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L. —Fh6-[2- 5 ~4- ( ZH L) |- KEHR 2- IR RAEE M 1k &4, i@
2 (1, 1D fis .

,R1 R1
COXCH,(CHy),N.

cl ) Cl OXCHa(CH,),N. YH
R ‘Rz
FiC (0] NO, F SCOO NO,

() (I
Hrp
n=0,1,2,3,4,58¢ (CH,) , RE WA CREMPEEE ;Y K C1,Br,F, 1,Ac0, LBEK
WMTRIR , KT TR , K AGERAR , X R IR AR, TR A, sk oAb 7. R ARE 1-6 MR
THIBEEE 1-6 NIRRT HIREARIE  1-6 NIRRT 1046 25 sl 05 2% R AR%R 1-6 DMIRIR 71
BESE 1-6 DRI T HIBEAR I 1-6 NIRRT A5 Bl 07 58 ;e R R JE B N 45

/N
-§-N® -§-NC> -§-N\_/O
2. WIBCMESR 1 Bk AL &4, JURFEAE T, 385K (T, 1D -

n=1~4;YfAECL,Br,F, 1, A0, ZE/KMERIR, FriE AR , KRR , X 7 451
BRAR, IR M, S A 135+ R, R I A H, C,-C, BEFEok R, = R, & B U1 N 4544 -

-§-N® -§-NC> -;-NCO
3. BUMIZLK 1 ik Ak S s -G FH T35 il — o AR 2 4 AR AR R B SR AR %
FRHIE.
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—HKHRA R S R EREEOITEM S & R H
5‘?.

BRI
[0001] A B BB M 5-[2- S —4— ( =9 3% ) 1 - FREIE —2- 528 R NG RAT £
% S R

BE=REA

[0002] A% 24550 B4 DAL ] 3 Pk 79 A SR ANURIORE 57 A 2, A Bl 25 AR 2850 79 2L A o)
5915 RR TR KGR KSR B AL S 7 1) e Jie s MK — R Jg i 3 ok, X st xR
B R OB AR 2570 748 T S iR AR, MBS AR 2 A R S I EEACLS, R
WA B 7 B AT, WERZY 0y 1 B RAF R TR AT AR AR B
5P 5 S B ml A BRARR A 7 Jle A ST 920 25490 1 I RSl Al 750 I 75 2 I N K i) R
I PR 77 B3 8325 A B e R A B 5 G o ST TR BE, 259070 1 R RK I T
REZE AR X RN, B — @ AR R TR 2590 70 1, e 25 20 i A
WA o

[0003] 2§ il Ak B WG e He At i A2 G, 75 2 Ay T IE AT T B i 259
i PoH A, AR 254 B SR AR 25 22 R e A R R B DXy BRI IR S X
S, s A R IE N B3R R Ge . I A VIS AT IR SRR 0 B E . B S ke
T AR 2 1A RAT S A R K R AR R 0 B 45 4, OF B, FER 2R UL R, PIAc R
K IR BE . AP RAT IR G54, 26 7K B s G R T ) PO (R0 /K AR D S AR 8 20K 1 24
Wy ik 2 ok R R R 5B i = SR A PR 24400 DR DAy AR DU 1) it R DAy 2B g i ) —
Jr 15 B AR, T AN BEA 02E N Y #8140

[0004]  KE LA SCHRIRIE T 1% I — A BESRER B0 45 140, 12 8BRS0 HAT F 25 /b (5
ROPACRFLIE T, Be iy i6 2 Pl i e B AR08 s o e rh A it il A K 52 S A B ), (L
PNE 2 LY LSE o N L N1 S M B Sl i T VA 20 S NI TN B N U N2 A A
SR B G A MR B e g SOK AR 2 b iR R B, LR AT S S AR T R B
B AR AT 2 S R 50 R L B v A A I AT 2 e SR R A e = R
MR PR BN 2 R, R RS H R EREF A H T C T AR50 AT FLI - 7K5)
AR PR R BEL R o [R] S TR 3 P ) B A e R 8 T B ) A i 242, LA [
A RE L F TR R B B, AL 25 96 KRR IBIKG, B T ER 2547 i e b 2 I A% 38
FETHIE PEF A1 7552 r FL 1 AR o SN T 30 % F B 12 T M 91 B e B, 3 el ik
7 RS TR 7R B R T AR o 2 A 2% S TR 5 75 PRARSR T 5K 7 5 [R] I 3wl DA D>
LR, 1 M0 BE P R 25280 B IR NN 1 K38 Y SR R 7 B 55, 6 AR 0 3 X 34
Bifis gt RREREGRIBFGUT ZADCE S SR LYV AR L A, 2255 18 534
BERIARZRNE o B AN T3 3R 2 4 HA AR IR B (0 85 90 — 2R BESRBR 550, 4 Je — 7
EF R A EBRATT AT A RS B2 4 SEAT 28 SR AR AR 28, ik 7 BEORE R A 751
KRS 53— J7 AT LLAAR 2 73 1A B B S35 T, LA 90— 2R RS T 2 0
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AR, W BER S T N B S K RS M o B i 45 4, BUh T v h & oK h 3 BB
TR R S S 6-[2- Al -4 ( SRR ) J- 2REEE —2- AR IR 0 B R A AT
A=y, SR A AT A SRR ) B B R R R ) T A R A A

[0005] A% B H A2 5-[2- 5 -4- ( =55 ) 1- ZR403E —2- i3k 4% ARG 2407
AR AV PR s 1, A AT RE IS B — MR I A, gD AR AR S IR A0 %, AT i 2
MR . Fv-& i 5-12- & -4-( = P ) 1- R40E —2- AYFL 28 R e fir A=
VAR EE R S e — B BEMEIER 4y QI PR 4 ) Fl—AN{EARBE PH 451
TRFUIE LA — g, — %, = A KBRS ) o IXFERIKE — W4
S S Y T %45 [ Susan Milosovich, et al. J. Pharm. Sci. ,82,227(1993) 1.
A LE HAr 2R KIEIN T 29 I o 31X s ] A SEESERE vl UE B A7 5
AR FE A, R IE B F AL A T A BRI AN TR, BRI G, (A AFAE T KZ,
AN T A . fE2HEOLN, 290 E R R RO A2 T S B R PR R P R 4
XL A A DR IS, &0 TR RS S AR R Shom R B A . TR, 290764
VIS M () Jr 39 2 AR v AT By T3 6 23 ok i e P DX B IO B T X 0, i 2l 2y
Yo IENBV LS, S5 K PSS 7 2> HESh 25 E N 30242 VR R 4 7K i 8 1 48 P )5 o

XPAAR -

[0006] A B H 2 PR A SREEHH B 5-[2- A —4- (=PI ) ] - A -2- 4l
BER PR BRIAT M) ML AL G L5 TR R S A A I R

[0007] A BHERAE T —Fh &5 R R 6-[2- S —4- ( =9 P2k ) 1- 2R —2- iR
MR M LRI &9, Wil (1, 1D Fon -

[0008]
; COXCH,(CH,),N. fOXCHz CH2),,N YH

(I
[oooo]  Hirb .
[0010] n=0,1,2,3,4,5---8% (CH,) , M A ICRERI S dE Y K C1,Br ,F,1,Ac0, &
e K A% B AR  FTAFBRAR KRR, X A 2R B AR , B IR AR, sl A 1 3+, R AREE 1-6 4>
B R T R  1-6 DR IR TG 83 1-6 MR IR TR 3k . B 77 585 RO AR 1-6 4> BR
THIBEEE 1-6 NIRRT 1IBEAEIE  1-6 NIRRT RA 25 s 7 28 s R R JE B N 45
[0011]

[0012]  AKIAE NIRIERILED A -
[00138] n=1~4,Y HBWRE T, R, RR®EAH, C—C, kFmk R, = R, B AU F45H4 -
[0014]
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§N® END -g—N/\:/\o

[o015]  AKBREAAED (T, 11) a1 F ikl -

[0016]
:/< :/< HXCHy( c:r12)n

XCHZ(CHz)nN YH

COOH

) (I
[0017]  Hrh[AIARR (A) 5 SOCL,, PCL, BELIERUAS T8 B B, B — 40N, 28, K,
LR LT, THE, 1E Ok, PUSUAbax, S0 — a5, LA FLR ANtk e , = £ Ji%, LL DMF Ay
AT, A 0°C B3k 55 RNV 1-24 /NI HIFFBESL (B) .
[oo18]  EEEl (B) 5 (n+1)—-( —hidk) é@i —1- B CHISARE)) , R8BI IR A
0°C Rk 2N RV 1-24 /NI HIAF =4 (D) o A 5N, 2K, 2K, LR 4 WE, THE, N
Wi, 1E e, PSR, ST A TR, IR B, nntkive , = 2, S AET, S5
AR, T R AN, ik B S8 » i R PR B3l 1R S 5 X0 Jse VA
[oo19] =4 (1) 5% YH, il L= (1) % & B, AR YH, IE 4 0°C
B R H RN 1-24 /NI IAR ) (D) o W FIR] A 4N, 28, 2R, LR G Ig, THE, T,
IECbE, P, S0 B 50 b 55

[0020] 3 1 ¥4 tnil KIFE/TE’JZIKEHH%A%
[0021]

R
COXCH,(CH,).N.
RZ

Cl

&4 R! R? X n WA
1 —CHj —CH, o) 1 =REARIELN

[0022]

[0023]
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2 —CH,CH;, —CH,CH, H . 44
3 —CH,CH,CH; —CH,CH,CH, SREATREN
4 —CH,CH,CH,CH, —CH,CH,CH,CH [SRNREEN
5 .g_NU .§-ND SRENERES
: o o D 1
7 ‘E‘ND ‘E'ND SEENFARES
8 —CHz —CH; €6 ] 4
9 —CH,CH; —CH,CH; SHeN R
10 —CH,CH,CHs —CH,CH,CH; H 5[ &
11 —CH,CH,CH,CH, ~CH,CH,CH,CHs = REATIEZ
12 ‘E‘N/J ‘E'N/\j €8, 44
13 §-N©O §‘N/\:,\° A [ %
14 ‘%‘NQ ’§'NC> SRENTTRZS
15 —CHj —CHs SRENTARES
16 —CH,CH, —CH,CH; H a4k
17 —CH,CH,CH, —CH,CH,CHs [ERENTIELN
18 —CH,CH,CH,CH, —CH,CH,CH,CH, SREATEL
19 =RENFEL

[0024]

]

'§‘NU
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20 ,§‘N/\:/\o §-N©0 SRENEES
21 'E'ND '§'N/\:> SRGENTEEN
22 —CH, —CH, 16, [ 1
23 —CH,CH, —CH,CHs, = €6, 8] {4
24 —CH,CH,CH, —CH,CH,CH, €8 ] 44
25 ~CH,CH,CH,CH, —CH,CH,CH,CH, = RENEAR %
26 _§_N/\j -%-N/J SRENEES
27 -;-N/\:/\o -g_,(\;o £ [ 44
28 _g_ND '§'NC> 1 i
29 —CH —CHy 66 6 1
30 —CH,CHs —CHoCHs SRERTTRZS
31 —CHoCH,CHy —CH,CH,CH EREATIEZN
32 —CH,CH,CH,CH, —CH,CH,CH,CH, =R aATIE
33 'E‘NO -§-N/\j [
34 §_N©o '§'N©° SREEN RS
35 ‘E'ND _§_NC> =RENTEE
36 —CH, —CH, SREARIEES
37 —CH,CH; —CH,CHs SRENTIEES

[0025]
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[0026]

38

39

40

41
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43

44

45

46

47

48

49

50

ol

52

53

o4

95

_CHchchg

"‘CH2CHQCH2CH3

"_CH3

—CH,CH3

—CH,CH,CH3

—CH2CH2CH2CH3

—CH,

—CHQCHS

—CH,CH,CHj

_CHchchcha

—CH2CH20H3

_CHchchchg

_CH3

_CH2CH3

_‘CHchchs

—CHQCH20H2CH3

—CHs

_CH2CH3

_CH2CH20H3

_CH2CH26H20H3

F £ [

FE [

SREENARYS

{0 ]

=RENTAKYS

ERENFRLN

SRENFAREN

[ 44

H [ 4

H [ 4

10 [ 4

H [ 44

[ [ 4

£ [ 4

=RaNiifzs

H 4

=RENiA e

SRENERES
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56 ’§"NC> ’§’NC> SREARRE
57 —CHj —CHj SRERTTEEN
58 —CHyCHy —CH,CH, o il 4
59 —CH,CH,CHj —CH,CH,CHj EREATTELN
60 ~CH,CH,CH,CH, —CH,CH,CH,CH, [SRERETELS
61 ‘E‘N/\j -§—N/J ] 44
62 g-N/\:/\O 'E‘NCO I 5[] 44
63 'E'ND ‘E‘ND 0, [ 44
64 —CH; —CH,3 H [ &
65 —CH,CH, —CH,CH, SRENETELS
66 —CH,CH,CH —CH,CH,CH, [ EEN R
67 —CH,CH,CH,CH —CH,CH,CH,CHy = REARIRE
68 '§‘N© ‘§‘N© SRR
69 'E'NCO 'E'NCO H L 44
70 _§_N/\:> _g_ND = RENT R
71 —CH;, —CH, 8 [l 44
72 —CH,CHs —CH,CH, = RERTIELN
73 —CH,CH,CH; ~—CH,CH,CH, = ] {4

[0027]
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74 —CH,CH,CH,CH, —CH,CH,CH,CH, S 4 SRERTIEYS
75 ‘§‘N© 'E'NU S 4 1, ] 4
76 %-Nmo %‘N/_\O S 4 E @A /‘Zl:
_/ __/
77 ’3"( > '5"( > S 4 SRENRELN
78 —CH;, —CH, N 4 = REENERE N
79 —CH,CHj —CH,CHj, N 4 SRR
80 —CH,CH,CH, —CH,CH,CHs N 4 =R ELN
81 —CH,CH,CH,CH, —CH,CH,CH,CH, N 4 = RERTIRYN
82 -g-NO 'E‘NO N 4 0[] 44
\_/ _/
84 '?NO '§'NC> N 4 6 i 44
[0028]
R1
; OXCHZ(CHz)nN YH
[0029]
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EY R! R? YH WA

1-H —CH; —CHj HC1 SREATEELN

2-H —CH,CH, —CH,CH, HC1 A £ [ 44

3-H —CH,CH,CH; ~ —CH,CH,CHj HC1 SR EEL

4-H —CH,CH,CH,CH;  —CH,CH,CH,CH, HC1 £, [ 44

5-H 'E'NU -g—N/\j HC1 SRENTEES
[0030]
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\_/ N
7-H N ) N ) HC1 SREATRYS
8-H —CHj, —CH, HC1 R B AL 44
9-H —CH,CHj —CH,CH, HC1 R B £ [ 4k
10-H  —CH,CH,CH;  —CH,CH,CHs HCl — EEEEE
11-H  —CHCHCHCH;  —CH,CH,CH,CHs HC1 WA LN
12-H -§—N/J '§'NO HC1 R B A [ 4
13-H N o N b Hel  REAREE
/ /
14-H HCl R
N ) N )
15-H —CH; —CH, HCl SRR
16-H —CH,CHs —CH,CH, Hel — HBEE
17-H  —CH,CH,CH;  —CH,CH,CH, HCl  BERER
18 H  —CHCHCHCH,  —CH,CH,CH;CH Hel o Ak
19-H ‘§‘NO '%‘N/\j HC1 A E Ak
20-H -g-n’—\o §~N/_\O HC1 | HGEE
s /
21-H _§_NC> _;_ND HC1  EAREME
22-H —CHj —CH; HC1 EREAEEES
23-H —CH,CH, —CH,CH, HC1 SEENETELS

[0031]
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24-H —CH,CH,CH; ~ —CH,CH,CH3 HC1 = R %N
25-H  —CH,CH,CH,CH; ~ —CH,CH,CH,CH; HC1 EREEATGEYN
SIS RS CE
27-H g-N/_\o E‘N/_\O HC1 SRENTIEZS

N __/
28-H '%‘N: ) '%‘NI, ) HC1 =RENEL
29-H —CH;, —CH;, HCl RO FEAA
30-H —CH,CH, —CH,CHj HC1 R v [ 4
31-H  —CH,CH,CH;  —CH,CH,CH, HC1 VR v [ 4
32-H  —CH,CHCH,CHy  —CH,CH,CH,CH; HC1 VR B [ 44
33-H 'E‘N/J 'E‘NU HC1 R o B [ A
3411 N o N o Hol — RIEEARE A

/ /
35-11 '5"‘( > —§~N: > HC1 % [ 4
36-H —CH; —CH;, Hel o EEREE
37-H —CH,CH, —CH,CH, Hel o EERE4E
38-H —CH,CH,CHy ~ —CH,CH,CHs HC1 B
39-H  —CH,CHCH,CH;  —CH,CH,CH,CH, Hol  EEEE
40-H -g—N/\j '%‘ND Hol ARG
41-H SV N D Her  AEHE

_/ s

[0032]
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42-H ,;,ND _§_ND Hel  sEEEE
43-H —CHjy —CHj, HC1 [SRENRELN
44-H —CH,CH, —CH,CH, HC1 = REN RN
45-H  —CH,CHoCH;  —CH,CH,CHs HC1 EREARIELN
46-H  —CHCHCHCH;  —CH,CH,CH,CH, HC1 S REATIEEN
47-H e e HC1 P £, [ 44
48-1 -g-N/\:/\o g—N/\:/\o HC1 SNEARES
49-H '§‘NC> '%'ND HC1 SRR
50-H —CH, —CH;, HCl  REGREME
51-H —CH,CHs —CH,CHs HCl  RHABREE
52-H —CH,CH,CHz ~ —CH,CH,CH; HC1 R [
53-H  —CHCHCHCH,  —CHCH,CH,CH, Hel  REAEE
54-H -;-NQ ‘E'NQ Hel  RFAEEE
55-H §'N®0 §'N/\:/\ 5 Hel TR T 0,
56-H '§'NC> '§'NC> Hol R
57-H —CH, —CH; HCl  HAEE
58-H —CH,CH, —CH,CHs HC1  EBEME
59-H  —CH,CH,CH;  —CH,CH,CHs HC1  HEBREE

[0033]
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60-H  —CHCHCHCH, —CHCHCHCH, N Hel o HEBEE
61-H '§“N© ‘§-N/\j \ HC1 PR ENEEN
62-H N D N D N Hel  EEGREGA

N /
63-H '3'“{ > _§_N< > N HCl AR
64-H —CHj, —CHjs o) HC1 =REATEEYN
65-1 —CH,CHs —CH,CHj 0 HC1 P £, 44
66-H  —CH,CH,CH; = —CHyCH,CHs 0 HC1 A £ ] 44
67-H  —CH,CH,CH,CH;  —CH,CH,CH,CH; 0 HC1 A [ 44
681 ) W) o HCL A
69-H N D N b 0 HC1 Sfurafe
_/ _/
70-H '?”Q ‘§'NC> 0 HC1 £ £ [ 4
71-H —CHj, . —CHs S Hel  WRERAE K
72-H ~—CH,CHj —CH,CHs S HC1 R [ A
73-H —CH,CH,CHjy —CH,CH,CH, S HC1 R A A
74-H  —CHCHCHCH, —CHCHCHCH, S HCl R
75-H 'E‘Nf\j -§-N/\j S Hel  REEREA
76-H b N Db S Hel  IREGREG
" N
77-H S HCl  IREBEME

[0034]

15



CN 102827009 A WO B 14/18 7

78-H —CH;, —CH;, N 4 Hel o HEE
79-H  —CH,CH, —CH,CH, N 4 Hel o K
80-H —CH,CH,CH3 —CH,CH,CH; N 4 HC1 g i
81-H  —CHCHCHCH, —CHCHCHCH, N 4 Hol  HGEE
82-H \§_N® _§_N/J N 4 HCl AR
83-H ‘§'N©0 '5'“@0 N 4 Hel o AGFEE

84-H '§'”C> ‘E‘NQ N 4 HC1 O

[0035] AR MIRYIES (1, 11) LGP A BR B T, 45 1 AT R Ja 4 ) DUR & 2 i
ARG R FRZRAC S, 2 G PRI S i R s R 3
[0036]  AXBILEFELUE (T, 1) AEYETEL D R A GW . %R FA ) i
PR R B 0 & B 1-99% . LR EA G IR AR a3 52 k.

[0037]  AKWIHIE (T, 1T) ALEY BIACIE ALy BB B2 G ] LA i 22 Fof 151
A, JCHZ T (D), W] BUE R A pAGRAE AT B oD T A8 FH A HLERI PR S 75 8¢, XL
SR TR WAL o AEIX LA SR, o m] DU IR S AR 2R, IF I TE & (14
T PR A 5

[0038] AT W& K S 7 58 0 B VA AR B 10 T ¥ 12T S e A R AL & 4 S 2
B T TR 2 s AR A BRI R T _E . AR RO R AT T5 e R 500 ve, Lk
RO BB 50 582 300 58 T34k, WAl AEA R B L &b S E A S i —
Foft B2 b HL B RO BR BT, HR AT D A S AL T I RCR

[0039] AR MIHIE A (1, T1) AR B Esn Bk ) LA At v BARE & 3L e 30 S
AR ) A% HR) A AR A Y 70 B AR TR A A

[0040] S WY (1) J2 AE A A AR B2 SR A W] AR ARG 5 AT 25 B el A e

BiExiA N
[0041] "I~ 470 i 91l R A A A 5 SR ml k20 FH SR B A A BT R B i 1 » (BN TR R
HilA R W,

[0042] A HSER

[0043] L&MW1 :5-[2- F —4-( =R ) - RS 1 2- LR IR [2- (N, N- Z L) ]

LRI & Rk

[0044] 7E %% A4 1H F& W WU SF T O B9 100ml DY O[O BE OB P o A

7.24g (0. 02mol) 5—[2- %l —4- ( = 2% ) - R4 ] -2— ALK R AT 30m1 — & AR o, 4
16
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L S8 S AR S AR UK T 2123 N 3. 05g FLEERUR 20ml — Sl FFEERITR GV, e fa =
TR 6h, S N AR A B CL PV L, TLC RN BE A s b 58 4, s A3 3 (8 5-[2- Sl —4- (=
SR ) — AL ]2 AR R AL

[0045] 4% b ik O il & 4 10 5-[2- Sl —4-( =5 28 ) - R 2 12— AF 28 K A9 I &
(0. 02mol) 1 100m1 {15 JEE et 1 hn N 50ml — & F e, SRS AE UKy F22123n 1. 78g N,
N- R OFE - 3ml = A 20ml — 50 e VR AW, T 58 )5 208 ST BERE 6h, TLC A5
D FE A N 58 4, 45 1B N, 4 S N YR S 31 250m 1 R REAR H AR 1) NaHCO, 7K ¥ 9 H
M% PH =7 ~ 8, 733, FHFI NaCl 7KW (3X 30mL) Pk, A HUAH LK BREA 15 4h,
P V1 4D AR, R AR AR ZNT [V s /V 2= 6/1, DT = L% 5 3515 3
REE A A 1. WE56.7%. mp 67 ~ 68°C ;'H NMR (400MHz, CDC1,)d :2. 29 (s, 6H,
2CH,) , 2. 66 (t, 2H, J;, = 5. 6Hz, CH,N) , 4. 44 (t, 2H, J, = 5. 6Hz, OCH,CH,N) , 7. 06 (dd, 1H, J; =
2. 4Hz, Jy = 9. 2Hz, ArH) , 7. 12(d, IH, J, = 2. 8Hz, ArH) , 7. 26 (s, IH, ArH) , 7. 62(d, IH, J;, =
8. 4Hz,ArH) , 7. 81 (s, 1H, ArH) , 8. 05 (d, 1H, J, = 8. 8Hz, ArH) ;HRMS :calc for CH,F,N,0.Cl ;
(M+H) "433. 0773 ;found 433. 0775,

[0046] L& 1 :5-[2- & —4-( ZRAIE) - 2R ] 2- TR [2-(N,N- Z 23 ]
LRI K

[0047]  BRTIEFRLEY 1, RO RO EY 2, )F 52. 1% . 'H NMR (400MHz, CDC1 5)
d:1.02(t,6H, J, = 7. 2Hz,2CH,) , 2. 58 (q,4H, J; = 7. 2Hz,2CH,) , 2. 79 (t, 2H, J, = 6. 4Hz,
CHN) , 4. 41 (t,2H, J; = 6. 4Hz, OCH,CH,N) ,7. 10(dd, 1H, J; = 2.8Hz, J; = 8.8Hz, ArH),
7.13(d, 1H, J, = 2. 4Hz, ArH) , 7. 28 (s, IH,ArH) , 7. 63 (dd, 1H, J; = 2. 4Hz, J, = 8. 4Hz, ArH) ,
7.83(d, 1H, J; = 2. OHz,ArH) , 8. 05(d, 1H, J;, = 8. 8Hz, ArH) ;HRMS :calc for CyH,FiN,0.C1 ;
(M+H) *461. 1086 ;found 461. 1080,

[0048] LA 3 :5-[2- &l ~4-( =H ) - A ] 2- X TR [2-(N, - 7R
)] CEEIA R

[0049] A RHIEFRALEY 1 SRR & 3, L 59. 3% .. 'H NMR (400MHz, CDC1,)
d:1.00(d, 12H, J, = 6. 8Hz,4CH,) , 2. 74 (t,2H, J, = 7. 2Hz, CH,N) , 2. 97-3. 03 (q, 2H, 2CH) ,
4.24(t,2H, J; = 7. 2Hz, OCH,CH,N) ,7. 09 (dd, 1H, J, = 2.8Hz, J;, = 8. 8Hz, ArH),7. 13(d,
H, J; = 2. 4Hz, ArH) , 7. 26 (d, IH, J, = 2. OHz, ArH) , 7. 61 (dd, 1H, J, = 1. 6Hz, J, = 8. 4Hz,
ArH) ,7.81 (s, IH, ArH) ,8.03(d, 1H, J;, = 8.8Hz, ArH) ;HRMS :calc for CyH,,FiN,0.Cl ;
(M+H) 489. 1399 ;found4891392.

[0050] A4 6 :5-[2- 5 —4-( =FFEE ) — 2RI 1-2- G 28 R N bk & B Is 11 65 ik
[0051] &R VLRI ED 1L, BE AR RSP 6, lHE 49.3% . mp 89 ~ 91 °C ;'H
NMR (400MHz, CDC1,)d :2. 50 (t,4H, J; = 4. 4Hz,2N-CH,),2. 71 (t,2H, J, = 5. 6Hz, CH,N),
3.69(t,4H, J, = 4. 4Hz,2CH,0),4.45(t,2H, J; = 5. 6Hz, OCH,CH,N),7.07 (dd, IH, J; =
2.8Hz, J; = 9. 2Hz, ArH) , 7. 13(d, IH, J; = 2. 8Hz, ArH) , 7. 27 (s, IH, ArH) , 7. 62 (d, IH, J; =
8. 4Hz,ArH) , 7. 82 (s, 1H, ArH) , 8. 04 (d, 1H, Jy = 9. 2Hz, ArH) ;HRMS :calc for CyH,FsN,0,C1
(M+H) *475. 0878 ;found475. 0880,

[0052]  ALE4) 15 :5-[2- G —4- ( =5 3L ) - 24 1-2- RN BE (2-N,N- —FI5E )
LA K
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[0053] &R VERIEAED) 1, 1R B BRI &4 15, 103 50.3% . mp 108 ~ 110°C ;
"H NMR (400MHz, CDC1,) d :2. 25 (s, 6H, 2CH,) » 2. 54 (t, 2H, J; = 5. 6Hz, H,N) , 3. 53 (q, 2H, J; =
5.6Hz, J, = 11.6Hz, NHCH,CH,N) , 6. 46 (br, 1H, NH) , 7. 00-7. 03 (m, 2H, 2ArH) , 7. 27 (d, 1H, J,
= 8. 8Hz, ArH) , 7. 63 (dd, 1H, J, = 1. 6Hz, J; = 8. 4Hz, Ar) , 7. 83 (d, 1H, J; = 1. 6Hz, ArH),
8. 16 (dd, 1H, J, = 2. OHz, J, = 7. 2Hz, ArlD) HRMS :calc for C,gl,FN,0,C1 5 (M+H) “432. 0933 ;
found 432. 0930,

[0054] L&) 1-H :5-[2- A —4-( ZHF ) - REE ] 2- EEF R [2-(N, N- —H
5] CBEER IR AR A K

[0055]  #F DY I [&] J& B8 9 A n A 0. 433g (0. 001mo1) 5-[2- & —4-( = F 1 3 ) - K 4
FE]-2- TR AR [2- (N,N- —HIEE) ] ZEEM 10m] 5 TE, ARG 22BN T IK HCL
AR TE 9 AT R 1 ¥ 0 B SR P AR K 7 AR HCL AR, S SRIE N 0. 5h, (1] 5842 Y,
15 1138 HCL AU, W80 451 R R+, 15 4. 65g K st B BAL A 1-H, IR 99%, mp
27 ~ 29°C. 'H NVMR(400MHz, CDC1.)d :2. 89 (s,6H, 2CH,) » 3. 48 (br, 2H, CHN) , 4. 93 (br, 2H,
OCH,CH,N) , 7. 13(d, IH, J; = 8. 8Hz, ArH),7. 21 (s, IH, ArH) , 7. 34(d, IH, J, = 8. 0Hz, ArH),
7.67(d, 1H, J; = 8. 0Hz, ArH),7.84(s, 1H, ArH),8. 12(d, IH, J, = 8. 8Hz, ArH) , 13. 00 (br,
1H, N-H) ;HRMS :calc for CH,,F,N,0,Cl, sM433.0772 ;found 433. 0770,

[o0s56]  fb&4) 2-H :5-[2- & —4-( = F ) - REE ] 2- HERFR [2-(N, N- 24
5] CERERERER A

[0057] & RTIERLEY) 1-H, A AR AAY 2-H, )R 99. 2% . mp 23 ~ 25°C, 'H
NMR (400MHz , CDC1,) d :1. 42 (t, 6H, J, = 6. OHz, 2CH,) , 3. 19 (br, 4H, 2CH,) , 3. 44 (s, 2H, CH,N) ,
4.93 (s, 2H, OCH,CH,N),7.12(d, 1H, J; = 8.8Hz, ArH),7.19(s, 1H, ArH), 7. 33(d, IH, J, =
8. 0Hz, ArH) ,7. 66 (d, 1H, J; = 8. 4Hz, ArH) , 7. 82 (s, 1H, ArH) , 8. 09 (d, 1H, J;, = 8. OHz, ArH),
12. 50 (br, 1H, N-H) ;HRMS :calc for Cyll,F;N,0.C1, ;M'461. 1080 ;found 461. 1078,

[0058] AV &4 3-H :5-[2- & —4- ( =H P EE ) - R4 1-2- WER R [2- (N, N- 7
51 LB R AR A K

[0059] & H 77 V2 AL A4 1-H, 13 AW B R4k A4 3-H, Jie# 99.5% . mp 71 ~
75 ‘Co 'H NMR(400MHz, CDC1,)d :1. 48 (d,6H, J, = 4. 8Hz, 2CH,), 1. 56 (d,6H, J, = 4. 8Hz,
2CH,) » 3. 33 (s, 2H, CH,N) , 3. 68 (br, 2H, 2CH) , 4. 96 (s, 2H, OCH,CH,N) , 7. 11 (d, H, J, = 8. 8Hz,
ArH),7.27 (s, 1H, ArH),7.34(d,1H, J; = 8.0Hz, ArH),7.66(d, IH, J, = 8.0Hz, ArH),
7.82 (s, IH, ArH) ,8.10(d, 1H, J; = 8.8Hz, ArH), 11.86 (br, IH, N-H) ;HRMS :calc for
CooH,sFuN,0.C1, sM'489. 1399 ;found 489. 1398,

[0060]  fb&4) 6-H :5-[2- &l —4-( —F I ) - R ]-2- MK IR bk £ 1 e 2R IR
I K

[0061] & i 7y v AL A4 1-H, 13 B AW [ R4 A4 6-H, A 99. 4% mp 68 ~
73°C . "H NMR (400MHz, CDC1,) d :3. 02 (t, 2H, J; = 9. 6Hz,N-CH,) , 3. 46 (s, 2H, N-CH,) , 3. 51 (d,
2H, J, = 12.0Hz, CH,N),3.99(d, 4H, J, = 12. 8Hz, CH,0) ,4. 28 (t, 2H, J, = 12. 4Hz, CH,0) ,
5.02 (s, 2H, OCH,CH,N) , 7. 14 (d, 1H, J; = 9. 2Hz, ArH),7. 18 (s, 1H, ArH),7. 27 (s, 1H, ArH) ,
7.33(d, 1H, J; = 8. 4Hz, ArH) , 7. 67 (d, 1H, J, = 8. OHz, ArH) , 7. 85 (s, 1H, ArH) , 8. 11 (d, 1H,
Jy = 8.8Hz, ArH),13.52(br, IH, N-H) ;HRMS :calc for CyH,FsN,0,Cl, sM'475. 0880 ;found
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475. 0881,

[0062] L&) 16-H :5-[2- 5 —4- ( =9 AL ) - AR5 | -2- AR BE (2-N, N- —H
) CIRERERER G Ak

[0063] & i 75 v [F AL & 4 1-H, 43 2 44 R 38 6 [ 1R 40 & 4 15-H, 1028 99.5 % . mp
84 ~ 89 ‘C. 'H NMR(400MHz, CDC1,)d :2. 97 (s, 6H, 2CH,) » 3. 41 (s, 2H, CHN) , 3. 85 (s, 2H,
NHCH,CH,N) , 7. 04 (s, 2H, 2ArH) , 7. 32 (d, 1H, J;, = 8. 4Hz, ArH) , 7. 63 (d, 1H, J; = 7. 6Hz, ArH) ,
7.82(s, 1H, ArH),8.20(d, 1H, J; = 9. 2Hz, ArH),8. 88 (br, 1H, NHCH,CH,N) , 11. 67 (br, 1H,
N-H) HRMS :calc for CHgF.N,0,Cl, sM'432. 0935 ;found 432. 0937,

[0064] A= 5 451

[0065] SR FH XA FH ML il B0 1) 8 AR 2= Hh i 25 AL BT B b B bR A& 9 o AT T 20
T P

[oo66]  Z ARV (ZEMfALEE ) (FEE 42 Sem BRI HIMAA—E BN L, A —E =1
K, FEF G o€ R 38, TR s R, et L ATDLs B IR B 5. e, R
ol B EE K MR FRIE R 2B K. Ui KB g AT 22w s b B . AbTE 27 K5
VA5 AL, Do LA =, DASE D) B 7 HOR R R . i T2 B B8 An AL 3= 40
W MR B AR K, BT DL e 36 P e il (Brassica campestris) FIWSE (Amaranthus
retroflexus L.) ACERXS~ i 2% B AT G, HAR T R J 3 o 18 38 i) 2 AT A2
AP I ) 7 2 0 A 2 ek B K T ) R

[0067] ML EMIBR L R

[0068]
T LLREEMEE AR
Compd.  FB(H
WEEE) s Sk
1 2 36.7 72.5
4 90.9 86.3
’ 2 48.5 51.0
4 723 90.2
[0069]
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3 2 53.6 45.1
4 77.9 80.4
. 2 84.0 100
4 99.1 100
15 : 0 92
Wb E
2 4 6.5 7
w13 E
o1 ‘ o83 100
- 3w B
22 S 867 100
A 4 100 100
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