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E+ X £ XD, X2) & (XI);

Het &it frbeg i, wbep X, wReb b, wbom X, Hoxh, Eu X,
ki, e A fe Boled Ko 5-K 6-TRIK, A ARR, R
= ROERAX;

RAFRESABIMAR, HERTL,

R ZAFHRRAY Coo A, FTPEMELRARE, S5, X
Tk HRE, BE, fE, COOC. A, FEEA, MA, CRAXE,
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R°R*’NN=C (H) ;
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C.lEX, C.L.aRREE, Co. AKX, C BARKAME, HC(OR)=N
Fo R°R*>’NN=C (H) ;
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Rofr R & B 333 H SR Co i

R, AR &AL S, O&, R&, AL, CxX, G
BAREE, CoREEC)BREES C. IARRAERCLIEBRE, &
HEZR, PRRFES—AREER; UK

RFREARIMAA, BF, CLORARC ARKE,
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A
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FK, CLERBRAX, Commi, C. gRBFHE, HC(OR) =N #= R'R>

NN=C(H); X
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£V
A L R’

V.1 CH,CH,

V.2 CH,CH,CH,
V.3 CH(CH,),
V.4 CH,CH,CH,CH,
V.5 CH,CH (CH,),
V.6 C(CH,);
V.7 CH,CH,CH,CH,CH,
V.8 CH,CH,CH (CH,) ,
V.9 CH,CH,CH (CH,) ,
V.10 AR
V.11 TR
V.12 TARA
V.13 Raik
V.14 TRE
V.15 HFFEE
V.16 A
V.17 4-C1-C.H,
V.18 4~F-C,H,
V.19 4-Br—CH,

V. 20 2w A
V.21 - R
V.22 2-vk v K
V.23 3-wk vh A
V.24 a-FERIRAE
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V.1 i H CH,CH, CF, CH, H
V.2 H H CH,CH, CF, CH,0CH, H
¥.3 H CH,CH,CH, CF, CH, H
V.4 H CH.CH,CH, CF.H CH, H
¥.5 H H CH (CH,) , CF, CH, H
W.6 H H CH (CH,) , CF.H CH, B
V.7 H H CH (CH,) , CFH, CH, H
V.8 H H CH (CH,), CH, CH, Cl1
V.9 H H CH(CH,), CH, CH,CH, C1
V.10 H H CH (CH,) . CH, CH, F
V.11 H H CH (CH;) , CH, CH,CH, F
¥.12 H H CH(CH,), CF,C1 CH, F
¥.13 H H CH,CH,CH,CH; CF, CH; H
V. 14 H H CH,CH,CH,CH, CF.H CH, H
¥.15 H H CH,CH,CH,CH, CH;, CH, F
V.16 H H CH,CH,CH,CH; CH, CH, Cl
V.17 H i CH,CH (CH,), CF, CH, H
V.18 H H CH.CH (CH,) , CF.H CH, H
W. 19 H H CH,CH (CH,) , CFH, CH, H
V.20 H H CH,CH (CH,) , CF, CH,0CH, H
¥. 21 H H CH,CH(CH,) , CH, CH, F
V.22 H H CH,CH (CH,) , CH, CH, Cl
V.23 H H C(CH,) , CF, CH, H
W. 24 H H C(CH), CF.H CH, H
W. 25 H H C (CH,) , CF.H CH, H
¥. 26 H 1 C(CHy) , CH, CH, F
¥. 27 H H C (CH;) ; CH, CH, Cl

11
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V. 28 H | H C (CHy), CR,Cl CH, H
W.29 H | H CH,CH,CH,CH,CH, CF, CH, H
W. 30 H | & CH,CH,CH (CH,) , CF, CH, H
W. 31 H | H CH,CH,CH (CH,) , CF.H CH, H
W. 32 H | H CH,CH,CH,CH,CH,CH, CF, CH, H
W. 33 H H FARA CF, CH, H
V. 34 H [H 3R A CF.H CH, H
W. 35 H | H FAEL CH, CH, F
V. 36 H | H FARA CH, CH, Cl
W. 37 H H TR CF, CH, H
V. 38 H TTE CF.H CH, H
W. 39 H | H RARE CF, CH, H
W. 40 H H AR CF.H CH, H
V. 41 H | H HRA CFH, CH, H
V. 42 H [H IRRE CF.C1 CH, H
W. 43 H | H RS CH, CH, F
V. 44 H H Y% -3 CH, CH, Cl
W. 45 H | H FTA CF, CH, H
W. 46 H | H LA CF.H CH, H
W. 47 H | H oA CFH, CH, H
V. 48 H |H Tk CF,Cl CH, H
W. 49 F | F FTE CF, CH; H
W. 50 H | H FTE CH, CH, F
W. 51 H [ H RTA CH, CH, C1
W.52 H | H R CF, CH, H
V.53 H | H Y33 CF, CH,CH, H
W. 54 H | H HEE CF.H CH, H
W.55 H | H FEK CFH, CH, H

12
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weHA5 | R | R R’ R’ R’ R¢
V. 56 H | H FEE CF,Cl1 CH, F
V.57 H | H A CH, CH, F
W. 58 H | H WEE CH, CH, C1
W. 59 H | H FFEXA CF, CH, H
W. 60 H H RFE CF.H CH, H
V.61 H | H i CF, CH, H
V. 62 H | H i CF.H CH, H
V.63 H | H - 3 CFH, CH, H
V. 64 H | H i CH, CH, F
W. 65 H | H A CH, CH, c1
W. 66 H | H 4-F-CH, CF, CH, H
W. 67 H | H 4-F-C,H, CFH CH, H
V. 68 H |H 4-C1-CH, CF, CH, H
W. 69 H |[H 4-C1-C.H, CF,H CH, H
W. 70 H | H 4-Br-CH, CF, CH, H
V.71 H | H 4-Br—CH, CF.H CH, H
V.72 H H 2Ky K CF, CH, H
W.73 H H Xk CF, CH, H
W. 74 H H 2-rk s X CF, CH, H
W. 75 H H 3—sk A CF, CH, H
W. 76 H | H a-FRRAL CF, CH, H
W. 77 H |H a-FEFRAL CF.H CH, H
W. 78 H | H a-FEARAEL CH, CH, F
W. 79 H | H a-FAIAL CH, CH, Cl

13
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2 X

weHArA5 | R | ] R’ R R’
X. 1 H H CH,CH, CF, CH,
X.2 H H CH,CH, CH, CH,
X.3 H H CH,CH,CH, CF, CH,
X. 4 H H CH,CH,CH, CH, CH,
X.5 H H CH(CH,), CF, CH,
X. 6 H H CH(CH,), CH; CH,
X.7 H H CH (CH,), CH,CH, CH,
X.8 H CH,CH,CH,CH, CF, CH,
X.9 H CH,CH,CH,CH, CH, CH,
X. 10 H H CH,CH (CH,) , CF, CH,
X. 11 H H CH,CH (CH,), CH, CH,
X.12 H H C(CH) , CF, CH,
X.13 H H CH,CH,CH,CH,CH; CF, CH,
X. 14 H H CH,CH,CH,CH,CH, CH, CH,
X. 15 H H CH,CH,CH (CH,), CF, CH,
X. 16 H H CH,CH,CH (CH,) , CH, CH,
X. 17 H H CH,CH,CH (CH,), CH, CH,CH,
X.18 H H CH,CH,CH,CH,CH,CH, CF, CH,
X. 19 H H CH,CH,CH,CH,CH,CH; CH; CH,
X. 20 H H SRS CF, CH,
X. 21 H H N CH, CH,
X. 22 H H TR CF, CH,
X.23 H H nTHh CH, CH,
X. 24 H H 3R CF, CH,
X.25 H H RAE CH, CH,
X. 26 B H RARE CF, CH,
X.27 H H U E-3 CH, CH,

14
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X.28 F F FRA CF, CH,
X. 29 H H REE CF, CH,
X. 30 H H wRE CH, CH,
X. 31 H H REX CF, CH,
X. 32 H H FERX CH, CH,
X. 33 H H E & 3 CF, CH,
X. 34 H H R CH, CH,
X. 35 H H 4-F-CH, CF, CH,
X. 36 H H 4-F-CH, CH, CH,
X. 37 H H 4-C1-CeH, CF, CH,
X. 38 H H 4-C1-CH, CF, CH,
X. 39 H H 4-Br-CH, CF, CH,
X. 40 H H 4-Br-CH, CH, CH,
X. 41 H H 1-E A CF, CH,
X. 42 H H 2K A CH, CH,
X. 43 H H I-E K CF, CH,
X. 44 H H - A CH, CH,
X. 45 H H 2-ek wh A CF, CH,
X. 46 H H 2-vk i R CH, CH,
X. 47 H H 3-vk v Ik CF, CH,
X. 48 H H 3~k 2K CH, CH,
X. 49 H H a-FTEFAHE CF, CH,
X. 50 H H a-FEAFAR CH, CH,

15
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Y.1 H H CH,CH, Cl1
Y. 2 H H CH,CH,CH;, C1
Y.3 H H CH,CH,CH; Br
Y. 4 H H CH,CH,CH, CF,
Y.5 H H CH(CH,), Cl1
Y.6 H H CH (CH;) , Br
Y. 7 H H CH (CH,) , CF,
Y.8 H H CH,CH,CH,CH, Cl1
Y.9 | H CH.CH,CH,CH, Br
Y. 10 H H CH,CH,CH,CH; CF;
Y. 11 H H C (CH), Ci
Y. 12 H H CH,CH (CH)) , Cl1
Y. 13 H H CH,CH (CH,) , Br
Y. 14 H H CH,CH (CH)) , CF,
Y. 15 H H CH,CH,CH,CH,CH, Cl
Y. 16 H H CH,CH,CH,CH,CH, Br
Y. 17 H H CH,CH,CH (CH,) , Cl
Y. 18 H H CH,CH,CH (CH,) , Br
Y. 19 H H CH,CH,CH,CH,CH,CH, Cl
Y. 20 H i CH,CH,CH,CH,CH,CH, Br
Y. 21 H H TAA Cl
Y. 22 H H FAK Br
Y. 23 H H T A Cl
Y. 24 H H TR Br
Y. 25 H H TARE Cl1
Y. 26 H H FRE Br
Y. 27 F F R A CF,

16
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Y. 28 H H FTA Cl
Y.29 H Rk Br
Y. 30 H H LA CF,
Y. 31 H H HRA Cl
Y. 32 H H FRE Br
Y. 33 H H HR A CF,
Y. 34 H H FFR Cl
Y. 35 H H A Cl
Y. 36 H H i Br
Y. 37 H H 4-F-C,H, C1
Y. 38 i 4-F—C,H, Br
Y. 39 H H 4-F-C,H, CF,
Y. 40 H H 4-C1-C,H, Cl
Y. 41 H H 4-C1-CH, Br
Y. 42 H H 4-C1-CH, CF,
Y. 43 H H 4-Br-CH, Cl
Y. 44 H H 2-Ep K Cl
Y. 45 H H 1Rk Br
Y. 46 H H i g Cl
Y. 47 H i KR Cl
Y. 48 H H 2-vk o A Cl
Y. 49 H H 2-vk i K Br
Y. 50 H B 3wk o Cl
Y. 51 H H 3-sk g A Br
Y. 52 H H 2-s s A Cl
Y. 53 H H a-FEFRAL Cl
Y. 54 H H a-FEIRAE Br

17
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He-H A R' | ¥ R’ R
Z.1 H H CH,CH, CH,
Z.2 H H CH,CH,CH, CF,
Z.3 H H CH,CH,CH, CH,
Z.4 H H CH(CH,), CF,
Z.5 H H CH(CH,), CH,
Z.6 H H CH,CH,CH,CH, CF,
1.7 H H CH,CH,CH,CH, CH,
7.8 H H CH,CH (CH,), CF,
Z.9 H H CH,CH (CH,) , CH,
Z.10 H H C (CH,) 5 CF,
Z.11 H H C (CH,) CH,
2.12 H H CH,CH,CH,CH,CH, CF,
Z.13 H H CH,CH,CH,CH,CH, CH,
Z.14 H H CH,CH,CH (CH,) , CF,
Z.15 H H CH,CH,CH (CH,) , CH,
Z.16 H H CH,CH,CH,CH,CH,CH, CF,
Z.17 H H CH,CH,CH,CH,CH,CH, CH,
Z.18 H H FARX CF,
Z,19 H H FaA CH,
Z.20 H H RTA CF,
.21 H H xTE CH,
Z.22 H H HRER CF,
Z.23 H H FRA CH,
Z.24 H H KR A CF,
Z.25 H H AL CH,
Z.26 H H RAE CF,
Z.217 F F FERE CH,

18
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HEWA 5 R’ R’ R’ R*
Z.28 H H KFEE CF,
Z.29 H H A CF,
Z.30 H H X CH,
Z.31 H H 4-F-CH, CF,
Z.32 H H 4-F-C,H, CH,
Z.33 H H 4-C1-C4H, CF,
Z.34 H H 4-C1-C4H, CH,
Z.35 H H 4-Br—CH, CF,
Z.36 H H - K CF,
Z.37 H H 2K K CH,
Z.38 H H - CF,
Z.39 H H - P CH,
Z.40 H H 2-vk i AR CF,
Z.41 H H 3-sk A CF,
Z.42 H H 2-vk o 3K CF,
Z.43 H H 4-vtmZ B CF,
Z.44 H H a-FRIARX CF,
Z.45 H H a-FTAFAL CH,

(lla)

AP RmR 1 P2,
R 2EH AKX AID) A9
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(I1b)

AP Rmk 2 b2 L.
R 3IRM 24 AKX (Ic) b

AF Rk 3 F2L,
& 4B T9AK (I2) b-h:

ol
. o s
R Sy
N
\ 3
/ | H R (la)
N 6
\N R '
L

A+ R, R, R, R, RifR4mk 4 2L,
& 5 RABET9 AKX (Ib) 4644

ff

4 R, R, R, R“, R R4k 5 23,
& 6 #4719 AN~K (Ie) b

N
\
yf\ H (o)

R R2

I’Z

(1b)

1

Py

RS

20



200380102170. 0

i

B P 516/35m

EF R, R, R, R, AR 6T,

TR TIAXN (1) 1%

H

I’z

a,

‘ﬂ\;c', Rl: Rz’ R37 R4’ RsﬁﬂRs‘ﬁUi’]‘#fi)‘L,

A 8 RHTI AKX (Te) %A%'

N
\
5—/% |

R' R?

5

£F R, R, R, R, RUA R4k 8 F RN,

F 932479 AKX (1) 4}(/—\%-

k_/%

I’Z

A,

£9 R, R, R, R, RAFR4k 92,

A 10 84 50 AKX (Ig) 144

£+ R, R, R, R R4k 11 2.
& 11 324 50 AKX (Ih) 4o a4

21
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— '“{
H (th)
\
Y R’
R
AEF R, R, R, R4k 11 $ 2L,
A 12 B S0ANK (11) b4

NYS

5

S
|/
R® (li)
! 2

< I,Z

R
R

AR, R, R, KA R eR 12 # 2L,
A 13 RA SAAK I a9

=
o S
—
AN N
\ 3
| H R m
A
N R1 Rz

A£F R, R, KRRk 1352,
& 14 F4t 54 A~ K (Ik) 1b9:

o 1N
e
AN N
\ 3
| H R (1K)
s
N R N\

A9 R, R, KA R4k 14+ 23,
& 15 84 54 AKX (IL) e 44

s
0] | /
AN N
\ 3
| H R o
A
N R\

EF R, R, R'FR'wk 15 F 2L,

22



200380102170. 0 o 1 E18/35m

& 16 84t 45 AKX (Im) 1£4-%:

-
o] S
—_—
S N
\ 3
l: ﬁ\ H R (im)
0] RY 1
R Rz

AR, R, RAR4k 16 2.
1T #4245 AKX (In) 1059

o N
—
S N
\ 3
L b
(o R4R1 2

HEF R, R, RFR4wk 17 #2350,
A 18 B4 45 AKX (To) b4

S
o l /
S N
\ 3
[ﬁ\H R (lo)
07 "R g »

F4+ R, R, KA R4ek 18 2.
EXRBAFF, FAEWEEAEREANE4E, ""WR" R FH AL
B MSAFRH "WHETTHN, LA AREALT IR

TR RIE,
AARB PR TIHES:
mp. = HB% b.p.= #&
s = ¥ br = T
d = —%% dd = R=-F4§
t = Z§% q = wWEg

m = $E% ppm = BHHZX—
A 19 8l & 1-18 PR EF KR M6 MR 345,
FIf A7 X 2 NMR 2045 39 VA CDCLs 4 I8 /) (B A AR SN, R G EBEH RA
. R A$)3e [CDCL; / d-DMSO] 845 XA F), (EFTAHRE FTALA 4T

23
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B3 ARRAEKIE) . RAANI, FTEKERBENCES WM/
BXBRESHEH . AFH ‘¢ SRS NFFTRTRALMARAHK,
MAFE v GRS HATIRYELRXFHAK.

& 19
%o A 'H-NMR £ 38: (ppm/ % €M /HHKE). mp. /
5 (°C)
1. 6t 0.67/m/1H; 0.85/m/1H; 0.94/s/9H; 1.03/m/1H; i AR
1.59/m/1H; 3.55/s( % * )/2H(NH); 6.52/d/1H;
6. 85/d/1H.
1.10t | 0.01/m/2H; 0.27/m/2H; 0.58/m/2H; 0.73/m/1K; 4K

0.88/m/1H; 1.31/m/1H; 3.33/s( &£ % )/2H(NH);
6.34/d/1H; 6.68/m/1H.

1.17t | 1.35-1.45/m/2H, 1.99/m/1H, 2.12/m/1H, 3.49/s (% | k%
¥ )/2H(NH,), 6.58/d/1H, 6.93/d/1H, 7.08/d/2H,
7.25/d/2H4.

1. 18t 1.30-1.40/m/2H, 1.97/m/1H, 2.14/m/1H, 3.5/s/2H R A
(NH), 6.58/d/1H, 6.93/d/1H, 6.97-7.02/m/2H,
7.10-7.18/m/2H.

1. 24t 0.03/m/4H; 0.49/m/2H; 0.99/s/3H(Me); 1.05/m/1H; IR 4
1.23/m/1H; 3.40/s (5%8%) /2H(NH,); 6.30/d/1H;

6. 62/d/1H.

4. 23t 115-116
4. 241 105-106
4.33 103-107
4. 34t 76179

4. 66t 161-162
4. 67t 104-105
4. 68t 147-148
4. 69t 102-104

24
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4.76 100-108
4,77 0.15-0. 38/m/8H(M X+ & X); 0.60/m/1H(R X); AR
0.7-0. 8
/n/2B (R X); 0.97/s/30H(AF X -Me); 1.02/m/1H (R
X);

1.19/s/30 (R X-Me); 1.40/m/1H (R X); 1.50/m/1H
(O X); 1.62/w/IH(R X); 1.98/m/1IH(M K );
3.97/s/6H

(O X+K X -NMe); 6.88/t/1H(NTX-CF.H) 6.89/t/1H
(B X-CFH); 7.0/d/IH(RX); 7.06/d/1HOWX);
7.62/d/IH(R K); 7.76/d/IHOKX); 8.03/s/1IH(R
X);

8.05/s/1HC W& X ); 8.20/s/1H( & X -NH);
8. 38/s/1H Ot X, -NH) .

4,78 105-113
5.23t 90-92
5.33t 110-112
5. 66t 146-148
5. 68t 143-144
5.76 0.18-0.35/m/8HOB X+ & X); 0.58/m/1H(AE X)) ; B8

0.75/m/

2H(BEX); 0.98/s/3H0MX-Me); 1.01/m/IHORK);

1.18/

s/30 (R X -Me); 1.38/m/1H(R X); 1.47/m/1H(R

X);

1.59/m/1H (&R X); 1.95/m/1HOEX); 3.70/s/6H (K

X+

WA X ~Nme); 7.00/2xd/2H(R KX); 7.08/d/1H(RX);

7. 38
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/A/1IH(RX); 7.40/d/1HOEK); 7.64/d/1H(R X);
7.79
[A/IROGRAKX); 7.87/s/1IH(RX-NH); 8.0/s/1H (M X,
—-NH).

10. 12t 71-73
10. 20t 93-95
10. 35t 126-128
10. 37t 121-123
10. 49 85-88
13.11t 135~136
13.37t 143-145
13. 40t 128-129
13.53 [ 0.2-0.35/m/8HCMR X+ & X); 0.61/m/1H(AR X ); #}Rg

0.80/m/

2HORX); 0.99/s/3HORA-Me); 1.06/m/1H (XD ;
1.18

/s/3H(R X -Me); 1.40/m/1H(R X); 1.49/m/1H (A
X);

1.60/m/1H(R X); 1.99/m/1HOERK); 7.07/d/1H (K
X)),

T.11/d/1HC X )5 7.42/a/2HC M X + & X );
7.68/d/1H

(& X); 7.78/d/1H(ME X ); 8.28/dd/1IH(R X );
8.36/m/

IHOERK); 8.40/s/1IH(R X-NH); 8.53/m/2H (iR X+
B.A); 8.68/s/1H(W X -NH).

K (DB TAZLRBR T AR RFLHE,

itz 2

26
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NI B [AF R taX (DAHATEX] TR R
MidfE4lE: TARAENOHR KON FET, AEHN GekATH) F
1% 3-8-2-FB A XD 5X CLCORHER[E T R & X (1)1
st A X REARE, ZREAFRAALAD AL THA; K
AR 3-8 -1-FRARYHIE S B BARKNEFALZHNT (Bl DMSO,
20C-100C) RE. REFAERM X (I11a) o, f-F4aFB [+ R4 L
& X (e ]:

X R® (Iha)

S H

B TFTRR RN (IVa) 1o [+ R4 E@ X (1) Lo BT
ZX]:

(IVa)

BALEEAFHTAETEY 5EKEGMEL, REAE KON FE T ik
(GRETEE:150-250C) (RBRXER) ., AEE [ TE4A] AEIK
[Sedfhiliaedy 2,2 - — (ZXKBR) -1, 1I-BREA BINAPD) I AET, &KX
(IVa) b5 5 — XK BA LA (benzophenonimine) ZE&F) [# 4K . F R X
&bt ] b #AT PA-MEIL R AL [ A =-— 2 F A & B =4 (Pd, (dba) ;) 4
ABAKI R, REEEAD I0CE e ARE, £RFHX (Va) BE[H
F R 4e & X (1) A% A L]

R {Va)

BRI LB, BB, BRBATRZCERINAET, Rt ES

27
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#) [4e MeOH. EtOH & THF] ¥ jf BLit £ 20C-RARE T, # X (Va)
e EBREBRBATREEBRLE, RELEFRX (Va) bbb
[#£i HC1 (4Rik 0. 1-12N) RAABR (Fhik 0. 1%-98%) I AT KGR AL, 348
BT X (1a) AW ER/ R -Rbs%, #mTETABRIE EE%
Ho A 3R 4k,

£€ #FF X (11b) Fu (11c) 6§ RAED F MK SR TALA ik
ik FAEAASEN R TEAEY AR BH LK.

B, REAAWHS —NFEELHX V) LEHHEX (D EY

0 b

X—N

EF XFRLEHX(DASHEX; AR, R, V&R YA,
BHEOLEEX VIS L REBERFETRHITRASES R A,
KEBERR VN5 BRBITRKERL.

B, REPEF—ANAFERBLT dX IV 1S HEEX V) 4se
M) 8y 7 ik

X-Br (IV)

AF XFReEbaX (DresHmeX; BR, R, V&ERE&AH
2, EAFOEANCEGARATMRAEEN YD ARET], £5
A A T BE A R AR T 8347 ] Ao Bk [4ik BINAPI 9 A £ TF, 4K (IV)
AhME XA RAITH - E A e B,

RAZ 2A

FOCERMAREMGEMN T, EBAK[E4], 2-—RKEAKTRKR]
Fomg (BT A ET, BER [Ho =B8R F K] P 4241 69 4841 3R
AR R E 3R L5 Het CONH, £ A g 8ol (3 & Het v L@ X, ()
o X347 Cul AL BIER B, TAASRFE X (Ds9.

#AAL 2B

28
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R BHELTURERT: A (B =K. Hunig #&. K&
F4h. KB BKBRAT. R A Bk, ERLEZ LRI FET, £EHN &
4o LB, TBME. THF. — & F4t. &4 . DMF 3 NMP) ¥ 4& X, Het—C (=0) -R°
eI AT RADE. AR CLRAR, RMAKRRR; HHHet
o EE X (DS EX] EEREB ELEMEH KN (11a) . (IIb) K (I1c)
AR AL, B AL E A 10 4547 — 48 (N (Rik 12-24 /)N B), RALE
BAHO0C - ERBE ik 20-25C) . 4 RALKE, F B2 AIEBEA [Ho
NEABMAIF = -1-R AR = CFRA) B, - (Q-AR-3-784 5%
R)-RBBLRE BOPCL) . NN ——3RT AR A OO HK1,1 -HA
-— ke (CDI) ],

HHigdeg R, stFXK(1a). (IIb)Fe (IIc)4bddh, FAAIRE
BRAGBERERER; HTBEEHARE BEMHAEHELT R AR+
EYV—ARREEHX (DS, HeFiiz 3 R &aE TR,

REIHGBREFRPRVEARI VAL, REFATLEHLR
Fo RAERTHE) F R Fe R e L&y X (1) 10A-4 2 L4944 3 R R BRAK
R ESHRE. A TREEA R GRS RAZ 2-F R A% -3~
Tk, XA 2-A R AR RS AR LI RAE KT (4] 40,
Pharmazie 1996, 51, 386, J.Org.Chem. 1989, 54, 5094, Tetr.
Letters 1987, 28, 3021 & Chem. Scr. 1980, 15,20),

AL 3A
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Hm R:’CHZPPhsx J_/C)a#/-?%#mi/z_z\g\
/ \
R Ng” TNO, ?&ﬁ‘v# )94 NO,
M (o Nal)
4 OMSo, THR)  NRR/AKRAEH
ER
B4, HE4LHK
Fe/AcOH &,
Sn/HC1)
Hal
Hal
R7 R?
BB 7
® R Ng” NH,
AAZ 3B
R3 2R R3
HHO RICHPPhX " RO /= }fﬁﬁj’;{) R =
[ ) — A o, 7
RS N7 TUNO,  #HHFEE R N No, R NN,
& (4o NaH) ‘ ‘
M (DMSO, THF) MK,/ B X Ro4 L EWY- &8 2
HetCOCI
NEt,
Hal
Hal
RJ
R Re B/ FEEME R =
oA\ —_ T
R S NHCOHet a) RO\~ NHCOHet

()

X FH% a) by dk: Hal = Br, Cl, F
al) (Hal = F): J.Amer.Chem. Soc. 1975, 97, 344, J.0rg.Chen.
1990, 55, 5420, J.Chem. Soc. Chem. Comm. 1991, 12, 826, J. Amer.
Chem. Soc. 2001,123, 8139 #» Russian J. Org.Chem. 2001, 37, 207;
a2) (Hal =C1): Chem. Ber. 1967, 100, 1858, Angew. Chemie 1974,
86, 744, J. Chem. Res. Synopses 1977, 3, 72, Synthesis 1977, 10, 682,
+ #) w35 DE 2820410, Tetrahedron Letters 1989, 30, 4697 #»
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Synthetic Comm. 1999, 29, 4101;
a3) (Hal =Br): Tetrahedron Letters 1973, 16, 1367, Synthetic

Comm. 1973, 3, 305, J.Org.Chem. 1977, 42, 1082, J. Amer. Chem. Soc.
1985, 107, 5443 #= Synthetic Comm. 1988, 18, 2117.

A2 3C

Me
R? + Re H
7\ _—
RI™ 77 TNO, #HA KA R g7 NO,  b) R /S\ NO,

B, (4o Nall)
&) (DMSO, THF) MR, /B A B M X /B X BRA%

(Blde, MWILH
Fe/AcOH &,
Sn/HC1)

Me

™ R® s~ ~NH

';)ﬁii 3D:

R?
R CHO (’PE'PC.EX R? —
RYCH, PPh:,X
Fe/AcOH)
B/& Re s NHZ

R S NO, ﬁﬁ.ﬁﬂﬁ? BB

&, (J= Nall) ‘ ‘
%) (DMSO, THF) MK/ B X &RaH LW W

HetCOCI
NE,
H Me
R3
R? R? B [ Ak Am R? =
/ \ -~ / \
Re S NHCOHet b) R:—"Ng NHCOHet

(™

% F ¥ B (b) # X & : J.0rg.Chem. 1991, 56, 6974 3K
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J. Amer. Chem. Soc. 2001, 123, 139.

A2 3E:
Hal
Re s NO, ?ﬁﬁﬁ‘ﬁsﬁ
#, (40 NaH)
EA OMS0, THF)  MAX/A KRS Fe—M 4L/
c) | MeMgBr
HE T %)
Me
Me
R? R3

BB .~ /N

Re NO
() S 2

X FF B (c) 49 #k: Synlett 1998, 1, 67 #= Bull. Chem. Soc. Jpn.
1977, 50, 1600.

RIATFRAZ 3A-E TR 94k, 1A - REn-2-F &8 (#l4de,
J.Chem. Soc. Perkin R A, 1 1979, 5, 1337 & Chem. Scr. 1980, 15,
135) X 3-FH A E%—4-F & (440, Chem. Scr. 1972, 2, 245)4EHAT4s
AT A S| &40 B 0 B8 B AR 2 7 MK

LATEHFNHAEA, RCAAXN (DA BEETRTEAEFTAH AN
i, ATRPHEDKRAGATUAR A RENKARE.

K (DB T A A F MR A AR LT & ABRAR XA T A T8
R RE, AEHMEHHOREZILETENEARKAEANETELA
ARG E MW, RIFHHEHH TR EsR, EMNERIETH A S
. FGARARRK, TATRY EHHEHED. X ODLREHTHT
FHRAFREREZAH AEHHOERIERIE S (RE . . ZE,
RE.R) LA TAEY, REFERSP A ERGHARRY, Flieit
ARZHIRBEREDGIZE.
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LA X (DL HEAFHHNA TFLEEBEREAMSH, LE
RAMF (RE., ZE, 28) FHEBITFEY (FB), AGHAHRE
RAELBEFHEEGHDRRLA.

oot KA GGAA YL T AR T B4 640 T b A8 (B3 AH o
HEARAMAXRGILFR) GRS . R A. EARESE EF40 £ 4K
FHAH.

Blde, KD TRAFEGHDREETARK: FoE X (4
o# B F0E . 3B (Pyricularia). KIEHRE. IR, 4785,
RICEFHUERTR) BFEHAN (L BBHE. REFHE. WEH
B) . A, et FREN (Flo2EBEPAaRER. Xt
XAR. AR, YL LE) ARTER (REE. BELAE.
$HER)AK, LE2ARITOHY GRPHE)EAREEN. »
oh, N IHbeHstiih R R @b fRmas (FlextELRAE. RE
R BIHPRIKGABRBEL T RE) LA K,

ARLATEA, ERPORAFEHE T ORATHEEY: K5
E(hEKRE BL ARE.B, 2K SRBEAFERFEL), #E (5B
AaFEFARHEE); AR, BRPFPER (FX, B, F. 8. 5. 2
M. BE. MEFREE),; a MY (E2X. REX. a2k, X2
K); RS (BE, FE. BE. ##H. 98K, HF. B, T
TR, BHBEL); REHEY (B, BN, #N) ; HFELHEY (4852,
TR, KB, FHAR) ; R (B, &%, Hd4H. ME); ZEL (K
%‘%E‘F%‘@é%\ﬂ?b\%ﬁ\%%~%%%\ﬁ%m);
BA (EE, A, B) iEemE, BR. gk, . HE.
R, HE. A, FERRRBRKHAYZEHEY, ABRAKT ﬁ%

NIWENTUARARLRAH X, A& (Hik) S LA 2T A
KRB A — /B, Ak, CMNTAR CiF kR FE MM TR I,
RN T AR FRT ARG ERA . LN STEEHH .
TIEMERA . BA] BAEA . ABRMER (ERS YT HMER) .
S BFHAMERNGEN —H, REF LN Lt REELAF
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&, FldoRE. RE. BB B, AEARK. TRALSHETIRE
S C BRI AR A WEH . BERT A RSHRIEAH R B ICH .
WREERAZTBARIGEEFHTHESLE HH

SEHBAFHB AN TARBSRAREH, H LR Im TS ABA
A&, Bl XRARBLETWE. B/, 28H . BEAN. BEH.
AR RERSACH. X EKLS S WO 97/33890 A2,

X (DEHBFAAESHTXER, FELTAELEAYHE
BARR TR G R XY £, X LT 22 flde fest
AMEERAERAREY BB ERGLETHA . SNETARLE
HOREAUART KA, FAFAH. F@FH. FLRA. 2%REH
FRBAF X LR T GRS, PREER, TEHFHLCHEAK. REOEHRA
KB ) m TARRAR A 69 ARE R Bh A .

NIREGHTUERECFAAN —RRA, ERE—REHTH>
ABBRREGHEF W, FARAGRA AL AL, 4o R4, BAY
14120, R ==k B5. ME=L. AeeBE, »Efnd. HeddE, SE. B
Foed, Bl R, RAE, HebEE, TE, BE R, B, KRR
B, HAE. HEL. BEE. K@% ®RaEh. ARR. A%,
simeconazole. /R ™LBF. MBtrd ., ZwbFR, B FHEE. AP, KAX4Y;
HRATEEL, Gl F B, FELE. RRERE; 2-RASw X,
Bl BER . FTARL., THA; BkE, tlBEfR. Xéw. TX
Hobk, SEVER L. UHRE; RALFTRE, FleHAgr. EHk. =
TR E e R K, FlledAtdg. REH; RABKEL, HlXER.
REAR. FHERA. R-FHER, FokBthi, 2FX; Kk k, #ld
KER. 2R, NTERLR. 2T, B4R, —BBE, 6l
HA. BHEA. ARE. TEA. 2EAH. HEWR; suBE, flods
Rk, ABLE. REXEFHE. EAEHR. S ALE; KL, 4)
Jo X BhEE. %R Z . iminoctadine; strobilurines, #|4eiy=E @ B,
TEE. XK/ABLE. SSF-129. trifloxystrobin., picoxystrobin.
BAS 500F (#3L % pyraclostrobin) . BAS 520; —mX ALK FEgk,
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Flimid k4. RAEE. REE. RAB. FTARAS. BEN, K&
. BES, VOEFTHRAAFR _TRERE, #lEBF. LEF.
WER. RB%. XA+, STHER,; ARESY, tlmERER. &
FALR. LA, AKRE. EHRA. SR . Bokdn; ARAXBITL
4, PlieEHE. RN, AWBTAY, ot BER. FRES. &
BER. XAEXBE., TEHA. FEAIHBE, Z, 6
acibenzolar-S-methyl. # # X . benthiavalicarb, RE&. R¥&JE.
WRH. BEF. cyflufenamid. FH M. —RAR. REEF. FAE.
LER. Wt Gok, SYP-L190 (#3L% flumorph). =% K. ethaboxam.
AR . *&4 B . fenamidone. fenoxanil. ZXGE. TEHE. &
ST, B B, fenhexamid. &A%, L &Y. iprovalicarb. IKF-916
(cyazofamid) . £FFE & . #H B, netrafenone. nicobifen. K& K.
WREK, AEL. £BR. 4R, LEW. TRE. AAMEX,
. EE. Z3, 21X, HHEE. zoxamide (RH7281).

AN (DS HROUEEY —HETENLS Y RBBAE YKL
FiER T EAER, RAREFENERATHERRIIRLGBZLLR
M, 42X T T B A RS F BB TEGFT, 2 LEE
HARRANEHARA (AR) , IFBLHEEAREX (FEHX) 4
WEWAETLE (L8) ., ERBEST, XEFEM T %R K
AT, X IS T B A 58 H 6 AR R 2R F Rk ZE.
KA BRFIF ke Mmas T/AF (LR) .

FIA [P LSX [ oW AwRE ZLESH ERRBAIARB A 69405
DIER oy ikl E, BRAGHERB MO HER TN AR . BK
BARABRATL R R B EBAASY (RBEEAN ) BB RS/ IAE,

REFMNTEESH 0.1 - 99%EF., ik 0. 1-95%FFHX [ 1t
A, 99.9-1%F &, £k 99. 8 - S%E & &) BRI ERIKBIF), VAR 0-25Y%
TE.MARL0.1 - 25%EEHROERA.

H AR ERFAHHENA (ha) 5g - 2kg FHAN (.1.), #Kik
10g - 1 kg a.i./ha, HALikA 20g — 600g a.i./ha. 4 AMZFH
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o, EEMNEAFF LT 10ng - 1g FWHR.
BRTEFSRAERFNRREDH X, ERAALBTEREAHE
Il #
LR KLZAA T I AR R M E A F @I,

L 1

REXFIVBRALESHY 1.10 854] 4.

A BHLT, & 5S0ml £ 7K DMSO ¥ Aa . 0.37g (0. 02mol) NaH
(55%). 72 80Chm#k 90 2-4F5, oA 8.5g (0.02mol) B4LIR /A
BAFTER-=ZXG, TEHRHAMFRFRAS 047, REERFAMN 3. 82
(0. 02mol) 3~ -2-FBL A vEwr /£ 15m]1 DMSO ¥ #9i8%&. F S0CH# AT
BRAW 3IEE, FRAHEN I0ml KAKF, FATLBECEFER, &R
BRAAT IR, EXKGHRALE FTABRELERN, F2H>4., #—F %48
HiAk,

ME: 4.45g B-3- (3B -2-A) - 1-H A A AHE, HFEHK
(b.p.: 95C/1 Pa).

ERRET, ¥d 4.23g (16mmol) B-3- (3-ifv&wr-2-4) -1-3F
AAAKREA 1.2g (23.4nmol) KESBAE 25ml TEEFH R RASMWE
HASE T#é 2 ber, REMA 1.27g (19. 2mmol) H K & G447
(85%), MBI T AR ENMAEN. MEGREGWAREAL 185-190
CTFAedh 1 e EY SOCHBETRAFMEHET 150l TERTE.
RZERRBM TR TEN, EXTHRALETARERN, /737
¥ Y, AR A ik &k TR (RBLA: bt/ TR TR 30: 1),
ME: 1.53g -BREAAR-2-K-3-BK%, ALEHK R/ AXNRAS
) .
EAERAABRF, ¥ 1.37g (5.63 mmol) 2-BAIRAI-2-K-3-8%
. 1.22g (6. 75mmol) —RKENIE M. 0.76g (7.88 mmol) W T BF4A.
0.0021g (0.022 mmol) =-— & F X & & = 4e (Pd,(dba)s) . 0.039g
(0. 063 mmol) Sh3¥78-2,2" 2R (= FKAMK) -1, 1-3L & (BINAP) 5 40 ml
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RAKFEHARGRSHACABE Tk 15 . AHE, LARS
YR 200ml LERTEHE, A AER B AKRELKR, TBRA HAR (Na.S04)
HEXER, FEHEEY. BEHF R R R EEL RBA: TR
/= %®E 20:1),

KA 1.85g — R FE-Q-BXRAR-2-AEn-3-R) B, HH#
& ik,

FEBACBRA T, 4§ 0. 61g (8. Tmmol) Z B2 A= 0. 95g (11. 62mmol)
LEg4hE 40m] FEE—RBHL 30547 . KGR FMA L. 66g (4. 84mmol)
SRR FRE-2-BRIAAR--A K -3-KA A 100l PEPHEE. &
ERTHERHF 2 D, BREZRESHEIA 300ml AKF, A LB TES
R, THBRAMA (Na,S0,), RLER, FHM24Y, AxEHhitnH A
Bk & GRBLA: T/ = F ®EE 2: 1) b, dKE: 0. 78g 2-BAIR
ABL-2-RE-3- ke, AR E B R/ A RESY; b4y 1:5.5).
A2 H—Kbkik €85BT 48K X R X MK,

E 34 2

RERBI VAL S 4 4. 34 5] &.

F 0C, & 0.210g (1.12 mmol) 3-—HMFA-1-F A -10-
ek —4-BR AR L 0. 185g (1. 03mol) 2-BREN AL -2-2—Fm—-3-2 A, 0. 21g
(2. 05 mmol) = LA A Sml = R F bty A 89 & F Am N 0. 3g (1. 18 mmol)
N, N=3X Q- A& be ) K B BL R (BOP-C1) . REMB (KRG, TEH
FHrbW 15 hef. BREFEN, RGP LA S AR Pk &8st (ZRA
A TR/ TRTE 3:2), ¥ BAGHRBHEL AR TL &, 53]
07%sk B # R X Ak, dLE: 0.21g 3-— A FA-1-F A -1H-vbek—4-
BB Q-BEAAR-2-A K -3-R) B, HaeERRK 9T%EE MR X
FMAIK); mop.: 76-79C.

A (D) o4 & 51 ] 5 36 B
#1 &N LW H F 43, B&R. BAR . B FTERRH
69 Tk L W0 97/33890 ¥ Brik .
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A Eb: FAEHEA
E3#44) B-1: b Ert45 5% (Puccinia recondita) A
EREEAR, AREASHGMIHA 0. 2%FHEAMLE LA
¥ “Arina” SR EHM. A% 1 X5, GRABHEREERTEER
(1x105E3€%/m1)ﬁ'J~itﬁﬁi&ﬁ%ﬁ A 20CHa 95%ARAT IR (1. h.)
FHKLRE, BAREYT 20CH 60% r.h. THRH&F 8 XK. &4
10 ifﬁﬂ‘ﬁs%ii .
£ 4-12 4P AR KB PR FH RIFEH QQ0MRE %), T7
WA ERTLEESIEE EF 3 (0-5%2 5 %) Lot 4.23, 4.24,
4.33, 4.34, 4.77, 4.78, 5.23, 5.33, 5.76, 10.12, 10.20 #= 10. 49,

L) B-2: IEFE MG 8 (Podosphaera leucotricha) 4 A

ERETAH, AREMSHe I THH) (0. 002%F AL LES A
¥ “McIntosh” &AM ERSY. 4% 1 X5, BLAXBRAR LT RE
1B R ARG ESTERHERRATEF. £ 14/10 DB GA/R) L
By ETFTF 22CH60% r.h. TRF 12 RE, #MATLLHA.

A4, 50K EHERRE T R FRGER AEY 4.23, 4. 24,
4.33, 4.34, 4.76, 4.77, 4.78, 5.23, 5.33, 5.76, 10.12, 10.20
F210. 49 H B FERRHES 0MREF) .

L4 B-3: RERZE s (Venturia inaequalis) YA

L EER, ARBLSHemIE R 0. 02%FHRMLE 4 A
¥ “McIntosh” HERHG. % 1 RE, QREHKABHRTEY
& (4x10° A 36F /ml) 5P ¥ RAARSEATEM. £ 21CH 95% r.h. F3#F
THHK4IRE, BREABREPTF 2UCTH60% r.h. F4 X, Bit—F
A£21CH+95% r.h. FTRFL4RE, TMRTLEHI.

£ 4,552 10 94 P EARBR T BT RIFEM /LA 4,23, 4. 24,
4.33, 4.34, 4.76, 4.77, 4.78, 5.23, 5.33, 5.76, 10.12, 10.20
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#2010, 49 B B TR RS 206 FF).

EH#4) B-4: AKX G M (Brysiphe graminis) ¥ A

ERETAR, AEXBLSHEGmIHH 0. 02%FRAN)RLE 1A
# “Bxpress” stk EHAk, %% 1 K5, @A KEHAKR LT IRE
12 % G B b AR AT K A AR AT AR EF T 20C/18C (&/R)
Fo 60% r.h. ZHTIE 6 KE, FHMREFRERIL,

F 4,58 10 4L mERRB T B FRIFEFMH. LG 4. 23, 4. 24,
4.33, 4.34, 4.76, 4.77, 4.78, 5.23, 5.33, 5.76, 10.12, 10.20
F210.49 BB FRAKS (QQOMEFE),

64 B-5: A E M Bt (Pyrenophora teres) 4EA
EREEA, ARKEILAS W in T4 (0. 002%FH RS LE 1A
# “Express” Pk EZHik. HRX)E, ﬁﬁﬂﬁ‘iﬁﬁ"ﬁ'/@?@:f‘%%
& (3x10' A 78 F /ml) #F X A AR 3EATEM. £ 20CH 95% r.h. T3
T IRE, BAKEBRETRTF 20CH 60%r. h. HEHTHIF 2 X, £
ﬁé4iﬁ%ﬁ%ii%%°
A 4-18 LS HERRE T B FRFEN. A9 4.23, 4.24,
4.33, 4.34, 4.76, 4.77, 4.78, 5.23, 5.33, 5.76, 10.12, 10.20,
10.49, 13.11#2 13. 53 H B TR ABH QL0%WEHRF),

L) B-6: B HFER (Ulternaria solani) 4R

EREEA, AKBERAHein T4 H 0. 02%F AL LE 4 A
# “Roter Cnom” Hfr&%Ht, AHEHEE, GRBHAKRTEIETE
ik (2x10° AT /ul) S R SATRMF. EAKETT 20CH
95% r.h. FT3H 3 RE, #MAFTLERL.

A4 4,33, 4.34, 4.76, 4.77, 4.78, 5.33, 5.76, 10.20, 10.49
F213. 53 EARBRBFTHEFTREFE (QLUAFTRESE).
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L4 B-1: "B B AW B (Uncinula necator) 4R

ERETA, AKBRASHm TR 0. 02%EHRRP)LE 5 A
¥ “Gutedel” HAHHHY. #H 1 X5, BALARBHKREFIRIE
B3 8GR AR AR ATEA . B 14/10 D (A/8D)
ABFEF26CH60% r.h.HF TRE, MM BAFTRLEFL.

A4 4.33, 4.34, 4.76, 4.77, 4.78, 5.33, 5.76, 10.20 #=
13.53 ARFIEPH R TRIFEN QIWHKELLR).

E 4] B-8: I ErtAEs (Septoria tritici) A

EREEN, ARBAASHGE A 0. 02%F MR, LE 2 A
“Riband” HfpEAtk, %% 1 25, QEABRHARNERTFEFR
(10x10° 454 78F /ml) s Z AR ATIEA. £ 23CH 95% 1. h. FEFH
Bk 1 XE, BABEFF 23CH 60% 1. h. TR 16 X, BFE 18
XKW AR E LA,

A 4.76, 4.77, 4.78, 5.76 = 10.49 A KE TR 7RI
EH QISR ELLER),
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