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6-((4-(2,3,4- —HAEFLNEL ) WRHE —1- 3% ) 3L ) 4- MEUORZFE -3 Mk B B 5
MR

6-((4-(2,3,4- = FEFTTIE) WRME —1- 25 ) FIL) —4- (4- JRIREFE ) —3— Ml FF LR
HhERdh .

6—((4-(2,3,4- = P4 K ) WRHE —1- 38 ) FSE ) —4— Xf A 2R3 —3— bk AR A 26
TR

6—((4-(2,3,4- =4 ILTHE) WREE —1- 55 ) 3L ) -4 /) 2R S0k -3 bk FREEA

6—((4-(2,3,4- =F5FRENE) UREE —1- 3L ) B3 ) -4-(3,4- 2RI ) -3- ik
BT Eh AR £

6-((4-(2,3,4- = FEEFERIL) WRIE —1- 3L ) FEL) -4-(3,5- IR IL ) -3 MEmk
B R IR £

6-((4-(2,3,4- =H4%, FE) WRME —1- 35 ) FISE ) —4- X AR RS -3 e bk R
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s
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AL THERRER[R) 6 B 7 47
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B HEAMTEY) R &R E R EEARIER

B

[0001] A B Je 25 A 24400, A B — SR bk T BEAICRT A2 e il 2 7
PSR SR 2 I ALE D UL AT 25 T, el AR 4 Na+/H+ A2 i il
T ULk R E B IR

BREA

[0002]  Na'/H 2Zffeds (Na'/H exchanger, NHE) & —Fi{EVE 2 M FLal 145 S 40 i 3447
FIEHIE A5, NHE G815 40 ) pH (pH,) , FFIE i HF H BT, B AN 3-SR 77 4 i %
o HATCEH 9 A NHE WAL HAIE, 40 52 NHEL ~ 9, BT/ AT F ARS8 E . KRR
W AUE T, £EM FLEN IR O LR B b DL NHE-1 2y 5, IR O L i 15 98 v 1R mp i 2 S
Ho

[0003]  NHE—1 37738 ik #5kl Na'™/H" A2 #e, ¥ Geid £ Na™ BE 40 ML, BETfT A Na™/Ca™ AT
g /b, Bk Ca® I BERE N5 | &S 40 M 2R 45, YR HE . NHE-1 S0l 7303 5 0] Na'/H A8 4, 9
DAL N B Na' W RE, A8V s T B Bl LK 73 18 N 40 A 5 DRI IEE R s 1 sl e st 1 i
N B AR B AR SE . T NHE=1 £E B RO LR B P2 Jos PR » A NHE-1 1)
AR VR S A A T . X 3, AT R AL/ o

[0004]  H §Y IE 7EHF 5T 7 19 NHE-1 1 1 51 &1 : 4= 579 2k 8 (Cariporide, HOE-642) Fi
Sabiporide. #if=XU1F -

[0005]
Hs NH
== F3C 2
HaC H% S\ : N=<NH
N.__NH N N 2
H3CO,S S d o)
... 0 NH
cariporide sabiporide
ZEAE

[0006]  ANHF5T TAETS 2IE S AARM AR LRI (No. 30672512) .

[0007]  AKHAF T —F@K T MG, 25 BRI, A &% 4G9 NHEL 256
—ERIINHIVE R, BBk A NHE L 005055 M B B 4 BH M 25 R Sy ok s,

[o008]  AkBHfFE [ ALEHUT -

[0009]
, R O NH
R
OMe ﬁ\\ N NJ\NHZ
MeO OMe X H
N NN
N

[oo10]  HiAr R AR B 5. C, ~ C, Befa k. NR°R" ;
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H_Hz J \,\R6 _H \,\R6
o] KR e~ ¢ gt g o)t )
R ~ R H

[0012]  R°.\R°ARFE A BRI IE U O, ~ C, BEdE.C, ~ C, S gt 3, 4- T 4K,
B C~ C BRI R IE . C, ~ C, BedEBEIE . C, ~ C, BEsERmEIL . C, ~ C, Ledhhimt s It .
[0013] R M3 A EVIRL C, ~ C, fidE. C, ~ C, Bt

[o014] X f{# :~CH,~.—-CH,CH,0~. —-COCH,0- ;

[0015] X JE[F A FMEWkER(Y 6.7 B 8 7.

[0016]  R* fLiEfRFREA. I A IR A sk 4.

[0017] X fLikfRFK —CH,~ 8 —COCH,0—, X ZEFIRILAL T-HEMKER 1) 6 B 7 7 .

HH J3R® H /)R®
[oo18] W%ﬁﬁ%ﬂ@#ﬁi#%ﬁﬁ%%xywQ%%f**@?z%*{é R’
R R °

ol R ARIEARER (A VE TIE O3E AL O5UE . OB a I ok P B2 5t

[0019]  ARIEAKE, 25% L2 AFEEN T hEYS T AR IR sk < 2k
2 SRR BRI IR AT R IR T A0 IR A IR FLIR T B2 1R E5 SR IR PR IR 2R T TR
X R o

[0020]  AKRIIE (1) WAEWREI& FEWT

[0021] (1) B RAAREUAR 4- G0 —3- HEMCR IR 48 (V) A R

[0022]
' ' CO,CoHs OH
3 CO,CoH5
R Q 2 RSO\ fcozczH5 —_ st
NN S
N
] B Y/

F
2 RZ
J,_, COLCHs 2NN CO,C,H5
——> R3 — » R |
. N N/

[0023]  (2) 4 R® {3 CH, HT JEELRMNATE -
[0024]
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NS O
1:R'=ClI

h
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RZ=H, F. Cl. Br. C4~C G &

[0025]  (3) 4 R®4RF OCH, B, JFL Wl F -
[0026]

OMe | MeO OM|e/\NJ\/CI
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OMe R
Ny N
MeO. OMe, - X~gl N NH
l/\N WL
N\) N
1I:R'=Cl

h
[——> l: R1 = C1 ~C4ﬁ§§‘ -NR3R4
R2=H. F. Cl. Br. C4~C, li#
X =-COCHs-. -CH>CH»>-

[0028] i a ~ 1 ARFR W A -

M

[0029]  a : RV LAEIE T XA K — NG (EMME) .

[0030] b 551 2R EE AT BUE AT TR AT ERY .

[0031] ¢ : R VAR 38 A — S o

[0032]  d : R VA A /K AR 355508 = FF .

[0033] e : VAR N-IRARBE MR i 1 AL 70 A ik AL 2R PRI S350 o0 DU Sk ik s OB
JEH

[0034] £ : A A S AR S HEAR TR A B IR B0 Tk TR 0 kR B Bk IR L L A Al

SRR BT SN SN SN K S VT .

[0035] g < SN AUE B s 500 R TE /K e T I DU SRR

[0036]  h:(1) SNPIA C, ~ Cy edklE C, ~ Co HERMNLC, ~ Co —HEAEML I IL AR
Jile AR I s (AR A T BB o R U0 o PR B0 L Tk IR L S Al L USRI
LN SN TR T K R T T L

[0037] i :RNVIARLELR A — & P =& Phi. 1, 2- R ke LNE I N,
N- —FR 3 e

[0038] VAN 1,2- IREHE s SR T W PR E N, N—- — R g
filg s PREALTR) A B R AN ok R S B o R B o PR AU B LA Al L S4B FR A . T L
1eih .

[0039] kSRR —IRALHN s R BT 1, 2- S Skt

[0040] 1 [N TX-1 8K IX-2 s B4 Atk BB - Tk I Sl B R B B R VB &L Ak
By SRR B SN AN sV NS TR TR R SN, N- R
MM o

[0041] A% B 734k & 0 1 2 BRI PRI K A 55 R, 2930 3 Ak A AR S R 5 A L S
i

[0042]  NHE1 HHITEPE A 2 (i /AR KR 36 )

[0043]  SEZESZ% Rosskopf 28 A (Hypertens. 1991,9(3) :231 ~ 237) {57k,

[0044] DL 73134 4 A [0 P o R, 8 3 PSA % H ARAL S0 NHE L 3075055 3 AT v P4l . 22
R FE — HH 2R 2k, B e ] 50 % 41 BB Ak 19 259k FE (TCs) o

[0045] 18 ik s 24590 PR ALK E TR PR SR 5 | % I /N A S (¥ 66 05 o 250 1) NHET 01
T TEREAT VPl . SEE 2275 Rosskopf S8 NIJTIZ: -

[o046]  HY K Bl HR C I 5ml/ K, 0 A & 4 0. 25mLACD % ¥ I 2B LA & he =l T
(25°C ) 150g B§-L» 15min, B I 2/3 ifin 3%, Bif /e B2 iM% (Platelet-rich plasma, PRP)
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AT IS (Platelet Swelling Assay,PSA) o #ERAFHIIML/MRAUE 4h WAL
SR 254 F DMSO ¥, INNFRUEA TR RE , f5c 2% DMSO & &34/ F 10 mol /Lo AN 2540
N6 A, BN E =K, Y62 (Optical density,0D) HZHR D CICEHIE. ¥
175w L N ER BN A 5 fe 25 w L 32 3 FE it BBRHE Y I 96 LA (1em path length) , Filfh
2 37TCHE, A 50 L PRP. JU5ELE 550nm AbfF) OD {HAR4k, BERG 7. 5s i3k —A A, Fid
2min.

[0047] T+ T -

[0048]  OD fEMIAZALFF A SRFEELHIER, TTFE R 0Dy = OD( — e o HoHp t FoRB[a], B 2
s sk 4 OD T B AL B P IRIE 2 2. RN xS B K, (84 S K i 3 26 40
F 10 mol /L RALIIRAERT S K, (AR R BELNT B, SRZRAEE NHE 3595 5 1211 0D {H4% 4k, 1A
ZIRE T NHET [P35 MR IR 2158 AP0 o

[0049] XTI 43 f¥) OD i HX H 2R XF 25, LA 1nOD 24 Y A1, I 1R Ay Xl ke ol B, BT 42 1F
ATE MM, PRI XHE R ko FIER ko FI K 5 ko AHECAS 2 20 18 R0 5
(k% ) o LSZIRAWTEA RIS T B k% {50 Y 40, 5 HAH N RR EE A X Bl AT 4R 1 [0 5
5381 (Graphpad Prism software) f& S ik, X 4 dbAT 11513 1C50, RIFRAEK 50 % M /MR
T BRI B

[0050] {FHE A k%= (k—k,,)/ (k. Kk,;:.) X100% .

[0051]  JME4E R W& Lo

[0052] 3K 1. AR B A-S V)] NHEL [ 1C, {8

[0053]

FE 1C,, (nmol/L)
cariporide 0.04

I-1 1.6

I-10* 0.02

I-13 0.07

1-16" 0.03

1-20 0. 184

1-25 0. 187

[0054] [0055]

13
92
. 574
03
. 025
. 372
. 002
[-45 0. 125

[0055] 2L L: A I, AR I 1L A ML 2% LT B3 MR B NHEL 475
RIS 03I, R, A A 20 J S22 T T BT B3 sl L L
i~ FRAEE S RO o KR (L H R AL S P L WLAEBE L 50
AT RESE FE L ) B3 o LRI A1 B 28 R SR o R BRLAEAR 5
PRI B PR A 5 B0 SR HEVE 5 R 21 S B B L RV B 3

8
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Ao AR R EYIE ] L FAMRF R K2 B DL R A28 B I IR AT

[0056] A BICERME T —Fifyr O LsRk I — PRSI K 29al &, Kb S
ROR AN TGN Bl 3R Frik 29 &0l LU 38 7 57 Uk 38 L 52
B P R BSOS T 2 R e AR T ) S5 ) BRI A ) 7

[0057]  —JBedth, A< W] Ry ms bk AR EEAIAT AL T idr i, AFIFIEVERDY 2mg ~ 2000mg/
Ko AT HRAE TR (AN (R 7 B, A 5 el H i3

BALHEAR

[0058] &3 AL G IR SEB T

[0059]  RY-1 ZU4% /5% ;BRUKER Tensor 27 BYZLHNEIEAYL, KBr F A ;BRUKER AM=300 ZA
BRUKER AM-500 4% F 3L 4E 1, PI AR T™MS sHP1100 7 Fii{3, EST i ;Agilent 1100 Z%1 LC/
MSD Trap SL ;Elementar Vario EL TI1 JGZZH71%.

[o060] St 1

[0061]  6-((4-(2,3,4- =FISEEFE) Wk -1- %) FE) 4- S -3- Rk PEIN (fLs
WA 1-1, FE) 1l

[0062] X FIZRZ IR AL R — & fs (T11-1)

[0063]  {F 250m1 = Fp AR B 2K % 21. 4 (0. 2mol) , LR FEP N EH M L HE
(EMME) 48. 0g (0. 22mo1) , it N, T4, UM HEAE A, I 110°C MY 20h, [N 25 H 4B . X
IV EH VR B AR R RS A AR A, Yo 30 J5 BT T 28 ROV, WA 80 %6, B/ A il 8 4
EMraith, W43 m p. 45 ~ 46°C ( SCHk 46 ~ 47.5°C [Synthetic Communications. 1987,
17(5) :549-54]) ,

[0064]  4- Rk —6— FJE —3- MEMKIRIR LBE (IV-1)

[0065]  7F 250m1 PYFH LA 288k 50ml, 38 N, £5357, HUARIEHE , THR 2 250 °C HeidiE n
PP RN TTT-1, i 58, 250°C SN Lh, B 23245 it G, SN UT FE 5o V% s BT HE K
A, NN 100m] A7 ik, FhE, A 9k 78 7 g UE DR, SEUFTRAFAR S A B 1 32. 8g, i F N
59.1%,m. p. 211 ~ 213°C.,

[oo66]  4- Gl —6— FZE —3- MEMKER R L IE (V-CH,)

[0067] ¥4 IV-1 30.0g(0. 13mol) , =44 M 40ml, B T SN, Pidkisid, THEZE 110°C
[0 R 4h, ORI AR VD, YR 75 2o i B ) AU B, 15 B 2R AR R A, A
50ml SR, Bk T EINUKAIR S, AR BR AN pH 2 . &I =R,
IR AERGR, N SR A VRVE S, JC/K B BRI T8 I 4, i i, 28 253500, LUA
B/ IR SHE (10 & 1) BATRERALZE T, 19 2 S (0 B 14 22. 4g, e FH 69. 3%, m. p. 62 ~
63°C ( CHk 64 ~ 65.5°C [J Med Chem 1988,31(9) :1738-45]).

[0068]  "HNMR (300MHz,CDC1,), & (ppm) :1.44 ~ 1. 49 (3H, t,CH,),2. 61 (3H, s, CH,) , 4. 47 ~
4.54 (2H, q,CH,) , 7. 66 ~ 7. 70 (1H, dd, J, = 1. 5Hz, J, = 8. 4Hz, ArH) , 8. 04 (1H,d, J = 8. 41z,
ArH),8. 18 (1H, s, ArH) ,9. 14 (1H, s, ArH).

[0069]  6- YR FIZE —4- & —3- MEMRIR IR (VII-1)

[0070]  7EJ MR A A V-CH; 20. 0g (0. 08mo1l) , Jo/K VU G4k fik 200m1, Fi#E45M#, A NBS
14. 3g (0. 08mo1) , f Ak & ()i AL R T IE, RIS 25 7O IR, S48 AR 22 919, Y. 18h, 13,

9
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AAEVEN, LA MBE / CIROEE 8 @ 1) #ATHERAEZ T, 19 B 20K [ 14 19. 5g, i
74.4%,m. p. 124 ~ 126°C.
[0071]  'HNMR (300MHz, CDC1.), & (ppm) :1.45 ~ 1.50(3H, t, CH,) ,4.48 ~ 4.55(2H, q,
CH,) ,4.70 (2H, s, CH,),7.88 ~ 7.92(1H, dd, J, = 2Hz, J, = 8. THz, ArH),8. 20 (1H, d, ] =
8. THz, ArH), 8. 41 (1H, d, J = 2Hz, ArH),9. 22 (1H, s, ArH).
[0072]  6-((4-(2,3,4- —HEAIEFE) WRIE -1- 1) FE)-4- & -3- Bk R R £ I
(VITI-1)
[0073]  7F & NI 0 B8 N VIT-1 15.0g (0. 046mol) , J& 7K & JiE 500ml, i+ %5 fi&, A
K,C0,19g (0. 138mo1) , & RS2 A% 4 N it 2L A% 11. 1g (0. 42mol) ¥ T 50ml Jo/K LG IR,
e, ROV 1h, o gE, 28 585, L& Ge / FEE (20 1) EERAEZT, 1SR 20. 3g,
% 86. 1% . 'HNMR (300MHz, CDC1,) , & (ppm) :1.45 ~ 1.48(3H, t, CH,) , 2.5 ~ 2. 75(8H, m,
-N_N-),3.77 (4H, s, CH,) , 3. 85 (3H, s, OCH,) , 3. 86 (3H, s, OCH,) , 3. 90 (3H, s, OCH,) , 4. 48 ~
4.52(2H, g, CH,) ,6. 66 (1H, d, ] = 5Hz, Arl),7. 13(1H, s, Arl),7.85 ~ 7. 87 (11, dd, J, =
1Hz, J, = 5Hz, ArH),8. 08 (1H, d, J = 5Hz, Arl), 8. 27 (1H, s, ArH) ,9. 16 (1H, s, ArH)
[0074] TG /K S TN B 25ml A3 25 W 46. 0g (0. 78mol) #i # VR &, = & T i fn VITI-1
20. 0g (0. 038mo1) FITE/K T A BERIRIR 45ml, =i N The UK T, B VIR EEFE TR &
B OlE /K (1.5 1 1) 1REV 250ml, 73, /KJEH SR L BEAEHL =K, BFIR 150m1, & FF iE
J2 » AN S K A TR, oK B R A T4, 19k, 28 250550 MR B H 1R L1 / T
(10 : 1) FATEERSHEEMT, B EREAK 1-1 10. 6g, B 51. 7%, m. p. 228 ~ 229°C .
[0075] IR (cm™) :3404,2990,2955,2931,2802, 1657, 1603, 1580, 1532, 1494, 1372,
1092 (OCH,) , 840, 805'"HNMR (300MHz, DMSO—d,), & (ppm) :2.30 ~ 2.48(8H, m, -N_N- ),
3.40(2H, s, CH,),3. 71 (2H, s, CH,) , 3. 73 (3H, s, OCH,) , 3. 77 (6H, s, OCH,) ,6. 75(1H, d, ] =
8. 6Hz, ArH) ,6. 96 (1H, d, J = 8. 6Hz, ArH),7.78 ~ 7. 81 (1H, dd, J, = 8. 6Hz, J, = 1. THz,
ArH),8.03(1H, d, J = 8. 6Hz, ArH), 8. 16 (1H, s, ArH) , 8. 96 (1H, s, ArH) , 6.5 ~ 7. 3(2H, bs,
NH) , 7.6 ~ 8.4 (2H, bs, NH).
[0076]  "CNMR (300MHz, DMSO—-d,), & (ppm) :52. L ( Wk & C),52. 3( Wk ¥ C),55. 3,55. 4,
59. 8,60.4,61.2,107.0,122.7,123.2,124.2,124. 8,128.7,131. 0, 132. 4, 136. 6, 138. 4,
141. 4, 146. 6, 149. 2,151. 5, 152. 0, 162. 3,174. 1 (C = 0)
[0077]  MS(ESI () 70V)m/z 527. 2[M+H]",529. L [M+H+2]",549. 1 [M+Na] Anal. Calcd. for
Cyelly, CIN,O, * 0. 51,0 :C 58.26, H 6. 01, N 15.67 ;Found :C 58.62, H 5.93,N 15. 84
[0078]  SCJifH] 2
[0079]  6-((4-(2,3,4- =HISEFE) WkE -1- &) FE) -4 IE NI -3 Mk BT
HEgEE (1-10) K%
[o080] 7 Jx Wi o # A IE A % 0. 23g (0. 0038mol) , J& /K 5 A I Bml, J& 7K K,CO,
0. 52g (0. 0038mol) , FEFE T A 60°C, i i I-1 0. 2g (0. 00037mol) [ TE/K F A EE 10ml,
[ N 3h, 138, YR 75 255, LR Gl / FlE (32 ¢ 1,16 1 1) KWRENTZKETT
afifk, 19 23R PR Y) 0. 07, LLLTR S BEH A, VK 45 NI £ 12 LRI HCL oA
W, L UE, 1SRRI A R 1-10, K% 32. 8%, m. p. 183 ~ 186°C .
[0081] IR(cm') :3407,2966,1703,1628,1603,1536,1496,1285,1199,1097,933,
10
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602. "HNMR (300MHz , DMSO-d,) , & (ppm) :1. 15 ~ 1. 19(3H, t, CH,), 1. 77 ~ 1. 86 (2H, m, CH,) ,

3. 49 ~ 3. 73 (8H,m,-N_N-), 3. 75 (3H, s, 0CH,) , 3. 82 (3H, s, 0CH,) , 3. 86 (3H, S, OCH,) , 3. 99 ~

4. 06 (2H,m,NCH,) , 4. 23 (2H, s, CH,) , 4. 48 (2H, s, CH,) , 6. 87 (1H,d, ] = 8. THz, ArH) , 7. 35 (1H,

d, J = 8. 4Hz, ArH) ,8. 06 (1H, d, J = 8. 4l1z, ArH) ,8. 24 (1H, d, ] = 9Hz, ArH),8. 49 (1H, s,

ArH), 8. 77 (2H, bs, NH) , 9. 15 (1H, bs, NH) , 9. 27 (1H, s, ArH) , 9. 83 (1H, bs, NH) , 13. 08 (1H, bs,

N'H) , 15. 13 (1H, bs, N'H).

[0082] MS(ESI(+)70V)m/z 550. 3[M+H]".

[0083] Anal. Calcd. for C,H,,0N.Cl, » 6.5H,0:C 42.86, H 6.94, N 12.06 ;Found :C

42.80,H 6.86,N 11.90

[0084]  SCJifH] 3

[0085]  6-((4-(2,3,4- =HISEETE) WkiE -1- 3% ) FE) -4 IE T &I -3 Mk BT

hEREL (1-13) M4

[o086]  7F Je MV JE 1 & A IE T % 0.30g(0.0038mol), J& /K S A BE bml, J& /K

K,C0,0. 5g (0. 0038mo1) , $i #: F+if 22 60°C, i i I-1 0. 2g (0. 00037mol) ¥ JG /K 7 A B

10m1, [RI3A S N 3h, 3o 38, 980 28 2301, W B AT ek AT JE AT, MR R A ek / 1R S

(4 1 1) MLRLHEE / PEE B & 1) HATYEML, 1540 5, UL SR /R / FlE (32 ¢ 1,

16 © 1) RAEMT 2 X EFF 24k, 13 RN CRY) 0. 08g, LA LTR SERES A, VKA 4AF T i

LR LBR) HCL AT, o v, 19 B3 s (i & 1-13, W2 36. 9%, m. p. 194 ~ 196°C .

[0087] IR(cm ') :3385,2958 ~ 2560,1703,1626,1601, 1585, 1497, 1286,1098,935,

792. "HNMR (300MHz , DMSO—-d+D,0) , & (ppm) :0. 85 ~ 0. 90 (3H, t, CH,), 1. 24 ~ 1. 37 (2H, m,

CH,), 1. 46 ~ 1.56 (2H, m, CH,),2. 72 ~ 2.77 (2H, t, NCH,) ,3. 35 ~ 3. 70 (8H, m, -N__ N~ ),

3.74(3H, s, OCH,) , 3. 80 (3H, s, OCH,) , 3. 85 (3H, s, OCH,) , 4. 26 (2H, s, CH,) , 4. 50 (2H, s, CH,) ,

6.87(1H, d, ] = 8. THz, ArH) , 7. 30 (1H, d, J = 8. THz, ArH) , 8. 16 (1H, d, J = 8. 4Hz, ArH),

8.28(1H, d, J = 8. THz, ArH) , 8. 74 (1H, s, ArH) , 9. 29 (1H, s, ArH).

[0088] MS(ESI(+)70V)m/z 564. 3[M+H]".

[0089]  Anal. Calcd. for C,H,0,N.Cl, «5H,0 :C 45.06,H 6.93,N 12. 26 ;Found :C 45. 40,

H 6.82,N 11.85

[0090]  SEjsfs] 4

[0091]  6-((4-(2,3,4- =HISEEFE) WkiE -1- 3% ) FE) -4 AR5 -3 ek 7 R

Rtk (1-16) %

[0092] DL I-1 1 % o Bk, #84 [A] 1-13, 49 21 25 (4 A 44, e 36 38. 1%, m. p. 262 ~

263 C .IR(cm') :3385,3001 ~ 2719,1701,1624,1578,1531,1494, 1285, 1099, 934,

670. 'HNMR (300MHz, DMSO—d,), & (ppm) :3.05 ~ 3.60 (8H, m, -N_N-),3.76 (31, s, OCI,),

3.82(3H, s, OCH,) , 3. 87 (3H, s, OCH,) , 4. 23 (2H, s, CH,) , 4. 50 (21, bs, CH,) ,6. 88 (1H, d, J =

8. 7THz,ArH),7.32 ~ 7. 37 (2H,m, ArH) , 7. 42 (1H,d, J = 7. 2Hz, ArH) , 7. 93 (1H, d, ] = 8. THz,

ArH),8. 14 ~ 8. 17 (1H,m, ArH) , 8. 48 (1H, s, ArH) , 8. 57 (1H, bs,NH) , 8. 91 (1H, d, ] = 6. 3Hz,

ArH),8.99 (1H, s, ArH) ,9. 09 (1H, bs, NH) , 13. 27 (1H, s, N'H) , 13. 89 (1H, s, N'H)

[0093] MS(ESI(+)70V)m/z 584. 4[M+H]".

[0094]  Anal. Calcd. for C,H,0,N.Cl, «5H,0 :C 46.89,H 6.27,N 11.96 ;Found :C 47. 17,
11
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H 6.21,N 12.01

[0095]  SEjfsl 5

[0096]  6-((4-(2,3,4- =FISFETE) WRIE —1- 3% ) FEE) —4- XU 58 —3— itk 7

ICERER h (1-20) 4

[0097] DA T-1 FAF R IE R JFORl, #4E A 1-13, 43 2 2 60 [ 44, 36 42, 1%, m. p. 275 ~

278°C .

[0098]  IR(cm™) :3373,3078 ~ 2656,2996,1701, 1623, 1570, 1530, 1493, 1285, 1097, 903,

804'HNMR (300MHz, DMSO—d,), & (ppm) :3.33 ~ 3.72(8H, m, -N_N-),3.75(3H, s, OCH,),

3. 81 (3H, s,0CH,) , 3. 86 (3H, s, OCH,) , 3. 90 ~ 4. 15 (1H, bs,NH) , 4. 25 (2H, s, CH,) , 4. 59 (2H, s,

CH,),6.87(1H,d, J = 8. THz, ArH), 7. 34 ~ 7. 41 (1H, m, ArH) , 7. 48 (1H, d, ] = 8. THz, ArH) ,

7.95(1H, d, J = 8. 4Hz, ArH), 8. 15(1H, d, ] = 7. 8Hz, ArH) , 8. 51 (1H, s, ArH) , 8. 63 (1H, bs,

NH) ,8.89(1H, d, J = 6. 6Hz, ArH),9. 02 (1H, s, ArH),9. 08 (1H, bs, NH) , 13. 24 (1H, s, N'H) ,

14. 02 (1H, s, N'H).

[0099] MS(ESI(+)70V)m/z 618. 2[M+H]".

[0100]  Anal. Calcd. for C,H,0,N.Cl, »6H,0:C 44.07,H 6.01,N 11.24 ;Found :C 43. 68,

H 6.32,N 11.61

[0101]  SCjEfH) 6

[0102]  6-((4-(2,3,4- =HISFEEFE) WkiE -1- 3L ) L) —4-(4- IR I ) -3- HER

BEAR £ ER £ (1-25) 1l

[0103] DL I-1 RN IR NG A S L, AR R T-13, 415 25 (A lf 44, #4832, 7%, m. p. 241 ~

244°C .

[0104] IR(cm") :3376,3080 ~ 2713,3001,1701,1623,1568,1529,1492,1285,

1098 (OCH,) , 930, 804. "HNMR (300MHz , DMSO-d;) » & (ppm) :3.35 ~ 3.70(8H, m, -N_N-),

3.75(3H, s, OCH,) , 3. 81 (3H, s, OCH,) , 3. 86 (3H, s, OCH,) , 4. 24 (2H, s, CH,) , 4. 30 (1H, bs, NH) ,

4.57 (24, s, CH,) ,6. 87 (1H, d, J = 8. THz, ArH), 7. 30 ~ 7. 36 (3H, m, ArH) , 7. 60 (2H, d, ] =

8. 4Hz, ArH),7. 94 (1H, d, J = 8. 4Hz, ArH) ,8. 14 (1H, d, ] = 8. 4Hz, ArH) , 8. 50 (1H, s, ArH) ,

8. 61 (3H, bs, NH) ,8. 89 (1H, s, ArH) ,9. 08 (3H, bs, NH) , 13. 25 (1H, s, N'H) , 13. 99 (1H, s, N'H).

[0105]  MS(ESI(+)70V)m/z 662.4[M+H]",664. 4 ((M+H+2]", [Ff7 ZE ).

[0106] Anal. Caled. for Ci,H,ON.C1,Br « 4H,0:C 43.65, H 5.49, N 11. 13 ;Found :C

43.45,H 5.88,N 11.25

[0107]  SjtEfe] 7

[0108]  6-((4-(2,3,4- =FISEEFE) WRE -1- 3% ) FE) —4- X e 5 -3 ek FF i

ARER MR EL (1-27) HOHI 4

[0109] DL I-1 X AR ik Jrokl, #4E R 1-13, 49 30 2 (i 44, i3 36. 4%, m. p. 260 ~

261 ‘C . IR(cm") :3384,3075 ~ 2659,1701, 1623, 1570, 1530, 1494, 1286, 1204, 1097, 930,

805. 'HNMR (300MHz, DMSO-d;) , 8 (ppm) :2. 50 (3H, s, CH,),3.35 ~ 3.65(8H, m, -N_N-),

3. 75(3H, s, OCH,) , 3. 81 (3H, s, OCH,) , 3. 86 (3H, s, OCH,) , 4. 22 (2H, s, CH,) , 4. 30 (1H, bs, NH) ,

4.58(2H, s, CH,) ,6. 87 (1H, d, ] = 8. 7THz, ArH) , 7. 35 (1H, d, J = 8. 4Hz, ArH), 7. 94 (1H, d, J

= 8. 4Hz, ArH), 8. 15(1H, d, J = 7. 8Hz, ArH) , 8. 50 (1H, s, ArH) , 8. 59 (1H, bs, NH) , 8. 90 (2H,
12
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d, J = 6.6Hz, ArH),9. 09 (1H, bs, NH),9. 19 (1H, s, ArH), 13. 25 (1H, s, N'H), 13. 96 (11, s,
N'H).
[0110]  MS(ESI(+)70V)m/z 598. 3 [M+H]".
[0111]  Anal. Calcd. for CyH,,0,N,C1, * 6.5H,0 :C 46.05, H 6.55, N 11.39 ;Found :C
46.19, H 6.39,N 11.38
[o112]  SEjifs) 8
[0113]  6-((4-(2,3,4- =HSEEFTE) WRkiE -1- 2% ) FEE) -4 A R 5 -3 ik /Y i
I (1-29) 4
[0114] % I-1 0.2g(0.00037mol) % A 156ml JG 7K & B F+ 3 5 $F % f%, I N 6 /K
K,C0,0. 5g (0. 0038mo1) , [A] A 2K Ji 0. 4g (0. 0037mol) , [A] 37t 5o M. 6h, i i, ok Hs 28 25 %51,
LR OB/ FlE (32 1 1,16 & 1) RARJZEHratifh, 15 20 0 6 [ & 1-29, e 2 39. 9%,
m. p. 268 ~ 270 °C . IR(cm) :3405,2990, 2956, 2931, 2802, 1657, 1602, 1579, 1533, 1495,
1327, 1092, 840, 806. "HNMR (300MHz, CDC1,) , & (ppm) :2. 15(3H, s, CH,) , 2. 19 ~ 2. 31 (8H, m,
-N_N-),3.24(2H, s, CH,) , 3. 39 (2H, s, CH,) , 3. 77 (3H, s, OCH,) , 3. 78 (3H, s, OCH,) , 3. 79 (3H,
s, OCH,),6.55(1H, d, J = 8. 7THz, ArH),6. 77 (1H, s, Arll),6.82(2H, d, J = 7. 2Hz, Arll),
6. 90 (1H, d, J = 8. 4Hz, ArH) , 7. 02 ~ 7. 07 (1H, t, ArH) , 7. 43 (1H, s, ArH) , 7. 50 (1H, d, ] =
9Hz, ArH) , 7. 85 (1H, d, ] = 8. THz, ArH),9. 40 (1H, s, ArH), 11. 99 (2H, s, NH).
[0115]  MS(ESI(+)70V)m/z 598. 3[M+H]".
[0116]  Anal. Calcd. for CuyHyO,N, « 2,0 :C 62.54, H 6.84, N 15. 47 ;Found :C 62.57, H
7.17,N 15. 44
[0117]  SZJEfH) 9
[o118]  6-((4-(2,3,4- =HISEFEFE) WRIE -1- 3 ) FHE) -4-(3,4- ZHRE I ) -3- M
bk PR IEAIC R R R (1-30) Hill 2%
[o119] DL I-1 0 3,4- — FIBESR I 0 JGURE, BB [R] T-13, 15 21 e o (A [ 44, fic#e 46. 1%,
m p. 210 ~ 213C.
[0120] IR(em™) :3445,2935,2813,1621,1585,1518,1498,1287,1095,874,806,
655. "HNMR (300MHz, CDCL,) , & (ppm) :2. 12(3H, s,CH,) , 2. 15 (3H, s, CH,) , 2. 17 ~ 2. 52 (8H, m,
-N_N-),3.34(2H, s, CH,) , 3. 44 (2H, s, CH,) , 3. 85 (3H, s, OCH,) , 3. 87 (6H, s, OCH,) , 6. 63 (2H,
d, ] = 8. 4Hz, Arl),6. 74 (1H, d, ] = 7. 8Hz, ArH) ,6. 81 (1H, s, ArH) ,6. 94 ~ 6. 98 (1H, dd,
J, = 3.6Hz, J, = 8. 4Hz, Arl), 7. 56 (1H, s, Arl), 7. 90 (1H, d, J = 9Hz, ArH), 8. 04 (1H, bs,
NH) , 8. 21 (1H, bs, NH) , 9. 49 (1H, s, ArH).
[0121]  MS(ESI(+)70V)m/z 612. 3[M+H]".
[0122]  Anal. Calced. for CuH,.0N-Cl, *6H,0:C 47.17,H 6.63,N 11. 33 ;Found :C 47.03,
H 6.30,N 11.63
[0123]  SEjfs) 10
[0124]  6-((4-(2,3,4- =FAAEFAE) WRR —1-2k) 3L ) —4-(3,5- g L) -3- ¥
bk PR IR R R AR (1-33) Ml 4%
[0125] DL I-1 0 3,5- —FIAEA N N Jkh, #AE [R] 1-13, T 43 s (A i 44, e 42. 3%,
m. p. 242 ~ 243°C .

13
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[0126] IR(em™") :3379,3001 ~ 2554,1700,1622,1579, 1530, 1495, 1285, 1098,933,
804. "HNMR (300MHz , DMSO—d,) , & (ppm) :2. 26 (3H, s, CH,) , 2. 50 (3H, s, CH,) , 3. 32 ~ 3. 71 (8H,
m, -N_N-),3.75(3H, s, OCH,),3. 81 (3H, s, OCH,) ,3. 86 (3H, s, OCH,) , 4. 21 (2H, s, CH,),
4. 47 (2H, bs, CH,) ,6. 87 (1H, d, ] = 8. THz, ArH) ,6. 94 (1H, s, ArH) , 7. 32(1H, d, ] = 8. THz,
ArH) ,7.92(1H, d, J = 8. 4Hz, ArH), 8. 13 (1H, d, ] = 9Hz, ArH), 8. 46 (1H, s, ArH) , 8. 52 (1H,
bs, NH),8.91 (1H, d, J = 6. 6Hz, ArH),8. 94 (1H, s, ArH),9. 08 (1H, bs, NH) , 11. 46 (1H, bs,
NH) , 12. 83 (1H, bs, NH) , 13. 26 (1H, s, N'H) , 13. 85 (1H, s, N'H).
[0127]  MS(ESI(+)70V)m/z 612.5[M+H]".
[0128]  Anal. Calc d. for Cy,H,O0N.Cl, *6H,0:C 47. 17,H 6. 64,N 11. 33 ;Found :C 47. 24,
H 6.65,N 11.5
[o120]  SEjfsl 11
[0130]  6-((4-(2,3,4- =4I FEE) WRiR —1- 3k ) FI3E ) —4- X AR s 2k -3 ek
WEAT (1-35) (14
[0131]1 ¥ I-1 0.2g(0.00037mol) £ A 156ml J& 7K Z BE b Th & $ $F % ff, N 6 K
K,C0,0. 5g (0. 0038mo1) , Xf FIARFEZE 0. 47 (0. 0038mo1) , [A1%7E fe [ 12h, 13 , 38 s 7% 25 v
), LR S BE / EE (32 & 1,16 & 1) KEJEHraifh, 132058 (i 4 1-35, 3 45. 9%,
m. p. 268 ~ 270°C .
[0132] IR(cm™') :3386,2934,2817,1637,1584,1508,1461,1286,1095,898,
827. "HNMR (300MHz , DMSO—d,) , & (ppm) :2. 19 ~ 2.40 (8H, m, -N_N-),3.31 ~ 3. 37 (41,
m, CH,),3. 61 (3H, s, OCH,) ,3. 72 ~ 3. 73(3H, d, OCH,) , 3. 76 (6H, s, OCH,) ,6. 73 (1H, d, J =
3Hz, ArH) ,6. 76 ~ 6. 79 (2H, dd, J, = 2. 4Hz, J, = 8. 1Hz, ArH),6.90 ~ 6. 93 (2H, dd, J, =
3. 3Hz, J, = 8. 1Hz, ArH) , 6. 95 (1H, d, J = 4. 8Hz, ArH) , 7. 14 (2H, bs, NH) , 7. 49 (1H, s, ArH)
7. 78 (1H, d, ] = 8. THz, ArH), 7. 88 (1H, d, ] = 8. 4Hz, ArH), 8. 48 (1H, s, ArH),9. 04 (1H, s,
ArH) ,9. 27 (1H, s, ArH) , 11. 36 (1H, bs, NH) , 11. 76 (1H, s, NH).
[0133] MS(ESI(+)70V)m/z 614.5[M+H]".
[0134]  Anal. Calcd. for CyHyON, « 3H,0 :C 59. 36, H 6.79, N 14. 68 ;Found :C 59.79, H
6.5, N 14. 34
[0135]  sEjifsl] 12
[0136]  6-((4-(2,3,4- =4I FEE) WRiR —1- 3k ) FI3E) —4- ) AR g 2k -3 etk
BEAR SR ER 2k (1-38) Il 4%
[0137] DL I-1 A1 [a) A 400 < i O IR k), 8 4 1R 1-13, 15 21 25 60 [ 1k, i 38 43. 2 %,
m. p. 279 ~ 281°C .
[0138]  IR(em) :3377,3077 ~ 2657,2987, 1701, 1623, 1572, 1530, 1493, 1286, 1096, 806,
624. "HNMR (300MHz, DMSO-d,), & (ppm) :3.35 ~ 3.65(8H, m, -N_N-),3.75(3H, s, OCH,),
3. 77 (3H, s, OCH,) , 3. 81 (3H, s, OCH,) , 3. 86 (3H, s, OCH,) , 4. 25 (2H, s, CH,) , 4. 15 ~ 4. 40 (1H,
bs, NH),4. 59 (2H, s, CH,),6.87 (1H, d, J = 8. THz, ArH),6.93 (1H, s, ArH),7. 35 (1H, d, J
= 7.8Hz, ArH),7.95(1H, d, ] = 8. 4Hz, ArH),8. 15(1H, d, ] = 6. 6Hz, ArH),8. 51 (11, s,
ArH) , 8. 65 (1H, bs, NH) , 8. 88 (1H, d, J = 6. 6Hz, ArH),8. 98 (1H, s, ArH),9. 00 (1H, bs, NH) ,
9.19(1H, s, ArH), 13. 24 (1H, s, N'H) , 14. 07 (1H, s, N'H).

14
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[0139] MS(ESI(+)70V)m/z 614.5[M+H]".

[0140]  Anal. Calcd. for Ci,H,;0.N.Cl, * 5.5H,0:C 46.16, H 6.33, N 11.42 ;Found :C
46. 12, H 6. 23, N 11. 83.

[0141]  sEjffs] 13

[0142]  6-((4-(2,3,4- =FSEIEFE) WRIE —1- 3L ) FEE) —4- X LA TR A -3 ik
ISR ER 2 (1-40) ) #%

[0143] DL I-1 FUXS &4 BE 2R i o0 ROk, $R4E [R) 1-13, 43 28R 28 8 8 44, 103 52. 7 %,
m. p. 257 ~ 260 °C . IR(cm ™) :3382,2982 ~ 2560, 1700, 1623, 1581, 1532, 1451, 1286, 1100,
926,802. "HNMR (300MHz, DMSO-d,) , & (ppm) :1. 31 ~ 1. 36 (3H, t, CH,), 3. 22 ~ 3. 63 (8H, m,
-N_N-),3.75(3H, s, 0CH,) , 3. 81 (3H, s, 0CH,) , 3. 86 (3H, s, OCH,) , 4. 01 ~ 4. 09 (2H, g, OCH,) ,
4. 24 (2H, s, CH,) ,4. 34 (2H, s, CH,), 6. 87 (11, d, ] = 8. THz, ArH) ,6. 95 (1H, d, ] = 8. THz,
ArH),7.29(1H,d, J = 8. THz, ArH) , 7. 34 (11, d, ] = 8. THz, ArH) , 8. 00 (1H, s, ArH) , 8. 15 (1H,
d,J =8. THz,ArH), 8. 28 (1H, d, ] = 9Hz, ArHl), 8. 45 (11, bs,NH) , 8. 49 (1H, s, ArH) , 8. 91 (1H,
s, ArH),9. 19 (1H, bs, NH) , 1 1. 58 (1H, s, NH) , 12. 71 (1H, s, NH) , 13. 25 (1H, s, N'H) , 13. 96 (1H,
s, N'H).

[0144] MS(ESI(+)70V)m/z 628. 3[M+H]".

[0145]  Anal. Calcd. for Cu,H,.ON-Cl, *6H,0:C 42.78,H 6.22,N 10. 27 ;Found :C 42. 83,
H 5.93,N 10. 11.

[o146]  SEJitifA) 14

[0147]  6-(2- % —2-(4-(2,3,4- =HEIEFEE) WRE -1- 3% ) L5 ) —4- 5 -3- MERR A
WEIRER B £h (1-45) Hyil A AR R 2 B X IR N R — &g (111-2)

[0148]  7F 250m1 = S T # AX AT A A JiZ 24, 6g(0. 2mol) , L5 AE X EE A 1] —
Z Wi (EMME) 48. 0g (0. 22mol) , T N, £/ $*, HLA 5E H % #%, WL 110 °C S B 20h, [A] I 2%
O RNV AR B, B 5 BT NP RN, mp. 37 ~ 38°C (3CHR 38 ~
39.5°C [Ciencia(Maracaibo, Venezuela) 2002, 10 (1) :57-67]).

[0149]  4- 32k —6- 4L —3- MEIRIR 4 1E (IV-2)

[0150]  7E 250ml PUBUHE AN — 8k 50m1, 38 Ny 247, HUBRPEHE, FHEZ 220°C, ok i
hn AP ROV TTT-1, 58, 220°C W 1h, BREA R OB, RNVRIT B 6. 504, HT i KE
[ 44, N 100m1 A7 yHiTE, FhE, A7 IS 78 73 Ve B U, JEUF TS R s (A [l 4 Tv-2 40. 7g,
%Ky 76. 8%, m. p. 181 ~ 183°C. .

[0151]  4- & —6- A4 —3- EMR IR 4 (V-0CH,)

[0152] LA TV-2 Kl ke, 4R [R] V-CH,, 15tz (44, W # 75. 1%, m. p. 59 ~ 60°C .
[0153]  'HNMR (300MHz, CDC1,), & (ppm) :1.43 ~ 1.47(3H, t, CH,),3.98 (3H, s, OCH,),
4. 45 ~ 4.52(2H, g, CH,) , 7. 45 ~ 7. 49 (11, dd, J, = 2. THz, J, = 9. 3Hz, ArH) , 7. 59 (11, d,
J = 2.7THz, ArH),8. 02 (1H, d, J = 9. 3Hz, ArH) ,9. 04 (1H, s, ArH).

[0154]  1-(2,3,4- =& ) F& -4- A LBFEIRE (IX-1)

[0155]  7F R SR A 5 N 30m1 S0 SWE s, UK T i i 20 it 364t ik 5 (0. 019mo1) 1 CH,C1,
T VKA 0. 5h, 4 S NIBARI N 50m1 PKIK A, MU Nay,CO, S AL, CH,CL, Y A5 L, 1A
ARG, Tk Na,S0, TR AL, b vk, 28 L, BT 2 R,

15
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[0156] MS(ESI(+)70V)m/z 343. 0[M+H]".

[0157]  4- & —6- FFk -3 R R 4/ (X-1)

[0158]  7E M V-0CH; 4g (0. 015mol), Ja/K CH,CL, 40ml, fidEasfg, i N, fr47,

UKV R 0 BB, (0. 038mo1) fJG7K CH,CL, YA VR, EG, i B8, Tl [F1A S K. 20h, K 2

MRS IEIN 100m] DTRG0, B, AT Na,CO, ¥ T, CH,CL, A H, A

AN KIS DRI > TE7K Na, SO, T RIS, 1t 38, 25 250550, e AL 20T, (KR A Bk / &

TR ME (4 1 1) F1CH,CL,/CH,OHGBO & 1) BN, 1530 (A A lE 44 0. 4g, LK 12%, m. p. 160 ~

162°C .

[0159]  'HNMR (300MHz, DMSO—d,), & (ppm) :1.35 ~ 1.40 (3H, t, CH,) ,4. 39 ~ 4. 46 (2H, q,

CH,),7.5 1(1H,d, J = 9Hz, ArH), 7. 55 (1H, s, ArH) ,8. 01 (1H, d, ] = 8. 7THz, ArH) , 8. 91 (1H,

s, ArH), 10. 65 (1H, s, OH). 6 (2— 4848 —2- (4-(2,3,4- = PRI IRE -1- %) 2%

5 ) —4- F -3 EMORTR LR (XI-1)

[0160] 75 Jx W i & 4% A X-1 0. 3g (0. 0012mol), JC 7K A B 150ml, #it $ 7 #&, n A

K,CO,1. 7g (0. 012mol) , Z ¥ I IX-1 0. 4g (0. 0012mol) [¥1JE/K A B 20ml, [A13% K 5 12h,

b yE, 2 £, CH,CL,/CH,0H(100 & 1) FEZEHT, £330 PR 0. 35g, IR 52. 3% .

[0161]  'HNMR (300MHz, DMSO—d,), & (ppm) :1.36 ~ 1.41 (3H, t, CH,),2. 34 ~ 2. 50 (8H, m,

-N_N-),3.46 (21, bs, CH,) , 3. 74 (3H, s, OCH,) , 3. 78 (61, s, OCH,) , 4. 39 ~ 4. 46 (2H, q, CH,) ,

5.11(2H, s, OCH,) 6. 78 (1H, d, J = 8. 4Hz, ArH), 7. 00 (11, d, J = 8. 4Hz, ArH),7. 55 (1H, s,

ArH) ,7.66 (1H, d, ] = 9Hz, ArH) ,8. 09 (1H, d, ] = 9Hz, ArH) ,9. 00 (1H, s, ArH).

[o162] TG /K & AT % 5ml A 3 25 K 0. 7g (0. 011mol) Fi # ¥R &, 2 ¥ & W I XI-1

0. 27g (0. 0005mo1) ) JE/K 5 TA B A vy 15m1, 2535 e . 1h, VKIS R, B e NP HE B EIN

LIROTES /K (1.5 0 1) BAW 100ml, 73, LR L BEAEHL =%, R 50m1, & B2 , A

SN KSR, KR B T05e, i ug, 28 K. LASTR IR / HlE (32 ¢ 1/16 ¢ 1)

AT KIZ T 2 IR JEFT4lidh, 139 e iR, UL LR LIRS, UKV 2440 T i N &R L

1) HCT VRIS, ik, 15 2K A i & 1-45 0. 11g, Wt 34. 7%, m. p. 203 ~ 205°C .

[0163] IR(ecm") :3383,3074 ~ 2643,1703,1622,1580, 1530, 1495, 1283,1095,931,

804. "HNMR (300MHz , DMSO-dg) , 8 (ppm) :2.30 ~ 2.45(8H, m, -N_N-),3.43(2H, s, CH,),

3. 74 (3H, s, OCH,),3. 78 (6H, s, OCH,) ,5. 06 (2H, s, OCH,) ,6. 78 (1H, d, J] = 8.4Hz, ArH),

6.99 (1H,d, ] = 8. THz, ArH) , 7. 47 (1H, s, ArH) , 7. 50 ~ 7. 54 (1H, dd, J, = 1. 8Hz, J, = 9Hz,

ArH),8.00(1H, d, J = 9Hz, ArH), 8. 83 (1H, s, ArH), 8. 01 (1H, bs, NH).

[0164] MS(ESI(+)70V)m/z 571. 1[M+H]".

[0165]  Anal. Calcd. for C,H,,C1,N,0, ¢ 3.5H,0:C 43.62, H 5.56, N 11.30 ;Found :C

43.63,H 5.99,N 11.4

[o166]  SLjEfH] 15

[0167]  6-(2- AR —2-(4-(2,3,4- —FHEFTE) kK -1- ) 48 E)-1- R NA

55 —3- EEOR IR (1-54) (1)

[o168] LA XI-1 4 Js k), #E R 1-45, 7643 5513 31 1-45 B[R, 759 21 55— 6 38 6 ] 1k

1-54, L3 29. 1%, m. p. 282 ~ 285°C .

[0169] IR (cm™') :3425,2929, 2806, 1655, 1634, 1525,1497,1205,1096,824,
16
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694. "HNMR (300MHz , DMSO-d,) , 8 (ppm) :1. 24 (3H, s, CH,) , 1. 26 (3H, s, CH,) , 2. 25 ~ 2. 36 (8H,
m, -N_N-),3.42(2H, s, CH,),3. 72(3H, s, OCHy),3. 77 (6H, s, OCH,) ,4. 69 ~ 4.77 (1H, m,
CH),4.99 (2H, s, OCH,) ,6. 77 (1H, d, J = 8. 4Hz, ArH),6. 94 (1H, s, ArH),6.99 (1H, d, J =
8. 4Hz, ArH) , 7. 40 (1H, d, ] = 6. 6Hz, ArH) , 7. 86 (1H, d, ] = 10. 2Hz, ArH) , 8. 78 (11, s, ArH) ,
9. 32 (1H, s, NH).

[0170]  MS(ESI(+)70V)m/z 595. 3[M+H]".

[0171]  sEjfs] 16

[0172]  F 5l

[0173] S 2 5141 1-10 (L5 50g 2T FR 4T 4E 2 B5 150g JE K 200g.8%
FEAENT K30 i AR IREE 1g WA, IR, I s
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