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B_R %% 42% 18

27
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25

- /
i X Z I
v T~ C~CHRS -hal
28
AN w
C¢
/
HN\ r4
R- H T8
7 R}
. ; .z
T=CLOCCatg £). &1 &
=G A Q*(NYV,
/‘——N
R4 - RS \R2
‘ RINHCHRIC(OIOR
.7 28 le
R3 |
2 Y/Z ) )
CEE# R*NHCHR3C{O)OR
;
N\\C\ 28a
o W R=C)-Cy4 S R=C1Catik
2% N
A B,
R* )
R
/
R3 ! ‘ . / ‘
AN z MK A
Y — . AN Y/Z
HN__ NHQS N
SN
C%
W e W
23a
W = NOS
W=0, 5 |
@ =C-Cobt 8, C)Co S At

BRRHE 19 R —AFETAHEX 27 R EIKRELS
M. 4 X 25 R b bk X RIN=C=W J s 8% RN F AR B ER. 34
#X2605F ABBAARFRABREAX 20— 25 X R-NH, %6 £ &
BB, X 25426 XBAF (BK) R&EETH AT H ERFRA
SNRAS <P 3 K- S IR CEUERH J.Heterocycl.Chem.,(l996),27,407 Bk Z ik ]
R & A AME. @ March, J.Advanced Organic Chemistry; F =

28
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#&,John Wiley:New York,(1985),pp944,1166 A7 X 7 ik 5T vA 4] & F S5 8.

BB %2, 19
R4
NH, 2{\,
R =W
25 _/Z
b
HN .
\C_¢W
/
HN
\
R‘——N’H RZ
I\K\ 27

4) AR SB

o BRI 2% 20 B &, T i it B BAK K A 4o P,Ss &, Lawesson i #] ( 2.4-
TU-FREAFE)II-ZHE24- B AR TR -24-Z8ibH) &2 X 1d
ted (Af W=0 4 X 144%) H&X le st (LF W=S & X |
&4 X A R Bull.Soc.Chim. Belg.(1978),87,229; %= Tetrahedron Lett. ,(1983),
24,3815).

B R % 2%, 20
R4 R
= =
R3 | R? |
RN _/Z = ,/z
1 Pa55 or Y
k\{gY O Lawesson's A o X\(GY S
AN A—N
\Rz \R2
Id X = OR! # SR! le

EBRALET N lea oL ARHER THFHX Ieb L2, €5
5X Q'NH, 2 A B, KB M R-Br,Cl % DEALZH X Tec 4%,
B R 584 20a

24
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R4 R4
A
I iy
) ONH z
R-Br. QL) v e = v
—_——

5 . 2YR(Br. 1 1) . .

\( Y «” 7/3 § XY YNQ{
\ <
A— N ‘_.N . v

A

lea leb
R=Cj-Cy ke Q=Clalid, Cp-CobiE i

5) FEFHERATR

Wit X 29 F AL EHEFREAANBERTANEX HLEH (P
Y=CHR'O, CHR®S & CHR°O-N=CR’ & X 1484 ) (R E%% 21 ) .
MABB 4o AALA LB S L 0B RABT B0 B o) B X s 814, ik
Biibh R BB BF h E B XA,

B %5 21
R R4
R3 RS
6 . ~ Z
CHRO(CI. Br, 1) HO-Z. # v
L HO-N=CR'-Z, %
X % W » G
\ﬁ Y HS-Z: X\f, YW
A‘_N kY
A—N
\R2 \
R._
29

~ = CHROO, CHROO-N=CR7, CHRES

K29 FEQUD TR REEAASH FEX 29 P HAALETH
) OBRBEQRREEHE, RBIFMEFE (AKX 29 F OMe KE
TRE) ABREBE R4,

o B 32 22 R TR & A+ Y=CR’=CR® # CHR°’-CHR® #3 X, I

eHm (AKX IghIh) . AZXBI AR = RABLEX 29 FA

WAL R AR A RE (X30) XBRE (X 31) . Fishbasi

X Z(RY)C=0 Z AW %5133 X 1g %L o4,

30



BB 34, 22

R4
.~ A
R- [ R3 [
N CHRO(CL. Br. #,1) T CHROPA
P(CeH3)3 &,
G - G
x\(\f\fx

3
Y e W
\( Y PIOR )
A=N A—N
N, \ .
R R2
%)
30: Pl =PriCeHsny g~
%
10 R=C1Cy 1 3 Pl = PIORY;
R-i
R3
e} .
>
x\(f’\fw
15 PARIN
Ho g2 At
/ e 2 mE g,
PEAC
R4 RrR?
R3 RS
20 _ CHRO-CHRO-Z C=—=(C—17
G
x\\/ \KW X\(QY W
A—N A—N
\Rf \R2
Ih Ii

25 il i RAR B o 0 2 B AL A o de/ R HEAT B AL, THX Ig BBt
fafetg X Th 4454 ( £& Rylander,Catalytic Hydrogenation, in Organic
Synthesis; Academic:New York,1979).

AR RSB A fo e ikl X IgHey QA/BLRILBA N TAH &A1
= ( March, J.Advanced Organic Chemistry; % = J& ,John Wiley:New

30 York,(1985),p924 ) . X Li e TR Ao FFR S5 RiTAB A
BN BRI EELETHREBEHNE(SE JOrganomet. Chem.,(1975),93
253-257).

31



10

5

4,57 18 id Wittig X, Horner-Emmons %45 B B ¥ # LR B W65 R B &M
#F&X Ig HiLsdW. Hlio R gHBE 23 FrTHA 31 69 25K F K47
A M AL AR B 6 X, 33 89 R4 M (5 # Synthesis,(1988),330). T K #
%S AR X M EENSY, A5 X 35K 36 OB EHE KA

%ia 135 X Ig .

B M 3825, 23
R-‘.
-~ /
R3 ‘ [)Bra & NBES
e CH-,RG 2 g{';%_" CC1_1
| - *
XN W -
L 2 i
A—N & . HCL H-0
\ i
R..
32 NBS=N- ;2 4% s 208 b g

(CgHs)3P=CrROZ
35

rop ~
M*(ROZP-C(ROYZ J
36

R4
i =
R3 ]
= CR(JJ]
X\(PY W
A—N
\Rj
3331 =8,
34001 =¢=0)
R‘l
CRO=(KO-7

XAGBCEPF YR CRY=N-O®X 14448 ThHX 37 LKLY,
Bih EESS, AKX Z-(CLBr X DEEEMNAT O-RAASHE&
(RE#HE24) . RAEE O-BRREESXITERALSHHESALFHNX

1j 5.
B R 3% 4, 24

32



10

R3 R3

1) HAN-OH =
T— - CR /=N»
(R'=0 2) Z-hal 0z
x\(..g w % X\(,FY w
Y HaN-0Z
AN A—N
\R3 \R2
37 I

hal = Cl, Br & ]

XTIk RAATHERETALX 38 FEAHLSX 39 F RESGHAN L4
F (AEBE25), ThABIZLEIABLEE., B F, X Ik &
APgETH - FRALFHX I RLAFBE.

AIm @ X InfboImeHLER KL 25 PIE. ARAAFTRA &
ERBETERALET, H8ESL (F) s8R A LA = FRAFTARAS
B R Pat ik, Adf-m1s9 MoOs - HMPA Bwbve &,
ZPRVREGE S PRk B, ME A EDTA (L _kKw
B K 5 R KB #0d ZIR sk ( S.A Martin.P.g.Sammes # R.M.Upton,
J.Chem.Soc.,Perkin Trans.1,(1979),2481 # J.H.Righy # M.Qabar,
J.Org.Chem.(1989),54,5852 ) . EBALETHA C-C, HARCHIA L8
ATt A BE In (A9 RV=0H ) #Rat T A LA siik,

B_R 2, 25

g4

38
hal=Cl. Brag !

i3
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\ A—N
R- \R2
384 38
R4
# - . |
- O-Z
Z-hal =
43
A—pN
‘\R2
38b

_ . 1) SiMezCi 5, (Me3Si1aNH é
Y
" / 21 MoOgpy-HMPA N

H 31aq EDTA “R2
Im 'H.’liéﬁ In

\

ACy-Cot AL Bd
(CH3C=00

R = OH. O(C)-Co 5 g 5% OC(0)CH;

Flam kB —F THAEMSE ( DIBAL ) &£ B X 38a 4% 7T 435 X, 38
b (AP R=H). AL THETX 3845 (EF R=H) 5X
43 Lo 918 AT F & X 38b 54k,

AEXRUASHTEASRABE 125 TEREMNE, EP ZAToEk
FymE AR, AABBERAAREIH LK Z-L R £ &AM R FM
FESEE, FTUHELALBRERSAE ZEAR, # LRAALSH

34
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25

(BT ZHLARHLIARARETHE) . AUFHRRTAHL
SRR R AR b T B K R R E N —-ﬁuﬂ;% T 5 & March,
J.Advanced Organic Chemistry; % =3 ,John Wiley:New York,(1985)% } ¢
BREMEZELK. ANTHEBEFTTEHNEZAAREBET L T2, ¥
BAAM Z-L FH4 694 & F k.

ERRBE2 FXALEHTHX 0 LSHBEEEEREE LY
FE R# &, %% %A N Sandler and Karo, “ Organic Functional Group
Preparation,” “ Vol3 Acedemic Press, New York(1972)372-381 . &
Y'=O-N=C(R)HLE W41 /8% TRAREBEL 6 PHX 13 B R
21 F #9XF HO-N=CR’.
BB, 26

H-NOH 4

O=CR'—Z H-NOHHCY 2, HO=N=CR'=2

30 4]

K405 H-THX 392 Lo Hidit 5K 42 L4 H 4 Friedel-Crafts &
R P& (REHBE27) (—fHegE 5 4E Olah,G. “Freedel-Crafts
and Related Reactions ” ,Interscience,New York(1963-1964)) . X 4044
Tl X 45 BN, BRAT. BABESLSX M4 aANEERMNEEH
% (£ March, J.Advanced Organic Chemistry; % =& ,John Wiley:New
York,(1985), pp433-435 LA L PRAMKAE LK), XN 4 AN EILE
P KBl e ERANEEAAN, BIFXBEHARESHNHERELER
REBF-25LHAHEAHE, A XN BB BALIA LR X
a e HBA T, BAALLEHBHMAHEG. LEHI0FETAR
Bk 8 Pl 14a, MALS W 40a A TR B A 22 T 45 O=C(R)Z.

BF 32, 27
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7.1 RZ8COQ 42

- > O=CR28 7
4 40 R8RS
g
- \ O=CRLB‘T_’
) N O=CR8.7
43 — > Z- 12 a0 R2-gr7
4 40a RI8=R6
hal=CL Br. | Ml=MeX T3=C
CulaZ OCOR:)‘S
Cdz OR
SnR;3 NR,

R=C|-Cy sk RE=pOAR

REZAHARR, X BLESHTARZEAINFT AT LIRS EHT,
EAREALCHUEMNALT, BEX 392 0EH 5 b 4ol 3869 K4
& (REBX28) . AXAHHNERRTARM b N-5 KRBT I,
KRBT AKR SO.Cl, ( £F March, J Advanced Organic Chemistry;
# =&, John Wiley:New York,(1985), ppd76-479 AR K d 32 8 64 5%
k) . HBARWA L AE Huyser,in Patai, © The Chemistry of the
Carbon-Halogen Bond,” % —3F %, Wiley,New York(1973),pp549-607 . *
IR R A H de la Mare “ Electrophilic Halogenation,” 4|#f K % #
WAk, £F (1976 ). X BREBHME TAEEZE T PHX 154EH( K]
¥ Lg=Br,Cl X 1 ) #= R m %% 24 ¥ 84K A Z-hal . X 47 465+ 85 £
B ERAEH 46 F&. X 4TREDBE TRERE T VX 1645
(EP Lg=Br,Cl & 1). REBEK 23 FX 35X 36454 7i@itX 47 1t
s MNE AR PHSE IR ABR LY, BERBNA TR E, ik
X Hl 0 424 5T A% Cadogen, “ Organophosphorus Reagent in Organic
Synthesis 7 , Academic Press, New York(1979).

B3 4%, 28

36
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J
wn

O

M-hul
Z.H halz,¢ cor i-BuG-hal Z-hal

@)

39a - - 3
?\\l or SOzG:
Af- 32 Ha A AL A hal =, Br, |
H-CHR®-Z >  hal-CHRO.Z
e 47
‘ 1) (CgHs)2P
or
y 20 2
R:Cl{ug;é 5\,&%%‘2*355&36

AHEBEAANALET, AL IXFTHRITIORAMNLCHTALS
st X 40b S, BAEKBFINGETAHEX BT, Hloist
Plesnicar,in Trahanovsky, “Oxidation in Organic Chemistry”, pt. C,
Academic Press, New York(1978)pp254-267 . % Y'=0 ® X 48 &4 48
TRERE 6 FX 13LEHPAmEL 2 F6EH HO-Z . X 52 50
TR X 48 S AX SO —RAARKAKRTRE, BAEHF
2K S b AKBHE. A% MSNewsman # H.A.karnes,
J.Org.Chem.(1966),31,3980-4 . % Y'=S & X 52 4&&% AR TARBLG
T ARG 13 AR IE2 21 P i KA HS-Z .

R %4 29
O=Ci{CH1+2Z N0
HO-Z
o 2 K 4
CIESNR): fro .
HO-Z > Z-OCSN(R}» ———»  Z-5-CON(R); > 1§97
49 50 51 52
R=Cy-Cy sk

A BT (FH) 2 ERLAY 4, BERITBEERATH
X3S HHEAAXN 43, 48 X 52 44H( R AR 30 ). 54 Hegarty,

37
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pt.2,pp511-91 # Schank,pt.2,pp645-657, in Patai, © The Chemistry of
Diazonium and Diazo Groups,” Wiley:New York(1978), A 54t I 47 3, s
BT RAEX 4L HBIX B 4Y. ELIMAREALEET, ARAL
&P X 5446555 X 48 5% . (Cohen,#» Miser,J.Org.Chem.(1977),
42,2053). M(S) 2 & E X, 54 LA B F R K 52 4064,

B8 %% 30
HNO Na+
Z-NH; ? 2N CuBr CuClor T
53 4 — Z-hal hai=Br, Cl. ]
43

CU]O

a HO-Z
(NCr)
N0 48
(Sz)'z

— HS-Z

52

XS3aHm-ThA 39ateet, B, BHERTERRAEHME (R
ML 31 )., TRAMB ZMMAELH ( £# Schofield, “ Aramatic Nitration,”
SR F Ak, Sl#F (1980) ). ARALEHAERTHERFTET X
(%% March, JAdvanced Organic Chemistry; % =J&,John Wiley:New
York,(1985), ppl103-4 AR L PR A £X L#). % Y'=NR® #& R=H
i, XS3HEHBE TRERL 6 PHX 13146,

B KL% 2, 31

ZH ——» 7NO; ——>  ZNH;
39a 55 53

X 40b 4t TH X 48 4H, BRI HRZRATHEME, 245740
WAL T R TS 5 RACE &, I & a2 0 AAe B S5 A AR B Ok
#(Cabri,W_Ilaria,C.Bedesche,A.J. Org. Chem.,(1990),55,3654).

B p 345, 32

38
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00000

(CF3509)20

Z-OH > 7.080;CFy
otk PE
48
TR LK A s
- O = C(CH3)-Z
AL 406

BEHRALAERETHX 40c 4B H &KX 400 Lot @A 3L
MR, BERAFBRBAEY T E A G 8 A (Au AT, Synthesis
Communications ,(1984), 14, 743).

BB 3% %%, 33
CICO,CH;
Z-CHO - 7
> 7 CH{CMN)-(X 04
Na(N ) =
Al
1Y NaH
- O =C(CH)-Z
21 Mel £l

40b

BYa@ilins s MR AE gt LRAMEX TS
W R AR EERTRAREN. £XEH T 7, HRP/BAY (R
B) VPBEATRARMABLTRFNGR ST X FTAMTRIAKE H. &
PROGERAFABRSAFRRAEBRRKARKAALSH H RO o THAE
Greene, T.W.;Wuts,P.G.M. Protective Groups in Organic Synthesis, =
%, Wiley:New York,1991). KRR EH KA R £ LB ilms, £X
EHAT, S4it— R BB EMEIAB T RAMNE, THRALEHITRF
mMBEANECEBRARTBATERX I LGP HE. KABRBRERAA
RSB ARE, ALEHFR P BE1-33 XY R AR F T A+ 6 #
& X 14L& 69 45 E AU MR 45 5.

KA RGHAARELE S B ART, X 14E A A& b ) 4T
TR ER, £H, HELA ANLE, i, ARZERRF A ERA
PER LT R3 CF

REH—FiER, RERRERAARRBETBORHES 5B RK

349



BERLTHEALN. B, TaOEEFNAZHNAWY, HFIFXETT X
RAALNGER. RTE#EEFPHENRSHA AN, F450EHR
TEaSK. REFSUNA, GERPEELTHASHNREDRIERRT S
. 'H NMR # 2 35495t wy @ R Wil mtdg 5 @445, vA ppm £ T;
s=$u,  d=304, ==, q=wd, dd=R%, br s=K L%, AB =
“AB” Wi,

%34 1

TEA: HE-EFEALETE

A2 200ml w9 FALBE P 4R TR K T8 T 85 (24g), N-38 55 36 Bt I B (27.2¢)
Aoit ALK FE(Y Smg) RS FASRELEME A 1.5 I 8. AHE,
@it it B AR AT R AR R 36g(F 24 100%)F B A AR MLE
B, Agaédky. 'H NMR (CDCly): §7.34 (m.1H}. 7.26

tm.2H), 7.16 tm.1H), 4.57 (s.2H). 3 80 (s.2H). 3.69 (s.3H).

TEB: #AE2-|(AFREARKAK|FPEIFR LR TE

BELFRBR1TAE&EH(18.7g) & 5 F 200ml ZH F 3£ £ 60 CH
HAHREGW 30 24, £ 05 IHAFEMA 28z R A RIS DY
100ml ZHE®R, £ 60 CRERASY 3 MM, KA FRTR, Ao
Gmikdbw, ARSI LE, AEREERER, BREHE T 200ml
B LETIHM 100mI6% % B4 A &%LAE, B 100ml T8 LEFRBRKER.
A 100mi K ZEAFOANAR, T RAMABEEEE), LEF AT REFE
31.5g(/* £ 93%)% % B iz ML A4, A& HRY.

'H NMR (CDCl3): 69.09 (br s,1H), 7.60 (m.2H), 7.47

(m.1H), 7.37 (m,3H), 7.29 (m,3H). 5.14 (s,2H), 3.88 (s,2H). 3.71 (s,3H).

YHC: NG [(REARN) PRI X T oA A S

& HCI % ¥ B & & (GEE 3 20ml ZERE B A 200ml PEE T H &) P
MAT & B AREASW31.52), £ 60 ChRFTFARESM 1S b o, A%
BEEHN. BFREGHET 100ml — 8 b £ FREH 30548, HREN
BABBKET 10m wE%HTHwBINGS0C. REAEAKFHE RS
Wb dp it KR BT R 115 & 47%) V& C HFRLSW A G
& E%, mpl69-170 C.

SED: W& 2-(-Q-FR)E LA RA|EE)|TEIALRTE

H)
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#2- LB ER(1.02g)0 F & CHALAEH(1.392)% T 40mluew &, HF
HkTFOOTm# 310, REANITREA. AERIRLTHFAHAEGH
AT 40mIN 28 bR LB TEG * S0m)RR, FTREIFOANEFER
4), kiEﬂ'ﬁ-x?ﬁ%ﬁi‘]ZZg(i‘tg‘—% 100%)4 % D A7 B AL 44, AR E
HR B,

'H NMR (CDCl31: §7.99 (d.1H). 7.86 tm.4H). 748 (m.3H). 7.3 (m.3H). 5.33 (s.2H..
5.83¢s,2H). 3.68 (s.3H}, 2.34 (s.3H).

F% E: HER-N-C-2H)ELERE A |FA XA BB —F
]

BEFREDHASHQ21g)E T 10ml # & —FEF, @H FmA 480mg
41 (60% 3 &5 5&)T 10ml v Sk oy LR F MBS AREGH 2 D H,
AdpasSt, A 15mlIN S8 ¥k F M L% CBERG x 25ml). FHREF
BAMEFRRE), SEFATKRERE 26g TR E AL SHOA)T

Y, Ay @:ﬁﬂi%«'H:\MR(cmm §7.99 (br s.1H). 7.85 (m4H). 7.3-7.6 (m.6H). 5.33
{52H1 5.27 (s.1HY, (s.6H). 2.31 (s.3H)

TRE W& s-ﬁf";‘L;Ea-z-W;'s-4-[z-u[[1-(2-§>£)ak LAIRAAR]
WO E A -32H)-JF e

%N-Wi&ﬁ@ﬁ&ﬁ(l.sgi’i% 25ml FREd, kB AH T A 2.02¢
SAMATE T 25ml FE PR &R, 15 245, 8 il 28 i & i o of AL 47,
FIER P MA 243 T RE ﬁ%@ﬂsA#]é’J 10ml PE%&., EEREHNF
Wtttk AAFHERSY, E8&EAFA A FREFERGS * 30ml).

FRAFAHE (L), TEFATREFD 235g gt aRky, ¥
EETF30mMI FEAImI FTEY, AMAIN%_FTAPEAREATEATRAST
Fm)EkFETRBEHAFOERIIN, ATREEMNFETRiEE
EHAEGH(1:1 THLBRLEEARBN). WEF = F7 HBAOEH
1235 670mg(j= #28%)F RF A%, FAKAREGH, ARAEHR

. TH NMR (CDCly): 87.97 (d.1H). 7.83 (m4H), 7.56
(L1H). 7.47 (m.2H). 7.35 (m,3H), 5.33 (s.2H), 3.93 (s.3H). 3.43 (s.3H), 2.34 (s 3H)
% e 2
EA: HEF 22— FANQFEREMTEE
ERAAATESTALFRRE0.00)% T 75ml FHE 7, HE&RA
8 5 CH@EPMA LI-ZFABG MY P EER, ARG, &

41
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30

(ARBHBERAEMBOLR1054. BRARFRERARTEK, F¥20% =
LR/TE, REFRATKER, 45 11.1g(F £ 77%) 7 B A FRALEH.
'H NMR (CDCl:): 88.1(brs.1H), 7.94 (d.1H). 7.21-7 15 (m.3H). 6.99

(t,1H), 5.23 (br s,1H), 2.63 (s.6H), 2.27 (s.3H).

FEB: HE5-R24-"58-2-FEA4-Q-FEXE)IH-1,2,4- =% -3-#
ERAAAT, A 11.1g ¥ B A48 4L4%E T 600ml — £, FX(FF6))
ERPMAN1TIg ZXA, mEREAERIR, A9, RERERE. H&
BHETLRLETY, AL, REARPARLCAREREE. TRAMNE
(FBR4E), TR M AR, Btk 6B ALK EHB0-50% LR LE/
T A B AT 2] 8.255(* £ 64%) 5 & B M E .
1H'I\IMR (CDCls): 87.42-7.30 (m3H), 7.17 (d.1H), 3.54 {(s.3H}.

222 (s 3H).

Y C:2,4-=A-5-FRA2-FH4-Q-FAXHE)3IH-1,2,4- = -3-%

ERAGLATH 8.25¢ 5% BHAALSHET 80ml 1:1 ZFRA K/
WE P, A 14.0ml FEAGI% FPEER)FMARARESS 3 I, &
HRASW, RLBELEHRF, AKX, KiERBPIAEREE TRER
0 A ALIL R M (BB 4E), it B JF R R e, @it beik & F S ALK B 4 (50-70
LM LE/ITRAEA RN FA 0% L8/ TRAFFE 6.7g F R CHA
541 (95% %5).

A

(s.3H).

FED: W& 4-2-GEFR)EL]24-ZA-5-FREA-2-FE-3H-1,2,4-=
nk 3 &)

ERAAAT, @6.7g VR CHBILLSHET 95ml w fALK T 805
/B SR TN N-REAMEKG.53g), BAMABLTHLIAMALET
&, W EAMFHER 2, AL 1.63gN- 550 8 T Ao 4
WL RN ETRE, Aot @iEg 1 M. AL PRAZRAT
B, KEAAK, 0.IN ARERA, flah ALAKERMA BEANE, T
1B A 64 A AL I A (B 4R, SR OF R B R T, it B ik &k kLA E W
(3-10% = Z. 8/ — R P X AE A HBLA)EF 2 3.12¢ B D AFALEH.

'H NMR (CDCly): 7.5 (m.1H). 744
(m.2H), 7.22 (m.1H), 4.60 (d.1H). 436 (d.1H). 3.96 (s.3H), 3.47 {s.3H).

42



TEE: W& 24-=8-5-FRA-2-FEA-L2-[[[1-2-E X)) F TE|RHK|
AT AR A]-3H-1,2,4- = -3-F

@ 0.56g(3.02mmol)1-(2- X X )- Z M 5 4 10mIDMF 5 & ¥ M A
0.13g(3.28mmol) &4t4, KGR S T mA 0.75g((2.52mmol) ¥ % D 4
AUSHHFETREHRSGW 3 Do, T ARl F RACHE RELR
BRAW, RERLBRLERR. MR TRSHFOAERY, &+
Fgg, ARk EEEANATY, KA 60% L8R TE/ A EBLA
78 080g( % 719%)F &K E AALSYH, FPARALESS, HEIK,
mp91-94 T,

LA 3

TR A HENR-GREFAORE22-—F AT 8Lk

Ao e B AR T AR FUBR B (50.4g) A 75.2gN- 3R 5% 56 8L I K 09 800mli vy
FARE R, MATALETFER(LIgF mEEDARSH 15 8. HER
AP ER @3 dARIRE. AERBERIFARRET 500m FE T,
AP S5C. FlA LI-ZFEBGmMDY 20ml PEER, TREHAR
ReHER, TERKEREIBAKRFFRET IL —Z&AFKEF. A 500ml
KRG B S00ml fafe RALPIKIE R A A ME R, THRAIBAEE), iT
HE T R G55 B S8g(/~ & 56%)F & A AFALS M, A A E B K. 'NMR (CDO)y),

8 8.6 (br s,1H). 8.00 (¢, 1H), 7.30 ¢m,2H). 7.04 (L.1H). 5.70 (br s.1H), 4.52 (s.2H). 2.67
(s.6H). B

BHRAEL—FSWFTATT Y K.

Y% B: H#&S-R-4-R-(EAFHOHEHE]-24-Z &-2-F HK-3H-1,2,4- = n-3-
A

B’ A FRBRALAH(58g)E T 800ml = &P & 3 —AmA 86g =k
A THREB M, REMBANARSHTE. AHHROHORLERASY
FAThEEMN BHANGEKET IL ZE & P54 A 500ml K, 500ml
fofe KR A AR E R A/ S00ml fe e A KIE RS, TRA LB
M), TEFREFNEEHEY, FEHFEIEHL. £ 21 SRERTEARA
e F Bt PP 456 BARAF 3] 32g RERBK, mEWHM 150ml A PR ELEH
75 21g ¥ % BirAASH, HEEEREK mp122-124 T, TAREL &
HRVTFHNE=—F2 7.
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INMR (CDCly): 3745-7.6

(m.3H), 7.25 (m,1H), 4.68 (d,1H), 4.46 (d.1H). 3.56 (s.3H).

£ '"HNMR # ¥ THEH 4 10% 4-2- FHR)FL]-5-/-2,4- &2
W 3H-1,2,4-=4-3-8,

T C: W& 1-(5,6,7,8-9 E-2-R X)) L8

AERAAATE 6-28K-1,2,3,4-m9 &4 £ (5.0g,29mmol) ¥ F 5 (30ml)
HAR TN EE LR R (2.18g,32mmol) A T B2 48 (2.59g,32mmol) I B # A7
HeRSHWIR, AERBRERSGWHAWFHREHET LT, AKX,
R Raf fQACRERER. TRANARRE) ;A ERSFE TAL
iRy, FEAKBERHKRATLRERMAH TR C RIS (3.852), A
A & Bk, 'H NMR (CDCly): 89.1

(br s.1H). 7.33 (m.2H), 7.07 (d.1H). 2.78 (m.4H). 2.27 (s.3H). 1.79 (m.4H).

FED: $4& 5-8-2,4-= 8-2-F K -4-[2-[[[[1-(5,6,7,8-79 £&.-2-E K )T L
AIAA)EAFAIRA3H-1,24- 2% 3-8

©1 % % C 422464 (700mg,3.7mmol) 83 = F & F BB (10m1)i5 & F m
AN BAH(60% i & F & X)(160mg), EMATE B Lo, £A5aH
HFnRASY 4 b0, RERLBLEFHE. AAPRPRALRERL
FEk, TRAVAMERSE) R ERSFHRKY., BTk & #4107
BAR, L20-30% L8 LB/ TR AR, 5 1.0g P EDAEALSY, FA
Kt ATHEBALGHKS. "H NMR(CDCl): 6 7.68(m,7H),
5.2(m,2H), 3.47(s,3H), 2.75(m,4H), 2.15(s,3H), 1.78(m4H). ZH A R & it —
B 5T T4 & LB 445D,

% 74 4

W& 2.4 RS- RA-2-F H-4-12-[[[[1-(5,6,7,8-79 R&.-2- KK )k T A
AARA)FAEL)-3H-1,2,4- =7 -3-8

#) %) 3 ¥ & D FFAASH(1.0g,2.4mmol) ) = F A LR (Q2.5ml)E
BV N T BN 30% F B & (1.4ml,7.3mmol) 5 v 3k B A AT I 60 A
1vet, #RSHAFIHEREAFEmBE A 1S Do, ARSHEE
BN LB LEHBF, AR, RERABPALATERLE. THRANBEK
B RER KRR mikY, Ak &gz bkd, v 50-60%T
% L8/ TR, 5] 550mg TN 4 B LH, FAKASH, K
o4 B Bl ko 8 K, mpl106-109 T,
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FTHEA: HE2LALITEAEXTRTYS

ARALAATE 2-84-3-FEX 7 %(25.0g,165mmol) ¢ #f - = R & I
CAL(43mN)E & F A A WK 4,(20ml,165mmol) - £ 60 CHHF AT F G RED
WA, AN ERETERS WM CREALRERAK, AT THRAS
28.49g A& Bk, FFHR—F oM, THEDWABRFTAK-_FEATREK
(320ml)A= P 55(11.7ml), AR EF R P A 4-—F RERG.9g)F £ 60
CTHHEFFHNERLR. ARPEEIAZRPEFALEERHTEAN
EMBERBREMHRN LB LEIRER 3 Kk, THRAF6HNIG(FELE)F &
ERFEFHFE A FHEALSH(25.40g), Hdk. 'H NMR(CDCl3):d
7.73(d,1H), 7.10(d,1H), 6.52(dd,1H),  5.85(br s,2H),  3.80(s,3H),
207(s3H) . ZHRAER—F S WP THTIRB.

THEB: W& 2-Q2-FEABMNBERIRAI-FEAEXFTR T

BRAAAT @ F KA #8444 (2.54g,154mmol) 89 5 - — .25 38 Th
(500ml) & & T A WK A (22.3ml,184mmol), 4 F e A = T K
(25.6ml,184mmol), ARG &K, H 4L 60 Ch R HREGHER. A
REWMEFTRFTE, A LBARARFRERGBEEAFEN KXY
(30.97g), FEH#—F o, FELETHFRUOOm)Y. £OCRAAATH
HER PR 1,1-=FEB(12.3mL,162mmol)5F & 0 CHRIFMFHIKE
FR 30 o4, BETBEKEREARCRALRAIAN TR B IFALEY
(25.57g), A K EBIK, IH NMR (CDCly): §9.22 (br s.1H).

775 (d. 1H). 7.40 (d.1H). 714 (. 1H) . 532 (br s 1H), 3 88 (s.3H). 2.66 (s.6H). 2.35
(.32H ).

FH C: #HE& 2-3-8-1,5- = A-1-FE-5-AAK-4H-1,2,4- = 4-5K)-3-F
EXTYR VP&

£ 40 54 A MmBE 75 CH = EA(51.5¢,174mmol) ¥ T 8 T 8
(S00mh)E & ¥, FA T EBHFALSH(15.572,62mmol) T Z 8 L& (100ml)
FPOOER, AEAMATEFRERSHHBEREA TS CREFHESHRE2
haf, AFRSBETEFABRHALR, HARRESHEAD G f 58 AH
BRPAMOBLERE., FTREFAANBESE)FRERBFEY
B CHFALASH(14.59 1), & E B K,
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lH NMR (CDCl5). 88.01
(dd.1H). 7.58 (d.1H). 7.50 (L.1H), 3.82 (s.3H), 3.56 (s.3H}. 2.28 (s.3H).

TR D: 5-F-2,4- = A-4-2-(EFHL)-6-FE X )-2-FK-3H-1,2,4- =%
18 )

ERAAATOAHE-78 CyF & C M4 (7.0g,24.8mmol)H) =
AP (60m)E & P, mA IM DIBAL(ZF TEA AUV KA F
(62mlL62mmol)iE &k, TG, KA LR GHARI TR 1 D8, £-78 Civ
A F —4r IM DIBAL #§ —EFROGIm)E &R FERSHEHRIFTER 1 )
M. A IN S8ERETIEFA—RPRER I K. ARPRLEERL
Fatg AR, TREARE)RERSE. HHAEHTR 44g $E D
RS H, H Bk,

'H NMR (CDCl3): §7.44 (apparent d.2H), 7.33 (1, 1H), 4.46 (m.2H), 3.57 (s.3H), 2.66
(m.1H). 2,18 (s.3H).

YRE: #&4-2-GEFA)6-FHAER|-S-8-2,4- = F-2-WHA-3H-1,2,4-
=k 3-5)

ERAARTOARZOCH TR D HFA4LE5H(3.0g,12mmol) 85 = &,
T h(S6ml) & &R T m A = X B (3.72g,14mmol), 1= & A v iR 4L 2%
(5.9g,18mmol), RS E/INTRIFKH 2 I 6. BREXFERLSWHE
i Pk &5 ALK B (2:1 TH LML E)FF 3.19¢ ¥ & E AFH LS5,
jb 'k‘ﬁ @’ﬁ}* 'H NMR (CDCl3): 6 7.3-7.39 (m.3H), 4.35

(AB q.2H}. 3.56 (s,3H), 2.16 (5.3H).

THEF: #& 2,4 E-5-FRE2-FRAL2-Fh-o-|[|N1-Q-EE)R T
RIRE|RE | FAIXA]-3H-1,2,4- =74 3-8

ARAALATAAHEOCH 1-2-2K) LR A5 (492mg,2.65mmol) ) v
25 (7.5m)E & F A 95% A 4L (69mg,2.88mmol) 5 BEH R4S 20 &
#, REHF® E HR4L4H(700mg,2.21mmo) 3] 5 5 RAW T H 4%
BRFEFAGRASD I D, A 30% F E4A5 P 85E % (1.3m1,6.63mmol)
Fmr AL REGH 10 I, BHABARERGHAFANLTR, AL
B LA e R AL R ER AR, TIRA VAR (B 4 ) I 8L R K 45,
i EE i B ik & SEALH T H (25% LB TES/ IRAE G SR B ) AF B 306me

YR F RS W, PALPLAY, A4 % E KRy, HNMR
(CDClyy: 62.19 (s.3H). 2.32 (s.3H). 3.41 (s.3H), 3.89 (s,3H). 5.21 (AB q,2H), 7.30
(d.1H), 7.36-7.5 (m.4H). 7.8 (m.4H), 7.97 (s.1H).
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TRA: HER2-—FEAMLOHB AR LA TR TE

ERAAATEAAFZOCHLA S0g 2-PEABEA XL FRESY
300ml WEZERZR P, oA 21.4dml 1,1-—FAM. #RA RSB RN T
mARALR, REHREGHANINYG 0 C, TEFBCIEREKEGH
61.5¢ ¥ % A WAL SH, H a6 Rk,

YHE B: #E 2-G-A-1,5- = A-1-FE-S-BNRKAH-1,2,4- = -4-F )5 F
R &

ERAAR, AR RFRLBEL 020 CHEHT, B4 H 61.5¢g
TR AFANLESHY 1300m] —KTFREZR PSRN 154g Z 2B, K5
ho G ARG WY 24 0, REARE 0T, HEERESHHMALK
T, T AAWEFR Kb GBKERAE. KREMNERETFTRAMN
Jeo WO R A ERITP) 35.49g & & Bk, it E K A & E ik skt B 4k,
VA 2:1 R/ LR LB B, MRS b R K48 5 0 M8 A F K K (AR 4E ALl
HEEWE, A1 QR/IGKRLERSWEARFA)EE 1220 F % BAFH
e, haé Bk,

T&E C: HME&E 2-(1,5-—A-3-FARA-1-FA-5-84K-4H-1,2,4- = = 45 )
VBT &

RAAATROEM 10g Y B BAAALAHE 110ml 1,2-—F 84 LA
50ml WEEAY, @A 21.4mi30% FEHA, LERRER I RAY
B0, RKEE£WOCTHRE LD, £50ChE 400, FR2E4H50
C. ¥R B RAEMEBAT A RLEKRERT, 2 BANEF Riat A1k
BB REE, AAKARETRANLEIFTE, RE AL BRFH 7.74¢
YR C HERILSH, HaE Bk,

FED: HE 24— F-4-R-(BFE)EA]5-FRIA-2-FA3H-1,24-=
it _3- AF

RAARATOAHE-78C, 5MT 6g V% C HAERLEHH 120m =
RFPIRERTMA 68.4ml 1.OM —F TR A48, £-78 CRIF R B 18,
RERZBRINERFRF IR, REXKAEHAHF-T8 CHAmA
10ml A¥. A-78 CHAFRESHTHMA 10ml IN R EAHA, #RAFR
CHERRFEZRIFMAIKY, FA_ATRBRAFHRLSY., A
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B AT Rk AR IR, R TR, R KK R AE S
4.15¢ % D =8 itS%, H G E B4, mpl17-127 C. 'H NMR(400MHz
CDCl;): ©  3.472(s,3H), 3.969(m,4H), 4.4-4.56(m,2H), 7.19(d,1H),
7.423(t,1H), 7.485(t,1H), 7.547(d,1H).

THRE: #&24=58-5-FEAA4LR-[(7-FRE-1,24- %55 =%-3- )&
)X K]-2-F 4 -3H-1,2,4- =4-3-8 N-f.iL ¥

RAAATALH 0.11g F B D M4 HE) 25mIN,N-— F 55 F 8Ll
BART RN 0.17g E&E4FF 0.11g 3-2-7-FRE-1,2,4-X5F =% 1-A4LH,
EEBBEFRA B REHY 24 0o, ABEHAKPHA-RFEER, AK
folofe QLM KERBERANWERY, BRALKARE TBRAIE, ik,
RERRERFINEE KB, A I-ATR/CHELZZ L E KRB F
0.11g ¥ % E 4444, KL P44, AR EBK, mplol-192 C,

'H NMR (400 MHz. CDCly): 6 3.250 (s.3H). 3.827 (s.3H), 3.964 (s.3H).
7.4-7 52 (m.5HY. 7.65 (d.1H). 7.723 (d.1H..
£ 7

FHA: H&2-Q-AEAEARAHE

TR TFTaRFTH 2-FKE5234Tmmo) LKW Ak ahiE & T A
2- B 7 % £.(4.90g,34.7mmol), R EANFHRERSHTR, AHHF
G, BERGEREREGH, RAKEXRGH, FH A FRERFHY
BB KA TR AANBIRY (EEH). REREHZHOEMER
7| 9.2g B A ALY, Addkd., Rf=04538, 4:1 LR-ZH T
B)

Y% B: & 2-Q-R2AM)EK

A EAS LR A RIS H(9.2g,34.7mmol)Fe 10ml K 6 100ml Z
B ik B 65 T, K6 #HE K54 BmA S (6.4g,115mmol )i 73
BEmBEARRITINC., MmTéhE, ESSCTHAREREH S 54, %
HEFTRFA _RTRARFd Celite@i 38, AAKKEER K, AK
FRBEAAKEREER/R, THRERE)F B ERSE B &RTEH 7.6¢
Y& BARANESH, A@RB. 1HNMR (CDCLL, 300 MHz): §3.8 (br s 2H),

6.7-6.8 tm.1H), 6.9 (m.1H). 6.95 (m.1H), 7.0 (m,1H). 7.2-7.3 (m,2H), 7.3-7.5 (m.2H),
7.6-7.7 (m,1H). 7.8 (m,2H).
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YHC: HE2Q-AFRBBRESERME

AFTRTEOYE B AL H(7.62,32.3mmol)8) 150ml F EER T
AT B = R 7 A 85(6.40g,32.3mmol), KMk E ARSI, &KEK
BRBAESHIFHNTECAHAALSH, Amkd, E2FATIRD.

FED: B4 22-ZFE-N-2-Q-REH)FE | MP 8K

BF®E CHEALIHET 100ml LAKWERDTHAHH 0T, RE
£ 0 Chn 1,1-=F 4 BH2.3g,38.2mmol), £ BBEHAFHRESHITRE,
BEXER ERSW, AKHEE A _AFRERAL; THREGIIHRR
Y (B AE), REBEREAERTATE D HALSH, HiFE K,
CAEFATHFRE.

$®E: HE& 5-8-24-—8-2-FEA-4-2-Q- 28K XA )-3H-1,24- =%
-3-8

¥H5®DASHET250ml —AFRY, QiERT 10585
A Z £ A(9.44¢,31.8mmol), WmE A FHREHIR. AHRREREY
EFBFBEREG, RERAKKBEAKLGH A - AFRBRAFHRS
WAk, AT RAFARRB(ARYE), REREREREERFE 107

% E LAY, PALRILLS Y, H#5HEFK mpld7-150 C.
'H NMR(CDClj.
300 MHz): 0 3.41 (s,3H), 7.05 {m,IH), 7.20 (m,1H), 7.3-7.5 (m,6H). 7.7 (m.1H). 7.3
(m.2H)

%4 8

e 2.4- ZA-S5-FRA2-FH4-2-2-FRA)X K |-3H-1,2,4- =4 -3-
&

FTRTHHEES 7 FEDFALSH(10.7¢,31.7mmol)&7 150m! ¥
B b A P B 44(4.89¢,90.6mmol), AT ERASS T B, & E
FTRFAERSG. A INAEHZEAGY, A A FTRERB LI FHRSIH
MR (AELE), RERAERBANERFHNBERK, @itk é4
¥R, L1 COR-U 8 OEAE N R A L BT 6.5g k&P 8 47
HiLsd, BPARKPLSY, HhERY.

'H NMR(CDCl3, 300 MHz): & 3.34 (s.3H), 3.82 (s.3H), 7.05 (m,1H). 7.21
(m.2Hj. 7.36-7.50 (mSHY. 771 (d,1H), 7.81 (d.2H).
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nnnnn

REALHEG T kA ARl 7k, TAHER 1-THEGH. £

i1

AP AR TRESEE =8, Me=F &, Bu=T &, Ph=% %, nap=% %, Ome=7
£4, OPh=% 2%, SMe=T &4, CN=H A TMS== F LK FARL.

X 1444, X+ A=N, G=N, W=0, X=0Me, R’=Me, R’=R*=H, 7Z=2-

Y = CH,ON=C(Me
RY
H
5-Br
5-Me

8-MNe

3-Me

6-Me
|-Br
6-TMS
6-Ph
6-SF«<

6-Me
I-B'r
6-TMS
6-Ph
6-5F5

nap, B E KB XML ARiE, P

6-OMe
4-Me
6-C=CH
5-CN

6-OMe
4-Me
6-C=CH
5-CN

%2

6-OH
6-C F;
4-CF3

6-0OPh

6-OH
| 6-CFy
4-CFy
6-0Ph

X [4L2%, P A=0, G=C, W=0, X=0OMe, R*=Me, R’=R'=H, Z=2-

Y = CH-ON=C(Me)
R®
H
5-Br
3-Me
§-Me

R?
6-Me
1-Br
6-TMS
6-Ph
6-SF4

nap, B KB LM RNkE G, P

R?
6-OMe
4-Me
6-C=CH
5-CN

30

6-Br
4-Cl
7-0OCF4
4-1-Bu

6-OH

6-CF3
4-CFy
6-OPh
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Y =CH»0Q
R? R? RY
H 6-Me 6-OMe
5-Br 1-Br 4-Me
3-Me 6-TMS 6-C=CH
8-Me 6-Ph 5.CN
3-Me 6—SF5

%3

335

«Ten -
R’ R®
6-Br 6-OH
4-Cl 6-CF3
7-OCF5 4-CFy
4-1-Bu 6-OPh

X 14244, #F A=N, G=N, W=0, X=OMe, R’=Me, R*’=R*=H, i X &

BEQRuL AL, #

Y = CH»ON=CiMe)

z z
= l
= N N l / “
|

:?:
£

51
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£4

X 1itsH, ¥ A=0, G=C, W=0, X=0Me, R*=Me, R*=R*'=H, 1i % £

BEéansgh G A,

Y = CH,ON=C{Me)

z

o
o
O

Z

ol

0
0

N

o o g
O



0
N 7o
Me N
Me
O 0]
N-Me
/l\ N-Me
o o >,

N-Me

34
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10

I~
h

N
Me

N-Me

L
OQO

Me l l .

X 1444, £+ A=N, G=N, W=0, X=0Me, R’=Me, Z=2-nap, 4= & &

BlEe 0ot A #aik, #
Y = CHoON=C{Me:

RS
6-OMe
4-OMe
6-F
5-Cl
6-Me
4-Me
3-Me
3-SMe
4-Br
4.C=CH
5-CF3
+-CFy

|?U
ri

T T T L I T X L T T I I

- I S
9 0
m NMe
N
Me O
0
N-Me m
/
S
%)

RY R
3-F H
4-SMe H
6-Shie H
3-CN H
6-CN H
3-0OCF, H
6-1 H
4-Me 6-Me
3-Me 6-Me
3-CF3 5-CF3
4-OMe 5.6-di-OMe
4.5-QCH»0-
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Y =CH-0
6-OMe
4-OMe
6-F

5.Cl
6-Me
1-Me
3-Me
3-SMe
4-Br
1-C=CH
5-CF5
3-CFy

IIIIIIIIIII:EPE\

%6

T,
IS TR IO N
R’ R4
3-F H
4-SMe H
6-SMe H
3-CN H
6-CN H
3-OCF5 H

6-1 H
4-Me 6-Me
3-Me 6-Me
3-CFy 5-CF
4-OMe 5,6-di-OMe
, 4,5-OCH10-

X 1444, £+ A=0, G=C, W=0, X=0Me, R’=Me, Z=2-nap,

Blreynsts GmE,

Y = CH~ON=C{Me)
R
6-Ohle
4-OMe
6-F
5-C!
6-Me

4-Me
3-Me
3-5Me
4-Br
4.C=CH
5-CF;
3-CF3

el
b

T 4§ T L T X T I I T I T

:EZI:'I’WL

R R
3-F H
4-SMe H
6-SMe H
3-CN H
6-CN H
3-OCF3 H
6-1 H
4-Me 6-Me
3-Me 6-Me
3-CF; 5-CFz
4-OMe 5.6-di-OMe
4.5-0CH50-
R R
3-F H
4-SMe H
6-SMe H

50
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X 144%, &% A=N, G=N, W=0, X=OMe, R’=Me, Z=5,6,7,8-13 £.-2-

I T T X & x x T =T

£

7

P e
S S
3-CN H
6-CN H
3-OCF; H
6-1 H
4-Me 6-Me
3-Me 6-Me
3-CF4 5-CFy
4-OMe 5.6-di-OMe
4.5-OCH»0-

nap, L ¥ KB £t 5 A M#E, #

Y = CH,ON=C{Me)
R
6-OMe
4-Ohie
6-F
5-C!
6-Me

4-Me
3-Me
3-SMe
4-Br
4-C=CH
5-CF5
3-CF3

Y =CH-0
R?
6-OMe
4-OMe
6-F
5-Ci
6-Me
4-Me
3-Me
3-SMe

gt
F Y

Y T r T I L T X I I &I T

T T T T T T T XA

3-F
4-SMe
6-SMe
3-CN
6-CN
3-OCFy
6-1
4-Me

57

6

T~ I T I I T

H

6-Me

6-Me

5-CF5

5.6-di-OMe
4,5-OCH,0-

8

r T - X L & I

6-Me



a-Br H 3-Me 6-Me
4-C=CH H 3.CF; 5-CF5
5.CF5 H | 4-OMe 5.6-di-OMe
3.CF, H | 4.5-0CH;0-

eIy

BEARPSHTE R L EE A HRE—RATHMNKBSW,5 4
HEASHOEE Yy —HRABEN, BAKFHNREABERN, MNEXK
MAMAL O RBESEARBASGHERE. ARFTXFPFRBEEEL L
AR, BEABEA—K. AROHMNTOERAWER (LETLH),
Bk, LR (AERIUARM/REGLAR) RATEERBHLAKKS
(k. ARGRANLE -5 s BKReR LM, BH, BEMN, LA,
KA, Bk 5K ( “TERE ) NRA EBRN. THERERSE
A B BEF—FTHABRTRRBEAMNEY; 34 TH SRS EAH
FOOHMN) EAKE (X “HT8K8" ). BETERNIERFTHRS
R REANTHRAESEGHT R HEHSLAYG - EILG AR HE
REPEA., GREASGHIEMER—F 5 A0 P K.
ARAHMNTPEAARFTOATHERBELBAAGERASY. HHEN

A@AE®RN, EhomERETIH 100 %,

TS a4

E PR A v F o) F & iE A
KA 4B Ao K T R 5-90 0-94 1-15
BERN, R MM
Bk, L&k, ER 5-50 40-95 0-15
(BLETI )
LA 1-25 70-90 0-5
FA ¥ 7] Ao L ) 0.01-99 5-99.99 0-15
SR EWEEW 90-99 0-10 0-2

38
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A o) Bl A B A T LAE: Watkins ¥F,Handbook of Insecticide
Dust diluents and Carriers, % 2 &, Dorland Book, Caldwell,New Jersey .
A RAEBER o T LH&E: Marsden , Solvents Guide, % 2 IR,
Interscience, New, York , 1950. McCutcheon’s Detergent and Emulsifiers
Annual, Allured Publ.Corp.,Ridgewood , New Jersey, VAZ {& Sisely #=
Wood,Encyclopedis of Surface Active Agents, Chemical Publ.Co.,Inc., New
Jersey, 1964s 1 & T A @EWHNFHRETRE. MAAHMNTHEARAS £
TR R, d, Bk BRADARFARKN, XS HEAMN LY M
Y

AmAERMNOEH S AL, SLARRAESR, SCAARY
MBLK LA EEEE, SARMR_RASGE, ARKEARE, REXSR
B, AMEER, NN-_RARACHRE ARA#KHE, E5K&YT
BE% e, SRAY, RALA/RAAKEKELRY. BERERHN CEH
4o, HLEEwBRL, FHE, R4 ehHn L, &, B AL
B, mA, 2L, Fi, R, ZBARERAA, LAERRRHA. &
hAHEMNEE, #leK, NN-ZFTATERE —FEM NRKERBELRL
B, LK, RO, &8, REAX, REER BM&, ERE, EK
T, Wi, Zhh, BRMH, LA, MR, KE&H, XHaET
W, MEEEE BELRI®R, 2-EM, FHRFAR 4254 FE-2-
AE, UABEWE, LOA%, X&EbwWaRE,

Ea, TS, THIRERFASRGHAE. HILAXBAT
WiRSHE, AFALEBNAARADABRLMERNEG. RiFRETA
iR BEERE, BEH4e US 3,060,084 . FAE | XA ST L HEF MRS
R RAEEHNBEEA LM ERATIRERAHE, £ £ Browing,

“ Agglomeration ” , Chemical Engineering,1967,12,4, pp147-48, Perry %
Chemical Engineer’s Handbook, % 4 & , McGraw-Hill,New
York,1963,pp8-57 VAR T # L # 4= WO091/13546 . T4 ¥ U.S.4,172,714 #|
&ALF), B U.S.4,144,050, U.S.3,920,442 #= DE 3,246,493 %] & K-4H#ob
B K- B F K, #4E U.S.5,180,587, U.S.5,232,701 #+ U.S.5,208,030
#E& NN, BRI GB2,095,558 F U.S.3,299,566 # & % Jit.

AEMMNAR B —FAEETHEEL: U.S3,235361, F 65 16 7T £
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% 7 %) 19 47 F= £ 54 10-41; U.S.3,309,192,% 5 7] 43 755 7 5] 62 17
% % ¥ 8,12,15,39,41,52,53,58,132,138-140,162-164,166,167 A= 169-182;
U.S.2,891,855, % 3% 66 iT£ % 57 17 47, Fo 54 1-4; Klingman,Weed
Control as a Science, John Wiley and Sons, Inc., New York,1961, pp81-96;
o Hance % ., Weed Control Handbook, # 8 J&, Blackwell Science
Publicaation, Oxford,1989 .

ETEGEESN T, HAHET WA ETE S LI BLATA 6 H
RBEFRAFENEN. KEPEFTIARMAAF THRGHEA T,

% A
[ P A
a4 7 65.0%
‘toRAERBEL BN 2.0%
¥ 1. 4.0%
X2y L0 6.0%
¥ (F54) 23.0%
%t B
A A
a4 7 10.0%
GRELBRA(KRELD R,

0.71/0.30mm;U.S.S.No.25-50 #5)90.0%

LB C
JE 3 F)
a4 7 25.0%
Ko K BB A 10.0%
AR &R 5.0%
bt R AR B A 1.0%
8 454 59.0%
%A D
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454 7 20.0%

MTEMOFREFRALD
Aoy st 10.0%
b R R 70.0%

AKEPASHTREEDAERBOGEHNBARALXARA-F AEHER
B A AR RGEBERN S &, EF Kk OEQHED I TEY 0 H 4L,
AR OHPOR TR GEAALTHARKLANESI XS R EMNS
WA BALH., AXRHLSush TEAETA, TEHA, PR
ERPFoARG S ERPR B AR RO KR, CSNEES S M A
7, BRAWTHY, ¥, 8K, 5L PRKEEHOEARZARY.
AEEROIEHHEER, LA EWRB R, Peronospora tabzcina, ¥
M, B8 BmA, B EZmsm, ) K FAmm, Septoria tritica,
Cercosporidium personatum, Cercospora arachidicola, Pseudocercosporella
herpotrichoides, & ¥ % s %, HEAFE{B M, Pyricularia oryzae, #
Er, iEfavmn ¥REZER LEahR HHahRk KETER,
¥ ¥ 4 %5 %, Hemileia vastatrix . X F % #, Puccinia arachidis,
Rhizoctonia solanni, %A% 5, HEE K%, Verticillium dahliae, # %
¥ BB %, Phytophthora megasperma , it XK @, Sclerotium
rolfsii, Erysiphe polygoni, pyrenophora teres, Gaeumannomyces graminis ,
Rynchosporium secalis, X 3.7 % #, Bremia lactucae vA B 55 iX 3£ & 5% % 31
A8 %89 L€ generea Fofp X,

AERAAEHTE - AL EF R, FALEBMN, FLEM, F(@)
HAl, FEH, AKATH, kFLFAN, FHRFES, HEAN, RIH,
128k, BERAMNAKLCEHERLEHREBA S AL F KM, A
BRESEGRLEFERN. TH RS —RES M ZHGRER
PREME: FEANFRHBE, HXH SHSE AIAHE, T58,
kR, &AM, FHR-FR&¥%, cyfluthrin , RALHE, RALHE,
diafenthiuron , =% K, ik, R, SRAHE, TRHE, AR
85, fipronil, ARKHE, RERHE, b 2HH L8, FAEH,
Ly a, W&, THESE, A8 XER, HRE FABAERE A
HH, FEB. MRS, TA-IRs, RHE FHE RIRSG LA
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HE, T8, 228, 9LtHE, KaExPLEE; FEMN
azoxystrobin(ICIA5504), ¥X#® £, X£4., KR %#& ( tribasic copper
sulfate ) , #eig=, #AHF, LAY, SR A, wxe, vEFE, 1A,
W, BERR, #4858, cyprodinil(CGA 219417), %H##F, 88K, =&
g e, BB Dk, B, diniconazoleeM , 2 R Z, AL EK,
epoxyconazole(BAS 480F), R Ao 8, M-, H A%, X8, TK
bk, fluquinoconazole , R A, RAE, H48, X&F, THE,
%%, 4%, ipconazole, F#MEA4, FlM RTHKRZE, A5F% %,
kresoxim-methyl(BAS 490F), X &4 4, KRA&&L, X%k, FHL,
metconazole, HA# ™, neo-asozin(ferric methanearsonate), %3 X, X
Ak, REE, HRFE-E, kEE, AKX, wHE, % 8HE, Af,
AoeE, A&, EHX, FA-AAR, BEX, =48, 4§ =K
wh  triticonazole , WA, HBEEK, LHEAEH;, FE AP RR
fo R B, FRAMPBEL FTHMNREK, XSBE TEIWHE, =
W, ZAAHE, ATVES, XN, T4, TIRPHE, =98, &
HhE, 2 %4, A% &, tebufenpyrad; # 4 47 %) #| 4= Bacillus thuringiensis,
Bacillus thuringiensis & -® & %, baculovirus, R XX EEE, KI5
AR
AXEHAT, BRERBAMNGES (AR LM F#E, 2XE 8
YR 7 X)) sat2h 453 2450 A A 8.

RAENBREGHRZALAALESGHE TEARBMNORS S Hdh,
cyprodinil(CGA 219417), epoxyconazole(BAS 480F), X 472, T X",
Rt fo kb Bg, EHRAGREY (SR TEREMEAAF T84S
W) kA e 1 5k AW 1 cyprodinil(CGA 219417); 4k
44 1 = epoxyconazole(BAS 480F); &4 | X G, EH 1P T X
ok, A1 Ao gak; b 1 Ao X B, LA T HarekE; L6
# 7 F cyprodinil(CGA 219417); 4t45# 7 #= epoxyconazole(BAS 480F);
Whth 1B, e 7ThTEDH e T fa%; Lo TH
R A 10 53k As; L4 10 A cyprodinil(CGA 219417); 1L
4% 10 #= epoxyconazole(BAS 480F); 4% 10 fo X5, HEH 104
T AR Dok, LA 10 Kk LA 10 o R 8.

MM ARAGLBFTRALARENRAELE, FALEWAARLE T
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EmI B REPOHELR, £, of, RE, BT, REXKRE, X#
BRI L LGN E (e EEXIR) F. P THRWB AT
Ry HThRE.

St B SR EFIBEAOH R, B L5RE KRR
W&k E, BE %Y T 1g/ha-5,000g/ha 7&K R 5 6 Yol 2L W T4 et
F AR, EF 5 E 0.1-10g/ke # T e b L BT W TR T ARG
FERP.

TaHXBERTALALS O AR BB A HEHENE, 21,
A BHEERAEEHBEFEAFRAR T, FHEPHHRERLR R
AF, ABAPHERMTAEES: n==F, Me=F4&, Pr=FX, Bu=TH,
MeO="F £

A A
a Me
| .y
= CH/O \N/J\/\Y
1
6l AN
AN
" £ qr Q' fo QF —#2 Y ARAR LRI &
< i BB = NF- VA
feosdE, G Q]-Q2 m. p. {°C:
I (Ex.7d N CH=CH-CH=CH 91-94
2 (Ex D) C CH=CH-CH=CH i
3 C CH=CH-C(Me»=CH it
4 c CH=CH-C{OMe)=CH g
3 C CH=CH-C(Br)=CH i
6 C (CHlg T
i (Ex. &) N (CHA)4 106-109
8 N CICH3)9(CH»C(CH Yy i

63



S Y L e e E

X R3 R® Y ' m. p. (°C)

MeO H H -CH5ON=C(OMe)- -

MeQ 6-Me H -CH20ON=C(Me)- P

Cl H H -O- 147-150

MeO H H -0- i

MeO H 7-MeQ  -O- P2

w4 C
\'T/ N 6
% N o N\kh 7
\( Y | g Ri0z
N—N . 0
\
Me #F R0z 7 H 5 R"

X RS R0z vy mop. (°C)

Cl H H -CH»O- 159-162

C SMe  7Me  -CH.O- 304-209

Cl 6Cl H -CH-0- 175-181

MeO  5Me  7Me  -CHAO- 187-197

MeO  6-Br  TMe  -CH2O- 205-209

MeO  SMe  H -CHA0- 205-208

MeO  SMe  6Me  -CH,0- 110-214

MeO 5Me 7Me  -O- 210-216

MeQ 7MeQ H -0- 101-192

MeO 7-CI  H -CH,0- 225-229

MeO 7-MeO H -CHA0- 207-210

MeO  6-Me  7.Me  -O- 218-219
2 MeO  5-Me H -0- 195199

MeO  6-Br 7-Me -0O- 187-189
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H

2 3
(¥R Y N
3332

0
13 s RY
R-‘\N .
PN
, N g pla
XN =0
N—”N\ ﬁ.?RloafﬁTﬁHfi.Rw
Me
%, x  p R RIG v m. p. (°C)
8 - MeO n-Bu 61 8l CH50-  166-169
29 MeO  n-Pr 6-Br 8-Br  -CHy0-  160-163
30 MeO Me 61 H -CH,0-  200-204
3 MeO a-Bu 61 8] -O- 165-167
CERD
585 o m.p.(C)
L %
32 2
o)
™~ CH3
MeO. s o)
O—N
\
Me
*'HNMR # A L@ EF
W& F
HEeH5 'H NMR #3 (13 5 shl9i3g 4 CDCl 5% )
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12

3 234 (s.3H). 3.43 (s.3H). 3.93(s.3H), 5.33 (s.2H). 7.35 (m.3H). 7.47
(m.2H), 7.36 (t.1H), 7.83 (m,4H), 7.97 (d. 1 H).

& 2.34 (s 3H). 2.51 (s.3H). 3.44 (d.3H). 3.94 (d.3H). 5,32 (s.2H1L 7.35
(m,4H), 7.565 (m,2H). 7.71 (m.2H). 7.83 tm.1H). 7.93 (5.1 H).

4 § 2.33(s.3H), 3.43 (s.3H), 391 (s.38). 393 (s.3H1. 5.32(s.2H). 7.13
(m.2H). 7.35 (m.3H). 7.56 (m.1H). 7Z.70¢m.1H). 7.75 (m. 1 H), 7.83
{m.1H), 7.905 (s.iH).

(9]

5 & 2.33 (s,3H), 3.44 (s,3H), 3.95 (5,3H), 5.33 (s,2H), 7.35 (m,3H), 7.55
{m,2H). 7.70 (1,2H), 7.925 (m,3H).

6 5 1.78 (m,4H), 2.21 (s.3H), 2.75 (d.4H). 3.43 (s.3H), 3.92 (5,3H), 5.26
(s.2H), 7.01 (m,1H), 7.20 (m.1H), 7.32 (m,5:4). 7.52 (m.1H).

8 § 1.26 (m,12H), 1.68 (s.4H). 2.18 (s.3H), 3.41 (s.3H}, 3.89 (s,3H), 5.20
(d.1H), 5.23 (d.1H), 7.25 (m.2H), 7.3-7.5 (m.4H).

g S 3.4) (s.3H). 3.88 (5,3H), 4.02 (s.3H), 5.17 (AB q,2H), 7.25 (m,1H),
7.46 (m.4H), 7.64 (m.1H), 7.8 (m4H), 8.12 (s, 1H).

10 § 2.19 (s.3H), 2.32 (s.3H), 3.41 (5.3H), 3.89 (s.3H), 5.21 (AB q.2H), 7.30
(d.1H), 7.36-7.5 (m.4H). 7.8 (m.4H), 7.97 (s,1H).

12 & 3.34 (s,3H), 3.82 (s.3H). 7.05 (m.1H), 7.21 {m.2H), 7.36-7.50 (m,5H),
7.71 (d.1H), 7.81 {d.2H).

13 & 3.35 (s.3H). 3.84 (s.3H), 3.88 (s.3H). 7.0 (m4H). 7.2 (m.2H), 7.4
(m.2H), 7.71 (dd.2H), 8.03 (s.1H).

32 § 1.6-1.8 (m.13H). 2.0-2.1 (m.5H). 3.44 (s.3H). 3.94 (s.3H). 5.09 (s.2H.

7.32 (m.3H), 7.48 (m.1H).
a 'H NMR A7t P im s &% aaas, L ppm £ F.

BaETH: (s)-F4%, (d)-24, (t)-=%, (q)-w4%, (m)-5 €%, ABq=
“AB 7" w9,

AZ R e L F Rbb)
EARABRASHETHRFEHRHEMERL 3%, K514 200ppm
HEREREEFTEH 250ppm A @ERHM Trem®014 ( 3 TLEE) 4%
K, REFANZRRAFAFP TATT RN KL, X TRE
09 3R ALK 7% 200ppm Lif X 8 &5 448 % T 500g/ha & b4 5 /8 .

KB A
BN EBRSRITERGRERALENTHRBESR, ZERGA
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4R Erysiphe graminis F.sp.teitici (DX aHFRORFERE) SR F L3
FAEAKETWCHET TR, ZEALERHTAR.
AE B
B AR GRTRBAFRERH LM BTOXBEER, Z6RGA
Pucicinia recondita(’ X"t RBEF B X)) T EFREFF AR LR
T2CHE 2400, REBEAKEFTWCHACK, TEALAR
0 F A,

w2 C
QRASRGHTEEGRETBH LA BFARBR LR, ZERGA
Pyricularia oryzae (FERBEBEE) LT B FREHFIFEBMALET 27
CHAUIE, REBEAKEFTIOCHESK, TEHLERNYE
/8

XED
LA H R T REG R E LR XBRESR, 258G
M Phytophthora infestans ( S# EfBifit AR mB 1) 0T &%
RIEFHERALRAT 0CHE 24 10, REBEAKEFT0CTHE
SK, ZEHRAERHTA.
KB E
RAARDRTREN R TR LA XS RTFR, Z6HFA
Plasmopara viticola(H H B EHERBEAE L) BT A FRIERFEBF LR
T20CHHE 2400, REBEAKETT20CHE XK, REFLloA
ART2CHF 2408, ZEHTAROTA.
X% F
G HERG AT RO FA B LA FO B R TR, ZEBGH
Botrytis cinerea(H E A ZRB A FKE LX) R FREFREFF AP AA
T2 CHFT AP, REBEAKRET T CHEISK, LERATER
KB AFOERERATLE, kA P, F8100 L7 ARKF 5 100%
EH, PFRORTEALABAAES (A THBA) . 55 (—) £
TEAREER.
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20

25

30

A A

LS

98
89
94
99
93
98~
95
87
99
86
89
50
63
0
0

69

IR leTes eben
HEB  KXEC KD
100 94 97
100 74 92
93 53 93
Bl 32 75
99 S1 92
100 94 92
100 74 63
100 9] 26
99 91 100
99 85 Q4q»»
86 0 12
94 0 57
67 85 82
20 0] 9l
0 0 )
20 0 71
93 0 23
85 0 93
) 0 0
86 G 18
04 0 92
94 0 85
68 0 60
93 0 63
93 0 92
100 73 100
97 30 84
85 0 0
85 53 25
93 53 0
68 0 41
100 G 25

+ {4 %A 10ppm ¥ & %%
« + LAVl 40ppm R KK B,

68

3233

REE RBF
100~ 18
82~ 0
72 91
37+ 60
36 68
89~ 80
100 0
87= 49
99+ 64
100* o

0

23* 0
0

64

0* 0
0 0
16* 32
100 * 0
0

10 0
100+ 0
1* 43
20+ 0
g* 32
- 0
0

0

82

16* (i
28* 43
| * §]
58+ 41
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