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# EP0288976. Z BT AT T RIPHEMIRIA FHAEY WAV R A HH.
ARMRBNRENAEY. RERK, ZIXREREZEUEGUXNBRE
Bl R Ao B B

AR —HHREER 1S WERE B N E YW R R AN A .

1

K

A' & 3-CI-5-CF,-2-RlLBE 3t ;

A? RAEEH AR AR ESH T EEMRAKBRAEA RERER. K
o, AAEERTNE, FEATURKRMA): BT H L Z-NR;)NR,)C(=0)-
E-CH,OCH,-if, A?AEERALM&H N8 O FIHIKE;

L &3 MNRFHEEER, % H: -CHRHYNR)CHR)-. -NRHNRHC(=X)--
-C(=EX)N(R)CHR)-. -CHR")OC(=X)-. -CH(R")OCH(R?)-. -N(R*)C(=X)NRY-+ -
C(R")=CR)C(=X)- ~ -CHR)N=C(R?)- . -O-N=C(R!) . -O-NRIN=C(X)- . -
NERINRHCHR)- . -NR)HC(Y)=N-. -N=C(Y)-N(R®-. -C(=X)-NR)INRY. -
C(Y)=N-N(R)-F-NR)CHR"HC(=X)-; HH, A'EERIEEED L HARNL Bt
% B : -CHRHYNR)CH(R?)- . -NR)INRHCEX)- « -CEXNR)CHRY)- -
CH(R")OC(=X)-+ -CH(R")YOCH(R?-. -NR)CEXINRY)-+ -C(RH)=C(RHC(=X)-. -
CHR)N=C(R?)-. -O-N=C(R!). -O-N(R*)N=C(X)-);

He R'A R AT UAHRSA RS Z R®. ®&E. ME. K. -OR’. -SRPRAHF%
BEAKEER # R BERE. B, WEEMBAKKEE. SXlaakih
BARKIELR);

R* # R* W LIAHE A 2 RY. MEIWER® A R RERE . Bitse

FEEHBE AR IAE ) s
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K, R® B4l BME. . BRFESAHE, FEEATUEHIRNR: R
ERAEBE, REFMHSR REATUMGEMNEENBRRF-EERL S T
& 6 .
- AN LIRENBAER TR, BE. KE. HE., SF,. =RETR
10 %, TEEBRAERE. B, 5F-R. -OR* -SR*. H#F-CR)=N-Q, X+ Q
#-R*, -OR*E-SR* WAM{EEMBURRIEE: K, R Bind. #EE. RE. &
HEDRRFE, FEEATUREA: E, ANMPENERARSEMNrERENR
F—RERTEERBRANE, ZHBRETEHE 3 MRETF. BAREHRAZE
REEE. E. BE. 8. HE. REEXRE. HEUIRBRE. ENBE
15 M=@WHFE, LEEEN=8FE.
BAEMOR, 2-bmeEEEAE 3 AUR/ER S RrEE AR
FRAERE T AL RANRELEY.
R ETT R ESETE, RESH 1-10 MRRT, BHE 174, B
£ 154
20 EATHRERRET IR BRI HE, BREF 2.7 MRRTF, TRZ]H 3
AR R =, FlmZFE. HFRE. TR __BERRAE.
AR ETT LR, REAMMRASEN, 85 3-8 MHRRTF. man
BARERERRTE., FRERFCE. FEANRAERESFTRL 3 MNE.
REE S ERAREREE. RiE “BRIEN” MBENZEL. A5, RiE “BRE
25 B SBRBRAENEMRSHAE, PloEE. FE. 23-“HNHENGE.
A RARET L REAN. FEAMMRSTEY, 87 57 MRF, KPE
LFH 4 MR FAUUERET, MR, EM6K. RFENH TRHERHE. &Y
e, MEREEE, nEREBRE:. onEseEE. DR, —S(LEREE. MEMRE. WM. 0K
AR, DRRELTEC, nibndt. mtRRkpREE. nbMdiE. BABME, BEMIE. T
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5 BONURERL %,

. SRR, B, RAER{HE, LEDANTUE - REA
BRAERMN, BMAETUHARSAR, 8. BX. RE. BEE. BE. XK.
E. BE. TEEMRAREE. T{LEBAHNBRIFE. al{oE AR
T, WERE. HAMME. -SF. -OR. -SR* F-Si(R"),, X R* Erk. 55

10 #. RE. BFESFNFE, PREZERTUHBA. X FEARTERRTE,
EREAEEAERE. BRERNRE, FEATUERNR. nE. SHERR
EELBENDAERERE. IARAENRRE ILRAELEEH 15 MK
BT RS TASHMERAKEE. EARIFERRIAE LR ENBRRERR
. i, EE. iR EESRRE, SRRESE 15 MRETF. R

15 ERA{EEHIEAR M.

X FAEM R R E AR ERRAE LM ARARNIFRET, LR
RECFE -MOED, WER. EEE, 5 BAET BT ESHRAMEE,
R* 5-OR* BifR. BHEMERRENA. YEE. HETRE. BREUHE. REN
ETE BN TR,

20 EMEEER, YEMARBEEUNEBERANTUE —ARESRAR
AR, XEMAETUHRRAH, k8. TAEEMBARSE. TTEEHMEA
FEE, -OR'ABE. 2E, AMRERSEREENR—BERFFEHR,
BER 5-7 THZAAER, XSEATUHENNA, TEEHEHRRT, Ao
WA BRACIEBRAC IR 2.

25 RiF “‘BiE” BESHRARNRUEZRRIRE. BFHXERELBEAA-
C(=X9R®, -S(O),R°HI-P(=X"(OR*(OR", X & X"/ 08 S, R°E R* -OR*, -SR*,
AEEMBUR N EERBEE: p 2 1 8 2. RENEFAR-C=0)R!. -C(=S)R" -
S(O)RY, 3 R BHE. C 8l CieE. C Bl C iRE. FE, MHERE
B, X0 U

30 ERANNBYE YR E B MAn, B, KPP M EZHr&RMAN
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S(O),RY, HH RIEieE. C Bl C;iEE. C F C, i, XE. RAEIE
B, XEEEALIBEAR.

A REAMUEDRSEEYEY BN MAn, BEBR, XPME_MNE&RMER
T, WéE. B, B B BRERSE, An BPIE T, IR, WHERIRRGERRE.

EXEERALEYHLU E A Z RRANEIFENELT, AXHEHFERIMR
HaEEHLREY.

EEARBUSYUEERHANEIAFENERT, XREAFEAIMHER
AEERBEY.

EERRHUESYLULERMERNERFEN, ERVCHERNMHORGERHE
BEY.

ARUMLEVMAAARENNER, FHARTEYNRELR, WBRK,
RERABIRNFREBH (KB E(Erysiphe gRaminis)) MEXEHRERRH (F
4 5 B (PlasmopaRa viticola)) T8I ((Pyricularia oryzae)) . BRRLH

((Pseudocercosporella herpotrichoides))  TBEMIR (Ve A MR BB (Pellicularia
sasakii)) « grey mould ( 3K W] & F(Botrytis cinerea)) « BABIR (LA 4 B B (Rhizoctonia
solani)) ~ NEHHER ( (Puccinia recondita)) - BHTARBDSHRERHER (X
% B (PhytophthoRa infestans)) « ERREM CERRER (Venturia inaequalis))
MFEHKEHP ((Leptosphaeria nodorum)) . X4 SV ENHENKESE
HEMmRRREE. HENGREARERFAER. TEEX. RIRNA
TFEZSH R 4.

ARAERG—FERRH SERATRERROM TG EENTE, &5
seEEZMAEARX I REEY.

ARHERE—FRIESY, EE/ER I NUAYLLIR—FRI b
B KRR,

FRPAEMERTEE MU LERANLED.

A4, ZAEYNEE—MNRSHESINEEAS, PnesRFEYERK
AW, BRE, RE. AR, R, HENRAESENLESY. REXRANA
YR SR EFREAS BB ER .

AR A AW AR SR 4 RT LLR BT E % M 55 3R ¥5 4 RS A9 [ 48R
Bk, waER. AAFREEN. SENROEENCERE FEASYmR
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FEANREERRBRE. ARHERL. AHMRE. f1-5REREEnRE-
EBRMiL BRI ERBIMEL, W7 E-RHME). BRUNE-FRESHWNE.
BUNER-FRESDHE. EEERNBRES SYN BB, fim
B N-FRIFMMNBAESY). —HREMET MM —FRMET — 5
B, RETARERTYENRFTEYNENNERBR(REERTITRRERE
ARth. RERTEROARER. —RERNSSRERBUZCIINERL.

B TFH RSB RREE. TR, R BRI R ek A Bl - e 2 5 AR B - A
ERARMERS ZBAN/REBELDORE =Y, ZUREBRIEEREN LA
ERIER M), XU LSRR E D REZH LIARRRITRE),
RERET. RERBEYR, JHEELDAABELDRBREILRY, RESKZ
BE(In 2,4,7,9-TU PE-5-F1R-4,7-— 8. ZREURIRES B, WERESEB
FRY, ZHRBAPHERGREISER, NFEKEMINREEEN 1-2E
ZE-2- S ZE DK )

R FHEREEENAB LIRS, BRI, Fixmialk
R, SHOEMEAR. REZEEEEIRAASFEEE GRR5_8%
RS SDHRREE T RERNE, REFE&R.

AR FEEYERRR VAR AR AANER, fmEs. S8
B SBUER. KEFAK. IR, THROREY. MWEAKBER. BT
Bl (seed dressing). A M. THBRBK. THANREY . BhRESE
F(impregnated strip). MH, ZRENHASYTURES THECHNERL, &
HEREFANHEAERNKELERENBEOREYREXM ST A.

W BRI & H B —FERE Rk R sk i s R P A R B
HEPUR—MHREHREBFEARN/RRESDYRE. B iZERmMEK PR INE
HHASNGE SR, ZEBERMEEAARESWES, FERFHNSBER.

HAANRREFEERASPARBAEY, HS5EEBRBER DL L)
.

TAUNREY ST EMEXBEEANPHEERLEY, EIRANEE
ThAKS, ZREDEAIMEREBMALER.

RREASHESREANBSNARHLESY, ZHENSTH TRERNR
KPFHBBERAML, BRURREGRELCHMGTETNBR IR, #F, B8
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TmAKS, HREYHERALERRBALER.

RREASHESHBARSNARBAEY, ZHBNS5THETFRERNR
KPHHBBEMAL, ERINREGRET MM ETRIRR. BF, S
AR RRRETERBRRFGEA L. #8381, Ll aKkA) LaEEd
5.

AEENBER. BNRANEE S ZEHAS NS ENREHEEN LS
Y R R PSR (ks L sRE ¥R L)

H—EBHREYRTRIVBEZREY, BEIHZAEDSKRH TR
., REFERANRZNAEGRR.

ARPLSYRFEEASKREY, “EmAEYE, B4R 0.0001-1.0wt.
%, EHER 0.0001-0.01wt.% . EEFNHASYT, EHELEH AR AATEE K
28, Plme A ZAEWN 5-95wt.% .

ZRA—BATRHT. BOREMNNEE. Bit, SS9 ZELBZ .
ZHBZEEENETLHT, X8RS M7 70 B3 T AR B i A
FRRENEK. SHELHE RN, ZHEE4L2TOEAERSEREERS
MAFANA, mETHE. BEEHNEEIN, REEL£BHANEEEAS
E#F—EBMAHRNEELD . E AR AR 5-1000g/2 B, B 4E R 10-500g/
A,

BE, RGHEASTHERMBEY L, FlmeaY Ik HE0 I e
B, HEEREHRZWEATPIE T ETMER. EXFRES R, BEMN
NAFRRBEHEM . B, EENREEYEKNERRE LHNRFNE
B, BAXHEREYTRER™EMRGHNE. WAL TEE, BHYRE
Y G EERGE)NRUTRHRERANREN. Fr, ERE2 fEMAaN
WAEEYRR. $BE, RERREOEDEEE, Sl XERREsEmR
FRE & EYP . YHESEYENZFE AN, A S MM R 0.025-5kg/
AW, FEER 0.05-1kg/A .

5 ARBASYRTNAE TR KR, RRRFT, CABH LR
Eif:al 3R

55k, ERBAESYTTNAETLBE6 A R EA/ERBRES M EY R
HE|a.
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Aok, EERUSOTHTLEEAMPHREBRUEATAONBE. R
4L AW AT N A T B X B O RIPISE 3+ 4 B AR B R .
WU CRMGTRRAE AT EMNERRALED.
ARG R AT R 1 & Lai 1946&4%, B L B-CHR)NHCH(RY)-#il K
5 LEEw. TR I MLSRENERESK I MEEEE, RE
RAEERENNRMEZRLMN)EEFRTEY, BER b ALEY.

ZR1

2

1 1 2
A \(""‘z 1. M—C=0 A\rh/
R1 2. ERHM R' R2
(m (iai)

10 A 3% A @ B 3§ PCT/GB/99/00304 = Bk i 5 ¥kl &=, 11 f94b&9.

AARAES LTEARERNOTERR IVHESWER VLHESYRNE R
Iai b 8 K 2).

IE2

A NH,
apr L
o
o] 2. EEH Rl 2
15 (v) (lai)
TTHRA i hEWEWUE RPQHEF QREZEAMK )R NFHBR laii
&%, B L 2-CHRYNR)CHR?Y)-. R* AREMER I &% . 8B/
R=ZZEGFEI).

20 AR3
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Al ”N\l/Az 1. B Al N\rA
\r1 2 2. R°Q \r1
R R R
(lai) (1ail)
BERNFTR 4, THR VIAEHSA VLSRN, HAX D Ik
&%, B L B-NRINRHCEX)-MER I M4EH, HPp, X VLAWY
QREZEHMmE, BERAK. BENWMRAZZE.

kX
r 7 ¥
2
Al ' 1A c\éVll) AL N 2
L3 2 . L‘* X
v (Ib)

BIBAFR 5, MELR VI AP HBEERLRN, BEEHHFBNX
Ehmy5 X LAY RN, NiHABX Ic &%, B L £-
10 C(=O)NR)CHR")-R1EX I ey . BENERNFHERRZE N-RT -8
VEAEARN 22-BAR R THNOFLE TURARPHN VID B, &Fm

A IX.

iE 3

A2

AY 1. NBS, AIBN, CCl,, R Al

W

0 A2 0 1

2, \r“\R3 (1X) R
Rr1

(Vill) (lo)
15

BERNFR 6 TEIERRA X iharutd, BEERHER X H4&E
MEP Q RAENEZERA, ME)RN, #8XKX d 44, B L B-
CH(RHYO(C=0)-ER I KIS
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gl O
) Cs2C04 (id)
BERNEAFR 7, TEEHER XI NLEH5S5AENWEANEAM RN,

EEBFTANEETER XPUADHF Q RAENEZEANERRN,
5 #BRXIeEY, B L £-CHRYOCHR)-RER I LAY .

HRT

1 1 2
A AL-[Z xmy AN O AN
o T

X (le)

BiERNAFE S, WEIMHR X 465X XTIV 458G F X £

10 OB SEMN, #FMARX XV ey, #8RK If k4y, B L 2-

NERHCEXNRY)-HER I Ha9. A XU M XV 4648989 WFFa] CLE)
itk

RS
1. ﬁ Xv)
o A
“ShH ¢ o Al /ﬁ\ 2
, —— S
R AN | |
2 i o RP R
(X) r4 an

15
BERNFTR I TERX XVI HALEHDEZRLHNFET SR XVI N

HEMRMN, #HEAR Ig KeeY, B L B-CR)=CR*)(=0)-#1#iT I B4
¥ .

11
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HE9
_ NaOH ‘ﬁ%/;@
RO
(XV1) (xviy (o)
BIBRNEFR 10, JER XVII BAEHER XIX eSO RN, #HE

R Th 94L&, BIL B-CR)Y=N-NRH-#ER I HE9.

L% 10

Al 2 1 2
A%— N—NH A A
\r) 2 YN\T/

R R' RS
(vt (W)
BERNFR 11, TELIER XX QLW ERREN, BHEFREE XX
BEPEHT Q REENHEZER, BERNRMN, HAK Ii HLEW,
10 Bl L BE-CHR'")N=CR)-HERX I WEY. 6 ENRMEEALM. X XX tiik
EYRCAN, REVHRENLEMASON T ERE.

AE1l

h = ad

()
15 BERNAFE 12, 4 XX HEAVSHEN, EFEFERLER XX
RS Q REBENEZEH, BERERN, #H8X I 4y,
Bl L B-O-N=CR)-fER I W4EY. SENBREZELHN.

12
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HE12
2 .
" /N\OH 1——1———> A1\0/Y2
L1 2. Al—q pox) Ly
(XXir) ()
ARIER NG E 13 Hl43% XX 49 .
FE13
2 NOH. HCI 2
A2 _o Ha - A Mo
1 R
(XX11)

TRERNFE 14, F3 XX MAEGHSR XXV 49 EHF Q 2
BAENBEER)RN, HAX Ini B4EE4Y, B L £Z-O-NHC(=0)-#ER I
HEY .

10 TR 14

i
ace 0

A‘—-o—ﬁ—(

‘A2

1
A'—0—NH,

(XX (imi)
ARARGLEMFTRAMN TS, BANNRELSDHER XTIV I
HEY. TIREHR 14 SFEAFHR XXV 4049, RETEMAE %4k
%, FEATFLBUAMEE. RARGLEMFTAONABM TS, $H
15 BREEZBRMRA AR XXV #4449 .
WRE RN R 15 #4&2 XX H4649.

AE15

13
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@du_ou Z)A -Q (XXI) . @f .
0

NHle"lz. Hzo . Al— O"'-NHz (XXt

AR Imi KAEDERRN, BEEFRS RPQHEP Q REEMRZE
A, mgE)RM, H8X mii K449, B L B-O-NR*)C(=0)-« R* 2%
5 BERXINAESY. SENRENTHRHE(HE 16)
TR 16

3
0 1. B T
S (e A
(tmi) (tmil)
AFEBENALEMESABRENTE, URBERRATRWNT
o

10 R I hAWHICEETTTTHARFIN. BahHhm¥ Ba#T. X
FAHNBHETNATRESRE. REGRE"=HRFPRPHLELTES.
S.HDeWitt £ “XTAANHENSG THEZH: BaIKERIFHR(Annual Reports in
Combinatorial Chemistry 1 Molecular Diversity: Automated synthesis)”(# 1, Verlag
Escom 1997, 69-77 ) [EIB T XL T5¥%.

15 tsh, AIRABEGXRNTERHER 1 46, RPREDEEEIAGR
f8 . T[S A Barry A. Bunin # “48 K% 5I(The Combinatorial Index)”
(Academic Press, 1998)R] “#FK W (The Tea-bag methods) ” (Houghten, US
4631211; Houghten % A, Proc.nal.Acad.Sci., 1985, 82, 5131-5135).

FHATHERAEREARH. 2EOSEH. FFANLESYE NMR f/REE

20 BEHWSTHE.

LRI 1
N-Q2-8%F%)-N- {1-3-8-5-=WPE)-2-ntme k)27 ) BUHLEY 27)
¥ a-BE-[B-H-5-(SHFR)2-MREE]-FRO2)BMERTFR=-F R

14
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(10mDH, MA=ZEO0.22ml). 5 485, MA 2-HEFE0.26g), ZRE
BB~ 3.5 M, BEWEY. RAENMAREZRAMNA.5ml. 0.1M ME
VO Sk o )M ZBR(0.1ml), ZRBHZREW 16 DE. REMAERK
(Sm)fI7K(10ml), WHZBEY 20 434F. FEERE, BRERAVHE. EREE

AR EY, BARETY, B 117C.

Lip 2

N- {[3-#-5- (SR FH)-2-tEH)FE)} -N-[1-34-ZWMEE)-ZE MWL
&9 23)

H=ZH0.08mDA 1-34-—WEH)-1-ZEO.1)EMNERFR=F8
(omhE. MA 3-F-(5-ZWFE)-Htoz-2- FR(0.15g), ZRBH-ZEW 4 D
. REMARKEZEMAEH(m. 0.IM HENAKBIRBEBRNZE
(0.07ml), EBRHBHEZBEW 16 Ai. REMALRK(Gm)FIK(10ml), BH%
BEY 20 4. 2EHEE, BRRAEVAH. G ERELZENYR, &
BB~ % . '"H NMR(CDCL,) 8 (ppm)1.4(3H, d), 2.6(1H, % s), 3.8(1H, q),
3.9(1H, s), 7.1-7.3(3H, m), 7.9(1H, s)F 8.8(1H, s).

SEiPl 3
2-[ZBECFE)E ) 2-B3-K-5-(ERFE)-2-URE]IZMIBHILED 4)
=B 0.7mmol) MBI & 1(0.6mmol)ZE ZBEFRIEM P, EFMA

ZBE (0.7 mmo)ZEZBEF MWW, ZRMHZBEY 2 Not, ZEMAER
(8ml, 2M). S EBHAEIAH, HERRP(om)R, ARRETR, BRKE
FEFEWLEY, HNMR(CDCL)(ppm) 8 1.2(3H, t), 2.3(3H, s), 4.2(2H, q).
4.8(2H, q), 6.8-7.1(6H, m), 7.5(1H, s)H 8.5(1H, s).

WRAELHH 1. 2 1 3 RUXTEHETER 2 KEEMAR A),

Bl A' & 3-Cl-5-CF,-2-HitBE ¥ . L B-CHR)NR))CHR)-KERX I K89
K Fi B B B2 3 PCT/GB/99/00304 F Bk (1 5 ik B R M .

15
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R A
HEH R L§ R’ A? B R(C)
1 EtOC(=0)-|H H 3 Ry
2 EtOC(=0)- | H H 2-Cl-3K % HRY
3 EtOC(=0)-|H H 3,4-TE B — SRR RSy
4 EtOC(=0)-[H MeC(=0)- 33 HRY
5 EtOC(=0)-{H McOCH,C(=0)-  |¥% R
6 EtOC(=0)-|H MeOC(=0)-C(=0)- (¥ 104-7
7 EtOC(=0)-|H MeC(=0)- 2-Cl-2k % 77-81
8 EtOC(=0)-[H MeOCH,C(=0)-  [2-Cl-¥# HRY
9 EtOC(=0)-[H MeOC(=0)-C(=0)- [2-Cl-% £ 128-31
10  |EtOC(=0)-[H MeC(=0)- 3.4-WHE_HEE MRY
11 EtOC(=0)-|H MeOHCH,C(=0)- [3,4-W F& — X% MRy
12 EtOC(=0)-[H MeOC(=0)-C(=0)- [3,4-TEF % —4H XX (106-9
13 H MeOC(=0)CH,- H X8 #AR Y
14 H EtOC(=0)CH,- H P s Ry
15 H H H HE IRy
16 H H 2-Cl1-6-F- 73 iRy
17 [H Me H 2-Cl-%% Ry
18 |[H Me H 2,6-—W-% % MR
19 [H Me H /@:"] R
0

20 H Me H - EE R %
21 [H = H 2,5-ZW-E R MR
22 [H Me H 4-NO,-¥ % HRY
23 H Me H 34-ZW-FE AR
24 H H H 2-Cl- % MRy
25 H H H 4-PhO-ZE 2 #ARY
26 H H H 2-NO,- % # AR

17
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27 Me H H 2-Cl- 5 117

28 Me H H 2-NO,- X% 136

29 H Me H xE MR
30 H Me H 3-CF,0-%( & R 3
31 H Me H 4-CF,0- % HRY
32 [H Me H /@:j MR
33 [H Me H 4-Cl- %% HRY
34 H Me H 4-Br-Z 3 HRY
35 Me H H Rox AR
36 Me H H 2-F-X B HRY
37 Me H H 4-Cl-¥ 2 HRY
38  |Me H H 2,5-— MeO-%k% R
39 Me H H 2-Cl-6-F- %% HRY
40 Me H H 2-Br-¥% HRY
41 Me H H 3-CF,0-## R Y
42 Me H H 4-MeS-F X% HRY
43 Me H H 2,5-—FREE HRY
44 H H H Y=t HRY
45 H H H 3-Br-¥# R
46 H H H 4-Me,N-¥ 2 HAR W
47 H H H 4-Cl-E# Ry
48 H H H 2-F-X% HRY
49 H H H 2,5-— MeO-EE  [#HRY
50 H H H 2-Br- % HRY
51 H H H 4-NO,- k& MRy
52 H H H 2,5-— FREH HRY
53 H Me Me /(j:> ARy
54 H H H AM-FE MRy

THRE A FEENARE &K F LAY 'H NMR S8 5050 M4 538 .
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HEY 1
'H NMR(CDCL,) 8 (ppm) 1.2(3H, t), 2.9(1H, ¥ s), 3.8(1H, q), 4.2(1H,
m), 5.0(1H, s), 7.4-7.2(5H, m), 7.9(1H, s), 8.7(1H, s).
ey 2
'H NMR(CDCl,) § (ppm) 1.2(3H, t), 3.1(1H, % s), 4.0(2H, q), 4.2(2H,
m), 5.1(1H, s), 7.5-7.2(4H, m), 8.0(1H, s), 8.7(1H, s).
&% 3
'H NMR(CDCl,) 6 (ppm) 1.2(3H, t), 2.4(1H, % s), 3.8(2H, q), 4.2(2H,
m), 5.0(1H, s), 5.9(2H, s), 6.74(1H, d), 6.76(1H, s), 6.83(1H, s), 7.9(1H,
8), 8.7(1H, s).
&%) 4
'H NMR(CDC,) § (ppm) 1.3(3H, t), 2.3(3H, s), 4.2(2H, q), 4.8(2H, q),
6.8-7.1(6H, m), 7.5(1H, s), 8.5(1H, s).
=9 5
m/z(APCI)445(M+H)".
HwEY 8
m/z(APCI)479(M+H)" .
HEY 10
m/z(APCI)487(M-).

&% 11

m/z(APCI)459(M+H)".

HEY 13

'H NMR(CDC1,) 6 (ppm) 2.7(1H, dd), 2.9(1H, dd), 3.6(1H, s), 3.9(2H,
s), 42(1H, m), 7.3(5H, m), 7.8(1H, s), 8.8(1H, m).

LEY) 14

'H NMR(CDCL;) 8 (ppm) 1.2(3H, t), 2.7(1H, dd), 2.8(1H, dd), 3.9(2H,
s), 41(2H, q), 4.2(1H, m), 7.2-7.4(5H, m), 7.8(1H, s), 8.83(1H, s).

Y 15

'H NMR(CDCL;) 8 (ppm) 4.2(2H, s), 5.3(2H, s), 7.3(6H, m), 8.8(1H, s),

8.9(1H, s).

19
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wEY 16
'H NMR(CDCL,) § (ppm) 2.7(1H, % s), 4.05(4H. s), 6.9-7.2(3H, m), 7.8(1H,
s), 8.6(1H, s).
e 17
5 'H NMR(CDCl,) 8 (ppm) 1.4(3H, d), 2.5(1H, % s), 3.92H, m), 4.3(1H,
q): 7.1-73(3H, m), 7.5(1H, m), 7.8(1H, s), 8.7(1H, s).
4% 18
'H NMR(CDCl,) 8 (ppm)1.5(3H, d), 2.6(1H, % s), 3.8(1H, m), 4.0(1H,
m), 43(1H, q), 6.8(2H, m), 7.1(1H, m), 7.8(1H, s), 8.6(1H, s).
10 &9 19
H NMR(CDCl,) § (ppm) 1.4(3H, d), 2.6(1H, % s), 3.8(1H, q), 4.0(2H,
s), 4.3(4H, s), 6.8(2H, s), 6.9(1H, s), 7.9(1H, s), 8.7(1H, s).
#®EY 20
'H NMR(CDCL) § (ppm) 1.5(3H, d), 2.4(3H, s), 2.8(1H, % s), 3.8(1H,
15 q), 4.0Q2H, m), 7.2(2H, d), 7.3(2H, d), 7.8(1H, s), 8.7(1H, s).
e 21
'H NMR(CDCL,) 8 (ppm) 2.5(1H, %s), 4.02H, s), 4.1(2H, s), 6.8(2H,
m), 7.2(1H, m), 7.8(1H, s), 8.6(1H, s).
HEY 22
20 'H NMR(CDCl,) § (ppm) 1.4(3H, d), 2.5(1H, % s), 3.86(2H, s), 3.9(1H,
m), 7.5(2H, d), 7.8(1H, s), 8.1(2H, d), 8.7(1H, s).
e 23
'H NMR(CDCl,) 8 (ppm) 1.4(3H, d), 2.6(1H, % s), 3.8(1H. q),» 3.9(1H,
s), 7.1-7.3(3H, m), 7.9(1H, s), 8.8(1H, s).
25 HEY 24
'H NMR(CDCl,) 8 (ppm) 4.1(4H, m), 4.4(1H, dd), 4.6(1H, dd), 6.5(1H,
% s), 7.2-7.4(5H, m), 7.8(1H, s), 8.6(1H, s).
ey 25
'H NMR(CDC),) & (ppm) 3.9(1H, dd), 4.2(1H, dd), 4.4(2H, m), 6.0(1H,
30 % s), 6.9-7.0(5H, m), 7.2-7.4(4H, m), 8.0(1H, s), 8.7(1H, s).

20
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&% 26
'H NMR(CDC},) 8 (ppm) 4.3(2H, m), 4.7(2H, m), 7.0(1H, % s), 7.6(1H,
m), 7.7(2H, m), 7.9(1H, s), 8.2(1H, m), 8.6(1H, s).
ey 29
5 'H NMR(CDCL,) 8 (ppm) 1.5(3H, s), 2.6(1H, & s), 3.9(1H, q), 4.0(2H,
s), 7.2-7.4(5H, m), 7.8(1H, s), 8.791H, s).
wEY 30
'H NMR(CDC1,) § (ppm) 1.4(3H, d), 2.6(1H, % s), 3.8(1H, q), 3.92H,
s), 4.0(2H, s), 7.0(1H, m), 7.2-7.3(3H, m), 7.8(1H, s).
10 HEY 31
'H NMR(CDC,) 6 (ppm) 1.5(3H, d), 2.7(1H, ¥ s), 3.8(1H, q), 6.5(1H,
m), 7.12H, d), 7.4(2H, d), 7.9(1H, s), 8.83(1H, s).
&9 32
'H NMR(CDCI,) 8 (ppm) 1.5(3H, d), 1.8(4H, m), 2.8(4H, m), 3.8(1H,
15 q), 4.0(2H, s), 7.13H, m), 7.9(1H, s), 8.8(1H, s).
L&Y 33
'H NMR(CDCl,) § (ppm) 1.42(3H, d), 2.62(1H, 3 s), 3.83(1H, q), 3.92(2H,
s), 7.3(4H, s), 7.82(1H, s), 8.75(1H, s).
HEY 34
20 'H NMR(CDCl,) 6 (ppm) 1.42(3H, d), 2.58(1H, s, %), 3.82(1H, g), 3.92(2H,
s)» 7.25(2H, m), 7.45(2H, m), 7.85(1H, s), 8.72(1H, s).
&Y 35
'H NMR(CDC,) & (ppm) M3£7E 1.38(3H, d), 4.35(1H, q), 7.85(1H, s),
8.75(1H, s).
25 HEY 36
'H NMR(CDCl,) 8 (ppm) 1.38(3H, d), 2.35(1H, & s), 3.68(2H, m), 4.42(1H,
q): 6.95(1H, m), 7.05(1H, m), 7.16(1H, m), 7.32(1H, m), 7.82(1H, s),
8.75(1H, s).
WEY 37
30 'H NMR(CDCl,) 6 (ppm)#&i% 7 1.38(3H, d), 3.56(2H, m), 4.4(1H, q),

21
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7.88(1H, s), 8.78(1H, s).
WEY 39
'H NMR(CDCL;) § (ppm) 1.3(3H, d), 2.7(1H, % s), 3.8(2H, s), 4.4(1H,
Q) 6.75(1H, m), 6.98(2H, m), 7.72(1H, s), 8.55(1H, s).
&% 40
'H NMR(CDCl;) 8 (ppm) 1.41(3H, d), 2.3(1H, % s), 3.72(2H, m), 4.25(1H,

Q) 7.05-7.5(4H, m), 7.85(1H, s), 8.75(1H, s).

&% 41

'H NMR(CDCl;) 8 (ppm) 1.38(3H, d), 2.4(1H, s, %), 3.6(2H, m), 4.4(1H,

q), 7.05-7.5(4H, m), 7.88(1H, s), 8.78(1H, s).
&9 42

'H NMR(CDCl,) § (ppm) 1.38(3H, d), 2.48(3H, s), 3.6(2H, m), 4.45(1H,
q),» 7.2(4H, m), 7.88(1H, s), 8.78(1H, s).

HEY 43

'H NMR(CDCl,) § (ppm) 1.4(3H, d), 2.25(3H, s), 2.32(3H, s), 2.5(1H,
% s), 3.58(2H, m), 4.48(1H, q), 6.9-7.083H, m), 7.9(1H, s), 8.78(1H, s)

WEY 44

'H NMR(CDCl;) § (ppm)#i%7E 2.53(2H, d), 4.1(2H, s), 7.85(1H, s),
8.75(1H, s).

e 45

'H NMR(CDCl,) § (ppm)i&i% 7€ 3.85(1H, s), 4.1(1H, s), 7.9(1H, s), 8.75(1H,

HEY 46

'H NMR(CDC);) § (ppm)ii&7E 7.8(1H, s), 8.68(1H, s), 3.5(1H, m), 3.9(2H,
m), 4.1(1H, m).

wEY 47

'H NMR(CDCl;) 6 (ppm)#i%# 3.86(2H, s), 4.08(2H, s), 7.90(1H, s),
8.72(1H, s).

WEY 48

'H NMR(CDCl,) 6 (ppm)¥E3EZE 2.65(1H, s, %), 3.982H, s), 4.15(2H,

22
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s), 7.9(1H, s), 8.75(1H, s).
ey 49
'H NMR(CDCl,) 5 (ppm)itZ 3.80(3H, s), 3.85(3H, s), 6.88(2H, m),
7.06(1H, m), 7.90(1H, s), 8.72(1H, s).
5 e S0
'H NMR(CDC,) 8 (ppm)¥&iE 7€ 4.0(2H, s), 4.1(2H, s), 7.85(1H, s), 8.70(1H,
8)e
HEY 51
'H NMR(CDCl,) 8 (ppm)#&3i£7E 2.65(1H, & s), 3.83(2H, s), 4.0(2H, s),
10 7.8(1H, s), 8.65(1H, s).
ey 52
'H NMR(CDCl,) 6 (ppm)iik7E 3.83(2H, s), 4.18(2H, s), 7.9(1H, s),
8.75(1H, s).
&%) 53
15 'H NMR(CDCl,) 8 (ppm) 1.43H, d), 2.5(1H, % s), 3.8(1H, s), 3.9(2H,
s), 6.0(2H, s), 6.8-6.9(3H, m), 7.9(1H, s), 8.7(1H, s).

WwEY s4
'H NMR(CDCl,) 8 (ppm)i&i%#E 7.75(1H, s), 8.80(1H, s).

20 ! 4
N-1-[3-{-5-(Z R P H)-2-k g X 1-2,6- — & --1- K BB (L A9 102)
¥ 3-|-5-(SRBE)MRE-2-E B 0.320) W ME KB H(TmD)F, % 2,6-
“REFBREO3E_HMFARZCa)THEHH#ITLHE. REMAZLE
(0.15g), ZRBHZRNBAYEIR., KRXAERBAEH. HAKLERANE
25 Wi, RRABIEG. Ed(E—EFRFHEALAERYEY, S3FEELE
¥, #RHK212-5C.

RIS LR 4 BT EHETAER Iy B4AWAE B), B L £-
NRIHINHC(=0)-f1# =R 1 BHE9.

23
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0
AN A
i T
(ly)
XB
waEY | Al R} A? R (C)
101 3-C1-5-CF,-2-ht;pE £ H 2-Cl- K& 168-70
102 3-Cl-5-CF,-2-Ath iz 3 H 2,6- — - KH 212-5
103 3-C1-5-CF,-2-H B 2 H 2-NO,-F & 182-3
104 3-Cl1-5-CF,-2-RiBE 3 H 2,6-— MeO-% % 204-6
105 3-C1-5-CF,-2-nth B 2 H 2-REE 168-9
106 3-C1-5-CF,-2-at B 2 H 4,6-— MeO-MERE-2-% | 170-1
107 3-Cl-5-CF,-2-ut bg H HRRE 152-4
108 3-Cl-5-CF,-2-0it Bg £ H Hok 111-4
109 3-Cl-5-CF,-2-it; b Me 2,6- —H-FEHE 219-20
110 3-C1-5-CF,-2-if. 0% % Me 2-NO,-F %t 198-9
111 3-C1-5-CF,-2-if, g £ Me 2,6-— MeO-Z % 234-6
112 3-C1-5-CF,-2-Mt B % Me |[2-BiFH 202-4
113 3-C1-5-CF;-2-fit e 2 Me 2-Cl-6-F-ZF & 207-8
114 3-C1-5-CF,-2-t B 3 Me 4,6-— MeO-FERE-2-5 | 178-80
115 3-C1-5-CF;-2-fit BE 2 Me HHNE 159-60
116 3-C1-5-CF,-2-ntpE 3 Me HoxE 216-9
117 5-C1-3-CF,-2-Rit ig & H 2,6-— S -EH 199-203
118 5-C1-3-CF,-2-flL B 2 H 2-NO,- ¥ % 156-8
119 5-Cl1-3-CF,-2-if, i 2t H 2,6- MeO-% % 194-5
120 5-Cl-3-CF,-2-flt bE 2t H 2-FFEE 180-1
121 5-Cl-3-CF,-2-mt B H 2-Cl-6-F- & 173-5
122 5-C1-3-CF,-2-fit e & H 4,6-— MeO-FERE-2-2 | 158
123 5-Cl-3-CF,-2-it i H ENZES 143-5
124 5-CI-3-CF;-2-it BE H o 121
125 3-C1-5-CF,-2-ft g & H 2,3,6-=F - 154-6
126 3-C1-5-CF,-2-nit pg 3 H 2-Cl-6-F- %% 192

24
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10

LB 5

N-2-(F Z.%)-3-%-5-(= 9 F 2)-2-mt 5E 7 Beik (L &9 206)

# 3-J--=RFE)ER-2-FREO.152) M E Ao F. MA
2,2-BE =5 T H(0.002g)f N-8 T —BEXE R (0.16g), 18 A FH T ik E %
BAEW. 45 A8E, BXBEBHHE 0C. MAR)-(H-a -FEFER(0.09g)
FEPEALBR(0.3mD)F BI¥FH, OCHEF: 20 44k, RSZRHEH 3 Hat. HZ
EHRBBIRSY, AKKEE. 2HHAIE, ARRETER, RRB3
HOKEY . BRGREACZENY R, S3RBLEY. BRH 88T.

H
J

e

TRBELEA 5 XU FERE TR x FLE4WE C), B A'E 3-
Cl-5-CF,-fitBE 3. L &-C(=O)NHCHRH-#I@E= 1 449 .

R
()
EC
“EeY R! A? B E(C)
201 H 2,6-_ M- FHE 137
202 Me 2,6- _W-E i 97
203 H 2-Cl-k % 100-7
204 H 2,6-_W-XR 114-6
205 Me 2-Cl- X & 120
206 Me X 88
207 Me 4-Cl-F & 129
208 Me 4-Br- R & 139
209 Me 34-ZW-EE 127
210 Me /C[} 123

25
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211 Me 4-CF,0-F % 95
212 Me 3-CF,0-%¥ 3% 114

213 Me /@:) 125
214 Me /@:ﬂj 129
' (0]

215 H 4-HIEE 113

SEHB 6
[3--5-(= 9 3E)-2-nbme 3] 3 2-FOK FRER(L &9 301)
BRREO0.1)ME 2-AEXFRO.IDE_FEFREFHBERFT, R
5 FTRWE 1 E. A 3-E-2-(KFE)-S-=WMEEML0E0.14g), 4kEH P 48
AR HZBOOmDWEZER, AK(OmD¥ER. SEHFHME, TR, &
RBHEZY . #TERABEALEEH: 28="7. 3), BEFELED.
'H NMR(CDCI,) § (ppm)5.6(2H, s), 7.3(1H, m), 7.4(2H, m), 7.87(1H, s),
7.88(1H, d)F 8.8(1H, s).

10
W RASEHH 6 R ERETRAR Iw I EDER D), B AR 3-
Cl1-5-CF,-2-it e 3. L 2-CH,0(C=0)-fE=R I k&% .
CFaG A~
[
N o A2
N
\(n)/
(w)
15 %D
wEY A? 7% 5 (C)
301 2-Cl1- % HRY
302 2,6- - W-EE 93-5

26
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W 7
B-K-5-(=HER)-2-HIEE]FEQI-ZFFE)BGLEY 401)
EREST, #8401 HB)FHRMA 2,4- ZFFRE(0.27g) 7 I & ik
FRIFB T . ZRBIEHF/ER 1 DG, WA -E2-(®FE)-5-=HF
5  FakpE(0.35g)ZE NN ABRE R RIBH. REEHMHZWH 16 Ard. HONAR
W/ A B L, RERREN. FREVEAKNZRZBZEALSE,
SEHFHA, AR, TR, BREJVESY. SITHRBEABEALEK
: ZBZEE=95: 5), BIHEILEY. "H NMR(CDCL;) 8 (ppm)4.8(2H, s),
7.3(1H, m), 7.4(0H, m), 7.5(1H, m), 8.0(1H, s) 8.83(1H, m).
10
ARASLKHR 7 AT ERETRR Iv HLEWE E), B A'E 3-

Cl-5-CF-2-filt ¥ . L B-CH,OCH,-fE R 1 k&% .
CF

7 l ¢
2
XN oA
()
RE
ﬁ:ﬁ% A? BR(C)
401 2,4-—W-Kx HARY
402 .2,6- — W-FKH R

15 THRXEPFERNAZEKNLAWE 'HNMR 3.

&% 402
'H NMR(CDCL,) 8 (ppm)4.9(2H, s), 5.0(2H, s), 7.2(1H, m), 7.3(2H, m),

8.0(1H, s), 8.8(1H, s).
20
5S¢ 8
N-[2-8-5-(Z R A RE)-2-ML0E 2 ]-N-(2,6- — $EE)R (L 59 501)
ZHRT, & 30 49AB=06(1.1g)ZE = & F5£(20ml) P KX BN BB

27
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10

15

20

EH 2-EE3-F-5-(CRFE)MRE1.96g) M = ZECm)E — L F1£B5sm)H
BB, 15 485, REDA 2,6- K ERQ.62) = ZECm)E K F
$0ml)F HIMH, MEFB/RAY 30 28, ZERRERN. KREWER
EZRZET, BliEA. ARREMER. ERRAFBLERENY. R
EREKYER. THRMgSO,), BEHRN, SIE™Y, EREHEMALZE
=9, BEAFENLEY, WRR 155-8C.

ARAESLHES 8 BN FEHRHETRR u LEWE F), B A' R 3-
Cl-5-CF,-2-tBg 3. L &-NHC(=O)NH-FJER 1 Bt &4 .

CFj
Cl
=z
4e Y
N N -~
H H

()

EF
ey A’ HR(C)
501 2,6- _|-EH 155-8
502 .3 173-5
503 2-NO,- %X 178-80
K 9

3-[3-F-5-(SRPE)-2-MEBE K- 1(2-F B K K)-2-HIH-1-B(L &% 601)

KEAELAOS5g)WMEKGm)T, BZECn)REFGER. 20CH
A 2-BEEKZT(1.8g), WHABEHE S 280, A 3-T-5-(Z W FE)RLuE-2-
FR(2.25g), SEHRHE 16 M. HZRBRILZBE, FEUHEHIE, ARR
BTH, S, ARBIHARCGHRY. HITEREEBEANL, BEEL R
), BEFEELEY, 88-9TC.

SLHEp) 10

3-F-5-(ZRFE)-2-0t g FRE 2-2-MEEE)IRULEH 701)

28
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15

20

MBAER 3-F-5-(SMEBE)ERE 2-FRBEQ.059)F 2-HEEEDB0.768)7
ZE75m)PRRAE 2.5 Mt REAHZZRALH. STESBHFBNEE
B, ELEREMSIEFELEYHRBEREY, BAN 127-35C.

s 11

[B-F-5-CRAE)-2-MRE[—EETFE)RE]FERIEY 803)

£ O0C. AR4AEAT, BI(CEETFER)EEIFERNLIHN_FEF
BREBRNE 0% EHNGE_FEFARETPHERERYF, ANERFE
XN 0-2C. OCHER IR 1 . A 2,3-Z8 050 =K F 2L B (7ml)
E-PRFEBRBFHERT, OCRBEXBEY 30 48, ZFHE 3 MRAK
HEEAZREEE. $RRAYPHEEAHNE 10C, MAZEGm), Wk
ZWW 15 o8. REHZIRNBEYUARKHERE DB AHMAENZ 8
Soom) M L& (SoomD) B AT . 7 EBAIE, AEALEEZEEX
150ml), T4, G, ZEEREBIBREY. FTRREEEM4L(Z8: Kl=S5:
95), BIRKWAEEHFE~Y, BRH 108-10C.

ARAESLHES 11 BUKHTERHERNTR It BLEHE G), Bl AR 3-
Cl-5-CF,-2-itie . L &-CH(R)N=C(Ph)-. A?RIFEKER 1 LAY,

CF, Y ci
\N I N\th
R! Ph
(m
G

HEY R! BR(C)
801 CH,CN 82-4
802 CO,Et HRY
803 CN 101-10
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THEE G PERNAFRBEEAEES W E NS
k&%) 802
m/z(EI}(M*-CO,Et)

5 LR 12
1-BcEE-1-Z8 O-1-3-¥-5- (=R F &)-2-itse X151 &9 936)
ERSSEAT, BEALAOS)THMB 2-ZMEREXEF Q25 _F
EPBRE3m)FHERP, ANBH. 0CREFTBBEY 20 28, HB
FEBEH. REMA 2,3-"§-5-(ZW FE)ILBE(2.5)7% — B E F B (7ml)
10 HEWEHE, SRULFHEWE 18 A . ARAECa)LEZREY, HH S
560, ZERHEMBA 300ml KAK/EKERT. HZEMBI>ZEROITEEX
125m) K EERENE, T, diE. BRBIES, (EZBP)TBEMER
FhELRiZEE, BAFEBLEYERRN 122C.
ERBHE
15 4-Z BB R
ERSAHNTP, BERBE14.507FEKQSm)FHERME] 4-ZBERE
(25.4g)7E ZRE(230m) RK m)F ) B2 WP, EEMA 50% B RALEA R
H(40g). MHAERFAFER 18 Mo, RERHEZER. HXREYMBNK/K
(SoomD), BHMAE pH b 2, AV, BHZTTE, AKkE, H3R
20 FPARMRHEMIpH A6, RENZETELS R, BIAKFBLEY.

ARAE LA 12 BB TERE TR s HLEBREH), WL A-
O-N=CR)-HER | L EY. Is PXXHRRRE YT SR T 7E M
ARRARHE. THH—BULSYHRF ARG,

1 2
A \O/NYA

Rl

25 (is)
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xH
Hewm|A R! A? £ R(TC)
901  |3-CI-5-CF,-2-HtiE % [Me 2-Cl- %% 96-7
902  |3-C1-5-CF,-2-ithe 2 |H 4-npRE X 205-6
903  |3-C1-5-CF,-2-tB2 ¥ |Me 3-(2-C1-4-CF,- kK E)X & 65-7
904 |3-C1-5-CF,-2-MtRE % |H 2-Cl-6-F- k& 119-23
905  |3-Cl-5-CF,;-2-ftBe & [H 2,6-—¥-XE 136-7
906 |3-Cl-5-CF,-2-WBE 2 |Me 1-Me-2-fit i& £ (pyrolyl) 88-9
907  |3-CI-5-CF,-2-BtBE3E |Me 2-PRE HRY
908  |3-Cl-5-CF,-2-Mt e 2 [Me 2-FXE R
909  |3-Cl-5-CF,-2-MtBE X |Me 3-CF,-%# Ry
910  |3-Cl-5-CF,-2-HtBE & [Me 2-CF-%% HMRY
911  |3-Cl-5-CF,-2-MtBE % [Me /©:°> HARY
(o)
912  [3-C1-5-CF,-2-RtB2 2 |tBu 2-neE Ry
913  |3-C1-5-CF,-2-itBE % |Me 2-HEy 3 R
914 [3-C1-5-CF,-2-#tme % (H 4-MeO- %% R
915  |3-Cl-5-CF,-2-MtBe # |Me 24-—HEE RS
916  [3-CI-5-CF,-2-HtEE%: [H 6-Me-2-lip g 2 HRY
917  |3-C1-5-CF,-2-HtBE #-{Me 2-RE HRY
918  |3-C1-5-CF,-2-MkBE 3 |Me 1-3% MRy
919  |3-C1-5-CF,-2-HtBE % |H 4-EtO-FH R
920  [3-C1-5-CF,-2-Mtme & [H 2-FEE MR
921  |3-Cl-5-CF,-2-#tmz % |H 2-MeO-% R
922  |3-Cl-5-CF,-2-MtBE 3 (Et p 3 R
923  |3-Cl-5-CF,-2-MtBE# [H 3-NO,- ¥ & 116-8
924  |3-C1-5-CF,-2-tBe & |CF, 2-PXRE mRY
925  |3-Cl-5-CF,-2-MtBE % [(Et0),P(=0)- |HTE R
926  |3-Cl-5-CF,-2-HtBe & |-CN xE 76
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927  |3-Cl-5-CF,-2-t B # (Me X WARY
928  |3-Cl-5-CF,-2-Mtme & [H 2-NO,-X %% #MRY
929  |{3-Cl-5-CF,-2-tBe % [H 2-Cl %% 87
930  |3-Cl-5-CF,-2-MtiE % [H 3-FAIEE R4
931  |3-Cl-5-CF,-2-t g2 % [H 3-Mhge 2 wMRY
932  |3-Cl1-5-CF,-2-#tie % [H 3-nEBe 137-8
933  {3-Cl-5-CF,-2-Mt %% (H 1-FHE 85-9
934  |3-Cl1-5-CF,-2-#tBE ¥ Me 2-Cl- k% 127
935  |3-Cl1-5-CF,-2-HtRe 2 [Me 2-Cl-¥% 70-1
936  |3-C1-5-CF,-2-RtiE % [Me BRI 122
937  |3-Cl-5-CF,-2-#tE& % |-CN 2.6- - K% 128-9
938  |3-C1-5-CF,-2-RtBE 3 (-CN 2,6-—¥-XkKE 71-2
939  |3-C1-5-CF,-2-#tig % [-CN 2-CN-%% 139-43
940 3-01-5~CF,-2-nttlE§ -CN 2-Cl-¥3# 83-4
941  |3-CI-5-CF,-2-WtRe % [-CN 2-Cl-¥# 88
942  |3-C1-5-CF,-2-HtRE & [Me 2-MeSO,- R wHRY
943  |3-Cl-5-CF,-2-RtBz % [Ph 2-%% HRY
944  |3-Cl1-5-CF,-2-Wtie & [Me 6-McO-2-% % HRY
945  |3-Cl1-5-CF,-2-WMtRe & (Me 4-F-1-BE mRY
946  |3-C1-5-CF,-2-Mtig & {Me 4 A CE-XE R
947  |3-C1-5-CF,-2-BtBE 2 |Me /E:O R
948  [3-C1-5-CF,-2-Htig % |Pr 4-Cl-% 2 WRY
949  |3-Cl-5-CF,-2-Mt5e 3 [Me }oE Ry
950  |3-Cl1-5-CF,-2-tRE & [Me 4-PhO-K & MRy
951  |3-Cl-5-CF,-2-HtBg & [Me 2,5-= Me-3-Bkm§ iRy
952  [3-C1-5-CF,-2-tig & [Me 3,5-= Me-REM-2- ARy
953  |3-Cl-5-CF,-2-MtBz & |Et 2,4-—R-XE R
954  |3-Cl-5-CF,-2-MtBE 3 [Me 23-“R-EE R
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955  |3-C1-5-CF,-2-ite % |-CN 2-MEBERE wARY
956  |3-C1-5-CF,-2-fit s % |CF, 3-mEwy & Ry
957  |3-C1-5-CF,-2-Htie & |Me 4-npwe B R
958  |3-Cl-5-CF,-2-RtRe & [4-Cl-HE 4-Cl-Z% #HiRY

10

15

20

25

S)e

THERZHPZENAREFNTELEAYWE 'HNMR REEHRE.

& 907

'H NMR(CDCL,) 8 (ppm) 2.4(6H, s), 7.2-7.4(4H, m), 7.95(1H, s), 8.45(1H,

&4 908

'H NMR(CDCL) & (ppm) 2.3(3H), 2.4(3H), 7.1(1H), 7.3(3H, m), 7.8(1H),
8.45(1H).

&%) 909
m/z(EI)382(M").

HEY 910

I'H NMR(CDCl,) § (ppm) 2.5(3H), 7.45(1H, d), 7.5-7.7(2H, m), 7.75(1H,
d), 8.01H, d), 8.5(1H, d).

#EY 911

'H NMR(CDCL) 6 (ppm) 0.8(t), 1.15(d), 1.4(q), 2.0(s)), 2.3(s), 3.65(dd),
7.7(m), 7.95(m).

HEY) 912
m/z(EN)357(M*).
#EY 913
m/z(EI)320(M").
HEY 914
m/z(ET)330(M*).
HEY 915
m/z(ED)342(M*).

& 916
m/z(ET)315(M").
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WEY 917

m/z(ET)364(M*).

HwEY 918

m/z(E)364(M").

&Y 919

m/z(EI)344(M*").

HEY 920

'H NMR(CDCl,) 6 (ppm) 2.35(s)» 2.5(s), 7.4(d), 7.8(m), 7.9(d).

A9 921

'H NMR(CDCl,) § (ppm) 3.9(3H, m), 6.9-7.05(2H, m), 7.5-7.75(2H, m),

7.95(1H, d), 8.0(1H, d), 8.5(1H), 9.1(1H).

1% 922

m/z(ET)328(M*).

&Y 924

m/z(E)382(M*).

e 925

'H NMR(CDC},) 6 (ppm) 1.3(m), 2.7(m), 4.2(m), 7.75(d), 7.95(d).
ey 927

m/z(ED)314(M").

A 928

m/z(ED)345(M").

49 930

'H NMR(CDCl;) 8 (ppm) 2.35(d), 7.25(m), 7.5(d), 7.9(d), 8.5(d), 8.65(s).
e 931

m/z(ED)301(M").

HEY) 942

'H NMR(CDCL,) 6 (ppm) 2.6(3H, s), 3.05(3H, s), 8.0(5H, m), 8.5(1H,

HEY 943
'H NMR(CDCL,) § (ppm) 7.4-7.6(7H, m), 7.8-8.0(6H, m), 8.5(1H, d).
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&) 944

m/z(ED)393(M").

HEY 945

'H NMR(CDCl,) 6 (ppm) 2.7(3H, s), 7.15(1H, dd), 7.5-7.65(3H, m),
5 7.95(1H, d), 8.1-8.25(2H, m), 8.5(1H, d).

EY) 946

m/z(ET)396(M").

&Y 947

m/z(E)368(M").
10 &Y 949

'H NMR(CDCL,) 8 (ppm) 0.1-1.5(5H, m), 1.7-1.9(5H, m), 2.6(1H, t), 8.0(1H,

m), 8.55(1H, m).

&Y 950

m/z(ET)406(M*").
15 &Y 951

m/z(ET)332(M*").

&% 952

m/z(EI)349(M").

wEYW 953
20 'H NMR(CDCl,) § (ppm) 1.4(3H, t), 3.0(2H, q), 7.2(3H, FH{k, 7.3(1H,

d), 7.55(1H, dd), 8.0(1H, d, m), 8.55(1H, d, m).

wEY 954
'H NMR(CDCl,) 8 (ppm) 2.5(3H, m), 7.2-7.4(2H, m), 7.5(1H, d), 7.9(1H),

8.4(1H).
25 &) 955
'H NMR(CDCl,) 8 (ppm) 2.6(s), 4.8(s)> 7.25(t), 7.5(dd), 7.9(m), 7.05(d),
8.15(d), 8.5(s), 8.8(d).
&4 956
m/z(ED)374(M*).
30 & 957
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m/z(E)314(M*).
e 958
'H NMR(CDCL,) 8 (ppm) 7.35-7.6(8H, m), 7.9(1H), 8.5(1H).

KHEp] 13
N-(3-§-5-=WMFE-2-MEEAR)-1-FFREGLEY 1012)
EESSAPHAE 1-25 FRR(0.46g) TR I — 1k e (0.44g) 726 I 2155 W (40m1)
FRBEY 16 M. REWMALZE BN ~H(0.57g), WA ZBEWS K.
KBZRMBABALAKD, BZRZEHBRELES 3 &, ARBETS,
g, R BERAERANM(ZRIBEABNEGREY, (E-REMP)H
ERAIFELEY, BRAN 198-9TC,

BEEAHE

a) 2- {[-3-F-5-(ERPE)-2-MtrXIEE) -1,3-BHEIRH—8K

5 AN 23-ZR-S-=RPFEMRG0gMBBHAEN N-BEAE=
BB (37.5g) M1 = Z R (25.8g) EM(750m) F 1M+ . BIRHBEEY 8
B, BMEEZRFSEST 16 o). JWZHW, RREHK, B83—B#&,
FREAAEIZRZBANERRAFETIE. 2EUALRS, #—PHEH
B ZRZBERRZKEDR. AKEFRESHFOFTNLHRY, TH, T
RAEE, BEHETY. BA-RAARHEZREY, SA0GEAGFELE
.

b) O-[3-&-5-(= W 7P 3)-2-AL oe B2 %

B—KEMQ7g)MBI T )87 (11.3g)7E P 20k K (200ml) P B H
B, RBHRAY 16 M. RETEZREY, BAEBN NI ZEB
CRMEEFTRENEE, REH 0.02M M AFALHHRANATILANRLR 4
K. AZEHERMBREFMKE 2 K, TREEFHANHRY, TEME
R, BIFELEY.

i 14

N-G-8-5-=RFE-2-m i R E)-N-FE-1- 2 FRREUELEY 1017)
HRAFRO.2)MBIBEBE R LHER 13 BIF-BEEY 1012, 1.93g)F
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BT BEEF(0.61g)7E AR (Som) R KW . WHZBEY 48 Hht. R
BH, FREVEZBRZENHRANELEKERPLE. 9BHKE, B 3

HZRZEBHR. TREFHFNNE, TBPOERR, BAREY, BRAE
HAW(CRLEBANH)ZREY, RIAFBLEGY. me(ED380M*).

ARG 13 1 14 BN FEHETRAR F BEEPRET), B
A' & 3-C1-5-CF,-2-0tiE . L Z-O-NR*)C(=0)-RER I L &9,

xJ
#HE% [R? | A? B R(C)
1001 |H 5-Me-2-iLBR & 202-6
1002 |H 4-FFEE 190-3
1003 |H 2-C1-4-CF,-# ge -5- 2 204-5
1004 |H 4-CI-F & 191-3
1005 |H 2-NO,-5-(2-C1-4-CF,- X8 %) ¥ # 168-70
1006 |H 3,5-= Me:4- e 5 108-11
1007 |H 2,4-— Me-5-BEME R 152-5
1008 |H |4,6-= MeO-2-(a,a-= Me-4-Cl- ¥ X)-RERE-5- 8 | 124-5
1009 |H 5-(3,5- - EXE)-2- B 120-2
1010 |H 6-MeQ-3-ft ke X 157-9
1011 |H [2-%% 180
1012 |H 1-EE 198-9
1013 |(H [2-Cl-%% 170
1014 |H 3-ER B 238-9
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1015 |H \% HOR Y

1016 |H 4-IG k% -3-NO,-F H 217-8
1017 |[Me |1-ZEE AR Y
1018 |H 1-3_E 218-20
1019 |H 2,6- — - 246-7

THRRE I PEREAZEANLENEBHE.

&% 1015

m/z(ED412(M").

5 SR 1017
m/z(EN412(M*).

SEHE 15
2-F#-1,23,4- 108 -1-F%8 O-1-[3-H-5-(ERFE)-2-meE By
10 1101)
H BURL(0.58g) AR T U LRk M (Sml) 4R /5 16 35 A% 7 Y 0 BK I (Smi) 7 1K)
ST EHO0.2)MBLHERP. HAEZRESYIE, WA 2,3-“&-5-=KFE
MEBE(0.72g)7E UKW 2ml) P (3. ZHRBWHZBVWED 48 M, REXR
BhH. FREVEZRZEBAKZEASE. 2EBAELE, T5&, d@0E
15 R, BIARKABRRYGETY. m/ (E)354M").
2-F3-1,234-UE-1-FEHF5
¥ th BR P2 B2 (1.81g)7E FRE(15ml) P B HF LR = Z Bk (2.63g) In B 2-FA 2-1-14
AEXKNOC 200 ZEFHGCm)PRBBT . 6STRHAZBEY 5 at, FHAH,
ZERBE 16 diF. BREA, WAMBZREYT. HZRZEKG 4)HBRKE
20 &, TREAFNHREY, SBAER, AIREAHRY. BILKE, &k
RUIBRHRE. 2R ELE, TEBBEWL #/IREHEHEHFEETY.

RAELEA 15 RUNTEHE TR 1o HAEEHAE K), B A
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£ 3-Cl-5-CF,-2-fitBe 3. L £-O-N=CR)-. H+F R'F A2 S5 ELEEN
BF—REER S TR 6 THHNER I NLEY.

CF. > cl
g o
(i)
#K
HaW R* 1 5(C)
1101 NI/ HiRY
1102 N~ R
Eﬁj ”
1103 ,\/ Ry
1104 _ Nl/ HRY
O
1105 N MRy
f‘)@ ”
(0]
1106 NI/ MRY
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10

1107 .‘/ Ry
1108 NI/ Ry
sol
1109 / R
\
/
Me
1110 / AR
\
o
" Me

THEER K PARH LB ROLA YRR SR

4% 1101

m/z(ET)354(M").

&% 1102

m/z(ET)370(M*).

#HEY 1103

m/z(ET)385(M*).

%E% 1104

m/z(EI)342(M*).
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&% 1105
m/z(E)376(M*).

&9 1106
m/z(ET)358(M").

&9 1107
m/z(EI)346(M*).

&% 1108
m/z(ED370(M*).

4% 1109
m/z(EI)355(M").

#4E&% 1110
m/z(ET)389(M*).

HEH 16

2- {[2-G-B-4-FREFEE)-1H-1-KWE) 3-K-5-CREE)MRULED
1201)

5 %016 8(0.08g) M B 2-(3-B-4- FF S E K K )-1H-Bk i (0.5g) 7 P ZURK W P
RS, 30 8E, MA 3-F-2-(BFE)-S-ZRPEME0.46g), M
BEY, HARNER. ®HRNEAYW, BHEAKS, A-KPHRmR
HH4E, TRARE, SIBGERRIE>Y. #ITRKRAHEAL, B2
—BRY, A-RRME—SL4EZRRY, $8. RREHY, BIKE
EY . miz(APCD445M).

RARGLFTFESNYE, B 3-R-4&-PEETHEARK 2-G-84-FR
B,
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10

15

20

25

R 3L
WA TH— RS HR ST
BORKE: BRI RAEER
WEERHE:. BEEVATRER
KEABE ((Erysiphe graminis f. sp. tritici)) : BIEBAFRBR
Pyricularia oryzae: FEEE
Leptosphaeria nodorum: %R A
RS HHTRRERLA WK 2 B0 R (B 58 ) 2 #hmt 5 alwg
WERREYROEEL. STHENNERE, EEATEANULEYZIRZE
WHYSAYES SELHEARBREET, FRARETEHNEASFEYE
KRR R EMFREM . BEHELMENAE, TANE LFEED KB R
ARBREE. D13 WoEMMEEY, | ROREREES, 2 REREBH,
3 RBFHsEEEH. &£ 500ppm(wV)B LT KR E TRASUH TR NXEN S
iz 2 Bl E,
BURAE: 49, 102, 119, 126, 202, 214, 215. 601. 902. 912, 927. 953.
1101 # 1102;
HEALAH®: 5-7. 9. 10, 12, 102. 109, 126. 214, 215. 601. 901. 907+

914, 915. 921, 926-30. 958. 1001 F 1013;

AREABKE: 501, 901, 906. 913-5. 923, 926-931. 933. 935. 936. 948-50.
952, 954, 1008, 1102, 1102. 1107 A 1108;

Pyricularia oryzae: 7~ 9. 11. 17. 126. 901. 906. 907. 913. 922. 923.
926-31. 937. 938. 939 1 1001;

Leptosphaeria nodorum: 23. 51. 53. 126, 207. 208. 906. 923. 926. 929.
933. 1007 #1009,
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