

=700 4 - d T VANKZILN =3 - S RAFLUFARYY A v 0Ty K
84g (253 VEN) 2BFEECF L2 0m 1 IC/AML. DCCO.56 g (2
VENL) L1 - AF V-5t NOoFoES V- LEEE] 33 g (2.5 3
VEIL, 518, MIZFLTI200.25g (2.53UEFL) 2KkETTMNA.
ERT—RBB LI MELATEMERIE. BRI TEG L CELRY
VEI/7O0OFRLLLIOmIICEREL. 727 ERY20.06g (0.7 3
YENL) ChIVZFLTI00.5g (53 YEL) 2R, EET—HER L 7
o RIGEGM%Z | HEER. RO THMAEKTREL., ERkEEv /29 L
TERER, BREFELL. Bok@BR&EA S/ —LTHEL. | —AF -3

0.
8

71

yazi

—tFD%’w‘/—d‘—(2—7DD—4—XFVZ)M‘\;A/—B—’/“)‘?‘/D?‘%X
TNV AN) BTV =026 g%Bkom. p. 215-9217%C

EREH 3
l=AFI=5-tboFv—4 - (2-/00—-—4—-2A%22)k=J— 3
~FRIWVINXNUTAN) S — ) UtemES 2 - 1) oslg
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OMe
on 0 Gl Io. 0 &1 _cho
Me—'x/fijf)i\ ~S0. e — Me"N <C:j; ~S0,Me
N—

l—-AFN-5-tbbPoFor—-4-(2-708-4 - X5 A)FKZ)—3
—VAMNFUAFRVTAN) ESY =1 8g (U.TIVEL) 2TV
4 0mliciEBL. EB2m ] Z2ZEE WAL, BEEHEMBERT 1 BEER

EBREERETEELL, IBLABRZ Y ZF VI —FTATERLT, | -
AFN=5s-—bbroFy-4- (2-700-4 A7 R)FZ)—3 -Hh
IRV AN) B =15 g&HBleom. p. 140-1427C

i, ARBAEGVOEEFRHGEOEBEF ZEEH L LTLUTIRRT,
&£ 1

AFIN 3—-—ToOFAFN—-—4 Ay AIIFTZNN—2 - AFINX)T—}
D 8

CHs CHs

HsCOzC\©/CH3 CH.CH(NO,)CHa Hscozc\©/CHzBr
NS0, CH

NS0 ,CHs

AFN 2, 3-UAFN-4-AF U ALFZAR YT —129. 69¢
EPEALRE 26 0mlICAL. NBSA222. 93¢g. BLUBBILL Y
AN1. 0g%xMA. 2. SHEEMARKL . RIEREZBHE. TED = iEH
L. BEZEBTEBELC, MKMW 6. 58g%2Bh. CObDEVYYAY
VWhShrzaw b5 74—= (n=~"FH v/ FBRLFIL) TEREHLT, OB#H
me L Tkigbkaéw1 8. 98 gxFi,

BER 2

AFN 3 —FKRIVIN—4 A7V ANKRZN=2 =X FLXY T —+OD
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®aE

C!Hs C|H3
HsCOzC\©/CH2Br 0H- HsCOzC\O/CHO
N80, CH; ~S0,CHs

AFIN 3-TOEAFN-4 AT RANKZN =2 - FF VXY T —}
18. 90g27Ebr=2bUN180mlIKERIE. ZERHT. N-XAFIEIN
KYUAFYFD20. 6Tgx2 1l 0XMTHEMLAL, O EERT ] KHE
BlLzob, RIBEEKKICH T, BEBTHBELL, Xy EUTHELE. &
WEEK, RWTHIIAEKTHREL. BKEE~Y 2V 7 LTRBEOR., B
PHEBELT. HEERE L TERTZLEW I 1. 59 g%xi5. HAERYD T
y)—LTHELT, RBLapoBBEEREB. m. p. 108-1107C
%463

AF)N 2-—rpO—4 —RAFVANKZN -3 -V A PFIVAFAXY T
— b8

C1 Cl OMe

| |
HsCOzC\\[::;j,/CHO MeOH/H* HsCOzC\\[::ij/L—ome
_ NS0, Me NS0, Me

AFN 2—spo—4 -2 RNVEZN—3 =KL INWXNr/SL—13 0

g (1 13YEL) A5 —=050mlEBL. BWE S5 gxmA . MA
BHRT. SHHBHR LA, BEEZBEETEMBL. REZXEICERL, 3%
REEKFF MY D LK, RWT, fAfIAEAKTHRER, BKRE< 72V VLT
gL, BAEEZEETERL. BEYMEZ VALV AS LI O NI 5T 4 =
THEL. BOYWS. 0 g 2B,

'"H-NMR (6ppm, CDC 1, ) :3.24(3H 5),3.54(6H,5),3.98(3H,5),6
.28(1H,s), 7. T0(1H, d), 8. 19(1H, d)
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BEF 4
2—700—4 A% VAN EKRZN -3 =AM FUAFIAXRVS A v T T
v N o 8lE
Cl Ole Cl OMe
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EMA.BREEL. WHLCERZESE, KERZBEL. HNY2 5 g 2187,
'H-NMR (ppm, CDC1s ) :2 99(3H, s),3.56(6H, s),6.29(1H, s), 7
.89(1H, d), 8. 24 (1H, d)
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I— hD8IE

Cl Cl SKe
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'H—NMR (ppm, CDC 1y ) :2.37(6H s),3.24(3H,5).3.98(3H,5), 6
.22(1H,s), 7.66(1H, d). 8. 10(1H, d)

£ %56

Q— o —4 A VRARILVKRZN =3 =P AFLUFAAFANUS A ITT
vy FO#IE

CL Sk Cl  Ske
HsCO,C \©)—3Me NaOH HOOC ~. ke
NS0, Me NS0, Me

AFIN 2—-200—-4—-RA2FVANKZI=3 =T AFNFFAFIIXNUY
I—F1.80g (5.083UEN) ZA7 /=1 0mlIIcERL. 10 %KE
b+ bU D LKEKI OmlE2MA, EETEHHBRLAL. KEEAGMIC 1A
EREBmEMA. s L, R LRz ES, KER, LBL. BHXHL. 6 9
g=®r,

'H-NMR (ppm, CDC 13 ) :2.33(6H 5),3. 22(30,s),6.21(1H, s), 7
.68(1H, d), 8. 04 (1H, d)

raEEBAIcIDBEONIILEMEED T, AXKBEALEVMOREZNZE 1 XL
FUE2HRIITRT,

19



WO 98/56766 PCT/JP98/02573
B 1 &K
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R4_NN_\ " R%n
L&) R? R*n R* R® IR® ¥ % (&
® = [ ] ARC
1- 1 |2-Cl 4-50,Me Me i OMe [ 157-159 ]
- 2 |2-Cl 4-50,Me Et H OMe [ 168-170 ]
1- 3 |2-Cl 4-50,Me Me Me OMe | [ 235-237 ]
1- 4 |2-Cl 4-50,Me Me H 0Et | amorphous NMR-1
1- 5 | 2-Cl 4-50,Me Et H OEt | amorphous NMR-2
1- 6 |2-Cl 4-50.Me Me H SMe [ 215-217 ]
1- 7 | 2-Cl 4-50.Me Et H SMe [ 183-185 ]
1- 8 |2-Cl 4-S0;Me Me Me SMe
1- 9 | 2-Cl 4-50,Me Me Bt SMe
1- 10 | 2-Cl 4-50;Me Me Et OMe
1- 11 | 2-Cl 4-S0.Me | Me CH=CH, OMe
- 12 {2-Cl | 4-S0:Me | Me CH,CH=CH, | OMe
1- 13 | 2-Cl 4-50,Me Me C=CH OMe
1- 14 | 2-Cl 4-50,Me Me CH,C=CH OMe
1- 15 | 2-Cl 4-S0,Me Me cyclopropy!l OMe
1- 16 | 2-Cl 4-S0:Me Me cyclohexyl OMe
1- 17 | 2-Cl 4-S0,Me Me CFs OMe
1- 18 | 2-Cl 4-S0,Me Me CH=CH, SMe
1- 19 | 2-Cl 4-50,Me Me CH,CH=CH, SMe
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B 1 & (0oox)

L&Y R' R%n R R® IR® ¥ B
F 5 [ ] BT
1- 20 | 2-Cl 4-802Me Me C=CH SMe

1- 21 | 2-Cl 4-50zMe Me CH.C=CH SMe

1- 22 | 2-Cl 4-50,Me Me cyclopropyl SMe

1- 23 | 2-Cl 4-S0;Me Me cyclohexyl SMe

1- 24 | 2-Cl 4-50,Me Me CFs SMe

1- 25 | 2-Cl 4-Cl Me H OMe | [ 161-162 )
1- 26 | 2-Cl 4-Cl Me Me OMe | [ 176-179 ]
1- 27 | 2-Cl 4-Cl Me CH=CH, OMe

1- 28 | 2-Cl 4-Cl Me CH, CH=CH. OMe

1- 29 | 2-C! 4-C1 Me C=CH OMe

1- 30 | 2-Cl 4-Cl Me CH,C=CH OMe

1- 31 |2-Cl 4-C1 Me cyclopropyl OMe

1- 32 | 2-Cl 4-Cl Me cyclohexyl OMe

1- 33 | 2-Cl 4-Cl Me CF3 OMe

1- 34 | 2-Cl 4-C1 Me CH2 CH=CH. SMe

1- 35 | 2-Cl 4-Cl Me CH.C=CH SMe

1- 36 |2-Cl 4-Cl Me cyclopropyl SMe

1- 37 | 2-Cl 4-Cl Me CFs SMe

1- 38 | 2-Me 4-S0;Me Me H OMe | [ 164-167 ]
1- 39 | 2-Me 4-50,Me Bt H OMe | [ 148-150 ]
1- 40 | 2-Me 4-50:Me Me Me OMe

1- 41 | 2-Me 4-50,Me Me Bt OMe

1- 42 | 2-Me 4-S0,Me Me CHzCH=CH, OMe

1- 43 } 2-Me 4-50:Me Me CH.C=CH OMe

1- 44 | 2-Me 4-50:Me Me cyclopropyl OMe

1- 45 |2Me | 4-SOMe | M CF,s OMe
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1- 46 | 2-Me 4-S0;Me Me Me SMe

1- 47 | 2-Me 4-502Me Me Et SMe

1- 48 | 2-Me 4-50,Me Me CH,CH==CH, SMe

1- 49 | 2-Me 4-502Me Me CH,C=CH SMe

1- 50 | 2-Me 4-50:Me Me cyclopropyl SMe

1- 51 | 2-Me 4-50,Me Me CFs SMe

1- 52 | 2-CFs 4-80,Me Me H OMe

1- 53 | 2-CFs 4-S0;Me Me Me OMe

1- 54 | 2-CFs 4-502Me Me CHo CH=CH OMe

1- 55 | 2-CFs 4-50,Me Me CH.C=CH OMe

1- 56 | 2-CFs 4-50,Me Me cyclopropyl OMe

1- 57 | 2-CF3 4-502Me Me CFs OMe

1- 58 | 2-CFs 4-50;Me Me H SMe

1- 59 | 2-CF, 4-502Me Me Me SMe

1- 60 | 2-CFs 4-502Me Me CH.CH=CH, SMe

1- 61 | 2-CF; 4-502Me Me CH.C=CH SMe

1- 62 | 2-CF, 4-50:Me Me cyclopropyl SMe

1- 63 | 2-CFs 4-50:Me Me CFs SMe

1- 64 | 2-OMe 4-50,Me Me H OMe

1- 65 | 2-OMe 4-50,Me Me Me OMe

1- 66 | 2-OMe 4-50,Me Me CH2CH=CH. OMe

1- 67 | 2-OMe 4-50,Me Me CH.C=CH OMe

1- 68 | 2-OMe 4-50,Me Me cyclopropyl OMe

1- 69 | 2-OMe 4-50,Me Me CFs OMe

1- 70 | 2-OMe 4-50:Me Me H SMe

1- 71 | 2-OMe 4-50,Me Me Me SMe
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Lay R! R*n R R® IR® &

x5 1 BimC

1- 72 | 2-0Me 4-50,Me Me CH,CH=CH. SMe

1- 73 | 2-OMe 4-802Me Me CH.C=CH SMe

1- 74 | 2-0Me 4-50:Me Me cyclopropyl SMe

1- 75 | 2-0Me 4-S0:Me Me CFs SMé

1- 76 | 2-0CFs | 4-502Me Me H OMe

1- 77 | 2-0CFs | 4-50:Me Me Me OMe

1- 78 | 2-0CFs | 4-S02Me Me CH,CH=CH. OMe

1- 79 | 2-0CFs | 4-S0:Me Me CH.C=CH OMe

1- 80 | 2-0CF; | 4-S02Me Me cyclopropy!l OMe

1- 81 | 2-0CFs | 4-S02Me Me CFs OMe

1- 82 | 2-0CFs | 4-S0:Me Me H SMe

1- 83 | 2-0CF; | 4-50:Me Me Me SMe

1- 84 | 2-0CFs | 4-SO.Me Me CH,CH=CH SMe

1- 85 | 2-0CFs | 4-50:Me Me CH.C=CH SMe

1- 86 | 2-0CFs 4-S0;Me Me cyclopropyl SMe

1- 87 | 2-0CF; | 4-S0:Me Me CFs SMe

1- 88 | 2-Cl 4-Cl Bt CH=CH. OMe

1- 89 |2-Cl 4-Cl Et CH.CH=CH, OMe

1- 90 | 2-Cl 4-Cl Bt C=CH OMe

1- 91 }2-Cl 4-Cl Bt CH.C=CH OMe

1- 92 | 2-Cl 4-Cl Bt cyclopropyl OMe

1- 93 | 2-Cl 4-Cl Et cyclohexy!l OMe

I- 94 | 2-Cl 4-Cl Bt CFq OMe

1- 95 | 2-Cl 4-Cl Bt CH, CH=CH. SMe

1- 96 | 2-Cl 4-Cl Et CH.C=CH SMe

1- 97 | 2-Cl 4-Cl Bt cyclopropyl SMe
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g 1 & (0o70%)

e%=xy R! R*n R R® IR® ¥ & B
' 5 [ ] AERC
1- 98 | 2-Cl 4-Cl Et CFs SMe

1- 99 | 2-Me 4-S0;Me Et Me OMe

1-100 | 2-Me 4-50;Me Et Et OMe

1-101 | 2-Me 4-50,Me Bt CH,CH=CH, OMe

1-102 | 2-Me 4-50,Me Bt CH.C=CH OMe

1-103 | 2-Me 4-50.Me Bt cyclopropy! OMe

1-104 | 2-Me 4-50,Me Et CF3 OMe

1-105 | 2-Me 4-50:Me Bt Me SMe

1-106 | 2-Me 4-50,Me Bt Et SMe

1-107 | 2-Me - | 4-S0:Me Et CH, CH=CH, SMe

1-108 | 2-Me 4-502Me Et CH,C=CH SMe

1-109 | 2-Me 4-50,Me Et cyclopropyl SMe

1-110 | 2-Me 4-50,Me Et CFs SMe
1-111 | 2-CF, 4-50Me Bt i OMe
1-112 | 2-CFs 4-50.Me Et Me OMe
1-113 | 2-CF, 4-50,Me Et CHo CH=CH, OMe
1-114 | 2-CF, 4-50,Me Bt CH.C=CH OMe

1-115 | 2-CF; 4-50;Me Et cyclopropyl OMe

1-116 | 2-CF4 4-50,Me Et CF3 OMe
1-117 | 2-CFs 4-502Me Bt H SMe
1-118 | 2-CFs 4-502Me Bt Me SMe
1-119 | 2-CF; 4-502Me Et CHzCH=CH, SMe
1-120 | 2-CFs 4-50,Me Bt CH.C=CH SMe

1-121 | 2-CF, 4-50,Me Et cyclopropy! SMe
1‘122 Z’CFa 4‘502M€ Et CFa SMe

1-123 | 2-0Me 4-502Me Bt i OMe

24



WO 98/56766 _ PCT/JP98/02573

B/ 1 K (07%)

L&Y R! R%n R R® ZR® ¥ o E

7 = [ ] &A=
1-124 | 2-OMe 4-50;Me Et Me OMe

1-125 | 2-0Me 4-50.Me Bt CH.CH=CH, OMe

1-126 | 2-0Me 4-50,Me Bt CH.C=CH OMe

1-127 | 2-OMe 4-50,Me Et cyclopropyl OMe

1-128 | 2-OMe 4-50:Me Et CFs OMe
1-129 | 2-0Me 4-S0,Me Et H SMe
1-130 | 2-OMe 4-50,Me Bt Me SMe
1-131 | 2-0Me 4-50.Me Et CH, CH=CH SMe
1-132 | 2-0Me 4-50,Me Et CH,C=CH SMe

1-133 | 2-OMe 4-S0,Me Et cyclopropyl SMe

1-134 | 2-OMe 4-50:Me Bt CF3 SMe
1-135 | 2-0CFs 4-50:Me Bt i OMe
1-136 | 2-0CF, 4-50,Me Bt Me OMe
1-137 | 2-0CFs 4-50,Me Bt CH,CH=CH; OMe
1-138 | 2-0CF, 4-S02Me Bt CH.C=CH OMe

1-139 | 2-0CF; 4-50,Me Et cyclopropyl OMe

1-140 | 2-0CF; | 4-S0:Me Bt CFs OMe
1-141 | 2-0CFs | 4-S0:Me Et H SMe
1-142 | 2-0CFs | 4-S0:Me Et Me SMe
1-143 | 2-0CFs | 4-S0.Me Bt CH2 CH=CH. SMe
1-144 | 2-0CF5 | 4-80:Me Et | CH2C=CH SMe
1-145 | 2-0CF; 4-50,Me Bt cyclopropyl SMe
1-146 | 2-0CF; | 4-S0.Me Bt CF3 SMe
1-147 | 2-Cl 4-SMe Me H OMe
1-148 | 2-Cl 4-SMe Bt H OMe
1-148 | 2-Ci 4-SMe Me Me SMe
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f=x7 R! R%n R* R® ZR® o fE
# 5 1 REC
1-150 | 2-Cl 4-SMe Et Me SMe

1-151 | 2-Cl 4-50Me Me H OMe

1-152 | 2-Cl 4-50Me Et H OMe

1-153 | 2-Cl 4-S0Me Me Me SMe

1-154 | 2-Cl 4-50Me Et Me SMe

1-155 | 2-F 4-50,Me Me H OMe

1-156 | 2-F 4-50:Me Et H OMe

1-157 | 2-F 4-50,Me Me Me SMe

1-158 | 2-F 4-50,Me Bt Me SMe

1-158 | 2-Br 4-S02Me Me H OMe

1-160 | 2-Br 4-50,Me Bt H OMe

1-161 | 2-Br 4-S0.Me Me Me SMe

1-162 | 2-Br 4-S02Me Et Me SMe

1-163 | 2-Cl 4-50:Me H H OMe

1-164 | 2-Cl 4-50,Me H i SMe

1-165 | 2-Cl 4-50,Me H Me OMe

1-166 | 2-Cl 5-Cl Me H OMe

1-167 | 2-Ci 5-502Me Bt H OMe

1-168 | 2-Cl 5-Me Me H OMe

1-169 | 2-Cl 5-0Me Bt H OMe

1-170 | 2-Cl 5-CF3 Me H OMe

1-171 | 2-Cl 5-0CF3 Et H OMe

1-172 | 2-Cl 5-CN Me i OMe

1-173 | 2-Cl 5-NO. Me H OMe

1-174 | 2-Cl 5-SMe Me H OMe

1-175 | 2-Cl 5-S0Me Bt H OMe
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1-176 | 2-Cl 5-F Me H OMe
1-177 | 2-Cl 5-Br Bt H OMe
1-178 | 2-Cl 6-502Me Me H OMe
1-179 | 4-Cl 5-502Me Me H OMe
1-180 | 4-Cl 6-S02Me Me H OMe
1-181 | 2-S0,Me | 4-Cl H H OMe
1-182 | 2-S0,Me | 4-Cl Me H OMe
1-183 | 2-S0.Me | 4-Cl CH,CH=CH, H OMe
1-184 | 2-S0.Me | 4-Cl CH,C=CH H OMe
1-185 | 2-S0:Me | 4-Cl cyclopropyl i OMe
1-186 | 2-S0.Me | 4-Cl CF3 H OMe
1-187 | 2-S0.Me | 4-Me H i OMe
1-188 | 2-S0.Me | 4-Me Me i OMe
1-189 | 2-50.Me | 4-Me CHz CH=CH. H OMe
1-180 | 2-S0.Me | 4-Me CH,C=CH i OMe
1-191 | 2-S0.Me | 4-Me cyclopropyl i OMe
1-192 | 2-S0.Me | 4-Me CFs i OMe
1-193 | 2-S0;Me | 4-CF; Me i OMe
1-194 | 2-50.Me | 4-CF3 CH, CH=CH. i OMe
1-195 | 2-S0.Me | 4-CFs CH,C=CH H OMe
1-196 | 2-S0.Me | 4-CF, cyclopropyl i OMe
1-197 | 2-50.Me | 4-CFs CFy H OMe
1-198 | 2-50,Me | 4-OMe Me H OMe
1-199 | 2-50.Me | 4-OMe CH; CH=CH. i OMe
1-200 | 2-S0:Me | 4-OMe CH,C=CH i OMe
1-201 | 2-50:Me | 4-OMe cyclopropyl H OMe
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1-202 | 2-S0:Me | 4-OMe CF3 H OMe

1-203 | 2-S0.Me | 4-0CFs Me H OMe

1-204 | 2-S0.Me | 4-0CFs CH,CH=CH, H OMe

1-205 | 2-S0,Me | 4-0CFs CH,C=CH H OMe

1-206 | 2-S0.Me | 4-0CFs cyclopropyl i OMe

1-207 | 2-S0.Me | 4-0CFs CFs H OMe

1-208 | 2-SMe 4-Cl Bt H OMe

1-209 | 2-SOMe | 4-Cl Et H OMe

1-210 | 2-Cl 4-50,Me Me H OEt

1-211 | 2-Cl 4-50,Me Me H SEt

1-212 | 2-Cl 4-50,Me Me H OPr!

1-213 | 2-Cl 4-50,Me Me H SPr!

1-214 | 2-Cl 4-50,Me Me H 0Bu

1-215 | 2-Cl 4-50,Me Me H SBu

1-216 | 2-Cl 4-50,Me Pri H OMe

1-217 | 2-Cl 4-50,Me Bu H OMe

1-218 | 2-Cl 4-50,Me Pr! H SMe

1-219 | 2-CI 4-50,Me Bu H SMe

1-220 | 2-NO, 4-Cl Me H OMe

1-221 | 2-NO, 4-Cl CH,CH=CH, H OMe

1-222 | 2-NO, 4-Cl CH,C=CH H OMe

1-223 | 2-NO, 4-Cl cyclopropy! H OMe

1-224 | 2-NO, 4-Cl CFs H OMe

1-225 | 2-NO, 4-Cl Me H SMe

1-226 | 2-NO, 4-Cl CH,CH=CH, H SMe

1-227 | 2-NO, 4-Cl CH.C=CH H SMe
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1-228 | 2-NO: 4-C1 cyclopropyl H SMe
1-229 | 2-NO; 4-Cl CFs H SMe
1-230 | 2-NO2 4-50,Me Me H OMe
1-231 | 2-NO, 4-S0;Me | CH,CH=CH, H OMe
1-232 | 2-NO, 4-50,Me | CH,C=CH H OMe
1-233 | 2-NO; 4-S0:Me | cyclopropyl H OMe
1-234 | 2-NO, 4-50,Me CFs H OMe
1-235 | 2-NO, 4-50,Me Me H SMe
1-236 | 2-NO. 4-50,Me | CH.CH=CH, H SMe
1-237 | 2-NG. 4-50,Me | CH.C=CH H SMe
1-238 | 2-NO: 4-S0,Me | cyclopropyl H SMe
1-239 | 2-NO, 4-50,Me CFs H SMe
1-240 | 2-CN 4-Cl Me H OMe
1-241 | 2-CN 4-Cl CH,CH=CH, H OMe
1-242 | 2-CN 4-Cl CH,C=CH H OMe
1-243 | 2-CN 4-Cl cyclopropyl i OMe
1-244 | 2-CN 4-Cl CF3 H OMe
1-245 | 2-CN 4-50,Me Me H OMe
1-246 | 2-CN 4-S0.Me | CH,CH=CH. H OMe
1-247 | 2-CN 4-S0.Me | CH.C=CH H OMe
1-248 | 2-CN 4-50,Me | cyclopropy!l i OMe
1-249 | 2-CN 4-50,Me CFs H OMe
1-250 | 2-CN 4-CF4 Me H OMe
1-251 | 2-CN 4-CFs CH,CH=CH, H OMe
1-252 | 2-CN 4-CFs CH.C=CH H OMe
1-253 | 2-CN 4-CF, cyclopropyl H OMe
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1-254 | 2-CN 4-CFs CF3 H OMe

1-255 | 2-CN 4-Cl Me i SMe

1-256 | 2-CN 4-Cl CH,CH==CH, H SMe

1-257 | 2-CN 4-C] CH.C=CH H SMe

1-258 | 2-CN 4-Cl cyclopropyl H SMe

1-259 | 2-CN 4-C1 CFs H SMe

1-260 | 2-CN 4-50,Me Me i SMe

1-261 | 2-CN 4-S0,Me | CH,CH=CH, H SMe

1-262 | 2-CN 4-50,Me | CH,C=CH H SMe

1-263 | 2-CN 4-S0,Me | cyclopropyl H SMe

1-264 | 2-CN 4-502Me CFs H SMe

1-265 | 2-CN 4-CF4 Me i SMe

1-266 | 2-CN 4-CF3 CH,CH=CH, H SMe

1-267 | 2-CN 4-CF,4 CH,C=CH H SMe

1-268 | 2-CN 4-CFs cyclopropyl H SMe

1-268 | 2-CN 4-CF4 CFs H SMe

1-270 | 2-CF, 4-CN Me H OMe

1-271 | 2-CF, 4-CN CH,CH=CH, i OMe

1-272 | 2-CF, 4-CN CH,C=CH H OMe

1-273 | 2-CF, 4-CN cyclopropyl H OMe

1-274 | 2-CF, 4-CN CF3 H OMe

1-275 | 2-CF, 4-CN Me H SMe

1-276 | 2-CF; 4-CN CH,CH=CH. H SMe

1-277 | 2-CF, 4-CN CH,C=CH H SMe

1-278 | 2-CF; 4-CN cyclopropyl i SMe

1-279 | 2-CFs 4-CN CFs i SMe
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1-280 | 2-CFs 4-CFs Me H OMe
1-281 | 2-CFs 4-CF, Bt H OMe
1-282 | 2-CFs 4-CFs Me H SMe
1-283 | 2-CF; 4-CF4 Bt H SMe
1-284 | 2-Cl 4-50;Me-5-Cl Me H OMe
1-285 | 2-Cl 4-50,Me-5-Me Me H OMe
1-286 | 2-Cl 4-S0;Me-5-Cl Et H OMe
1-287 | 2-Cl 4-50,Me-5-Me Bt H OMe
1-288 | 2-Me 4-50,Me-5-Me Me i OMe | amorphous NMR-5
1-289 | 2-Me 4-50,Me-5-Cl Me H OMe
1-290 | 2-Me 4-50,Me-5-Me Et H OMe | amorphous NMR-6
1-291 | 2-Me 4-502Me-5-Cl Et H OMe
1-292 | 2-Cl 4-50,Me-5-C1 Me H SMe
1-293 | 2-Cl 4-50;Me-5-Me Me H SMe
1-294 | 2-Cl 4-50,Me-5-Cl Et H SMe
1-295 | 2-Cl 4-50,Me-5-Me Bt H SMe
11-296 | 2-Me 4-50,Me-5-Me Me i SMe
1-297 | 2-Me 4-502Me-5-Cl Me H SMe
1-298 | 2-Me 4-80;Me~5-Me Et H SMe
1-299 | 2-Me 4-50,Me-5-Cl Et H SMe
1-300 | 2-CFs 4-502Me-5-Cl Me H OMe
1-301 | 2-CF, 4-80,Me-5-Me Me H OMe
1-302 | 2-CF, 4-50,Me-5-Cl Et H OMe
1-303 | 2-CF; 4-50,Me-5-Me Bt H OMe
1-304 | 2-OMe 4-502Me-5-Cl Me H OMe
1-305 | 2-OMe 4-50,Me-5-Me Me H OMe
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1-306 | 2-OMe 4-50,Me-5-Cl Bt H OMe
1-307 | 2-0OMe 4-50,Me-5-Me Bt H OMe
1-308 | 2-0CFs | 4-S0:Me-5-Cl Me H OMe
1-309 | 2-0CFs | 4-50,Me-5-Me Me H OMe
1-310 | 2-0CF, 4-50,Me-5-Cl Et H OMe
1-311 | 2-0CFs } 4-50.Me-5-Me Bt H OMe
1-312 | 2-CN 4-50,Me-5-Cl Me H OMe
1-313 | 2-CN 4-50,Me-5-Me Me H OMe
1-314 | 2-CN 4-50,Me-5-Cl Et H OMe
1-315 | 2-CN 4-502Me-5-Me Et H OMe
1-316 | 2-NO; 4-50,Me-5-Cl Me H OMe
1-317 | 2-NO; 4-502Me-5-Me Me H OMe
1-318 | 2-NO, 4-50:Me-5-Cl Et H OMe
1-319 | 2-NO. 4-50,Me-5-Me Bt H OMe
1-320 | 2-Cl 4-50,Me-5-Cl Me Me OMe
1-321 | 2-Cl 4-50,Me-5-Cl Me Me SMe
1-322 | 2-Cl 4-50,Me-5-CF3 Me H OMe
1-323 | 2-Cl 4-50,Me-5-CFs Et H OMe
1-324 | 2-Cl 4-502Me-5-0Me Me H OMe
1-325 | 2-Cl 4-502Me-5-0Me Et H OMe
1-326 | 2-Cl 4-50,Me-5-0CF Me H OMe
1-327 | 2-Cl 4-50,Me-5-0CF3 Bt H OMe
1-328 | 2-Cl 4-50,Me-5-CN Me H OMe
1-329 | 2-Cl 4-50,Me-5-CN Bt H OMe
1-330 | 2-Cl 4-50,Me-5-N0, Me H OMe
1-331 | 2-Cl 4-50,Me-5-N0 Bt H OMe
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1-332 | 2-C1 | 4-S0:Me | Et H OCH,CH,Cl | amorphous NMR-3

1-333 | 2-C1 | 4-50.Me | Me i OCH.CH,Cl | amorphous NMR-4

1-334 | 2-C1 | 4-S0:Me | Me Me 0CH,CH.Cl

1-335 | 2-C1 | 4-S0:Me | Me Et 0CH,CH»Cl

1-336 | 2-C1 | 4-S0:Me | Me CH=CH, OCH,CHC1

1-337 | 2-Cl 4-50,Me Me CH,CH=CH, | OCH,CH.Cl

1-338 | 2-Cl 4-50,Me Me C=CH OCH,CH,Cl

1-339 | 2-C1 | 4-S0.Me | Me CH,C=CH 0CH,CH,Cl

1-340 | 2-C1 | 4-80:Me | Me cyclopropyl | OCH,CH,Cl

1-341 | 2-Cl 4-S0.Me | Me cyclohexyl 0CH,CH,Cl

1-342 | 2-C1 | 4-S0.Me | Me CFq 0CH,CH,Cl

1-343 | 2-C1 | 4-S0:Me | Et CH=CH, OCH,CHCl

1-344 | 2-Cl 4-50;Me Et CH,CH=CH, | OCH,CH.Cl

1-345 | 2-C1 | 4-SO.Me | Et C=CH OCH,CH.CI

1-346 | 2-Cl 4-50,Me Et CH,C=CH OCH,CH,Cl

‘1-347 2-Cl | 4-SO.Me | Et cyclopropyl | OCH.CH,CI

1-348 | 2-Cl | 4-SO.Me | Et cyclohexyl | OCH;CH,CI

1-349 | 2-Cl | 4-S0.Me | Bt CFs | OCHCHCI

1-350 | 2-C1 | 4-SO.Me | Et H SCH,CH,Cl

1-351 | 2-C1 | 4-SO.Me | Me i SCH,CH,Cl

1-352 | 2-Cl | 4-S0:Me | Me Me SCH,CH,Cl

1-353 | 2-C1 | 4-SO.Me | Me Et SCH,CH,Cl

1-354 | 2-C1 | 4-SO:Me | Me CH=CH SCH2CHC1

1-355 | 2-C1 | 4-SO:Me | Me CH,CH=CH, | SCH.CH,C!

1-356 | 2-Cl | 4-S0:Me | Me C=CH SCH,CH,Cl

1-357 | 2-Cl | 4-S0:Me | Me CH,C=CH SCH,CHC1

33




WO 98/56766 _ PCT/JP98/02573

B 1 &K (27%)

L&y | R R*n R R® IR® ¥ # 1E
' 5 [ ] &sRC

1-358 | 2-C1 | 4-S0:Me | Me cyclopropyl | SCH2CHzCl
1-359 | 2-C1 | 4-S0.Me | Me cyclohexyl | SCH.CH.Cl
1-360 | 2-C1 | 4-S0.Me | Me CFs SCH,CH,CI
1-361 | 2-C1 | 4-S0:Me | Et CH=CH, SCH,CH.CI
1-362 | 2-C1 | 4-S0:Me | Et CH,CH=CH; | SCH.CH:CI
1-363 | 2-C1 | 4-S0.Me | Et C=CH SCH,CH,CI
1-364 | 2-C1 | 4-S0.Me | Et CH,C=CH SCH2CH,Cl
1-365 |2-Cl | 4-SO.Me | Et cyclopropy!l | SCH2CH:Cl
1-366 | 2-C1 | 4-SO.Me | Et cyclohexyl | SCH2CH2CI

1-367 | 2-C1 | 4-S0.Me | Et CFs SCH,CH,Cl
1-368 | 2-C1 | 4-S0.Me | Et H 0CFs
1-369 | 2-C1 | 4-SO:Me | Me H OCF 3
1-370 | 2-C1 | 4-S0:Me | Me Me OCF3
1-371 | 2-C1 | 4-S0.Me | Me Et 0CF 3

1-372 | 2-Cl 4-50.Me | Me CH,CH=CH. 0CF3

1-378 | 2-C1 | 4-S0;Me | Me CH,C=CH OCFs
1-374 | 2-Cl 4-50,Me | Me cyclopropyl 0CF3
1-375 | 2-Cl | 4-S0;:Me | Me CFs OCF4
1-376 |2-C1 |4-S0:Me | Bt H SCFs
1-377 | 2-C1 | 4-S0.Me | Me H SCFs
1-378 | 2-C1 | 4-S0:Me | Me Me SCFs
1-379 | 2-Cl | 4-S0;Me | Me Bt SCFs
1-380 | 2-C1 | 4-S0;:Me | Me CH CH=CH, SCRy
1-381 | 2-C1 | 4-S0:Me | Me CH,C=CH SCRs

1-382 | 2-Cl 4-50,Me Me cyclopropyl SCF,
1-383 | 2-Cl 4-S0,Me Me CFs SCFs
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1-384 | 2-Cl | 4-S0.Me | Et Me 0CF4
1-385 | 2-C1 | 4-S0.Me | Et CH,CH=CH. OCFs
1-386 | 2-Cl1 | 4-S0.Me | Et CH,C=CH 0CFs
1-387 | 2-Cl 4-S0.Me | Et cyclopropy!l OCFs
1-388 | 2-C1 | 4-SD.Me | Et CFs 0CF4
1-389 | 2-Cl | 4-SO.Me | Et Me SCFs
1-390 | 2-C1 | 4-SO.Me | Et CH,CH=CH. SCFs
1-391 | 2-Cl1 | 4-S0.Me | Et CH.C=CH SCFs
1-392 | 2-Cl 4-50.Me | Et cyclopropyl SCF3
1-393 | 2-C1 | 4-S0.Me | Bt CF3 SCFs
1-394 | 2-C1 | 4-Cl Me H 0CH2CH,C1
1-395 | 2-C1 | 4-Cl Me Me 0CH,CH,Cl
1-39%6 | 2-C1 | 4-C] Me CH,CH=CH. | OCH,CH:CI
1-397 | 2-Cl | 4-Cl Me CH,C=CH 0CH2CH,Cl
1-398 | 2-Cl 4-Cl Me cyclopropyl | OCH2CH.Cl
1-399 | 2-C1 | 4-Cl Me CF3 0CH,CH,Cl
1-400 | 2-C1 | 4-Cl Me H SCH,CH,Cl
1-401 | 2-Cl | 4-Cl Me Me SCH,CH,CI
1-402 | 2-Cl | 4-Cl Me CH,CH=CH, | SCH.CH.Cl
1-403 | 2-C1 | 4-Cl Me CH,C=CH SCH2CH,C1
1-404 | 2-C1 | 4-Cl Me cyclopropyl | SCH.CH.Cl
1-405 | 2-C1 | 4-Cl Me CFs SCH,CH,Cl
1-406 | 2-Cl | 4-Cl Et H OCF4
1-407 | 2-Cl | 4-Cl Et Me 0CF4
1-408 | 2-Cl | 4-Cl Bt CH,CH=CH, 0CF s
1-409 | 2-Cl | 4-Cl Et CH,C=CH OCF 4
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1-410 | 2-C1 | 4-Cl Et cyclopropyl OCF3

1-411 | 2-C1 | 4-Cl Et CFs OCF4

1-412 | 2-C1 | 4-Cl Et H SCFs

1-413 | 2-C1 | 4-Cl Et Me SCFs

1-414 | 2-C1 | 4-C] Et CH2 CH=CH SCFs

1-415 | 2-Cl 4-Cl Et CH.C=CH SCFs

1-416 | 2-C1 | 4-C] Bt cyclopropyl SCF3

1-417 | 2-Cl | 4-C] Et CFs SCF4

1-418 | 2-Me | 4-S0.Me | Me H 0CH,CH,Cl

1-419 | 2-Me | 4-SO.Me | Me Me 0CH,CH.Cl

1-420 | 2-Me 4-50.Me Me CH.CH=CH, | OCH,CH.Cl
1-421 | 2-Me 4-S0.Me Me CH.C=CH 0CH,CH,Cl
1-422 | 2-Me 4-50,Me Me cyclopropyl | OCH.CH,Cl

1-423 | 2-Me 4-50,Me Me CFs 0CH,CH.Cl
1-424 | 2-Me 4-50.Me Et H OCH.CH,Cl
1-425 2-Me 4-50,.Me Et Me 0CH2CH201

1-426 | 2-Me 4-50:Me Et CH,CH=CH, | OCH.CH,Cl
1-427 | 2-Me 4-S0.Me Et CH,C=CH 0CH,CH.Ct
1-428 | 2-Me 4-S0,Me Et cyclopropy!l | OCH,CH,Cl

1-429 | 2-Me |4-SO.Me | Et CFs 0CH,CHCl
1-430 | 2-Me | 4-S0.Me | Me H 0CFs
1-431 | 2-Me | 4-S0:Me | Me Me 0CF3

1-432 | 2-Me | 4-S0:Me | Me CHzCH=CH, 0CFs

1-433 | 2-Me 4-S0,Me | Me CH,C=CH 0CF4
1-434 | 2-Me 4-S0:Me Me cyclopropyl 0CFs
1-435 2-Me 4-302Me Me CFs OCFa
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1-436 | 2-Me | 4-S0.Me | Et H 0CFs
1-437 | 2-Me | 4-S0:Me | Et Me 0CF3
1-438 | 2-Me | 4-S0.Me | Et CH,CH=CH, 0CF3
1-439 | 2-Me | 4-SO.Me | Et CH,C=CH 0CF 3
1-440 | 2-Me | 4-S0.Me | Et cyclopropyl OCFs
1-441 | 2-Me | 4-S0.Me | Et CFs 0CF3
1-442 | 2-CF; | 4-S0.Me | Me H 0CH,CH,Cl
1-443 | 2-CF; | 4-SO:Me | Me Me 0CH2CH.Cl
1-444 | 2-CF; | 4-SO.Me | Et H OCH2CH2C1
1-445 | 2-CF; | 4-SO.Me | Et Me 0CH2CH,Cl
1-446 | 2-CF; | 4-SO.Me | Me H 0CFs
1-447 | 2-CFs; | 4-S0.Me | Me Me 0CFs
1-448 | 2-CF; | 4-SO.Me | Et H OCF3
1-449 | 2-CF; | 4-S0.Me | Et Me 0CFs
1-450 | 2-OMe | 4-SO.Me | Me H 0CH2CH,Cl
1-451 | 2-OMe | 4-SO.Me | Me Me 0CH2CH,Cl
1-452 | 2-OMe | 4-SO.Me | Et H 0CH2CH,Cl
1-453 | 2-OMe | 4-S0:Me | Et Me 0CH.CH,Cl
1-454 | 2-OMe | 4-S0.Me | Me i 0CF3
1-455 | 2-OMe | 4-S0:Me | Me Me 0CF4
1-456 | 2-OMe | 4-SO:Me | Et i 0CF3
1-457 | 2-0Me | 4-50:Me | Et Me 0CF4
1-458 | 2-0CF5 | 4-S0:Me | Me H 0CH2CH,Cl
1-459 | 2-0CF; | 4-S0.Me | Me Me 0CH2CH,Cl
1-460 | 2-0CFs | 4-S0.Me | Et H 0CH,CH,Cl
1-461 | 2-0CF; | 4-S0.Me | Et Me 0CH2CH,Cl
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1-462 | 2-0CFs | 4-S0;Me | Me H 0CF,

1-463 | 2-0CFs | 4-S0:Me | Me Me OCF,

1-464 | 2-0CFs | 4-S0;Me | Et H OCFs

1-465 | 2-OCFs | 4-S0.Me | Et Me 0CFs

1-466 | 2-CN | 4-S0:Me | Me H 0CH,CH,C1

1-467 | 2-CN | 4-S0.Me | Me Me 0CH,CH,C1
1-468 | 2-CN | 4-S0;Me | Bt H 0CH; CHCI

1-469 | 2-CN | 4-SO,Me | Bt Me 0CH,CH,Cl

1-470 | 2-CN | 4-SO,Me | Me H 0CFs

1-471 | 2-CN | 4-SO.Me | Me Me 0CFs

1-472 | 2-CN | 4-SO.Me | Bt H OCFs

1-473 | 2-CN | 4-SO,Me | Bt Me 0CF4

1-474 | 2-NO, | 4-SO:Me | Me H 0CH, CH,CI

1-475 | 2-NO; | 4-S0.Me | Me Me 0CH,CH,Cl

1-476 | 2-NO, | 4-SO.Me | Bt H 0CH, CH,C1

1-477 | 2-NO, |4-SO.Me | Bt Me 0CH, CH,C1

1-478 | 2-NO; | 4-SO.Me | Me H 0CFs

1-479 | 2-NO, | 4-SO:Me | Me Me OCF,

1-480 | 2-NO, |4-SO:Me | Et H 0CFs

1-481 | 2-NO, |4-SO:Me | Bt Me 0CFs

1-482 |2-C1 |5-Cl Me H OCH,CH,Cl

1-483 | 2-C1 |5-SO0:Me | Bt H OCH, CH,C1

1-484 | 2-C1  |5Me Me H OCH, CH,C!

1-485 | 2-C1 | 5-CFs Bt H OCH,CH,C1

1-486 | 2-C1 | 5-OMe Me H 0CH,CH,C]

1-487 |2-Cl |5-0CF; | Et H 0CH,CH,C1
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1-488 | 2-Cl 5-CN Me i OCH,CH,C!

1-489 | 2-Cl 5-NO; Bt H 0CH,CH.Cl

1-490 | 2-Cl 4-50;Me-5-Cl Me i OCH,CH,C1

1-491 | 2-Cl 4-50,Me-5-Me Me H OCH.CH,Cl

1-492 | 2-Cl 4-50,Me-5-Cl Et H OCH,CH.Cl

1-493 | 2-Cl 4-S0;,Me-5-Me Et H 0CH.CH,C1

1-494 | 2-Me | 4-SO.Me-5-Me Me i OCH,CH,C1

1-495 | 2-Me | 4-S50:Me-5-Cl Me H 0CH,CH,C1

1-496 | 2-Me 4-50,Me-5-Me Et H OCH,CH.Cl

1-497 | 2-Me 4-50,Me-5-Cl Et H 0CH,CH,C1

1-498 | 2-Cl 4-50;Me-5-Cl Me H OCFs

1-499 | 2-Cl 4-50,Me-5-Me Me H OCFs

1-500 | 2-Cl 4-50;Me-5-C1 Et H 0CF,

1-500 | 2-Cl 4-50,Me-5-Me Et H OCFs

1-501 | 2-Me | 4-S0:Me-5-Me Me H 0CF 3

1-502 | 2-Me | 4-S0:Me-5-Cl Me H OCFs

1-503 | 2-Me | 4-50;Me-5-Me Bt H 0CFs

1-504 | 2-Me | 4-S0.Me-5-Cl Bt H 0CFs
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2- 1 |2-Cl 4-S0,Me Me H [ 140- 142 ]
2- 2 | 2-Cl 4-502Me Et i [ 202- 204 ]
2- 3 | 2-Cl 4-S0:Me Me Me [ 174- 178 ]
2- 4 | 2-Cl 4-50:Me Me i
2- 5 | 2-Cl 4-50.Me Bt H
2- 6 | 2-Cl 4-S02Me Me CH=CH.
2- 7 | 2-Cl 4-50,Me Me CH.CH=CH,
2- 8 | 2-Cl 4-S0.Me Me C=CH
2- 9 | 2-Cl 4-S0,Me Me CH,C=CH
2- 10 | 2-Cl 4-50,Me Me cyclopropyl
2- 11 | 2-Cl 4-502Me Me: cyclohexyl
2- 12 | 2-Cl 4-50:Me Me CFs
2- 13 | 2-Cl 4-C1 Me H
2- 14 | 2-Cl 4-Cl Me Me
2- 15 | 2-Cl 4-C1 Me CH=CH:
2- 16 | 2-Cl 4-C1 Me CH,CH=CH,
2- 17 | 2-Cl 4-Cl1 Me C=CH
2- 18 | 2-Cl 4-Cl Me CH,C=CH
2- 19 | 2-Cl 4-Cl Me cyclopropyl
2- 20 | 2-Cl 4-Cl1 Me cyclohexyl
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2- 21 | 2-Cl 4-C1 Me CFs
2- 22 | 2-Me 4-S0,Me Me H [ 185- 187 ]
2- 23 | 2-Me 4-S0.Me Me CH=CH,
2- 24 | 2-Me 4-S0.Me Me CH.CH=CH,
2- 25 | 2-Me 4-S0,Me Me C=CH
2- 26 | 2-Me 4-S0,Me Me CH.C=CH
2- 27 | 2-Me 4-50,Me Me cyclopropyl
2- 28 | 2-Me 4-S0:Me Me cyclohexyl'
2- 29 | 2-Me 4-50.Me Me CFs
2- 30 | 2-CFs 4-S0.Me Me H
2- 31 | 2-CFs 4-S0,Me Me Me
2- 32 | 2-CF3 4-S02Me Me CH,CH=CH.,
2- 33 | 2-CFs 4-S0,Me Me CH.C=CH
2- 34 | 2-CF, 4-50,Me Me cyclopropyl
2- 35 | 2-CF; 4-S0.Me Me CFs
2- 36 | 2-0Me 4-50;Me Me H
2- 37 | 2-0Me 4-50:Me Me Me
2- 38 | 2-0OMe 4-S0.Me Me CH,CH=CH,
2- 39 | 2-0Me 4-S0,Me Me CH.C=CH
2- 40 | 2-0Me 4-50,Me Me cyclopropyl
2- 41 | 2-0Me 4-S0.Me Me CFs
2- 42 | 2-0CF, 4-S0.Me Me H
2- 43 | 2-0CFs 4-S0.Me Me Me
2- 44 | 2-0CF, 4-S0.Me Me CH,CH=CH,
2- 45 | 2-0CF; 4-S0.Me Me CH,C=CH
2- 46 | 2-0CF, 4—802Me Me cyclopropyl
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2- 47 | 2-0CF, 4-S0,Me Me CFs
2- 48 | 2-Cl 4-S0.Me Bt CH=CH,
2- 49 | 2-Cl 4-S02Me Bt CH. CH==CH,
2- 50 | 2-C1 4-S0,Me Bt C=CH
2- 51 | 2-Cl 4-50:Me Et CH.C=CH
2- 52 | 2-C1l 4-S0qMe Bt cyclopropyl
2- 53 | 2-C] 4-502Me Et cyclohexyl
2- 54 | 2-Cl 4-S0.Me Et CFs
2- 55 | 2-Cl 4-C1 Bt H
2- 56 | 2-Cl 4-Cl Et Me
2- 57 | 2-Cl 4-Cl Bt CH=CH.
2- 58 | 2-Cl 4-Cl Et CH,CH=CH.
2- 59 | 2-Cl 4-Cl Bt C=CH
2- 60 | 2-Cl 4-Cl Bt CH.C=CH
2- 61 | 2-Cl 4-Cl Et cyclopropyl
2- 62 | 2-Cl 4-C1 Bt cyclohexyl
2- 63 | 2-Cl 4-Cl Et CFq
2- 64 | 2-Me 4-50.Me Et H [ 211- 213 ]
2- 65 | 2-Me 4-S0.Me Bt CH= CH.
2- 66 | 2-Me 4-S0.Me Et CH,CH=CH:
2- 67 | 2-Me 4-S0,Me Et C=CH
2- 68 | 2-Me 4-S0,Me Et CH.C= CH
2- 69 | 2-Me 4-S0,Me Et cyclopropyl
2- 70 | 2-Me 4-50.Me Bt cyclohexyl
2- Tl | 2-Me 4-S0.Me Bt CFs
2- T2 | 2-CFs 4-S0.Me Bt H
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2- 73 | 2-CF, 4-50,Me Bt Me

2- T4 | 2-CF; 4-50,Me Et CH:CH=CH.
2- 75 | 2-CF4 4-S0,Me Et CH.C=CH
2- 76 | 2-CF; 4-5S0:Me Et cyclopropyl
2- T7 | 2-CF, 4-50:Me Et CFs

2- T8 | 2-0Me 4-S0.Me Et H

2- 719 | 2-0Me 4-50,Me Et Me

2- 80 | 2-OMe 4-50,Me Et CH,CH=CH,
2- 81 | 2-OMe 4-50,Me Et CH,C=CH
2- 82 | 2-OMe 4-50,Me Bt cyclopropyl
2- 83 | 2-OMe 4-50,Me Et CF,

2- 84 | 2-0CF; 4-S0,Me Et H

2- 85 | 2-0CF; 4-50,Me Et Me

2- 86 | 2-0CF, 4-50,Me Et CH,CH=CH,
2- 87 | 2-0CF; 4-50;Me Et CH.C=CH
2- 88 | 2-0CF; 4-50,Me Bt cyclopropyl
2- 89 | 2-0CF, 4-50.Me Et CFs

2- 90 | 2-Cl 4-SMe Me H

2- 91 | 2-Cl 4-SMe Et H

2- 92 | 2-Cl 4-SMe Me Me

2- 93 | 2-Cl 4-SMe Bt Me

2- 94 | 2-Cl 4-S0Me Me H

2- 95 | 2-Cl 4-S0Me Et H

2- 96 | 2-Cl 4-50Me Me Me

2- 97 | 2-Cl 4-S0Me Bt Me

2- 98 | 2-F 4-50;Me Me H
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2- 99 | 2-F 4-S0,Me Bt H
2-100 | 2-F 4-S0.Me Me Me
2-101 | 2-F 4-S0,Me Et Me
2-102 | 2-Br 4-502Me Me H
2-103 | 2-Br 4-S0,Me Et H
2-104 | 2-Br 4-S02Me Me Me
2-105 | 2-Br 4-S02Me Et Me
2-106 | 2-Cl 4-50,EBt Me i
2-107 | 2-Cl 4-S0,Et Bt H
2-108 | 2-Cl 4-S0,Et Me Me
2-109 | 2-Cl 4-S0,Et Bt Me
2-110 | 2-Cl 5-Cl Me H
2-111 | 2-Cl 5-Me Bt H
2-112 | 2-Cl 5-50.Me Me H
2-113 | 2-Cl 5-CFs Bt H
2-114 | 2-Cl 5-0Me Me H

12-115 | 2-Cl 5-0CF Me Me
2-116 | 2-Cl 5-CN Me H
2-117 | 2-CI 5-NO, Et H
2-118 | 2-Cl 5-F Me H
2-119 | 2-CI 5-Br Bt H
2-120 | 2-Cl 6-S02Me Me H
2-121 | 4-Cl 5-S0.Me Me H
2-122 | 4-Cl 6-5S02Me Me H
2-123 | 2-50.Me | 4-Cl i H
2-124 | 2-50,Me | 4-Cl Me H
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2-125 | 2-S0;Me | 4-Cl Bt H

2-126 | 2-S0.Me | 4-Cl CH,CH=CH, H

2-127 | 2-50.Me | 4-Cl CH,C=CH H

2-128 | 2-50:Me | 4-Cl cyclopropyl H

2-129 | 2-50:Me | 4-Cl CFs H

2-130 | 2-50:Me | 4-Me Me H

2-131 | 2-S0:Me | 4-Me Bt H

2-132 | 2-50:Me | 4-Me CH,CH=CH, H

2-133 | 2-50.Me | 4-Me CH,C=CH H

2-134 | 2-50.Me | 4-Me cyclopropyl H

2-135 | 2-S0:Me | 4-Me CFs H

2-136 | 2-SO.Me | 4-CFs Me H

2-137 | 2-S0.Me | 4-CFgq Bt H

2-138 | 2-S0,Me | 4-CF; CH.CH=CH. H

2-139 | 2-S0,Me | 4-CF; CH.C=CH H

2-140 | 2-50:Me | 4-CFs cyclopropyl H

2-141 | 2-S0,Me | 4-CFy CFs H

2-142 | 2-S0,Me | 4-OMe Me H

2-143 | 2-S0,Me | 4-OMe Bt H

2-144 | 2-50,Me | 4-OMe CH,CH=CH, H

2-145 | 2-S0.Me | 4-OMe CH.C=CH H

2-146 | 2-S0,Me | 4-OMe cyclopropyl H

2-147 | 2-S0,Me | 4-OMe CFs H

2-148 | 2-S0.Me | 4-0CFs Me H

2-149 | 2-S0.Me | 4-0CFs Bt H

2-150 | 2-S0.Me | 4-0CF, CH.CH=CH, H
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2-151 | 2-50:Me | 4-0CFs; CH.C=CH H

2-152 | 2-50.Me | 4-0CFs cyclopropyl H

2-153 | 2-S0,Me | 4-0CF; CFs H

2-154 | 2-SMe 4-C1 Me H

2-155 | 2-SMe 4-Cl Me Me

2-156 | 2-SMe 4-Cl Bt i

2-157 | 2-S0Me 4-C1 Me i

2-158 | 2-S0Me 4-C1 Bt H

2-159 | 2-NO. 4-Cl Me H

2-160 | 2-NO: 4-C1 Bt H

2-161 | 2-NO. 4-S02Me Me H

2-162 | 2-NO: 4-S0,Me Bt i

2-163 | 2-Cl 4-NO. Me H

2-164 | 2-Cl 4-NO, Bt H

2-165 | 2-Cl 4-NO, Me Me

2-166 | 2-CN 4-C1 Me H

2-167 | 2-CN 4-C1 Bt H

2-168 | 2-CN 4-CN Me H

2-169 | 2-CN 4-CN Bt i

2-170 | 2-Cl 4-CN Me Me

2-171 | 2-Cl 4-S0,Me Me H

2-172 | 2-Cl 4-S02Me Bt H

2-173 | 2-CN 4-S0;Me CH.CH=CH. H

2-174 | 2-CN 4-50,Me CH.C=CH H

2-175 | 2-CN 4-50;Me | cyclopropyl H

2-176 | 2-CN 4-S0.Me CFs H
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2-177 | 2-CN 4-CFy Me H
2-178 | 2-CN 4-CF Bt H
2-179 | 2-CN 4-CFy Me H
9-180 | 2-CN 4-CF, Pr H
2-181 | 2-CFs | 4-CN Me H
2-182 | 2-CFs | 4-CN Bt H
2-183 | 2-CFs | 4-CN Me Me
2-184 | 2-C] 4-50,Me-5-C1 Me H
2-185 | 2-Cl 4-50,Me-5-Me Me | H
2-186 | 2-Cl 4-50;Me-5-C! Bt i
2-187 | 2-Cl 4-50,Me-5-Me Bt H
2-188 | 2-Me 4-5S0,Me-5-Me Me H
2-189 | 2-Me 4-50,Me-5-C] Me H
2-190 | 2-Me 4-50,Me-5-Me Et H
2-191 | 2-Me 4-50;Me-5-C1 Bt }
| 2-192 | 2-CF. | 4-50,Me-5-Cl Me H
9-193 | 2-CFy | 4-S0,Me-5-Me Me K
9-194 | 2-CF, | 4-50;Me-5-C! Bt K
9-195 | 2-CF, | 4-50;Me-5-Me Bt :
9-196 | 2-OMe | 4-S0,Me-5-Cl Me K
2-197 | 2-OMe | 4-S0;Me-5-Me Me H
2-198 | 2-OMe | 4-S0,Me-5-Cl Bt K
9-199 | 2-OMe | 4-S0;Me-5-Me Bt !
9-200 | 2-0CF; | 4-50;Me-5-Cl Me H
2-201 | 2-0CF; | 4-50,Me-5-Me Me H
9-202 | 2-0CF; | 4-S0,Me-5-Cl Bt H
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9-203 | 2-0CF; | 4-50,Me-5-Me Bt i

2-204 | 2-CN 4-50,Me-5-C1 Me i

2-205 | 2-CN 4-50,Me-5-Me Me H

2-206 | 2-CN 4-50,Me-5-C1 Bt H

2-207 | 2-CN 4-50,Me-5-Me Bt H

2-208 | 2-NO, 4-50,Me-5-C1 Me H

2-209 | 2-NO, 4-80,Me-5-Me Me i

2-210 | 2-NO, 4-50,Me-5-C! Bt H

2-211 | 2-NO, 4-30,Me-5-Me Bt H

2-212 | 2-Cl 4-80,Me-5-C1 Me Me

2-213 | 2-Cl 4-$0,Me-5-C] Me Me

2-214 | 2-Cl 4-50,Me-5-CP s Me H

2-215 | 2-Cl 4-50,Me-5-CFs Bt H

2-216 | 2-Cl 4-50,Me-5-O0Me Me H

2-217 | 2-Cl 4-50,Me-5-0Me Bt H

2-218 | 2-Cl 4-$0,Me-5-0CF Me H

2-219 | 2-C1 4-50,Me-5-0CFs Bt i

2-220 | 2-Cl 4-$0,Me-5-CN Me B

2-221 | 2-Cl 4-$0,Me-5-CN Bt H

2-222 | 2-Cl 4-50,Me-5-N0, Me H

2-223 | 2-Cl 4-$0,Me-5-NO, Bt H
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AERBEMLEHD 'H-NMR (CDCl,y, 6ppm from TMS) ¥—
7 E, RITRT,

NMR-1 (tEHES 1 —4) :1.26(6H, t),3.28(3H,s),3.60(2H, m), 3. 70¢
3H.s),3.86(2H. m), 6. 45(1H, s), 7. 29(1H, s), 7. 50 (1H, d), 8. 21 (1H, d)

NMR-2 ({L&E®MES 1 -5) : 1.27(6H,t),1.45(3H, 1), 3.31(3H, 5), 3. 63(
24, m), 3.88(2H, m), 4. 08(2H, q), 6. 47(1H, s), 7. 30 (1H, s), 7. 51 (1H, d), 8. 23 (1H, d)

NMR-3 ({t&HES 1 -3 32) :1.46(4H t), 3. 34(3H,5),3. T1(4H, t),
.89(2H, ), 4. 12(4H, t), 6. 64 (1H, s), 7. 32(1H, s), 7. 57T (1H, d), 8. 23(1H, d)

NMR-4 ({t&¥&%5 1 -3 33) :3.32(3H,5),3.70(3H,s),3. T2(4H. 1),
.88(2H, ¢), 4. 11 (4H, t), 6. 63(1H. s), 7.31(1H, s), 7. 56 (LH, d), 8. 22 (1H, d)

NMR-5 ({te®&S 1 -2 88) : 1.46(3H, 1), 2.45(3H,s),2.63(3H, s),
12(3H, s), 3. 53(6H, s), 4. 07(2H, q), 6. 43(1H, s), 7. 29(1H, s), 7. 51 (1H, s)

(%)

o

(o0}

NMR~-6 ({LEMES 1 -2 90) : 2.44(3H,s),2.62(3H,s),3.52(6H, s),
73(3H,s),6.46(1H, s), 7.28(1H, s), 7. 48(1H, s)
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AFEBPLEY 208
ROA bA—F Y 2 08
4Tt 528
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A LAY 20
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TEFS Y/, SEUNS~25 cmOELICHET LA T, ERFISICRL
RAROKFERE T, BYRDIHVFAECOEBICH B LS4, 1000 v L/
haWHEESET, NEEBHCTEERICHA L, JEMRCEYOERE
BLUMEOREYR T, FIAEERE R -THEL., 2OREEEIRICTE
L7,

B3 %
teay | EE | (17 ¢ 13EalA+x2 7+, | toED
% % |g/ha a0 7% av
1- 1 250 10 10 10 10 9
1- 2 250 10 10 10 10 2
1- 3 250 8 10 10 10 6
1- 4 250 10 10 10 10 8
1- 5 250 10 10 10 10 6
1- 25 250 10 10 10 4 6
1- 26 250 10 8 10 10 T
1- 38 230 10 10 10 10 6
1- 39 250 10 10 10 10 0
1-332 250 8 10 10 10 6
1-333 250 10 10 10 10 4
2- 1 250 8 10 8 10 0
2- 2 250 9 10 10 10 0
2- 3 250 8 T 9 10 0
EX ORI A

FRPLEME. TENCHRICARTE, PY T 0L N EORERSRD -
HYOREFICELTEY, EZLBEHLLOTH 3,
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