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C—Coduai, C-ComALAE, &, K&, AP C-CoABEL
BIRRARNK  Fe Ry, ZA R EAAE; AA Ry ZAHK C-Co bk ;
Fo Ry & CoCs B I3 Co-Cr3REBE L ; #7 Ris & Co-Co bt AR, Co—Co M AR 2,
frikth—F AR BATARKREARKRGEL C-CE. C-C-R
REeI. C—Cor Ak, CCormARIAK. C-ChAi. C-CoRAK
R, HAARE.

£, 3% 65 A0S 2
2~ (3, 4~ ~FH)-2-F R -N-[2-(3-FRA-4-F-2- &K -X
K)-T K] TR,
2-(3,4——f-FHK)-2-FA-N-[2-(G-F AL 4-R-2-AHKE-X
A)-TK] LBk,
2- (4-RFK)2-B A -N-[2-3-FRE4-F -2 RHE-F L) -TA]
LB B,
2-(4- R ¥ ) -2-F K -N-[2--FRE4- "2 AKX-FHX)-TH]
Z BBz,
2-(4-# K K)2-# K -N-[2-B-FRIA4-R-2- s BIL-FK)-T X&)
&Y
2-(4-FEREFK)-2-FHA-N-[2-3-FRA4-F-2- AL -FHK)-
AT BERE,

15
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2- (4-FHREK)2-FX-N-[2-C-FEREA4-F2-%EXL-XH)-T
Al s,

2-(2-F &) -2-F K -N-[2-(-FAK-4-A-2- AL -FK)-T 4]
Z B,

2-(3, 4= F-FKE)-N-[2-B-FRE-4-A-2-% AL -FHK)-THK]-
2-E K LBk,

2- (3, 4~ =R -F ) -N-[2- B-FTRE-4-XK-2-AE-FHK)-THK]-
2-F AR B,

2- (4~ F L) -N-[2- B-FRA-4-F-2- B RA-FK) -, K ]-2-1
X T B,

2-(4- X HK)-N-[2- (3-FAREA-4-F-2- EA-¥EX)-2X]-2-4
AR

2-(4-FHEIL)-N-[2-3-F AL 4-F-2-p f8Hh-¥KKX)-THK]-2-
AR -T B,

2~ (3, 4~ = FHA-EX)-N-[2-B-FERA4-F2- % AL-EH)-T
Kl-2-8RK-TBLEE,
2-(1-FPACZABEARL)-N-[2-B-FAKA4-F-2-H &A% L)~
LHR]-3-9 A T Bk,

2- (1L, 1- =P R CARFEARK)-N-[2--FERE4-F-2-HAE-X
A)-THR]-3-F AT B,

2-(1, 1I-— VPR ZAEARIL) -N-(2-[3-FAK-4- (OR—2-s &)~
¥A]-T R} -3-F R TR,

2-(1, 1I-=F R ZAFE AR N-2-[3-FTHRE-4-(4-REXL R/ -2-
e R) -ER]-T R} -3-FRTELE:,

2-(1L, 1I-—— PR ZAFE AR -N-{2-[3-FRA4-4-EFX KA F/-2-
B ) -ER]-T R} -3-FE T EE:,

2-(3, 4——f -k H)-N-[2-B-FaA4-"m-2- AKX -XK)-T K]~
2-F A T R A - T8 A,

2- (48K K)-N-[2-(3-FRA4-F-2-%AKA -k K)-¢HK]-2-F

16
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kR K- ERE,

2- (4-FHR-FHK)-N-[2-B-FRA-4-F-2-H AKX -k K)-THK]-2-
VR R K- LB,
2-(4-8-F%K)-N-[2-3-FAK4-F-2-HEX-XH)-T,H]-2-7
AT RHA-TBEE,
2-(4-AXKAK)-2-FX-N-[(R)2-B-FAA-4-F-2- B FHE-FHE)-
Al LB,

2- (4-FKK)-2-F KX -N-[(S)2-(3-FAA-4-F-2- B BIHE-F %)~
Bkl LBk R, |
2-(4-R-2-A R F ) -2-# KX -N-[2-B-FRA-4-F-2- %R AHK-X
A)-T K] LBk,

2- (4-THERK)-2-F X -N-[2-B-FPRE4-Fm2-AX-¥E)-T
A LB,

2-(4-Z RWAEHR)2-FA-N-[2-B-FREA4A-F-2-AHK-%
R)-wHh] LBk,
2-(4-FHRER)-2-FE-N-[2-B-FRA4-F-2-®8FX-¥H)-¢
£ Tk,

2- (4~ FK)2- K -N-[2- B-FRA4-R-2- ¥ AHE-FKHK)-T K]
Z BE R,

2- (4= X R)-2-FB R -N-[2- G-FRA-4-K-2- AIE-FHK)-T K]
B,

2- (4-FRFEK)-2-F K -N-[2-C-FRE-4-xk-2-®AE-XK)-C
*] LB,

2-(4-Z RWH-FK)-2-F K -N-[2-C-FaRE4-R-2-%AHX-X
HK)-THh] LBk,

2-(4-F K K)-2-FK-N-[2-(3-FAK4-T2- % AH-K1)-T k]
B,

2-(4-B X K)-2-FX-N-[2-3-FRA4-T-2- B 8A-FH)-TE]
BB,

17
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2-(4-FHEK)-2-FA-N-[2-B-FRE4-T-2-E&HA-¥XH%)-¢
*] sk,

2-(8,4-— 8 -¥H)-2-F X -N-[2-B-FPAEX-4-T-2-%AX-X
) -THK]-TEk,
2-RE-2-#K-N-[2-(3-FRE4-T-2-,EX-XHX)-z XL
Jee,
2-(A-ZRFEFL)-2-BE-N-[2-B-FAHK4-T.2-AKX-%
K- h]l sk,

20— (4-BEHE)-2-F K -N-[2-B-FERAE4-Fm2-AX-%H)-T k]
BBz,

- (4 ER)-2-FREBRAL-N-[2-G-FTRA-4-F-2-AEA-X
KR)- k] Uskg,

2-(4-FEHR)-2-F K -2-(F-2-KX)-N-[2-B-F AKX 4-7F2-&
SRR - hTmE,

2-(3, 4= F~FX)-N-[2-3-F AL 4-K-2- % AX-FX)-TK]-
2-8. K- B,
2-(4-FEKL)-N-[2-(3-FRE4-F-2- AKX K)-LHK]-2-¥
£ RHA-TEEE,

2-(4-F K HK)-N-[2-3-FTRA-4-F-2- AK-FH)-THE]-2-
VA ERA-TBE, o

2-(3, 4~ =R -FHA)-N-[2-B-FAA-4-F-2-B AA-FH)-T A ]-
-FA R RA-TEE.

ERABRERATEE. ARBRITEDFPRARKETEBITEYS
ﬁﬁﬁ ATHAEXGHAD S AB (# 4o/ EP-A-398072. WO
94/29267 Fo WO 96/23763 P ATE) ., 1252, X 4 654 A IF REFT
ARLERF MAELSABE., BAERL, W TX I &880, &
BERGERSFREDANGHEHEELAT.
NIk ARRITEDTUARERX 1 25895 XX KK

18
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%4 1
O-R,
Rs R,
HO NH, + HOOC —R,
Ry Ry I
t
1 THRA
\
O-R, A
R Ry R, @]
U - I H °
R, Rs Ry
v v
} YEB
Y
O-R,
R, R; R, (e}
P /2 N i A
T | | H Rs
R, Rs Rg |

EdRX I FPRELGX IIHERXEZL-FhiTEhE LT
R, Rs, Re, Re Ao Re e X, T ¥ UM X T11 89 Bz, A E R A AT o4tk
WEHRSEMNAELETRECGIEA).

X Il BORA-ENOTEDRBEAERABEEGHTANLSY,
foBbH, Fl B, R HXRASRE, el O-RAERRENRS
BB, BB, Pl st - AR R AR AR RN B EE, AR

19
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NITHRABEHES N RO AZ T, A —ckek Xf=m
—1—%%%—: YRR R)BARBR]E. O-XF=-1-%
NNNNN-Z (AP E)BRASAAEE, O-XF=-1-%
NNNN-Z (PR )KRAAREESE., 0-Xif=w"-1-%
NN, N, N-o9 WA Bk A i R R R oF =k -1~ R AR - = bR e A 5
ARAFGBEBEREURAELLX. X I B RAGEEFTRHALX I
HEARABE A TR R TERSAR, Ao TROEXRRATERT
FBS, 4 MR BB B, Bl = LB N, N~ m -k
Be. WEBE. N-W R X N-FRGHhAELET LA MHE.

R EKEREZFEE, FFFRXRARE, pIARE, Fld=
AFTRATFTR , REG A8, B EFl o LR OB BRES 4o N, N-ZF
APBE  BEA O AR EF 8, RTHEA-FRLE, SR
AR KA EMN PG, AT USRI RERMNGRSY. AT
15 3% £ A MR BB, Bl = L. NNl A - m, %
. N-FER-RRHIN-FRDHN,, 225 A8ND XL EERY, ik
BERE LB RBEEBERL, A AL, AALAREANTH
ET,L-80C £+150C, $i&f£-40C £+40°C &9 :2 E 76 B 3 47.

XIeHme@addd R, Ry, R, Ry, e e Re o X, I # 2 3L X
IVHAXBEEFR,RARSPAIFPEL, M YREE T A RESE
FRFERE S TEAERE., VBRI ATHREGSEAGXY
&6~ B do ) & (O 3% B).

URBRFELFTHEE. EFHFBEIRRRE, D &ARRE, #l =R
FTRAFTE FEMA I RBAR2-TEH  BEEA LB LE B EHALT
B, RTA-FAEE., S Xw ik, Beldl o - PR PEE, HE

Plde TRy B R bl FEE. LB, 7R, ETERIARTE, EAELy
P ERKXAKGERN T HAT, LTARAXEENGREAY. LET
kAWK MBI B, Blde = e, N,N-ZFEmE-THEE. %
. N-FHR-RRKN-FELd, FLELANY, 2EERLEXLE
Brih, A BB AR X B EEREZBELEEY, wa AL

20
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. ARAA. AR, BEBRA. BRI, TEA. TEYF. LE

W, LES. RTEAXRTEALET, £-80C £+200C, Lt £
T £+120°C &) 5 & 3¢ B 34T

0

2 2

HOOC—R O-R,
?_R4 0 * 2 ,‘ Ts R, CI) Rio
R, R 0N\ <
R—== 42—0 / \\FF‘—%;NC )K'X R="11°"_ | NTA R
1 o=/ Rio Ry, R, Rg Ry R,, O’<
R3 Re Re e la 0
Vil Y B E
A
1ﬁ%D S %G
Y
-R
O-R, .
R R. R o Ry
R, R; R, 0 IX 2 7N\ 57
R : O”J\/)'_\\—‘—%HJWH R/lLRH R——= ]»o- ﬁi—.»OH
R, ==/ R Rq 1 » Ry Rs Ry Ry
VI THEF b
| .
1%%c ¥ B H
\
O-R, O-R,
RgR, O R R. R 0O R
_ AN = : s N7 [ 10
HO—__, N R—=—f-0~ u4—<o
Rs Re Vi R, Rs Rs
Ic
’ TR
Y
O-R,
R, \ R;,R, O R,
Rr——_——‘»o / NJ\——(
_ H I
Ry 6 Mg N-OR,,
d
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FEBC: AP R,R, R, A Ry e X I P EXLH X VIWEGHAELFR,R,
FoRA YR E 1 PEXAKX VIS (LBE DALRL 1 TEB
ME &4 TREAR.

FED: AP R,R, Ry, Ry Re, R, Refr Re e X, I P 2 X85 X, VII 4L &4
A Cimtg%4T (D. Seebach, G. Adam, T. Gees, M. Schiess, V.
Weigang, Chem. Ber. 1988, 121, 507)#&BLK A H F

Ri, Roy Rs, Ry R, R, ReAp Re o X I P 2 X6 X VITI AL,

F B E: Ry, Ry, Ry, Ry Rs, R, Re e Ree X, T 7 52 UG X VIIT 6955 S AL
EEXFRAR WX I FEXAX IXHBRXFEAL P R Z AL
Bo k49 % 8 Ro—COOH (BT Z8) ALETRAE, Bh ¢

Ri, Rs, Ry, Ri, Rs, Rey Rey Ry R R X I P& MK Ta 6§ 0-Bt Kk -a-
#FH B (=44 Passerini B & (a three—component Passerini
Reaction) , J. March, {(&HFAMAFY Advanced Organic
Chemistry, 4th ed., Wiley, 1992, p. 980).

A, BF R, Ry Ry, Ry, R, Rey Re e Redm X T P 89 X VI 855+
S EXIXHBRIBFEYSAKFELT, £ 846854 (Chen. Ber.
1988, 121, 507:0. Ort % (K% #F)» Pesticide Sci. 1997, 50,
331) TR K, 4 H X Ib #) a-F A BEE (X F R, Ry, Ry, Ry, Rs, Rs, Ry, Rss
Rofe Ry B A4 EZ L&),

FHEF: AP R,R, Ry, Ry, Re, R, Re A Ry 2o X, T P LXK VII LS
A—#ALEFRY Bl b)) PR (B =CR)RE, EF ¥, L
FEraFi TR —F R E AL T RAFR XTI TE
Xty X IX R B AE Csm by o4 F & 22 (WO 96/17840), & X Ib #)
a-#Z A B, £ F R, R, Ry, Ry, Rs, Re, Riy R, R Ry X, I 952 3L

J B G: HEF R, Ry, R, Ry, Rs, Re, Rr, R, Rio, R Ris e LR L H X Ta
0 0-Bh-a-BEABBEEZELHAHT (J. March, (HFAALE)
Advanced Organic Chemistry, 4th ed., Wiley, 1992) K@EA K F
Ri, Rz, Ry, Ry, Rs, R, Ri, Rey R Ry X, I P XX Ib 6§ a-F A B
iz

22
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BB H: £ R, Ry Ry, RiyRs, R, R, R, RioFe Ryyde X, I L #5X Ib
o4 8 i A AR, Fl dedt 3k St B 4ed . DMSO-3E KA (T. T.
Tidwell, €AMME ALY Org. React., 1990, 39, 297-572). &H
Ak R, —3R A LI (dioxirane) . FEEA ; R AHEAALH, #] doid
. kEEE. SBELEEMLY Hd Cr. Mn. Ru. Re. O0s).
AHEBRA. THMBRA. EREALL,

X Ib bt 5 BACH 69 BB T A #30 £ VR HER, = THE, =K

T, KIME, flo@ @, AELRAY T, EAREARALET, 24
AREHBAET, T-80C £+150C #i2 & T #47.
B T E % R, Ry, Ry, Ry, Rs, Re, Rr, Re A7 Ry o X, T 2 X6 X T L4
W EF Rode b & L Ro-0-NL, EZ 54T (B4 J. March,
(HFAMAFEY Advanced Organic Chemistry, 4th ed., Wiley,
1992) B ki, &t 9 Ry, Ry, Ry, Ry, Rs, Re, Rey Rs, Ruo 7 Ripde B € SUEG X
Id 4%, mB, % R, &AHE, X IdREHTAALF Ro EEX
(HE4h) 65 Ro-LG (LG A& & F &, #1832 C1. Br. O-FR#BLA, 0-
WAEBER), ERAELET, EVBREMF,-20C £+160C o5 E T K
1.

B4k 3:
HEX Tetbs:

23
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o CH,
CH R,
R1o‘—$ro ’ Q= —o—-l—::—R1
R3
0 IX
YHRK| R, L/ 5%
-100- +50°C
Y B L
R, R, o
CH Ry,
O~ N-H
F&wﬂmnmc
%M l K
o Q
11
R—Agf RO
10 OH
I 5 TRA(RERELD

FHR K AR IXGEBE AL &R EBRMBEALT (I EP-A-
071568) 4% 4 4% 2]) L& A #de =5t A AR R ALAZ (LDA) At A AL A Ru-L
AR IE C4m sk (THL 1994, 2891, Rec. Trav. Chim. Pays—Bas, DE
4319887) 4 5,

FHRLAM: AHFG_ERKE X 54E G XI £ 50-200C &g &
The# (F%L), XA ZRRAFELEHRLIE B4 HCL) ¥, X4
HEBHELEHT (ARALAKER, 0-120C ; FHEM KBARKGEL
BRI, REBEL (RERL 1LOTHA. AEAR IDLTABEAK
& Al Ro-MgHal (K F H-W 4= Mg JF44) 5 &£ - BB R 5L KA

( {4 A&) Synthesis 1993, 606).

%
KAF

3

4.
¥ ] iR fe A T W6 LB ® R

\
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-t it
Rw—“—‘ORa' o R,; | COOR;’ [Re =H &4tk |
Xl EA Y XVl
N $ %R 1 H,NOR,, Y HS
° L,0C—Cookik A
Xill
S
4&}\ i AACH R.~—C—COOR.'
\ Ry5 COORy 0 6
R —J—O CH '?“&b%\ XIX TRQ i
10 3 XVI
'S \&
X1V 5 B N $B® U Jf%
% |
2 AL KB B OH BAE A RALH Q
Ris H Rig COOR{ Rys CHCI,
v &gg W x ﬁ;‘% Y
XV
O—.‘RA
R2 RSR7
o N|/OR12 R;—:—IL—O T NH, (illa) "
XV} LI Rw___J_COOH 3 R
(Re=$025) It i 1 B S E AL A
QO m
K llla |
x|?( —-ﬁ-» R16——U—COOH . =
(Ry=tiik) & i it B R EAL A
N o llla "
?<x_ — Rys COOH - — -
(Ry=$2) - i 3T B R K B
TRA

HHO: GENBEBREITAEY XTI ERA-FA B/ -ARLY
(MMTS) fe A 42 F BRL, 2 3 6 o B4R 5T vA 3k 846 (NaT0,) A B L 5L

RFIRE, BH Tk CHHFRED J. Med. Chem. 28, 1896 Ff
#® AT A 5 R BB XVITL.

THP, T Q: KTLMITAY XIVR AL TES AW XVI A ALH 4
47 Se0, £ Py PLIE il 4o =78 %0, Wb, /£ 20-150°C £4L 4 8 A & BLAT
44 XIX(J. Gen. Org. Chem. USSR, 21, 694(1951)).

J B R: WMAZESTED XIX A B2 BATE B HNOR, £ ¥ I A F IR
TR I(AEL2)#HAAMEGE XVIIL

25
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THES: FRALBEXNVIFTEDREABRRAE AL (AIEE) Org.
Reactions # 7 %, 327(1953) ;Houben Weyl X/1, 911ff:ibid.
X/4, A4FT P& 6 aobk X BRH 54+ T B54L.

F R U: FARBRAT A XIX & AEAH o PO A4 T A HEN
dovg Sk P A AR R, X E KR (-20C £+60T) £ ik w82 (T 55)
RIREER BN T RAMEAAE R BERITES XX, A T RE ket
MG EgBE, XK PRET — 27 FHELHN AHMELSAIrg. Synth.
63, 18(1984) :JACS 109, 5856: C. R. Stephenson, &R AR
4 R.) Advanced Asymm. Synthesis London 1996; M. Hudlicky. €&
AL F P #53iF B ) Reductions in Org. Chemistry, ACS Monogr. 188,
Washington 1996).

o R E &, B XX T vh4e 7 B H AT 3E A 824G (4] 4= DMSO/C1COCOC1
/BB, CEBAFLEY J. An. Chem. Soc. 108, 1035) &4t 4 &R
XIX (%54 2), (M. Hudlicky.  AAALF F ey A ALY Oxidations in
Org. Chemistry, ACS Monogr. 186, Washington 1990).

THV: FESTAY XIT] B A Lewis &, #lde AICL LT, £HERE
B — R ERCS, P AEBREEFT AW LOC-COORKE (EPLEATH
FRERFERIEAL) AWM BAIRALZR XIX((EHHULFER
&Y J. Med. Chem. 28, 1896).

VB W: B XVilid5aes R Ay (Bl KCN) £ 58 S.44 (NalSO0,)
HET, EHBEENMwRPR R X Fi@TE ZRAAREARE Lewis
B UnL)AETRAREmBALAMEGREE, AL = RASR
KB R EAMB I EBRAKER T KM, o CANERY B, RV
#%, (Org. Synth. Coll. V%), 437 (1973) FFik.

TEX: FRACBER XNV BLEIRAETEY, bl = (ZFL) T4
}"%mx\ﬂ%%ﬁt’;%%ﬂ‘i’ BRI =R RALE (DA AET,
A-90C £2+50CHBE T, 4 €4 & #&4Z) Synth. Comm. 18, 2141
(1988) Ak B E i # 3 4L,

TEY: —SARKXTEXVII Amt B A ALY (NaOH) £ K F 4= EP-
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A-071568 Ff & &b 52,

FBA: AF ROEABEA LS FRK XVIII. XIXA XX TLA 1.0
2153 REBARMNMKERKE, LS BEIRW A KRS

Yrp K, oA e B (11, I, II°7°), B I, 1D, I17°%
TE54E8E I1la RE, KAK I, D7, 177, RETIAEE
FEBORRX =) BAET, EHEERN T #AT, XA L ELEK
A (Bl — R THEE P e, BRA R FEF=-1-AEK-= (=
VKRR B BB R 3 (BOP) £ W F, S s (RUk) &

AT, 3 M. Bodansky, (A& R B Principles of Peptide

Synthesis; M. Bodansky, (A& m £ Practice of Peptide

Synthesis, Springer-Verlag Berlin 1994 &% ik AEASE (wF
AL 1)) .

EdROAREATAG T RAAXVIII. XIXA XX TLEEL K 1A,
AEREREA LB EERNGALET, £ 70-240C 43 WO 94/29267 K
¥ % 5:

B a4k XXT feitt — % 1L
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Ar—B(OR"),  xxiil
™ — AT‘@"MT
‘@x HALH), i b5 X

X XX v ¥4

XXl

%A
5 R Q NH, THA

o
N
" la- 1d i M@Q

X If
T = COOH (347 £ 4)
M = CO,CH(OH),C=NOR;:
X;=CLBr,1,0SO- 8 K32k R
R7=£5 A GE 0 L ) R ,—%*vo—— =Q
R 2

FH 7 BABEEEX BB AD XXIT 38 Suzuki-& 5 F A MEL
K-8 XXIIT £ (BRE BB 3. Bk 5 (Hl4= CsF) . &E: (T
K = & B R Buchwalds Btk (- — RO A BARE-2-X)-= 7
) Fo e AL H (40 4o PAP (Ph),. Pd(0Ac).. (PPh),PdCL)#AET
EVEEFMCE., PX. . —"8K. K. BHEE)+FTF 0-150C X
XAB B, & h B AT A W XXI( (4 Ai845)» Synth. Comm. 11, 513
(1981) ; Acta Chem. Scand. 47, 221; €45 3F#)» Chem. Rev. 95,
2457; (3 ) Heterocycles 34, 1395).

FTEA: FEERBITEY XTI XRG4 ¥ B AME (ABL 1) Bt
H If. XXII AHBEALL E R & F W Ta-1f.

NI HAELTETARRUXEK, FLAEANEG X HKAEY
W, AT T AR TR o e 77 WM A T R RARE 403K, A T B % XK
el KX IS RINERRETEAAEHGIR
AHER, AERZAREN, M AE#EEDRIFHGE S,

BAEH, RCEAA, XN TGV ERLEGAHED R RERKE
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Y AARAEFOBALARFGFEE. CMNBAEFTAHNABF AR
BWR, FTRATREPHSMED. X ISP REWAREXELHA
RS XX EEBGEIHS (R, 6,71, %, 5%, 1K) LAAGHY
FBWEEEY, A EERKREGHED RS LARYP AR, bl
#ARAH.

X IS IEPNAARNGFEEFoE Fehik), =
FEHRA Wl oA B) T EHARAW O REFEERE) AL
RAPERN Bl oL aERE BEE RBREEFEEER) AR €K
mAGEEBRRELAGASHTREDEFER. X IEHE
THABFANR THRPHFT (RE. ZE 2 FPHEHIELRCELR
Bk, b ELETAEGAD RRELA.

AKXPUFEOLEX I ABEFEERLSGEAY, LEZHEY-
B BaH, Fo AR L Ao R K AR 6 F 3R

B, AL QIR BEAYGHE, LT ERRSHYHRE —H
REHAIAEAGH RSB RARAS, LOELFHEBGF &, KF ik
HHFEZERAX IGHREHIHGAEY.

AXALXPERARKYY G EED O, b, THHDE XB5X
Mk, Kk, Bk, %L, %, 2k, §FPALE) # X GIHEH
EAAAE) AR, BRAERGER A F 08, 5, B8, F5, K
E#ZE). e RHW (EE, M Re, %E, Ka);aaEd GhE, F
¥ OBRF MM, QB T, BREBHEY, TTE, L) HFHAG
B3N, BN)  H 4 (AR AG, AR, KR, TR A B KR (IF,
A, WA BT EEGER BE,FF U, BT, BE ER,
LA SR B (BE, AHE, BR) iR, BR, o, HE,
KoM, BHIE, aL, AERRARKRGHD, AR THS.

XIS —BABSWATHIAER, FTELECEFRERS RN
FARA A THAEEGRRIAY. QLT ERRS TIAZEH,
WAL CHARD A RGFR. T 2L A L F MR 3 &
FEM, FEAN, FEMN, FK N, FHRASD A X IUHZF H SR
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W, RER, TERXEHEA, ABEFRNIAECFATHNEmLE
ARG A G F MmN —RER.

RNINEHTALEAECFAEMNRELS, E—SHATALEERR
2| 0 T ) 3 BUE M

Re AR AL E A, KRR =B, AR, ¥R TR
e, Mk B2 LB, A (epoxiconazole) , fiEnk, RAakrd #
By, CRk B, A E ek, vk, AP, KRB, w9 BB, R, T
e, A, BBIEE, KA, MR, BT, kSR, ok A, ek R
AWER KA TRT L LRERE, AREREXAEER
Bf, 2-RAE R LERABE, — PSR R LEE; Dk L4+ =31
Dok, R, TR Dok, #YEX K (spiroxamin) H+ =Z"Dvk: Xk
KER R E e, R EE e % R SRR H I X
ABBELERR, RBFL, THER, RFYPEL, w8 BER"EE R K
KX XBR, SR, AR, ZRIIEEE, BB EEEPT
BA, AEA, FHE M (iprodine) , PHEA, BEARNTHAEA; &
Bl X B 45 X, Wok BUiG, ABbRE, R4EHE, AL E4F R Bk Bh B,
MRE A XN F LR, $ R E R MM F B ;strobilurine 4o & &
( azoxystrbin) , B B B ( kresoxim—methyl ) , X & ¥ & k&
(metominostrobin) , SSF-129, 2-[(2-Z g ¥k ) -6-A AL ¥
A]-3-PTREARHEBRTFTEX2-[a{l@ FA-3-ZRAFTAFL BEA]
AR -AF-FRA]CEEB-F B -0-F A8 (trifloxystrobin) ; =%k
RAE‘K TR I £ 8, REAGH, RAL, REAK, AAH, BEX, K
RFIMEF N-RRTEA-—EREEE&EE T, LA, ERAH
B, RAAHEA, RAFRTRABRE, RSPk R %%k, L8448,
IR, BLEAR, B, RAEAERA A XS IT AW o 805 &
(dinocap) XBAHAE  ANKRITEAD LB ES FHESA SRR, &
EX, WHABHERXTAIES Lt MM acibenzolar-S-
methyl, ¥ X, XK E &, XK¥%&, SETR, 7 875, FHRA, —45R,
RE R, A, CER, RS, —AER LR, T4 AR
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( famoxadone ) , fenamidone, = X 4}, S HAF, R K, 5 &
B, fenhexanid, Z LB 4R, "SRR, AT £, %04, KK, 9 &
KB, SHREFA HREAEE FER, B8, AR, 28AMELX &,
kekvk, Z K AR, AREE, (S)-5-FHhA-2-FrL-5-K%-3-
XA RHK-3, 5-— A k-4-8 (RPA 407213), 3,5-=HK-N-(3-%K-1-
LHA-1-FR-2-BRFRA)-4-F X F 8k (RH-7281) , N-H i & -
4,5-=F -2 = F P &bt Koy —3- F BB (MON 65500), 4-K—4-
F AN, N-= P 55— K sk b -1 -2 B e (IKF-916), N- (1-8%&
-1,2- = ¥ A A/ A )2-2,4- = & K A XL ) & B B (AC
382042), iprovalicarb (SZX 722).

SEA BRI R @GERR TAZEEIERK SFELFHTHA
mIERPEGHTR, Bl RRRXFET R, B/, 55, BRAN, &
S, M, R A e, XK H AR B A H 4 WO 95/30651
e

ERAXINEH, RS2~ FHEAEMSHHRBAGH L
kT ERXEAITY T (P@ER), AR EER ZRETHIE
BmBREREG AR, X I/ASYET @ R E RS 6 R AR

MZesEiddAAKRAANFELORTER THEERK).

XIS HTAEE, REALEF A THANBEAGH N —RIE
A, A, R s XAF R e TEH R, Bl e s, THREGHA,
T HBEE B R THBFGER, HILA, TEEDN, TEERN, 7,
BEN, PRELTHALRESH THKERN. RELEGHGBER, &R
Tk, R, BE, R, B, RE AR ARENELIGBENFL
LRk,

AR B2 — AN (ha)lg £ 2kg FH&S (a. i), ik
10g % 1kg a.i/ha, # %) & 25g £ 750g a. i/ha. % MAEHFME, A
Ay EAF kg #-F 0.001 £ 1. 0g FH RS

AAX T (ERARSY), wREE, & 04 B KRR H 6
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ME, pasY, HANRREPACIF XH &, Hlie, BidHRAP
/A EERS 5HA, HleE . BAREK, AR, WoRX4E, £GF
P (& ERER) — R BB,

FRATHAEBRAGEBERENZRAARBEAAR Coty, RET
AKX B ALK F K F],

REGEAESH—HZ A5 0.01 £99%F %, KL 0.1 F95%FTHXI
L4-H,99.99 £ 1%E 2,44 99.9 £ 5%F 26 B AKX BRAB A, # 0
E25%FE, 4% 0.1 £ 2% FETHR@ERAN.

7 ok A B R %, AR — A A AR AL

WEHETALESEECRE, RBER, HiaH, BERATH, o
F AR, ARREH I A TEIAFZRXRGELCEFRRS.

T3 FEZaEFFFHP EL LY, EREEMEX LBRHALEEH. &
EOEKES S, PhRERE,

& Lap .
ZaP El: 2-(3,4- =R -FKIHK)-2-Z KX -N-[2-G-FHHK-4-57-2-
rAA-FER)-THAI LB E

S_o ) 0o i

NN N
N
H
OH

H,C—0

G4 R-RXR) X TH (Bg). 4-C-RATH)-2-FAE
AHEGKEQ A CE SRR (Tnl) £ =P X P B (60nl) F
Rt d — R mARF k- 1-RAE = (CFEERR)HESRBE
g3k (6g). RAOVATETHEH I . KEMAK@OOL). #HR
SR LB TE (2> 400ml) I, A HEK (2% 200ml) 2k, KEAH
W, B TRIFAKL. 736 2-G,4-=8-%L)2-FHK-N-
[2-(4-R-3-FREAFXK) A oA HREEEEN (LB
LB/ TH 2:1) 84t ; 4 A k.

2~ (3, 4~ = F-FHK)-2-F£ A -N-[2-(4-B A -3-FEL-X1)-¢C
K1 8K, HeRmEE (0. 5nl) Fo K B2 4F (1. 5g) E—F R T 05 %4H
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A+80CHH 3 o, REA4V#HAFELRIFMAK(150n]). BEYH
A LB LE (2> 200m]) %3, 5F A oK (100ml) 26 %. KEAIE, B
BMETRIFAL. F262-B,4=R-KXK)2-#X-N-[2-3-FT&
A-4-F7-2-EA-FR)-2Ah kR R BKEEN (TRT

/T 2:1) 4h4L; F A K.
Wbl Bl 95 A RKFELEL PRI EGLEDY.

% El1:
CH,0 N)JH/R”’
H
OH
No. Ry Rio LR &
E1.01 |H 3, 4-C1,-Ph R
EL.02 | CHs 3, 4-Cl1,-Ph AR
E1.03 |4-Cl-Ph 3, 4-C1,-Ph ik
[[1.04 H 4-F-Ph Wik
E1.05 |H 4-C1-Ph iR 4
E1.06 |H 4-Br-Ph ik
E1.07 |H 4-H,CO-Ph Wik 4
E1.08 |H 4-H;C-Ph AR
E1.09 |4-Cl-Ph 4-H,C-Ph mp. 111-112
El.10 |H 3, 4-F,~Ph sk
El.11 |H 3-H,C0-4- (HC=C-CH;—0-) -Ph | i ik4h
El.12 |H 3, 4- (H;,C0) ;~Ph sk 4
EL. 13 |1 m p. 116-117
El.14 |H \©:o> R B
@]
El.15 |H /[O_\LCHS R
El.16 |H /@CH3 ik
EL. 17 | GHi-i 4-F-Ph
EL.18 | GH:-i 4-C1-Ph
E1.19 |H 4-C1-2-NO,~Ph mRY
Et.20 |H 4-CH,-4-NO,~Ph bR
El.21 |H 4-C;Hs—Ph iR
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El.22 |H 4-C3H;—n—-Ph R4
E1.23 |H \(:O Wik 4
El. 24 H ‘CO ik 4
E1.25 | H 4-CyH,—i—-Ph R4
El.26 |H 4-H,CS-Ph AR
El.27 | Gl 4-F-Ph R4
EL. 28 | Cls _@_@ R
N\ /

ELl.29 | CH;s 4-C,Hs—Ph R4
E1.30 |H 4-CF;-Ph K
El.31 | CHs 4-C1-Ph K
E1.32 | CHs 4-Br-Ph R
E1.33 | CH, 4-H,C-Ph B g K
El.34 | CH, 4-H,CO-Ph B g AR
E1.35 | CHs 3, 4-F,~Ph i AK 4
EL.36 | CH, 3, 4-Cl,-Ph 3k 4
E1.37 | CH, 3, 4- (H;C0) .~Ph B K
ELl.38 | CHs IR
E1.39 |CH, 4-CFs—Ph i 3k 4
E1.40 | CoHs 4-C1-Ph W AR 4
El.41 | CHs 4-Br-Ph K4
ELl.42 | CHs 4-H,C-Ph m. p. 101-103
E1.43 | CHs 4-H,CO-Ph R 4
El.44 | CHs 3, 4-TF,—Ph M AR 4
£1.45 | Culls 3, 4- (H;C0) ,~Ph w3k 4
£1.46 | CoHs 4-CF;~Ph i 4k 4
C1.47 | Colls AR
£1.48 | CHi—n 4-C1-Ph w3k 4
E1.49 | Cli-n 4-Br-Ph bR
E1.50 | CsHi—n 4-H,C-Ph R
E1.51 | Gli—n 4-H;CO-Ph ik
E1.52 | GHi—n 3, 4-F,—Ph R 4
EL.53 | Gl-n 3,4-Cl,-Ph R4
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El. b4 C:H:—n 3, 4_‘(H3C0)2"Ph m. p. 95-97
El. 55 CsHi—n m. p. 83-85
E1.56 CsH.—n 4-CF,-Ph ik
E1.57 |H ¥ 48 iK%
E1.58 | H CI m.p. 101-103
E1.59 |H m. p. 92-94
CH,
E1.60 |H CF3 m. p. 1,07—109
El.61 |H m.p. 95-97
Br
OCF,
El.63 |1 CHa
H,C CH,
F
E1.65 |H
Cl
Cl
El.66 H O'CHa
E1.67 | CeHs
E1.68 | Cals c|
E1.69 | CoHs CH3
EL.70 | CiHs CF3
EL71 | CoHs Br
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EL72 |H Br

Eal:
b R10
CH,0 H/LK(
OH
No. R, Rio CE R &
Eal.01 |H 4-C1-Ph k4 (GEsteki
#IR 1)
Eal.02 |H 4-C1-Ph kY (G ekt
HK 2)

FHHl E2: 2-(3, 4-=H %K) -2- T RERE-N-[2-3-F RA-4-
A2~ B AR K)-TR] LA
:—Lo

Cl
j@\/\ 0 //\[/
-
H,C -0

H | Cl
N““WOCH3
£ 1.30g (3. 20mmol) 2- (3, 4~ =& ~FK K ) -N-[2- (3-F &K -4-&
- R A -ER)-ZH]-2-ARLEEE 7. Onl LEMHER T A
0. 52m1 W&o (0. 64mmol) #» 0. 33g (3. 98mmol) O-F R £ KR . &
BAAB0C ik 4 Bf, AKBEMNE, ZAWHATHREEN, &8 2-
(3, 4-—F R X)-2-FREHRL-N-[2-(B-FAHA-4-FH-2-t A k-
¥HK)-HA]TEEG & B4k (n.p. 107-108T)

S E3: 2-(3, 4-— R K HL)-N-[2-(B-F AL -4-K2-H AKX
R)eh]-2-8RK T

/ - \
HC © A C
H,C.o N ="
o)
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FAE-63T,15 54 A, £ B K (9. Ommol) £ 8ml —RK PP ayE
& P A 0.84ml DMSO(12.Ommol) £ 4m]l —K P PHEZR. £ 10
24 AmA 2.6g(6. Onmol) 2-(3,4-=K-FKXHK)-2-FE-N-[2-(3-
FERA-4-F-2- BB A-FR) LR LBk 300l —KF T eE
#. —65C 10 48/, &£ 15 94 A mA 3. 2ml (24. Ommol) = T FE
Sml — R FhVeiEk. EZRAHYEETHEL 15 045, REEMA
6.0ml KAM, FHELBREZEER, FER AR EAT (20%). ERA
W (e Ae) o SALH (Bade) ik k. RERG, RAeHIATRE EH (T
B LBS 25, TR 75), &k 2- (3, 4-—f-F ) -N-[2- B-F R A -4- X
- B E-ER)-THE]-2-ENR-TBERE.
'H-NMR (300 MHz, CDCl,): 1.15 (t, 3 H, CH,CHy), 2.22 (m, 2 H,
CH.CH,), 2.87 (t, 2H, CH.CH,), 3.64 (t, 2H, CH.CH,), 3.88 (s,
3H, OCH,), 4.72 (m, 2 H, OCH,), 6.77 (m, 2H, CH¥#&.), 6.99
(d, 1H, CH3#4&), 7.16 (t, 1H, NH), 7.57 (d, 8.22, m) #= 8.49
(m, 3 H, CH 4.).

L) B4: 2- (A-AFEFE-4-K)-N-[2-(3-FaAK-4-F-2-# A K-
R TK] —2—’;‘145 7B

T\

HaC -0 S \/\” I S / N\
)

% 652mg 2- (4G K -4-R)-2-BMK B, 1.5g LA-F AL
BieAn 1.25g R F=w-1-R A% -= (CFARL)H <AL (BOP)
£ 15m]l PR PEETORGPE OOCEAHEH IR, REHRAALR
SH M LB GESHE, AKf Kbk, ABRATE, KA @ HPLC
(Lichrospere Si—-60/Z. 8 LB-T.5%) 4idb, A EH 2-(@-RHK
¥-4-%)-N-[2-(3-FERE-4-Fm-2-RAA-FEX)-THA]I2-AKT
Btc, m.p. 122-124T.

ML B2, ES A B4 95 kKRG ALK E2 ¢ ehibo-
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:ﬁ E2:
I
H,CO ”/U\H/R“’
X
No. R X Rio LR &
E2.01 H 0 3,4-Cl,-Ph m. p. 90-91
E2.02 CHs 0 3,4-C1,-Ph m. p. 94-95
E2.03 CzHs N-OCH; |3, 4-Cl,~Ph m.p. 107-108
E2. 04 4-C1-Ph |0 3, 4-C1,-Ph m. p. 142-143
£2.05 H 0 4-F-Ph iKY
E2.06 H 0 4-C1-Ph m. p. 85-86
E2.07 H N-OCH; | 4-Cl-Ph m. p. 102-103
E2. 08 H 0 4-Br-Ph m. p. 100-101
E2.09 H 0 4-11,C~Ph m. p. 80-81
£2.10 H N-OCH; | 4-1,C-Ph mAKY
E2.11 4-C1-Ph 4-H,C-Ph m. p. 128-129
£2.12 H 0 3, 4-F,-Ph m. p. 62-63
E2.13 H 0 3-H,C0-4- (HC=C~CH,—0-) -Ph | m. p. 86-87
E2.14 H 0 3, 4- (H:C0) .~Ph m. p. 93-94
E2. 15 H 0 WKW
E2. 16 H 0 o m. p. 83-84
AW
E2.17 H N-OH 4-C1-2-N0,—Ph m. p. 131-132
(3F * B JE- #3145 A)
£2.18 H N-OH 4-C1-2-N0,—-Ph p R
(3F *f k544K B)
£2. 19 it N-OH 4-CH;—2-N0,~Ph m. p. 144-145
£2. 20 H 0 4-C1-2-N0;~Ph R
E2.21 H 0 4-CH;—2-N0,-Ph R
E2. 22 H 0 4-C,H;-Ph R
E2. 23 N-0CHs | 4-C.Hs—Ph 3k
E2.24 H 0 \@O AR
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E2. 25 H N-OCH, \C(j m.p. 41

E2. 26 N-OCH; |3,4-Cl,~Ph R4

E2. 27 N—OCH, c:| m.p. 141-143
E2. 28 H 0 C| m. p. 122-124
E2.29 H 0 CH3 m. p. 126-128
E2. 30 H N-0CH, CH3 m. p. 139-141
E2. 31 H N-OCH, ca m. p. 128-130
E2. 32 H N-OCH;,

£2.33 H 0 Br m.p. 149-151
E2.34 H N-0CH, Br m.p. 151-153
E2. 35 H 0

E2. 36 C.Hs N-OCHs o

£2.37 C.Hs 0 C|

£2. 38 C.Hs 0 CH3

£2. 39 C.Hs N—-OCHs CH3

E2. 40 CaHs N-OCH; oF,

£2.41 C.Hs N-OCH,

£2.42 C.Hs 0 Br WK

E2. 43 C.Hs N-OCH, Br

w
©
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E2. 44 C.Hs 0
E2. 45 CH, N-OCH, Br

64 B5: 2- (3, 4- =R -FK) -2-F K -N-[2- 3-F &R -4-%-2-
pe B - -T R TR

H,C o %\I mcn
Hc-07 X N cl
¥ 3.4g(13. Ommol) N-[2-(3-FHRA-4-K-2-%)BEA-XHK)-&
AP B KA 4. 30l (32mmol) = THHE T 130l =R Fi. A+5CThA
£ 9nl R FE P 1.4g(4. Tomol) = (R FR) BB E (Z14).
REMAEISCHF 4 I, RELHE-T8C. A 1.43ml (13. Ommol)
TiCl 4 20m] — A FR & GEEF B REWAE-MAOCEH 2 1o #E o
2.5¢(12.9mmo1) 3, - — AKX FRE Tnl —RKFRFPHER, REWE
Tl THEW L7 Do, BAH A Tol 5N EBRAKM, £ FEEH 30 54,
FRKE, AEKG, BaHiThd BW (LR LE 6, T 4), 3]
2-B, 4= R -FHL)-2- X N-[2-G-F R A 4-K-2- % &H{-X
R) - A UBEE.
'H-NMR (300 MHz, CDCls): 1.15 (t, 3 H, CH.CHs), 2.22 (m, 2 H,
CH,CHi;), 2.75 (¢, 2H, CH.CH,), 3.51 (m, 2 H, CH,.CH)), 3.69 (d,
2 H, OH), 3.83 (s, 3 H, OCH:), 4.74 (m, 2 H, OCH2), 4.96 (d,
1 H, CHOH), 6.27 (t, 1 H, NH), 6.58 (m, 1 H), 6.68 (m, 1H),
6.92 (d, 1 H), 7.19 (d, 1 H), 7.42 (d, 1 H) # 7.49 (m, 1 H,
CH Z74&.).

T3P B6: 2- (- Z A-BKE-4-K)-2-FA-N-[2- (3-FAKL-4-&
2B RA-ER)-TA]- LR
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:_—_\

o
H3C\O©\/\
a) 4-(4-ZRFA)RXLTE
@)

ERART, $#3.44g 4-B2 X L8, 4.94g 4-=FAME. 7.88g
AACE. 80mg BE B 4 (- TR -BABRX-2-X)— Pk
(Buchwalds Bfk) £ 100m]l =S8 v B R Mm#K, YEABEDRE,
BFRIEE Hyflo, BB AR, FAd BEIAK (TR-CRLE) R
At 155 4- (- /TP HR-ERX)XTEH, X% EBFK, n.p. 114-116
c.

b) 2—(4’~3ﬂ‘f’£—$é%—4—§) -2-ARK L&

H
OH

3. 96g4- (- P R-%K) % LM 3. 9g = FALFEE 21nl
W P RS WA 1056C ik, BRETRE, FREHERL, BTT
5, A INHEAALMRIL, SFALEERE. KER INSERBAFAZ
FATRER, FREMEKRLE, RBEATER. ALAF3 2-(¢-=Z 7
FHh-BE-4-%)-2-AKT&,n.p. 155C ().
c) 2-(W-ZRFA-KE-4-K)-2-FL L&
HO il <:—J\/:>‘CF3
H1.47g2-(A-ZRPAFEX-4-1)-2-8K LB 20n]l W A%
WP ERAEERT A 160ng 2448 (IV) B EEAL, A EAAERK
Tk FRERAOMTEFAL 28 2-(W-ZRFPRBEX4-38)-2-
#H B, np 185-187TC.
d) 4 662mg N-(2-(3-F AKX 4-F2-pfA-F) emin s
35m] NN-— PR FPEEEF 1.5l N-ZEA - amtmagiidieh
A 740mg 2-(A’'-Z R FABEE-4-HK)-2-F A &M 1. 25g X f =%
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-1-RER = (CTERR)FARFRE. AR EFRE 20CHFT
R, ALBRLEHZ, RAPE Rk ABATHR. FEREKL 54
EAWETEN (R CR-CBRLE) %L, FRMEH 2-(¢-=
FPR-BEFE-4-H)-2-FH-N-[2-3-F AKX -4-F-2-BEHA-X
A)-C R TEE, n.p. 107-109TC.

ey L5 E5 F= E6 095 2GR £ K ES F3l i ahiL64.

iEB:
)]\(Rm
R,O N
H
OH
No. R. Rq Rio Vg &
E3.01 H HC=C-CH, 4-C1-Ph s R4
£3.02 H HC=C-CH, 4-Br-Ph B ]
E3.03 |H CH, CFa m.p. 107-
109

ZA4) BT: N-[2- (3-F RA-4-K-2-t A A -KK) - A ToLk

H,C-O H)k
¥ 41ml 30%65 F Bi4A 60 WA A & A E] 31. 5g(180mmol) N-[2-
(4-FHh-3-FHRIL-FA)-THA] PE A A 880m] FEETHERT.
A 48. 1g (184mmol) W X -4-85 B R —2- K B, REP A 4 Do, %
KE, ReMETLRUE, FRKkEk. KXE, RAe W3 AT R EN,
FAECRTES, B8 N-[2-G-FTARA-4-R-2-%A&X-FE)-THK]
¥ B R
'"H-NMR (300 MHz, CDCl;): 1.14 (t, 3 H, CH.CH;), 2.22 (m, 2 H,
CH,CH,), 2.81 (t, 2 H, CH,CH,), 3.48 #= 3.57 (2 q (17:83), 2H,
CH,CH,), 3.88 (s, 3 H, OCH,), 4.70 (m, 2 H, OCH,), 5.58 (b, 1

H
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H, NH), 6.73 (m, 2 H, ¥7%.), 6.98 (m, 1 H, *%&.), 8.14 (s,
1 H, CHO).

%] E8: 2-(4- K ) 2-PHAFEBAKL-N-[2-(3-FAK-4-7-
- B E-FR) -2 A] sk

\\\/O 0 Br
H3C~O]©\/\ @

N
H o__o

X on

0" O

Boo-(A-ER)-2-FA-N-[2-(3-F A A -4-H-2- A A%
F)-TH]TBE (0. 7Tg, 1. 6mmol) £ 30ml — R PR PHERLMA
ot (0. 3g, 3. 8mmol). ERESHHALHE OCHMARARTETE
(0.2g, 1.6mmol). £R T 3IHE, AERLEMN, RehE5TE—R
HEKR =k, FANKAYEAERKEEN (LE 60, T 40), &1 2-
(4= %K) 2- PR FBAA-N-[2-(3-FTARE4-"-2-HFHE-XK)
L] LB E:.
'H-NMR (300 MHz, CDC1,) : 2. 31 (t, 1H, C=CH), 2.59 (m, 2H, CH,CH,),
3.35 (m, 2H, CH,CH,), 3.62 (s, 3H, OCHs;), 3.70 (s, 3H, OCH,),
4.54 (s, 2H, OCH.C=C), 5.85 (s, 1H, CHC=0), 6.13 (t, 1H, NH),
6.47 (m, 2H, CH ¥ #4.), 6.73 (d, 1H, CH F7&.), 7.03 (d, 2H,
CH ¥4.), 7.28 (d, 2H, CH ¥#&.).

AIE FHaP B8 M A R AL L PR LG,

% E4:
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No. R: Rio Ris Py 20 g
E4.01 |H 4-Br-Ph CO.CH, R4
E4.02 |H 4-C1-Ph CH, R
E4.03 |H 4-C1-Ph CH.CH; kP
E4.04 |H 4-C1-Ph CO,CH; m. p. 52
E4.05 |H 4-C1-Ph C0,CH,CH, m. p. 49
E4.06 |H 4-C1-Ph CH,C0,CH, WKk
E4.07 |H 4-C1-Ph Ph m p. 53

FHH E9: 2-(1, 1-— PR ZAEKLERNL)-N-{2-[3-FaL-4-(4-&
FRAA-2-LEX)-FA]-THE)-3-FTEATEE

::: O
L H :
HCO NJ\(NYO+CH3
H = O CH,
HCT N

CH,

£ BOC-L-#&% (4.7g). 4-Q-&A-zH)-2-FaAXEm i
#(4.5g) AL —J+ R Ik (6. 58) £E = F A VB (90ml) F 65 it 4&-
P —REmARF -1 R AR = (CFRERR) B ARFERR
(9.8¢). RAWMAEFEREH 4 I . REMAK(400ul). REH A
LB GES (2% 400ml) 3B, SF A A (2% 200m]) 6%, KEAME, F
B(REBAE) AL, BEG2-(1, 1 —FRZABARL) N-[2-(4-
BR--VTERAXR)CA]-S-PRATEHEAIhEAREELEN (LE
LES/TX 2:3) 4l k4.

10 24 RETRAE-15CH 3-4-AEXR) -7 -2-%-1-5
(3.3g) e WX -4-%BE R (3. 7g) T L% (100ml) 89 R 4E- ¥ F 42 fm
AN AR QA4 (2.8g). REBRASWHAE OCHEHF 90 2-4. REMA
K (200ml), B4 A LB (2% 100ml) 3FIK, I A &K (50ml) k. K
EAWE, T FEBRA)IFEAL. FRTER-4-58 3-(4-8XRK)-&
-2-p L Eg.

Fo-(, 1-—FRTCAKKEA)-N-[2-(4-B X -3-FRHIE-XX)
LH]-3-FRATEE (4.0g). TE-4-BEK 3-(4-fEXL)-m-2-% %
B (5. 3g) A= IM W B:44 69 YV 5% (18nl) 55k £ W B2 (100ml) F &5 R4

44
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kel 3 A B, REABEMN. mAK(BOOnl). REVWALRKRL
B (2 x 200m1) F B, 5F /A &K (100ml) k. K EAME, T8 AEéE)
FERK. FHG2-(, - FRLAEELKE)-N-{2-[3-F Ak -4-
-2 X ER-2-BAR) XA CA)--FATHREAL R KA
EM(LBRLE/THR 1:1) %48 (LERLE/THK), n. p.
141-142°7C.

A3 LB B9 677 A 5| & ES P3| b e54L 6.

fi Eb5:
R
v &GN
H
N (O
ooy o,
R, ©O

No. Rl R14 R15 %}E&#&
E5.01 | H (S) CsH—1 C:Hr—i m.p. 165-170
E5.02 | H (S) CsHq:i—-i CHo—t m.p. 113-1156
E5. 03 C.Hs (S) C3H1_i CHs—t m. p. 90-109
E5.04 | 4-Cl1-Ph (S) CsHr-1 CiHo—t m. p. 141-142
E5. 05 | 4-F-Ph (S) CsH,-1 CHo—t m.p. 130-133
E5.06 | 4-C1-Ph (R) CsH—1 CsH—1 m.p. 172-175
ES. 07 Csz (R) C3H1_i C3H7“i *ﬁﬁgﬂi%
E5.08 | H (R) CsH,—1 C:H.—1 m.p. 165-166
E5. 09 Csz (S) C3H7_i C3H1_i m. p. 151‘152

%] E10: N-[2-(3,4-—FX-FH)-TH ] PEbk
HO o
HOD\/\QKH
£ 0C, ¥ V& (198ml, 5. 26mol) & 2| 372ml (3. 95mol) T BR &F
. ZRAWESSCHEY 2D, MEFAHNEOC., ARHEEAT A
500ml v9 &=k wh, & mA 50g(0. 26mol) - AR AL, 460
BEERFZRETSCHEIF BIN, £AXEER. BRERGWARAL,
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Bt irdeik EA, 28 N-[2-(8, 44— XA X)) LX) PEL k.
'H-NMR (300 MHz, CDCl.): 2.72 (t, 2H, CH,.CH,), 3.49 (t, 2H,
CH.CH.), 6.67 — 7.20 (m, 3H, CH ¥ #4.), 8.04 (s, 1H, CHO).

34 E11: N-[2-(3,4-M @ -2-% 8L -FA)-s AT V8

o o

PR G PW Y

¥ 120ml 30%F B54A 64 F BRiE& m A 52g (0. 29mol) N-[2-(8, 4-

ZREFR)THE]IPEEY 670m] VEEZF. MmA 73g(0.62m0l)
eFEE, RESWER 4D, RRE, BEWHET LRTLE, AKX
AIFRBRBETR. AR LEN, Rehdd ik Edrshi, &8
N-[2-(3, 4- A -2- e AI-K ) -T K] P B kz.
'H-NMR (300 MHz, CDC1,) : 2. 54 (m, 2H, C=CH), 2. 82 (t, 2H, CH,CH.,),
3.57 (t, 2H, CH.CH.,), 4.78 (m, 4H, CH,C=C), 6.81 (d, 1H, CH ¥

A.), 6.90 (s, 1H, CHX #.), 7.04 (d, 1H, CHZ##.), 8.19 (s,
1H, CHO).

L7 E12: 2- (-8 FEIK)-2-F X -N-[2-(3-F AKX -4-F/F-2- 8Kk
-ER)LHE]-2-F-2-%BE-TBE

ﬁ
(@) _ 2
QP
e \,,,\ANJ—@Q
H  oH

a) 5-(4-8XH)-2,2-—FH-5-5F-2-% K- (1, 3) =& X K-41-F

/ CH
ol O\(,)Lc?-g

(@]
AEERAY, HHETTF-78CH 3.3m1 THALE(.6M TEER) A
0.8m]1 —fF &AL 200l WEK R PHERYE. EHAREEHRHE 30
h\ﬁ’}é‘) ﬁﬂ)\ 1. 13g o~ (4_%4%%) —27 2_;‘17%—(1’ 3)_ ;i)ﬁ%—‘l—
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AL 5ml v Sk PR, FRATHRE L5 I H. REXALREY
A 0.5Tml $e®AE A Snl WAk PRBERAE. E-60Ce4RH
AR, REBRAEM IN L& (pH 6) fedk KA BL L, A LR FIK,

FRGERMBBRATRIFAR. KRB 5-(4-8%XK)-2,2-=F%-5-
-2k -(1,3) — R XAK4-Fd KRB AERATT—¥.

b) 2-(4-F K HK)-2-FHA R-4-H%8

—

COOH

¥ 530mg 5- (A-KEA) -2, 2-— PR 5-F-2-A-(1,3) =&
KIR-4-FA 4 10nl v S kv 5ol FEFHE%RM 20l IN L AALHA
43, I 60C itk 1 B, REFERAI, ARHE, FRA LKL
&, RE¥WKERM IN ARBRAL, FTRLRLEFER, XERARR
T RIFALAE 2-(4-8 XK 2-2 X X438, ZBEHMEHR
Y, ATT—%.
c) ¥ 1.2g 2-(3-FEE4-F-2-ALEXL) Crimi s 50ml
R PR EFRM 1.53nl N-LEA_FARABELE, AFFNE
Bf i m50mg 4-—FHARERTH 1. 2g 2- 4-EE X -2-FHL X -4-
BEA (W EERAFHRIALE AT RTHEHNE) L 1501 —RKF K
PRER., RAERESWAE 20CHHFSTR, REA B AL KK Mk
B R, REABREHA AT RER, FREMNARA TR, LEFX
k. A4 HPLC-E#M (Lichrophere Si-60/T3-LE LES) 43
rEe 2-(4-8ER)-2-F K -N-[2-C-FARE4-F-2-AHK-X
H)-THh]-2-7-2- B B A LB HAHRY.
H-NMR (CDC1;; ppm): 7.48 (d, 2H); 7.30 (d, 2H); 6.99-6.75 (m,
1H + NH) ; 6.75-6.56 (m, 2H); 4.72 (m, 2H); 3.83 (s, 1H); 3.80
(s, 3H); 3.48(m, 2H); 3.05 (AB—q, 2H); 2.75 (t, 2H); 2.52 (m,
1H); 2.05 (m, 2H).

\

Y 5-(4-]FHK)-2,2-=FA-5-F-2-% K- (1, 3) ZRKRK-4-
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5 1.2 %% 2-3-FRA 4 T-2-p8X-FR) i 1.2
%% DBU 1,88 M3 (5.4.0)+ —%&-T-% & 150TC fuik o}, 55|
AR A 2-(4-8EKL)-2-FH-N-[2-3-FAA-4-F-2-% 84
-FRK) L R]-2-A-2-AEA-TEE.

L) E13: 2- (-8 EK)2-F X -N-[2-(B3-F A, -4-F2- &%
) AR B

AEAHIOC)ABHT, 4 11.5g AME TE L 20n]l 28 FHE
CRPRAFTHEGR KRN E R (f 23.9g 4-K-#XF 3g 454
%), AR Rk ABLBREREFR. EREHF 2 PG,
MBI BN kAo 2N AR RSP T RE LR E. ALBFEREFR, B
FRERGE RBATRIAL LENBZ4WERK (T R-LRT
Be) Loigt, 195 2- 4-8EX) 2-2 A RBR LR F EH KD,
'H-NMR (CDCl,: ppm): 7.52 (2, 2H): 7.31 (d, 2H): 4.22 (q);
3.82(s, 1H); 1.77 (s, 3H); 1.29 (t, 3H).

b) 2-(4-FEK)-2-#2AAR

O CH

3

OH
5.72g 2-(4- KX RA)-2-A X BB LE AL 1700l WAL S THE
#%AE 0C A 30.5p] IN A AA4AEE 19m] KPP HERKBE. BRE TR
M, R RS AKHE, MLk, IN B8, FRLRTEX
B, XA SR, ARATRIFEL 75 2-(4-2XK)-2-&
A A,
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'Y-NMR (CDCl;: ppm): 7.61 (2H, d); 7.32 (2H, d); 4.0-6.5 (&
3 OH); 10.7 (5%, COOH).

c) BHT, £ 906mg2-(3-FRA4-T-2-EA-FX) LKER
#fe 2. 7501 N-Z R F @A BWERFRAMAN T52ng 2-(4-KK
R)-2-#A BEA 1.875g Rf=-1-REX-=(CFEERA)HX
RAEBE, FANFZEAEREBHIR, RLBRLEFR, FREMAK
ALK, REBATER, SEFAL. FANBREADETAK (T
LB GE) AL, FE 2-(4-8FEK)2- K -N-[2-(3-FRE-4-&
- G A-KR) TA] AR |

'H-NMR (CDC1,; ppm): 7.42 (d, 2H); 7.28 (d, 2H); 6.90 (d,
1H) 6.66 (s, 1H); 6.55 (dd, 1H), 6.47 (n, %¥, 1H); 4.71 (d,
2H) : 3.81 (s, 3H): 3.48 (g, 2H): 3.24 (s, 1H); 2.72 (4,
2H) ; 2.52 (m, 1H).

THA E14: 2-(3, - fBEX-4-K)-2-AKT®

Cl
2.2g 48 (R -BK B, 3,4-—F KL ME A 440mg 5%Pd/C
A2 2.5ml 2-F Bife 30nl K P&y RAMAESCHRIEIR. REERAN
RO E 40C, H A 30ml 2-FE. K 2N AARAGRED
(70:15:1) & 5, 5 & Hyflo, 5+ A 70ml LEX RSP ik&K 4 K. BR
A OON BB, Bk -7, AYeRAS YA 0CRE., TELSE 2-
(3, 4'-— PR -4-K)-2-AK B EK, n.p. 168-169.5T.

£ TFEXK LA, FHE 1 £ 48 8544, Ph R EFEKL.
¥ 1: X L1REAKAEY

O—CH,

R, R, O R,
H:CHQ-O/\I}an
R, R

Ry (1.1)

H |
\ OH

6
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A FIE R, Rs, Ri, Re e Rie 9843 BT 4 A ¥ 69 &3k,

F2: X L2REGLEY

R5
H,c —==-CH;0—’ =
R

10 (1.2)

J 735 H Ry, Re, Ry, Re e R W9 208 5F B T & A 69 3.

% 3: X IL.3RESGHESY

0—~CH,

H,C-CHy——=

7 0
2

R R
{ N . } Rio (1.3)
R, 0

Rs
CHyO 7 N Jl
Re

3o KB Rs, Ro, Rr, Ro A R 89 48435 55 T & A T 85 8- 3,

#4: X LAREGLLY

H,C Ts Tr ﬁ TH
>—.__—CH2—O 7 N N Ris
_ T H I
HyC R, R

¢ Rg OH

£ P HEHE R, R, Ry, Re Ao R W A B T4 A P o5 534,

(1.4)

x5 X LoREAGESY

0—CH,
HZC—\—_—___
———CH; O 7 N

(1.5)

KA R, R, Re, Re o R 8928482 2 T £ A P 85 5 HE.

%6: X 1.6 RAHLESY

Rs R, O R,
>—=-ctzo— { { N I { Ry (16)
Re R OH
38 KB Rs, Re, Re, Rodbe R 89 48858 B T & A oF 89 53
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(7 XL 7TRANLEY

O—CH,
R5 R7 R11
cl — cuyo—/ N B VO | (1.7)
2 _ | | H [ o

Rs Ry OH

F PR E R, R, R, Re Ao Ro W ABA 5T B TR A ¥ o984

f& A:

NO. Rs Ra R7 Rs Ru Rw

01 H H H H H p

03 H H H H H

h
02 5! H H H H
g
S

04 H H H H H ﬂ
s~ Ci

05 H H H H H

07 H H H H H

\
N
06 H H H H H —U
)

08 H H H H H

10 i H H H H

11 H H H H H

/@\
o CH,
09 H H H H H @:j
]

12 H H H H H \C[ © ]
o

13 H H H H H A
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14 H H H H H _@
15 H H H H H m
s
16 H H H H H @
s
17 H H H H H A
~
18 H H H H H 2N
=/
19 H H H H H 4-F-Ph
20 H H H H H 4-H,C=CH-Ph
21 H H H H 4-HC=C-Ph
22 H H H H H 4-CF;-Ph
23 H H H H 4-CH;0-Ph
24 H H H H H 4-CF;0-Ph
25 H H H H H 4-CH;S-Ph
26 H H H H 4-CF;S-Ph
27 H H H H H 4-CH;S0.-Ph
28 H H H H H 4-CN-Ph
29 H H H H H 4-NO.-Ph
30 H H H H H 4-CH;00C~Ph
31 H H H H 3-C1-Ph
32 H H H H H 2-C1-Ph
33 H H H H H 2,4-Cl,-Ph
34 H H H H H 3, 4,5-Cl;-Ph
35 H H H H 3-Cl-4-F-Ph
36 H H H H H 4-C1-3-F-Ph
37 H H H H H 4-C1-3-CH;-Ph
38 H H H H H 4-C1-3-CF;-Ph
39 H H H H H 3, 4-F,-Ph
40 H H H H H 3, 4-Br.—Ph
41 H H H H H 3, 4-CH;0-Ph
42 H H H H H 3, 4- (CHs) .~Ph
43 H H H H H 3-C1-4-CN-Ph
44 H H H H H 4-C1-3-CN-Ph
45 H H H H H 4-Br-3-C1-Ph
46 H H H H H 3-Br-4-C1-Ph
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47 H H H H H 4-Br-3-CH;-Ph
48 H H H H H 3-Br-4-CH;-Ph
49 CHs H H H H 4-C1-Ph

50 CHs CHs H H H 4-C1-Ph

51 H H H CHs H 4-C1-Ph

52 H H CHs CHs H 4-C1-Ph

53 H H H H CHs 4-C1-Ph

54 H H H H C.Hs 4-C1-Ph

55 H H H CzHs H 4-C1-Ph

56 CH, H H H H 4-Br-Ph

57 CHs CHs H H H 4-Br-Ph

58 H H H CHs H 4-Br-Ph

59 H H CHs CHs H 4-Br—Ph

60 H H H H CHs 4-Br-Ph

61 H H H H C.Hs 4-Br-Ph

62 i H H CzHs H 4-Br-Ph

63 CHs H H H H 4-CH;-Ph

64 CHs CHs H H H 4-CHs—Ph

65 H H H CHs H 4-CH;-Ph

67 H H CH, CHs H 4-CH;—Ph

68 H H H H CHs 4-CH;—Ph

69 H H H H C.Hs 4-CH;—Ph
70 H H H CqHs H 4-CHs—Ph

71 CHs H H H H 3,4-Cl.-Ph
12 CHs CHs H H H 3,4-Cl.-Ph
73 H H H CHs H 3,4-Cl.-Ph
74 H H CH, CHs H 3,4-Cl.~Ph
75 H H H H CHs 3,4-Cl.-Ph
76 H H H H C.Hs 3,4-Cl.—-Ph
7 H H Cells H 3,4-Cl,-Ph
78 CHs H H H
79 CHs CHs H H H
80 H H H CH, H \C@
81 H H CHs CHs H
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82 H H H H CH,
83 H H H H C.Hs
84 H H H C.Hs H
85 H H H H CHy
Cl
86 H H H H CH,—C=CH 4-C1-Ph
87 H H H H CH,~C=CH 4-Br-Ph
88 H H H H CH,C1 4-CH;-Ph
89 H H H H CH,—CH=CH, 4-CF,-Ph
90 H H H H CH;-C=CHCHj; 3-C1-Ph
91 H H H H CH,—C=CHCH, 4-CN-Ph
92 H H H CHs CH,—C=CH 4-CH;—Ph
93 H H H CH;—CH=CH, 3, 4-Cl,-Ph
94 H H H H CH,—C=CH 4-CF;0-Ph
95 H H H H CH(CH,) -C=CH |4-C1-Ph
96 H H H CH:C1 4-Br-Ph
97 H H H CHs CH,—~CH=CH. 4-C1-Ph
98 H H H H CH,—C=CH
99 H H H H CH,—C=CH —@ \
S
100 H H H H CH,C1 Br
101 H H H H CH;—CF; 4-C1-Ph
102 H H H H CH, 4-C1-Ph
103 H H H H CH.C1 4-C1-Ph
% 8: X I8 RAMLEY
O—CH,

——CH;O

(1.8)

2 % B Rs, Re, Re, ReAe Rio 8920855 B T & B ¥ 69 &4,
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£9: X ILIOREKSGILEY

0—CH,

R5 R7
H,C—==—CHj;O 7 N\ % } N 1 T Rio (1.9)
Re Rg ¢

£ P AW R, Re, Ri, Re o R 9 ABAST B T A B 6583k,

£ 10: X110 RAWLESD

O—CH,
H,C

“— cHro—~<’ N

N TR (1.10)

F A H R, R, Rr, Redw R 894843 B T4 B ¥ 84 54,

) 11: X L. 11 REGLED

O—CH,

RN Z2n N |

>—:CH2-O | N
R

T
[ H R (L)
H,C R 0

6 8

£ H A R, R, Re, ReAe Ro 9 AT B T A B 76584k,

% 12: X L. 12 R AP

O—CH,
R, R, O
_\—‘:CHZ—O /_\ } t }Ni I I R (1.12)
R R o]

H,C

6 8

H B Rs, R, Ry, Redfe Ro AT BT & B F 6554,

% 13: X L. 13 RALEW

0—CH,
Ry R, o)

D— :cm—o@ % % N 1 T Rio (1.13)
Rs Ry o

Hd L H Rs, Rs, R, Re e R #9484 35 £ T & B F 89 &-3F.

% 14: X 1. 14 REthiLsd
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ol N

CI—@—-:—CHZ

O—CH,

Ry (1.14)

E 9 Rs, Re, Ry, Re Ao R 894842 B T & B 7 #9 &3k

iB:
NO. Rs Rs R-/ Ra RlO
01 H H H H Ph
02 H H H H ‘O
03 H H H H /@
S
04 H H H H
I\
/Q\m
05 H H H H /R
06 H H H H
Z/ \5
S
07 H H H H
/ N\
ALY
08 H H H H
/\
/‘(O}\CHB
09 H H H H —Ei:I:]
10 H H H H m
11 H H H H \©:O>
o
12 H H H H \@0
B
13 H H H H 72\
14 H H H H 72\
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15 H H H H m

s
16 H H H H m

s

N
17 H H H H __(/N;\>
18 i H H H I,
="

19 H H H H 4-F-Ph
20 H H H H 4-H,C=CH-Ph
21 H H H H 4-HC=C-Ph
22 H H H H 4-CF;—Ph
23 H H H H 4-CH;0-Ph
24 H H H H 4-CF;0-Ph
25 H H H H 4-CH;S-Ph
26 H H H H ‘ 4-CF;S—Ph
27 H H H H 4-CH;S0,-Ph
28 H H H H 4-CN-Ph
29 H H H H 4-NO,—Ph
30 H H H H 4-CH;00C-Ph
31 H H H H 3-Cl-Ph
32 H H H H 2-C1-Ph
33 H H H H 2,4-Cl1,—Ph
34 H H H H 3,4,5-Cl;-Ph
35 H H H 3-Cl-4-F-Ph
36 H H H H 4~-C1-3-F-Ph
37 H H H H 4-C1-3-CH;-Ph
38 H H H H 4-C1-3-CF;=Ph
39 H H H H 3, 4-F,—Ph
40 H H H H 3, 4-Br,-Ph
41 H H H H 3, 4-CH;0-Ph
42 H H H H 3, 4-(CH;) »—Ph
43 H H H H 3-C1-4-CN-Ph
44 H H H H 4-C1-3-CN-Ph
45 H H H H 4-Br-3-Cl1-Ph
46 H H H H 3-Br-4-C1-Ph
47 H H H H 4-Br-3-CH;—Ph
48 H H H H 3-Br—-4-CH;-Ph
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49 CH,3 H H H 4-C1-Ph

50 CH, CH, H H 4-Cl1-Ph

51 H H H CH; 4-C1-Ph

52 H H CH, CH. 4-C1-Ph

53 H H H C.Hs 4-C1-Ph

54 CH, H H H 4-Br-Ph

55 CH, CH; H H 4-Br-Ph

56 H H H CH, 4-Br-Ph

57 H H CHs CHs 4‘BI"‘Ph

58 H H H C,Hs 4-Br-Ph

59 CH; H H H 4-CH;—~Ph

60 CH3 CH3 H H 4—CH3’—Ph

61 H H H CH, 4-CH;—Ph

62 H H CHs CH; 4-CH,—-Ph

63 H H H Csz 4"CH3_Ph

64 CH, H H H 3, 4-Cl;-Ph

65 CHs CHs H H 3,4-Cl,-Ph

67 H H H CH, 3,4-Cl,-Ph

68 H H CH, CHs 3, 4-Cl.~Ph

69 H H H C.Hs 3,4-Cl:-Ph

70 CH, H H H

71 CH, CHs H H

72 H H H CH,

74 H H 1 C.Hs

75 H H H CH,

76 H H i CH,
i

77 H H i1 CH,

5
Y
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CF,

Br

OCF,

CH,
sC CH,

e

O
Cl
O,

Cl

CH,

CF,

Br

Br

CN

Cl

Cl

Br

CHs

CH,

CHs

CHs

CHs

CHs

CHs

H

CHs

H

H

CHs

H

H

H

H

H

CHs

H

i

H

CHs

H

CHs

H

H

CHs

CH,

H

H

78

79

80

81

82

83

84

85

86

87

88

89

90

90

92

93

94

95

96
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97 H H H H CHs

98 H H H H CF

3

99 H

e
=
==

(A

% 15: X L. 15 RAGLED

0—CH,

R, R, O
H—=—=-cHro—’ || i N 1l R (1.15)
— R, R

68 NNO—RQ

'ﬁ;q}?%léﬂ RS; RG’ R7, RS, RlOﬁﬂ Rl2éﬁgﬂéﬁﬁ-{—i C ‘?%%éﬂi,

k16: X 1.16 RAESHLEY

5 7

v

N R 1.16
| H [| "o ( )
Ra N\O—R12

R
H,C —==—CH;O 7 N }
— R

6

F 9 H R, R, Ry, Re, Rofe R 0948450 B T & C 7 65 23k,

£ 17: X 117 REAWGLEH

0—CH,

e — 7 N\ T
\—__—_:—CHZ—O |
R

R 1.17
N7 R (117)
8 N\O—R‘IZ

-;H:‘ q?ggj Rs, Re, R7, Rs, Rio 7?" Riz éﬁéﬂ"%\ﬁﬁ ‘I—i C ‘F éﬁ%"ﬁ};o

% 18: X I. 18 KAWL EH

0—CH,

Hac>———__CH—0 7 N\ T5 T7 Nl R (1.18)
2 _ 1 R [| e

H,C Ry R N~o—R

12

F o A H RS, Re, Ry, Re, R R84 B T & C ¥ 65 23k,
£ 19: X 1. 19 R AeLEY
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O—CH,
H,C R, R, O
_\———_'—CH—O 7 N L Ll R (1.19)
2 — I 1 H || e
Re Ry N-o-r,

ﬁ\; tPPEBj R5, RG) R'I; RS, RIO%H Rl2 %éﬂ%ﬂﬁ %i C ?%‘g‘ﬁFo

% 20: X I.20 RAe94LE%

O—CH,

D——_——_—CHZ—O—@

7 o)

R
|yl R 1.20
| H [} e (120)
R

8 NNO—RQ

-ﬁ; “FZ%E Rs, Rs, R7, R, Rio ;" Ri2 éﬁéﬂ’é\ﬂﬁ ’%i C ‘:Pél]‘g'*“io

—+—A

6

% 21: X121 REAHLESD

O—CH,

R; R, 0]
Cl ———CH;O 7 N | I N H R (1.21)
2 — | | H I
Re Ry N\O_R12
’ﬁ' *gm RS; RG, R?) RS) RlO ﬁﬂ RlZ%gE%ﬁﬁ Ti C ‘?é{]‘éﬁko
%k C:
No. Rs Rs Ry Rs RIO Rlz
01 H H H H p CH,

02 H H H H CHs

03 H H H H ﬂ CHs

CHs

h
04 H H H H e

06 H H H H ﬂ CH,

)
S
7\
s~ ~cl
05 H H H H /@\CH CHs
S 3
S
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07 H H H H CH
B :
ey
08 H H H H CHs
/ N\
/<;>\CH3
09 H H H H CH,
10 H H H H m CH,
11 H H 1 H \©[°> CHs
O
12 H H H H \C[O] CH,
(e}
13 H H H 7R CH,
—N
14 H H H H _@ Cil
o
15 H H H H \@ CHa
)
16 H H H H m CH;
S
17 IH H H H ,N:\> CH;
_<N—
18 H H I H CH
N 3
~
19 H H H H 4-F-Ph CH,
20 H H H H 4-H,C=CH-Ph CH,
21 H H H 4-HC=C-Ph CH,
22 H H H H 4—CF;-Ph CH,
23 H H H H 4-CH;0-Ph CH,
24 H H H H 4-CF;0-Ph CH,
25 { H H H 4-Cl,S-Ph CH,
26 H H H 4-CF;S-Ph CH;
27 H H H H 4-CH;S0,~Ph CH;
28 H Il H H 4-CN-Ph CH,
29 H H H H 4-NO,~Ph CH,
30 H H H H 4-CH,;00C-Ph CH;
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31 H H H H 3-C1-Ph CHs
32 H H H H 2-C1-Ph CHs
33 H H H H 2,4-Cl.-Ph CH;
34 H H H H 3,4,5-Cl;-Ph CH,
35 H H H H 3-C1-4-F-Ph CH,
36 H H H H 4-C1-3-F-Ph CH,
37 H H H H 4-C1-3-CH;-Ph CH,
38 H H H H 4-C1-3-CF;-Ph CHs
39 H H H H 3, 4-F,-Ph CH;,
40 H H H H 3, 4-Br,-Ph CHs
41 H H H H 3, 4-CH;0-Ph CHs
42 H H H H 3, 4-(CH;) .~Ph CHs
43 H H H H 3-C1-4-CN-Ph CHs
44 H H H H 4-C1-3-CN-Ph CH,
45 H H H H 4-Br-3-C1-Ph CH,
46 H H H H 3~-Br-4-Cl1-Ph CH,
47 H H H H 4-Br-3-CH;—Ph CH,
48 H H H H 3-Br-4-CH;—Ph CH,
49 CH, H H H 4-C1-Ph CH,
50 CH;, CHs H H 4-C1-Ph CH;
51 H H H CH, 4-C1-Ph CH;
52 H H CHs CH; 4-C1-Ph CH,
53 H H H C.Hs 4-C1-Ph CHs
54 H H H H 4-C1-Ph H
55 H H H H 4-C1-Ph C.Hs
56 H H H H 4-C1-Ph CsHi—n
57 H H H 4-C1-Ph CH.—CH=CH,
58 H H H 4-C1-Ph CH;—C=CH
59 CH, H H H 4-Br—-Ph CH,
60 CH,4 CH, H H 4-Br-Ph CHs
61 H H H CH; 4-Br-Ph CH;
62 H H CH;, CHs 4-Br-Ph CH;
63 H H H C:Hs 4-Br-Ph CH,
64 H H H H 4-Br-Ph H
65 H H H H 4-Br-Ph C.Hs
67 H H H H 4-Br-Ph CsHi—n
68 H H H H 4-Br-Ph CH,—CH=CH.
69 H H H H 4-Br-Ph CH,—C=CH
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70 |CH |H H H 4-CH,~Ph CH
71 |CH, [CH, |H H 4-CH,~Ph CH,
72 |H H H Ci  |4-CH,~Ph CH,
73 |4 H CH, |CH.  |4-CH,~Ph CHs
74 |H H H CH;  |4-CHs—Ph CHs
75 |H H H i 4~CH,~Ph i
76 |H H H I 4-CH,~Ph CaHs
77 0 H H i 4-CH,—Ph C:Hr—n
78 |0 H H i 4-CH,~Ph CH,~CH=CH,
79 |H H H { 4-CH,~Ph CH,—~C=CH
80 |cH,  |H i i 3, 4-C1,~Ph CHs
81 loms  lcHs i 3, 4-C1,~Ph CH
82 |H H H Clly 3, 4-Cl,~Ph CHs
83 |H H CH,  |[CHs 3, 4-Cl,-Ph CH,
84 H H CH;  |3,4-Cl~Ph CH,
85 H i i 3, 4-C1,~Ph H
86 |H H H I 3, 4-Cl,-Ph C:Hs
87 |u i H I 3,4-Cl,-Ph C:Hi—n
88 |H H i i 3, 4-Cl,~Ph CH.—CH=CH_
89 |0 H H I 3, 4-Cl,-Ph CH,~C=CH
90 |CH, |H H H CHy
91 |cH,  |CH,  |H I CHa
92 |u H H CH CH
93 |0 H CH,  (CH CHs
94 |H H f Calls CHs
95 |H H H H H
96 | H H H CaHs
97 |4 H H H CsHi—n
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:CHz

CHz —CH

=CH

CHZ—C

CHs

CHs

CHs

CHs

CH,

CzHs

=CH

CHz _C

CHs

=CH
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CHs

CHs

CHs

CHs

CHs
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CF,

Br

OCF,

CH,
c CH,

O H3

eV
Cl

WaW -
0-CH,

Ci
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CF,

Br

Br

CN

CHs

CHs

CHs

CHs

H

H

CHs

CHs

CHs

CHs

CHs

CHs

H

H

H

H

CHs

H

CHs

H

H

H

H

3|

H

H

CHs

H

CH,

H

CHs

Cll;

CHs

98

99

100

101

102

103

104

105

106

107

108

109

110

111

112

113

114

115

116
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117 |H H H H CHs
118 |H H H H CI CHs
119 |H H H H H
120 |H H H H C‘ H
121 H H H H Br H
122 |H H o H CH H
123 |H H H H CF CHs
124 H H H H Br CzHs
% 22: X 1.22 KREke5isdh

O—CH,

RS R? 0 R13
H—=—=—CH;O 7 N % } N I ! N I O—Ry,q (L22)
— RG Rs RM

‘E‘ ‘F'Z%Bj RS) RS, R?’ RS, RIB, RH ﬁﬂ RIS%éﬂ%ﬁﬁ %i D :P éﬁéﬁFu

% 23: X L.23 kR Eeto9
O—CH,
7 0o R13 o
\ IR [
R

14

5

H,C —=——CH;

R
o N } (1.23)
R

O —+—21

6 8

F K Rs, R, Rr, Rs, Ris, Rufoe Ris 89 45 B2 T & D 69 &3k,

% 24: X 1.24 RESHILEY

O—CH,

3C R
N = cH;o—~" }
R

H

§ 7

R o R, O
} N ”—} n—LL 0—R,, (1.23)
R R

H H

14

6 8

'E‘ ‘:Pgm RS) RG, R7) RB’ RlB, RH%‘J Rwéﬁéﬂ%ﬂﬁ '314% D ‘17 éﬁ‘g‘ﬁFu
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% 25: X 1.25 RAMKEH
O—CH,

H,C R
>—=-cuyo—~/ \ E
R

H,C —

3

F P A Rs, Re, Rr, R, Ris, RuAe Ris 9488 5F B T % D F #5 8- 3.

7

R Ris (fL
! N I { N O—R,, (1.25)
R R

8

% 26: X I.26 REMILESY

O—CH,

Hac\——:——CHz—o—%:/\\

R
|
— |
R

13 ”
O0—Ry, (1.26)

=
o——2
=

6 8 14

2 B Re, Re, Rey R, Rusy i Ris 8 L858 &2 T A D o 84 53

¥ 27 X 12T REGILESY

O~CH,

R
SN ]

R Ry il
I N 1 { O—R,, (1.27)
R R

6

F KB Rs, R, Rr, Re, Ruis, Ris o Ris 948621 B T & D o 69 &3,

% 28: X 1.28 REAMLEY

O—CH,
0

R5 R7 O R13
cl — cu;o—/ N || N | N I 0—R (1.28)
2 ___ [T A | H 15
R, R R

14

&D:

No. Rs Rs R7 Rs R13 R14 Rls

01 H H H H H CiHo—s CsH.—1

02 H H H H H C4H9—S C4H9“S

03 H H H H H CiHo—s CH.-Ph

04 |H H H H CHo—s CH.- (4-C1-Ph)
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05 |H H H H H CHo—s CH:— (4—-CH;—Ph)
06 |H H H H H CiHs~s 4-CH;-Ph
07 H H H H H C.Hs CH—1
08 |H H H H H C:Hs CHs—s
09 |[H H H H H C.Hs CH.—Ph
10 H H H H H C.H;s CH,- (4-C1-Ph)
11 {H H H H H C:Hs CH.~ (4-CH;—Ph)
12 H H H H H CoHs 4-CH,-Ph
13 (H H H H H C:Hs—cycl C:H—1
14 H H H H H CiHs—cycl CiHy—s
15 |[H H H H H CsHs~cycl CH.—Ph
16 |[H H H H H CiHs—cycl CHz— (4-C1-Ph)
17 {H H H H H CiHs—cycl CH;— (4-CH;—Ph)
18 |H H H H H CiHs—cycl 4—-CH;—Ph
19 |[H H H H H CeHii—cycl CsHi—1
20 H H H H H CeHii—cycl CsHo—s
21 H H H H H CeHi—cycl CH,-Ph
22 |[H H H H H Cellii—cycl CH;— (4-C1-Ph)
23 {H H H H H Ce¢Hii—cycl CH;— (4-CH;-Ph)
24 H H H H H CsHii—cycl 4—-CH,-Ph
25 |H H H H H CsHli—n CiHr—1
26 H H H H H Cilli—n CiHs—s
27 |H H H H H C:Hy—n CH,-Ph
28 |H H H H H CsHr—n CH.— (4-C1-Ph)
29 H H H H H CsH:—n CH,— (4~CH;-Ph)
30 H H H H H C:Hs—n 4-CH;-Ph
31 H H H H CH; CsH—1 CsH—1
32 H H H CH, CiH:—1 CiHo—s
33 H H H H CH, CsHr—1 CH.—Ph
34 H H H H CH; CsHr—1 CH,- (4-C1-Ph)
35 |H H H H CH, Csllr—1i CH,~ (4-CH;~Ph)
36 H H H H CH, CH—1 4-CH;—Ph
37 H H H H H CsH,—1 CzHs
38 H H H H CH—1 CsHi—n
39 |H H H H H CsH.—1 CsHy—n
40 |H H H H H CsHr—i CiHo—i
41 H H H H CsHr—i CH;—CH=CH,

42 H H H H H CiH—1 CH.—C (CH;) =CH;
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43 |H H H H H CHr—i CH,—C=CH
44 |H H H H H CsHi-1i 4-C1-Ph
45 |H H H H H CsHi—i CH,— (4-C1-Ph)
46 |H H H H H C.Hi—i 3-CF,-Ph
47 o H H H H CoHi—i 4-CH;0-Ph
48 |H H H H H CsHo—i CH,— (4—-CH;0-Ph)
49  |CH, H H H H CoHi—i CsHi—i
50 |CH, CH, H H H CHi-i CiH:—i
51 |H H H CHs H CsHr—i CsHi—1i
52 |H H CHs CHs H CsHi—i CsHi—i
53 | H CaHs H CoHi—i CiHi—i
54 |CH, H H H H CsHo—1 CHo—s
55 |CHs CHs H H H CoHi—i Cille—s
56 |H H H CHs H CoHr—i CiHo—s
57 |H H CHs CHs H CoHi—i CiHo—s
58 |H H H CaHs H Csllr—i CiHo—s
59 |CHs H H H H CiH—i CH.~Ph
60 |CH, CHs H H H Colli—i CH,~Ph
61 |H H H CHs H Cslr—i CH,—Ph
62 |H H CHs CHs H CH—i CH,-Ph
63 |H H H C.Hs H Cstlr—i CH.-Ph
64 |Cls H H H H C:Hi—1 CH.— (4-C1-Ph)
65 |CHs CHs H H H CsHi—i CH,— (4-C1-Ph)
67 |H H H CHs H CsH—1 CH;— (4-C1-Ph)
68 |H H CH, CHs H C.Hi—1 CH.— (4-C1-Ph)
69 |H H H CaHs H CoHi-i CH:— (4-C1-Ph)
70 |CHs H H H H CoHr—i CH,— (4-CH;~Ph)
71 |CH, CH, H H H CsHr—i CH,— (4—-CH;—Ph)
72 | H il Cl H CsHi—i CH.~ (4—-CH;—Ph)
73 |H H CHs Cls H CsHr—i CH,— (4-CH;~Ph)
74 |H H H CzHs H CoHr—i CH.— (4-CH,—Ph)
£ 29: X 1.29 K AtgiLed
0—R,
R (0] 0]
Ri— i OAOCHZ—CHZ—Q—LLIQ_U_O{CW )
R, CH,
H,C CH,
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% 31: X I1.31 RAWLED

0-R,
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EF A R, R, e RSN B TAF 65233

% 32: X L322 RANLED

0—R,

0 O
H

H,C” TCH,

R F R A R, Ry R ReWGAEX B TR F 785 &4,

% 33: X 1.33RASGLEY

O—R,
RZ

0
R——— O@CHZ—CH;H—H—'——@'CI (1.33)

R, OH

£ R, R, Refe ReWGAA K T AF ¥ 65 &3,
% 34: X 1.34 RAGLESY

0-R, .
R, o)

R;—_———-}——O CHz CHN cl (1.34)
R, OH
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F A HE R, R, Redfe ReOGBA T E TAF ¥ 6983k
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0
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R OH

3

£ P A A R, R, e R AATTE TAF § 6553

% 36: X I.36 RAMEN

O-R,
RZ

R

3

F£ L H R, R, Rodo Re#9E 3t 5 TR F ¥ 65 54,

55 37: X I.37 ﬁié’:ﬂ:/«\%

RZ
R—— o CHy CHs N—LL—,———' (1.37)
R

H AW R, Ry, Refe Ry AT B TR F 6584,

% 38: X I1.38RKAtiiLEd

0—R,

R2
RE—-’—O—@—CH CHy NLFQ (1.38)
R

3

£ EH R,R, Rode Re$GAA TR TAF 6954,

%39: X 1.39 4&%%4{%\%

R2
Rr—:-———-‘}—OOCH —CHy N‘“—H——g (1.39)
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3

AP E R, Ry, Refo R4 3T E TR F 65 &34,
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% 40: X I1.40 R&tGibH

0-R,
RZ

R—= o—<<::>r—CH CH; N—ﬂ—ﬂ—4<::>F—
R

3

L H R, Ry, R RIS ST TAF b 8953

i 41: X 141 REGLED

O—R,

0
R—— o CH;CH;N—U—”—Q—-CH
H
R o

AP AHE R, R, Ao ReGAA KB TAF 78 34

% 42: X 1.42 /&ié’ﬁb/\%

R,
R1—_'_—‘,"O CH;yCH; N
R

3

L AH R, R, Rede ReAIEA T BT A F 89 33,

% 43: X 1.43 REAGLED

0-R,

O—CH,
O N
R,—_—__—‘)—O CHZ—CH{—{}I{‘H—U—O‘CI
R

3

ﬁq’a’%ﬁﬂ R, Ry, RB%‘] R4ﬁéﬂ%ﬂﬁ%iF *%%’HFO

£ 44: X 1. 44 REAAUED
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% 45: X 1.45 RAWEH

O—R, O—CH,

EdEH R, R, A RGBS ETAF T65H.

% 46: X I1.46 KA EY

0O-R, 0—CH,

£ EH R, Ry, ReAe Re9AA B TAF + 6153

¥ 47 X 1. 47T REGLED

O0—R, O—CH,
R, o N
Ri—— O—@—CHZ—CHZ—N LI 7 N
H — \

H A R, R, ReAe Retg A5 B TAF 05 &3,

% 48: X 1. 48 RAWied
0—R,

R2 O 0O CH3

R— o CH;CH;N

}rj “ O CH
R, H J\ _<—CH33
E b A R, Ry, ReAe RS ETAF T 6953

(1.45)

(1.46)

(1.47)

(1.48)

NO. R1 Rz R:s R4

01 H H H CHs
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02 CH, H H CH,
03 CeHs H H CHs
04 CsHi—n H H CH,
05 CsHr—1 H H CHs
06 CsHs—cycl H H CHs
07 CsHo—n H H Cli;
08 CiHs—1 H H CH,
09 CiHo—s H H CH,
10 CiHo—t H H CH,
11 CsHi—n H H CHs
12 CsHo—cycl H H CH,
13 CsHii—cycl H H CH,
14 Ph H H CHs
15 4~F-Ph H H CHs
16 4-C1-Ph H H CHs,
17 4-Br-Ph H H CH;,
18 4-CH;-Ph H H CH,
19 4-CH;0~-Ph H H CH;
20 4-N0O.-Ph H H CHs
21 4-CF;-Ph H H CH,
22 4-CH,00C-Ph H H CH,
23 4-CH;—CO-Ph H H CH,
24 3-F-Ph H H CHs
25 3-C1-Ph H H CHs
26 3-CH;-Ph H H CHs
27 3-CF,-Ph H H CHs
28 2—-Cl1-Ph H H CH,
29 2-Br-Ph H H CHs
30 2,4-Cl1,-Ph H H Cl;
31 4-Cl1-2-F-Ph H H CH,
32 3, 4-F,-Ph H H CHs
33 3, 4-Cl1,-Ph H H CH,
34 3, 4-(CH;) .~Ph H H CHs
35 3-C1-4-CH;-Ph H H CHs
36 4-C1-3-CH;-Ph H H CH,
37 3—-C1-4-F-Ph H H CHs
38 4-C1-3-F-Ph H H CHs
39 2,4,5-Cl;-Ph H H CHs
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40 H H CH,
41 H H CH,

42 H CHs H CHs

43 H CHs CHs CHs

44 H H H C.Hs

45 H H H CH;-CH=CH,
46 H H H CH,—C=CH

& F T 2L E AL T # 4= WO 95/30651 F AT 4 &

& 1 52 5B

D-1: ¥ PHLETLWHHL%4% (Plasmopara viticola) #14E A
a) HE-HKRYyHEAR

MK A A 6 T BB A 4 & 67k 544 (0. 02%F R A)
HE4-F 5T HOFHHYHY. 4 IHE AAAGRTEERERL
it ey Mk, 4 95-100%4Axf B E A+20CHEE 6 X, REHAALHE
&,
b) HE-ZE&HA

MARWMETFEE&RESE 4-5 5T HAGHHHH. £ 95-100%
AN EER0CREALERATERT 24 IHZE, TREXGH
By, K I AL A4 6 5T SR H A 4 &- 60 FR AW (0. 02%7E B R 4Y)
E. BREMAGTRIE, AARZAEROHHETERET.

BEe X5, FHARGEEEL.

A 1EATHRADEARLEHOREAED LT HLELHEY
X HBAER. AREBP, 444 EL 01, E1. 02, EL.05, El.O06,
E1.08, E1.13, E1.21, E1. 30, E1. 40, E1. 42, E1. 42, El. 46, El. 48,
El.49, E1.50, El.53, E1.55, E1.56, E1.57, Eal.0l, Eal.O02,
E2.01, E2. 02, E2. 06, E2. 07, E2. 08, E2. 14, E2.19, E2. 26, E3.01,
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E3.02, E3.03, E3.05, E4.01#$= 1.86 =4 ¥4 A H4E %.

D-2: &M ERFE (Phytophthora) &4 A
a) HRE-BR¥YHA

#32 3 AZE, ARRBASHGTERRAFEHREFREY
(0. 02%F ALk E&Hmdik. 48 G, AARN T EEREE
A, £ 90-100%M A BE M+ 20CH 2B L GHEMKETF 5
X, REFHABBEEEFA.

b) RERAEA

33 AZXE, ARNEKBELAVGTERERMNANEHRFREY
(g LEGAEBREERS & 0.02%) L FmaEK., DS REH
wERASWEHBGREFRSER. 96 IHNE, MLAANRTEER
23 4 st g LB, JE 90-100%48 5B B A2 +20C B 242 L HARETF
4K, REFNMAARZEE L.

21 ZATHHEGHERERZAGRABELEMER. EREKE ],
ft.4-% E1.01, E1.02, E1. 05, E1. 06, E1.08, E1. 13, El. 21, El. 30,
E1.40, E1.42, E1. 42, E1. 46, E1. 48, E1. 49, E1.50, E1. 53, El. 55,
El.56, E1.57, Eal.O0l, Eal.02, E2.01, E2.02, E2.06, E2.07,
E2.08, E2. 14, E2.19, E2.26, E3.01, E3. 02, E3.03, E3. 05, E4. 01
F21.86 TEWH ELREE.

D-3: Mt EL4¥H Y ERE (Phytophthara) #54FH
a) HEG-HKPHEA
MK B4 A & 5T BB A H &0 ] TR A4 (0. 02%F M 4)
ek 0-3 AR LA LEHM Bintje %), 48 I HE, AERNETE
Bk @iy, £ 90-100%40 % & E Aw+20C K 245 e HL AR
BE 4R, REFHARBRERL.
b) &4
AMRKBLAHGTEERNHEGRERESY (IRE LEHHK
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FIERAS E 0.02%) % 2-3 A# LA FHtk Bintje HH) EAK. A
SHAERGEROYESHEAGRERSBERE. 48 IHE RARHN
BT R EAEIAHK. £ 90-100%48 5 B E A +20T Y e
MR E 4K, REFNARKE.

21 4T RO DRAREHNARGE. ERXBRT, oD
E1.01, E1.02, E1.06, E1. 08, E1. 13, E1. 30, E1. 40, E1. 41, E1. 42,
E1.48, E1.49, E1.53, E1.55, E1. 56, E2.06, E2.07, E2.19, E3.01
F» E3.02 &R AHRR.
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