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N EMAN TR ITHEY, i, EdE5EIBRRN.

RS ARG AT B ERTTE, A& ER SRR TTE.

T A I AEPRIEEE T LSFATR 7 aACF T, B ahthal 5 3htdtaT.
XFPATRI RSP T R e N 4 R B =P B [a ) B A4 L 72
S.H.DeWitt 7£ “KRTHEGWFEMD T EHME: B3I UK & BHIER (Annual Reports
in Combinatorial Chemistry F1 Molecular Diversity: Automated synthesis)” (% 1,
Verlag Escom 1997, 69-77 T0)H [ T X & )5 1.

tbak, FPRABEA BN TGS 8 I 1hEY, KPR EEIA
ERAE L. Bian, W Barry A. Bunin ] “4 & /% 5|(The Combinatorial Index)”
(Academic Press, 1998)F “The tea-bag methods” (Houghten, US 4631211; Houghten
% A, Proc.natl.Acad.Sci., 1985, 82, 5131-5135).

R T B St R A B o B RUE B S YR S5 B NMR /830 E
=l b TR ipacis

S e 1

N-[(3-5#(-5- = 56, 7 Jk-2- N g ik FR AR - 2- MR R AR (T &4 1)

I = Z e (1mmol) I F (3- 58 -5- = 5 B E-2- ML g 5E) B iR (1 mmol ) 7 PO U
MSmDFAREW T, FRBHZREY 1.5 M. ZiZIREYME] 2-0K0w
R % S (Immol) 76 P EUR I (Sml) AW, BRI . ZT=REY, H
IKEEB TR Y. JI%E Ak, FH LB/ A B (b.p. 60-80C)HEHR, TIRFEIR
=), 'H NMR(CDC1,;) & (ppm) 4.9 (2H, d), 6.55 (1H, m), 7.2 (1H, m), 7.5 (1H, s),
7.8 (1H, br. s), 8.0 (1H, s)%1 8.8 (1 H, s).

L] 2
N-[(3-F-5- =5 FF 2E-2- ML g 2 AR 28 )-S- IR B iR (L & 4 23)
¥ (3-F-5- = 56 B L -2- Rt B 28 ) PR I AN B S- YRR IR B R (0.19g) FI B B — WK mae
(CODE R PP ST, BEMHZRAYER. H2M BRERZREEY,
SRIG MR EBRER B IE MR, F MgSO, T, ZERIGEFRE =Y, #5584 77.8C.
AR ERE 1A 2 R TTEHIE TR k WEMHE A), BT L 2-
C(=0)-F1 R'. R2FI R &M 14L&,
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H

A1\/f!1 A2

T

(k)

x A
wEY | Al A’ ¥ =.(°C)
1 3-CI-5-CF,-2-fitBE & | 1-MRmgZE AR
2 3-Cl-5-CF,-2-Mt B4 | 2-WEmy 3% AR
3 3-C1-5-CF;-2-MtBEHE | 3,5-2 Me-FnGi-4-3& MR
4 3-Cl-5-CF;-2-MitBESE | 5-Me-1,2,3-WE — M43 TR
5 3-C1-5-CF;-2-MthE%E | 6-Cl-3-miLiE % HEARY
6 3-Cl-5-CF;-2-MikBE 3L | 5-Cl-6-MeO-3-AitiE 3 MRV
7 3-CI-5-CF;-2-MtHEdE | 2-Cl-4-CF,-M% ng-5-3ik Ry
8 3-Cl-5-CF3-2-ItME3L | 1-Ph-5-CF,-flt Me-4-3% MEAR4)
9 3-CI-5-CF;-2-lit g 4t | 2-Cl-3-Nit e &E WARS)
10 3-CI-5-CF3-2-E e 2 | 3-nk g 3k MR
11 3-CI-5-CF;-2-lt g3 | 3-Cl-2-MEwy 3k R4
12 3-Cl-5-CFy-2-MtHE 3k | 2-MEmkiph 3t HERS
13 3-Cl-5-CF3-2-MEme & | 3-C1-2-7 3 [b]WEmy I R4
14 3-Cl1-5-CF,-2-itt ig 3 N N{Me MR

Lo me
15 3-C1-5-CF3-2-MtBERE | 2-PhO-3-ntkig 3 HARY)
16 3-Cl-5-CF,-2-MtHe 3t | 2-Me-5-(4-Cl-F3)-3- e 5t HERD)
17 3-C1-5-CF;-2-t B | 5,6- —5-3-Mthe 171-3
18 3-Cl-5-CF,-2-MtBE | 1-(4-F-2-CF,-"3)- Bk M2 -3t 121
19 3-C1-5-CF;-2-ft e HE | 2-AikAE 2 112
20 3-C1-5-CF;-2-Mthe 3 | 5-(3,5- & -FEEK)-2-1kmg it 107
21 3-C1-5-CF,-2-flbBE | 4,5- —R-2-MEMy 3L 125
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22 3-C1-5-CF5-2-MtBE 2 | FWEMe-5-% 110-1
23 3-C1-5-CF3-2-MtBe & | 5-Br-2-BKmg & 77-8
24 3-Cl-5-CF3-2-MtRER: | 3-Me-2-BEM 2 134-5
25 3-Cl-5-CF;-2-MtBe B | 5-MeO-2- K FF[b]BEwy & 122-3
26 3-Cl-5-CF3-2-MERE R | 5-NO,-2-F H [b]HEY; 149-51
27 3-Cl-5-CF3-2-fitBE R | 5-Me-HEWy 5 129-30
28 3-C1-5-CF;-2-MtBE 3 | 2,4-— Me-5-BEMRE 103-4
29 3-Cl-5-CF;-2-MtBE R | 1- = Me-R BB K M-4-3E 159-60
30 3-C1-5-CF5-2-MEiE % | 3,5-= Me-1-Ph-BKP-4-5 158-9
31 3-C1-5-CF;-2-MtREZ | 1-Ph-BKME-4-5 126-7
32 3-Cl-5-CF;-2-MtiE 3 | 4,6- = MeO-2-(4-Cl-—, —— Me-F¥&) | MR
W W -5-
33 3-C1-5-CF;-2-MtBEE: | 5-Br-3-nitie 2 131-3
34 3-Cl-5-CF;-2-RtBE A | 2-MeS-3-AhBE & 131-2
35 3-C1-5-CF;-2-MtREZE | 2-MeO-3-AtRE £ 149-50
36 3-CI-5-CF;-2-MtBE 2 | 6-MeO-3-AitiE & 114-5
37 3-Cl-5-CF;-2-AtBE 2 | 2-Cl-6-Me-3-HLBE £ 108-9
38 3-C1-5-CFs-2-MtBedE | 2- G0 R AR A-3-ahie & 110-1
39 3-Cl-5-CFs-2-MitBeE: | 2-Cl-4-AitBe 2 109-10
40 3-Cl-5-CF;-2-fit B3 | 2-Ph-MERf-4-5 152-3
41 3-Cl1-5-CF;-2-MtBEE: | 2,6-— MeO-3-AtRE % 181
42 3-Cl-5-CF;-2-MEAE 3 | 1-Me-3-M5| R 171
43 3-Cl1-5-CF;-2-MikBE 2 | 3-2H-ZRJFatms 123
44 3-Cl-5-CF;-2-MtBE R | 4,6- = MeO-HERE-2-3 200
45 3-Cl-5-CF;-2-MitBe 2 | 4-CF3-3-Atpe & RS
46 3-Cl-5-CF5-2-MtREHE | 1-Me-4,5- —iR-2-IE 1% 3 (pyrolyl) VR
47 3-Cl-5-CF3-2-MtRE 2 | 4,5- Z¥R-2-Aib g B AR
48 3-C1-5-CF;-2-MtBEH | 4-Atng 2 124-5
49 3-Cl-5-CF;-2-fltBEEE | 5-Me-AitiE-2-2 118-9

15




00811780. 2 W B ZE13/310
50 3-CI-5-CF;-2-MtBE % | 2-Br-4-CF3-MEM:-5-F 72-3
51 3-Cl-5-CF;-2-MEBEFE | 5-C1-3-FF 4 3E-2-FF [ bk mg Xt 155-7
52 3-C1-5-CF3-2-MtRE 3 | 3-MeO-2- 7K 7 [b] Wk M 3 AR
53 3-Cl-5-CF;-2-MEBE R | 3-PrO-2-7K H [b]Bkmg £ R
54 3-CI1-5-CF3-2-MtRE 3 | 3-BzO-2- % H [b]kmg 3 HOR )
55 3-Cl-5-CF3-2-MERESE | 3,6- = MeO-2-Z - [b) bk 2 AR Y]
56 3-C1-5-CF;-2-MtiE % | 3-BzO-6-MeO-ZK H-[b]Hkmg 3 AR
57 3-C1-5-CF;-2-MtRE % | 5-C1-3-MeQ-2-F 3 [b] s 3 AR
58 3-ClI-5-CF;-2-RitBE R | 4-mitme 154
59 3-C1-5-CF;-2-litRe 2 | REHHE PR
60 3-C1-5-CF3-2-MtRE R | 4-gmf RS
61 3-C1-5-CF3-2-MERESE | 1-(Bu'OC(=0)-it#& %% (pyrolidin)-2-3& | HIAR4Y
Hed 1

'"H NMR (CDCl;) 8 (ppm) 4.9 (2H, d), 6.55 (1H, m), 7. 2 (1H, m), 7.5 (1H, s), 7.8 (1H,

br.s), 8.0 (1H,s) 1 8.8 (1H, s).

WEY) 2

'"H NMR (CDCl;) § (ppm) 4.9 (2H, d), 7.1 (1H, 5), 7.5 (1H, m), 7.6 (1H, br. s), 7.65 (IH,

m), 8.0 (1H, s) 1 8.8 (1H, s).

wEY 3

'"HNMR (CDCl;) 6§ (ppm) 2.5 (3H, s), 2.7 (3H, s), 4.9 (2H. d), 7.4 (1H, br. s), 8.0 (1H,

s) A1 8.8 (1H, s).

WE? 4

'HNMR (CDCl;) 6 (ppm) 3.05 (3H, s), 4.9 (2H, d), 7.7 (1H, br. s), 8.0 (1H, s) A1 8.8

(1H,s).

16
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WE S5
'H NMR (CDC1,) & (ppm) 4.9 (2H, d), 7.45 (1H, d), 7.8 (1H, br. s), 8.0 (1H, s), 8.2
(1H, m), 8.8 (1 H,s) 1 8.9 (1 H, d).

&) 6
'H NMR (CDCl,) 8 (ppm) 4.1 (3H, s), 4.9 (2H, d), 7.7 (1 H. br. 5), 8.0 (1 H, s), 8. (1H,
s), 8.6 (1H, s) #1 8.8 (1 H, s).

e 7
'H NMR (CDCl,) 8 (ppm) 4.9 (2H, d), 7.7 (1 H, br. s), 8.0 (1 H, s), 8.7 (1H, s)
9.0(1H,s).

&) 8
'H NMR (CDCl,) 8 (ppm) 4.95 (2H, d), 7.4-7.65 (SH, m), 8.0 (1H, s), 8.1 (1H, s)
8.8 (1 H, ).

e 9
'H NMR (CDCl,) 8 (ppm) 4.6 (2H, s), 4.9 (2H, d), 6.9-7.1 (3H, m), 7.3-7.4 (2H, m),7.95
(1H, s), 8.1 (1H, br.s) F1 8.8 (1H, s).

&Y 10
'H NMR (CDCl,) 8 (ppm) 4.95 (2H, d), 7.45 (1 H, m), 7.85 (1 H, s), 8.0 (1 H, s), 8.25
(1H, m), 8.8 2H, m) #1 9.2 (1H, s).

&9 11
'H NMR (CDCl,) 8 (ppm) 4.9 (2H, d), 7.0 (1 H, d), 7.5 (1 H, d), 8.0 (1 H, s), 8.6 (1H, s)
F1 8.8 (1H, s).

&4 12
'H NMR (CDCL,) 6 (ppm) 5.05 (2H, d), 7.85-8.0 (3H, m), m), 8.85 (1H, s), 9.2 (1H, s)

17
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1 9.7 (1H, d).

&9 13
'H NMR (CDC13) § (ppm) 5.0 (2H, d), 7.55 (2H, m), 7.85 (1H, m), 7.95 (1H, m), 8.0 (!
H,s) #1 8.85(1H,s)

&9 14
'H NMR (CDCl,) & (ppm) 2.75 (3H, s), 4.1 (3H, s), 5.0 (2H, d), 8.0 (1H, s), 8.75 (1H, s)
F1 8.9 (1H, s).

L&) 15
'H NMR (CDC13) 8 (ppm) 4.50 (2H, d), 7.3 (4H, m), 7.5 (2H, 1), 7.95 (! H, s), 8.25
(1H, m), 8. 55 (1H, br. s), 8.6 (1H, s) 1 8.7 (1H, s).

&Y 16
'H NMR (CDCl,) 6 (ppm) 2.75 (3H, 5), 4.9 (2H, d), 6.8 (! H, s), 7.35 (2H, d), 7.65 (2H,
d), 8.0 (1 H, s) 1 8,8 (1H, s).

&) 32

'H NMR (CDC13) & (ppm) 1.75 (6H, d, 2xMe), 3. 92 (6H, d, 2xMe), 4.89 (2H.
d.2xMe), 7.20-30 (4H, m. Ar), 7.85 (1H, s, NH), 7.95 (1H, s, py-H) 1 8.70 (1H, s, py-
H).

&) 45
'H NMR(CDCI) 8 (ppm) 4.92 (2H,d,CH2), 7.51(1H,br.s.NH), 7.61(1H,d,pyH) , 8.00
(1H, s, py-H), 8.90 (1 H, d, py-H) #1 8.96 (1 H, s, pyH).

&) 46
'H NMR (CDC13) 6 (ppm) 3.98 (3H, s), 4.82 (2H, d), 6.80 (s, Ar-H), 7.36 (1H, br. s),
7.97 (s, Ar-H) H! 8.77 (s. ArH).

18
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W& 47
'H NMR (DMSO) & (ppm) 4.73 (2H, d), 7.00 (s, Ar-H), 8.46 (ArH, s), 8.76 (NH, t),
8.91 (! H,s, Ar) 1 12.75 (br. s. NH).

&) 52
'H NMR (CDCl;) 8 (ppm) 4.45 (3H, s), 5.00 (2H, d), 7.35 (1H, t), 7.45 (1H, t), 7.60
(1H, d), 7.80 (1H, d), 8. 00 (1H, s), 8.40 (1H, t) 1 8.80 (1 H, s).

1h&4 53
'"H NMR (CDCly) 6 (ppm) 1.57 (6H, d), 5.00 (2H, d), 5.15 (1H, m), 7.35 (1H, 1), 7.45
(IH, 1), 7.60 (1H, d), 7.75 (1 H, d). 8.00 (1H, s), 8.70 (1H, t) %1 8.80 (1H, s).

EY) 54
'H NMR (CDCl;) & (ppm) 4.95 (2H, d), 5.60 (2H, s), 7.35 (I H, t), 7.40-7.60 (7H, m),
7.80 (1 H, d), 7.95 (1 H, s), 8.30 (1 H, s) #1 8.55 (1 H, t).

&%) 55
'H NMR (CDC13) 8 (ppm) 3.90 (3H, s), 4.35 (3H, s), 5.00 (2H, d), 6.95 (1H, dd), 7.05
(1H, d), 7.65 (1 H, d), 8.00 (1 H, s), 8.55 (1 H, t) 1 8.80 (1 H, s).

&) 56

'"H NMR (CDC13) 8 (ppm) 3.90 (3H, s), 4.95 (2H, d), 5.60 (2H, s), 6.95 (1H, dd), 7.05
(1H, d), 7.40 (3H, m), 7.55 (2H, m), 7.65 (1H, d), 7.95 (1H, s), 8.3 (1H, s) F 8.40 (1H,
).

e 57
'H NMR (CDCL) 8 (ppm) 4.40 (3H, s), 5.00 (2H, d), 7.40 (1H, d), 7.50 (1H, d), 7.80

8.00(1H,s),8.40(1H,t)#1 8.80(1H,s).(1H,s),

19
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A 59
'H NMR (CDCl) 8 (ppm) 1,3 (! H, m), 1, 65 (! H, m), 1.85 (I H, m), 2.55 (! H, m),
4.75 (2H. d), 7. 1-7.3 (5H, m), 7.95 (1H, s) 1 8.7 (1H, s).

&9 60
'H NMR (CDCl,;) & (ppm) 3.4 (4H, dd), 3.8 (4H, dd), 4.75 (2H, d), 6.1 (1H, br. s), 7.95
(IH,s) 1 8.95(1H, s).

a9 61
'"H NMR (CDCL) 8 (ppm) 5.05 (2H, d), 7.4-7.6 (4H, m), 7.8 (1H, d), 7.9-8.05 (3H, m)
8.4 (1H,d)  8.75(1H, s).

L Jf 3
N-[1-3-5-5- =9 1 2k 2- ML g ) 1-§ 3% £ 36)-2,6- — - R BERZ (L &4) 110)
T IK = Z W& (0.3mD) I B EAL 1-(3-3-5- = i 3k )-2- Nk e 2k -1- 503k Z 3L 4%
(0.51g)7E /K Z S FEE(1Om) B IZH S, HAFWHA 2,6- 5 FHEF(0.42g),
WIZIREY) 4 /DN FBRBRA/KE RIS Z R MIR-EY)(2 X 10ml), A MgSO,
THAHAE. & R EARIERR, Bl LB Z SR 5T(0-20 %) 9 BEGAUHAT
R i, [BEENEY, Bk 166-7C,

JFUEL Y 1 &

(3-58-5- = 9 P &6-2- e 26 ) [ — B T R R R 2 M

RS, B N-(ZHREWFER)EE AL 1g)7E /K = B 3 FBLI%(60mI)
AR IND] 60 % MEFIN(0.4g)E 0-2°C K - HERF BT &FEET. 0
CHIZIRSY 1 DI 78 10 28R 2,3-Z5-5- =8 AR BE (7ml) 7 8K
Z AR QOMN) T AR . OCHREHZIE S 30 4140, RETE 3 /AETAIRE
EFE22C. EFKRZREDAINZE 10CLLT, REHALEQGTL), Gk 15
ayEP. ARG LA LB TR 1) ZBE(S00m1)FN 20 %6 1A ¥ S AL 7K B RV TR
EWH . FESE, B 20% MK E A K EREEERAE YIARQ X 150ml). K
WRERBET AN, I8, BHAKBER E(50g), Ll 5-20% ZEBFE 40/60° Bp

20
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M AP BCEAT RE CIETE, [EEWEY, HE N 108-110T,

2-(3-50-5- = R 36-2-L e 3 -2-[( AR B R ) & ) I

ERAT, % Ll )P B8 2/ 7= 978 I8 7K V0 S0 (20ml) 5 (4 v A0 o
BB HF ST EA(1.91g0 7E-60°C T K P EUE M (SOmI) F A H . -60°CHlH:
ZIRAY 15 4y 8h, RIBIMANRIE(.Sm), 7518 PMTRBREWREHZE 22°C.
HATEREN, HREYE B 50% MMMEIEKBRFoE. 2B
KAH2 X 50ml), FATKBREBETREIFMAENMED . HdEmENHEERD
FF 3T (a1 vk M RE R £ (20g). LA 10-30% Z B 7E A BRI 54 40-60°C)
R A BE AT (i alifh, 1B 2L &) "H NMR(CDCI;) 6 (ppm) 2.24
(3H, s, CH3), 7.107.62 (1 OH, m, Ar-H), 7.90 (1 H, s, py-H) 1 8.54 (1 H, s, py-H).

EhR 2-FHE-2-(3-50-5- = 9 1 AE-2-nth g E)- I i

EEVUT, A% 2M ERRKHR(00mD ISR PR )BT EL = HI(5.58) 4 2
BA(LOOMD) IR A, 4kEEdiH: 36 it HESE, B 2M /KB BMIEH
LM X 20ml), FH Z B3R & H-HKA@Q X 20ml), FEEFHMIEY . HEREE
KA, SRJEAFILE BRI G X Soml). F ZEEFES, $EA5iduE, HEPTR, 18
BRI EY], R 165-70C.

FIRASEE 1. 2 F/30 3 B A ERIE TR Im (EP(L%K B), H]
A' & 3-Cl-5-CF;-2-MthE 2. L 2-C=0)-FI RPEZZANR I HEY.

21
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® B

wEY R! R? A’ ¥ =('C)
101 LB FERE H 5-Cl-6-MeO-3-AlL BE 3 148-50
102 LA H 2-TEWy & HARY)
103 Me H pRUSLE-S 134
104 Me H 2-BEmy 121
105 Wk BE 2 H 4-CF,-3-ILBE &
106 Me H 4-NE R 139
107 AR H 2,6- 5 -AH 122
108 A H 2-Cl-6-F-F % 114
109 ' H 2-Br-6-Cl- % 179
110 = Me 2,6- & - E 166
111 ' Me 2-Cl-6-F-Z % 174
112 g Me 2-Br-6-Cl %% AR
113 A H 2,4- - K 110
114 It Me 24-—F-FHE 160
115 _E H 4-A-FE HRY)
116 " H 3,5- A E 135
117 #E Me 3,4-ZF AR 207
118 #E Me 3,4-—FAXRE 207
119 _E Me 4-F-Z& 3 201
120 RE H 4,5-—F-FH TR

THZER B FZEERNAREEKASYE HNMR .
WEY 102

'H NMR (CDCL,) 8 (ppm) 1.23 (1H, 1), 4.25 (1H, m), 6.46 (1H, d), 7. 12 (1H, m),
7.44 (LH, d), 7.50 (1H, d), 7.63 (1H, d) %1 8.78 (1H, s).

&Y 112

'H NMR (CDCL,) 8 (ppm) 2.32 (3H, s, Me), 7.22 (1H, m, Ar-H), 7.40 (1H, d, Ar-
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H), 7.54 (1H, d, Ar-H), 8.14 (1H, d, py-H), 8.36 (1H, s, NHCO) #1 8.76 (1H, d, py-
H).

WEY 115
'H NMR (CDC1,) 8 (ppm) 6.54 (IH, d, CHCN), 7.46 (2H, m, 2xAr-H), 7.80 (2H,
m, 2xAr-H), 7.9 (1H, d, NHCO), 8.12 (1H, d, py-H #1 8.80 (1H, d, py-H).

&9 120
'"H NMR(CDCl,) 6 (ppm) inter alia 7.6 (1 H, d, Ar-H), 7.75 (2H, d, 2xAr-H), 8.18
(1 H, d, py-H), 8.84 (1H, d, pyH).

a5l 4

N-[(3-58-5- = 9, Y 3-2- L i ) B 25 )-N-[ (U3 2 %) P 36 -4- SO B A (1
M) 205)

RS SERE) 1 U vE, AR 2-FR AU TR E R & btk & .

ord

JFEL ) i 75

N-FIE-N"-(3- 50~ 5- = 51 FF 252k g 2k PG ) Y IR A

¥ = Z B (10.7ml) 0 B0 38 £ 25 11 2R BR (3- S-S5 = 5L AR Bk -2-nlk e 36 ) R 8 (19g) 72
LEE(180m) T EIER F, INF/E et 15 odh. REMACEEFELE
2 (imidate)(8.29g) 7E SBE(20ml) F I W, ZEWRBEFE 20 08, HAHEBRER,
R AE LBEFIK Z B Ee . P BSHAENE, ¥, FHRMgSO,)EH Y,
ERABZNNFE=Y), # A 106-8C.

FRESERERF 1. 2. 3 F/EL 4 BB F77ERIE TR In BILEH(IE C),
Bl A' & 3-Cl-5-CF3-2-tBE % . L 2-C(=0)-F1 R R A EX I L &H).

cF cl g3

N rL A2
N \H/
R1 o}

(In)

-

23
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* C

W& R' R? A? 15 5.(C)

201 LEEPBFE | Et 2-1Ewy Bk HARY)

202 FREEIREE | Pr 2- 1R g

203 ZEHEHEE | Me 2-1E Wy Fk

204 H N-FEWAIEFE | 4-Bu-FHE

205 H N-FEW R AR | 4-Cl-KE PR

206 H N-F( 2 W& 3 P 3 | 2-CF3-% 3% AR

207 H N-#EWE LT | 4-CF30-FHE

208 H N-GUHE T H I F I | 4-CF30-%%E

209 H N-GUIE V& BT | 4-CF30-F3E | 208 M RM1E

210 H N-FHEW AR | 3,5- R -F

211 H N-§f 3% W2 2k 3% | 3-PrO- A3k

212 H N-$H B W A L H 2L | 3-PhO- A3k

213 H N-UIE W Z 3k R 3L | 4- 100083

214 H N-{H R I 2 | 2-FR ot

215 H N-FUE T A F I | 3-CN-A4E

THZE B P ERNAZBAERLED 'HNMR £ .

&%) 205
'H NMR(CDCl,) 8 (ppm) 5.24-5.36 (2H, s, CH2), 7.45-7.56 (4H, m, Ar-H), 7.82-
7.88 (1H, s, Ar-H), 8.50-8.56 (1H, s, N=CH) # 8.84-8.96 (1H, m, ArH).

1 &4 206
'H NMR(CDC1,) 8 (ppm) 5.3-5, 5 (2H. m. CFh), 7.6-7.8 (4H. m, Ar-H), 7.9 ( 1H,
$),8.5 (IH, m. N=CH) #1 8.65 (1 H, s, ArH).

LA S
N-[(3-5-5- = B EE-2-0E e 25 F - 2-THE R R LERE N5 (b &4 304)
KRR 1 UK E, B 2-TE3E- o G0 B R Sk mg R I S &

24
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WA SV TR S b)

SRR i 2%

a) 2-THEERK RS

K BEERAN(13.62) INEY 2-FH L F FEE(15. 1) A 2 FR ¥2 1%(6.62) 7E Z. B (110ml)F1
KE@m)F R T, ZEBPEZBEEY 4 P BZREWEIA 500ml K, o
KRS EIRENED .

b) 2-f%E- o -F - PN

FRAFAKRE a)2 8 BIHIF=H1(10.7g)fEW ERBR(60mD)FI/K (12 3ml)H HI#
WP 1. BEBHBREDER. LI, BIFEELED.

Lt 6
N-[3-5-5- = 55 FF - 2- bt e 355 B 3 )-2- T 3 S 3t 2L BEA-O- (R /0 3t I 3
5(La%) 305)
¥ 3 W= ZHEMABERERISERER] 5 1) 7=9(0.9 32)F R BR 2,6- — 525 8K(0.33
TTEZIEGOm)F RS . IN#ERZA S 2 . BEId R, 1ok
AT R AL T AR B Y, B BIFRELE Y, AR 138-40°C.
K H 556 5 06 BBRTTIE, ArHl&R p TR FEY(ILE D), B A
& 3-CI-5-CF,-2-MitWE L. RVFI R* LK RPBE. L &-(C=X)-IN= 11L&,
CF ct

(Ip)

25



00811780. 2 oM P E23/31m

*k D
WEY X Al & 1(C)
301 =NOH 2,6- ZF-AH: 189-91
302 =NOC(=0)N-Ph 2,6- —F-HKH: 168-70
303 =NOC(=0)Et 2,6- - AHE 89-90
304 =NOH 2-NO,-# 3 122-6
305 =NOC(=0)-2,6-— CIPh | 2-NO,-# %t 138-40
306 =NOS(=0),Me 2-NO,- HARY)
TR D P EEE AR EAR ST 'H NMR 3.

W& 306
3.1 (3H, s), 4.4 (2H, d), 7. 15 (1H, br. t), 7.65 (1H, m), 7.8 (2H, m), 7.8 (2H, m),
7.9 (1H, s), 8.25 (1H, d) 1 8.8 (1H, s).

sSEhEf) 7

ERIR N'-[(3-50-5- = it P 2-2- ML BE 3 ) Y 3 1-2- 50" IR (T &4 307)

KH R C Schnur, J.Org.Chem., 1979, 44 %%, No.213726 ik I7J74,
ERRR(3-5-5- = 90 Y 2k -2-nl e 3 ) B 4 A ZURI AR 2-SURR XK TE &R Y B (benzimidate)
Hlg kb &Y. XA Masuda & AN, Synthetic Communications, 1997, 2393 i ff
R T7 1 H & SR 2-FMA R L E B F B . "TH NMR(CDCl;) 6 (ppm) 5. 10 (2H, d,
CH2), 7.60 ( 1H, m, ArH). (3H, m, ArH), 8.60 (1H, m, py-H), 9.04 (IH, m, py-H).
9.80-10.00 (2H, brm, =NHHCI) F1 10.55 (IH, br. m, NH).

SEJE 8
N-(a -4H R ERAL-2-F-THFE FH)-G-F-5-ZRF - 2-MER)F (L EY

403)

W N-[(3-5-5-= 5 B 2E-2- Mk e 25 ) R 26 1-2-FORBRAX B AZ (PCT/GB/99/00304
1 i it )(3.07g) 7E 14 20 K 15 (50mil) £ ¥ % hn B S 1L #9(0.33g0 78 DY £ 0k g
(10mD)FF R, BERE 20 080, EENFIEE . R ERA0.09g) NS
WRIE(Sml) TR BMENZ R IS Y)T, BRMFIZREYER. ZTREY,

26
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R ZFFH(10ml). KOEm)FEKGSm)FHE. SEHFNME, EXF
EREFIFUTTERE K. LLATHERGH 58 60-80°C)/ 28k i Bl ik 7E Rk e _La#kAT
tiEai, BEREY.

KHEASEER 8 UM, &R b MTRbEY oK E), B Al
B 3-C1-5-CF,-2-itiE . A2 2-Cl-#EH., R AR ZENR I HLED.

CF, ~
N =

Y Cl
(11b)

*® E
tE&Y) Y FE B HE [(m/z(API))
401 SMe 379(M+H)"*
402 SEt 393(M+H)*
403 A5 TR ZERRA 405(M+H)*
404 FHEMAR 455(M+H)"
405 2-Me-FFHERRAC 469(M+H)"
406 4-Cl-R R 489(M+H)*

LR 9

N-{[-3-§0-5-(Z R FE)-2-Mbre FE)FF 2L ) -4,5- 2 8-3,6-HEE-1,2- R
Fe(to&4) 503)

E BN = ZF&(1mmol) N B (3-5-5- = 5 B 2E-2- Ak BE 5 ) FF % (1mmol ) 76 = F &
Gm)FHIREY T, BERFIZEESY 1.5 At SIRZEEY, EEHIERM
B 4,5- " F-3,6-FFHIE-1,2- “RBRET(1mmol)7E — B HESml)F MBI+ . 130°CH
HAZIREY) 48 /DB WENEFREN, H LB/ A BT S 60-80°C)BERAT 155X
MY, TREEFRELEY.

Lt 10

3-(3-5-5- =9 R - 2-nh g 26 ) B 341,23, 4- T A -4- 5 AL -2-BRAA e Mk (L & 4
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504)

¥ 10 7% = ZHE B FAL[3-F-5-(Z U 25)-2- Mt ng B £ (0. 12) M 2-(FR
PRI R BURRER(0.10g) 76 B /K I AR (10mD) R & IF W F . FiRBFFIR
YR, ETERERER, HZROEMBFETY, A 2M 3HBEFR. W
EENE, BFEPEK, BIE~Y . 'HNMR(CDC1,) & (ppm)6.15 (2H,s), 7.15
(1H, d), 7.35 (1H, t), 7.7 (1H, t), 7.9 (1H, s), 8.18 (1H, d), 8.75 (1H, s) F1 102 (1H, s,
NH).

SEHf] 11
(3-(3-5-5- = 7 B JE-3- ML 2 ) R 3R 3,4- A -4- AR - 2 [ (4- SR ) BRA R e ik
(&4 507)
K5 seiip] 8 KAUMTTiE, BIEHES] 10 FEPF 4-FCRIERIL DT %
WEY, HrRHA137C,

SEHEf 12
N-[(3-51-5- = 57 FF BE-2-Mbie 1) ) 40 28 — W IR T R& (b &) 518)
148°CHE AR 2K — FERET(0.601g). #hER 3-5-5- =9 F JE-2-nikiE 56) H £%(1.0g)
U AR IR R (0.282) E — FEFBUETRIEEY 7 /it BEIIIMAK(10mI),
TR EY), BEEE. BXE SRR BT, B MgSO, T4, HERw
. HEEBPHBREY), BERE~Y, HBRA 145-6C,

SEHtf] 13

2- {[3-F-5-(ZHHHE)-2-MeE|FE) 3-FH-23- K- 1-HEI(LEY) 516)

7E 5 B E LB S HEN B SEHEG] 12 FIF=40(1.23g)7E FEE(12.3ml)F RY
UKASVEWR, e SER R . (FREYEMEME T4 (Gom) N LR LB
(50m)FrEE. EHAE, FH MgSo, FRENE. ZREIENLEY, B
4 174-8C,

KRS E 9. 104 11 12 F/8L 13 KBk, THl&ERX I W TR E
YI(RE F), B A'J2 3-C1-5-CF;-2-fitie s, R'F R2 S R A A? HEZEEA]
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ZEREF B8R NHTHR 1 bEaY. BiEY Sle itk LI a #]18
&%) 514, 515 F1517; X5 vEXT BAERAIIL TSk 0 2 AR HT .
CF ol
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* F
fetr ? FEA(C)
501 Q 126
N
(Ls/\/ph
502 O RS
Nmee
o}
503 | g 0 HARY)
Neme
Cl o)
504 e Ry
N/
u S
505 Q 148-50
N
N/ S/\Ph
506 o 134-6
N~ CF,
507 Q 137
N/
NN o
508 Q 105
N OPh
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509 Q 149
N/ o]
N S
510 1 85-8
N~ Cl
/ /O
N S cl
St i AR
N
Z
N SMe
512 0 HARY)
e
N
Y
P
N S
513 MR
N
7
N)\S/\C02Me
514 ?’ HEVRY]
N._
OEt
515 : ?O IR
N-——_
opr!
516 : \§° 174-8
N-—.
OH
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517 o AR

518 % 145-6

o
THIZRE F PERNAEB AL EDH NMR 5.

&%) 502
'"H NMR(CDCL,) 8 (ppm) 1.6 (1H, d), 1.8 (1H, d), 2.4 (4H, s), 4.9 (2H, s), 6.15
(2H,'s), 7.9 (1H,'s) F1 8.6 (1H, s).

WEWY) 503
'H NMR(CDCl;) 8§ (ppm) 3.25 (1H, d), 3.85 (1H, d), 3.95 (1H, d), 4.35 (1H, m),
4.9 (1H, s), 4.95 (2H, s), 5.1 (1IH, m), 7.9 (1 H, s) #1 8.65 (1H.s).

&%) 504
'HNMR(CDCI;) 6 (ppm) 6.15 (2H, s), 7.15 (I H, d), 7.35 (1 H, t), 7.7 (1H, ©), 7.9
(1H,s), 8. 18 (1H, d), 8.75 (1H, s) ! 10.2 (1H, s, NH).

&1 511
'HNMR(CDC1;) & (ppm) 2.7 (3H, s), 5.7 (2H, s), 7.25 (1H, t), 7.65 (1H, d), 7.75
(1H, 1), 7.95 (1H, s), 8.25 (1 H, d) 1 8.6 (1H, s)-

& 512

'"H NMR(CDCl;) 8 (ppm) 2.25 (1H, ), 4.1 (2H, d), 5, 65 (2H, s), 7.45 (1 H, 1),
7.65 (LH, d), 7.75 (1 H, 1), 7.95 (1 H, 5), 8.25 (1 H, d) A1 8.6 (1 H, 5).
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&4 513
'H NMR(CDC1,) 6 (ppm) 3.8 (3H, s), 4.05 (2H, s), 5.65 (2H, s), 7.45 (1H, t),
7.55(1H, d), 7.75 (1H, 1), 7.95 (1H, s), 8. 25 (1H, d) #1 8.6 (1H, s).

&4 514
'H NMR (CDCl;) 8 (ppm) 1.1 3H, 1), 3.1 (1H, m), 3. 3 (2H, 5), 4.6 (IH, d), 5.4 (I
H, d), 6.1( H, s), 7.4-7.6 (3H, m), 7.9 (2H, m) FI 8.6 (1H, s).

&Y 515
'HNMR (CDCl;) & (ppm) 1. 1 (3H, d), 1.2 3H, d), 3.7 (IH, m), 4.7 (1H, d), 5.4
(IH, d), 6.1 (1H, 5), 7.4-7.6 (3H, m), 8.8-8.9 (2H, m) 1 8.6 (1 H, s).

WEY) 517
'H NMR (CDC1,) 6 (ppm) 3.0 (3H, m), 4.6 (1H, d), 5.4 (1H, d), 6.1 (1H, s), 7.5-
7.7 (3H, m), 7.9 (2H, m) 1 8.6 (1H, s).

U Sk 41
VS PIRT T 50 —Fh B 2 R 3 (M Fi bk«
BORBRE: WP LLAb A 2505
W ERHE: BAEYAERER
RKEWTE (Erysiphe graminis f. sp. tritici)) : DLW FIRER
Pyricularia oryzae: FIEIR
Leptosphaeria nodorum: %3R5
e 2 BT R B S W K M B 5 W 2R (L 3 T VR )3 24 bt S
WERRAYNERE L. STHENNEE, EFEHTEYHLEYZ iR E
P S B 5 3E B IRER RIS, RIS TSI RIS A Y R
KPR KA MR R HEEBO G, WA LR (0B g 2
STHURRRERL . 13 MAMEEEY, | ROBEEHES, 2 RiEEEH,
3 RAREFHLSE TSN 7E 500ppm(w/v)ER LT I BE T iR 16 & Wi imid () BEL & 1 4
BEE2 UL E.
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BB 7. 14, 34, 37. 45, 104, 108, 110. 111, 112, 206, 210 1 214;

B REIE. 7. 14. 34, 37. 41. 42, 43. 44. 45, 109, 110. 111, 112,
206 214 F1301;

REKT: 2. 4. 15, 31, 108 1516

Pyricularia oryzae: 4. 39, 41, 108, 109, 113, 116, 201, 215. 512 #1516

Leptosphaeria nodorum: 11, 15, 46, 48, 49 150
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