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WE IR T A 42

[0001] A W9 J BELL5T IR0 MR AT AR ) sl EC 22 BT B2 (1 2, I 284 5 ) BAT B iE
I T DL AT DU 697 N BB R 53R o AR B il 26 P ik s ek AR 10 75
P S H XA R 2 A S W UL R E ARG T J7 ik 8, nAE 4 1] T P b
Jritm sty () s CRESE PR S0A T S AN ) 125 i i .

[0002]  H AT AGTT 48 BUHETE M (R RO A Rat ) b 5 4l M A= I i 7 S 38R
T ) DNA A I AW . ISR E W — RO Gl WA B, AEE AT IR T DR 7 AL 4 B 2 b
A N FE PRV E R W] B R o B HPH] DNA A e SR A $5 4 F it 4 e g 24
HAT 2 9L R smk w4 F IR 2me

[0003]  ELRZ A HOXSVE 2 A R A ML ME 5 AR SN, IX L8155 BE RS AR A Y 1%
AN VAT . SXLAE ST ) A BN A, A RE A L T T RTRE S . A
N AME 5 R P A R T PR D 7 I 30, AR AR IR 7~ LR 55 70l IR 7 B 70 W A 7
AN TR s Ao B s S MRS 2 AR G, AR A T BE AR 4 L AME 5 S 4l N 15 5 i
PEAHIBC AR » DRI A (A0 M T Al MR A5 5 PR OB V7 22 XA 5 X 4% S e R HY 2 e i
MRALH IR (R S M A T R A )

[0004]  th AR A5 e Sl R b (K S EL AT HLH], DAL AE R R 0 B A2 5 | A 3 110
AR A AR ANE T T o 000, b B H 140 M B 54— B DNA e fb 2t
DRI MA I A0 M St e o LM SIS 5 DR 0 ) P A 1 S A AR A IR 1 Y 52 4, 491 2 s S PR T
o T 2 BRG] A N A RIS PRI 5, X 5 e 2 P NS4k o B, IR I 2 IR
i1 I P AR A AR ] 5 S A M A

[0005] P PRI T 70 A PN < SRR PRI AR — 2 ARBR IR . £ NREEN
A LS 24 90 B 2 IR I, FLh £ 60 Bl SZ AT, T4 30 Bl HESZ AT, WDREIX
S BRI 73 20 P2 AR s IR . ORIE e & & AR IR ) A
10 FfAE - S2ARBR 2 IR B Wk (Robinson %%, Oncogene, 2000, 19, 5548-5557) o 7p KAk
BGP Z 5 ¥ 52 VR s R B, 1140 BGP TGF a \ Neu F erbB 5244 5 Jj 5% 28 5K K 52 (A I A R
T 49 IR B FT TGP 1 32 ARORTBR i B AR R 32 A (TRR) 5L Je Class TTT 5K Z AR 2
PRI, 9 401 PDGE a 2 AR PDGE B 5244 1~ 41 i [X] 1 52 AR B BRI (SCERTK (JE HF% Ay
c=Kit) « frm AHCVE BRI 3 (F1t3) 32 PRB% IR B A SR T IR 1~ | 3244 (CSF-1R)
M A R o

[0006] b i J IR 1% 2 PR BRI A 1 SR R i R A T A7 AE T R 40 i WL N e
w0 G L LR T ) iR 45 iR TR L Sz 40 R E A A — ) 20 i e
(NSCLC) L fif & i « EL M A1 B8 88 6 N 1K) 5 Tl T 55 I e« e Te L O S AR A Te » B SE
ARSI NSRRI L 2R, AATTPIUYIt Z MR B i 1) T2  R E B E AR R it — B i 7 A,
Mk 2L 57 BGER P 2 IR I BEE LA A SRTRIE h S AL/ s L ARIE AR AENT L SRS &
RN N S ENCTE UNE =N RN S

[0007] i /MARATAEZEACIR 7 (PDGF) & &5 40 ZH 2 A it K HG e 40 SR A 1) = e 40 e 7 2
o PDGF 524 (AL4E PDGF a A1 PDGF B A2 {A[R] Tl ) AEIME A (51 Lish bk s LA AL A
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W7, B U AEBRFE M BTG AR IE SR IR AR DR A i AR B A i R oh ) 43 1 i v 12k o
X FE IG5 K] PDGE 52 R S50SE 1 £8 3G e 4 M 5 5 P 9 o o 82 381, ) an 2T Ak e (4o
B LT YEAL AL AT A2 MR B R B AR ) VBN R R (a2 )R 1
RAT RN RNENGIG ) 2 TR A= B2 988 o B2 JER i 80 5 7 28 I Wiy o Ay 3% R R 1
PR~ PR3 A0 I3 J 5 B FA< 5

[0008]  PDGF 52 {4t m 28 ot [ 430 ) S5t o A B (i e e R 10 L5 v FRp A 2 A o Mk 2 2
71 PDGF 52 (R 70 J LA N S iE T SRR / sl B R, B 70 Bt e (/)4 e fii e
Rt o fidides ) b ieg (0 2 i B A IR ) HT A0 R e L L VRIS | TR
g o g CAg) G R TR ) T g O SRR R AR JER ebRg (g e R
BEIRET YRR ) o, ML P FHRR LR (490 i P s 4 1k 9 L5 (CMIL) 2 12 1 B A
AR B () R R A B (ALL) M2 R PMEEBER ) e i PDGF 324K
P 2, T TS 1 i A LA T (R o o 4 L s 1, A0 AT G 00 0 M AR SRR 2% L 4 2 i
MM T

[0000]  [AIL, AATTFAIAE BT PDGF A2 1A S5 R v 1 A R 36 o DR S 491 G 82 ik ) 400 e 15
PRSI, e A R S0 g A R A R DL R R 1 s 0

[0010] k41, PDGF ¥ KW fsafi & R I AS7 A ot R, BT 3t if A8 A2 jeoxs T e 4k 2 AE AR
B, TH, MUE AR AR WG T G040 S A LR 4y Lot AR B Th e Y AR k4R E
TR AR, AN R B0 A IS AR 1 KRR A o0, AR PR AR 0I5 71 B 98t
i 28 PRV 1 57 28 BN SR AEAL R e 00 PR AL e o T (R 208 PN s 40 o A ) it 7
Ao b e HAT RSN P B2 40 I A R R T LA 22 K, S IR M R T 4 4 i A R
TR AT 4E AT M A ACER 7 (aFGF 1 bFGF) FHIALE N B2 A AR 1~ (VEGF) o H T VEGF 52
PRI RIESZBR, AT LA VEGE (¥ 4K IR 735 5 alGR Rl bFGE [FIAH S, X P R 40 g 52 4 X 5
Mo LA UEYE R B VEGE X1+ 1E W FH93 B A R R I A8 V2025 P S T B P IR o X
Fofr 4 B R - 30 e 5 3 oA B A B 0 R 1 R R R T 5 T LA PR AR SR Y, e
BRAE TR (i BB EE VR E AR I W R, 32 0 B A AE KR AR« 55 VEGF
G55 RS2 AR TR 2 BRI (RTK) V2 e A0 45 2 Wi A\ 5052 7 KDR (B FR A F1k—1) | fms A7
SRR F1t—1 F fms AERS S BRIIESZ 1K Flt—4. MV B SR 9 FhIZ 641 3¢ (1 RTK, F) A
Flt—1 A KDR 55 VEGF {6 145 4.

[o011] BRIk, AATTTCHAFE L VEGE HIVE PR Al A4 1097 KiE S U A o/ s 42 0E T
SO0 2R BB R R » 0 A ) T R R T R

[0012]  CUAMIEAE K RE LA EA PDGF S2 A4S s M Ak S F TR Mk O 7R
A imatinib [ 2— K E L BEBERT A (ST1571 ;NatureReviews, 2002, 1,493-502 ;Cancer
Research, 1996,56, 100-104) il PDGF 2 A3l G 1, (H 2 H H AT i im K i 2 55 T3 5
AN AR 4 BCR-ABL ST 57 13657 CMLo STI57 1 i) 8% P Jie JBed i AR A, i ol ik
B2 IR 8 o NS B BRI RR U343 FiT UST v A/ UG Y T2k (Cancer Research, 2000,
60,5143-5150) o JITaR Ak &4 110 il [ SRR B PR 2T 4 1A 83 40 M s 2 0 R N A K (Cancer
Research, 2001,61,5778-5783) » J&T ATl AL 54111 PDGF 52 AR P16 M, 1EAETF Xt
A R MR A AR R I RS o IEAEAIE S LA 3 1 PDGE 52 A4 Bt 410 1) 571), A s nds
Wbk | s IR bR RIS R AT 264 (Cytokine &Growth Fator Reviews, 2004, 15,229-235) .
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[0013] M\ [El 5 & F) F il W092,/20642 H m] % 3t 4 55 R 2% 55 FE4k & W i BGF 1/ %
PDGF 52 7RI 2 BRI o o rp A FF 1 B Lo bk A7 A2 45 , AH HL b R B K 2- 2RI S IGAiT
) s AR YE, 20 R AR R etk — BRI 2- RS SBERE AT A

[0014]  FEVFZ AFFIIERIHIE T, AT 4- Al I ms MenbkoRl 4— 5 J2 A s bk 2L A7 8% 2
T S B RS P o 49 2, [ 0] 19 W096,/09294.W096,/ 15118 F11 W097/03069 5 J2 % FE K
WG, BT A G4 BAT 52 VRIS 28 BR IR F0 )75 1449 41 EGF (erbB1) 1 / B erbB2 52 {ARHE 24
P P TS R o 040, [ R &) HE W000,/21955 F1TW000/47212 ¥ BOX AR &, FTidk
G T 4S5BT VEGE v ME M HA B A iRl / BB Mk PGS T A8, o R A
P Ko 2- ZRFE SRR B s BARSKRYE, Jorb ok B AR SE o bk — BUAR 2- 2R SRy
XY/

[0015] 4 FJTid, B4R ST1571 42 H iy bt i B A PDGE 52 Al i il v ML i — AL 540
{EFTRAL A PR 5 AL e Wt A KBUESERE M. 075 258 2 B PDGF 2R
HVE MRS, B v T v 367 40 R 10 G P o 161 G e i o

[0016]  PRAE 04 ANzl b e I fry s ik — EUARES 2 2R Sk A B Pl
e JRE R 5 ) RS Ik o AR T A X PDGF 52 1A T8 S, B S I3 () 0 1), BT A & ] 42
R T 440 B B 1 R R 0T R AR R H

[0017]  FS3EFA MRS (IWUEIE ) 16 5E 22 Rk 400 36542 ) 40 e &) 30 % e ) 4t & 4%, ik
0 o 5 BRTE 1B B A M TR B S AR AL R TR e . B TR S AL, Bk LR
SR ) e ) T A e ST SR B v i 4 A o TR SO 40 B R SR R i o )2
2 40 I FA A B ORI IR 2K e (CDKs) o *Rf a8 CDK's 74 € I [R) FRI3E PR XS T )8 B I 5 4
J JE A R AR AR . 49, CDK4 i 1 38 b A AR D9 i B 240 e g 56 K1 = 4 pRb 3 R A4 42 il i3k
NG SR (GO-G1—S #4742 ) , Bl pRb RIS S IRl B2F, AR IR I Mgk A\ S S0 75 2L R 1)
gk, Wit 5EEE A (partner protein) 4R HIE A D 454 1 CDK4 (RIS M
KAEVE 2 N8 O 2 31 40 o 94 1 D1 JE R B M A I A D R A AR,
URAIE B 5 4 A B 2 TRl LR B &R

[0018]  fift, O % & AR G5 EAS[R] T CDK 2% W 11 48 11 B g, T ok T ity 7 0 =¥ 40 o J
B R E AR A, IF HAREME AP IR E 2. EATHHE Drosophila aurora #ll
S.cerevisiae Ipll B AR R, XLLFL R —=Ff AR [F R Y Aurora—-A. Aurora—B
F Aurora—C Hahg i 7 22 &G — 73 &R R O 1 40 B R B, BT R BB AR 4 G2 AT 42
Iy ZER B R RIS RIS M. LU 8238 7R R E i e A aurora B, R 2
Aurora—A Fll Aurora—B. H] & X BT ERALBE A S IP R 40 MuAR SR % Aurora—A RIEFIINRE,
5|40 ] A e R FE BT AEE A . A M CAIERH Aurora—A Fll Aurora—B #7873 T
HIFRIAE NS 4 b B B sE A E A

[0019]  [H 5% A HiE WO01/21594 F1 WO01/21596 25 JT HEde i 47 55 s MRk R (1) 4— o7 3% 9%
(1) 2% i 2k B AR P s W R AT 2240, BT IR T AR LA Aurora SEEPNHITE . HAP REE K
2— KA CBRRERTAY) s HARRYE, Hon R 2 AR g etk — BXARIR) 2- 255 S EAT A9
[0020] [ 5 Hif WO01/55116.W002/00649.W003/055491 Fl W004/058781 /A T Jt ey
A S MR 4- A7 R (A ik NH 8% 0 5[] ) (19 2% 05 J v ek AT 2240, BT ik AT A8
W BAT Aurora JUBEMEINEYE . Hoh RIE & 2- ZEEE BRI B Bk, S ok Bk dR
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T s etk — BUARIR) 2- ZR5E SR EAT A o

[0021]  fui L Jiridk, BT THAE CL A 284 AN Bt (0587 O Wb — HA QY 2- -3 S B RAT
"BV, BT IR Ik B REAT EA BAT DU B MR B RS T . VR AN B LR S i
— PP ALY R TS IR AR B A T AL S R 2B T AE RS A i e &)
i fe BEM R PDGE 52 AR S BRI » AT A1 80A /7 48 MRS S M e (B s BT 7 LD
FARKRIE, HiE NN AR L& i i 0 PDGE o F1/ B PDGF B 52 /R 2 IR Ve , W] 1
RORTT 40 ML G TE L o

[0022]  JEHRUF, RAE AR WAL G VX S it e B (914 EGE 32 PRI IR il ) F
A BMHE T, (HEAIXE PDGE 52 R 5K (I 2 IR M (491401 PDGF a AT / 8 PDGF B 3%
PRI Z IR 0N ) + VEGE 32 PR 2 B e (451l 4 KDR A Fle-1) 2RAAMEE . 1
HL, REBEATR AL DD PDGE 52 AR SR (1 i 2 B e (R il 7 PDGE B 52 A IS U IR 0 )
AN VEGE SZARBE 2 IR (Rr 2 KDR) (R 2AE T BGE 2 AR B IRl . IXAE b5
W RAT 785 %RE IR, A7 0T BE U DL PDGF 52 AR el BRI (5 7] 2 PDGF B 244
B IR ) M) VEGE 2R B IR IEE (Rr sl KDR) Y3, X EGE 52 KB 2 IR i e
RILBMETER = .

[0023]  ARYEA AWK — 51, 4R AR T (0 MR AT A ) O 227 B n 2 1k T

Ve AT 24
[0024]
- 7@\2‘ /@\<R6 !
rs R
(R'); | SN
N/) :

[0025]  FLrh X' 0 B N(R) , Hodb R SH&EL (1-80) Kk

[0026] p K 0.1.28(3;

[0027] AN R LA AT LIAH R SRAN ], 38 B w48 =5 28 U2k R 9k 30k L &0 L (1-80)

fidE (2-80) BEMmZE (2-80) Bk, (1-60) Kifd 2. (2-60) Mm% L. (2-60) Hra L. (1-6C)

Fefidt . (1-6C) PeFERHIEIL . (1-6C) KEEmIERL . (1-6C) HEdbam M — [ (1-6C) kit ]

Ak, 8k B WA -

[0028] Q'-X*-

[0020]  Hirh X* S E BRI [ 0.5.50.S0,.N(R®) .CO.CON(R®) N (R®) CO.0C (R®), 1 N (R®)

CRY),, H A R ONE B (1-80) frdk, Q' hy 77 &5 J7 2 - (1-60) kedE. (3-80) b,

(3-8C) MpedE —(1-6C) Sttt (3-8C) MffiZE. (3-8C) ifmidk —(1-60C) Hrik 052 2405

5 - (1-6C) Hrdk I IAIE - (1-60) fedt,

[0030]  HH A R BRI LA 555 (3-8C) Mipidk. (3-8C) MMk Ju 5 5L
EN

TR 5 1.2 803 MUK, P BUAGEE w] LAAR R SN A, 2 B i =3
6

ey
%ﬁﬁ%
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FRA AL R VR AL IR (1-80) Frdk. (2-80) BEMEE . (2-8C) Fk. (1-60) Fise
JE. (2-60) Mm% (2-60C) BRAEIE. (1-6C) HEmidt. (1-6C) FeIE MARIESL | (1-6C) HrIhmif it
F (1-60) fedba 2t — - [(1-60) Ledt ] 22k, (1-60) HriBEpit . (2-60) Filidt. (2-60)
Fre B L N- (1-60) Sedbaa i AMEIE N, N- — - [ (1-6C) %idt ] L PELEL . (2-60) Lemtdt
I N-(1-6C) Hrdk - (2-60) FEELIEZIE N-(1-6C) HEIEMRIE N —(1-6C) KRN
N == -[(1-6C) %Edk T BRFEN, N - = -[(1-6C) HiFE ] PRFEN,N LN’ - = -[(1-6C)
B3k 1 JRIE N-(1-6C) LeFL B I HE N, N- — [ (1-6C) Hedk 1 ZMAEEEE . (1-6C) BEpehifit
LR N-(1-60) HEdE - (1-60) BELCEIEAE 2SS, sk B F A -

[0031] -X*-R°

[0032] A X° o EEHESE B OFINRY) , A R A& (1-8C) %k, R Ay it - (1-6C)
R F Ak - (1-60) Kedk 32 - (1-60) frdE. (1-60) Frid 2t - (1-60) HEiE. (1-6C) Lrhi
B -(1-60) BEd. (1-60) i WRIELEE - (1-6C) S, (1-60) LEEmEmEE — (1-6C) Brdk.
L - (1-60) e a5 - (1-60) Fidk. (1-60) fidha it - (1-60) fidd. — -[(1-60) Hrdk ]
A -(1-60) FrdE. (2-60) FEBEIEZ 2 - (1-6C) Ktk N-(1-60) HriE - (2-60) HElEIE
5= —(1-60) Fidk. (1-60) Hia It a2t — (1-60) Hrdk JREE - (1-60) FidkN-(1-60) Fit
REE - (1-60) %2t N' —(1-60) FeERAE - (1-60) #E N/ N - = -[(1-60) %tk ] IR
5 - (1-6C) HEFEEN,N' - = -[(1-6C) et ] IREE - (1-6C) FEZEEN,N' N’ - = -[(1-6C)
Fedk ] IRFE - (1-6C) %edE, gk B F AR HE -

[0033] —X*-Q°

[0034]  Horp X* S EREEEIE H 0.CO MINRY) , Horp RY 548k (1-8C) ks, 1 Q* A{Tik
#1802 MRUREER D7 HE D7 8E - (1-6C) Jedk 0755 A0y 2 — (1-60) B AeFp2kaidn
WIE - (1-6C) Fedk, Pri’k EUAREE v LUAH R BRAN R, 18 B kiR 22k | (1-8C) ekl (1-60) %t
A,

[0035]  HHAE R bR IE A ATAr 05 58 2k 05 2L sk AL IR RT3 #5741 (1-30) WEdedt —
AL,

[00361  H A R' BUAREE AT 24 R ATE S 1 88 2 AR ARBEACHURE,

[0037]  HCrh R BUAREE A (4T CH. CH, B CH, 55175 54N Tk CH. CH, 8K CH, 2 41 FAT-i%
Pt — A A AR (1-8C) HESEHURIEAT / Bk B R A EUREE 2RI REE VJ VR
T VHRIE VRIS L IRIE . (1-60) REEIE. (1-60) Kilfidk. (1-6C) HiFE WREREEE . (1-6C)
eI . (1-60) fedda 2t — -[(1-60) fidE ] &I, (1-60) fes Bk N-(1-60) &t
R FEFWEEEN, N- = -[(1-60) fidE ] A EFBLE. (2-60) flkdk. (2-60) filis 2.
(2-60) FElhIEZIE  N-(1-60) Fidk - (2-60) FrBiiEa it N-(1-6C) HrdEMRIzE N - (1-60)
PR N S N = = -[(1-60) #edk ] JREN, N - = -[(1-60) ik ] IREN, N,
N = = -[(1-60) %edE ] PRI N-(1-6C) pdEz it N, N- = -[(1-6C) fidt ] Z et
B (1-60) BEEEBEMERL Z LA N-(1-60) %kt - (1-6C) BEeismEE s 2,

[0038]  HIH:ALE R HUARTE AR IKATAT (2-6C) P e FE4E 1 AH SR A% JR TR Wi N B 1)
 H T AIEEFTIRETT 0. S.S0.S0, N(R™) . €O, CH(OR™) . CON (R*) \N(R"*) CO.N (R**) CON (R") .
SO,N(R™) « N(R')S0,+ CH = CHHl1 C = C, H A R® G & 8k (1-8C) ke, sk M4l A 28 N
N(R™) B, R AL (2-6C) HEMEEE ;
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[0039] g A 0.18(2;

[0040] AN R*FEF W] AR SAN R, 3 B AR =9 P26 USR8 2 (1-80) et
(2-8C) #EMZE . (2-8C) Bk, (1-60) feddFE. (1-6C) Stz M= -[(1-60) ik ] 2% ;
[0041] R’ G4 (1-8C) %tk (2-8C) BiMmFAEDN (2-8C) BhiEk ;

[0042] R MELFREE. (1-80) Ltk (2-8C) WEMEEEN (2-8C) Hedkm F ML -

[0043] —X°-R"

[0044]  Horp X° Sy B REEEEIE H O FINR™) , HA R™ A& Ek (1-8C) Hedkt, R K4 (1-8C)
Btk AR - (1-6C) KedE 22k - (1-60) Ktk (1-6C) Jefa ik - (1-6C) fidk  F#IE - (1-60) Ht
SEVRIE - (1-60) Bedd 2t - (1-60) Frdk. (1-60) FrEZEIEE - (1-60) Hdk. — ~[(1-60) Ht
5] & - (1-60) fidd WL - (1-60) Frdk. N-(1-60) krdEz ik FlEE - (1-60) %t
VN, N- T -[(1-60) %t 1 &2 ML - (1-60) st (1-60) Feda BRI - (1-60) Lk,
(2-6C) FrBEIE 2 - (1-60) Ktk N-(1-6C) Ktk —(2-6C) HeliEz it - (1-60) Frik ;
[0045] K R® Al R* S5'e A IER B R 7 i (3-8C) Mijidt

[0046] R® A&, (1-8C) ik, (2-8C) HikmZtok (2-8C) frFtok FaUFEH -

[0047] —X°-R'

[o048] b X° b H BB E B O MINRS), H A R H & 8k (1-80) ki &, R® A
& - (1-6C) Frdk F2IE - (1-6C) Fedk. (1-6C) i - (1-6C) LeFkoliFdE - (1-60) fedik ;
[0049]  Ff A h 6- JTHIFEL 10- T M MBS H R 2 3 Nk H A ERI R 2R T 1
5— B 6— JLERIAEL 9- B 10- ST IR U5

[0050] r & 0.1.2 83 ;1

[0051] AN R® JE AT DAAH R 8AN ], 228 B AR — 3 AP 2 B U3E R 58 30 L a3 R A
I LI R  IREE . (1-8C) Btk (2-8C) #iMZE. (2-8C) M. (1-6C) Hrsa .
(1-6C) Bebiidt. (1-6C) FEdbWREIEIL . (1-6C) feRbmilERE . (1-60) fedka k. — -[ (1-60)
Frdk ] a2k (1-60) Fria i et | (2-60) LilhdE. (2-60) FiBtA Ik N-(1-60) brikad 5 Pk
FEWN,N- T =[(1-60) Hedt ] ZFEFWELE | (2-60) FEMEIEZ AL N-(1-6C) Ktk - (2-6C) Ll
FEEFE N —(1-60) BEREPREE N LN - = —[(1-6C) BEHE ] REEN-(1-60) St ik
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FEREE TR ER 2- Z99F [e] MRMIMIES ) s = (IRZukedt ) FRkess (=P aELT
SERR - THRZPEPREGE ) = (R ) PREGEE — (KRt (=P akbt
) H(2-60) BEMmIE (WARNZE ) o Rl & H T 0B 2R 40 55 B 5 VL4,
WIRR — i — &)@ — B — 1AL AR N .
[0558]  FRIELARI M LB BRI e s (W - T8 ) VREBEERE (Wm ) SAIK
Rlelidt (OB ) ARMBEAIEREE (W - THRERE ) IRGmEERE (WEN
AL ) 7 — ARt A IR I (I W Rk 4 TS N RUERIE 2 Al A
PRILA A- BEFE SRS ) s = (RZdt ) ks (W =REPEEENN - TE =
FRIERREREIE ) DAY 5 — IR 2t (anv3t ),
[0559] S ZEARP LTI L) A0 48 RS O 4 — IR 2 (n W RUAR R 26 4-
AR 2 AHEE NI 2,4 ZEERREU A S RERE) s -4 mEE PR
FEPIE R A IR s (R - TR ) RBUG SR IE dt (U IR It ) 05
ARG AR (W R RS (4 S W IR e dt  2— 2 AU IR e dh A 4- il 38
TR ) s A (W = PR - TR R ERELRE ) s
CUnE RS ) BLR PRI DL AR 2
[0560] it [ i 5 R0 2 5 AR 4 2 AT (08 Y 7 VARG IR — B — @28 — B — (AL 2 1A
(tn2- 2SRRI IE ) BIKME N IR (U3 ) IS SOV DA RS AT (i 2— AR
AL ) B R Y o
[0561]  OCT M A5 FI R ¥y 18 I 8 7 » 1325 W] 22 WL Advanced OrganicChemistry, 2 4
W, 1 J. March 4#%5, i John Wiley & Sons T 1992 i, 11 ¢ a4 55 A8 Fe ma , Wlm]
Z ) Protective Groups inOrganic Synthesis, 2 2 i, i T. Green 254m%5, 4452 H John
Wiley &Son Hihft.
[o562] = TT (1) née e bk i 8L m] R FH 461 4 76 [ o % 1) HR 3 W001,/94341. W002/00649
W002/16352 FI1 W003/055491 1A FF RIS LL M7 v2:38k 45 flan, nlAdisX TV (1) 1, 4- &
Wbk —4- i
[0563]

0O

(R), /

N v
[os564]  JLrp p A R' BA ESCHGERIMERT & X (B TAELENRPUEM B R 250 ), 5
AT Chn A B S e e S DY S A e R =R R KR 54 ) S, AR S It A7 A AT R
PEHA
[0565] QAL EE, IAEAIERIGR ( WIBKIREN ) A (5 1, fEAERIHGR (W N, N- ZFIZLH
Bl ) 4745 T, B 5 FURCRMY SN AE H AR I 4- SRR AL O 4- FdR R AR AE e
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AR o
(05661 X T1T [yZR3E LB JsURE n] R T ESRAG B, AV 1 4%
[0567]

Q
X re R v

[0568] B HYEMEATAEM, Horb X' o RRY M R BAT B SCRRE AR & SC (BR T /B2
TRAP BT E RERIZ SN ), 53XV iR Y

[0569]
RSNH /@\( RS ), VI

[0570] At ROVER Ar R R oA B SRR R S0 (Bl T AR B R T B Be 2
G5 ) 5 BRI IR AT AE WA R AP

[0571] X V LBRAAIE IS TEAT 2B A 90 2, I o4, 90 A PR 5 e AL S (49 Sl A Tt 4 )
SN T R RS s TR A BRI, 9 iR 5 S RIS (B FER = T e ) R NPT T R R
P S35 PR EE, 1 WiR S5y (Ban TR ) S5l () =5 QIR T R 5L R ) B SRR (1)
WTFPEE O RN BE T Rl N- R IR0 — M ) SN BT T B B s T2 3 B AL » 191 i 12
5EAMY () — 2R BB S F A ) NV TR R & B A s BRI F ALY, B iR
HEMW (B = CEEREBEIEFACY ) RV T RS s BR S kW (1 an R
CIERE —WHE R - (3- R FERNIE ) -3- LI —WHZ ) KN HIF=Y), iR 5 IRtk &4
(It 2 (7T- WA A TIF =k —1- 3£ ) -1, 1,3, 3- VU ARG /S MBI L (V) Bk 2- (K IF=
e —1- 25 ) -1, 1,3, 3— DY SENREG VYN IR £ ) [ N 7= 4 o

[0572]  Js 8 AF A5 3 IR0 T v ) sl A R ), 9 A e s B (0 TR O R K LR &
g ) i ARE T (i SR R ST B DY A Ak ) JBE (an PO SRR EK 1, 4- —5ONIR ) T IR
B (U2 ) BIAFAE T 7 AT o RV AEBIRAE Lo ) (B N, N- — S AL |
N, N- = F L S N- AR SENE i e —2— el — AR BRI ) (778 N AT . e NAEH
0-120°Cyu [H Py A0 IE 7E PRI BT B 1 B B v B R B g (st db AT o

[0573] AV ZBRATAMAN VI [ fiw] I 073223045 , 4 (e R SCH) H B s vh

TR T
[0574]  (b) fEGIEMIBRIKIAFAE 1, nI AL VIT Ffgnds it
[0575]
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0]
X! R3 R4
' AN
(R), | )N
N/ VI

[o576]  mRH b SCRRE MV PEATAEDD, Horb p R X a0 REGRY A0 RE A B SCRRGE AT 35
SCCBR T RS ZEN CRATATH BRI 251 ) » 75 (83t 55 5 VT iR &

[0577]
" RSNH /@\( RS ), VI

[0578] oo R°VEF Avr AT RS HA B SCRR e W& S0 (B T R BEINHRP T B B 2
A8 ) ARG W BRAEAE AT ORGP JE A

[0579]  B3E IR, ) WA HLAZ A, ( anntbme .2, 6— — R BEnLme . = R FEnbme (4- — S
MEERE « = £ Ji bk (N— R LIk el — E A 30 [5. 4. 0] Bk —7— I ) , B 9 i B
ik, 1 <2 B B PR B B AL A (LB R B PR B i R 4 S e A B U A A B, B 45
Tk < B 2 A (s 2R R AU S5 ), BB ) anie B S Ak (s AL s ) .

[0580]  Jx A5 3 (1) i T ¥ ) B R 51, 49 dn e el ( an TR OB SR NI L PR &
5 )« AREH) Cn &P be ST B SR ) IE (CWTDY SRR B 1, 4— 5N ) Y IR
B CAn 28 BIAFAE B AT o OV AEBIRAE BT 77 (N, N- Z I i LN,
N— F I M N- PR BENEE IS Jo —2— Wi sl — RSP ) IAEAE B 7 (BT o S SEAEA 4
0-120°C 5 [l P DU 72 PR 535 BT Bl P50 2 R R T R4 T

[0581]1 = VIT [y mkmbkfir A A X VI 1R i mT Ao 0 7 22 3R A5, 19 4075 R SCH HH 1) S Tt
HRA TR LS Ty

[0582]  (c) Mp=rEdLrpZ/b—A R FF G T AEEFWBLER T B -

[0583] Q'-X*-

[0584]  Hrp Q' A 753 - (1-6C) %idk. (3-7C) Figedk - (1-6C) #idk. (3-7C) FpMfiE - (1-6C)
Bk Ze 053k - (1-6C) b sk Z¥IAIE - (1-6C) FEdt s T EBRIILEEE, X2 ARIR T, EATE
(R AFRI IIAEAE T, A VITT fy v ik

[0585]
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(Rz /@\(RS)r

(R )y R3 R“
NN
HO | N/) VII
[0586] M p R X' g RVRVRS ROGVER AL v R RS 55 H B B SCRRE AT & S0 (BR T
e E NIRRT R 2o ), 51 ke (b e SR e geld ) B4, 85
W BRATAE AT SR 25 A
[0587] A3 WM KA, 49 ane — PR (an =3 O3k ik — Wi Ek 1- (3—- — &N
) -3- CHEB WL ) BUEEAEY (AR IR = LBREUR R R = - T fE)
5 Cln =211 ) WRAW . RNVALEE R R SRR (B sifh ) (an— s
Y EAT B EALER ) WIAELE T, 264 10-150°C ¥ Bl P A0 126 70 FR 5 15 B sl i B s i
FE BB T (AT
[0588] X VITT [0 MEmph AT AE 40T FH o L 13545
[0589]  (d) A= rEdLr RO EEF N -X-RT (3P (Horp XD BA B SCPR 52 AT & S RY
HE s - B (1-60) pidk (e dE Ak 2- e oAk 4- FRURE -1- 2L/
) I T A9, X Tea (3L R ZE P X -XT-R (25, oA R 24 4% - BX
R (1-60) %eds ) Sl Ui IRel s & BRI B G W SN AT AE | SCRRGE 1A 38 R B AT
16 7 AT .
[0590] S MV AE AN b5 SUIA T T TR SR B M A 4E T, 21 4 10-180°C s [, 7 (&
HOAE 20-120°C 5 [ B 5 (0 7E PR B8 R BB I SR IR B iR S 7 (b kAT
[05911 X T (L4 (o R FEFA X -X-R (EE, Horp R 2 4% - BRI (1-6C)
fedk ) WA b SCHER AT AT AR R T 7 v AR Il Ty v
[0592]  (a). (b) BK (c) 3K1F.
[0593]  (e) Ayp=rEdrp RO PN -X-RT (3 F (Horp XY BHA FSCPR 52 AT 2 S RY
AR - B (1-6C) Hedd (WA EIEF I 2- FRA oR e 2- A O TR ) Wb
S5 TAL G, 1R T4 &) (b RO FEFTA A -XT-RY (2R, Hodh RY O REESE 8k (2-6C)
RelEss ) 18 R fE AL o
[0594]  FH T3 JE H Fia Ao s I 145 3 K100 30 JER 510 DA 481 S A 400 s 51, 4910 Al e i S A B0
LA, B IR S B A AL Al A A F R AL = G A, = AR
MEAL BN = CBAREEINE AT . SN AR G T8 IR TS 50 B B v 7 (b 34T, 491 DY
MR 1 Tk FH T 300 e )k J5i ) (Bl an AL R ) , 9 an — SRR e B 1) (o AR
ML) TSR] (= Z B IR S A A U S AL ) o RONAER 4N
10-80°C Yu [Hl A « 77 (6 M AE PR 5590 A sl P B39, P 0L kAT
[0595] X T L& (o R EEFDA A -X-RT (928 ], Horb R 5 RBEEEE) (2-60) Kelk
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55 ) Al SR I EIRAEATAEE VAR AR T (a) | (b) B () M3k .

[0596] 7 E 2y e 2 i Eh A= T ek AT A (iR n sk ) I, & ml Jd 11
U T iR v R T AR 00 5 3 R S B ER A

[0597] T E 25 BRI K RT 25 AR X T MWk r A= 0, e m] R R VR 3R A
o, 2T W AT AR ) 1R oA ] 2R PR I RT DAL, 49 S R BRI S T A S 5 2% T
Pz g ROV B R T A 5255 BRI R IR I NV 3RS o 9, 5K T s ik
AT ED I A A AT AR B R AT DGR I, a0 & R R i 2 T a5 255 a8 2 (0 i SO
BRI TG S5 25% TR R TR [ NV 3RAT o

[0598]  ¥F 22 AR 308 SR H [R)AARER A2 T (1) IX AR A AR e IR SC— AR Atk . 9 aan, 1 22 5K
ITT\ VI F1VIT B S PE B 59

[0599] A4 E

[o600] LA Nl I Al T g AR WAL & 404 PDGFR a \PDGFR B T KDR P 22 BRI i
T AE b 225 A MGE3 5 PR 988 411 it () PDGER A& MR AL B4 11551 R Sy MG63 B [A] 83 401 i 4
HNIEB IR VR A A5 ik A B2 40 B (HUVECs) (R 4RI HE k070, LA R AE g AR 4
21 (40 CaLu—6 H1 Col0205) {E RS AE FIRR A Bl A4 P AE R kR PR

[0601] (&) A~ G

[0602]  HIH L ELTSA I V2 VP A I AL & V0 30 i i 2 BR Mg PDGER @ \PDGER B AT KDR Xof
B 2 IR 2 L R IR AL VR F Y B

[0603] %% fih PDGFRa . PDGFRB B¢ KDR 2 {4 fifd 2% 4k ) DNA 7] 3@ i 4 3£ K & K
(International Biotechnology Lab, 1987,5(3),19-25) sk ra[%3K153. nl{# DNA J5 R Kik
EEERRERG b, LIRS AR AR Z 0k, il mEAEAAR R PR
IBARAFIK PDGFR @ « PDGFR B 1 KDR 52 14 o3 Bl A 4% A FE % 2 BRI (135 P . /E VEGF 32
& KDR (Genbank Accession No.L04947) 1, W& fd 5640 Mo 2 ) DNA i BE ( WER &
MR 806 ST IR IE AL H M T ) S BEAEF IR B BB AR N [ 40 pAcYML (25 )L The
Baculovirus ExpressionSystem :A Laboratory Guide, L. A. King F1 R. D. Possee, Chapman
il Hall, 1992) 5% pAc360 8% pBlueBacHis ( M) B Invitrogen Corporation)]. H] ¥ i% &
20 #4115 9% 75 DNA ( &1 Pharmingen BaculoGold) F:#&4u7r B i 40 fu 9 [ 41 Spodoptera
frugiperda 21 (Sf21) 8% Spodoptera frugiperda9 (SF9) 1, LA B 40 AT IR B 15 EE 4
DNA 73 120 & AR il £ AT FH B 2T R0 75 () TR 40 07 V57T 2 B A e RS, 451 40 Sambrook
25,1989, Molecular cloning—A Laboratory Manual, 28 2 J%, Cold SpringHarbour

Laboratory Press 10’ ReillyZE,1992,Baculovirus ExpressionVectors—A Laboratory
Manual, W. H. Freeman and Co, New York) .

[0604] i T FRIE, ¥ ST 4 i FH JCHE KDR S 205 58 4L, 48 /NI S AR o K ISCEE ¥ 40 g
UKRIRIR Eh 2 b Hh AR (PBS) (7% 10mM R B4, pHT7. 4 Z2hifs 138mM SUALAMAT 2. TmM S84
B YRGB LTI Il 40 SRR CH LR T KR AT AR ) (7 20mMHepes
pH7. 5 23, 150mM S48, 10% v/v HilM, 1% v/v Triton X100, 1. 5mM ZAL%EE, 1mM £ —
fg - — (B ZAELWE)ON, N, N, N = JJ 4 (EGTA) A 1mM PMSF ( ZR3E FR LML ) )
[PMSF Rl &5 A3 FH Air AHT &F BC A 100mM AR B NN 1o 48 4°C LA 13, 000rpm K5 VR B
B0 10 708 B IR (IR B ) BR 25 IRAE —70°C LU AR A
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[0605] CKJEMAEW (1001 1210 g/ml BB — A IEREE (Glu,Ala, Tyr)6:3:1(Sigma—-Aldrich
Company Ltd., Poole, Dorset ;7= i 5 P3899) W& £h 2% ph £ 7K (PBS) ¥ 1 I AN K
& Nunc96— fL. MaxiSorp %% 4 (Nunc, Roskilde, Denmark ;7= ‘5 439454) 1 ) % FL
N, B B P ROFAE 4 TIEAE 16 /NI 35 B 52810 SR W W0 AT PBS (% 0..05% v/v
Tween20 (PBST 5300 1 1/ L)) Pei#54L, FH Hepes pH7. 4 ZEpHi (50mM, 300 1 1/ L) ¥k 2
U R BT

[0606] s BRIl AL A 49 T DMSO 17, F 10% DMSO [ 75 48 K s VA B, 15 21— R AR
(40 L M-0. 0012 1 M) o M55 AT (2510 1) BIRFFMIIRAL & P BT G 7 22 e gk ik (19U
TEPRCT LN o R oK 7R AL B A ORI DMSO AL & #5550 (251 1)
FALEHKE B (4omM) (&R -5 — = BEIR (ATP)) I A AERIRAFL A, B T &F JC ATP 1)
FULELI o 7R L2 AF o XF T PDGFRo i, BT ATP WK A 14 w M s %F T PDGFR B 1§, It
F ATP ¥ Py 2. 8 u M, %1 KDR B, BT ATP R E 4 8 u M,

[0607] 235 7E SF9 & H 40 i 7 f 3% ¥k A PDGFR @ M1 PDGFR B T 41 i 5k H Upstate
Biotechnology Inc., Milton Keynes, UK( =&, 14-467 H T PDGFR a , 7= %4 14-463 H T
PDGFRB) o 1 EFrR S A KDR B4 B R A4 SF9 B hdirh.

[0608] 8 FH i, 7. BV A B AR B %) (5 100mM Hepes pHT7. 4 22 1PV, 0. LM J5 5L IR B4,
0.1% Triton X-100 A1 0. 2mM —Hi JRBHEL ) #aRe B Rl IS o 455 700 (50w 1) 7 i Fc il
HIBE NN S FLN » ZEIREEEE T R B PR B 20 380 15 FR 25 FL N B, PBST Rk %%
L2 e /B 1eG T — R AR A FE PiiA (Upstate Biotechnology Inc. ;77 8k 05-321 ;
100w 1) & 0.5% w/v FIIE A8 (BSA) [ PBST BL 1:3667 LR, 45 55 70 1 A
FALWN . TEMBEEE R PR B HE 1.5 /. VEER _BE W, F PBST ¥R #4L 2 K. K ER
S ALEE (HRP) - 455 11°EPT - /Nl g PUAE (Amersham Pharnacia Biotech,Chalfont St
Giles,Buckinghamshire, UK ;77545 NXA931 ;1001 1) FHE 0.5% w/v BSA [ PBST L 1:550
LEI AR RE M B AL o FEPRBEIR B TR PARSERE 1. 5 /o J5RR B35, I PBST Peik &
L2 . {FLiEgeh (PCSB) ik#E (Sigma—Aldrich Company Ltd.,Poole,Dorset,UK ;7=\
5 P4922) W TR (100m1) FPAFRIE 0. 03 % i AR AN O BEIR 26 - AT IR £h pHb ZE Pl
(50mM) o A 5EM AR (B0ml) HIZZME S 50mg2, 2" — ERIE (3— LHERIFFHEMENk —6- Ttk
fi& ) (ABTS ;Roche Diagnostics Ltd. , Lewes, EastSussex, UK ;77505 1204521) K 5FIRE -
B AFE (1000 1) I BN S LN . FEMRSEIRE N AR B REL 20 43580, 2 H
M A3 G FEEVEAE 405nm AL & “ 5 K& XTI DB A2 1.0, “F 1”7 (8 ATP)
g RE” (et a9 ) ABER T# e AL G Y FIRRETE 15 2BV R 50 % #0 ]
{H.

[0609]  (b) {AAM#ES ~Tvr751PDGER B ELISA Jl5*

[0610]  iZill & FH 5 W ELTSA v 2 ML B 9040 PDGFR B Hh S 2 IR B IR L 1P
[0611] & ¥W7E 7.5 % CO, 1 37 “C F {# MG63 ‘B A 98 40l e % [AmericanType Culture
Collection (ATCC) CCL1427] 1% 4% 7F Dulbecco ' s & B Eagle ' s 4 K 55 75 7 (DMEM ;
Sigma-Aldrich ;755 D6546) 1, Frik 37354 10% M- 1% (FCS ;Sigma-Aldrich ;
FEh g F7524) Fl 2mML- B2 WE% (Invitrogen Ltd. , Paisley, UK ;7= M5 25030-024) .
[o612] I I, 4 Mo I il / £ — 1P % (EDTA) V&A% (Invitrogen Ltd. ;7™

o1
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il 15400-054) MIEFEIE 73 B, BV AE & oM 211 DMEM [l 55 77 5 (Sigma—-Aldrich ;
PO 5 D5921) H, BT R BE IR R A A1 % Ik W 1 (stripped) fif 4 i ¥ (FCS)
(Sigma-Aldrich ;7™ &5 F7524, i 55 % ZEAE — A VG PRRR AE 55°C BE 7% 30 70, 4R 4L
ik, B B B 2 IF L g K ORI ) AN 2mM - & k% (Invitrogen Ltd. , =
5 25030-024) , 735 6 X 10" N4 /mlo M (100 1 1) FeRP{EiZEH 96 FLAIZIRE I
¥ (Corning LifeSciences, Koolhovenlaan, The Netherlands ;775 3595) ) 2-12 4T
(BRES LATHN) FIB-G 41 (F&r AFTH SN ), 132125 6000 M40 / LI . 455850 A FF
(100 1 1) B FEFIUAEIMLAF LSRN /N o AFANMIAE 3T°CHI 7. 5% CO, B =it il 4l 5
FLAG B

[0613]  HEIRAL A Y045 % 10mM DMSO T¥ 4695, 2 75 F R 1% 7R 58 RAFR B IR BV FE VT
o HRM GRS A GOn 1) AL 4 et . xf R4 g H 3252 DMSO
MR . A MAE 37°C 5 7.5% €O, 575 90 4344

[o614]  f% MR LL T 77 & H PDGFy i) ¥ Br 15 40 M. A % % T 4% 1 PDGFy B R
(Sigma—Aldrich ;7= & 5 P4306) 5 4mM 2R RS (& 0. 1 % ik 38 K B 11 BSA) R & 15 3
101 g/ml [ PDGFy, W& o B ZI 2 5 IS R M B 15 1) 200ng/ml PDGF,, ¥ .
AR (50w 1) INAAL G4 A BRI 48 M A — 20 BEAL TP A9 21 < /N B 7 TR ey
A R IR AEAIIAE 37T°C Y 7.5% CO, K5 5 7 Bhe TG RRAL N B, A
120 1 1/ fL RIPA Sy A8 40 Mo s i, ik byl & 6omM = (R ) R e £h ik #h
(Tris—HC1) . 150mM S 4L5H . ImM EDTA.1% v/v Igepal CA-630.0.25% F=4EJHIREN 1% v/v
A IR ity 11 ) 571 45 711 1P2850 1 %6 Rt R Wl 411 i) 77155 771 2P5726 A1 0. 5% v/ v Hr B il 5715 571
P8340 ( A=Ak AR FN AN HIF5) S5 FIE K B Sigma-Aldrich Company Ltd.) . fEMERET
TS H S TR 5 70 B A IR R i S8 G UKIRAE —20°C & H

[0615] 4 MaxiSorp ELISA “F-# (Nunc ;7= /'S 439454) F PDGF B FHifk (R&D Systems,
Abingdon, Oxfordshire, UK ;7 i 5 AF385, &7 F 100w 1 PBS 4 B4k &k 100 1 1/ml
[PV R TR ) Ao AFTPTIRLL 1:40 MRETERRIR £h — Ik Hh 92 Pl (Sigma—Aldrich ;
P S C3041 s — R AR EE WY T 100n] 281K H ) 3R] 2.5 0 g/ml W 455 AT
(100w 1) IAEASLA, FARLE ACHCE 16 /DI #4525 FLAH 300 1 IPBST/ FL¥ENH: 5 X (BE:K
Bl 1 35h) . IR R FLH 50 1 1 ) 3% BSA/PBST 40T 1 /MK, $: H] 300w 1
PBST/ FL¥ESR 2 K.

[0616]  ihZEA VKR AN MU ML =W R AH 2R R BRIR A 0°C o B S0 (B0 1 1) (1) MG63
S s H = N N ELTSA BN o AT RE RIS f e SR P AR 4 — X idf AT« fEIREERETT
¥ ELISA WA HE 2 /Nif o A 300 1 1 PBST/ FLYEVR % 1L 2 ¥k FH 1% BSA/PBST i 54 PDGER B
Pk (Upstate Biotechnology Inc. ;77 8k 5 06—-498) Flfkia PDGFR B H11A (CellSignaling
Technology,Beverley,MA,USA ;7= 55 3161) PRE ) 1:1000 FBEW « B2 RAFE BOw 1)
PUREE BN S AL o K HZ DU EARR IC R “ SPT Ao B A, B2 SRR Rs e i AA
[RIPPAR bR IC A “ BERRDUIA "M . R BEIRE TP FE L /e I 300 w 1PBST/ FLUERF
B 2 %o H 1% BSA/PBST FLilHT — KBRS AL B 25 A5 10 28 —Ahdifk (CellSignaling
Technology ;7 it ' 7074) 1) 1:2000 M RE - 44 55 A AE (50 1 1) PSR A5 FLIN,
TEFREE R B T AR B RE 1 /IS, I 300 1 IPBST/ FLUEVR M 5 YR o HR 4 3% 7 U BH 45
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A2 R IGJEY (Pierce Biotechnology Inc. ,Rockford IL,USA ;77845 34080) . #5254y
BFE (G0 w 1) AL ROCIRAEE BN S LN B PR H: 2 7399, 7% SpectraFluor Plus
M Es (Tecan UK Ltd. , Reading, Berkshire, UK) FiRHUAR 6. 18 o8 2 BRI AL S Y
“CEERRPUIAR” B S “ SR SO L 2R, P L A 22 B i e B R AL A0 1) 1Cs,
{EL, 58 O BEFAL S 5387 o
[0617]  (c) A4 MG63 - A1 JR 1
[0618]  iZI e fiff e A4 A P HN ) MGE3 & R4l g (ATCC CCL 1427) HA5E I RE

[0619] K& MG63 4 LA 1. 5X 10° AN / FLEEFH 42 96— FLi% B0 2 1% 77 AL 22 1 I 52 AR
(Coming Life Sciences ;™= &5 3595) P, fE M I 60 1 1/ FLIIASEE 7= (5 Cly
2111 DMEM. 1 % S W B 1¥) FCS R 2mM A3 2B ) AR A MIAE 37°C 5 7. 5% CO, 35731 o
[0620]  {FMINRAL AW fRAE DMSO HH 133 10mM P43« FH b SCHER (R INR B 57 A B 45
SRARERIIE 2 B 20 1w 1 S50 AT I R AR RS VBOIN N IE 2 (R FL I - ZR A A8 LUAS 210X
WP o R EE RS HohnN DMSO ¥ KX B FL AR E il — X Pty . A
TR PDGFRy, B3 R AmM ERRVAE (7 0. 1 % ik 38K B 11 BS(A) VRA 133 101 g/ml
PDGFg W45 W o FF I £ DRSS 7R 25 M B 43 21 250ng/ml PDGFy, V¥R o 455853 1A
(20 1) InAN—ZX LR R “ R KR S Qo D) IMA—AEHIMLE
V) — A BRI RRIL R “PDGF g MW7 HPAR . 25 — A B A& — B PO $
IGFEHE, RO IR a7 R IR . TPIRAE 37T°CH 7. 5% CO, 1555 72
N o

[0621]1 1 BrdU #ric k7] (Roche Diagnostics Ltd., Lewes, East Sussex, UK ;775
647229) LA 1:100 FoBEAE 1% IRWL BN FCS 1) DMEM B 7825 rp, #5570 K (10w 1) A
FAAF RN J 10 u Mo TARSE 3T CREFE 2 /M. BIHEE R AR (FixDenat
YW, Roche DiagnosticsLtd. ;77 /5 647229 ;2001 1) AN FLWN, LR EE B N
SPARBERE 30 43 Bhe R H FIVE W, F PBS SRS L (2001 1/ L) o ¥HL -BrdU- AL
A (Roche Diagnostics Ltd. ;7755 647229) PL 1:100 #& B LEPLiAF BE57) (Roche
Diagnostics Ltd. , {5 647229) 41,44 100 1 1 iR AN &FLIN « 7EFREER BE T -F
BRAEHE 90 43 8h . K FLFH PBS ¥RV (X3 ;300 1 1) DARAIRBR LR &5 S ik g . 151
B W R T4, 5 Y AR L B 2R i JEE D T (Roche Diagnostics Ltd. , 75545 647229 ;100 1 1)
IMASILA . PR G4 LRS- RN HEREE 10-20 438 #5587 i AR R
(IM ;50 1) INANIE A FL A BLE  EARAT I — 20 [ N, 71 450nm P& & LI . i€ 7E
W PETE A I RPN AL A 0 4 NG A I FD IR R 5T 3 R T — JETE I 1C,, {H.

[0622]  (d) AA&4 HUVEC HEE 5

[0623] 2l & i 2 WA AR A 4040 sl N B Jhk A 2 4 . (HUVECs) BAE Rl — SRS 1
I EE

[0624] ¥ HUVECs 43 B AE MCDB131 (Gibco BRL) 1 7.5% v/v i52FIfLiE (FCS) v, F4H (48
2-848) 7EMCDB131.2% v/v FCS\3 1 g/ml JFZEHM L v g/ml EALTT AR RITR G, 75 96 £L
BRI R 1000 N4 / fLo dmeb 4 /NS a1 40 B I AGE =4 B A R (484 VEGE)
R B4 o F B TEMAE 3TCTHIT. 5% CO, FHFFE 4 Ko FEEH 4 K, M IMEFRIE N A
1w Ci/ fLomAL IR IERE (Amersham product TRA61) JF¥57E 4 /M. H 96— FLFHfc AR
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(Tomtek) WLHEAML, H B AR CHEZS I E IO I N ZH M P IR JRCR e, CLARR 53 Pt 2k
(cpm) K7, T 2 TR AL A A IR — 3 0 A B B ¥ A A

[0625]  (e) A PN S A JR7 2 9 A 7Y

[0626] %150 i A A M ) SE A9 A T g

[0627]  GEid LA 1 X 10° 4> CaLu—6 401 / /N2 FyESE 100w 1 ) 50% (v/v)Matrigel/ 6
I3 PR 85 5 3 VR, AEMEVE S AR Swiss nu/nu /B WMIE R R 37 Calu—6 PR S5 A RS 4
Yo A MIEAE 10 K5, B/ SRR R 8-10 il , B sl HA m] LU 4 Py 1 33 g AR .
J3 2 v AN =i Sl N o = K

[0628] (I1Xw)X « (I1Xw)X (m/6)

[o620]  Horp 1 hmKMESM w AEE TRKERNES. R —IRORE TSRS
WA/ 21 K, SR RIS SRR . BB E M8 2 k. H] Student’s T A48 F1
/ B Mann-Whi tney FRFURLES , 18 ik LU A0 REZH ANV 77 20 01350 I eg AR R U0 AR il 1) 7K
[0630]  JRE K T AUA40 1 245 B M 5 4 B ST 28 () Bt &5 44 AR A0 i 224, H 2 18 5 ke o, 78—
ek ERRE @) (). (e () F (e) W, FUUFKRESFIET, ifuEsE T a9

HAWEME -~

[0631]  RE (a) :— 7E4 40 0. InM—5 w M 35 [l A X PDGER a 828 R g (1) ICs 5
[0632] LEBIAR 0. InM=5 u M JEHE X PDGER B 1% 2z B T 1) ICs 5
[0633] 1E 0. 1nM=5 1 M &5 [ Py X5 KDR P 28 BRI 1Cs, 5

[0634] X I (b) :— /£ ] 41 0. InM-1uM & W X B B -Tyr751PDGFR B ]
1Cs 5

[0635] R (c) :— LB InM—5 1 M 785 [ Y % MG63 15 AT 48 1K) 1C,,

[0636] XL (d) :— 7EMFI U1 InM—5 w M 5 [F Py % HUVEC S4B 1C,, 5

[0637] RIS (e) :— 7EHI T 1-200mg/ ke, K it Fl A ) S Bh A AL AT

[0638] 541, St 1 A FF kAL S 7RSS () T BAETEA X PDGFR « P2
BT IR] 1Cso 92 0. 25 w M, Xf PDGFR B g 28 BRI 1) 1C5, 124 0. 06 1 M, XJ KDR P28 BRIk
(8] TCs MZY InM sAEIRES (b) P A IO A ST ER ~Tyr751 PDGFR B [KZ 1nM ) ICso
[0639] 54, St A1 6 24 FF (I kAL S 7RSS (a) T HAIETEA X PDGFR @ %2
B VAIEIRT 1Cso 2 0.4 u M, Xf PDGFR B % 2 BRI IKT 1Cs AZT 0. 3 1 M, X KDR % 2 B i
[ 1Cso M %Y 10nM s7EIREE (b) T IHE XS IR —Tyr751PDGFR B 1147 0. 5nM [ 1Cq0
[o640] 5141, 7ESEHEH 9 ARG 1T A TF I B Mkl S AE RS () T HA T
WETEA X PDGFR @ FR 2 BRI 1) 1C,, £ 0. 3 u M FIX; PDGFR B B8 Z B B 1) 1C,, N Z
0. 1uM7ERE (b) HHEITEME A AR ~Tyr751PDGFR B 12y 2nM [#] 1Csp0

[o641] M4, 7ESEHEM5] 10 HAE LAY 4 A TF R kil & 7E 5 (a) F HA XS KDR
Fi% 2 PRI 1K) 1C5, A2 10nM FITEPE 7RSS (b) A HA XS WEER ~Tyr751PDGFR B ) 1Cy,
25 InM 16 M

[o642] M4, 7E 5L A5 10 FAE AL G 27 24 FF (v ekl & 7E 5 (a) o BATXT KDR
g 2 BRUA B ) 1Cso A InM B YE 7RIS (b) P HAXBEEZ ~Tyr751PDGFRB [ IC5, A
29°0. InM I35 2
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[0643] 4 L SCPRE R T LAY ek Il 2527 L nT 52 (1 3k DUR SCRR 2 1957 &30 [ 25 25 1
FHATEAS R S EE A

[0644] MR AR B X —Jy 1, 4t —Fh G A A, © a8 B SO E ) 2 T v My
A ER L 252 BRI () R RGBT 25, UL S IR I 24 2 b AT 4 52 (1) 0 R 1) B
Bk,

[0645] AR BHIIAL W] R HEA DUIREIE (B 370 BE 7] A sl 4 i 3 L /K sl v
e VR LIRS T 23 R ) Bk R B R R B ) ) IS A R AR A B (AR R
) S BT B /K B M VR B TR BT ) TR SN 2T 3 (B Wk 40 43 BRI R 7 B A
R GEE RN LT (ks 4 73 BURrk ) BUE A B s Zift A (i
THRK P BT IR Y SOULP 25 25 10 T i /K B e s v B T B4R 25 KRR ) .

[0646] A BH (¥ A4 mT FH AR TSN 1) I 25 IR0, 8 BT V3545  RIE, Bk
FUIRAE FH I AT AL, 49— Fh B2 B G0 BT kR / BB ).

[0647] 55— Fhul 2 PR TEFIZL -5 T8 1 5 — 550 B FR 0 T e 1 B e 7 05088, Bk T3
7 LR BAR L 2iia At B, B VRS 3 A IR 54 &, 49 5 a2 0y (8 &
IR T RV S 1) Img—1g ( FEIE 54 1-250mg, )40 1-100mg) & My, Frid O A] 2y
5-98% uH N R GV EE.

[o648] ATy BIURG B R T 4B YR30 & /N 18 B SRR 7 0 1 1 o™
T B R AR AT T ) LA R4 2 A%, R Ak B J a0 B 2 S I e 2

[o649] X I &ML TH7F STl B BB, 85 & 45 251 H 5 & 76 4] 41 1mg/
kg—100mg/kg 1A (175 Bl N, W TFE ] R4 2. — R R, 76K FH B Mo @ =i 45 7
BART B o DAL, 9 i K P 4 24 1), K 8 FAB 2 1mg/ ke —25mg/ kg A4 FE Y [ N I 57 & o [
FE NG5 25 R4 G0 G 1mg/kg—25mg/ kg A4 [l N 3R SR AR I8 F1 RS 245, 5l
SR A FIER ORG24 EE, PALRELK A5 2 10mg-0. 5g AR ED .

[0650] 1 b JTik, H540 PDGE 52 Al 1% M, Rl 2 F0 ) PDGF « i1 / 8K PDGF B 52 {41
SRV, VAR 3077 K 40 M i e e ms (e ) , R 30 o eg 2B A
B LU A s gk o Ak, 550 VEGE [¥E M T R T ¥Ry K & 5 1l A AR e/ s
EBIEMEREINE A CUERE ) » e 307E R T P00 hosg & 4

[0651]  FATTIR LR IRAS SCHEIR B8 19 2— 2R3E S WE AT A=) HoAa b an Mo s v m A
ST . AR T AL A ) AR S0 YT 40 B AR M5, 491 18 iR X PDGE A2 (AR 2 R K
BRI FN IR / BAR B VEGE 52 1 1% 2 IR S 1 0 sl ke 42 i B i Bg VE

[0652]  HRHiE Ak B 1) X — 5 T, $& 4 bSO o 1 msmdenbh iy AR sl I 25 2% Bl 211
AW T2, A TR S an N 259 .

[0653]  HR#iE Ak B 1 X — 75 T, $& 45 bSO o 1 msmdenbh iy AR sl L 25 2% Eml 211
R BHNEWBETA, TR (BB ) 403w skfyy (BRTIRG ) 5 il /8 A g
/ BB IE AR IR -

[0654]  HHiE A A BH 1) X — 7 1, $& 45 bSO o T msmdenbk iy AR sl L 25 2% B ml 2 11
A EFNE YT, FEHl H TiayT (BB ) 40 i m sk (BTpy ) 5 i
AR/ BB IE AR R I 25 T I i

[0655] R4 A< A B 3 — 77 1, i R AR /5 B IX FpiG YT (slIips ) W I sh ) G 7
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CECTIBT ) 40 S S s 1 75 32, B /7 B A GTY (BERT ) IR sl iayr (s
B ) S AR/ B SR T SRR TR, Bk 5 AR T ik s s
SRR e 3 T MR 2R A B 22 Bl A2 1 2k R BT 2

[0656] 53 FR) 24 0 184 B 1 0 A 1 TR T2 S i » 49 i (A — /0S40 B /) 48 i 7
ANSCAE e ) W e (gt i ER IR ) A2 s LR 5 L TR e
CHME I TR ) JIEE o« 8 S JB5 IDE e S AN Uee | 0 8o B SRR L JBR e =2 R0 L IR
Fiee SR AT SR B A B e ™ M B IR ET 4k AR ) 5 LR I A 8 fnnfge ik
HHETE A M (CML) AV 58 50 k2 40 Mok B s (OMML)  SME vk B2 40 i 1t s (ALL)
e R 4 M E Py (ONL) S SR 8 IR iy (AML) 22 e PE 608 ) o

[0657]  HR¥EA A W KIIX— 7 I, I F (I AE 75 B AR YT RN Bh P G 7 48 o e MR
T CBISEAIE B ) 7735, BTk J7 i B s 2 T ik sh A 20 1) B SRR GE 3 T e
AT AR B 255 BRI I EE VHT E  ET 25

[0658]  Hi' 3 (1t 4 i K 5 My A G AR — s, ) i B (s R AR AL
AR, U0 4k 5 T BRI S L AR E S K 70 AR AR A R ) ATk i (
B ETYEAL AL I ET e RN 2 B W B AN ) VB /DER'E R PR RTAIRAL K SRR
(SRR AE IR RGN ) 22 A MEREAAE L A B o 2 JER e 80 B A28 P 1 2 M
B FOACHE B PR B 0 T A0 o S AR PR g 1 9

[0650] &t i) M & AL R / BB VB AT S IR B4, 451 ] DL 48 PR s P AL A
FRAP A B I8t Jee Ak SR KRR T 2 Bl K B FEAL A I8 R PR R B 88 (9 A B 8 2L
A

[0660] R A B i S — 5 Tl $RAE A 697 ComuRly ) g A B SRR e g 2 T s e
T B L 2% Pl 352 1 2k R V)BT 25, BT iR IRRG PDGE A2 % ( 41 PDGF a T /
o PDGE B 52 A 8 MR ) 1M AU/ B0nS VEGE 52 1A I 28 B ¥ (1 KDR A1/ B
Flt-1 ZARM A R BENE ) (INHIUR, Prid i & T SO 9 M 88 58 A7 1R 22N R RE
DALIIEREEE i

[06611  HRfE A< BHIZ 77 I 1 XAk, S B ST PR [ T W Memph iy B sl HL 252 ]
P2 R S BT 2 AE 5 TR YT (CHps ) AL BiR 1) 25 1 i, Biid e
Xt PDGF 32 7k (41 PDGF a A1/ 8 PDGF B 52 /KBS Z BRI ) M UAT / B0 VEGF 52
TRBR e (0 KDR AN/ B FLe-1 SRR IR ) (IR, pr ik B b 3 2/
A MO A7 IR BRI R 1R S S PR,

[0662] R AN A WX 7 Il ) 3Rk, 4R (kiR (sl ) B E B sh iR 77k, BT
AR MR XS PDGF A2 /KR (41 PDGF a 1 / 8 PDGF B 52 (A MS S B UNG ) (1 HIRUEA / 8Okt
VEGF 52 (AR 2 Bl (4n KDR A1/ B F1t—1 S AARR A MR ) ROFMHIRUR, Frid s s
SR A UG IE A7 3 IR SAE R RE ) 1015 5 B S IR, Brid T ik s 4y 7 Brid sh A
B B SCRRE RSN T MM AT A ) R 25 5 RS B N S D BT 24

[0663] AR A B I 3L — Ty T, S A SRR e ) X T W AR A2 3 2 2 Bl B2 1Y
ISP ECET 25, TR0 PDGE A2 (AREIHI/E A (i PDGE o RiT / B PDGF B A2 /4 s 28
MR UABE ANV ) A/ B VEGE 52 VR 2 IR B I )V ) (2 KDR AT/ B F1t—1 52 {4 2
MR AR IR ) o
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[0664] AR A A& B IX J7 THI ) S —"RefiE, $2 455 b SCPR 2 15X T W b A7y A= 4 sl L 24 2% BT
P52 1 6 SN G BT 257 i 25 2590 Hh B R a& BTk 259 FH T4 PDGF A2 ARl 3 il /E FH
(4 PDGF a F1 / 5 PDGF B 52 {4 Mg 24 BRI EG I HIAE H ) F1/ 8 VEGE 52 44 B 28 B ¥ty 411 i) A=
A (i KDR FT/ 8] F1t—1 52 R E s BRI HIE R )

[0665] MR A BRI X — U7 [, I PDGF 52 /&R (41 PDGF a 1 / B PDGF B 5214
% S PR ) 1/ BRI VEGF 52 ABS Z Bl (W1 KDR F1/ Bk F1t—1 52 PR ER 2 R Pl ) 119
T BTiR iR T A RE I bR e i T v AT A s L 22 BT R L
WHIE VAT

[o6661 b SCRRE HIBUR AT Rl AE R B — 3077 T2 A, B B A I B (% s bk A3 A2
W26 B ARG I F AR BUBT BALTT o IXFERIAL T T ARG —Phak £ Fl LU 2850 BT
e

[0667] (i) 7EE=HI MR &R BN TE / Buiie 25 S S A A, ake A7) (0 i
AR IEIG BT VA R TR E S A 2 RS FE R ) BRI (Wi B2 5
(antifolares) , il W FACPEWE S (40 5— 5 bR W8 g A 0360 ) 75 55 il 28 . AR U nd | i s
e BT AFRE R IR ) PP AE R (NBERE R, W E R R ER . ZRILA.
FUAFR KEUE EPAFRAFER LRGSR CONEEENE RER) DA 275285
(WK B, WHKECBR AT SR KB R A I, DR A B R A B
FIZR R ) s A BEAHIF) Can R 4 XFF2 (epipodophyllotoxins) , 4K FEIATF
R TR 22 WY g S FEy S BEAN S R )

[o668] (i) 4HBEINHIFI, WPTMEBEERIS (UMb B8 25 4R B RS  ERIg & 5 i
45 iodoxyfene) HUMERZR IS (WIELRENZ  RABIL B S K BRI A 420 ) . LHRH
FEHUR B LHRH IS0 Can X Im i S5 N B MR RA & B bR ) 2 28 (ln QR R 22 i )
75 AL TR Gy 0 e ke e U (vorazole) FIKPESEIH ) DL 5 o — B R
PR A 0 e f

[o669]  (iii) HUfZZEM (U1 c—Src Wl IV HIFI, 414 4- (6- %0 -2, 3— W FF 5L R 1L
) -T-[2- (4~ FIEEWRME ~1- 3% ) L83k ] -5 PUSU LR —4- FERA 5 Mk (AZD0530 ; [l iy &
) FHIE W001/94341) FIN-(2- & —6- FELKSL ) -2-{6-[4-(2-FR L) WRhE —1- 2 ]-2- Ff
BEWE gy —4- JE G JE ) WE MR -5- 2 Ik % (dasatinib, BMS—354825 ;1. Med. Chem, 2004, 47,
6658-6661) , F1 4x J& £ [ B 570, 40 B 7 =) i DL R PRISOR I 2T 4 o o B SRS AR 52
I BERIFIHIF ) 5

[0670]  (iv) A=A BRI 1 ZhEEHIHIF] + 1] Qom0 i) 50060, 48 A K IR 7 P AR AR K BT 52 4
ok (B, Bt —erbB2 Huik i Z H5; [Herceptin™] FIPL —erbB1 HFUATEZE HH1 [C225]) 5
S A At 551 0 5, 461 P L A S ) 7). (e B AR R PR SO PRI R) (4 EGFR S
% S, R B D A1 5] 4 N- (3— L —4- AR AR ) -7 F AR —6- (3 G MRAR TN 4 2 ) e
Wk —4- % (gefitinib, ZD1839) \ N-(3— LR FEERE )-6,7- — (2- R L LA ) e m
Wk —4- fi% (erlotinib, OST-774) F1 6- N & Bt 2 25 N-(3—- & ~4- | AC KK ) -7-(3- g
Wk A TR AR 2 ) mE Mk —4- fik (CT1033)), FT erbB2 % 2 1R ¥ B 70 1 57 40 lapatinib) ,
JH 40 Jf A A ERT 7 5 T 0 a1 375 o/ AR — A AR I AR R KA ) (40 imatinib) ,
2GR/ TN R SR ) ) (5] 4 Ras/Raf {5 5 300500, 23k e 5 &% B2 B 40 ) ) (A
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sorafenib (BAY43-9006)) ), LA K i ik MEK, AKT A1 / 5%, PT3K Ji i 41 f s 5 #0175
[0671]  (v) FLe o 8 A s, an S Lol i 8 py B2 AE R R R IR 254 [ e — ifn
BN R 40 A K R B R DUAR B BT [Avastin™] F VEGE 52 14 K &2 I 6k i 30 1 570,
4= (4= IR —2- ARG ) -6 FAHE —7- (1- FIZE0RIE —4- FEFFAE ) meE bk (ZD6474 5
WO01/32651 H1 [y SE i 4] 2) \4-(4- 38l —2— F ARk —5- ZE4H 3% ) -6 A4 2L —7- (3— ik
i —1— FE T AL ) W kbR (AZD2171 ;W000/47212 H () S i 5] 240) . vatalanib (PTK787 ;
W098,/35985) F SU11248 (sunitinib sWO01/60814) , Flii ik H & LIRS FH 4k &4 (45
F v B, BB o v B 3 ThREFHIFIAM A A KINE )] 5

[0672]  (vi) MEHRARF, 15 ATMYT A4 LA AE B B %A Hrig W099,/02166 W000/40529
W000,/41669, W001/92224 ., W002,/04434 F1 W002/08213 1 A FF LS

[0673]  (vii) Je SC¥GI7 I, b K b SCHT A BERR R EE3697 5], 4n TS1S2503.$i —ras
SMARITH 5

[0674]  (viii) JEPEIVGR YT &40, A0 560 W AQ R v 2R B (e ¥ pb3 B+ BRCAL B},
BRCA2) M1i&4%GDEPT ( ZEIAl — 52 M B AT 2597325 ) da A, s FH o me e 2 it I8 £ iy sl 4
PR 2500 B ) T i A%, DA R 3 £ 3 A 2 VR BT T v (W) 2 Bl 254y i 24 (1) 2%
ERISTVE ) IR 52 PR R a4 s f

[0675]  (ix) iy vAa s, 0455 060 3 m A5 3 b I8 40 Ji 1) F 32 D 1k T A A TR PN 3442
WA MR 7 CAnEA A28 2. A 2 4 BOR AN ML — B Mo S 7% R Rl 7 ) A6 4, ol b T- 4
L TG P PR AR 428 5 A P 2 G e 92 400 O 0 40 R R 1~ — e S P AR 40 G FR e 428, A6 FH 4 e A
T — FEYRE PR 40 FR R AR R T - RN BRI IR AR

[0676]  JE i[RI P B 70 TF 45 T 1697 B AN 453, AT DUSEBRIL R B GR YT o LSRRG
vt A5 FH AR 1) 591 Bl PN TR A O BH AL 40 LA R A P P 3 L P 1 e 25 P s 5

[0677] R4 A< BH R IX AN Ty T, S A 24 = s 0™ B R b S0 R T s sk A
AWy UL K FIEIERA 1R IT 1 B0 e BUE 2

[0678] A/ BH 3 — U7 i B FEA >R B E Br &R HE W001/74360 H ) 2 IF, B 445 Tl
B4 VEGE 52 PR i 2 BRI G0 )77 (AU 4& 2 e A B A $2 (R A 38 A R R 1 & 08 1) 24
BN J12ERAE ) e A 2 2, W R EUM A FF S . — kb, AR B4 P05t
VEGF 2 {ARS 2 BRI (11 KDR P 20 BRI ) FLA FAvE 1t o BRI, — kit U AR &% B I
WEWLEL TR (W) BRI R . A TIRI9IXFER i R VE A, BRAS
KB AT AR 2 A, b SCE U PUE R T ARG T E B E LR 2 . X FERPT A
IR 25 AL G —FhER Z R LN R A T A M R 2 -

[0679] (i) % PHA ], dnz S 1 oo /KA BEAN RIS H Y

[0680]  (ii) I 'EoKREEALBEIMHEIF] (ACE- M1 ), 40 -FFEAR) A e A L v 317 )
R FSE A 5

[o681]  (iii) MEFEIKZE —11 ZAAFEDIH A-11 P , Wy E b A
[0682]  (iv) B — BHFAFF, GNPl /K SEFEI% IR FIE D Y% /K

[0683]  (v) a — BH¥ I, 412 vbwenzz | Wik ki T 08T

[o684]  (vi) “HI/E&TIR”, B ARG AL &7 5K ) bR &5 SRS JE i 8 &F 5k 50, 40
FER IR A v b R W e Rl R XU IR B 5 A
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[o685]  (vii) “FIFRF”, &AL AR FFWE —RAT ALY A AHLRA R SR PR 2 ] )
PRI AT A )R] PR AR i e 0] R 51) St BRT DKy ) 5 GRS S e | ST e R 28
Ko

[o686]  HRH4fE A< & B IAX AN 5 1, & A5 3677 e e 1) 24 = S, BTl P AR B SCE X
(2 T s Rmh AT AR ) R0 B S0 SR R I R 24

[0687]  EAR I WAV EEHERLEY (RN ) BG4, (BEFER, e IE ]
DL T30 PDGF A2 1A 20 BR i i 1V FH o RLI, T 264k A4 m] LA 3T 0 2B 4 22 R 36 T
FIHr 253 25 )R 5T I AR HE o

[0688]  HL7F I ik LA SE it 49 %t AR & BHEAT Ul BH , S — Bk -

[0689] (i) BRAES A U8, 5 WIHRA/E R SEIR A HEAT, BIAE 17-257C ()38 B i [ py A
EMHAAE (A RBESR ) AR T

[o690]  (ii) — MRy, Kk Nk B J5 85 W 2 )2 M (TLC) M1/ 8843 At i s VB AH )2 #r
(HPLC) ;% HA 1 5 R Bf TR AN — 2 & T IR B 1) B M

[0691]  (iii) WIRTE, AHIAEHE TLAKMIRE: T, i A H D BRAE pE Bk B 1 1] 44 )5 1k
1T 75 Tl B8 e e 75 R AR AT

[0692]  (iv) f=3 (WIRAFLE ) A—2 & n IR 1, W R 752 5 K& 1 RN =]
EERMN ;

[0693]  (v) —fkeif, X T &7 Wi 2548 A% 4R (NMR) R/ BSOBTIERE AUE 5K 5 HLms
SIS A s H Waters ZMD 5 Waters ZQ LC/ JFi {3145, SREIE &+ F 40 25 7 W A i, —
MRS SEARGE A RN E T T NMR AL 22 AL B {5 7E 6 5 Bruker Spectrospin
DPX300 1A & , 723758 Y5 H 300MHz EATHAE sAEH LA NAR'S «s, B 5d, XU 5, =5
U 5q, PUEEIE sm, 2 FEIE sbr, BE04 ;

[0694]  (vi) FRAETIAH ULBH, 15 W& AKIFRIR A / Bt R T R SRR 7

[0695]  (vii) Hr[aMfAAN—mE e, (A TLC. 73 # HPLC. 4040k (IR) FT / B NMR 43
FrvPl e AT g R A

(06961  (viii) BRIAEGIA UL U, AL ZEHT PRk ) b R AH Z 8 MPLC) 7E Merk
Kieselgel fifEfiX (Art.9385) FHEAT ;

[0697]  (ix) #ll#& HPLC 7E C18 RAHRENR bibAT, B WITE Waters ‘Xterra’ #ile¢ RAHAE (5
WORHERE , 19mm BL42, 100mm K5 ) HPBERMRAY (B0 1% CEREHE 1 % S8
W (d=0.88) 5 CHERIBERIMIEIREGY) ) e MFRIEEAT

[0698]  (x) 43RAFHELLER il () an sp b R sh sl — b k) XA T, 1%k 1T
IR DAL A P B K S0 B R O BE R 5 — R UE, ANZREUT 2 20 M B0 i 2 1% 2R 1)
FEf AR

[0699]  (xi) {FHLL T4 -

[0700]  DMSO TR

[0701]  DMF N, N— — FA L R I fi
[0702]  DMA N, N- R OB
[0703]  THF IWEAURE

[0704]  SEjiadsl 1
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[0705]  N-(3- RI4IEZEIE ) —2-[4- (6, 7— — WA SEME MObk —4— JE4RE ) H5E ] 2 Wb
[0706] ¥ —FNEE LR (0.073ml) A 2-(7- BALR I =M —1- K ) -1, 1,3, 3- PR
N BEER (V) (0. 16g) HKIKIIN 2-[4-(6,7- — F AR FEM Mk —4- FE4E ) K36 ] &
2 (0. 12g) \3— FAAIEZRNE (0. 047ml) AT DMF (3ml) FIHEFIR AW h, FERBEIE B 6 s
REDPEFE 2 /NI IIAIK, W UTve Py it s R, S e fn FEE Y 19: 1 IR-A V) A v
FIHATRE AT Z T aliAt . FH AT R AR PR Gk 54 (0. 122g) 5'HNMR : (DMSOd,) 3. 69 (s,
oH), 3. 73 (s, 3H),3.97 (s, 3H), 3. 99 (s, 3H) , 6. 63 (m, 1H) , 7. 15(d, 1H) , 7. 21 (m, 1H) , 7. 26 (d,
2H) , 7. 34 (m, 1H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) , 10. 21 (s, IH) ;__J&
I oM. +H'446,

[0707] 1 4% AR JEORH 2-[4- (6, 7— — AR s bk —4— JE4RHE ) 283E ] 2% -
[0708]  FEES F¥r 4- & 6,7 A IEMEmek ( BRI &R HIES 0566226, HoA 1 5L
Bl 1 51g) \2-(4- FHFEZFE) LR (0. 713g) HRERER (1. 85g) A1 DMF (10ml) KITRAWHHEIF
IFAE 90°C 2 /NEF . BHRE YA HI R IR BHR A, NN Clk. B UTie Al g m H &
BEVESS o AE A A T/, NN IN SRR /K A AT i R AL 22 pH3. 50 ¥ PT A3 UTIE D AT,
F CTRBES L A T LSR5 5k (1. 4g) ;'HNMR : (DMSOd,) 3. 63 (s, 2H) , 3. 98 (s,
3H),3.99 (s, 3H) , 7. 25(d, 2H) , 7. 36 (d, 2H) , 7. 39 (s, 1H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;_JF_ii -
MH+H'341,

[0709]  =SZjifs] 2

[0710]  N-(3- —HRILFIRERIL ) -2-[4-(6,7- — FFEIEME Mk —4- FL400% ) K%L ] OBk
iczs

[0711]  FHSCHEW] 1 #EIR IR, AF 2-[4- (6, 7— — AR FEmE bk —4- 4R ) 2R3 ]
LR Y 3— PR I RN [ N AT BIRR B A4, 77 2R 86 % 5 HNMR : (DMSOd,) 2. 14 (s, 3H) ,
3.35(s,2H),3. 68 (s, 2H), 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 96 (d, 1H) , 7. 24 (m, 1H) , 7. 26 (d, 2H),
7.39(s, 1H),7.44(d,2H),7.53(d, 1H),7.55(d, 1H),7. 58 (s, 1H), 8. 53 (s, 1H) , 10. 19 (s,
1H) ;JEE :M+H'473,

[0712] G il AR JRURH) 3— — AR a2 R ok i <

[07138] =& Ji& (3.64g) WM 3- AFEFILIR (2. 62) — Nz hieEh (1. 96g) A =5
e (26ml) FHREDH, (R EERE N ITIRIRGYINEEE 2 /M. 28R, 15k ) H
IKWRE I G IR CBEFEEL . A MU K BEG, SR EE TR IF Kk Ys . HILIRTE N, N- =
L —N-(3— A2 R 55 ) i (1. 6g) ;"HNMR : (DMSOd,) 2. 18 (s, 6H) , 3. 34 (s, 2H) , 7. 63 (t, 1H) ,
7.75(d, 1H) ,8. 12 (m, 2H) ;JFiE M+H 181,

[0714]  FBrpy4R (0. 8g) M LBEWEV: 2 Ik, I N, N- R -N-(3- iR 5 ) iz (1. 6g)
7EFEE (10ml) F1LEE (Boml) JREWTIEE N . EHEHREMN 1 8 MEATE MRS
WBLFE | e SR NIRE Y, R IETR . TR AL E T AL, S jE B A R
FEER 19:1 2 9: LR BV UL R &P Her T RS 20K SR 9:1 & 18: 3 IR A
R FRIEAT S B L VR o R ARAT 3 AR LK% (0. 85g) s'HNMR : (DMSOdg) 2. 11 (s,
6H) , 3. 2 (s, 2H) , 4. 96 (br s, 2H) , 6. 41 (m, 2H) , 6. 51 (s, 1H) ,6. 92 (t, 1H) ;JE1E M+H'151,
[0715]  =Zjifsl 3

[0716]  FHSLHEW] 1 R IR, AR Y 1) 2- 2R3 LR 515 U I 2R i R NAF 2SR T4
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R EY) . BRAE S B UL, 5 W aER s N =088 FH il %6 HPLC 41k, F] Waters ‘B Basic

Hypersil” RAHAE (5 TCKAERL, 30mm A%, 250mm K& ) FIZK (5 0. 2% ikiRE: ) 5 LM
BEAR VR S AT o BRAEDI AT UL A, BRI A ) 1B SR AT 1 SRR

[0717] &1
[0718]
H 2
2 N\G_
(R®),
(o)
o)
N 2
(R"), | jl (R?)q
~Z

N
[0719]
Y5 (RY, (R, (R,
1 f#
[1] 6,7- — H4EIE H 4— W -3- FHE
[2] 6,7 " FHEKE H 6- . —3- LI
[3] 6,7- — A H 3- FL AL —4- A
(4] 6,7- —HEHE H 3-(N- IR HE N- FEEFR )5 H

B
(5] 6- F4IE -7-(2- H 3-(N- IR HE N- FEEEFR )5 H
PRI OEE) o

[0720]  JEfE PR IESAE W R BT R

[0721]  'HNMR : (DMSOd,) 3. 7 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 52 (d, 2H) , 5. 44 (t, 1H) ,
7.26(d,2H),7.32(d, 1H),7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) , 7. 63 (m, 1H) , 7. 78 (m, 1H) ,
8. 53 (s, 1H) ,10. 36 (s, 1H) ;JIil M+H'480 F1 482,

[0722] 4- 45 -3- R IKNEAE Liebig’ s Annalen der Chemie, 1986,438 H4iiR,
[0723]  'HNMR : (DMSOd,) 3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 4. 43 (d, 2H) , 5. 23 (t, LH),
7.08 (m, 1H) , 7. 2(t, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 7. 84 (m, 1H),
8.54 (s, 1H) ,9. 98 (s, 1H) ;JEiE M+H'464.

[0724] W R & BB 6- 9 —3— FR AR 2R oK) <

[0725]  7E 1.8 MEAAIE FF 4- % -3 2RI (0. 58) 10% 51 / TrfEtbs) (0. 1g) FA
LR LBs (256ml) WHREWHEFE L /NN Ly R NIRG Y, 28 K I8 - %%’#@%FE&EF‘
Mratith, H S FEE R O/ SR 2: 1 IRE W el HI3RAE 6- & -3- F P E K.
"HINMR : (DMSOd,) 4. 41 (d, 2H) , 5. 19 (m, 3H) 6. 42 (m, 1H) , 6. 77 (s, 1H) , 6. 95 (m, 1H) ,

[0726]  'HNMR : (DMSOd,) 3. 65 (s, 2H) , 3. 74 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 46 (d, 2H) ,
5.05(t, 1H),6.87(d, 1H),7.26(d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (m, 3H) , 8. 53 (s, 1H)
10. 07 (s, 1H) ;JEiE :M+H'476.

[0727] W R B IR R 3- R EE —4- IR HRIE -

[0728] {E 2 MEAAAE TR 2- AR -5 MK AR (3g)  H AL (0. 3g) Fl FFEE
(150m1) HITRG P HFE 3 /o ok P8R ARG, 28 KB . H LIRS 4 [ AR ) 3- 72
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Ok —4— A4 35 26 i (2. 08g) 'HNMR : (DMSOd,) 3. 63 (s, 3H) , 4. 38 (d, 2H) , 4. 56 (brs, 2H) ,
4.82(t,1H) ,6. 38 (m, 1H) , 6. 62 (d, 1H) , 6. 67 (m, 1H) ,

[0729]  'HNMR : (DMSOd,) 0. 32-0. 37 (m, 2H) , 0. 43-0. 49 (m, 2H) , 1. 7-1. 76 (m, 1H) , 2. 13 (s,
3H), 2. 25 (s, 3H) , 3. 53 (s, 2H) , 3. 66 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 75 (s, 1H) , 7. 25 (d,
2H1),7.26 (s, 1H),7.39 (s, 11),7. 4 (brs, I1H),7.43(d,2H),7.55 (s, 1H),8.53 (s, 1H),
10. 1 (s, 1H) ;JiiE M+H'513.

[0730]  4n T il & FHAE JEURIT 3— (N= BRI ZE -N- AR A IE ) -5 LRI o

[0731] % 1,3- —HI%E -5 fifdE 28 (15. 15g) « N- IRARHEIABE W NZ (2¢) 2K B I 4 Ak
V) (0. 484g) FPYSE ALK (250ml) FHREPIBHEIE AR R 4 /MmN SE 235
P N-RATEFAEE W L (BTl 21g) LUMARMNIBEY . ¥IREGWAH 2B . A
ArmE (P 5 60-80°C ) o ILIEIREW, ¥ B 28 KA R (25¢) , I NMR 43+ #7 s H Ry
3— PISE -5- AE IR (76% ) R RNV HIIREL (~ 19% ) A1 3— IRACHIE —5- fifdk FAER
(~15%) MRAEY. ZREVWHT N PR,

[0732]  AF—#i5r (16g) WIHARIFIIMPIRYVE T Z & T 5t (16ml) o, DUXFE I Id R 5212
HUMAFPINZ (15. 3ml) FLEE (15ml) WIEEHERA Y T, DUE SOV IR G PIREFE REFHS T
40°C. EREIRE MBI RSP 6 /. ZERIBEY, F W R E Ml
b, FH =S P RE BRI IE AR R VR S A VeI R FHERAF N- RN 2E -N- (3 AL -5 A
FEAEHL) B (5. 45g) ;'HNMR : (DMSOd,) 0. 25 (m, 2H) , 0. 35 (n, 2H) , 2. 03 (m, 1H) , 2. 88 (brs, 1H),
3.8(s,3H),7.6(s,1H),7.92(s, 1H),7.99 (s, IH) ,

[0733] = ZBEAESEMNEALEN (1. 782) 7 HbINA N- BRI ZE -N-(3— FIZE —5- A2 W2k )
i (1. 44g) « Pl (37 % KE W, 0. 81ml) L& (0. 48ml) . St (20m1) F1FFEE (10ml)
IEFE TR S PN, 7RI BER L N SOV TR G P dE 2 /st 28 RIRE W), VR R ) F e IR
FEJE AT alifh, F S e SR AR PR VR A R P R IR RS N- BRI -N-
B -N-(3- 1 L -5 Al R R 3L 2 (1.32g) ;'HNMR : (DMSOd,) 0. 35 (m, 2H) , 0. 46 (H, 2H) ,
1. 77 (m, 1H) , 2. 17 (s, 3H) , 2. 42 (s, 3H) , 3. 7 (s, 2H) , 7. 54 (s, 1H) , 7. 88 (s, 1H) , 7. 95 (s, 1H) ;
JEIE MHH 221,

[0734]  7E 1. 8 DM/ T an b 3843 B OB A4 (0. 1g) FE (5ml) FILPR LK
(20ml) FHREDBERE 2.5 Pt S IEEREMEALT, 28 R B . TR B W IR AT J= #r 4didh
FH 5:5:0 22 5:5: 1 BRI A 6t LR LFEAT 3M F BE il 2 K A P ) b 3RS
3- (N-FRAZE -N- AR AL ) -5 AN (1. 04g) ;' HNMR : (DMSOd,) 0. 32 (m, 2H) , 0. 44 (m,
2M), 1. 69 (m, 1H), 2. 1 (s, 3H), 2. 11 (s, 3H), 3. 95 (s, 2H) , 4. 86 (s, 2H) , 6. 2 (s, LH) , 6. 23 (s,
1H) , 6. 26 (s, 111) .

[0735] ] 2-( < 3F = mk —1- 5 ) -1, 1,3, 3— VY A 25 iR 85 DY 96U O 2 R AX 7 2- (7- A e
H =M —1- 25 )-1,1,3,3- VY A IREG /S IR £ (V) , TEM BRI R T 4% I N IR & ) P +E
18 /NI o Gn SE AR AR 17 W A LA RRAE PR - —"HNMR - (DMSOd,) 0. 35 (m, 2H) , 0. 45 (m,
2H), 1. 75 (m, 1H) , 2. 15 (s, 3H) , 2. 25(s, 3H) , 3. 55 (s, 2H) , 3. 65 (s, 2H) , 3. 8 (m, 2H) , 4. 0 (s,
3H) , 4. 2 (m, 2H) , 5. 0 (m, 1H) , 6. 75 (s, 1H) , 7. 25 (m, 3H) , 7. 4 (m, 4H) , 7. 55 (s, 1H) , 8. 5 (s, 1H) ,
10. 1 (s, 1H) ;JiiE M+H'543.

[0736]  =Zjifsl 4
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[0737]  N-(4- 5 -3- FNEEEEFEARR) -2-[4-(6, - — FEIEM Mk —4- B4 ) 2R
N

[0738] ¥4 = ZBEAA LA ALAN (0. 072¢) FrfEIIA N-(4- & -3— FIELEEAKS ) -2-[4- (6,
T AR ek —4- JEARTE ) 2RI ] SBER% (0. 08g) (S Z (0. 021g) | JE AR = S
(0. 2m1) < FPEE (0. 2ml) AN S FE (0. 6ml) MBEHIREWIWN , AEM BRI TR ED
Bk 12 /NBF . ZRAEIREWD, R B W Hi4% HPLC 4lifk, F Waters‘ B Basic Hypersil’ J<AH
FE (5 TOKAERS, 20mm ELA2, 100mm ) AR (5 0. 2% Wkl ) A1 SIS IR VR A0 A
Ve Fh SRS Sy [ B RR AL A4 (0. 031g) 5'HNMR : (DMSOd,) 1. 03 (d, 6H) , 1. 88 (brs,
1H),2. 71-2. 8 (m, 1H) , 3. 7 (s, 2H) , 3. 72 (brs, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 26 (d, 2H) ,
7.32(d, 1H),7.39(s, 1H),7. 44 (d,2H) , 7. 55 (s, 1H) , 7. 64 (m, 1H) , 7. 73(d, 1H) , 8. 53 (s, 1H) ,
10. 34 (s, 1H) ;i :M+H'521 1 523,

[0739] 21 F il %% F 4 JE B ) N-(4- 50 -3- A BE 3L 28 56 ) —2-[4-(6, 7- — 7 4 L nds
Wk —4- JEAEEL ) KA ] OWEE -

[0740] % N- NGBk N- 45404 (0. 674g) FIPUSEALIY — IETNZEEELET (0. 158) MKIKIMA
N- (4= -3~ R L AL ) —2-[4- (6, 7— — 4L s bk —4- L4008 ) K38 ] CBER% (2. 3g) -
4 ASY T (1. 5g) &kt (30ml) FZHE (Boml) MR EY . B3 IRA YNt
250°C 12/ o 28 RIBEY), i BRI Zraiit, H Z & P BEER 19: LIREY)
PRI o FRAT R [ A BT 77 JRURL (1. 45g) 'HNMR : (DMSOd,) 3. 73 (s, 2H) , 3. 97 (s, 3H) ,
3.99 (s, 3H),7.26(d, 2H), 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) , 7. 59 (d, 1H) , 7. 93 (m, 1H),
8. 18 (m, 1H) , 8. 53 (s, 1H) , 10. 31 (s, 1H), 10. 6 (s, 1H) ,

[0741] SR 5

[0742]  FHSEHERY 4 FEIR ST 15, AFIE 1 N- (3- FRERFE RS ) —2- 2RI OB fE 5184
(i BRI S NAS IR TT AR AL &4 . BRAE ST UL B, 75 WA BT o5 i sl 2% A Jr R 48
AT AT .

[0743] X 11
[0744]
H 2
2 N@
(R®),
0]
0]
AN 2
(R"), | )N (R%)q
y
N
[0745]
Y 1 (RY, (R%), (R,
TR
[1] 6,7- — A H 4-H -3- ZEEWHE
[2] 6,7- — FAEE H 4-F -3-(N- 5 N- HEFLHFIL)
[3] 6,7- AR H 4-H -3-(2- FEWRN 2- 4 -1- BFEHE
)
[4] 6,7 — 4K H 4- -3~ N -1- FEHFIE PR
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[0747]
i
[38] - LR 6 3 A 3 SRR
A 5

[0748]  JEf# =W E PR QR R o
[0749]  JEi# :M+H'507 F1 509,
[0750]  'HNMR : (DMSOd,) 1. 05 (t, 3H) , 2. 16 (s, 3H), 2. 1 (br s, 1H), (2.40-2. 47 (m, 2H),
3.5(s,2H) »3.69 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 26 (d, 2H) , 7. 34 (d, 1H) , 7. 39 (s, IH),
7.43(d,2H),7.55 (s, 1H),7. 63 (m, 1H), 7. 73(d, 1H) , 8. 53 (s, 1H) , 10. 34 (br s, 1H) ;_J& i .
M+H'521 1 523,
[0751]  'HNMR : (DMSOdg) 1. 72 (s, 3H) , 2. 25 (brs, 1H), 3. 11 (s, 2H), 3. 67 (s, 2H) , 3. 7 (s,
2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 82 (brs, 1H) ,4. 91 (br s, 1H),7. 26 (d,2H) , 7. 33(d, 1H),
7.39(s, IH),7.44(d, 2H) , 7. 55 (s, 1H) , 7. 62 (m, 1H) , 7. 76 (d, 1H) , 8. 53 (s, LH) , 10. 34 (s,
1) 5 M+HIT533 Fi1 535,
[0752]  'HNMR : (DMSOd,) 0. 09-0. 14 (m, 2H) , 0. 38-0. 44 (m, 2H) , 0. 89-0. 97 (m, 1H) , 2. 42 (d,
2H) , 3. 7(s,2H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 26 (d, 2H) , 7. 33 (d, 1H) , 7. 39 (s,
1H),7.44(d, 2H), 7. 55 (s, 1H) , 7. 63 (m, 1H) , 7. 74 (d, 1H) , 8. 53 (s, 1H) , 10. 34 (s, 1H) ; JF i} -
M+H'533 1 535,
[0753]  'HNMR : (DMSOd,) 1. 06 (d, 3H) , 2. 07 (brs, 1H) , 2. 43-2. 47 (m, 2H) , 3. 68-3. 75 (m, 1H) ,
3.7(s,2H),3. 74 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 5 (d, 1H) , 7. 26 (d, 2H) , 7. 33 (d, 1H) ,
7.39 (s, 1H),7. 44 (d,2H) , 7. 55 (s, 1H) , 7. 62 (m, 1H) , 7. 72 (d, 1H) , 8. 53 (s, 1H) , 10. 34 (s,
1H) ;i M[+H'537 #1539,
[0754]  'HNMR : (DMSOd,) 0. 97 (d, 3H) , 2. 02 (br s, 1H),2.6-2. 68 (m, 1H) , 3. 24-3. 33 (m,
2H), 3. 7 (s, 2H) , 3. 7-3. 82 (m, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 56 (t, 1H), 7. 26 (d, 2H) ,
7.33(d, 1H) , 7. 39 (s, 1H) , 7. 43(d, 2H) , 7. 55 (s, 1H) , 7. 63 (m, 1H) , 7. 73(d, 1H) , 8. 53 (s, 1H),
10. 34 (s, 1H) ;B :M+H'537 H1 539,
[0755]  'HNMR : (DMSOd,) 1. 99-2. 06 (m, 2H) , 3. 18-3. 24 (m, 4H) , 3. 56 (s, 2H) , 3. 7 (s, 2H) ,
3.97 (s, 3H) ,3.99 (s, 3H) , 7. 27 (d, 2H) , 7. 32(d, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) ,
7.61 (m, 1H),7.67 (d, 1H) , 8. 54 (s, LH) , 10. 34 (s, 1H) ;JEik :M+H'519 F1 521,
[0756]  'HNMR : (DMSOd,) 1. 51-1. 72 (m, 3H) , 1. 84-1. 94 (m, 1H) , 2. 14-2. 21 (m, LH) ,
2.61-2. 68 (m, 1H) , 2. 87-2. 94 (m, 1H) , 3. 27-3. 33 (m, 1H) , 3. 45-3. 52 (m, 2H) , 3. 7 (s, 2H) ,
3.97(s,3H),3.99(s,3H) ,4.06 (d, LH) ,4. 43 (t, [H) , 7. 26 (d, 2H) , 7. 32 (d, 1H) , 7. 39 (d,
2H) , 7. 43 (s, 1H) , 7. 56 (s, 1H) , 7. 67 (m, 1H) , 7. 68 (s, 1H) , 8. 54 (s, 1H) , 10. 34 (s, 1H) ; JF i -
M[+H'563 1 565,
[0757]  'HNMR : (DMSOd,) 1.52-1. 72 (m, 3H) , 1. 84-1. 93 (m, 1H) , 2. 14-2. 22 (m, 1H) ,
2.6-2. 68 (m, H),2.87-2. 94 (m, 1H) , 3. 26-3. 32 (m, 1H) , 3. 45-3. 52 (m, 2H) , 3. 7 (s, 2H) ,
3.97(s,3H),3.99(s,3H) ,4. 07 (d, 1H) , 4. 42 (t, 1H) , 7. 26 (d, 2H) , 7. 32 (d, 1H) , 7. 39 (s,
1H), 7. 43(d, 2H) , 7. 55 (s, 1H) , 7. 66 (m, 1H) , 7. 68 (d, 1H) , 8. 54 (s, 1H) , 10. 34 (s, 1H) ;_J& 1 :
M+H'563 F1 565,
[0758]  'HNMR : (DMSOdy) 2. 15 (brs, 1H) , 3. 59 (s, 3H) , 3. 66 (s, 2H) , 3. 7 (s, 2H) , 3. 72 (s, 2H) ,
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3.97(s,3H),3.99 (s, 3H) , 5. 87 (m, 1H) , 5. 92 (m, 1H) , 6. 64 (m, 1H) , 7. 26 (d, 2H) , 7. 33 (d, 1H) ,
7.39(d, 1H),7.44(d,2H),7.55 (s, 1H),7. 61 (m, 1H), 7. 78 (d, 1H) , 8. 53 (s, 1H) , 10. 34 (s,
1H) ;JEiE M+H'572 Al 574,

[0759]  'HNMR : (DMSOd,) 3. 7 (s, 2H) , 3. 7-3. 74 (m, 4H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 29 (d,
1H) , 6. 40 (m, 1H) , 7. 26 (d, 2H) , 7. 33 (d, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) , 7. 57 (m,
1H) , 7. 64 (m, 1H) , 7. 75(d, 1H) , 8. 53 (s, 1H) , 10. 35 (s, 1H) ;JBii :M+H'559 F1 561,

[0760]  'HNMR : (DMSOd,) 2. 75 (brs, 1H) , 3. 7 (s, 2H) , 3. 72 (s, 2H) , 3. 77 (s, 2H) , 3. 97 (s, 3H) ,
3.99(s,3H),7.27(d, 2H) , 7. 34(d, 1H) , 7. 36 (m, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) ,
7.64 (m, 1H) , 7. 79 (m, 1H), 7. 7(d, 1H) , 8. 45 (m, 1H) , 8. 53 (s, 1H) , 8. 58 (d, 1H) , 10. 36 (s, 1H) ;
SR M+H'570 F 572,

[0761]  'HNMR : (DMSOdy) 1. 01 (t, 3H) ,2. 05 (br s,1H),2.47-2.51 (m, 2H) , 3. 62 (s, 2H),
3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 09 (m, 1H) , 7. 17 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H)
7.44(d, 2H) , 7. 56 (s, 1H) , 7. 83 (m, 1H) , 8. 54 (s, 1H) , 9. 96 (s, 1H) ;JEiE M+H491,

[0762] 4 I il & A AE JRURH N-(6- 80 —3— AR R 2 K2 ) —2-[4- (6, 7— — A 4 2 s e
Wk —4- JEAEEL ) KA ] O -

[0763]  FHSLJEM] 4 o il & BOBHE S I3 2 R R SR ABT7 7%, 4 N-(6— i —3— R 2L R
5 -2-[4-(6,7- —. FAAEME bk —4- JRAEE ) R ] AWl (b SCsef] 3(2)) A
BT B ERE, 7% 64% ;' HNMR : (DMSOd,) 3. 73 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) ,
7.39(s, 1H),7.44(d, 2H), 7. 55 (s, 1H) , 7. 59 (d, 1H) , 7. 92 (m, 1H) , 8. 18 (m, 1H) , 8. 53 (s, 1H),
10. 31 (s, 1H), 10. 6 (s, 1H) ,

[0764]  'HNMR : (DMSOd,) 1. 0 (t,3H), 2. 08 (s, 3H) , 2. 34 (d, 1H) , 2. 37 (d, 1H) , 3. 38 (s, 2H) ,
3.78(s, 2H),3.97 (s, 3H) , 3. 99 (s, 3H) , 7. 05 (m, 1H) , 7. 18 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) ,
7.44(d,2H),7.56 (s, 1H) , 7. 85 (m, 1H) , 8. 54 (s, 1H) ,9. 97 (s, 1H) ;JEiE M+H'505.

[0765]  'HNMR : (DMSOd,) 0. 98 (d,6H), 1. 86 (br s, 1H),2.62-2. 73 (m, 1H),3.63 (s, 2H),
3. 77(s,2H) ,3.97 (s, 3H) ,3.99 (s, 3H) , 7. 11 (m, 1H) , 7. 17 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H)
7.44(d, 2H) , 7. 56 (s, 1H) , 7. 83 (m, 1H) , 8. 54 (s, 1H) ,9. 95 (s, 1H) ;JEiE M+H'505.,

[0766]  'HNMR : (DMSOd,) 1. 68 (s, 3H) , 2. 25 (brs, 1H) , 3. 01 (s, 2H) , 3. 58 (s, 2H) , 3. 78 (s,
2H) ,3.97 (s, 3H) , 3. 99 (s, 3H) , 4. 76-4. 81 (m, 1H) , 4. 84-4. 87 (m, 1H) , 7. 10 (m, 1H) , 7. 18 (m,
1H),7.27(d,2H) , 7. 39 (s, 1H) , 7. 45(d, 2H) , 7. 56 (s, 1H) , 7. 84 (m, 1H) , 8. 54 (s, 1H) , 9. 96 (s,
1H) ;JE#E M+H517,

[0767]  'HNMR : (DMSOd,) 0. 04-0. 1 (m, 2H) , 0. 35-0. 41 (m, 2H) , 0. 82-0. 92 (m, LH) , 2. 05 (br
s, 1H),2.33(d, 2H) , 3. 65(s, 2H) , 3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 09 (m, 1H) ,
7.17 (m, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 7. 83 (m, 1H) , 8. 54 (s, 1H) ,
9.95 (s, 1H) ;JEE M+H'517,

[0768]  'HNMR : (DMSOd,) 1. 01 (d,3H),2. 13 (brs, 1H),2.38(d,2H), 3. 64 (s, 2H),
3.65-3. 71 (m, 1H) , 3. 78 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 45(d, 1H) , 7. 10 (m, LH) ,
7.18(m, 1H), 7. 27(d, 2H) , 7. 39 (d, 1H) , 7. 45 (d, 2H) , 7. 56 (s, 1H) , 7. 83 (m, 1H) , 8. 54 (s, 1H),
9.96 (s, 1H) ;JEHE M+H'521,

[0769]  'HNMR : (DMSOd,) 0. 92 (d, 3H) , 1. 94 (brs, 1H) , 2. 55-2. 63 (m, 1H) , 3. 22-3. 3 (m, 2H),
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3.62(d, 1H),3.71(d, 1H),3.78(d, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 51 (t, 1H) , 7. 11 (m, 1H) ,
7.18(m, 1H), 7. 27 (d, 2H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 56 (s, 1H) , 7. 85 (m, 1H) , 8. 54 (s, 1H),
9.96 (s, 1H) ; il M+H'521.

[0770]  'HNMR : (DMSOd,) 1. 91-2. 0 (m, 2H) , 3. 05-3. 11 (m, 4H) , 3. 44 (s, 2H) , 3. 78 (s, 2H) ,
3.98(s,3H),3.99(s,3H),7.01 (m, 1H),7. 17 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) ,
7.56 (s, 1H),7.81 (s, 1H),8. 54 (s, 1H) ,9. 96 (s, 1H) ;JFik :M+H'503,

[0771]  'HNMR : (DMSOd,) 1. 5-1. 65 (m, 3H) , 1. 77-1. 88 (m, 1H), 2. 09-2. 15 (m, 1H),
2.51-2.57 (m, 1H) , 2. 73-2. 8 (m, 1H) , 3. 22-3. 3 (m, 2H) , 3. 36-3. 48 (m, 2H) , 3. 78 (s, 2H) ,
3.97(s,3H),3.99 (s, 3H) , 4. 42 (t, 1H), 7. 08 (m, 1H) , 7. 17 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H)
7.44(d, 2H) , 7. 56 (s, 1H) , 7. 81 (m, TH), 8. 54 (s, 1H) ,9. 96 (s, 1H) ;JEIE M+H547,

[0772]  'HNMR : (DMSOd,) 2. 26 (br s, 1H), 3. 55 (s,3H) , 3. 56 (s,2H) , 3. 62 (s, 2H) , 3. 78 (s,
2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 5. 83-5. 88 (m, 2H) , 6. 61 (m, 1H) , 7. 11 (m, 1H) , 7. 19 (m, 1H) ,
7.27(d,2H),7.39 (s, 1H),7.45(d, 2H) , 7. 56 (s, 1H) , 7. 87 (m, 1H) , 8. 54 (s, 1H) ,9. 97 (s, LH) ;
SR M+H 556,

[0773]  'HNMR : (DMSOd,) 3. 62 (s, 4H) , 3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 24 (d, 1H) ,
6. 38 (m, 1H) , 7. 10 (m, 1H) , 7. 19 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 55 (m, 1H) ,
7.56 (s, 1H), 7. 84 (m, 1H) , 8. 54 (s, 1H) , 9. 97 (s, 1H) ;JFik :M+H'543.

[0774]  'HNMR : (DMSOd,) 3. 63 (s, 2H) , 3. 67 (s, 21) , 3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s,
3H), 7. 12 (m, 1H) , 7. 2 (m, 1H) , 7. 27 (d, 2H) , 7. 33 (m, 1H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 56 (s,
1H) , 7. 75 (m, 1H) , 7. 88 (m, 1H) , 8. 43 (m, 1H) , 8. 52 (d, 1H) , 8. 54 (s, 1H) , 9. 98 (s, 1H) ;_JF ¥ .
M+H'554,

[0775]  'HNMR : (DMSOd,) 1. 01 (t,3H), 1. 93 (br s, 1H),2.52(d, 1H),2.55(d, 1H), 3. 62 (s,
2H) , 3. 65 (s, 2H) , 3. 74 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 88 (d, 1H) , 7. 26 (d, 2H) , 7. 39 (s,
1H),7.43(d,2H),7.49(d, 1H) , 7. 54 (m, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (s, 1H) ;_J5_ii# :
M+H'503.

[0776] 101 I il 4% FHAE J5UREAG N— (3— RS —4- AR ARk ) —2-[4- (6, 7- — 4 ks ms
Wbk —4- AL ) R ] OBLE -

[0777] PSR 4 o 5 il A& RORHE S I3 2 R R S ABT7 V5, 4 N- (3- R 3L —4- 4R
FEARHE ) —2-[4-(6, - Z A SEME MpIbk —4- JLAUOE ) 2R3E ] WK ( BSCsEf 3(3)) A
A B T JEURE, 7728 78% 'HNMR : (DMSOd,) 3. 68 (s, 2H) , 3.9 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s,
3H),7.22(d, 1H), 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) , 7. 88 (m, 1H) , 7. 97 (m,
1H),8. 53 (s, 1H) , 10. 29 (s, 1H) , 10. 34 (s, 1H) ;JERE :M+H'474,

[0778]  'HNMR : (DMSOd,) 1. 01 (t, 3H),2. 12 (s, 3H), 2. 38(d, 1H) , 2. 41 (d, 1H), 3. 4 (s, 2H) ,
3.65 (s, 2H) , 3. 73 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 9 (s, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) ,
7.43(d,2H) ,7.52(d, 1H) , 7. 55 (s, 1H) , 7. 56 (m, 1H) , 8. 54 (s, 1H) , 10. 06 (s, 1H) ;__JFi_ il .
M+H'517,

[0779]  'HNMR. : (DMSOd,) 1.0 (d,6H), 1. 66 (brs, 1H),2. 66-2. 76 (m, 1H) , 3. 63 (s, 2H) ,
3.65(s,2H),3. 75 (s, 3H),3.97 (s, 3H), 3. 99 (s, 3H) , 6. 88 (d, 1H) , 7. 25 (d, 2H) , 7. 39 (s,
1H),7.43(d,2H),7.49(d, 1H) , 7. 55 (m, 1H) , 7. 56 (s, 1H) , 8. 54 (s, 1H) , 10. 05 (s, 1H) ; JF ¥ :
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M+H'517,

[0780]  'HNMR : (DMSOd,) 1. 7 (s, 3H) , 1. 97 (br s, LH),3.07 (s, 2H), 3. 57 (s, 2H) , 3. 65 (s,
2H) , 3. 74 (s, 3H),3.97 (s, 3H) , 3. 99 (s, 3H) , 4. 8 (brs, LH) ,4. 89 (brs, 1H) ,6.89 (d, 1H) ,
7.26(d, 2H),7.39 (s, 1H) , 7. 43(d, 2H) , 7. 50 (d, 1H) , 7. 53 (m, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) ,
10. 05 (s, 1H) ; i3l M+H'529.,

[0781]  'HNMR : (DMSOd,) 0. 06-0. 12 (m, 2H) , 0. 36-0. 44 (m, 2H) , 0. 85-0. 95 (m, LH) ,
1.82 (brs, 1H) , 2. 38(d,2H) , 3. 64 (s, 2H) , 3. 65 (s, 2H) , 3. 75 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s,
3H), 6. 88(d, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) , 7. 5 (d, 1H) , 7. 53 (m, 1H) , 7. 55 (s,
1H),8. 53 (s, 1H), 10. 05 (s, 1H) ;JHtik :M+H'529,

[0782]  'HNMR : (DMSOd,) 1. 04 (d, 3H) , 1. 86 (brs, 1H) , 2. 39-2. 45 (m, 2H) , 3. 58-3. 67 (m, 2H) ,
3.65(s,2H),3.66-3. 72 (m, 1H) , 3. 74 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 46 (d, 1H) , 6. 9 (d,
1H),7.26(d, 2H), 7. 39 (s, 1), 7. 43(d, 2H) , 7. 48 (d, 1H) , 7. 53 (m, 1H) , 7. 55 (s, 1H) , 8. 53 (s,
1H), 10. 05 (s, 1H) ;JFiE M+H'533.,

[0783]  "HNMR : (DMSOd,) 0. 94 (d, 3H) , 1. 9 (brs, 1H) , 2. 57-2. 64 (s, 1H) , 3. 19-3. 26 (m,
1H), 3. 26-3. 33 (m, 1H) , 3. 61(d, 1H) , 3. 65 (s, 2H) , 3. 69 (d, 1H) , 3. 75 (s, 3H) , 3. 97 (s, 3H) ,
3.99(s, 3H) ,4. 52(t, 1H) ,6.89 (d, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 43(d, 2H) , 7. 48 (d, 1H) ,
7.54 (m, 1H), 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (s, 1H) ;JEi% M+H'533,

[0784]  'HNMR : (DMSOd,) 1. 94-2. 03 (m, 2H) , 3. 11-3. 19 (m, 4H) , 3. 45 (s, 2H) , 3. 65 (s, 2H) ,
3.73(s,3H),3.97 (s, 3H) , 3. 99 (s, 3H) , 6. 87 (d, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) ,
7.45(d, 1H), 7. 53 (m, 1H) , 7. 56 (s, 1H) , 8. 54 (s, 1H) , 10. 05 (s, 1H) ;JFilk M+H'515.

[0785]  'HNMR : (DMSOdy) 1. 5-1.69 (m,3H),1.81-1.89 (m, 1H),2. 1-2. 18 (m, 1H),
2.54-2.62(m, LH), 2. 87-2. 93 (m, 1H) , 3. 25-3. 33 (m, 1H) , 3. 4 (d, 1H) , 3. 43-3. 49 (m, 1H) ,
3.65(s, 2H) ,3. 74 (s, 3H) , 3. 91 (d, 1H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 31 (t, 1H) , 6. 88 (d, 1H) ,
7.26(d, 2H),7.39 (s, 1H),7. 43(d, 2H) , 7. 46 (d, 1H) , 7. 56 (s, 1H) , 7. 58 (m, 1H) , 8. 54 (s, 1H) ,
10. 05 (s, 1H) ;JEi M+H'559,

[0786]  'HNMR : (DMSOd,) 1. 99 (brs, 1H), 3. 57 (s, 3H), 3. 62 (br s,4H),3.65 (s, 2H),
3.75(s,3H),3.97 (s, 3H) , 3. 99 (s, 3H) , 5. 86 (m, 1H) , 5. 90 (m, 1H) , 6. 62 (m, 11) ,6.9(d, 11),
7.26(d, 2H) ,7.39 (s, 1H), 7. 44(d, 2H) , 7. 52 (s, 1H) , 7. 53 (m, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) ,
10. 05 (s, 1H) ;JEHE :M+H568,

[0787]  'HNMR : (DMSOd,) 2. 26 (brs, 1H) , 3. 62 (s, 2H) , 3. 65 (s, 2H) , 3. 68 (s, 2H) , 3. 74 (s,
3H) ,3.97 (s, 3H), 3. 99 (s, 3H) , 6. 26 (d, 1H) , 6. 39 (m, 1H) ,6. 9 (d, 1H) , 7. 26 (d, 2H) , 7. 39 (s,
1H),7.44(d,2H),7.51(d, 1H), 7. 53-7. 57 (m, 3H) , 8. 53 (s, LH) , 10. 06 (s, 1H) ;_ Ji_ i .
M+H 555,

[0788]  'HNMR : (DMSOd,) 3. 62 (s, 2H) , 3. 66 (s, 2H) , 3. 73 (s, 2H) , 3. 74 (s, 3H) , 3. 97 (s, 3H),
3.99 (s,3H),6.9(d, 1H), 7. 26 (d, 2H) , 7. 35 (m, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 54-7. 57 (m,
3H),7. 77 (m, 1H) , 8. 44 (m, 1H) , 8. 53 (s, 1H) , 8. 55 (d, 1H) , 10. 07 (s, 1H) ;JFilk :M+H'566.
[0789]  'HNMR : (CDC1,) 2. 28 (s,6H) , 3. 45 (s,2H) , 3. 74 (s, 2H) , 3. 94 (s, 3H) , 4. 08 (s, 6H) ,
6. 89 (s, 1H) ,6.9 (m, 1H) , 7. 05(d, 1H) , 7. 27 (m, 1H) , 7. 34 (s, 2H) , 7. 41 (d, 1H) , 7. 53 (d, 1H),
7.56 (s, 1H),7. 65 (br s, 1H),8. 64 (s, 1H) ;JEi# M+H'503,
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[0790] I il & FH AR BRHY N— (3— FIMEIE 2R 3L ) —2-[4- (6, 7— — AU s bk —4— JE46
) -2- PRI ] Ol -

[0791] ¥ 4- 25k —2- AR FLIE RS (5.57¢) TFFLIR (3. 98ml) AL AR (8. 22¢) B R
B (6. 83g) FIDMA (20ml) FIVRAVIBEFEFF AR 50°C 2 /N 4 PR IRA YA HIFIZE R o
W BV R A JZ AT 4lidh, B SRR TR SR R AR VR A 0 R BRI GR . FR G ERAS 4- R
SHE -2- P4 L 2R TS (8. 05g) ;'HNMR : (CDC1,) 3. 88(s,3H),5. 13(s,2H),6.53 (s, 1H),
6. 63 (m, 1H) , 7. 34-7. 44 (m, 5H) , 7. 81 (d, 1H) .

[0792] % 4- FRZRMAIIE i (3. 33g) 7E 1, 2- ZH4IE L%t (10ml) HP RIgs v o i AR
TEEE (3.79¢2) £F 1,2- —HEIELLE (50ml) i A EIE T8 CRIBFIETRN . A
4- WAL —2- MAESLETRE (3.99) 71 1,2- — I LE (1oml) TRV, [ fR4 e i
REWRNRE AN -78°Co bR IRA YRR AR IR 1 /e I FEE (85ml),
KRG MM 2 /. Z8RIBEY), R B AR EMraife, H & Pt 5 28
SR MR A Ve HERS 2- (4- FFE T —2- FEILIRIL) 4 (3. 46g9) ;
'HNMR : (CDC1,) 3. 6 (s, 2H) , 3. 82 (s, 3H) , 5. 05 (s, 2H) , 6. 54 (m, 2H) , 7. 21-7. 44 (m, 6H) ;_JF i
M+HI'254.,

[0793] 4 m itk 45 ¥ R 6N S AL B /KW (40ml) « THE (40m1) FTFEE (40ml) VR
EWBEFE I INAAE 85°C 24 /M. ZERIRGIHREGY) . I 6N B AL 7% B KR &)
RALE pH R 2, F PR AV RAM RS TR IF 4R IR 2-(4- 745
H-o- MEREER) 28 (2.36g) ;'HWR : (CDC1,) 3. 59 (s, 2H), 3. 79 (s, 3H) , 5. 04 (s, 2H) ,
6. 53 (m, 2H) , 7. 08 (d, 1H) , 7. 31-7. 44 (m, 5H) ;G :M+H'272,

[0794]  FHSEJEMW] | BRI SRALTT V%, AT 2- (4 W4UE —2- AR ) a5 3-(1, 1- =
R ) R VAR N-[3- (1, 1- ZHSERE) 2R3 1-2-(4- R —2- P
BHE) CWRG, 773 51% o IRAFHI At = Ak SARTEE RN Y R TR S )

[0795]  7F 3 MEAAE FEUHSAR LAY 10% 5 / ks OB Cml) FILR S
g (30ml) FIVREWBRE 5 /NI, IBBIN-[3-(1, 1- “F4IEFIL) KIL 1-2-(4- 3IL —2-
FIEREL ) OB . FAFHIXFML S Y Ie = I CARTE RN N I AL &4 o

[0796] AT UNIRIF ISV FIR G T & Tt (10ml) A, BRI 2% Bt BR 7K S ¥
(10m1) F1=3R L& (0.2ml) o EIFESEE N IR IH: 2 /Dt FIRAGMH & F
eV B A MU I IR T F 28 Rt 3RS N-(3— FIERIE R ) 2-(4- J2 % —2- 1
FIEFIL) WM (044g,67% ). 'HNMR : (CDCL,) 366 (s, 2H) 391 (s3) 644 (m1H) , 6. 51 (m, 1H) ,
7.13(d, 1H) , 7. 46 (t, 1H) , 7. 58 (d, 1H) , 7. 75 (br s, 1H), 7. 83 (m, 2H) ,9. 96 (s, 1H) ;_JF_ i
M+I'286.,

[0797]  FH T SCSZJtafs) 15 Hiak i) 2R BU07 v, A i R S b 6 R G0 5 4- A -6,
T— AT MR S N o SN ) AR IR AR IR A AlAL, FH S TR R R SR IR S
RV o HH I ERTE N- (3— LR RS ) —2-[4- (6, 7— — M4 FE v bk —4— FE40 8 ) —2- 4R
FEIRAL ] MR, 7738 67% ;"HNMR : (CDCL,) 3. 78 (s, 2H) , 3. 96 (s, 3H) , 4. 08 (m, 6H) , 6. 92 (m,
2H) , 7. 35 (s, 1H),7.42(d, 1H),7. 49 (t, 1H) , 7. 55 (s, 1H),7. 6 (d, 1H) , 7. 83 (s, 1H) , 7. 88 (m,
2H) , 8. 65 (s, 1H) ;i M+H'474,

[0798]  'HNMR ; (CDC1,) 1. 59 (t,3H),2. 22 (s,6H) , 3. 39 (s, 2H) , 3. 74 (s, 2H) , 3. 93 (s, 3H) ,
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4.07 (s, 3H) ,4.29(d, 1H) , 4. 32(d, 1H) , 6. 88 (s, 1H) ,6. 9 (m, LH) , 7. 03 (d, 1H) , 7. 26 (m, 1H) ,
7.29 (m, 1H) ,7.32(s, 1H),7.4(s,1H),7.5(d, LH),7.55 (s, 1H) ,7. 61 (br s, 1H),8.63 (s,
1H) Jii M+H517,
[0799] 1 "I il & FH 4B JRE I N- (3— FF IR 386 2R 3 ) —2-[4- (7 LA 5 -6 4 2 ns e
Wk —4- AL ) —2- AR ] AW -
[0800]  FH T SCSEH 5] 15 F IR B AL 7 ¥, A N-(3—- IR 2R 0L ) 2-(4- B & —2- H
AR CBIRIREM S 4- & —T- L5 -6 A SEME MRk S .o O ™= ) R e G
FEE M i Ah, F = G0 e AR I B AR VR A I BE R . R R4S N-(3- R OR
%) —2-[4-(7- L5 -6 FIAASEME bk —4— JRAR 0L ) —2- SRR ] OBiG, ;"% 79%;
JEiE M+H 488,
[0801]  =Ljifs] 6
[0802]  N-(5— —FHGFEMERE —2- FL ) —2-[4- (6, T- A SEME Mk —4- FL40 35 ) RIE ] &
Wkl
[0803] ¥ 1-(3—- ZHREENE ) -3- LFEm — W R IR ER (0. 101g) Fi 2- FRILMERE N- 44
14 (0. 059g) FRIKIAN 2-[4-(6, 7— — P4 FEME M bk —4- R4 58 ) x5 ] 4% (0. 159) .
2- R -5 ZHEIEMEE (0.073g) R NZE LN (0.092ml) F1 DMF (2ml) WEHEIR G
W, FEFR R T IR IR SR 16 /NIt T3 R NVIR- G # 2 Waters ¢ B Basic
Hypersil, J #H il 2 HPLC A% (5 B K Atk B, 30mm B 4%, 250mm K A2 ) b, K (5 0.2%
WRIR L ) R I BB RR M VR A ) A Be W . R I R1S AR B4k &4 (0. 148g) 5'HNMR -
(DMS0d,) 2. 88 (s,6H) , 3. 71 (s, 2H) , 3. 98 (s, 3H) , 3. 98 (s, 3H) , 7. 19 (m, 1H) , 7. 25 (d, 2H) ,
7.38(s, 1H),7.44(d,2H),7.55(s, 1H),7.84(d, LH),7.90(d, 1H), 8. 53 (s, 1H) , 10. 43 (s,
1H) ;JFiE M+H460,
[0804] 1 il & AR IR 2- 2 -5 R ARntne -
[0805] K¢ — F % UK ¥ ¥ (40 %, 11. 3m1) fin A 56— R AR —2— A ZE mik mE (6. 1g) £ & BE
(60m1) I BEFE VR BN, T AR IR A WM AR R 16 /NI RIRA YA H 2 BB
FE ¥ WA B AT, KBRS R L2 T RS 5 &K —2- W SENEnE (4g) 5'HNMR -
(CDC1,) 3. 16 (s, 6H) , 6. 98 (m, 1H) , 7. 96 (m, 1H) , 8. 17 (m, LH) ;)5 M+H 168,
[0806]  7F 5 AT/ T U HRATI JFUk AL EAHEAL ) (0. 27¢) 4T (60ml) FlI PR
LHE (60ml) HIREHHE 3 /N o JEERMEALT, 28R UM . RIS 2- 20k 55— et
mtt BE (3g) s'HNMR : (CDCL,) 2. 83 (s, 6H) ,4. 08 (br s,2H),6.49 (m, 1H),7. 08 (m, 1H) , 7. 67 (m,
1H) /53 M+H'138,
[0807]  “Ljjfsl 7
[0808]  N-(3— ALk ME —5- 3 ) —2-[4-(6, 7- — A4 FEME MAIbE —4- FE40 0% ) 2R5E ] ZMbi%
[0809] ¥4 1-(3—- ZHIREENES ) -3- LFEmk — Wiz h IR ER (0. 113g) Fi1 2— FRILMERE N- 44
164 (0. 065g) MKIKIA 2-[4-(6, 7T — FIAFEME bk —4- JE40 ) 2R3 ] 4R (0. 1) \5— &
Fk —3- FZEEALME (0. 058g) « - SFAFEEZFE (0. 051ml) AT DMA (Iml) FIHEHHIE S, (RIS
BE T HIRRE YR 16 /DI T3 R NVIR -G # 2 Waters® B Basic Hypersil’
SAHH 4 HPLC A (5 HCKRE AR, 30mm EL4%, 250mm £ J8 ) b, K (& 0. 2% kR ) Al
I PR AR VR S ) A PR RIGE I o FH M SRAT AR AL G4 (0. 064g) ;'HNMR : (DMSOd,) 2. 18 (s,
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3H),3.64(s,2H),3.97(s,3H),3.99 (s, 3H),6.25(s, 1H) , 7. 24(d, 2H) , 7. 38 (s, 1H) , 7. 41 (d,
2H) ,7.55(s, 1H),8. 53 (s, 1H),10. 53 (br s, 1H),11.99(br s, 1H) ;Jiti :M+H420.

[0810]  SZifafsl 8

[o811]  FHSLHEW] 6 HEIR A T2, AFIE 11 2- 2R LR 53 U I AR L ) VA 23K 111
FER G . BRAE S A Ul B, 5 WA 2R 1% A G B 05 s 2 v 5 3R AF K JUR)
[o812] & I1I

[0813]
H 2
2 N
5 (R8),
0
(R1), | \)N (Re),
~
N

[0814]

Y I (R, (R, (R,

TR

[1] - LEHE 6- FHEIE H 3- A

[2] 6- AR 7- (- HFEIELHEIAE) H 3- HESE

[3] 6,7- — FEHE H 2,4- —HEE

[4] - LEFE 6- A H 3- P HHE
[0815]

[5] 6- A -7- (- FHEELHEE) H 3- R

(6] 6- IR -7-(2- BILZEKE) H 3- 2 HE

[7] 6,7- — HEHEE H 4— WEME —5- KL
[os16]  yEfif

[0817]  H DMA 7EAVEH. =4 HA LU NRHE L -

[0818]  'HNMR : (CDC1,) 1. 59 (t,3H),3. 79 (s,2H),3. 8 (s, 3H) ,4. 07 (s, 3H) , 4. 31 (g, 2H) ,

6. 67 (m, 1H) ,6.92 (m, 1H) ,7. 19 (br s, 1H),7. 20 (m, 1H) ,7. 27 (brs, 1H) , 7. 3(d, 2H) , 7. 35 (s,

1H) ,7. 46 (d, 2H) , 7. 55 (s, 1H) , 8. 62 (s, IH) 3JFHE M+H 460,

[o819] i ikl & FAE IR R 2-[4- (T- L5 -6 AR IEMe Mk —4- JL40E ) KHE ] &

Ef‘i .—

[0820] KA RIR . LBE (0.673ml) MO 4- & —7- B —6- AL ([Hir g

F G W003/064413, Horb (5t 4 50. 6g) LB (0. 182ml) « =28 (1. 12g) RIS e

(12ml) HIPFR GV FEARBRE R N TSRS R 10 /08h. ZBRIBEW, R E Y H
TR E M4k, FIESRIBR S A 17:3 22 4:1 I A TR LR LEEIRA W AVENR .

PERAS R AR 4- S -7 28 —6— B4 IEME MR (0. 391g) 5'HNMR : (CDC1,) 1. 58 (t, 3H)

4.07 (s, 3H) , 4. 29 (q, 2H) , 7. 32 (s, 1H) , 7. 39 (s, 1H) , 8. 86 (s, 1H) .

[0821] 4[] 1A ) 4- G0 -7- LA 5 —6- A e ek (Bg) 2-(U-FRE XK ) 4R

(3. 34g) HKIRHY (8. 7g) HIDMF (40ml) HITRGHHEIFINFAE 90°C 2 /NNt o K PR IR G475

HIRIREREE, F CBER0RE o SERR B4, 58S T7K o N 6N sh R AT /K S R AL 22 pH Ry
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3, W AR UTTE DI I8 BT, IR FHIK L SR SRR S PEV, HT08 . LIRS 2-[4-(7T- &
IR -6 F AR E e bk —4- JE AR JE ) SR JE ] 4R (6. 8g) s'HNMR : (DMSOd) 1. 43 (¢, 3H) ,
3.64 (s, 2H), 3. 98 (s, 3H) , 4. 25 (q, 2H) , 7. 24 (d, 2H) , 7. 36 (m, 3H) , 7. 55 (s, LH) , 8. 54 (s, 1H) ;
JEiE M+H355,

[0822]  FH DMA {E M. = BA LU NREEPEE -

[0823]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 69 (s, 2H) , 3. 72 (s, 3H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s,
3H) , 4. 29-4. 36 (m, 2H) , 6. 63 (m, LH) , 7. 15 (d, 1H) , 7. 21 (m, 1H) , 7. 26 (d, 2H) , 7. 34 (m, 1H) ,
7.4 (s, 1H), 7. 43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 21 (s, 1H) ;JFii# M+H490.

[0824] 1 i & FIAE IR 2— {4-[7- (2 A4 QA5 ) —6— F AR50 ik —4— JE 4
RKIEL Y LR

[0825]  FH LSrydfid (1] A0 5 il 28 JEURHA S50 7 R (R IS L8 SR AL 7 16, AT 4- & -T- 72
Kk -6 AR 5 2- AR O N AG B 4- 5 -6- TS -T-(2- AL CHEE)
s W B, 75 % 100 % ;'HNMR : (CDCL,) 3. 49 (s, 3H) , 3. 89 (t, 2H) , 4. 05 (s, 3H) , 4. 35 (t, 2H) ,
7.26 (s, 1H) , 7. 35 (s, 1H), 8. 86 (s, 1H) ;JE % M+H' 269 ; Fif#i i 5 2-(4- REFER) 2B Kx
AR 2 BT o5 JEURE, 77 28 99 % 5 'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 63 (s, 2H) , 3. 76 (m, 2H) , 3. 98 (s,
3H) , 4. 33 (m, 2H) , 7. 25 (d, 2H) , 7. 36 (d, 2H) , 7. 4 (s, 1H) , 7. 56 (s, 1H) , 8. 54 (s, 1H) ;_JFi_ il -
M+I'385,

[0826]  FH DMA 1EA¥SHH. =4 HA LU NRAEHEEUE -

[0827]  'HNMR : (DMSOd,) 3. 71-3. 76 (m, 5H) , 3. 82 (s, 3H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 47 (m,
1H),6.62(d, 1H),7.26(d,2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 7. 7(d, 1H) , 8. 54 (s,
1H) ,9. 23 (s, 1H) ;JEIE M+H'476,

[0828]  H DMA {E M¥H. = RA L NREEPEEN -

[0829]  'HNMR : (DMSOd,) 1. 44 (t, 3H) , 3. 69 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 4. 47 (d, 2H) ,
5.19 (t, 1H),6.99(d, 1H) , 7. 25 (m, 1H) , 7. 26 (d, 2H) , 7. 37 (s, 1H) , 7. 44 (d, 2H) , 7. 51 (d, 1H) ,
7.55(s, 1H),7.59 (br s, 1H),8.52 (s, 1H) , 10. 20 (s, 1H) ;JHEiE :M+H 460,

[0830]  FH DMA 7EA¥EH. =4 HA LU NRAE LR -

[0831]  'HNMR : (DMSOd,) 3. 35 (s, 3H),3. 7(s,2H), 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) ,
4. 3-4. 36 (m, 2H) , 4. 47 (d, 2H) , 5. 2 (t, 1H) , 6. 99 (d, 1H) , 7. 25 (m, 1H) , 7. 27 (d, 2H) , 7. 41 (s,
1H),7.45(d, 2H),7.51(d, 1H) , 7. 56 (s, 1H) , 7. 59 (s, 1H) , 8. 53 (s, 1H) , 10. 21 (s, 1H) ;_JFi i} -
M+T'490.

[0832]  FH DMA EAWSEH. =4 HA LU N RAEHEE -

[0833]  'HNMR : (DMSOd,) 3. 69 (s, 2H) , 3. 82 (m, 2H) , 3. 98 (s, 3H) , 4. 22 (m, 2H) , 4. 46 (d, 2H) ,
4. 98 (t, 1H),5. 19 (t, 1H) , 6. 98 (d, 1H) , 7. 26 (m, 3H) , 7. 39 (s, 1) , 7. 44 (d, 2H) , 7. 51 (d, 1H),
7.57(d,2H),8. 52 (s, 1H), 10. 21 (s, LH) ;JEiE M-H 474,

[0834] 1 I il ¢ FIAE UL 2-{4-[7- (2- 2% LA 3L ) —6— A 2hnds mpipk —4— JE 462 |
RKIEL ) LR -~

[0835] G IR BT Me (16.42g) AL 4- F -7- F2FE —6— 4 55 e M bk
(10g) \2—- (2- FF A EE ) VUM (7. 72ml) =251 (18. 7T1g) A1 G F 4z (500ml) ¥
WL S CHRMFREGIN « EMEHRE IR RGN 2. 5 /M. ZERIBEY), ki
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VI SRR o T8 ) = 2R e A i vk o0 5, 28 R DB W B A P e JEcA T E AT 4tiAk,
A EE (b 0 40-60°C ) AL ER BRI MG EVR G I BE i) I ERAT 4- S -6 4R
5k —-7-(2- PYZntEg —2- FRAR AL AL ) MMtk (10g) .

[o836]  HI I SCyEfig (1] 5 il 2% JrORH A O 1930 43 46 A 1 284075 v, A 4- & —6-
AR T (2- DU —2- FR A S L ) MMk 5 2- (4- BRI R ) LR R N4 E
2-{4-[6- 4 I ~7— (2- DUENL IR —2- FRAEJE S5 IE ) W Wb —4- JR40 08 ] K ) R, =%
74 % ;'HNMR : (DMSOd,) 1. 5 (m, 4H) , 1. 7 (m, 2H) , 3. 45 (m, 1H) , 3. 6 (s, 2H) , 3. 8 (m, 2H) , 3. 95 (s,
3H) , 4. 0 (m, 1H) , 4. 35 (m, 2H) , 4. 7 (s, 1H) , 7. 25(d, 2H) , 7. 35(d, 2H) , 7. 4 (s, 1H) , 7. 55 (s,
1H), 8. 55 (s, 1H) ; il M+H'455,

[0837] Kt Fi2 i ERl (9g) UK Z 8 (86ml) 7K (50ml) F1 THE (14ml) [RIVR-SWHiEE I
IFAE 45°C 3 /MEF . B NTRAIIAIK (850m1) A1, I 2N S AN 7K i TR A VR A )
122 pH3. 5. NPT A3 A B HT, F CBEPESEHFAE 40°C AT Bk 2-{4-[7-(2- &
SRR ) -6 FAASEEMR —4- A ] KA} R (5. 8g) , AT — D a4k R ] fif
H s JRIE MHH371.

[0838]  FH DMA 7EA¥SH. =4 HA LU NRHEHEUE -

[0839]  'HNMR : (DMSOd,) 3. 73 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 39 (s, LH),
7.45(d, 2H) , 7. 56 (s, 1H) , 7. 59 (s, 1H) , 7. 68 (d, 2H) , 7. 74 (d, 2H) , 8. 4 (s, 1H) , 8. 53 (s, 1H),
10. 4 (s, 1H) ;JGii% :M+H 483,

[0840]  =Zjifsl 9

[0841]  FH St 6 FiIR I SAL 7 46, 18 9 1 2- 3 TR 518 Y I 2R 24 I ik B
DR AR R VTR A Y. AT UL eA W [1]-123]. [26]-[28]. [31]1-[33],
[35]-[55] A1 [57]-[81], F§ DMA 4 DMF VR4 S S lo BRAE ST Ui B, 5 WA ol | 2%
IR R 5 Fle 8 A2 T 85 3R AT B R Rk o

[0842] £ IV
[0843]
s
2 N R
0]
(0]
AN 2
(R'), ' N (R?),
P
N
[0844]
A |RY, (R, R
TR
[1] - LR -6- FHEIE H 2,3~ W H A B H
[2] 6- FHERE -7-(2- HEHL H 2,3~ WH EFERE
A5)
[3] - LA -6- AR H 3,4- WH AR
[4] 6- FHEKE -7-(2- HEEL H 3,4~ W H A FEIRIE
A5E)
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[5] - LEHE -6 HER 2,3- W& S BEFH
(6] 6- FHEA -7-(2- HEHC 2,3~ WL S FEHIE
A5 )
[7] 6,7- — —(2- FEIELEIRE) 2,3~ WL A FERE
[8] - AR -6- HEKE 3,4- WL SRR
[9] 6- FEIE -7-(2- HERL 3,4- WL A EFRE
A )
[10] 6- AR -7-(2- HEEL 3-FAR -1, 3- —EHFARIF
[0845]
A5 ) Wl —5— &
[11] 6,7 — HHIL 2- FAREIVE -5 FE
[12] 6,7- " HHEI 2- AR EIVE —6- HE
[13] 6,7- —FHHEE 1,3~ ZE AR A -
5- 5k
[14] 6,7 — HHIL 2- 1,3~ —HAMRF
I —5- 5
[15] 6,7 — HHIL 2- A -2, 3- ZERIRK
i —5- 5
[16] 6,7 — HHIL H 2 MEMSL
[17] 6,7 — HHIL H 4— FEFEIBEN: -2
[18] 6,7- — HHIL H 5— FEALMEN: -2
[19] - LEFE 6 FEE H 4— FEFEIEN -2
[20] 6- FHEAE -7-2- HEEL H 4~ FEEEMEM: -2 FE
A5 )
[21] - LEHE -6- A 5— FEELmEmg —o— L
[22] 6- FHEE -7-2- HEEL 5 FRALmEN: —2-
A )
[23] 6,7- — —(2- HEIELEIE) 5 FHREmEM: -2 JE
[24] 6,7 — FAE K 5 FHBEMEM: -2 JE
[25] 6,7- — —(2- FEIELEHRE) 5 FHREmEM: -2 JE
[26] 6,7- _F&EE 4,5- — FAFLIEME —9-
[27] 6- FHER -7-(2- HEEL 5— FHEWEM: —2- L
A5 )
[28] 6,7 — H4HIL 5- LBEHE —4- FFEMEM: 2
F
[29] - —HEE 5— FSEWEM: —2- FE
[0846]
[30] 6- FHEE -7 (2- BELE 5 FIEMEM: -2 FE
)
[31] 6,7- — FHERE 5- Eﬁﬁ#uﬁﬁn% -3- %
[32] - LA 6 FEE 5— PRI w3 A
[33] 6— FHAEE -7-(2- HEEZ 5- Eﬁﬁzﬂuﬁu% -3- 4
)
[34] 6,7- — F&EE 4,5~ — HFLIRMe -2- KL
[35] - LEHE 6 FREE 3 FESLA I -5
[36] 6,7- —H4AERE 3 A SR M -5 J
[37] 6,7- —HHEE 3 ZFEA M -5
[38] 6,7- — FHEIE 3 R~ T A -5 5
[39] 6,7- " FHEAE 3- RSN M -5 J
[40] 6,7- —HEIE 1- ZEEnk s —5- 3L
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[41] 6, 7- &I H 1- Z3Enms —3- 3
[42] 6,7 — FAE H 1,5~ — FH3Enme —3- 3
[43] 6,7- AR H 3= IRINSE —1- RN e -5
i
[44] 6,7- — FHESE H 3-(2- MRIHEL ) nikme —5- JE
[45] 6- FHAEIE -7- (2- RELH 2- WAL |3 ZFEnE -5
i)
[46] 6,7 — FHA H 1- FE Lt —4- 3
[47] 6, 7- — AR H 1- ZFEnm —4- 5
[48] 6, 7- — F4A I H 1- S -4 FE
[49] 7- LI -6- A H 1- SRR —4- 3
[50] 6- &I -7-(2- FEEL H 1- A SEAEE —4- 35
)
[51] 6,7- — FEE 5- 5|k AE
[0847]
[52] - LI -6 HEIE 5 |k
[53] 6- FEE 7- 2 HEEL 5 M| HL
)
[54] 6- FHEE -7- 2 HEEL 1- FEELm W —5- 3
A
[55] 6,7 — —(2- FEIELER) H 1- FFEM | —5- 2
[56] 6,7 — FEE 2- AN |1 RN 5 K
[57] 6,7 — FEIE H 6 g | I
[58] 6- A -7- (- FEREZ H 6 Ng| I
A5 )
[59] 6,7- — FAHFE H 5 | ML
[60] 7- LEJE -6 HEIE H 5 | I
[61] 6- FEZ -7-2- HERL H 5 Ng| Mgt
A5E)
[62] 6, 7- — 4 H 7- Wyl A
[63] 6,7 — FAE K H 5- RIF =ML
[64] 6,7- — FAE I H IH- ZRFFmKkm —6-
[65] 6,7 — FAEE H 6 R JfHE ML
[66] 6,7- — FAEE H 2— HIEEZRJFmEm: —5- J
[67] 6,7- — FAE I H IH- ZRFFmkm —2-
[68] 6,7- — FAEE H 1= A3 —1H- ZRIfmRme —2-
K
[69] 6— A -7-(2- HEEZ 1- L —1H- A& 3¢ [3,2-
A2 b] NERE -5 2
[70] 6,7- — —(2- FEELERE) 1- L —11- A& 3t (3, 2-
b] ntiE —5- F
[71] 6,7- —HAKE o WETHIL
[0848]
[72] - LESE 6 FEAE H 1- SR
[73] 6,7 — FARKE H 3- FMEIEL
[74] 6,7 — FARKE H 2— FEMEN -6
[75] - LRI -6 HEE H 6— MEIpR AL
[76] 6- HEZL -7-(2- FEE L H 6 MEIpR AL
)
[77] 6,7- —FHEEE 6 MENE IR AL
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[78] 7- LA -6 HEH H 6 MENE AL

[79] 6- HEZL -7-(2- FEE L H 6 MENE IR AL
25 )

[80] 6,7- — FHA L H 2,6 ZE0E —3- J&

[81] 6,7 — 4 H 1,7 250 —6- &

[82] 6,7- — FAAAE H 3- MHAE

[0849]  JEAA VI HIRFIE LR W T PR o

[0850]  'HNMR : (DMSOd,) 1. 44 (t, 3H) ,3. 74 (s, 1H) , 4. 26 (g, 2H) , 6. 05 (s, 2H) 6. 72 (d, 1H),
6. 79 (t, 1H), 7. 27 (m, 3H) , 7. 37 (s, 1H) , 7. 43 (d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 9. 96 (s, 1H) ;
JRiE MHH 474,

[0851]  2,3- WP AR AR 3L K% 4E I Med. Chem. . . , 1979, 22, 1354 F#iiK,

[0852]  "HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 74(3,2H) ,3.75-3.79 (m, 2H) , 3. 99 (s, 3H) ,
4. 3-4. 36 (m, 2H) , 6. 05 (s, 2H) , 6. 73(d, 1H) , 6. 8 (m, 1H) , 7. 27(d, 2H) , 7. 29 (d, 1H) , 7. 41 (s,
1H) , 7. 44(d, 2H) , 7. 57 (s, 1H) , 8. 54 (s, 1H) , 8. 96 (s, 1H) ;)R M+H504,

[0853]  'HNMR : (DMSOd,) 1. 44 (t,3H) , 3. 66 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 5. 98 (s, 2H) ,
6. 86 (d, 1H) ,6. 98 (m, 1H) , 7. 26 (d, 2H) , 7. 34 (d, 1H) , 7. 37 (s, 1H) , 7. 43(d, 2H) , 7. 55 (s, 1H) ,
8.53 (s, 1H), 10. 13 (s, 1H) ;JFiE M+H474,

[0854]  3,4— MV AR B R HZAERR YN & R FE 5 0549263 15 3 rh ik .

[0855]  "HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 66 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 99 (s, 3H) ,
4. 3-4. 36 (m, 2H) , 5. 98 (s, 2H) , 6. 86 (d, 1H) , 6. 99 (m, 1H) , 7. 27 (d, 2H) , 7. 34 (d, 1H) , 7. 41 (s,
1H),7.43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 14 (s, 1H) ;JE1E% M+H504,

[0856]  'HNMR : (CDC1,) 1.59 (t,3H),3.8(s,2H),4. 07 (s, 3H) ,4. 22-4. 3 (m, 4H) , 4. 31 (q,
2H) , 6. 63 (m, 1H) , 6. 82 (m, 1H) , 7. 28 (d, 2H) , 7. 36 (brs, 1H) , 7. 48 (d, 2H) , 7. 56 (s, 1H) ,
7.66 (brs, 1H),7.91(d, 1H),8. 6 (br s, 1H) ;JFilk :M+H488,

[0857] 2,3~ W.4 —5AIEFKNEAE J. Med. Chem. , 1995, 38,4044 ik,

[0858]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 74-3. 78 (m, 2H) , 3. 79 (s, 2H) , 3. 98 (s, 3H) ,
3. 23-3.29 (m, 2H) , 3. 3-3. 36 (m, 4H) , 6. 62 (d, 1H) ,6. 75 (m, LH) , 7. 26 (d, 2H) , 7. 4 (d, LH) ,
7.44(d, 2H) ,7.5(d, 1H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 9. 41 (s, 1H) /i M+H518,

[0859]  'HNMR: (DMSOd,) 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 65 (s, 2H) , 3. 74-3. 81 (m, 4H) ,
4. 16-4. 24 (m, 4H) , 4. 29-4. 38 (m,4H) , 6. 79 (d, 1H) , 6. 99 (m, 1H) , 7. 26 (d, 2H) , 7. 27 (s, 1H) ,
7.41 (s, 1H),7.42(d, 2H) , 7. 6 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (brs, 1H) ;JF1E M+H562,

[0860] 1 I il 4% HIAE JEURH 2- {4-[6,7- — —(2- ML LI ) Mempmpk —4- JE4E 1 2K
B LR

[og61]  FHSEHEM 8 i3k TIT K v g (1] o 5 il 5 RO OC 11 318 75 41 348 110 8 48 S48
Tk A 4- A -6, 7- = - (2- PR LA ) W menk ([ fr % A H13E W001/021596) 5
2-(4- BIEHRIL ) L RNVAZRN AT T REL, 7% 60 % 5 'HNMR : (DMSOd,) 3. 35 (s, 6H) , 3. 76 (m,
4H) , 4. 34 (m, 4H) , 7. 25 (d, 2H) , 7. 36 (d, 2H) , 7. 41 (s, 1H) , 7. 6 (s, 1H) , 8. 54 (s, 1H) ;_ JGi i -
M+H'429,

[0862]  'HNMR : (CDC1,) 1. 59 (t,3H),3. 78 (s, 2H) ,4. 07 (s, 3H) , 4. 2—4. 26 (m, 4H) , 4. 3 (q,
2H) , 6. 68(d, 1H) ,6.85 (m, 1H) ,7. 09 (br s,1H),7.11(d,1H),7.29(d,2H),7. 33 (s, 1H),

76



CN 101072758 B OB B 75/110 T

7.46(d,2H) , 7. 56 (s, 1H) , 8. 59 (s, 1H) ;i :M+H'488.

[0863]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 64 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) ,
4. 16-4. 24 (m, 4H) , 4. 3-4. 36 (m, 2H) , 6. 78 (d, 1H) , 6. 99 (m, 1H) , 7. 24-7. 28 (d, 3H) ,
7.39-7. 44 (m, 3H) , 7. 56 (s, 1H) , 8. 56 (s, 1H) , 10. 05 (s, 1H) ;JFil% :M+H'518.

[0864]  'HNMR: (DMSOd,) 3. 35 (s, 3H) , 3. 74-3. 78 (m, 4H) , 3. 98 (s, 3H) , 4. 31-4. 36 (m, 2H) ,
5.38(s, 2H),7. 28 (s, 2H) , 7. 41 (s, 1H) , 7. 46 (d, 2H) , 7. 56 (d, 1H) , 7. 64 (d, 1H) , 7. 86 (m, 1H) ,
8.24(d, 1H),8.53 (s, 1H), 10. 6 (s, 1H) ;Jiil M+H516.,

[0865]  'HNMR : (DMSOd,) 3. 46 (s, 2H) , 3. 66 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 75 (d, LH),
7.26(d, 2H) ,7. 36 (m, 1H), 7. 39 (s, 1H), 7. 44 (d, 2H) , 7. 54 (s, 1H) , 7. 56 (s, 1H) , 8. 54 (s, LH) ,
10. 7 (s, 1H) , 10. 3 (s, 1H) ;JRiik :M+H'471,

[0866] 'HNMR : (DMSOd,) 3. 4 (s, 2H) , 3. 69 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 06 (m, 1H),
7.12(d, 1H), 7. 27(d, 2H) , 7. 37 (d, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 8. 54 (s, 1H),
10. 18 (s, 1H) , 10. 38 (s, 1H) ;JE3E M+H'471.

[0867]  'HNMR: (DMSOdy) 3. 79 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 22 (brs, 1H) , 7. 28 (s,
oH), 7. 39 (s, 1H) , 746 (d, 2H) , 7. 56 (s, 1H) , 7. 79 (d, 1H) , 7. 90 (m, 1H) , 8. 18 (d, 1H) , 8. 54 (s,
1H), 10. 83 (br s, 1H) ;JFi# :M+H'485,

[0868]  'HNMR : (DMSOd,) 3. 01 (s, 3H) , 3. 79 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) ,
7.39 (s, 1H),7.45(d, 2H) , 7. 55 (s, 1H) , 7. 82 (d, 1H) , 7. 89 (m, 1H) , 8. 22 (d, 1H) , 8. 53 (s, 1H)
10. 82 (s, 1H) ;JEiE :M+H™499.

[0869]  'HNMR : (DMSOd,) 3. 67 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 84 (d, 1H) , 7. 04 (m, LH)
7.26(d,2H),7. 39 (s, 1H),7.44(d,2H),7. 48 (d, 1H), 7. 56 (s, 1H) , 8. 54 (s, 1H) , 10. 08 (s,
1H) , 10. 49 (s, 1H) , 10. 56 (s, 1H) ;JEiE M+H'472,

[0870]  'HNMR : (DMSOd,) 3. 8 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 22(d, 1H) , 7. 27 (d, 2H) ,
7.39 (s, 1H) , 7. 44 (d, 2H) , 7. 49 (d, 1H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) ;i M-H 421,

[0871]  'HNMR : (DMSOd,) 2. 27 (s, 3H) , 3. 79 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 75 (d, 1H),
7.27(d,2H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) , 12. 32 (brs, 1H) ;_JEi_ i :
MH+H'437,

[0872]  'HNMR : (DMSOd,) 2. 33 (s, 3H) , 3. 79 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 14 (s, LH),
7.27(d, 2H) , 7. 39 (s, 1H) , 7. 42(d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) , 12. 20 (brs, 1H) ;_JFi_ i .
MH+H'437,

[0873]  'HNMR : (DMSOd,) 1. 44 (t, 3H),2. 27 (s, 3H), 3.9 (s, 2H), 3. 98 (s, 3H) , 4. 26 (q,
2H) , 6. 76 (d, 1H) , 7. 27 (d, 2H) , 7. 36 (s, 1H) , 7. 43 (d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) ;_JF 3k :
M+H'451,

[0874]  'HNMR : (DMSOd,) 2. 27 (s, 3H) , 3. 35 (s, 3H) , 3. 75-3. 78 (m, 2H) , 3. 8 (s, 2H) , 3. 98 (s,
3H) , 4. 31-4. 35 (m, 2H) , 6. 76 (s, 1H) , 7. 28 (d, 2H) , 7. 41 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) ,
8.53 (s, 1H) ,12. 32 (s, 1H) ;JEiE M+H 481,

[0875]  'HNMR : (DMSOd,) 1. 44 (t, 3H) , 2. 34 (s, 3H) , 3. 8 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) ,
7.15(s, 1H),7.27(d, 2H) , 7. 37 (s, 1H) , 7. 43 (d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 12. 2 (s, 1H) ;
JEiE M+H 481,
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[0876]  'HNMR : (DMSOd,) 2. 34 (s, 3H) , 3. 35 (s, 3H) , 3. 74-3. 79 (m, 2H) , 3. 8 (s, 2H) , 3. 99 (s,
3H) , 4. 3-4. 36 (m, 2H) , 7. 15(d, 1H) , 7. 27 (d, 2H) , 7. 41 (s, 1H) , 7. 43 (d, 2H) , 7. 56 (s, LH) ,
8.53 (s, 1H), 12. 2(s, 1H) ;% M+H'481.

[0877]  'HNMR : (DMSOd,) 2. 33 (s, 3H) , 3. 35 (s, 3H) , 3. 36 (s, 3H) , 3. 72-3. 79 (m, 4H) , 3. 8 (s,
2H) , 4. 29-4. 37 (m, 4H) , 7. 14 (s, 1H) , 7. 27(d, 2H) , 7. 41 (s, 1H) , 7. 42(d, 2H) , 7. 59 (s, 1H) ,
8.53 (s, 1H), 12. 2 (brs, 1H) ;i M+H'525,

[0878]  'HNMR : (DMSOd,) 2. 35 (s, 3H) , 3. 85 (s, 2H) , 3. 99 (s, 3H) , 4. 0 (s, 3H) , 7. 15 (s, 1H),
7.25(d, 1H), 7. 4(m, 3H) , 7. 6 (s, 1H) , 8. 6 (s, 1H) ;JERE M-H 453,

[0879]  'HNMR : (DMSOd,) 2. 35 (s, 3H) , 3. 36 (s, 6H) , 3. 75 (m, 4H) , 3. 85 (s, 2H) , 4. 35 (m, 4H) ,
7.15(s, 1H), 7. 25(d, 1H) , 7. 4 (d, 1H) , 7. 45 (m, 2H) , 7. 6 (s, 1H) , 8. 55 (s, 1H) ;JH1E M+H 543,
[0880]  fui N1kl 4% HIAE JEURHE 2- (3- 4L —4-[6,7- — - (2- FAEIELHIE ) MMk —4- JE48,
] ORI OB -

[ogs1]  AHSEHEM] 8 Hh & 111 NvEME [1] o5 & SRR OG0 3 2 R 1 2848077 75,
ff4--6,7- = - (- FEELHEE) ikl 2-(3- 5 —4- HERKE) LRIk N1FE
2-{3- W —4-[6,7- — - (2- FEE LA ) Wmmk —4- JE4 0 ] KE ) 4R, =% 41% ;]
P MH 447,

[0882]  'HNMR : (DMSOd,) 2. 17 (s, 3H) , 2. 22 (s, 3H) , 3. 83 (s, 2H) , 4. 02 (s, 3H) , 4. 06 (s, 3H),
7.32(d,2H),7.48(d, 2H) , 7. 5 (s, 1H) , 7. 74 (s, 1H) , 8. 12 (s, 1H) ;JFi% M+H451,

[0883]  'HNMR : (DMSOd,) 3. 35 (s, 3H), 3. 75-3. 79 (m, 2H) , 3. 92 (s, 2H) , 3. 98 (s, 3H) ,
4.31-4. 36 (m, 2H) , 7. 29 (d, 2H) , 7. 41 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 8. 39 (s, 1H) ,
8.54 (s, 1H),13. 21 (brs, 1H) ;)5 M+H 492,

[0884]  'HNMR : (DMSOd,) 2. 47 (s, 3H) , 2. 58 (s, 3H) , 3. 85 (s, 2H) , 3. 97 (s, 3H) , 4. 0 (s, 3H) ,
7.27(d,2H),7.39(s, 1H), 7. 43(d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) , 12. 76 (br s, 1H) ;_J&i il -
M+ 479,

[0885]  'HNMR : (DMSOd,) 3. 91 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 38 (s, LH),
7.43(d, 2H) , 7. 55 (s, 1H) , 8. 38 (s, 1H) , 8. 53 (s, 1H) ;JHi :M+H448,

[0886] S N4 A 2- 2 JE —5- FUIEMEMERT 2- (3- i —4- [6- 42 —7- (2- DYENLARg —2- 2%
AL CEIE ) MEmmk —4- JEAE ] RIE ) OIR, FER T R I IR G I 130°C 5
Gy Bh. PRV, Bk W A AR I M Al AL, B G e RN R A AR VR S R M
Fo TEFFEEVE BE R B a0 3R 1 JE R (0. 182g) J2M LR I 1, 4— A ASFREE TR (2ml) FH
TERRE Gml) FVRAEDIBHE 15 odh. ZRITIFIRE WY, ¥k B W A §l & HPLC 41k, A
Water’s ‘Xterra’ JOAHAELL KK S IERI FEARIEIRG W a2 REH, B EMH &
TR AF B 15 3 [ R T S 724 (0. 016g) , ‘& AT DL T RRAF 08 <

[0887]  'HNMR : (DMSOd,) 3. 8 (m, 2H) , 3. 95 (s, 2H) , 4. 0 (s, 3H) , 4. 25 (m, 2H) , 5. 0 (m, 1H) ,
6.8 (s, 1H),7.25(d, 1H),7. 45 (m, 3H) , 7. 6 (s, 1H) , 8. 4 (s, 1H) , 8. 6 (s, 1H) ;JEiE M+H 496,
[0888]  'HNMR (DMSOd,) 2. 37 (s, 3H) , 3. 73 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 63 (s, 1H) ,
7.26(d, 2H),7. 39 (s, 1H) , 7. 41 (d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) , 11. 18 (br s, 1H) ;_JF 3 :
MH+H'421,

[0889]  'HNMR : (DMSOd,) 1. 44 (t,3H) , 2. 37 (s, 3H) , 3. 71 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) ,
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6.63 (s, 1H),7.26(d,2H),7. 37 (s, 1H), 7. 42(d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 11. 18 (s,
1H) ;5 M+H435,

[0890]  'HNMR : (DMSOd,) 2. 33 (s, 3H) , 3. 35 (s, 3H) , 3. 73 (s, 2H) , 3. 75-3. 78 (m, 2H) , 3. 98 (s,
3H) , 4. 3-4. 36 (m, 2H) , 6. 63 (s, 1H) , 7. 27 (d, 2H) , 7. 41 (s, 1H) , 7. 42(d, 2H) , 7. 56 (s, 1H) ,
8.53 (s, 1H), 11. 18 (s, 1H) ;JEi M+H'465.

[0891]  'HNMR: (DMSOd,) 2. 0 (s, 6H) , 3. 65 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 25 (d, 2H) ,
7.4 (s, 1H) , 7. 45(d, 2H) , 7. 55 (s, 1H) , 8. 55 (s, LH) , 11. 09 (s, 1H) ;JE1E :M+H434,

[0892] i I~ il & HAE SRR 2- % JE 4, 5- I JEmRME -

[0893]  {EFREEIRE N4 3- AR T —2- Wl (5g).1- ZBEAR (10g) F1 DMF (100ml) [KIVREW
PEFE T Ko il B2 R RIKRGE TR AW, B AOMANGR E b o Bt it ne i e 9+ B T
fe. HEERAE N-(4,5- " FFEBRME —2- 3L ) ZBEHZ (1.92¢) ;'HINMR : (DMSOd,) 1. 98 (s, 6H) ,
2.0(s,3H) .

[0894] 4 UnUbIRIFHYJEURL IRBRERZ (Iml)  FFEE (50m1) FZK (50ml) [IVRE PNz [ali
3R ZER T, I 2N S B ALK AT YR B B PR T /K AL 22 pHO . 28 R PTIFIR A
WY, 5% B8 Wy R ek B A 2 M i, FH 50 R 0 55 VR P R P S 9 VAR HE AR T Y RV B 0k
o FHICIRTSET A5 L (0. 54g) o

[0895]  'HNMR : (DMSOd,) 1. 44 (t,3H) , 2. 18 (s, 3H), 3. 64 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) ,
6. 27 (s, 1H) , 7. 24 (d, 2H) , 7. 36 (s, 1H) , 7. 42 (d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 52 (s,
1H) ;J3E M+H434,

[0896]  'HNMR : (DMSOd,+CF,CO,D) 1. 2 (d, 6H) , 2. 86-2. 96 (m, 1H) , 3. 66 (s, 2H) , 3. 98 (s, 3H) ,
4.0(s,3H),6.3 (s, 1H),7.25(d, 2H) , 7. 38 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 8. 54 (s, 1H) ;J&
I M+H 448,

[0897] i il & HAE SRR 65— &(JE -3- SN ZE —1H- L .-

[0898] 4 &S (1. 17ml) WEMIAIE TR (1. 6M 75 ki, 14. 06ml) TR IR N , 45
O HI 2 —78°C, R %R FEIR-SWHeRE L /Nt s TR 2 /g (1. 5ml) , ik [ VAR
IRINE —45°C IFAEIZIRE T HERE 2 /NISE . N 2N 3h BV VR AT A VR S Ik & pH2, 2R KK
i H & PEAREREY, A VIR AR EE T I 28 k. IR 4- 2 -3- 4
FIHE (1. 22g) s'HNMR : (CDC1,) 1. 18 (d, 6H) 5 2. 82 (m, 1H) , 3. 52 (s, 2H) ,

[0899]  7F 70°CHs—& 7 W RAT I ok} 0. 6g) KA ME (0. 288ml) FILEE (45ml) VR
EMA N2 /NI o ZERE T, B B I AT JE M i, Tl Z & e ML 19: L IREG W)
RVEREH o RIS T ERL (0. 574g) ;'HNMR : (DMSOd,) 1. 13 (d, 6H) , 2. 76 (m, 1H) , 4. 31 (br
s, 2H),5. 17 (br s, 1H),11. 05 (br s, 1H) ;JEiE M+H126.,

[0900]  'HNMR : (DMSOd4+CF,C0,D) 1. 17 (t,3H),2.57 (g, 2H) , 3. 67 (s, 2H) , 3. 98 (s, 3H) ,
4.0(s,3H),6.31 (s, 1H), 7. 25(d, 2H) , 7. 38 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 8. 55 (s, 1H) ;
JRE M 434,

[0901] W R Hil& AR 5- 22k -3 £ 3% —1H- nbme o

[0902]  FHWINI b 3Cyfif (361 A b il 2% JoBH ¢ B 388 25 4 38 () 8 48 248077 2%, A TH iR
L5 OB NS 3 3- S AC U, 77 % 80 % ;'HNMR : (CDC1,) 1. 14 (t, 3H) , 2. 66 (q, 2H) ,
3. 46 (s, 2H) 5 FRAE I 57K A W B N A3 30 BT 75 J5Uk), 772 51% 5 HNMR : (DMSOd,) 1. 04 (t, 3H),
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2.41(q,2H) ,4. 4(br s,2H) .

[0903] X S5 )3 7= 4y FH ek Jss k2 Mt 44k, FH TR < TR R R IEE 1% 5 A 1 VR - 4 A e D,
Ry fE PR PR W T c—HNMR < (DMSOd,) 1. 24 (s, 9H) , 3. 63 (s, 2H) » 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
6. 28 (s, 1H), 7. 24(d, 21) , 7. 38 (s, 1H) , 7. 42(d, 2H) , 7. 55 (s, 111) , 8. 53 (s, 1H) , 10. 57 (br s,
1H) 5 JFE M+H 462,

[0904] i R Hi& AR IR 5- 228 —3— 4 — T 2% —1H- e o

[0905]  FHNIWI b 3CyEf# [36] A5 il & JrOBH A O 138 43 4 1 A8 L6 48007 125, A48 IR
LlEE O RNAFE] 4, 4- 3 -3- A, BT 5 KA IR VAT 2 BT 75 IRk o
[0906]  'HNMR : (DMSOd,+CF,C0,D) 0. 63-0. 69 (m, 2H) , 0. 88-0. 94 (m, 2H) , 1. 82-1. 88 (m, 1),
3.65(s,2H) ,3.98(s, 3H),3.99 (s, 3H) , 5. 96 (s, 1H) , 6. 17 (s, 1H) , 7. 25 (d, 2H) , 7. 38 (s, LH),
7.43(d, 2H) , 7. 56 (s, 1H) ,8. 54 (s, 1H) ;JHiE :M+H 446,

[0907] G I il & AR JRUBH 65— 20 0E —3— RN ZE —1H- miEm: .-

[0908]  FHWINI 30y fif [36] o 5 il 28 JEOBH A ¢ (19 38 75 46 348 (1) 08 28 2840077 2%, AT BRI
Ft —1- BRIR LR S ONE RNV AT BN FR A SE S IR0, A0 5 KA I B A3 21 BT 75 )5 kL o
[0909] S5 I 7 4y FH Tk B A 25 T A, FH TR & T R PR e ) 368 A 1 VR 6 40 A e I 515 3
3 LR R4 M S0 - "INMR - (DMSOd,) 1. 26 (t, 3H) , 3. 76 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) ,
4.01(q,2H) ,6.2(s, 1H),7.27(d, 2H) , 7. 35 (s, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) ,
8.54 (s, 1H), 10. 11 (s, 1H) ;JFi M+H'434,

[0910]  Jse N7 4y FH Tk F A 25 M A, FH 1R & T R PR e R 368 A 1 VR -6 40 A e T 3515 3
73 LR R AE M B0 —"INMR - (DMSOd,) 1. 34 (t, 3H) , 3. 64 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
4.03(q,2H) ,6. 42 (s, 1H), 7. 24 (m, 2H) , 7. 42 (m, 3H) , 7. 55 (s, 11) , 7. 58 (m, 1H) , 8. 53 (s, 1H) ,
10. 7 (s, 1H) ;i M+H 434,

(09111  HAE R 3- &Ik —1—- &3 —1H- B MG 3R T Chemical Abstracts, 1975, 82,
156172) ,

[0912]  'HNMR : (DMSOd,) 2. 2 (s, 3H), 3. 61 (s, 3H) , 3. 62 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
6. 27 (s, 1H), 7. 24 (d, 2H) , 7. 38 (s, 1H) , 7. 4(d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 53 (s, 1H) ;
Rt M+H 434,

[0913]  FHAEJRAEMK 3— & & —1,5- — %L —1H- nitMediiR T+ I HeterocycelicChem. , 1982,
19,1267,

[0914]  'HNMR : (DMSOd,) 0. 55-0. 6 (m, 2H) , 0. 76-0. 83 (m, 2H) , 1. 73—1. 8 (m, 1H) , 3. 56 (s,
3H), 3. 73 (s, 2H), 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) , 7. 42(d, 2H) , 7. 56 (s,
1H), 8. 54 (s, 1H) ,10. 1 (s, 1H) 3JE1E :M+H 460,

[0915] 4 il & AR JFURH 56— 24 2E —3— FRINSE —1- Ak —1H- nibme o

[oo16]  FHRWINI b 3Cyfif [36] A b il 2% JsOBH T ¢ (0 388 5 4 348 (1) 8 28 SR 40077 2%, AT EA TN
Ft—1- RIR LWE 5 IE I NAT R IN FE UL G0, fA S 1- IR K &9 s AT 21 B
i I KL

[0017]  Je N7 4y FH Tk B AT 25 M A, FH 1R & T R PR e R 368 A 1 VR -6 0 A e T 3515 3
73 DL RE AE PE 04 - HNVR < (DMSOd,) 1. 24 (s, 9H) , 3. 63 (s, 2H) » 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
6. 28 (s, 1H) ,7.24(d, 2H) , 7. 38 (s, 1H) , 7. 42(d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 57 (brs,
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1H) i M+H472,

[0918]  JNH)h 5- 2 FE —3— L3 —1H- LM (0. 19g) F12—{3- 3 —4-[6- FHEE-7T-(2- 1Y
ZUEIR —2- FEAUIE C A2 ) W MRIER —4- JE4UOE ] 3R | &R (0. 62¢) , B ONMIRG W In#A R
50°C 2.5 /NI o 2RI, Bk B W) FH R CAE I A aiAb, ) — G TR e A R (1 S5 AR PR VR 5 0 R
VMR AF AR i JE Rl (0. 462) VET & (6ml) B EEWAHIE 0°C. N 2™
IR 1, 4= ZHEOSIETE 2ml) ¥ NS WILE O CHERE 10 23 Bh A PR BE R Bk 30
B ZER TR G, vk B W e AL E M atidb , F &0 e 0 R I AR B A MR VR B ) A ke
Bisl. ISR FTTE Y (0.21g) , & HA LU PR IEESARE — HNMR : (DMSOd,) 1. 3 (t, 3H) ,
2.55(q,2H),3.7(s,2H), 3. 85(t, 2H) ,4. 0 (s, 3H) , 4. 25 (¢, 2H) , 6. 3 (s, 1H) , 7. 25(d, 1H),
7.4 (m, 3H) , 7.6 (s, 1H) , 8. 6 (s, 1H) , 10. 6 (s, 1H) ;JEHE :M+H 482,

[0919]  'HNMR : (DMSOd,) 3. 62 (s, 2H) , 3. 78 (s, 3H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) ,
7.37-7. 43 (m, 4H) , 7. 55 (s, 1H) , 7. 86 (s, 1H) , 8. 53 (s, 1H) , 10. 2 (s, 1H) ;)R M+H420,
[0920] i R Hi& AR 4- 202 —1- A 2L —1H- ke o

[0921]  4— fi§ & ntk Mk g B N.D. Zelinsky Institute, Organic Chemistry, Leninsky
prospect47, 117913Moscow B-334, Russia. ZALSW ] Fifl4 -

[0922]  F4 A MHAHER (9. 5ml) JEANANEME (13.6g) LUK LR (B1ml) FHIFHEBE N » A%
WO HUK - BRRAEI 2R -10°Co TERCRE VT . WML ERE 2Tnl) , fEMERE T K
TR A DEEE 2. 5 /N o BHRAWMIE VK L, I BRER B IR A 0 IR FE PR AK 22 pHi5. it
BT UTEY) o AEFTAFIEAEE T/K T, H SRR IUK B A WL B R B T g i
P e (P 60-80°C, 50ml) MIAZE R 22 50ml RFREIER N« L uEEHTE
BUTUEY o 5 I 782 1- i ZEnt M (20. 6g) s'HNMR : (DMSOd,) 6. 71 (s, 1H) , 7. 88 (s, 1H),
8.81 (s, IH) o AW AWITTRER D IBNE, N Y TEHERE .

[09023]  HEIRBRER (80ml) Wi N A CLEVKH H A A 1- AHZEnkMe (20. 3g) HIPEFEFE M
IR G 16 /N F il IR AR HER . BB G 2K EIHHEE 20 7380, 5
PrpTASIE 44, F K WE3s o K s F B R A A RN O RS ER o Ks o Wi 1 A I N 2 RSV
P s BT 15 T M AN AL B K IS D %, IR EE T JF 1L 38 . KA g (3 55 60-80°C )
TN 2R R W45 222 50m] ARSI N o L 38 BT RTIE . HH L3RG 4— Ak ntt m:
(16g) ;'HNMR : (DMSOd,+CF,CO,H) 8. 57 (s, 2H) .

[0924] AR ER — FEE (5ml) Z212 N 4- ilFERL M (2g) 7F IN S EAL BN K (20m1)
PRSI T CARE AR 30°C, FEMBEE S T TR A D 48 /MR
REDAH R IAETE L, BWUTiEy), A KEG I B2 T5. Bk - & -4- 1
B —1H- nitmk (1. 5g) ;'HNMR : (DMSOd,) 3. 91 (s, 1H) , 8. 24 (s, 1H) , 8. 85 (s, 1H) .

[0025] 7 3 NS T K EE 4 Wt 3R 45 (1) )50k (0. 7g) VA4 EH (0. 05g) LR L IR
(5ml) F1LEE (15ml) WIVRAYIBEFE 2 /NS L BERR ZABALT), 28R I8 IR AT IR
¥l 0. 6g) ;'HNMR : (DMSOd,) 3. 64 (s, 3H) , 6. 86 (s, 1H) ,6. 97 (s, 1H) »

[0926]  'HNMR : (DMSOd,) 1. 32 (t, 3H) , 3. 61 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 4. 07 (g, 2H) ,
7.25(d,2H),7.39(s, 1H),7.41(d, 2H) ,7. 55 (s, 1H) , 7. 9 (s, 1H) , 8. 53 (s, 1H) , 10. 21 (s, LH) ;
SR M+H 434,

[0027] i R Hil& AR IREHE 4- 280k —1- &3 —1H- nbme o
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[0928] H4HRIR — L W5 (5. 23ml) L2148 4- A ZENL e (2. 26¢) 7E IN SR AL BN K % )
(22m1) PRI IZE R CAR A 30°C, 1R 1ZIEE N T RS, 48 /.
KRA WA H R IAEHE L, BT Uy, A KRR IF BT, B - &3 -4 1l
BE —1H- kM (1. 71g) ;'HNMR : (DMSOd,) 1. 4 (t, 3H) , 4. 2 (g, 2H) , 8. 25 (s, 1H) , 8. 9 (s, IH) »
[0920]  HIMINI b3z fif [46]1 5 )28 S50k DG R0 7 Fl A 1) AL 77 32, A8 b SR A 1)
JRRL AN AL . ISR BT RF EURE, 772K 89 % 5 'HNMR : (DMSOd,) 1. 27 (t, 3H) , 3. 77 (br
s,2H),3.92(q, 2H) ,6. 87 (s, 1H) , 7. 01 (s, 1H) »

[0930]  'HNMR : (DMSOd,) 1. 39 (d,6H) , 3. 64 (s, 2H) , 3. 98 (s, 3H) , 4. 0 (s, 3H) , 4. 39—4. 49 (m,
1H),7.25(d, 2H) , 7. 39 (s, 1H), 7. 43 (d, 2H) , 7. 45 (s, 1H) , 7. 56 (s, 1H) , 7. 91 (s, 1H) , 8. 54 (s,
1H) ;JBi% M+H 448,

[0931] Wi R Hi& BRI 4- 2% —1- R INEE —1H- nibme .-

[0932] % 4— fiZEnEMe (1. 13g) W S PAFEML (1ml) JBRERER (1. 38g) I DMF (30ml) [KIIREW
BEHEIFINAAE 70°C 2 /i B FT RS WMINIK A, BENTUTTEY, R KRR IF R T
RS 1- SN 5E —4- fY3E —1H- oMk (0. 845g) ;'HNMR : (DMSOd,) 1. 44 (d, 6H) , 4. 59 (m, 1H) ,
8. 26 (s, 1H),8. 93 (s, 1) .

[09033] 7 3 NS T K ER 4 it 34T 1 R R (0. 8g) VAL (0. 1g) LR LB
(10m1) FZREE (30ml) [RITREPIIFE 2 /NI o ik JERR FSABEALT], 28 K UETE » FH I ERTT JC (AR
() BT 55 JR kL (0.607g) s'HNMR = (DMSOd,) 1. 31 (d,6H) , 3. 76 (br s, 2H) , 4. 27 (m, LH) , 6. 88 (s,
1H),7. 03 (s, 1H) .

[0934] S V7™ 4 Pl Ak FRS A J22 BT Ak, FH 0 TR 0 TR R P EE ¢y 5 A MR VR 5 4 A e i 7] 3R
79 LR 5 4E ME 5088 -—"HNMR : (DMSOd,) 1. 37 (d, 6H) , 1. 43 (t,3H) , 3. 61 (s, 2H) , 3. 97 (s, 3H) ,
4. 25 (q, 2H) , 4. 44 (m, 1H) , 7. 24 (m, 2H) , 7. 36 (s, 1H) , 7. 42 (m, 3H) , 7. 54 (s, 1H) , 7. 9 (s, 1H) ,
8.52 (s, IH) ;JEi% :M+H 462,

[0935] s I 7 4y FH ek B 25 M A, FH TR 0 T R R e 1) 368 A 1 VR 6 0 A e T ), 3R
78 DL R 4 4 ME 50 —"HNMR : (DMSOd,) 1. 37 (d, 6H) , 3. 31 (s, 3H) , 3. 61 (s, 2H) , 3. 76 (t, 2H) ,
3. 98 (s, 3H) ,4. 33 (t, 2H) , 4. 43 (m, 1H) , 7. 25(d, 2H) , 7. 4 (m, 4H) , 7. 56 (s, 1H) , 7. 89 (s, 1H) ,
8.52 (s, 1H) ,10. 21 (s, 1H) ;JEiE :M+H'492.

[0936]  '"HNMR : (DMSOd,) 3. 71 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 35 (m, 1H) , 7. 06 (m, LH)
7. 26 (m, 1H) , 7. 27 (d, 2H) , 7. 39 (s, 1H), 7. 44 (d, 1H) , 7. 47 (d, 2H) , 7. 56 (s, 1H) , 7. 99 (s, 1H) ,
8.54 (s, 1H),10. 11 (s, 1H) , 11. 02 (s, LH) ;JEi M+H 455,

[0937]  '"HNMR : (DMSOd,) 1. 44 (t, 3H) , 3. 69 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 6. 37 (m, 1H),
7. 23 (m, 1H),7.27(d, 2H),7. 3(d, 1H), 7. 32(d, 1H), 7. 36 (s, LH) , 7. 47 (d, 21) , 7. 56 (s, 11) ,
7.89(d, 1H),8. 53 (s, 1), 10. 01 (s, 1H), 11. 0 (s, 1H) ;JFTiiE :M+H469,

[0938]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 69 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) ,
4. 3-4. 36 (m, 2H) , 6. 37 (s, 1H) , 7. 23 (m, 1H) , 7. 27 (d, 2H) , 7. 31 (s, 1H) , 7. 32(d, 1H) , 7. 41 (s,
1H),7.47(d, 2H) ,7.57 (s, 1H) , 7. 89 (d, 1H) , 8. 53 (s, 1H) , 10. 01 (s, LH) , 1 1. 0 (s, 1H) ;_J5i il -
M+H499,

[0939]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 69 (s, 2H) , 3. 75-3. 78 (m, 2H) , 3. 77 (s, 3H) , 3. 99 (s,
3H) , 4. 31-4. 35 (m, 2H) , 6. 36 (d, LH) , 7. 25-7. 32 (m, 4H) , 7. 37 (d, 1H) , 7. 41 (s, 1H) , 7. 47 (d,
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2H),7.57 (s, 1H) ,7.9(d, 1H) , 8. 53 (s, 1H) , 10. 04 (s, 1H) ;JFi% M+H'513,

[0940] g1 il FHAE BB 5- 28 % —1- AR IEm (W <

[0041] K AbAh (60 % 73 BUAER 93 Hh, 0. 54g) N 5- fifZEm|E (2¢) 1 DMF (25ml) [
REY, EXBHE R TEIRA YRR 16 208h. ML (0. 85ml) , FEM G N K BT
THREDDEFE 3 /DT o KRGS DN KT 18 SRR -GN, H S8 SRR A HLAH
FHR SR KPSk, B EREE T 0T 28K « B IIAT A AR |- FRJE -5 if2EmIWe (1. 83g) ;
"HNMR : (CDC1,) 3. 85 (s, 3H) , 6. 7(d, 1H) , 7. 2(d, 1H) , 7. 35 (d, 1H) , 8. 15(d, 1H) , 8. 6 (s, 1H) »
[0942]  TESVS/SE NHGER /3 dn b 3RAF 150K} (0. 88g) (10 %64 / B i 4L 7] (0. 12g) Fl LE
(10m1) FIEEDDEEE 2 /NS g TR G VDL 38, 25 R DBV . FR W) I RE IR A E M 2dife, H
FIHEE (A 40-60°C ) FI LR LBE RIS MR G4 Ve b sR A A [ R 1 BT 75 TR
¥l (0. 635¢) .

[0943]  'HNMR : (DMSOd,) 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 69 (s, 2H) , 3. 74-3. 8 (m, 4H) , 3. 76 (s,
3H) , 4. 3-4. 38 (m, 4H) , 6. 36 (d, 1H) , 7. 25-7. 31 (m, 4H) , 7. 37 (d, 1H) , 7. 41 (s, 1H) , 7. 47 (d,
oH), 7.6 (s, 1H),7.9(d, 1H),8. 53 (s, 1H) , 10. 04 (s, 1H) 3JFi M+H557,

[0944] B s N VR AW I ER 45°C 4 /NI 25 R ¥ ), Bk R W SE ik ) 6 BT ik
Waters ‘BBasic Hypersil’ K AH®I 2 HPLC AEAE EMraiftb. =9 B A ULF RR1E P 2%
P :—"HNMR : (DMSOd,) 3. 75 (s, 2H) , 3. 76 (s, 3H) , 3. 99 (s, 3H) , 4. 0 (s, 3H) , 6. 35 (d, 1H) ,
7.3 (m, 3H), 7. 4 (m, 4H) , 7. 6 (s, 1H) , 7. 9 (s, 1H) , 8. 6 (s, 1H) ;JF i M+H487,

[0945]  'HNMR : (DMSOd,) 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 13 (m, 1H) , 7. 27 (d, 2H) ,
7.39 (s, 1H),7. 46 (d, 2H) , 7. 56 (s, 1H) ,6. 67 (d, 1H) , 7. 97 (s, 1H) , 8. 17 (s, 1H) , 8. 53 (s, 1H),
10. 36 (s, 1H) ;Jiii :M+H 456,

[0946]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 74-3. 78 (m, 2H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) ,
4.31-4.35(m,2H) ,7. 14 (m, 1H), 7. 28 (d, 2H) , 7. 41 (s, 1H) , 7. 47 (d, 2H) , 7. 56 (s, 1H) ,
7.68(d, 1H) , 7. 97 (s, 1H) ,8. 17 (s, 1H) , 8. 53 (s, 1H) , 10. 37 (s, 1H) , 12. 91 (brs, 1H) ;_J& 1 :
M+H 500,

[0947]  '"HNMR : (DMSOd,) 3. 71 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 39 (s,
1H),7.43-7.52(m,4H) , 7. 56 (s, 1H) , 8. 01 (s, 1H) , 8. 15 (s, IH) , 8. 53 (s, 1H) , 10. 21 (s,
1H) 12. 99 (s, 1H) ;Joii M+H'456,

[0948]  '"HNMR : (DMSOd,) 1. 44 (t, 3H),3. 72 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 7. 27 (d,
oH) , 7. 37 (s, 1H) , 7. 43-7. 52 (m, 4H) , 7. 56 (s, 1H) , 8. 01 (s, 1H) , 8. 15 (s, 1H) , 8. 52 (s, LH) ,
10. 22 (s, 1H) , 12. 98 (s, 1H) ;JEiE M+H'470.

[0949]  "HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 72 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) ,
4.3-4.36 (m, 2H) , 7. 27 (d, 2H) , 7. 41 (s, 1H) , 7. 43-7. 52 (m, 4H) , 7. 56 (s, 1H) , 8. 01 (s, 1H) ,
8. 15 (s, 1H),8. 53 (s, 1H) , 10. 23 (s, 1H) , 12. 98 (s, 1H) ;JEiE M+H500.

[0950]  'HNMR : (DMSOd,) 3. 84 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 08 (m, 1H) , 7. 29 (d, 2H) ,
7.39 (s, 1H), 7. 51 (d, 2H) , 7. 55 (d, 1H) , 7. 56 (s, 1H) , 7. 59 (d, 1H) , 8. 1 (s, 1H) , 8. 54 (s, 1H),
10. 15 (s, 1H) , 12. 7 (s, 1H) ;JEiE M+H'456.

[0951]  'HNMR : (DMSOd,) 3. 76 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 39 (s, 1H)
7.4 (m, 1H), 7. 46 (d, 2H) , 7. 55 (s, 1H) , 7. 89 (s, 1H) , 8. 36 (d, 1H) , 8. 53 (s, 1H) , 10. 48 (s, 1H),
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11. 67 (brs, [H) ;Jii# M+H' 457,

[0952]  JHiid M+H 456,

[0953]  'HNMR : (DMSOd,) 3. 76 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) ,
7.47(d, 2H),7.56 (s, 1H) , 7. 63 (m, 1H),8. 03 (d, 1H) , 8. 53 (s, 1H) , 8. 57 (d, 1H) , 9. 27 (s, 1H) ,
10. 51 (s, 1H) ;J5il# M+H'473,

[0954]  'HNMR : (DMSOd,) 2. 78 (s, 3H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) ,
7.39 (s, 1H),7.47(d, 2H),7. 56 (s, 1H) , 7. 58 (m, 1H) , 7. 94 (d, 1H) , 8. 32(d, 1H) , 8. 54 (s, 1H) ,
10. 42 (s, 1H) ;JEiE :M+H'487,

[0955]  'HNMR : (DMSOd,) 3. 84 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 05-7. 12 (m, 2H) , 7. 29 (d,
2H) ,7.39 (s, 1H) , 7. 41-7. 46 (m, 2H) , 7. 49 (d, 2H) , 7. 56 (s, 1H) , 8. 54 (s, 1H) ;JE i M+H456.
[0956]  'HNMR : (DMSOd,) 3. 59 (s, 3H), 3. 78 (br s,2H),3.98(s,3H),3.99(s,3H),
7.16-7. 33 (m,4H) , 7. 39 (s, 1H) , 7. 41-7. 56 (m, 4H) , 7. 57 (s, 1H) , 8. 55 (s, 1H) , 10. 95 (brs,
1H) ;JBiE M+H470,

[0957]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 73-3. 79 (m, 4H) , 3. 81 (s, 3H) , 3. 98 (s, 3H) ,
4.3-4. 36 (m, 2H) , 6. 41 (d, 1H), 7. 27 (d, 2H) , 7. 4 (s, 1H) , 7. 48 (d, 2H) , 7. 56 (s, LH) , 7. 57 (d,
1H),7.88(d, 1H),7.96 (d, IH),8. 53 (s, 1H) , 10. 6 (br s, IH) ;)i M+H'514,

[0958] 1 R il & FHAE UMK 5- 20k —1- F3E —1H- mbng 3 [3,2-b] MERE .-

[0959]  REEAbA (60% 73 BUAEMH, 0. 093g) MIAN', N'= — FIEL -N*~ (1H-HiER& JF [3, 2-b]
nterE —5- 3£ ) AU (1. Med. Chem, 2003, 46, 3060 ;0. 418g) F1 DMF (8ml) HIFEIR S+, 78
WESR S ™ R NIRE W HEFE 10 4380 A FFEEWE (0. 138ml) , 7E IR BRI A T 6 s W R
EBFE 16 /o K, FH AP HRBORE Y KA HUHEH A R K P, Zomi iRk
TR . HILIRAF N, N'- ZFEE -N*-[1- F3E —1H- kg I [3,2-b] nikmg -5- 56 ] A
Jik (0. 212g) ;'HNMR : (DMSOdy) 2. 95 (s, 3H) , 3. 1 (s, 3H) , 3. 85 (s, 3H) , 6. 3(d, 1H) , 6. 7(d, 1H) ,
7.4(d, 1H),7.7(d, 1H), 8. 45 (s, 1H) »

[0960] % 1t B AT 1) SRk S 5AL B (0. 12g) v/K (0. B5ml) FTHEE (2ml) VRGP Hite
HMFAR 75°C 24 Mo B PTAFIRE W KR, FH Z A e KR S PR .
ANUAH AR B KPS, R BT 2 k. HILSRAS AR I NV 1) JrUk) 55— 22k -1-
B —1H- mteng 3 [3,2-b] MERER 2:3VB-A ) (0. 16g) ;'HNMR : (DMSOd,) 3. 7 (s, 3H) , 5. 35 (brs,
2H) , 6. 1(d, 1H),6. 35 (d, 1H), 7. 25(d, 1H), 7. 5(d, 1H) »

[0961]  'HNMR : (DMSOd,) 3. 37 (s, 3H), 3. 37 (s, 3H) , 3. 74-3. 79 (m, 6H) , 3. 81 (s, 3H) ,
3. 29-3. 38 (m, 4H) , 6. 41 (d, 1H) , 7. 27(d, 2H) , 7. 41 (d, 1H) , 7. 47 (d, 2H) , 7. 57 (d, 1H) , 7. 6 (s,
1H),7.88(d, 1H),7.96(d, 1H) ,8. 53 (s, 1H) , 10. 6 (br s, LH) ;J5tif# M+H'558,

[0962]  'HNMR : (DMSOd,) 3. 85 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 39 (s, 1H) ,
7.5(d, 2H) ,7.51 (m, 1H) , 7. 56 (s, 1H) , 7. 73 (m, 1H) , 7. 84 (d, 1H) , 7. 92(d, 1H) , 8. 31 (d, 1H) ,
8.37(d, 1H),8.54 (s, 1H), 11. 12 (s, 1H) ;Fii :M+H 467,

[0963]  'HNMR : (DMSOd,) 1. 44 (t, 3H),3.91 (s, 2H),3. 99 (s, 3H) , 4. 26 (q,2H) ,7. 3(d,
2H),7.37 (s, 1H),7.52(d,2H),7.75(s, 1H),7. 65 (m, LH),7.75(d, LH), 7. 78 (m, LH) ,
7.95-8. 02 (m, 2H) , 8. 34 (d, 1H) , 8. 55 (s, 1H) , 10. 75 (s, 1H) ;JGiil# M+H'481,

[0964]  'HNMR: (DMSOdy) 3. 74 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 39 (s, LH) ,
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7.5(d, 2H), 7. 54 (m, 1H) , 7. 56 (s, 1H) , 7. 71 (m, 1H) , 7. 88 (d, 1H) , 8. 06 (d, 1H) , 8. 48 (s, 1H) ,
8.53 (s, 1H),9. 17 (s, 1H) , 10. 91 (s, 1H) ;JEilE M+H 467,

[0965]  'HNMR : (DMSOd,) 2. 62 (s, 3H) , 3. 78 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) ,
7.37(d, 1H),7.39 (s, 1H), 7. 48 (d, 2H) , 7. 56 (s, 1H) , 7. 78 (m, 1H) , 7. 88 (d, 1H) , 8. 16 (d, 1H) ,
8.34(d, 1H),8.53 (s, 1H), 10. 51 (s, 1H) ;JEiE M+H 481,

[0966]  'HNMR : (DMSOd,) 1. 44 (t,3H) , 3. 79 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 7. 29 (d, 2H) ,
7.37 (s, 1H), 7. 48(d, 1H), 7. 49 (d, 2H) , 7. 56 (s, 1H) , 7. 84 (m, 1H) , 7. 99 (d, 1H) , 8. 28 (d, 1H) ,
8.41(d, 1H),8.52 (s, 1H) ,8. 79 (m, 1H) , 10. 57 (s, 1H) 3/ M+H481,

[0967]  '"HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 74-3. 78 (m, 2H) , 3. 79 (s, 2H) , 3. 98 (s, 3H) ,
4. 31-4.35(m, 2H) , 7. 29 (d, 2H) , 7. 41 (s, 1H) , 7. 49 (d, 2H) , 7. 5 (d, 1H) , 7. 57 (s, 1H) , 7. 84 (m,
1H) ,7.99(d, 1H), 8. 29 (d, 1H) , 8. 41 (d, 1H) , 8. 53 (s, 1H) , 8. 79 (m, 1H) , 10. 58 (s, 1H) ;_JF 3 :
M+H'511,

[0968]  'HNMR : (DMSOd,) 3. 83 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 29 (d, 2H) , 7. 39 (s, LH),
7.49(d, 2H) , 7. 56 (s, 1H), 7. 96 (m, 1H) , 8. 07 (d, 1H) , 8. 54 (s, 1H) , 8. 55 (d, 1H) , 8. 82(d, 1H),
8.88(d, 1H) ,10. 76 (s, 1H) ;JEiE :M+H'468.

[0969]  'HNMR : (DMSOd,) 1. 44 (t,3H) , 3. 83 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) , 7. 29 (d, 2H) ,
7.37 (s, 1H) , 7. 47(d, 2H) , 7. 56 (s, 1H) , 7. 96 (m, 1H) , 8. 05 (d, 1H) , 8. 53 (d, 1H) , 8. 56 (d, 1H)
8.82(d, 1H),8.89(d, 1H) , 10. 76 (s, 1H) ;JEi# :M+H482,

[0970]  "HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 74-3. 79 (m, 2H) , 3. 83 (s, 2H) , 3. 98 (s, 3H) ,
4. 3-4. 36 (m, 2H) , 7. 3(d, 2H) , 7. 41 (s, 1H) , 7. 49 (d, 2H) , 7. 57 (s, 1H) , 7. 97 (m, 1H) , 8. 07 (d,
1H) , 8. 53 (s, 1H) , 8. 56 (d, 1H) , 8. 83 (d, 1H) , 8. 89 (d, 1H) , 10. 76 (, s, 1H) ;JFilk M+H'512,
[0971]  'HNMR : (DMSOd,) 3. 86 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 38 (s, 1H)
7.5(d, 2H) ,7.55(s, 1H) , 7. 94 (d, 1H) ,8. 53 (s, 1H) , 8. 56 (d, 1H) , 8. 63 (s, 1H) , 9. 31 (s, 1H) ,
9. 38 (s, 1H) ;JEi% :M+H 468,

[0972] 3- &L -2,6- ZEMEHEIA T Tetrahedron Letters, 1965,2737-2744,

[0973]  'HNMR : (DMSOd,) 3. 86 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 28 (d, 2H) , 7. 38 (s, LH),
7.5(d, 2H) , 7. 55 (s, 1H) , 7. 7 (m, 1H) , 8. 38 (d, 1H) , 8. 53 (m, 2H) , 8. 91 (m, 1H) , 9. 24 (s, 1H) ;J&
i M+H 468,

[0974] 6—- & JFE —1,7- ZMgHEIAR T Tetrahedron Letters, 1965,2737-2744,

[0975]  'HNMR : (DMSOd,) 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 35 (m, LH)
7.39 (s, 1H) , 7. 45(d, 2H) , 7. 56 (s, 1H) , 8. 07 (m, 1H) , 8. 27 (m, 1H) , 8. 54 (s, 1H) , 8. 77(d, LH)
10. 45 (s, 1H) s JEHE M+H™417,

[o976]  =Zjiifsl 10

[0977]  FHSEHEW] 6 HEIR IR 2, AFIE 411 2- 2RI G 538 L e i [ RV A3 3136 V
TR G

[0978]  BRIAETIAULEH, 5 WD T LA AL-E49) [26]1-[47], #H DMA 1R A, SOV 56 )
BRI FR S AN A VA TN TR LS R KM R NAR BN o (EMREEIRE N TR G
ke 1 /NI S UTIEYEIEE T, K (B 0. 2% W IRER ) T 2 I B PR TR S e i,
Waters ¢ BBasic Hypersil’ AHFE (5 WCKEER, 30mm B 42, 250mm K& ) #3E47T S AH %
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HPLC 4fifk,
(09791 i H., BRAE 73 Ul BH , 5 W) AR Fh bk e fi #5217 B 3R 10 Tk
[0980] FV
[0981]
H
2 N N\
(R®),
0]
o 5
(R'), | \)N (R2),
Z
N
[0982]
&5 I (RY), (R, (R,
R
[1] 6,7- —HEIE H 4- FEL
[2] 6,7- —HEIE H 5 FE
[3] 6,7- —HEIE H 6- FAEL
[0983]
[4] 6,7- — HHIE H 6- - HHIE
[5] 6- A 7-(2- FEREOEE) H 6- ~HEIE
(6] 6,7 — FHEKE H 6- &
[7] 6- A 7-(2- FEREOEE) H 6- &
[8] 6,7- — —(2- HERLHEIE) H 6 &
[9] 6,7- —HHEKEE H 6- LA
[10] 6- I -7-(2- FEIEOHE) H 6- LFE Ik
[11] 6,7- — - (2- HERLER) H 6- LE K
[12] 6,7- — FHHEIE H 6-(2- R L H= I )
[13] 6- A -7-(2- FERLEIHE) H 6-(2- RO FH AL )
[14] 6,7- — —(2- FEIELERE) H 6-(2- I HE)
[15] 6,7- — FEEE H 6-(2- FEIELERE )
[16] 6- FHAEIE -7-(2- HEREZERE) H 6-(2- FEIELER )
[17] 6,7- - (2- HEIELEE) H 6-(2- FEIELERE)
[18] 6,7 — F& H 6 LI —1- 5k
[19] 6- FHESE —7-(2- FEIELHEIE) H 6- Mg ke —1- A&
[20] 6,7- — —(2- FEIELEAIKL) H 6- Mg ke —1- &
[21] 6,7- — &R H 6 M IpRAL
[22] 6- A 7-(2- FEIEOEKE) H 6— MIpRAR
[23] 6,7- — —(2- FEIELEIKE) H 6— M IpRAL
[24] - LEFE 6 FREE H 5- " HSE A
[25] 6- A -7-(2- FEIEOEKE) H 5- HIEAE
[26] 6,7- — —(2- FEIELEIRL) H 5- " HEHE
[27] 6,7- — FHEIE H 4— “HGEHE
[28] 6- FER 7T- (- HFEEZHE) H 4- “HEHE
[29] 6,7 — —(2- FEILER) H 4- “HF I
[30] 6,7- — FEIE H 4- B HE
[0984]
[31] 6- A -7-(2- HEREOERE) H 4- HEE
[32] 6,7- — —(2- A ZEIE) H 4— 3L
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[33] 6,7- — FA I H 4- 27 HE
[34] 6- HAHE -7- (2- A LA ) H 4- LBIE
[35] 6,7~ — - (2- FEIELHEIAE) H 4- LBIE
[36] 6,7 — FHAIE H 4- FREREFE
[37] 6- AR 7-(2- FEFELEIR) H 4- RNHERIE
[38] 6,7~ — —(2- FEIELHEIE) H 4- FRFEEIE
[39] 6, 7- — FHARIE H 4- N FEE FE
[40] 6- I -7-(2- FEELEIL) H 4- N R R FE
[41] 6,7- — 2- FEILLHEE) H 4- N FEHE I
[42] 6,7 — H4EIE H 4— g e —1- &
[43] 6- FHEH -7-(2- FEELERE) H 4— ML —1- FE
[44] 6,7- — - (2- FEIELEIR) H 4- PSR —1- 3
[45] 6,7- — FEIHE H 4 N IHRAY,
[46] 6- FHERE 7-(2- FEELER) H 4— N IHRAY,
[47] 6,7- — - (2- FEIELEIRE) H 4 N IHRAY
[48] 6,7- I H H

[0985]  JI:fif =W Re Mt MR 20 R BT

[0986]  'HNMR : (DMSOd,) 2. 3 (s,3H) , 3. 76 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 94 (d, 1H) ,
7.26(d, 2H),7.39 (s, 1H),7. 45(d, 2H) , 7. 55 (s, 1) , 7. 94 (s, 1H) , 8. 18 (d, 1) , 8. 53 (s, 1H) ,
10. 68 (s, 1H) ;i :M+H'431.

[0987]  'HNMR : (DMSOd,) 2. 25 (s, 3H) , 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 26 (d, 2H) ,
7.39(s, 1H),7.45(d,2H) ,7. 55 (s, 1H) , 7. 6 (m, 1H) , 7. 98 (d, 1H) , 8. 16 (s, 1H) , 8. 53 (s, 1H) ,
10. 67 (s, 1H) ;i :M+H'431.

[0988]  'HNMR : (DMSOd,) 2. 42 (s, 3H) , 3. 76 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 97 (d, 1H) ,
7.26(d, 2H),7. 38 (s, 1H) , 7. 45(d, 2H) , 7. 55 (s, 1H) , 7. 66 (m, 1H) , 7. 89 (d, 1H) , 8. 53 (s, 1H) ,
10. 7 (s, 1H) ;Jii M+H 431,

[0989]  HI DMA fE M. SN 5 B » ¥ Ma AR R S A K B (2ml) RN LR £ (2ml)
WIKIMA R NAREYIN  TEMBRRE TR TSRS NEE 1 /N o i 15 =4k & s b A
HA TR PR U REPE S —"HNMR < (DMSOd,) 3. 02 (s, 6H) , 3. 76 (s, 2H) , 3. 97 (s,
3H), 3. 99 (s, 3H) , 6. 34 (d, 1H) , 7. 25 (d, 2H) , 7. 29 (d, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 47 (m,
1H),7.55(s, 1H),8.54 (s, 1H) , 10. 13 (s, 1H) ;JFi# M+H460.

[0990] 4 T il & FHAEJERIT 2 & 2E —6- = & ZEMEnE -

[0091] 2— G 3L —6- SUACHERE (0. 4g) A /KRR (40%, 1. 41ml) HIVES WL
TERCBP TR NFA A 190°C 1/ o IR RCAE Z A aliAt, H = SR fe il AR ) 200 1
REW Ve b33 AT T7 EUR (0. 38g) 5'HNMR : (CDCI,) 3. 02 (s, 6H) , 4. 15 (br s, 2H),
5.79(d, 1) , 5. 9(d, 1H), 7. 25 (t, 1H) ;JFilk M+I138,

[0992]  FH] DMA 1E 24 % 7, & N 56 B, S5 it W W E S0 g (4] A #1828 480 )5 b
B, 3RAT I A BLR R E T O -—"HNMR : (DMSOd,) 3. 01 (s, 6H) , 3. 35 (s, 3H) ,
3.73-3.79 (m, 4H) , 3. 98 (s, 3H) , 4. 31-4. 35 (m, 2H) , 6. 34 (d, 1H), 7. 26 (d, 2H) , 7. 29 (d,
1H),7.4(s, 1H),7. 44 (d, 2H) , 7. 46 (m, 1H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 13 (s, 1H) ;_JF_ii¥ -
M+I'504,

[0993]  'HNMR : (DMSOd,) 2. 78 (d, 3H) , 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 15(d, 1H) ,
6. 34 (q, 1H), 7. 22(d, 1H) , 7. 25(d, 2H) , 7. 33 (m, 1H) , 7. 38 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H),
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8.53 (s, 1H), 10. 09 (s, 1H) ;JFE i M+H'446.

[0994] g i & AR IR B 2- 20 —6— A JEnEnE <

[0995] ¥ 2- 2 & —6- S ARHL wE (0. 5g) F1 A f K ¥ W (40 %, 2. 19ml) 1R A YL AE
B HIBIEELN, AR 200°C 2 /NIF o A SN -G W7 H 2 B B R 0T R A B A
Ak, FH G0 BT AR B B AR VR A A B o I ERAS T W IR (0. 11g) 5 'HNMR -
(CDC1,) 2. 84 (s, 3H) ,4. 15 (br s,2H),4. 28 (br s,1H),5.76(d, 1H),5.83(d, 1H),7. 25 (t,
1H) .

[0996]  '"HNMR : (DMSOd,) 2. 77 (s, 3H) , 3. 34 (s, 3H),3. 7-3. 81 (m, 4H) , 3. 98 (s, 3H) ,
4. 26-4. 37 (m, 2H) , 6. 15(d, 1H) , 6. 35 (br s, 1H),7. 17-7. 3(m, 3H) , 7. 34 (m, 1H) , 7. 4 (s, LH),
7.43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 1 (s, 1H) ;JFi# M+H490.

[0997]  'HNMR : (DMSOd,) 2. 78 (d, 3H), 3. 35 (s, 3H) , 3. 36 (s, 3H) , 3. 7-3. 8 (m, 6H) ,
4.29-4. 37 (m, 4H) , 6. 15(d, 1H) ,6. 34 (g, LH) , 7. 22(d, 1H) , 7. 25(d, 2H) , 7. 34 (m, 11) ,
7.41 (s, 1H), 7. 43(d, 2H) , 7. 59 (s, 1H) , 8. 53 (s, 1H) , 10. 09 (s, 1H) ;Fi# M+I1534.

[0998]  'HNMR : (DMSOd,) 1. 13 (t, 3H) , 3. 26 (q, 2H) , 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
6. 16 (d, 11) ,6. 34 (t, 1), 7. 19(d, 1H) , 7. 25(d, 2H) , 7. 31 (m, 1H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) ,
7.55 (s, 1H), 8. 54 (s, 1H) , 10. 03 (s, LH) ;JEi M+H 460,

[0999] i R Hil& AR IR 2- 20 —6— L& FEMERE -

[1000] A E3CyEAA [6] o 5 il a8 TR S IE0 7 IR 1K SR L7 3%, (B n#A & 170°C 16
NI, AE 2- KR -6 AR e 5 LRk R M. I 3R AF BT W IR OB, 77 AR 31 % ;'HNMR
(CDCL,) 1. 23 (t, 3H) , 3. 21 (m, 2H) , 4. 13 (brs, 2H) , 4. 2 (brs, 1H) , 5. 76 (d, 1H) , 5. 82 (d, LH) ,
7.23(t, 1H) ;5 :M+H138.

[1001]1  'HNMR : (DMSOd,) 1. 13 (t, 3H), 3. 23-3. 3 (m, 2H) , 3. 35 (s, 3H) , 3. 71-3. 8 (m, 4H) ,
3.98(s,3H) , 4. 3-4. 36 (m, 2H) , 6. 16 (d, 1H) , 6. 34 (t, LH) :7. 19(d, 1H), 7. 25(d, 2H) , 7. 31 (m,
1H), 7.4 (s, 1H),7.43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) :10. 03 (s, 1H) ;JFi# M+H504,

[1002]  'HNMR : (DMSOd,) 1. 13 (t,3H), 3. 24-3. 3 (m, 2H), 3. 35 (s, 3H) , 3. 36 (s, 3H),
3.72-3.8(m, 6H) , 4. 29-4. 37 (m, 4H) , 6. 16 (d, 1H) , 6. 34 (t, 1H), 7. 19(d, 1H) , 7. 25(d, 2H) ,
7. 31 (m, 1H), 7. 41 (s, 1H) , 7. 43(d, 2H) , 7. 59 (s, 1H) , 8. 53 (s, 1H) , 10. 03 (s, 1H) ;__Ji__ i .
M+H'548.,

[1003]  'HNMR : (DMSOd,) 3. 31-3. 34 (m, 2H) , 3. 54 (t, 2H) , 3. 74 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s,
3H), 6. 21 (d, 1H),6. 35 (d, 1H), 7. 2(d, 1H), 7. 25 (d, 2H) , 7. 32 (m, 1H) , 7. 38 (s, 1H) , 7. 43 (d,
2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 06 (s, 1H) ;JEilk M+476.,

[1004] G N8 AR RURHE 2- &2 -6- (2- R L&) e -

[1005]  FH ESCHEME (6] A5 il 4 TR OC B0 7 R I 2R AL 7 V25, AR AEBepe P A i &
210°C 30 438, 18 2- 25 -6 GUARIEIE 5 SRR RN o FH RIS AT 5 50k}, 7= %6 19 % 5 'HNMR -
(CDCL,) 3. 45 (m, 2H) , 3. 77 (m, 2H) , 4. 19 (brs, 2H) , 4. 63 (brs, 1H) , 5. 81 (m, 2H) , 7. 19 (m, 1H) ;
JEE M+ 154,

[1006]  'HNMR : (DMSOd,) 3. 33 (t,2H) , 3. 34 (s, 3H) , 3. 54 (t, 2H) , 3. 71-3. 79 (m, 4H) , 3. 98 (s,
3H) , 4. 3-4. 35 (m, 2H) , 6. 21 (d, 1H) , 6. 35 (t, LH) , 7. 2(d, 1H) , 7. 25(d, 2H) , 7. 32 (m, LH) ,
7.4 (s, 1H),7.43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (s, 1H) ;JEi M-H 518,
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[1007]  '"HNMR ; (DMSOd,) 3. 31-3. 35 (m, 2H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 54 (t, 2H) ,
3.73-3.79 (m, 6H) , 4. 2-4. 37 (m, 4H) , 6. 21 (d, 1H) , 6. 35 (t, LH) , 7. 2(d, 1H) , 7. 25 (d, 2H) ,
7.31 (m, 1H) , 7. 41 (d, 2H) , 7. 43 (s, 1H) , 7. 59 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (s, 1H) ;_ J&_ i .
M-H 562,

[1008]  'HNMR : (DMSOd,) 3. 28 (s, 3H) , 3. 41-3. 49 (m, 4H) , 3. 75 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s,
3H), 6. 22 (d, 1H) ,6. 45 (t, 1H) , 7. 2(d, 1H) , 7. 25 (d, 2H) , 7. 31 (m, 1H) , 7. 39 (s, 1H) , 7. 43 (d,
2H) , 7. 55 (s, 1H) ,8. 54 (s, 1H) , 10. 05 (s, 1H) ;JEHE :M+H490,

[1009] i il AR JEURHE 2- &2E -6- (2- AL &S ) bne -

[1010]  TERkUE b ol 2 S 3L —6- AARILRE (1. 5g) «2- FF4RIL 4% (3. 04m1) FI7K (0. 5ml)
FHEAWINFAZ 210°C 30 7380 RNIREGWHRERAREN 4k, H 2 P il O/ LBE )
AR VR A TR . IR SRAS BT JER] (0. 38g) s'HNMR : (CDCLs) 3. 76 (s, 3H) , 3. 42 (t,
2H) , 3. 56 (t, 2H) , 4. 14 (br s,2H),4. 58 (brs, 1H),5. 79(d, 1H) , 5. 82(d, 1H) , 7. 21 (t, 1H)
[1011]  'HNMR : (DMSOd,) 3. 28 (s, 3H) , 3. 35 (s, 3H) , 3. 41-3. 49 (m, 4H) , 3. 72-3. 78 (m, 4H) ,
3.98 (s, 3H) , 4. 31-4. 35 (m, 2H) , 6. 22 (d, 1H) , 6. 45 (t, 1H) , 7. 2(d, 1H) , 7. 24 (d, 2H) , 7. 31 (m,
1H),7.4 (s, 1H) , 7. 43(d, 2H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 06 (s, 1H) ;JE1E M+H'534,

[1012]  "HNMR : (DMSOd,) 3. 28 (s, 3H) , 3. 35 (s, 3H) , 3. 36 (s, 3H) , 3. 41-3. 50 (m, 4H) ,
3.72-3.8(m, 6H) , 4. 29-4. 37 (m, 4H) , 6. 22 (d, 1H) , 6. 44 (t, 1H) , 7. 2(d, 1H) , 7. 25 (d, 2H) ,
7.31 (m, 1H) , 7. 41 (s, 1H) , 7. 43(d, 2H) , 7. 59 (s, 1H) , 8. 53 (s, 1H) , 10. 05 (s, 1H) ;_ Ji__ i -
VH+H'578.

[1013]  "HNMR : (DMSOdg) 1. 89-1. 98 (m, 4H) , 3. 35-3. 42 (m, 4H) , 3. 76 (s, 2H) , 3. 97 (s,
3H) , 3. 99 (s, 3H) ,6. 15(d, 1H), 7. 25(d, 2H) , 7. 27 (d, 1H) , 7. 39 (s, 1H) , 7. 41-7. 47 (m, 3H) ,
7.55(s, 1H),8.53 (s, 1H),10. 11 (s, 1H) ;JFilk :M+H486,

[1014] Qi 46 AR JEORHE 2- 236 —6- nibms b —1- HEntkmg .-

[1015]  EGIE N h¥s 2- 25k —6— EUARMLRE (0. 5g) JbmMs ke (1. 3ml) FI7K (0. 5ml) [#]R
EPMIAE 205°C 30 7B RVIRG VI HRERAEZHraifh, H Z A P HER SR LRI S
YIRS Ve, L3RI 75 Uk (0. 36g) 5'HNMR : (CDC1,) 1. 94 (m, 4H) , 3. 95 (m, 4H) ,
4.15(br s,2H),5.75(m, 2H) , 7. 23 (m, 1H) ;JEiE M+H 164,

[1016]  'HNMR : (DMSOd,) 1. 89—1. 98 (m, 4H) , 3. 34 (s, 3H) , 3. 35-3. 41 (m, 4H) , 3. 73-3. 79 (m,
4H) , 3. 98 (s, 3H) , 4. 3-4. 35 (m, 2H) , 6. 15 (d, 1H) , 7. 25 (d, 2H) , 7. 28 (d, 1H) , 7. 4 (s, 1H) ,
7.41-7.47 (m, 3H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 11 (s, 1H) ;JFik :M+H530.

[1017]  'HNMR : (DMSOd,) 1. 88—1. 97 (m, 4H) , 3. 34-3. 4 (m, 4H) , 3. 35 (s, 3H) , 3. 36 (s, 3H) :
3. 73-3.79 (m, 6H) , 4. 29-4. 37 (m, 4H) , 6. 15 (d, 1H) , 7. 25 (d, 2H) , 7. 27 (d, 1H) , 7. 4-7. 46 (m,
4H),7.59 (s, 1H) ,8. 53 (s, 1H) , 10. 11 (s, 1H) ;JEiE% M+H574,

[1018]  'HNMR : (DMSOd,) 3. 42-3. 48 (m, 4H) , 3. 66-3. 73 (m, 4H) , 3. 72 (s, 2H) , 3. 97 (s, 3H) ,
3.99 (s, 3H) ,6.52(d, 1H), 7. 25(d, 2H) , 7. 39 (s, 1H) , 7. 4(d, 1H) , 7. 43 (d, 2H) , 7. 53 (m, 1H) ,
7.55(s, 1H),8.53 (s, 1H) , 10. 23 (s, 1H) ;JFilk :M+H502.

[1019] 40 il FAE IR RHT 2- 235 —6- N mpRfRntnE -

[1020] I b SCyEfg [18] v 5 files FURHE OC B0 7 /R 2R AL v, A 2- 0 —6- SR
ML 5 e bk iz 45 21 B 75 J5URE, 7 %6 69 % ;'HNMR = (CDCL,) 3. 43 (m, 4H) , 3. 79 (m, 4H) , 4. 2 (br
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s, 2H) ,5.91(d, 1H) ,5. 98 (d, 1H) , 7. 31 (t, 1H) ;JEiE :M+H'180.,

[1021]  '"HNMR : (DMSOd,) 3. 34 (s, 3H) , 3. 42-3. 48 (m, 4H) , 3. 67-3. 72 (m, 4H) , 3. 73-3. 79 (m,
4H) , 3. 98 (s, 3H) , 4. 3-4. 35 (m, 2H) , 6. 52 (d, 2H) , 7. 26 (d, 2H) , 7. 39(d, 1H) , 7. 4 (d, 2H) ,
7.43(d, 2H),7. 53 (m, 1H) , 7. 56 (s, 1H) , 8. 53 (s, 1H) , 10. 22 (s, 1H) ;J5il% :M+H'546.

[1022]  'HNMR : (DMSOd,) 3. 35 (s, 3H) , 3. 36 (s, 3H) , 3. 41-3. 49 (m, 4H) , 3. 66-3. 72 (m, 4H) ,
3. 73-3. 79 (m, 6H) :4. 28-4. 38 (m, 4H) , 6. 52 (d, 1H), 7. 25(d, 2H) , 7. 39 (d, 1H) , 7. 41 (s, 1H) ,
7.43(d, 2H) , 7. 53 (m, 1H) , 7. 59 (s, 1H) , 8. 52 (s, 1H) , 10. 22 (s, [H) 3JFi M+H'590.

[1023]  'HNMR : (DMSOd,) 1. 44 (t, 3H) , 2. 88 (s, 6H) , 3. 71 (s, 2H) , 3. 98 (s, 3H) , 4. 26 (q, 2H) ,
7.19 (m, 1H) ,7. 26 (d, 2H) , 7. 36 (s, 1H) , 7. 44 (d, 2H) , 7. 55 (s, 1H) , 7. 84 (d, 1H) , 7. 91 (d, 1H) ,
8.52(s, 1H), 10. 44 (s, 1H) ;JBi M+H'474.

[1024]  'HNMR : (DMSOd,) 2. 88 (s, 6H) , 3. 35 (s, 3H) , 3. 71 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s,
3H) , 4. 3-4. 36 (m, 2H) , 7. 18 (m, 1H) , 7. 26 (d, 2H) , 7. 4 (s, 1H) , 7. 45 (d, 2H) , 7. 56 (s, LH) ,
7.84(d, 1H),7.91(d, 1H) , 8. 53 (s, [H) , 10. 43 (s, 1H) ;JEiik :M+H504,

[1025]  'HNMR : (DMSOd,) 2. 88 (s, 6H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) » 3. 72 (s, 2H) , 3. 73-3. 81 (m,
4H) , 4. 29-4. 38 (m, 4H) , 7. 19 (m, 1H) , 7. 26 (d, 2H) , 7. 41 (s, LH) , 7. 44 (d, 2H) , 7. 6 (s, 1H) ,
7.84(d, 1H) ,7.91(ds 1H) ,8. 53 (s, [H) , 10. 43 (br s, 1H) ;i :M+H'548.

[1026]  'HNMR : (DMSOd,) 2. 94 (s, 6H) , 3. 73 (s, 2H) , 3. 97 (s, 3H) 3. 99 (s, 3H) , 6. 38 (m, 1H) ,
7.25(d, 2H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 46 (br s, 1H),7.55 (s, 1H),7.88(d, 1H),8.53 (s,
1H), 10. 37 (s, 1H) ;JFiil M+H'460.

[1027] 40 R il VR BORHE) 2— 20k —4- — F o JEntie -

[1028]  HI b SCyEf# [18] v 5 files FURHE X B0 7 R 2R 55, 4 2- a0 —4- AR
Mt WE (Organic Preparation and Procedure, 1997,29,117-122 ;0. 4g) A1 — FF i /K %W
(40% ) FHEFEAERLB I A 175°C 35 438, TR RESEH] 6 Prfiidors k NIRG Y &
A4 HPLC 44k . FHH A3 T a5 J5k), 7226 94% 'HNMR : (CDC1,) 2. 95 (s, 6H) , 4. 19 (br s,
2H) , 5. 68 (m, 1H) ,6. 05 (m, 1H) , 7. 77 (m, 1H) ;JEik :M+H'138,

[1029]  'HNMR : (DMSOd,) 2. 94 (s, 6H) , 3. 35 (s, 3H) , 3. 74 (s, 2H) , 3. 75-3. 79 (m, 2H) , 3. 99 (s,
3H) , 4. 3-4. 36 (m, 2H) , 6. 39 (m, 1H) , 7. 26 (d, 2H) , 7. 41 (s, LH) , 7. 44 (d, 2H) , 7. 46 (brs, 1H) ,
7.56 (s, 1H) , 7. 88 (d, 1H) ,8. 53 (s, 1H) , 10. 37 (br s, IH) ;i :M+H'504.

[1030]  'HNMR : (DMSOd,) 2. 94 (s, 6H) , 3. 35 (s, 3H) , 3. 36 (s, 3H) » 3. 73 (s, 2H) , 3. 74-3. 78 (m,
4H) , 4. 3-4. 37 (m, 4H) , 6. 38 (m, 1H) , 7. 25 (d, 2H) , 7. 41 (s, LH) , 7. 43(d, 2H) , 7. 46 (br s, 1H),
7.59 (s, 1H) , 7. 88 (d, 1H) , 8. 52 (s, IH) , 10. 37 (s, 1H) ;JEilk :M+H'548,

[1031]  'HNMR : (DMSOd,) 2. 67 (d, 3H) , 3. 72 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 23 (m, LH) ,
6. 58 (q, 1H) , 7. 26 (d, 2H) , 7. 31 (s, 1H) , 7. 39 (s, IH) , 7. 44 (d, 2H) , 7. 56 (s, 1H) , 7. 79 (d, LH) ,
8.54 (s, 1H) ,10. 28 (s, 1H) ;JEiE :M+H'446.

[1032] 40 il AR BEORHP) 2- 08 —4- R BEnEnE -

[1033]  FI b SCyEff [18] v 5 files FURHE ¢ B0 7 R 2R L 15, 4 2- &0 —4- AR
ML E AT R KSR (40 % ) PR IR I 175°C 35 4. 4IRS 6 ik
¥ N VR ) FH A )46 HPLC 4l o PR MEERTS BT i5 J5Uk), 7= %6 77 % ' HNMR  (CDCLs) 2. 28 (d,
3H) , 4. 06 (brs, 1H) , 4. 24 (brs, 1H) , 5. 64 (m, 1H) , 5. 95 (m, 1H) , 7. 71 (d, 1H) ,
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[1034]  'HNMR : (DMSOd,) 2. 67 (d, 3H) , 3. 36 (s, 3H) , 3. 72 (d, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s,
3H) , 4. 31-4. 35 (m, 2H) , 6. 23 (m, 1H) , 6. 58 (q, LH) , 7. 26 (d, 2H) , 7. 31 (br s, 1H),7. 41 (s,
1H),7.44(d, 2H) , 7. 56 (s, 1H) , 7. 79 (d, 1H) , 8. 53 (s, 1H) , 10. 28 (s, 1H) ;&% M+H'490.
[1035]  'HNMR : (DMSOd,) 2. 67 (d, 3H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 72 (s, 2H) , 3. 74-3. 79 (m,
4H) , 4. 3-4. 37 (m, 4H) , 6. 23 (m, 1H) , 6. 58 (g, 1H) , 7. 26 (d, 2H) , 7. 31 (br s, 1H),7. 41 (s, 1H),
7.44(d, 2H),7. 6 (s, 1H),7.79(d, 1H) , 8. 58 (s, 1H) , 10. 28 (s, 1H) ;JFil# M+H'534.,

[1036]  'HNMR : (DMSOd,) 1. 13 (t,3H) , 3. 0-3. 1 (m, 2H) , 3. 20 (brs, 1H) , 3. 72 (d, 2H) , 3. 97 (s,
3H) , 3. 99 (s, 3H) , 6. 24 (m, 1H) , 6. 55(d, 1H) , 7. 25 (d, 2H) , 7. 32 (br s, 1H),7. 38 (s, 1H),
7.44(d, 2H) , 7. 55 (s, 1H) , 7. 78 (d, 1H) , 8. 54 (s, 1H) , 10. 26 (s, 1H) ;JEik M+H 460,

[1037] G il AR JRRBHY 2- 24028E -4 L2 EntnE -

[1038] 7R Ao 2— S 3k —4- SUARIERE (0. 4g) FI ZNE/K W (70%,0. 8ml) [RIREW
INFAZ 160°C 1 /NI 4 FTARIR-A YV H), FK (2ml) Wke, Qs 6 Brithid A RAH &
HPLC 44k, It AT 3 5l (0. 273¢) ;'HNMR : (CDC1,) 1. 24 (t, 3H) , 3. 15 (m, 2H) , 3. 91 (br
s, 1H) , 4. 22 (br s, 2H),5. 63 (m, 1H) ,5. 93 (m, 1H) , 7. 7 (m, 1H) ;JFik :M+H'138.

[1039]  'HNMR : (DMSOd,) 1. 14 (t,3H) , 3. 01-3. 09 (m, 2H) , 3. 35 (s, 3H) , 3. 72 (s, 2H) , 3. 74 (m,
2H) , 3. 98 (s, 3H) , 4. 3—4. 36 (m, 2H) , 6. 24 (m, 1H) , 6. 54 (t, 1H) , 7. 26 (d, 2H) , 7. 32 (br s,
1H),7. 41 (s, 1H), 7. 44(d, 2H) , 7. 56 (s, 1H) , 7. 78 (d, 1H) , 8. 53 (s, 1H) , 10. 26 (s, 1H) ;_JF 1% :
M+H'504 .,

[1040]  'HNMR : (DMSOd,) 1. 14 (t, 3H) , 3. 01-3. 09 (m, 2H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 72 (s,
2H) , 3. 74-3. 8 (m, 4H) , 4. 29-4. 38 (m, 4H) , 6. 24 (m, 1H) , 6. 55 (t, 1H) , 7. 26 (d, 2H) , 7. 32 (br
s, 1H),7.41 (s, 1H), 7. 44 (d, 2H) , 7. 6 (s, 1H) , 7. 78 (d, 1H) , 8. 53 (s, 1H) , 10. 26 (s, 1H) ;JE 1
VH+H'548.

[1041]  'HNMR : (DMSOd,) 1. 13 (d, 6H) , 3. 48-3. 59 (m, 1H) , 3. 72 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s,
3H) , 6. 24 (m, 1H) , 6. 44 (d, 1H) , 7. 26 (d, 2H) , 6. 33 (s, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s,
1H) ,7. 76 (d, 1H) , 8. 54 (s, 1H) , 10. 25 (s, 1H) ;JEiE :M+H474,

[1042] Gy R4 AR JEORHE 2- 3% —4- SRR IEnEng .-

[1043] A bBSCyEAg (18] v 5 il 4% OB O 150 2 Hl ok (1) SR ARL 7 2%, J8 i A pdese o b
REW MMM 175 CAE 2- 205 —4- SUARIERE 57 NG MY 6 /N o 4 BT AR G018 H1 5t
FHRERAE Z AT 24k, FH = S0 e A 2M F I o) /K S R 3 Bl M VR A W A Ve R o Hh 3R AS
FT B JERL, P72 24% s'HAMR : (CDC1,) 1. 2(d,6H) » 3. 61 (m, 1H) , 4. 23 (br s, 1H),5. 61 (m, 1H) ,
5.9(m, 1H) , 7. 68 (m, 1H) ;JEi :M+H 152,

[1044]  "HNMR : (DMSOd) 1. 13(d,6H) , 3. 35 (s, 3H) , 3. 48-3. 59 (m, 1H) , 3. 72 (s, 2H) ,
3. 74-3.79 (m, 2H) , 3. 98 (s, 3H) , 4. 31-4. 35 (m, 2H) , 6. 24 (m, 1H) , 6. 44 (d, 1H) , 7. 26 (d, 2H) ,
7.33(br s,1H),7.41 (s, 1H),7.44(d,2H),7.56 (s, 1H) , 7. 77(d, 1H) , 8. 54 (s, 1H) , 10. 25 (br
s, 1H) ;JE1E M+H518,

[1045]  'HNMR : (DMSOd,) 1. 13(d, 6H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 49-3. 58 (m, 1H) , 3. 72 (s,
2H) , 3. 74-3. 8 (m, 4H) , 4. 3-4. 38 (m, 4H) , 6. 24 (m, 1H) , 6. 44 (d, 1H) , 7. 26 (d, 2H) , 7. 32 (brs,
1H),7.41 (s, 1H),7.44(d, 2H) , 7. 6 (s, 1H) , 7. 76 (d, 1H) , 8. 53 (s, 1H) , 10. 25 (br s, 1H) ;_ J&
i MHH562.,
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[1046]  'HNMR : (DMSOd,) 0. 36-0. 43 (m, 2H) , 0. 67-0. 74 (m, 2H) , 2. 32-2. 39 (m, 1H) , 3. 72 (s,
2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 36 (m, 1H) , 6. 93 (s, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 44 (d,
2H),7.51 (br s, 1H),7.56 (s, 1H),7.81(d, 1H),8. 54 (s, 1H), 10. 59 (s, 1H) ;JFiis M+H'472,
[1047] G N4 HAE R 2- &3 —4- SRS FEmEE -

[1048]  TERSEH OB 4- FARMERE —2- 2R (1) VIR MK (0. 66ml) - — 57 A 2 & Ji
(2.2m1) FI7K (Iml) FIVREIINAAE 170°C 5 280, KR GWIAE ZIRBE R, B 2 Hl4%
HPLC C18 AHA: (Waters ‘Oasis MCX6™ #%: ;5 fCKEERS, 19mm H A%, 100mm. K ). %4
FH 100:0 22 17:3 7K FT A EE IR RR FEVENE . FHULIRTS 4- AR Z LN nE -2- FRR (0.51g) ;
'HNMR : (DMSOd,) 0. 51 (m, 2H) , 0. 83 (m, 2H) , 2. 6 (m, 1H) , 6. 81 (m, 1H) , 7. 31 (m, 1H) , 8. 09 (m,
1H) , 8. 3 (m, 1H) ,

[1040] 4 —ZRIEEEELES A MY (1. 45ml) F1= 8% (0. 39ml) MR 4- R LR E
Mg —2- 1% (0. 5g) AL - TEE (5ml) M1 1,4- 4 NH Q0oml) MRS T, HFre
REWINFAERIEGL 5 /N o ZER I, ik B AT E M 2ifb, H 50:50:0 22 9:9: 2 B &
=P SR G R R B A PR . HH IR 2- (L - THRERE R ) 4- MINER
FEMERE (0. 562) s'HNMR: (CDCL,) 0. 54 (m, 2H) , 0. 82 (m, 2H) , 1. 51 (s, 9H) , 2. 51 (m, 1H) , 4. 65 (br
s, 1H) , 6. 37 (m, 1H) , 7. 3 (m, 1H) , 7. 84 (m, 1H) ;JEiE M+H250,

[1050]  AFAMIERAT ) SRR T T Rirh, BN AT A AN EhIR I 1, 4- 45 M
AT 1 /NI ZERIREW, VR B TM I ) 2 K R — S RBEIY 12 19 RS VIR o
W ITFIR G I8, 28R DB - 7k P ) e AT JE M A, RHBR R 192 1 I U e - AT
2 19:1 S BE : 3M T EE ) 2 KB PE R o FHERAT 2- 2 —4- IR FE 2 FENL g,
77 %32 % "HNMR : (CDC1.) 0. 54 (m, 2H) , 0. 76 (m, 2H) , 2. 43 (m, 1H) , 4. 52 (br s, 1H),4. 57 (br
s, 1H) , 5. 89 (m, 1H) , 6. 04 (m, 1H) , 7. 65 (m, 1H) ;JFTil% M+H 150,

[1051]  'HNMR : (DMSOd,) 0. 37-0. 42 (m, 2H) , 0. 67-0. 73 (m, 2H) , 2. 33-2. 39 (m, 1H) , 3. 35 (s,
3H), 3. 72 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) , 4. 31-4. 36 (s, 2H) , 6. 36 (m, 1H) , 6. 93 (s,
1H),7.26(d, 2H) , 7. 41 (s, 1H),7.44(d,2H), 7.5 (brs, 1H),7.56 (s, 1H),7.81(d, 1H) ,
7.54 (s, 1H),10. 29 (s, 1H) ;& M+H'516.,

[1052]  'HNMR : (DMSOd,) 0. 37-0. 43 (m, 2H) , 0. 67-0. 73 (m, 2H) , 2. 32-2. 39 (m, 1H) , 2. 36 (s,
3H) , 2. 37 (s,3H) , 3. 72 (s, 2H) , 3. 74-3. 8 (m, 4H) , 4. 29-4. 38 (m, 4H) , 6. 36 (m, 1H) , 6. 93 (s,
1H),7.26(d, 2H) , 7. 41 (s, 1H) , 7. 44 (d, 2H) , 7. 51 (br s, 1H),7.59 (s, 1H),7. 82(d, 1H) ,
8.53 (s, 1H) ,10. 29 (s, 1H) ;JE % M+H'560.

[1053]  '"HNMR : (DMSOd,) 1. 9-2. 0 (m, 4H) , 3. 20-3. 28 (m, 4H) , 3. 74 (s, 2H) , 3. 98 (s, 3H) ,
3.99 (s, 3H),6. 24 (m, 1H), 7. 26 (d, 2H) , 7. 32 (s, 1H) , 7. 39 (s, 1H) , 7. 44 (d, 2H) , 7. 56 (s, 1H) ,
7.86 (d, 1H) ,8. 54 (s, 1H) , 10. 33 (s, 1H) ;JFi% :M+H 486,

[1054] G il AR JRURHE 2— 20 —4- mErg b —1- ZEnkie -

[1055]  ZERBE 9 s 2- S 3E —4- S&URILmE (1g) FAMEMELE (2. 59ml) (VRS WM e
205°C 30 7357 W R NVIRAE Y FRER AT E T 2lith, S0 FGe A 3M AR BE I 0K B 102 1
RAD NV IR A5 07 7% J5UEL (1. 05g) s'HNMR : (CDCL,) 2. 0 (m, 4H) , 3. 28 (m, 4H) ,
4. 49 (brs, 2H) , 5. 56 (m, 1H) , 5. 95 (m, 1H) , 7. 69 (d, 1H) ;JFi% M+H'164.,

[1056]  'HNMR ; (DMSOd,) 1. 9-2. 0 (m, 4H) , 3. 19-3. 28 (m, 4H) , 3. 35 (s, 3H) , 3. 74 (s, 2H) ,
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3. 75-3.79 (m, 2H) , 3. 99 (s, 3H) , 4. 3-4. 36 (m, 2H) , 6. 24 (m, 1H) , 7. 26 (d, 2H) , 7. 32 (br s,
1H),7.41(s, 1H),7. 44(d, 2H) , 7. 56 (s, 1H) , 7. 86 (d, 1H) , 8. 53 (s, 1H) , 10. 33 (s, 1H) ;_Ji i -
M+H'530.

[1057]  'HNMR : (DMSOd,) 1. 9-2. 0 (m, 4H) , 3. 19-3. 27 (m, 4H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) ,
3.73(s,2H),3.74-3. 74 (m, 4H) , 4. 29-4. 38 (m, 4H) , 6. 24 (m, 1H) , 7. 26 (d, 2H) , 7. 32 (br s,
1H),7.41 (s, 1H),7.42(d,2H) ,7.6 (s, 1H),7. 86 (d, 1H) ,8. 53 (s, 1H), 10. 33 (s, 1H) ;_Ji i .
M+H'574,

[1058]  'HNMR : (DMSOd,) 3. 2-3. 26 (m, 4H) , 3. 68-3. 73 (m, 4H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) ,
3.99(s,3H),6.63(m, 1H),7.26(d,2H),7.39(s,1H),7.44(d, 2H),7.56 (s, 1H),7. 66 (br s,
1H),7.97(d, 1H),8. 53 (s, 1H) , 10. 49 (s, 1H) ;i M+H 502,

[1059]  HI NN I 30y fig [42] A0 #3R 1 2B ABLT7 6, AF 2- 2 56 —4— SUAR L g 55 i bk Jie
N i 2% FHAE JRURE Y 2- 2058 —4- ik ARt mE . BT 57 SRR HAT DR R A PR A TR -
(CDC1,) 3. 26 (m, 4H) , 3. 81 (m, 4H) , 4. 71 (br s,2H),5. 87 (m, 1H),6. 19 (m, 1H), 7. 76 (d, 1H) ;
JEE M+H 180,

[1060]  'HNMR : (DMSO0dy) 3. 2-3. 26 (m, 4H) , 3. 35 (s, 3H) , 3. 68-3. 73 (m, 4H) , 3. 73-3. 79 (m,

2H) ,3.75(s,2H) ,3.98(s,3H) , 4. 31-4. 36 (s, 2) , 6. 63 (m, 11) , 7. 26 (d, 2H) , 7. 41 (s, 1H) ,

7.44(d,2H),7.56 (s, 1H),7.66 (br s, 1H),7.97(d, 1H),8.53 (s, 1H),10. 49 (s, 1H) ;_Ji_ i .
M+H'546.

[1061]  'HNMR : (DMSOd,) 3. 2-3. 26 (m, 4H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 69-3. 73 (m, 4H) ,

3.73-3.8(m,4H) , 3. 75 (s, 2H) , 4. 3-4. 37 (m, 4H) , 6. 63 (s, 1H) , 7. 26 (d, 2H) , 7. 42 (s, 1H) ,

7.44(d,2H) ,7.6(s,1H),7.66 (brs, 1H) ,7.97(d, 1H) ,8. 53 (s, 1H) , 10. 49 (s, 1H) ;__Ji_ i :
M+H590,

[1062]  'HNMR : (DMSOd,) 3. 78 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 7. 11 (m, 1H) , 7. 26 (d, 2H) ,

7.39(s,1H),7.45(d,2H) ,7.55(s, 1H) , 7. 78 (m, 1H) , 8. 08 (d, 1H) , 8. 33 (m, 1H) , 8. 53 (s, 1H) ,

10. 76 (s, 1H) ; Jui® M+H'417,

[1063]  SZjEf] 11

[1064]  FHSZHEH] 1 HEIR ISR T2, A0 4 1) 2- 2R3k LR 50 4 IR e ik [ VAS B R VI

PR AED o BRAETIA UL, 75 WIRERR SR = 9048 FH il & HPLC 44k, F Waters B Basic
Hypersil” e AHAE (5 BOKEERS, 30mm 4%, 250mm K/ ) LA IK (& 0. 2% BRIRE: ) M LN
() AR VR S A e MR o R E S A U I, A5 DU A b g g #2117 55 RS R B sk

[1065] X VI
[1066]
N_ N
2 | X -
)
0 0o INZ 5 '
(R), )
Z
N
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[1067]
i 5 RY, (R, (R%),
R
[1] 6 AL -7-(2- FIE 25 ) H 5- — HERIE
[2] 6,7— — FEEE 2- AR 5- — HEIE
[3] 6- FHEIE -7-(2- I 2HFE ) 2- AR 5- — HEIE
[4] 6,7- — FEIE 2- AR 4- —HEIE
(5] 6,7 — HEIE 2- AR 4- LR@IE

[1068] ARV HIRAE LR W T PR o
[1069]  H 2-(ZRIF =M —1- 35 ) -1, 1, 3, 3— VU SR EG DU S R 30X 2- (T R KT
=M -1-55) -1, 1, 3, 3- VYR IREG /S TEEIR £h (V) , TEMN LA % R NVIR Wi FE 18 /)
o WIS =) A DL R E SRS -~ "HMR : (DMSOd,) 2. 9 (s, 6H) , 3. 7 (s, 2H) , 3. 8 (m,
2H) , 4. 0 (s, 3H) , 4. 2(t, 2H) , 5. 0 (m, 1H), 7. 2(d, 2H) , 7. 25(d, 2H) , 7. 4 (s, 1H) , 7. 45 (d, 2H) ,
7.55 (s, 1H), 7. 85(d, 1H),7.9(d, 1H) , 8. 55 (s, 1H) ;JFii# M+1490.
[1070]  'HNMR : (DMSOd,) 2. 9 (s, 6H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 4. 0 (s, 3H) , 7. 2(d, 1H) ,
7.25(d, 1), 7. 4 (m, 3H) , 7. 6 (s, 1H) , 7. 85(s 10),7.9(d, 1H), 8. 55 (s, 1H) ;5T M+IT478,
[1071] Wi B il e FHAE ISR 2-[3- 98 —4- (6, 7— — AR A 2hme ek —4- 48 ) R ] &
@g“i —
[1072] ¥ 4- 5 -6, 7- — S IEMEM (0. 85g) \2- (3— &L —4- FRILIEEE) 4/ (0. 966g)
WRIRE (2. 08g) 1 DMA (60m1) VRS VIHEHEIF M 70°C 16 /Mo I ZBE, FTiE ¥
JECEE o AN AT B AR AEZK (200m1) AL, TN 2N R RS BAT IR & R4k 42 pH5.
W ARKAHAAE 2229 50m1, SO 2N EhK SRR pH 71 2 pHS . K UTE )i S8, H S mkvE:
B A TR . B3RS AT JRRE (1. 05g) ;'HNMR : (DMSOd,) 3. 6 (s, 2H) , 3. 94 (s, 3H)
3.95(s,3H),7.15(d, 1H),7.3(d, 1H) , 7. 4 (m, 2H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;JFi# M+H'359.
[1073]  'HNMR : (DMSOd,) 2. 9 (s,6H) , 3. 75 (s, 2H) , 3. 85 (m, 2H) , 4. 0 (s, 3H) , 4. 25 (m, 2H) ,
5.0 (m, 1H),7.2(d, 1H),7.25(d, 1H) , 7. 4 (m, 3H) , 7. 6 (s, 1H) , 7. 85 (s, 1H) , 7. 9 (d, 1H) ,
8.55 (s, 1H), 10. 5 (s, 1H) ;JFilk :M+H508.
[1074] 40 F 44 AR OB 2- (3- G —4-[7- (2- BRIL 25 5% ) -6— M4 L ik —4- 3%
AR RE) OB -
[1075]  FH SE it 45 8 i v A [1] H 5 il 4% BRORL A OC I &0 45 1 28 AL 5 v, AT
4- A —6- FEIE -7- (2- VUL —2- FEEIE C5E ) e 5 2- (3- 3 —4- AR )
LRI, 133 2— {3— G —4-[6— AL —7— (2 PUSNLg —2- JE40 08 S48 ) ek —4- 2%
B FE) LR, P 52% I MHH4T3,
[1076] ¥ 4anit SR ERL (22) UK LR (8ml) (7K (Bml) A THF (2ml) HIVE-S 5 HE I I
R 45°C 2 /M K R IREPIIAIK (150m1) 1, N 2N SR KBS B TR A AL
Z pH KN 3. 5. BT BCIR Y B M4 40 CEZ T4, B3Ik 2-{3- 4 4-[7-(2- &
T ORI ) -6- ARk —4- R4 ] K O, AT — DAL R B -
M+I'387,
[1077] A5 i » W V0 Rk IR Sl 7KV VR R S BRAR IR I N R VR %EP EH )
BENRRIREYHHE L5 /AN Kyl ®id vk S, H OBEvEs It B2 T8 Wtk
AT B =) KA ULF R A P 0P -~ HNMR = (DMSOd,) 2. 9 (s, 6H) 5 3. 75 (s, 2H) , 3. 99<s,3H>,
94
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4.0(s,3H),6.4(d, 1H),7.3(d, 1H), 7. 45 (m, 4H) , 7. 6 (s, 1H) , 7. 9 (d, 1H) , 8. 6 (s, 1H) ;_J& i -
MH+H'478,

[1078]  'HNMR : (DMSOd,) 1. 15 (t, 3H) , 3. 05 (m, 2H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 4. 0 (s, 3H) ,
6. 25(d, 1H),6.55(m, 1H),7.25(d, 1H) ,7. 3 (s, 1H) , 7. 4 (m, 3H) , 7. 6 (s, IH) , 7. 8(d, 1H) ,
8.55 (s, 1H) ;JiHE M+H'478.

[1079] SR 12

[1080]  N-(3- AN ZEZIEF 2 -5 SR ) —2-[4-(6, 7T— — FI A S Mk —4— JE4K
i) KE ] OB

[1081]  FERREEIEFE A N-[3-(N- 4L - T4 pedt N- SRR 2 0 ) 5 A4 oR
B 1-2-[4-(6,7- — P4 FEMEMeIbk —4— FE43E ) 2R ] 4k (0. 2g) .= & (6ml) Fl
S PRE Bml) KRG 16 NN A RITIHIREY . B WE T L8R L5 (5ml)
M CBE . ¥ AR UTIE Y S AT B TR AT AT K SRR T S R e R
[ 4: 1 IRED . AR IR G IR (IR TR R K S T 50. 72g) , TEMRBERJE
TNEIREWHFE A M. IR EGY, ZERIETE . BRI AR L S (0. 131g) s'HNMR -
(DMS0d,) 0. 22-0. 27 (m, 2H) , 0. 31-0. 37 (m, 2H) , 2. 01-2. 07 (m, 1H) , 2. 6 (br s, 1H), 3. 65 (s,
2H), 3. 67 (s,2H),3. 71 (s, 3H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 61 (s, 1H) , 7. 08 (s, 1H) , 7. 23 (m,
1H),7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 16 (s, 1H) ;_JF 3 :
M+H'515,

[1082] G I~ il £ FHAE JEURBHRY N=[3— (N= A — T 48UE R AE -N- BRI SRz SE 2L ) -5 A4k
AKF ]-2-[4-(6,7- AR —4- B4R ) 2R3 ] SlkRL -

[1083] A —fi%¢ (IMAE THE ¥, 20ml) SN 3— F4EZE -5 A ZE 28 TR (1. Med.
Chem, 2004, 2897-2905 ;0. 79g) 7 THF (20m1) " I HF-ETE N , AR EEELE TR TR G
70 2 ol IRA N1 A AV W) T PAND N 8 6 o B =< 9 2 P AN L 2 R E P 373 R
G FERANER, 5% A YRR A Z it , B 8 P EeR B R 19: 1 IRE Y T
#o HIERTE 3— FI4RIE —5— AHFE T, 774 91 % ; 'HNMR : (DMSOd,) 3. 87 (s, 3H) , 4. 58 (d, 2H) ,
5.53(t, 1H),7.34(s, 1H) , 7. 58 (s, 1H) , 7. 79 (s, 1H)

[1084] ¥ —JRALMBE (0. 94ml) () S WA (Bml) S22 N A 3— FAZE -5 i 28 R
(1.83g) fE_A T ot (30ml) RN, LW C A H 2 5°C, IR ERE N TR
ERE 5 /N BIRE W BNYS K, DN AR B S R, H O BEEREL . KA ML
WAMMRBET R IF AR HICRA NFEAR 3- B4 -5- iR AR (1. 48g) ;'HNMR -
(DMSOd) 3. 89 (s, 3H) , 4. 8 (s, 2H) , 7. 51 (s, 1H) , 7. 67 (m, 1H) , 7. 94 (s, 1H) .

[1085] KRR FENZ (1.67ml) ZZ18 4NN 3- A4k -5 AR TEIR (1. 48g) £ &
Ft (4ml) BN, AR E IR S B 6 /M. H 2N BRERFIK BT IR IR &
Yo BAVAHWMBRESETERFZELR. HILHEE N- I -N-G- FIERE -5 R )
i (1.35g s v B2 10% S FAL I ) s "HNMR : (DMSOd,) 0. 26 (m, 2H) , 0. 37 (m, 2H) , 2. 04 (s,
1H) , 2. 96 (brs, 1H) , 3. 82 (s, 2H) , 3. 88 (s, 3H) , 7. 39 (s, 1H) , 7. 59 (s, 1H) , 7. 82 (s, 1H) ;JFiE :
MHH 1223,

[1086]  TEIRBEIRAE TR N- BRNZE -N-(3- 4L -5- 258 ) 1E (1) « Ik —SUT
B (1. 25g) MG A%E (20ml) HIVESDIF: 4 /NIE o 28 S ), b B ) R S AE = A 4
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Ak, FH AP HEATENH . I N- B - T 4R et -N- BRPY 2k -N- (3— 42k -5 A
FEAREL ) FZ, 7% 82% ;' HNMR : (DMSOd,) 0. 59 (m, 2H) , 0. 67 (m, 2H) , 1. 41 (s, 9H) , 2. 48 (m, 1H) ,
3.87 (s, 3H) ,4. 45 (s, 2H) , 7. 21 (s, 1H) , 7. 63 (m, 2H) ,

[1087]  7E 1.8 DME/ L MHUHAT I SRR AR (0. 2¢) MR L MR (25ml) VR
EPEFE 30 23 h . L UERR AT, ZE R VB HHIRIRAT 3- (N- B - T I -N- TN
FEG B EL ) —5— A4, P73 94% ;' HNMR = (DMSOd,) 0. 57 (m, 2H) , 0. 63 (m, 2H) , 1. 41 (s,
9H) , 2. 39 (m, 1H) , 3. 62 (s, 3H) , 4. 16 (s, 2H) , 5. 07 (s, 2H) , 5. 91 (m, 1H) , 6. 01 (m, 2H) ;_JF_ii¥ -
M+H'293,

[1088]  FHSEHEW] 1 #EIRRIRLITT 5, A 2-[4-(6, 7— — AR M MIpk —4- 4R ) KL ]
LR Y 3— (N= U= T BRI -N- RN R FIE) -5 A RNZ RN o RNV 5E - » IR
MRS VIRAR, 7k B W IR E A A, B RE R 49:1 22 19: 1 1 — &0 e i ARl e A
o HHIEIRIF N-[3- (N- B - THEERE -N- AR ) -5- FHEERE 1-2-[4-(6,
T— SR TR Mk —4- SR IR ) K3 ] 4Bk RZ (0. 235g) 5'HNMR : (DMSOd) 0. 59 (m, 2H) ,
0. 65 (m, 2H) , 1. 41 (br s,9H), 1. 43 (m, 1H) , 3. 68 (s, 2H) , 3. 71 (s, 3H) , 3. 99 (s, 3H) , 4. 0 (s,
3H) , 4. 29 (m, 2H) , 6. 45 (s, 1H) , 7. 05 (1H) , 7. 25 (m, 3H) , 7. 39 (s, LH) , 7. 43 (d, 2H) , 7. 55 (s,
1H) , 8. 53 (s, 1H) ;JERE M+H'615,

[1089]  “Zjifs] 13

[1090]  N-(6— —&MIWE2E) —2— {4-[6— FI4UE —7- (2- FAIE S 5E ) Wbk —4— JR4U L |
I} LR

[1091]  7EFABEIRFE TR N=[1-(N- B - T A A8 ) — &l MlWk -6- 5 ]-2-{4-[6- 7
Ik -T-(2- AR CAUE ) MMl —4- JE A ] AR T Sz (0. 4g) AM ER R I 1,
4= N (eml) A1 S GE (6ml) RS WBRE 7 /0. ZBRFTISFIRAEY. A
TM FR I 1) 28 AT 4 T A TR FE 10 43 8h 25 RIBA W, % B8 ) F il 4% HPLC 4difk, A
Waters® B BasicHypersil’ AHAE (5 SCKAERS, 30mm EH4%, 250mm K& ) LK (7 0.2%
WIREL ) TN LG W AR VR S 4 PR B RIS AR AL &4 (0. 125g) 5'HNMR :2. 85 (t,
2H) , 3. 35 (s, 3H) , 3. 4 (t,2H) , 3. 65 (s, 2H) , 3. 75 (m, 2H) , 4. 0 (s, 3H) , 4. 3 (m, 2H) , 5. 55 (s,
1H),6.7(d, 1H) ,6. 9 (d, 1H) ,6. 95 (s, 1H) , 7. 25(d, 1H) , 7. 4 (m, 3H) , 7. 55 (s, LH) , 8. 55 (s,
1H),9.9(s, 1H) ;Jii M+H501,

[1092] G I il £ AR JEURH) N=[1- (N- 0 - TAUE s ) — &Mk —6- %% 1-2-{4-[6-
Ak -T-(2- PR AR ) Mk —4- SR ] A5 T Ol -

[1093] 8RR —BUTEE (7. 2g) I 6- fiFk —&MIWE (4. 92¢) FI =S % (50ml) 1)
REVN, ERERE TR¥IRGYHRE L/, A 4- Z g dkutrig (0. 37g) , fEM IR
BB R NVIR G 16 NI ZER FTASTRA Y, vk B W) FRE AT 2 A 4lidk, A A il g
(b5 40-60°C ) MLPR LBRHIIE R METR -G AVEN T FHIERAT A [ 44 1) 6- Ak — &M
Wt —1- RGBT S (5. 45g) ;'HNMR : (CDC1,) 1. 6 (s, 9H) , 3. 2(t, 2H) , 4. 1 (t, 2H) , 7. 2(d, 1H) ,
7.85(d, 1H),8. 3 (brs, 0. 5H) , 8. 7 (brs, 0. 5H) .

[1094] 7 2. 7T MEATE NHA S W HAT H IR R (2. 648) 10 %48 / BRAEALT) (0. 5g)
MR B (200m1) RS HiFE 5 /o W IEFTIIRE Y, ZX R DEW . 5% W W) FHRE A 2
Mraidh, FA s (b 40-60°C ) AR L BRI MR S A Ve . B IR 6- &
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FE A M -1- R AT BE (1.5g) . 'HNMR : (CDC1,) 2. 95 (m, 2H) , 3. 9 (m, 2H) , 6. 3(d, 1H) ,
6.9(d, 1H),7. 25(s, 1H) »

[1095]  FH S5 6 H 3 iKY SR ALL 77 2%, A8 2— {4-[6- ML —7- (2 FA 2k S50k ) g
Wk —4- JEAEAE ] 2R3k T 2R (0. 3g) 5 6- 2 AE A MW —1- FRIRABUT fE (0. 183g) V. &
M58 G S IINIK, TERREEIR BT VRSB HE: 30 738 K T4 [l AR S e B, FH S mEE
HEATEER . IR N-[1- (N= 50— TR RAE ) &M —6- 2 1-2-{4-[6- P4
Bk —T-(2- WAL QAL ) mEmipk —4- R4 ] 2R9E } Wil (0. 4g) B MHH'601.
[1096]  SZjjf] 14

[1097]  FHSEHER] 12 RER I SRALITVE, A58 210 N- B0 - T 5 IEHEE - R ik =R L
BRI AR 3% VIT PRIt &

[1098] FE VII
[1099]
N
2 ~ R
0
o)
(R), l \/I'\l (R2),
~
N
[1100]
Gt 5 A (R), (R, R
TEAR
[1] 6, 7- — A H 3- NN FE R I FE -5 FFEIRIE
[2] 6- I -7-(2- H H 3- N FE G IE 3k -5 FFEORSE
HIECHAE)
[3] 6,7- — —(2- HEHE H 3- NN FEEIE I -5 HFEIRIE
LEEE)
[4] 6,7- — &AL 2- AL 3- N FEEIE 3L -5 L IRIE
(5] 6- HER -7-2- ¥ 2- AR 3- NN AR I -5 HFHEIRIE
FEHE)
(6] 6,7- —HEIHE H 3- NN FEE I I -5 FACRSE
[7] 6,7— ~HHEE H 6— M| EL
[8] 6,7- — —(2- FHEHE H 6— & M| EL
LER)
[9] 6,7- —HEIE H 5 NESE g 2 &
[10] 6,7- —HEIE H 5 HE g -2- 3£
[11] 6- A -7-(2- F H 5- HgFEMnE —2- 5
AFELEEE)
[12] 6,7- — —(2- FHEH H 5- FHEFEME —2- 5
LER)
[13] 6,7- — FEIE H 5- ZEENeE —2- 3
[14] 6- FAEZE -7-(2- H H 5- LEIEMENE 2 F
AR CEE)
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[15] 6,7- — —(2- FHE%E H 5- LR FEMNE —2- FE
LERE)

[16] 6,7 — F4 I H 5- FNFEEAENNE —2- 3

[17] 6- FEIE -7-(2- H 5- FAFEE AL E -2 3
FILCEE)

[18] 6,7- — —(2- HEHE H 5- A FEEFEMIE -2 3
LEHE)

[19] 6,7 — F4 I H 5 INA R SR E -2 FE

[20] 6- FHEHEE -7-(2- H H 5- NS FEML e —2- &
FRERCEE)

[21] 6,7- — —(2- FHEE H 5- IR R AL E —2- &
LEIE)

[1101]  FEME VIR AR W T PR

[1102]  'HNMR : (DMSOd,) 0. 22-0. 27 (m, 2H) , 0. 31-0. 37 (m, 2H) , 2. 01-2. 07 (m, 1H) , 2. 25 (s,
3H), 3. 64 (s, 2H) , 3. 66 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 83 (s, 1H) , 7. 26 (d, 2H) , 7. 32 (s,
1H) ,7. 35 (s, 1H) , 7. 39 (s, 1H) , 7. 43 (d, 2H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 09 (s, 1H) ; JF 1% .
MH+H 499,

[1103] G il & AR JROBHRY N=[3- (N= A — T 4UE AL -N- IR SR 2 2E 3L ) —5- LR
5k ]-2-[4-(6, 7- PRtk —4- JL4A0E ) 2R3E ] SlZ -

[1104]  FH SE a4 12 o 5 il 2% B BE A 5% I 80 43 Fi ok i 8 28 38 00 T7 3, 4 N-FR N
HE-N-(3- W3k —5— AiF 2 R R ) MRE AL O N= B - T AU e AR -N- BRI 2R -N-(3-
B -5- AR I ) i, 77 % 100 % ;'HNMR : (DMSOd,) 0. 6 (m, 2H) , 0. 67 (m, 2H) , 1. 34 (s, 9H) ,
2.44 (s, 3H),2. 48 (m, 1H) , 4. 45 (s, 2H) , 7. 48 (s, 1H) , 7. 84 (s, 1H) , 7. 97 (s, 1H) ; Ff ¥ H % 4k,
B 3— (N= A0 — T AR —N- IR R 0 ) -5 AR R I HNMR = (DMSOd,) 0. 56 (m, 2H) ,
0. 63 (m,2H), 1. 4 (s,9H) , 2. 12(s, 3H) , 2. 37 (m, 1H) , 4. 16 (s, 2H) , 4. 95 (s, 2H) , 6. 16 (s, 1H) ,
6. 21 (s, 1H) , 6. 24 (s, 1H) ;JFHE M+H277,

[1105]  FHSLHER] 1 HEIREIRAATT25, AF 2-[4- (6, 7— — FIAR JRmE bk —4— R4 08 ) 2R3 ]
LMRE 3-(N= L - T B RIE -N- IR L AL ) 5 IR RIG R N . RNV SERUE » #
MR VIRAR, % B W A A Z A A, B RE R 49:1 22 19: 1 1 — &0 e i Rl e i
o HHIEIRTG N-[3-(N- B - T4 I BIE -N- SR JE 2 2 0 ) —5- Rk 1-2-[4- (6,
T- AR ME RN —4- RS ) 2RI ] LRI, 77 AR 100 % 5'HNMR : (DMSOd) 0. 6 (m, 2H) ,
0. 65 (m, 2H) , 1. 4 (br s,9H),2. 26 (s,3H) , 2. 42 (m, 1H) , 3. 67 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s,
3H) , 4. 28 (s, 2H) ,6. 71 (s, 1H) , 7. 25(d, 2H) , 7. 3 (s, 1H) , 7. 36 (s, 1H) , 7. 39 (s, 1H) , 7. 43 (d,
2H) ,7.55 (s, 1H) , 7. 95 (s, 1H) , 8. 53 (s 1H) 3JFiE :M+H599,

[1106]  'HNMR : (DMSOd,) 0. 21-0. 27 (m, 2H) , 0. 31-0. 37 (m, 2H) , 2. 01-2. 07 (m, 1H) , 2. 25 (s,
3H), 3. 34 (s, 3H) , 3. 64 (s, 2H) , 3. 66 (s, 2H) , 3. 74-3. 79 (m, 2H) , 3. 98 (s, 3H) , 4. 3—4. 35 (m,
2H) , 6. 83 (s, 1H) , 7. 26 (d, 2H) , 7. 33 (s, 1H), 7. 36 (s, 1H) , 7. 4 (s, 1H) , 7. 43(d, 2H) , 7. 56 (s,
1H),8.52 (s, 1H) , 10. 09 (s, 1H) ;JEiE :M+H'543,

[1107] G il AR JROBHRY N=[3- (N= 4 — T 4B AL -N- SR SR 2E 3L ) —5- LR
5 ]-2-{4-[6- FAEE -7-(2- R LA ) Mempupk —4- R4 ] K& | Ol -
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[1108]  FSEZjtafs] 1 43R 28 ALLT7 5, Al 2—-{4-[6- F 403 —7-(2- AR O3 ) mEms
Wk —4- BRI ] A2k ) LIRS 3- (N= L — T 4R s -N- SR 2E 2 2L R ) -5- ARz I
Moo [ N SE IS 5 4 S NV A 4, b B ) PR IR AE E A Ak, FHBRRE R 49:1 &2 19: 1 1 —
TR Ve . RS N-[3- (N= B - T4 -N- AR R AR ) 5 F
FEREL ]-2-{4-[6- AL -7- (- ISR QA0 ) mEmpipk —4- L4008 1 5L ) OWth%, 7
100 % ;'HNMR : (DMSOd,) 0. 6 (m, 2H) , 0. 65 (m, 2H) , 1. 4 (brs, 9H) , 2. 26 (s, 3H) , 2. 42 (m, 1H) ,
3.33(s,3H),3.68(s,2H), 3. 76 (t,2H) , 3. 98 (s, 3H) , 4. 28 (s, 2H) , 4. 33 (t, 2H) , 6. 71 (s, 1H) ,
7.26(d, 2H),7. 3 (s, 1H) ,7. 36 (s, 1H), 7. 42 (m, 3H) , 7. 56 (s, 1H) , 7. 95 (s, 1H) , 8. 52 (s, 1H) ;
JEiE M+H643.

[1109]  'HNMR : (DMSOd,) 0. 21-0. 26 (m, 2H) , 0. 31-0. 37 (m, 2H) , 2. 01-2. 08 (m, 1H) , 2. 25 (s,
3H), 3. 35(s,3H), 3. 36 (s, 3H) , 3. 64 (s,4H) , 3. 66 (s, 4H) , 4. 29-4. 37 (m, 4H) , 6. 82 (s, 1H),
7.25(d,2H) , 7. 33 (s, 1H), 7. 35(s, 1H) , 7. 41 (s, 1H) , 7. 43(d, 2H) , 7. 59 (s, 1H) , 8. 52 (s, 1H) ,
10. 09 (s, 1H) ;i :M+H'587.

[1110] G il AR JRUBHRY N=[3- (N= A — T 4UE AL -N- SR SR E 3L ) —5- LR
5 ]-2-{4-[6,7- — —(2- PRI LA ) mMempipk —4- 4L ] 2R3 ) Wi -

(1111 FSEHER) L JER ST 5, AT 2-{4-[6, 7- — - (2- FE I L5 ) MEmeipk —4- 2%
AL ] I AR 3-(N- - TSI N- R NRRER R ) -5- FEEKRRN. &
N SE RS SOV IR G A, vk B R R AT JE Mgk, FHBRFE A 49:1 &2 19:1 &
FE A A PR o FH I ERAS N-[3— (N B - T ek -N- BRI SR 2 2 3k ) —5- AR
i 1-2-{4-[6,7- = —(2- MEIE LI ) memmtk —4- FR40E ] 858 ) W%, 7% 100% ;
'HNMR : (DMSOd,) 0. 6 (m, 2H) , 0. 65 (m, 2H) , 1. 4 (brs, 9H) , 2. 26 (s, 3H) , 2. 42 (m, 1H) , 3. 33 (m,
6H) , 3. 67 (s, 2H),3. 76 (m, 4H) , 4. 28 (s, 2H) , 4. 33 (m, 4H) , 6. 71 (s, 1), 7. 25(d, 2H) , 7. 3 (s,
1H),7.35(s, 1H),7. 42 (m, 3H) , 7. 59 (s, 1H) , 8. 52 (s, 1H) ;JHi% :M-H 685,

[1112]  RPESZHEE) 13 $5R M TVER 1, 4- 8 SR R ERERAE N- L - TSI - R
PIEARTE o RIS AP B LR AE R < —"HMR < (DMSOd,) 0. 45 (m, 4H) 5 2. 25 (m,
1H),2. 27 (s, 3H) ,3. 7 (s, 2H) , 3. 8 (m, 2H) , 3. 99 (s, 3H) , 4. 0 (s, 3H) , 6. 9 (s, LH) , 7. 25 (d, 1H) ,
7.4 (m,5H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) , 10. 2 (s, 1H) ;)5 M+H'517,

[11138] G il AR JRORHRY N=[3- (N= A — T 4SS EE -N- IR SR B 3L ) -5 LR
5 ]-2-[3- 9 —4-(6, 7- A IEME Mk —4- A ) R ] Ol o

[1114] PSR 1 #ER IR, AT 2-[3— 3 —4- (6, 7 — A M bk —4— JL4 0L )
L] CORYE 3-(N- B - T IR -N- RN IR I AL ) -5 IR OV . Y. 58 %
Ja s B RONVR G YR 4615 B A TR 3 — D AL RIS ) o 75 IR kL

[1115]  FAIN-[3-(N- - T A & B AN N E A EF E)5-F E X
5= 12— {3- g —4-[6- 5 —7- (2- VYN —2- R4 G5 2E ) MMk —4- JE4A 08 ] R
5 b CWRIEAE N RO, AR YR SEAE) 13 HEAR A 1, 4- ZA S TP I Eh IR AT 0— PU Stk g
FEFNN=- L - TR RIL R L B AT . Wb A3 174 B UL RS IE MR -~ IR -
(DMSO0d,) 0. 25 (m, 2H) , 0. 35 (m, 2H) , 2. 05 (m, 1H) , 2. 25 (s, 3H) , 3. 65 (s, 2H) , 3. 7 (s, 2H) ,
3.8(m, 2H) , 4. 0 (s, 3H) , 4. 25 (t, 2H) , 4. 95 (m, 1H) , 6. 85 (s, 1H) , 7. 27 (d, 1H) , 7. 4 (m, 4H) ,
7.6(s,1H),8.55(s, 1H), 10. 1 (s, 1H) ;J5i M+H'547,
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[1116] ﬁnTﬁéﬂ%ﬁﬁﬁfF*ﬂrE’JN [3—(N= AL - T4 E Ik -N- M N ZE 2 ZE 4 ) —5- AR
55 1-2-{3- 3 —4-[6- I -7 (2— DYENLmG —2— JL400E S0 ) Wbk —4— JR4 8 ] 2%
= Z@f’ﬁﬂﬁ =

(11171 S 1 HER 2R AL T, AF 2- {3 9 —4-[6— A4k —7- (2 DU&nitng —2- 2
AR AL ) WMk —4- JRAE ] OREE ) AR 3- (N- L - TR IREE N- MR LT
5 ) —5- FIERNZ N o SN 58 0 > F SN TR -G ik 4 19 B AN 71— 2 el AL B ] 4 FH (9 i
[1118]  'HNMR : (DMSOd,) 0. 23-0. 29 (m, 2H) , 0. 33-0. 39 (m, 2H) , 2. 02-2. 09 (m, 1H) , 3. 7 (s,
oH), 3. 71 (s, 2H),3.97 (s, 3H), 3. 99 (s, 3H) , 6. 85 (d, 1H) , 7. 26 (d, 2H) , 7. 27 (s, 1H) , 7. 39 (s,
1H) , 7. 43(d, 2H) , 7. 51 (d, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) , 10. 39 (s, 1H) ;JFik :M+H503.
[1119] G il FAE JRUBHRY N=[3- (N= A — T 4R AE -N- IR SR 2 2 3L ) —5— AR
5 ]-2-[4-(6, 7- Z PRtk —4- JL4A0E ) 2R3 ] SlZ -

[1120] - HONEACEIAS I (2MAE THE 1, 7. 3ml) AR 3— 6 —5— A SE 8 R 1 s (JCS
Chem Comm, 1993,921-922 ;2. 9g) LMt (60ml) IR EGWH, FEMEIEE N EEIREY
BirE 2 /NI o ARV KRN 2N 3R FR/K S, FH LR R IUR &4 8 WA TR ZE R, TR W H
RERATE T4k, FH &R B A BEi R o B IR1S R e B G 45 0, 19 31 3- 9 -5 T
FEL (2. 05g) ;'HNMR : (DMSOd,) 4. 64 (s, 2H) , 5. 65 (s, 1H) , 7. 64 (m, 1H) , 7. 96 (m, 1H) , 8. 06 (s,
1H) .

[1121] B PURALER (5g) WA 3— R —5— AHZEFEE (1. 72g) « — K Jf (3. 43g) FI & F
Bt (25ml) HHRGWN, TEREGRE TRIBGYINIR: 3 /DI ZBRIBEY, bk W AT
JERTAiAL, A HEE (b 40-60°C ) RIS GE 1: LIRSV VeI I3RS 4 i
AR 3 98 -5 AR EEEIR (2. 2¢) ;'HNMR : (DMSOd,) 4. 84 (s, 2H) , 7. 87 (m, 1H) , 8. 07 (m, 1H) ,
8.24 (s, 1H)»

[1122]  FH b SCSCitif] 12 55 ) & OB OC 1 58 = BCRR B 207 ¥, A8 3— 8L -5 fild
SRR S RN N AT B N- BRI 2L -N-(3- 9 -5 26738 ) iz, =% 89% 5 HNMR -
(DMS0d,) 0. 25 (m, 2H) , 0. 35 (m, 2H) , 2. 03 (m, 1H) , 3. 02 (brs, 1H) , 3. 85 (s, 2H) , 7. 69 (m, 1H) ,
7.95(m, 1H) ,8. 08 (s, 1H) ;JE1E M+H :211,

[11238]  FH B30y fE (1] o5& R A QIR G 70 (AEAS S vh ) 4 3 (1) 8 2
HAATT V5 B N= BRI ZE -N- (3 9L -5 BB 28 ) M a4 o N- B - T4 L -N- 3
P 3E -N-(3- 4 -5 A L 3L ) G P78 95 % "HNMR : (DMSOd,) 0. 61 (m, 2H) , 0. 68 (m, 2H) ,
1.4(s,9H) , 2. 54 (m, 1H) , 4. 5 (s, 2H) , 7. 54 (m, 1H) , 7. 91 (s, 1H) , 8. 02 (m, 1H) ; *# T 4
AR 3 (N- B - TR IR IE -N- RN AL ) -5 JACR I, 7 % 99 % ;'HNMR -
(DMS0d,) 0. 57 (m, 2H) , 0. 64 (m, 2H) , 1. 4 (s, 9H) , 2. 42 (m, 1H) , 4. 19 (s, 2H) , 5. 41 (s, 2H) ,
6. 05 (m, 1H) , 6. 19 (m, 1H) , 6. 22 (s, 1H) .

[1124]  FHSEHEH] 1 #ER AR5, A 2-[4-(6, 7— — FAREME bk —4- JE40 0 ) 2R ]
LR 5 3—(N= - TR N- RN TR ) 5 FARE RN .. KN 5E G,
[ N AR GV A, bk B ) I AT E A atiAk, FBRFE R 49:1 22 19:1 B & FAe Al FEE A
VEWEF . H IR IR R, P75 66 % ;'HNMR : (DMSOd,) 0. 61 (m, 2H) , 0. 67 (m, 2H) , 1. 4 (br
s,9H) , 2.5 (m, 1H) , 3. 71 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 33 (s, 2H) , 6. 9 (m, 1H) , 7. 22 (s,
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1H),7. 26 (d,2H) , 7. 39 (s, 1H) , 7. 43(d, 2H) , 7. 51 (m, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) ;_J& ¥ .
M+H'603

[1125]  R¥ESZHif) 13 #R A VER 1, 4- 8NP RER IR N- B - T - £
PRI Wk RAF ) B DL R AE MR - "HNMR < (DMSOd,) 2. 8 (t, 2H) , 3. 3 (¢,
2H) , 3. 6 (s, 2H) , 3. 97 (s, 3H) , 3. 98 (s, 3H) , 5. 5 (s, 1H) , 6. 7(d, 1H) , 6. 9(d, 1H) , 6. 95 (s, 1H),
7.25(d, 2H) , 7. 4(s, 1H) , 7. 45 (d, 2H) , 7. 55 (s, 1H) , 8. 5 (s, 1H) , 9. 9 (s, 1H) ;JF ik :M+H 459,
[1126] & il AR IR N=[1-(N= U - TS ) A MWk -6— & 1-2-[4- (6,
7 TR —4- FRAEEE ) R ] AW o

[1127]  FHSEHER] 6 HEIR IR, A 2-[4-(6, 7— — AR M bk —4- JE4R L ) KL ]
LR (0. 3g) 5 6- A TEAMIWE —1- RIRHUT BE (0. 2068) KIV.o V56 RGN, 7EFR
Bl RRADEEE 30 38, PRI Mt pE IR, F SRR IF B A TR Bt
PAZA TG LAl RI AT AE A 3 77 S50k (0. 38g) )R M+H 557,

[1128]  HESCifs] 13 $#R K 71k, F 1, 4— S SR e Ad N- B — T R — %
PRI, WRAT ) B DU R AE M S -~ "HNMR : (DMSOd,) 2. 8 (t, 1H) , 3. 85 (s,
3H), 3. 87 (s, 3H), 3. 4 (m, 2H) , 3. 6 (s, 2H) , 3. 75 (m, 4H) , 4. 3 (m, 4H) , 5. 55 (s, 1H) , 6. 7(d, 1H),
6.9 (m, 2H) , 7. 24 (s, 1H), 7. 26 (s, 1H) , 7. 4 (m, 3H) , 7. 6 (s, 1H) , 8. 55 (s, 1H) , 9. 85 (s, 1H) ;_J&
P MHH545,

[1120] 4 F il 48 F AR JBURHIY N-[1-(N= B0 - TS RE ) &AMk -6- & ]-2-{4-[6,
T- = - (- PRI ) memk —4- B ] REL ) Ol -

[1130]  FHSCHEW] 6 R FIST77%, A 2-{4-[6, 7- — - (2- AL LA ) memepk —4- 2%
AR AR ) 2% (0.3g) 56— FETEAMIME -1- FREEBUT BE (0. 164g) RN KNV5EK
JEIMANIK, LERETIRE N RRADLEE 30 208 ¥ SR kit uE ke s, H S Bk ik It B
TR SRS A T D Al AL R ] s F B 75 S5 (0. 4g) 5 Bl M+H 645,

[1131]  'HNMR : (DMSOd,) 0. 94 (t, 3H) , 1. 51-1. 62 (m, 2H) , 2. 97-3. 04 (m, 2H) , 3. 76 (s, 2H) ,
3.97 (s, 3H),3.99 (s, 3H), 7. 27(d, 2H) , 7. 3(d, 1H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 56 (s, LH) ,
7.67(d, 1H),7.68(d, 1H) ,8. 55 (s, 1H), 10. 91 (brs, 1H) /il :M+H 474,

[1132]1 40 F ) & A 1B JR OB B N-[6-(N= 0 - T &0 8 i 2 -N-T & & ) it
e —2- 2 1-2-[4-(6, 7- A SR Mpubk —4- 408 ) L ] WM <

[1133] M IEPA M (0. 25ml) AN 5= R -2 fifZEnthe (0. 41g) JEkIRH: (1. 458) 1, 17— X
( Z2RB% ) — %%k (0.338g) - SLRAL (11) (0. 045g) FNFFZE (10ml) MIBLHIREGW W, T
IREINPE 90°C 3.5 /Nt o FHREWA N EIREEE, MR s (100ml) Fkedfid
Vo ZER VB, VR RERATE N 4k, F S PR 8 a5 A% VR S 0 A e i
o FHILIRAT 5- AL 25 —2- i SEnitne (0. 306g) ;'HNMR : (CDCL,) 1. 05 (t, 3H) , 1. 71 (m, 2H),
3.21 (m, 2H) , 4. 6 (br s, 1H),6. 91 (m, 1H) , 7. 87 (m, 1H) , 8. 15 (m, 1H) ;JEi# M+H 182,

[1134]  HAamb A3 R (0. 3g) « “HRIR —AUT R (0. 405g) \4— (N, N- ZFIZ AL ) nbre
(0. 021g) F1 THF (10m1) FIVEAWPFEFH N 75°C 2.5 /NI 78R, b% B ) Rk IR
FEEMT A, FHBAREE R 901 & 3:2 [P ik (355 40-60°C ) TR L Ba A Pelis. Hitk
AT 5= (N= B~ TEFEIREE -N- TAFEZEE ) —2- A ZEnLng (0. 49g) s'HNMR : (CDC15) 0. 93 (t,
3H), 1. 49 (s, 9H) , 1. 64 (m, 2H) , 3. 73 (t, 2H) , 7. 93 (m, 1H) , 8. 24 (m, 1H) , 8. 54 (m, 1H) ;_JF_ii¥ .
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MH+H'282,

[1135] 7 4 NS/ ARSI skt S84k da (0. 027¢) L LFE (10ml) FZER LB
(10ml) FIVEAHHE 30 73 8h. WL UEIR G, 2B RIEW . HILIRTT 2- 258 5-(N- - T
SFUILBREL —N- PHEEE I ) MERE (0. 379g) ;'HNMR : (CDC1,) 0. 88 (t,3H) , 14 (brs, 9H) , 1. 55 (m,
2H) , 3. 48 (m, 2H) , 4. 43 (s, 2H) , 6. 47 (d, 1H) , 7. 26 (m, 1H) , 7. 89 (brs, IH) ;)i M+H'252,
[1136]  FISEHEN] 6 R AR5, 4F 2-[4- (6, 7- — FRARIEME bk —4- JE480E ) 2R ]
LMRY 2- FHk -5 (N- L - TAFEIREE N- INEEZIE ) mbie NV, £33 N-[6- (N- 4 - T4
FEIRFE -N- TN REEIE ) bnE —2- 5k 1-2-[4-(6,7- — FIAIEMEME —4- JL48 38 ) K] &
Bkfa 5 B M+H'574,

[1137]  'HNMR : (DMSOd,) 2. 71 (s, 3H) , 3. 74 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 18 (m, 1H) ,
7.27(d,2H) ,7.39(s, 1H),7.45(d, 2H) , 7. 56 (s, 1H) , 7. 66 (d, 1H) , 7. 74 (d, 1H) , 8. 55 (s, LH) ,
10. 73 (s, 1H) ;i M+H'446.

[1138] K il % H 1E ]2 BF M N-[5-(N- 80 - T 4 56 3 & N- & 3L ) g
W —2- 2 ]-2-[4-(6, 7- AR MMk —4- 5L ) KA ] OWbl% -

[1139]  FH W W b 30 A [9] o 5 il 2% OB A OC 19 &8 43 F ok 19 A8 28 2R 480 77 2%, AT
5 IR AR —2- A L b ne 5 F R% R NV A4S B 5 AR L -2- i B L g, 7 K 80 % s 'HNMR -
(DMSO0dy) 2. 51 (s, 3H) , 7. 02 (m, 1H) , 7. 43 (br s, 1H),7. 86 (m, 1H) ,8. 13(d, 1H) ;_ Ji i .
M-H 152 s TRl SLA AL A 5 (N= B = T AR FEIRAE -N- 5L ) —2- A 2nibne, 7= % 51 % ; HNUR -
(CDC1,) 1. 52 (s,9H) , 3. 4 (s, 3H) , 7. 98 (m, 1H) , 8. 24 (m, 1H) , 8. 6 (m, 1H) ; F ¥ H A AL % 2- &
BE -5 (N= L - THEIREE -N- ) nbng, /=% 100% ;'HNMR : (CDC1) 1. 42 (br s, 9H) ,
3.19(s, 3H) ,4. 39 (br s, 2H),6.46(d, 1H),7. 3 (m, 1H), 7. 94 (m, 1H) ;JE i M+H224 ; 75 H
AL N-[5- (N= AL - T AR IS -N= Uk ) mibie -2- 2% 1-2-[4-(6, 7- — I 4 2k s s
Wk —4- AR ) KAL) QWM SR MHH'546.

[1140]  'HNMR : (DMSOd,) 2. 72 (s, 3H) , 3. 35 (s, 3H) , 3. 74-3. 79 (m, 4H) , 3. 99 (s, 3H) ,
4. 31-4. 36 (m, 2H) , 7. 24-7. 3 (m, 3H) , 7. 41 (s, 1H) , 7. 45(d, 2H) , 7. 57 (s, 1H) , 7. 66 (d, 1H) ,
7.7(d, 1H) , 8. 55 (s, 1H) , 10. 89 (brs, 1H) JHik :M+H 490,

[1141]  fn R i #& B 1E I8 BF 0 N-[5-(N- 5 - T 4 56 3 JE -N- & 3L )
W —2- Fk 1-2-{4-[6- A IE -7- (2- FEIE CHEIEE ) Membk —4- FL5 0L 1 R ) Sl -
[1142]  FSEHEH) 6 H53R i 28400 05 725, AF 2-{4-[6- AR -7-(2- FEIE L HIL) mEme
Wk —4- FEEIE ] R ) AR 2- &I 5 (N- B - TRIEHEE -N- RS ) abng [ NASF
JIT s SRR s Bl MHH 590,

[1143]  'HNMR : (DMSOd,) 2. 72 (s, 3H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 74-3. 79 (m, 61) ,
4.3-4.37 (m,4H) , 7. 25-7. 3 (m, 3H) , 7. 42 (s, 1H) , 7. 45 (d, 2H) , 7. 6 (s, LH) , 7. 66 (d, 1H) ,
7.7(d, 1H) , 8. 55 (s, 1H) , 10. 9 (brs, 1H) ;JFilk :M+H534,

[1144] 0 K & % H 1E ]2 BL M N-[5-(N- 80 - T 4 & 3 2 N-F & 3L ) g
W —2- 5 ]-2-{4-[6,7- — - (2- AR LA ) Wempubk —4- R4 ] KA | QW% -
[1145]  FHSCHEWR] 6 R PISAT775, A8 2-{4-[6, 7- — - (2- AL LA ) memnpk —4- 2%
Ak ] RIE ) ARY 2- Bk -5 (N- L - T4 -N- M ) IEme e VAR 21 B 7 Js k)
JEE M+H634,
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[1146]  'HNMR : (DMSOd,) 1. 17 (t, 3H) , 3. 07 (q, 2H) , 3. 74 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) ,
7.23(m, 1H),7.27(d, 2H), 7. 39 (s, 1H) , 7. 45(d, 2H) , 7. 56 (s, 1H) , 7. 71 (d, 1H) , 7. 74 (d, 1H)
8.55(s, 1H) , 10. 75 (brs, 1H) ;J5il# M+H 460,

[1147]  fn & & 2 A 1E J8 BF M N-[5-(N- 8 - T 4 % e & N- 2 & ) g
W —2— 5k ]-2-[4-(6, 7 — AR FEmE Mk —4- JR400E ) 2R ] Sl -

[1148]  FHWINWI FSCvE A [9] w5 il 28 TR OG0 358 45 Rk 1 98 28 2R 480 5 v, Ad
R 2-f SR E 5 4 R N 1R B 5 L& FE 2 iR e, 7T R 97 % 5'HNMR -
(DMSOd,) 1. 96 (t, 3H) , 3. 21 (m, 2H) , 7. 05 (m, 1H) , 7. 4 (brs, 1H) , 7. 87 (m, 1H) , 8. 12 (m, 1H) ;_J&
P MHH168 5 P H AL AL i 5 (N= A — T AR IR -N- L5 ) —2- RS FEbiE, 7~ 2 81% ;
'HNMR : (CDC1,) 1. 27 (t,3H) , 1. 5(s,9H) , 3. 82 (m, 2H) , 7. 94 (m, 1H) , 8. 24 (m, 1H) , 8. 54 (m,
1H) s JJiik M+H'268 5 738 SL 3% AL pl 2—- & 38 55— (N- A - T BRI -N- S5 ) TLRE,
P 259 % 'HNMR : (CDCL,) 1. 12 (¢, 3H), 1. 4 (br s,9H), 3. 58(q,2H) ,6. 48 (d, 1H) , 7. 24 (m,
1H) , 7. 89 (m, 1H) ;511 :M+H'238 s FRdé AL ple N-[5— (N= B — T A REE -N- S22 ) it
WE —2- 2 1-2-[4-(6, 7- — FPAUSEME Mubk —4- JR4UE ) 08 ] QWb s Bl M+H'560,
[1149]  'HNMR : (DMSOd,) 1. 17 (t,3H) , 3. 08 (g, 2H) , 3. 35 (s, 3H) , 3. 74-3. 78 (m, 4H) , 3. 99 (s,
3H) , 4. 31-4. 36 (m, 2H) , 7. 28 (d, 2H) , 7. 3(d, 1H) , 7. 41 (s, 1H) , 7. 45(d, 2H) , 7. 57 (s, 1H) ,
7.69-7. 74 (m, 2H) , 8. 55 (s, 1H) , 10. 87 (brs, 1H) ;JFiE M+H504,

[1150] @0 & il & H AE J2 BF B N-[5-(N- 0 - T &0 A Bk & -N- & = ) it
e —2- Jk ]-2-{4-[6- 4L -7- (2- I CEIE ) MMk —4- JL4 0L ] R ) Sl -
(11511 A SEHEH) 6 H53R i 28400 05 v, AF 2 (4-[6- AR EE -7-(2- FEIL L E L) meme
Wk —4- FEAEIE ] ZRIE ) AR 2- 2k -5 (N L — TARUEIRAE -N- L2k ) mbng e WA 2]
s IR RE s B M+H 604

[1152]  'HNMR : (DMSOd,) 1. 17 (t,3H) , 3. 07 (q, 2H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 74-3. 79 (s,
4H) , 3. 75 (s, 2H) , 4. 3-4. 37 (m, 4H) , 7. 24 (d, 1H) , 7. 27 (d, 2H) , 7. 42 (s, 1H) , 7. 45 (d, 2H) ,
7.6 (s, 1H), 7. 7(d, 1H) , 7. 74 (d, 1H) , 8. 54 (s, 1H) , 10. 76 (brs, [H) ;JEik :M+H'548.

[1153] @ K i & H 1E J8 BF 0 N-[6-(N- S - T 4 56 ;¢ & N- 2 & 3 g
e —2- 2 ]-2-{4-[6,7- — . - (2- PRI LA ) Mempnk —4- K4 ] R ) OWEZ -
[1154]  FSCHER] 6 FEIR ST 5, A8 2- {4-[6, 7- — — (2- FA 2L LA ) W meinpk —4— 2%
Ak ] I} AR 2- a5 (N- L - TAUIRIRIE -N- L2 58 ) MERE e VAT 21 B 7 JsUk)
JEIE M+H 648,

[1155]  'HNMR : (DMSOd,) 1. 15 (d, 6H) , 3. 52-3. 62 (m, 1H) , 3. 77 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s,
3H),7.27(d,2H) , 7. 33-7. 4 (m, 1H) , 7. 39 (s, 1H) , 7. 45 (d, 2H) , 7. 56 (s, LH) , 7. 71-7. 85 (m,
2H),8.55 (s, 1H), 10.91 (br s, IH) ;1% M+H474,

[1156] 1 T 1 & A 1E J8R ORF i N=[5-(N- KU — T 4 36 B 2 N- 55 T4 &5 & 3% ) it
WE —2— 5 1-2-[4-(6, 7- — AR Mebk —4- 4008 ) K& ] WM o

(11571 FHRWIRI b ST fg (9] o 5 il 4 SR OG0 38 23 2 19 I8 8 58 400 77 7%, AT 5 I
-2- TR ML e 5 5 A R R R4S B 5- S TN R AL 2 AR E e, 77 R 93 % 5 HNMR -
(CDC1,) 1. 3(d,6H), 3. 74 (m, 1H) , 4. 46 (br s, LH),6.9 (m, LH),7. 84 (m, 1H),8. 15(d, 1H) ;
JHiE MAH'182 Rl HLHE A il 65— (N=- AL — T 4UAE e Bk —N- S N AR 2 2 ) -2 A 2L mg ,
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% 84 % ;'HNMR : (CDC1,) 1. 19(d,6H), 1. 4 (s, 9H) , 4. 55 (m, 1H) , 7. 76 (m, 1H) , 8. 26 (m, 1H) ,
8.38(m, 1H) ;JEik M+H'282 s Pl Ho A Ab i 2— 2 0% -5 (N- B - TR EE N- R INER
F) mERE, PP E 84 % ;'HNMR : (CDC1,) 1. 05 (d, 6H) , 1. 36 (br s,9H),4. 46 (br s, 2H) ,6. 48(d,
1H) , 7. 14 (m, 1H) , 7. 78 (m, 1H) ;B i% :M+H'252 5 5 5 o # 4k Bl N-[6- (N- B - T 4 3 ¥
e N- BNFEEEL ) mbne -2- 58 1-2-[4-(6, 7- — A FEME bk —4- S48 58 ) 2R3E ] 2k
f& s JEE M+ 560,

[1158]  'HNMR : (DMSOd,) 1. 15(d, 6H), 3. 35 (s, 3H) , 3. 54-3. 59 (m, 1H), 3. 74-3. 79 (m,
2H),3.99 (s, 3H), 3. 75 (s, 2H) , 4. 31-4. 36 (m, 2H) , 7. 27 (m, 3H) , 7. 41 (s, 1H) , 7. 45 (d, 2H) ,
7.56 (s, 1H),7. 76 (br s,2H),8.54 (s, 1H),1077 (br s, 1H) ;J5il :M+H'518.

[1159] &0 % i) #& R 1E OB B9 N=[5-(N= B - T & 26 F & N- 5 9 36 &= 255 ) ik
Mg —2- gk 1-2-{4-[6- F4EZE -7- (2- R LI ) bk —4- R4 0L ] 2R ) Ol -
[1160]  FHSCHEW] 6 i R0 v, AT 2-{4-[6- A -7T-(2- FEE LA ) Em
Wk —4- JEEIE ] R ARS 2- A -5 (N- U - THREERE -N- R INERIEE) e RN,
32 R s B MHH 618,

[1161]  'HNMR : (DMSOd,) 1. 15(d,6H) , 3. 36 (s, 3H) , 3. 37 (s, 3H) , 3. 74-3. 79 (m, 4H) , 3. 75 (s,
2H) , 3. 54-3. 59 (m, 1H) , 4. 3—-4. 38 (m, 4H) , 7. 27 (d, 2H) , 7. 29 (d, 1H) , 7. 42 (s, 1H) , 7. 45 (d,
2H) , 7.6 (s, 1H),7. 76 (m, 2H) , 8. 54 (s, 1H) , 10. 79 (br s, 1H) ;JEil M+H'562,

[1162] a0 & ) 2 A 1E JOBE B9 N=[5-(N= B0 - T & 26 I 5 N- % N 26 &= 55 ) ik
e —2—- g% ]-2-{4-[6,7- — - (2- FEIE LA ) MEmmk —4- FR4UE 1 8% ) OBl -
[1163]  F KTt 6 HEIR I SRANTT 5, AT 2- {4-[6, 7- — - (2- FAIE L5 ) MMk —4— 2%
Ok ) R} AR 2- ZHE -5 (N- L - TR RIE -N- IR AL ) g SR, 43 31
T ER R MHT662,

[1164]  'HNMR : (DMSOd,) 0. 35-0. 41 (m, 2H) , 0. 68-0. 74 (m, 2H) , 2. 33-2. 39 (m, 1H) , 3. 75 (s,
2H),3.97(s,3H),3.99(s,3H),7.27(d, 2H) , 7. 29 (br s, 1H),7.39(s, 1H),7.45(d, 2H),
7.56 (s, 1H),7.72(d, 1H), 7. 77(d, 1H) , 8. 55 (s, 1H) , 10. 79 (br s, 1H) ;JFEi% M+H472,

[1165] 40 ' ) % A 7E J8E BF 9 N-[5-(N- 0 - T 48 36 B 36 N- 3R 7 5 & L) ik
WE —2— J& 1-2-[4-(6, 7— — FEAR M bk —4— JRAR0E ) 2R ] Slth% -

[1166]  FHRWINI b SCAfE (9] o 5 il 4 JRORHA G IR 38 23 #3118 8 58480 77 v, A8 5 IR
R -2- WY FE kg (0. 41g) 5 A Z (0. 21ml) NV 15 3] 5- FF 78 & 40 35 —2— i ik g
(0. 322g) ;'HNMR : (CDC1,) 0. 62 (m, 2H) , 0. 91 (m, 2H) , 2. 57 (m, 1H) , 4. 96 (br s, 1H),7. 19 (m,
1H),7.99(d, 1H) , 8. 16 (m, 1H) ; 7§ ¥ L B 4b Bl 5-(N- 0 - T 40 26 e 58 -N- R I 2 &
FE ) —2— hf R mE (0. 48g) ;'HNMR : (CDC1,) 0. 59 (m, 2H) , 1. 05 (m, 2H) , 1. 53 (s, 9H) , 3. 02 (m,
1H),8. 05 (m, 1H) , 8. 22(d, 1H) , 8. 64 (m, 1H) ; FF ¥ H # 4b % 2—- 2 FE -5 (N- U — T %8 L 3
B -N- PR R I ) mrE (0. 349g) 'HNMR : (CDC1,) 0. 5 (m, 2H) , 0. 79 (m, 2H) , 1. 44 (s, 9H) ,
2.95(m, 1H) ,4. 39 (br s, 2H),6.46(d, 1H),7. 24 (m, 1H), 7. 87 (m, 1H) ;JFiE M+H 250 ; FF4 5L
AL N-[5- (N= U — TR REE N- IV BE &S ) nbme —2- 2 ]-2-[4-(6, 7- — 5 EnE
bk —4- FLAA L ) A ] SBkNE s EalE MH572,

[1167]  'HNMR : (DMSOd4+CF,C0,D) 0. 4-0. 46 (m, 2H) , 0. 72-0. 78 (m, 2H) , 2. 37-2. 43 (m, 1H) ,
3. 34 (s, 3H), 3. 75-3. 83 (m, 2H) , 3. 9 (s, 2H) , 4. 04 (s, 3H) , 4. 36-4. 43 (m, 2H) , 7. 35 (d, 2H) ,
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7.44(d, 1H) ,7.51(d, 2H) , 7. 53 (s, 1H) , 7. 71-7. 75 (m, 2H) , 7. 8 (m, 1H) , 9. 05 (s, 1H) ;_J& i
M+H'516.

[1168] 40 1 ) 2 I 7E JR KB} 9 N=[6-(N- U - T 4 FE& ¥k 36 -N- 3R A & & &%) it
W —2- 3 1-2-{4-[6- F4EIE -7- (2 FAIE QAL ) WEmpmk —4- JE485E ] 2R3 ) Skl% -
[1169]  HISZHEH 6 534 [ AL T 5, AF 2-{4-[6- F 45 —7- (2- A HE L 38 ) M
Wk —4- FEAR IR ] RIE ) APRS 2- &L 5 (N- L — TSR IR —N- BRI IR Z L ) IERE [ B
R R s Bl MHH'616.,

[1170]  'HNMR : (DMSOd,) 0. 34-0. 44 (m, 2H) , 0. 67-0. 76 (m, 2H) , 2. 33-2. 4 (m, 1H) , 3. 36 (s,
3H), 3. 37 (s, 3H), 3. 73-3. 8 (m, 4H) , 3. 75 (s, 2H) , 4. 29-4. 39 (m, 4H) , 7. 27 (d, 2H) , 7. 29 (d,
1H),7.42 (s, 1H) , 7. 45(d, 2H) , 7. 61 (s, 1H) , 7. 72(d, 1H), 7. 78 (d, 1H) , 8. 55 (s, LH) ,
10. 8 (brs, 1H) ;Jii M+H'560.

(11711 i F & D 1E JR ORE A N=[5-(N- KU - T 48 36 B 2 -N- 3R A 25 & 35 ) it
WE —2— 2% 1-2-{4-[6,7- — - (2- FEIE LA ) MMk —4- R4 1 25 ) OB -
[1172]  FSEER] 6 HER AT 4, AT 2-{4-[6, 7- — — (2- FA I L5 ) MMk —4- 2%
A ] ) ARS 2- 20k -5 (N- B - T UE Ik -N- BRI SEZ0E ) MERE S N A3 21 P 75
R JE S MAH 660,

[1173]  =Zjfe] 15

[1174]  N-(5— I &IENLE -2 FL ) -2-[4-(6, 7T- — A SEME etk —4- S48 ) —2- FI4R
BRI ] OB

[1175] 44 N-(5— R FEnbhg —2- 55 ) —2- (4- 1208 —2- FAEREE ) Bti% (0. 111g)
4= G —6,7— P FEMEIER (0. 075g) JHIRIREH (0. 2g) A1 DMA (2m1) FRIVR-GW)HiH: I 7R
R NFAE 140°C 20 438h. 4 ONTR G4 A il £ HPLC 464k, FH Waters® B Basic Hypersil’
RABAE (5 SR AR, 30mm 4%, 250mm A ) BLAHZK (5% 0. 2% BB % ) T £ 1) P
VRS Ve . IR FR AL S (0. 137g) 'HNMR : (CDC1,) 2. 92 (s, 6H) , 3. 75 (s,
2H) , 3. 91 (s, 3H) , 4. 07 (s, 3H) , 4. 08 (s, 3H) , 6. 86 (s, 1H) , 6. 88 (m, 1H) , 7. 10 (m, 1H) , 7. 33 (s,
1H),7.41(d, 1H),7.55(s, 1H) , 7. 73(d, 1H) ,8. 09 (d, 1H) , 8. 16 (br s, 1H),8.64 (s, 1H) ;__J&
i M+ 490,

[1176] Wi B & AR N- (5— & Entne —2- 2% ) —2- (4- 520k —2- A ERE)
LW hE -~

(1177 P SEHEA) 1 FEaR B 2R 72, F 2-(4- R E 2- PREFEE) am b 2- &
Kk -5— 2 FRNERE [ AT B N- (65— Z R JRnb e —2- 55 ) —2- (4- WA —2- PSR
B LW, PP # 54% 'HNMR : (CDC1,) 2. 91 (s, 6H) , 3. 64 (s, 2H) , 3. 85 (s, 3H) , 5. 05 (s, 2H) ,
6. 57 (m, 2H) , 7. 07 (m, LH) , 7. 18 (m, 1H) , 7. 26-7. 45 (m, 4H) , 7. 71 (m, 1H) , 8. 06 (m, 2H) ;_JFi il -
M+HI'292,

[1178]  7E 3 & TR R I J5 kL (0. 467¢) V10 %% / Bt 4L ) (0. 1g) L1
(2m1) F1 LR L s (30m1) IR A IHEFE 8 N o ik Yl S NIR-GW) , F JER 75 RAF RIN-(5— —
FREIENERE —2- 25 ) —2- (4- 25 —2- AR OREL ) Wk (0. 34g) 'HNMR : (CDCLy) 2. 92 (s,
6H) , 3. 62 (s, 2H), 3. 74 (s, 3H) , 6. 21 (m, LH) , 6. 26 (s, 1H) , 6. 94 (m, 1H) , 7. 14 (m, 1H) , 7. 64 (m,
1H),8. 17 (m, 2H) ,9. 05 (br s, 1H) ;JEiE :M+H'302,
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[1179]  =Zjiifs) 16

[1180] N-(5— — P LML Ig —2— 5E ) —2-[4-(7- & %8 5 —6— P 48 25 s M bk —4— 2 4%
) -2- PRI ] OBt

(11811  FISEHEM] 16 R ST, 4f N- (56— Z 2 FEmtbng —2- 2 ) -2- (4- 22k —2-
AR OBbheS 4- A -T- S -6 AWM RN . IGERAS AR AL 54, 77
67 % ;'HNMR : (CDCL,) 1. 59 (t, 3H),2.92(s,6H),3. 75(s, 2H), 3. 91 (s, 3H) , 4. 07 (s, 3H) ,
4.29(d,1H) ,4.32(d, 1H) ,6.85(s, 1H) ,6.87(m, 1H),7. 11 (m, 1H),7.32(s,1H),7.4(d, 1H) ,
7.54(s, 1H),7.72(d, 1H) , 8. 09 (d, 1H) , 8. 20 (br s, 1H),8. 63 (s, 1H) ;JHiE :M+H504,

[1182]  SZjf] 17

[1183] N-(5— — & ZEmb g —2- 55 ) —2-{4-[7-(2- H 4 5 L5 55 ) -6- F A S e
Wk —4- FEA T 1-2- IR SE | OWki%

[1184]  FHSLJEMH] 15 HEARIZRALTT I, AT N- (65— Z I BEnkig —2- 5% ) —2- (4- 7k —2- 1§
RIEARE) AR s 4- A -T- - FEECHEE ) -6- TRV NV, HIEIRTS bR
AL &Y, 7% T4 % s'HOR - (CDC1,)2.93(s,6H),3.5(s,3H),3. 75(s, 2H) , 3. 88-3. 93 (m,
2H) ,3.91(s,3H),4. 05(s, 3H) , 4. 32-4. 38 (m, 2H) , 6. 86 (s, 1H) , 6. 87 (m, 1H) , 7. 10 (m, 1H) ,
7.33(s,1H),7.4(d, 1H),7.53(d, 1H) ,7. 73 (d, 1H) ,8. 09 (d, 1H) ,8. 18 (br s,1H),8.63 (s,
1H) 5 JEiE MHT534,

[1185]  SZjfs] 18

[1186]  FH SE Tt 1 3R i 2R AL U7 325, A 18 9 1 2- R SR 50 4 1 2% 07 1 (RN 19
BIR VITL $3k AL & . AR A Ul B, 45 W4 b B B 49 # H il & HPLC 2ii4k,
Waters‘ B Basic Hypersil’ sAHAE (5 OKAERS, 30mm H 4%, 250mm 5 ) LK (£ 0.2%
WRIREZ ) A1 L5 B B AR P VR 4 A e I3 o

[1187]  XI T F X4 [2]-14]. [19]-[20], A 2- (2R 3F =M —1- 2 ) -1, 1,3, 3- Y
FRBL IR 84 DY SO R £ AR 2- (7— AR IF = e —1- 56 ) -1, 1, 3, 3— VU AR IR IREG /S S B IR 1
(V) TEFR BRI A %}’ﬁﬁ 18 7]NH o

[1188]  [RAETIA Ui BH , 15 W Rp R 2% o5 N 40 A2 v 85 SRA 1 B

[1189] L VIII

[1190]

N
2 ~ R
0
0
~ 2
(R"), | )N (R?)q
~
N
[1191]
i AR, (R, R

FEfR

[1192]
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[1] 6,7 FHEKE 2- AR 2,3~ &M I [3,2-b] nkeE -
5 Fk

[2] 6- FHEH -7-(2- & H 4- HFEmEM: -2 JE
RELEHE)

[3] 6- A -7-(2- & H 4,5 — FHFLEM o K
RELEE)

[4] 6- FEHE -7-(2- & H 5- FHJEMEM: -2 J
RELHEE)

(5] 6,7 — FHARKE 2- AL 4,5 —HFEEWEM: 2 FE

(6] 6,7 — FHARKE H 4, 5- JUNP L mEmE —2- S

[7] 6, 7- — AR H 4- B - T SEmEME 2 3

[8] 6, 7- — 4 H 5 FARmEM: -2 K

[9] 6, 7- — FARKE H 5 FHAH EMEME —2- B

[10] 6, 7- — FA R H 4 PR FHEBEME -2 5

[11] 6- FEHE -7-(2- 12 2- A 5 HFEmEM: -2 5t
ELHEE)

[12] 6- FEHE -7-(2- 12 2- A 4— HFEmEM: -2 5
ELHEE)

[13] 6, 7—- — FIAE 3- HEAE 5- FELMEM: -2 JE

[14] 6,7- — FAE R H 5— FHALIEMe —2— JE

[15] 6,7- — FAE R H 4,5~ — FHEEENEM -2 B

[16] 6- &L -7-(2- H H 4,5~ " HISELEM: 2- 5
AHECEIE)

[17] 6- I -7-(2- ¥ 2- AL 4,5— ZFELmEMe —2—
REOEHE)

[18] 6, 7- . FHERE 2- AL 1- ZFEnEm —4- JE

[19] 6- FHEH -7-(2- & H 1- AR -4 5
RLEE)

[20] 6- FHEHE -7-(2- & H 1= FF3E —1H- Akng 5 [3,2-b] nik
RLEE) WE —5- %

[21] 6- FEHE -7-(2- & 2- A 1= FEE —1H- AErg I [3,2-b] it
ELHEE) WE ~5- %

[22] 6, 7- — FARKE H 1,2,3,4- PO -7 3k

[23] 6,7- — —(2- FHEHE H 1,2,3,4- PUS Mt -7 2%
LEE)

[1193]  JEAE ™V HIRAE AR W T PR

[1194]  'HNMR : (DMSOd,) 3. 2 (t, 2H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 4. 0 (s, 3H) , 4. 6 (t, 2H) ,
7.15(d, 1), 7. 25(d, 1H) , 7. 4 (m, 3H) , 7. 55 (s, 1H) , 7. 8 (d, 1H) , 8. 55 (s, 1H) 3 JFTi# M+I477,
[1195]  FIAEJE R 5—- 2 3L -2, 3— Z &L I [3,2-b] kg 3R T+ Chem. Pharm. Bull. ,
1984, 32,4914,

[1196]  'HNMR : (DMSOd,) 2. 25 (s, 3H) , 3. 8 (s, 2H) , 3. 85 (m, 2H) , 4. 0 (s, 3H) , 4. 2 (¢, 2H) ,
5.0 (m, 1H) ,6. 75 (s, 1H), 7. 25(d, 2H) , 7. 4 (s, LH), 7. 42(d, 2H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;&
i M-H 465,

[1197]  'HNMR : (DMSOd,) 2. 15 (s, 3H) , 2. 25 (s, 3H) , 3. 75 (s, 2H) , 2. 85 (m, 2H) , 4. 0 (s, 3H) ,
4.2(t,2H),5.0(m, 1H) , 7. 25(d, 2H) , 7. 4 (m, 3H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;J5iik :M-H 479,
[1198]  'HNMR : (DMSOd,) 2. 35 (s, 3H) , 3. 8 (s, 2H) , 3. 85 (m, 2H) , 4. 0 (s, 3H) , 4. 2 (¢, 2H) ,
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5.0 (m, 1H),7. 15(s, 1H), 7. 25(d, 2H) , 7. 4 (s, 1H), 7. 42(d, 2H) , 7. 55 (s, 1H) , 8. 55 (s, LH) ;J&
i M-H 465,

[1199]  'HNMR : (DMSOd,) 2. 15 (s, 3H), 2. 2 (s, 3H), 3. 8 (s, 2H) , 3. 98 (s, 3H) , 4. 0 (s, 3H) ,
7.2(d, 1H),7.4(m,3H),7. 6 (s, 1H) , 8. 55 (s, 1H) ;JHi% M+H'469,

[1200]  'HNMR : (CDC1,) 1. 8-1. 88 (m, 4H) , 2. 58-2. 63 (m, 2H) , 2. 67-2. 72 (m, 2H) , 3. 85 (s,
2H) , 4. 08 (s, 3H) , 4. 09 (s, 3H) , 7. 28 (d, 2H) , 7. 34 (s, 1H) , 7. 42 (d, 2H) , 7. 56 (s, 1H) , 8. 62 (s,
1) ,8. 78 (brs, 1H) ;Jfil# M+H477,

[1201]  'HNMR : (DMSOd,) 1. 27 (s, 9H) , 3. 79 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 6. 75 (s, 1H) ,
7.27(d, 2H) , 7. 39 (s, 1H) , 7. 43(d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) ;JEiE M+H'479,

[1202]  'HNMR : (DMSOd,) 3. 84 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 7. 27 (d, 2H) , 7. 39 (s, 1H) ,
7.42(d,2H) ,7. 53 (s, 1H), 7. 55 (s, 1H) , 8. 54 (s, 1H) ;JFii# M-H 455 Fl 457,

[1203]  'HNMR : (CDC1,) 3. 85 (s, 2H) , 3. 89 (s, 3H) , 4. 07 (s, 3H) , 4. 08 (s, 3H) , 6. 7 (s, 1H) ,
7.28(d, 2H), 7. 33 (s, 1H) , 7. 43 (d, 2H) , 7. 56 (s, 1H) , 8. 61 (s, 11) , 8. 49 (brs, 1H) ;__ J§i_ i
M+I'453,

[1204] G il & AR JRURHT 2- 240 08% —5— FRAEmeEm: .-

[1205] 4 AR EE4H (0. 724g) M 2- 2 5 —5- IRAXWEM: (0. 6g) 7E FEE (6ml) ¥
W, TEM B T ¥ TR G P HE 12 /pi. Rji/tab V), Wk EH W A R IR A A Ak,

=SB S £ 1 38 AR 11 VR -6 400 A 0 T 551 AT T AT JREL (0. 132g) 5'HNMR -
(CDC1,) 3. 82 (s, 3H) ,4. 53 (br s, 2H),6.41 (s, 1H) ,

[1206]  'HNMR : (DMSOd,) 0. 75 (m, 2H) , 0. 85 (m, 2H) , 1. 98 (m, 1H) , 3. 78 (s, 2H) , 3. 97 (s, 3H) ,
3.99 (s, 3H) ,6. 78 (s, 1H) , 7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 42(d, 1H) , 7. 55 (s, 1H) , 8. 53 (s, 1H) ;
JEiE M+ 463,

[1207] Wi R RERRHY 2- 228 —4- IR SEWEM: .-

[1208]  #9R (1. 3ml) ANERA 5 LA () FR s (15ml) PN, s A 2182 0°C.
TEM B FE N A IR S R 45 7380, IMAIK (30ml) , FH ZBEEHUR G ¥AHIAH
R BT IF2 R » B T 1 (16ml) P, Bz AR (3. 84g) £ LF
(25m1) PP FEREW N« FITRIRAW AR R 1 /NN BIREWA I 2R,

WUTRED BT CBEFES o AT a0 RIS AR 7K (30m1) A, I AR Ik BR &L A 7K
WA RIS WA . ] R PRI O A WA AR IR AT I 28 R« IS P e
J5 Bl (2g) s'HNMR : (CDCL,) 0. 78 (m, 2H) , 0. 84 (m, 2H) , 1. 83 (m, 1H) , 5. 05 (br s, 2H) ,6. 06 (s,
1H) ;JFi% M+H 141,

[1209] RN 2- 2 —5— AR FRMEMEA 2— (3— 9 —4-[6— F4 2L —7— (2— DS —2- %%
AL G ) MEmbk —4- AL ] R} AR IR IR EL (28) UK LR (8ml) /K
(5m1) 1 THF (2m1) FVEAPERE I INAAE 45°C 2 /N o B SRR S BN K (150m1) =, i
N 2N SR K TR TR A AL 2 pH3. 5. K5 FT 7S CIR A B M 3 i i 4% HPLC &lidk,
Waters ‘B Basic Hypersil’ AHAE (5 HCKAERS, 30mm BH.4%, 250mm K& ) PAAKHAK (5
0. 2% Bk IREZ ) M CIE RIS Y ABE iR AT HAT LA RE A P 20 () o =5 7
W) :—"HNMR : (DMSOd,) 2. 35 (s, 3H) , 3. 8 (m, 4H) , 4. 0 (s, 3H) , 4. 25 (t, 2H) , 5. 0 (m, 1H) , 7. 15 (s,
1H),7.25(d, 1H), 7.4 (m, 3H) , 7. 55 (s, LH) , 8. 55 (s, 1H) ;)Fiii# :M-H 483,
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[1210] N 2- Z 0L —4- A FEMEMEA 2— (3— 9 —4-[6— P4 2E —7- (2— DYk —2- 2%
AIE CRSE ) WEMRIbR —4- FLAIE ] REE Y AR, RN LS (1] $5R B9 2807512,
VK R AL PR AN SSRGS R A o I 3RAT B LU R REAE MR B 1 T 5 74 -~ "HNMR
(DMSOdg) 2. 25 (s, 3H) 5 3. 8 (m, 4H) , 4. 0 (s, 3H) , 4. 25 (m, 2H) , 5. 0 (m, 1H) , 5. 8 (s, 1H) , 6. 8 (s,
1H) , 7. 25(d, 1H) , 7. 45 (m, 3H) , 7. 6 (s, 1H) , 8. 55 (s, 1H) ;JFHE :M+H 485,

[1211]  'HNMR : (DMSOd,) 2. 33 (s, 3H) , 3. 73 (s, 3H) , 3. 76 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) ,
6. 85 (m, 1H) 6. 98 (d, 1H) , 7. 13 (s, 1H) , 7. 29(d, 1H) , 7. 4 (s, 1H) , 7. 56 (s, 1H) , 8. 57 (s, 1H) ;J&
i M+H' 467,

[1212] 40 FHI& VR ERHG 2-[4- (6, T— — 4R BEnds bk —4— B4R 0% ) —2— A4 2R3 ]
LR -

[1218] 7B 3N TH 2- (- W -2- AR ) 4 (2. 18g) 10%51 / Bl
131 (0. 3g) - LT (10ml) FIZLR LBE (80ml) HIVREWHEE 2 /N . 5 VIR A Wil vE,
ARIET . LIRS 2- (4- B3k —2- AL RIE ) 4R (1.52g) s'HNMR : (DMSOdg) 3. 55 (s,
2H) , 3. 68 (s, 3H) , 6. 27 (m, 1H) , 6. 37 (m, 1H) ,6. 91 (d, LH),9. 3(br s, 1H),

[1214]  FHSCJE] 8 T i fg (1] o Sl IRk S R0  fhR R 2R AL 7325, T 4- & -6,
T- GRS 2- (4- ks —2- ARSI ) SRR NAT R 2-[4- (6, 7T- A IR
Wbk —4- FEA L ) —2- AR IERSE ] LR, 772 87% s HNMR : (DMSOd) 3. 55 (s, 2H) , 3. 75 (s,
3H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 83 (d, 1H) , 6. 97 (s, 1H) , 7. 27(d, 1H) , 7. 39 (s, LH) , 7. 55 (s,
1H) , 8. 57 (s, 1H) 5 JFE :M+H'371,

[1215]  'HNMR : (DMSOd,) 2. 25 (s, 3H) , 3. 75 (s, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 7 (s, 1H) ,
7.26 (s, 1H) , 7. 27 (s, 1H), 7. 4 (m, 3H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;J5i M+H'421,

[1216]  'HNMR : (DMSOdy) 1. 95 (s, 3H) , 2. 15 (s, 3H) , 3. 6 (brs, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) ,
7.2(m, 2H) , 7. 4 (m, 3H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) ;JFiil# M+H'435,

[1217] W& AR RRE 2- 20 -4, 5— I JEnEme .-

[1218] ¥ &fiE (0.96ml) .3- FE T —2- M (1g) FI/K (100ml) VRSB WIRE 50°C,
BRI B IR A YRR REELE 45°C 30 208h. B S NIR S HI B EIE
TN 2N SEEABT KBS AL 22 pH10, H CBEFRIL . K A WL I BB TR 28k, 13 31
PR 2- EIE -4, 5- —FRILIEM (0. 66g) .

[1219]  'HNMR : (DMSOd,) 2. 0 (s, 3H) , 2. 15 (s, 3H) , 3. 3 (s, 3H) , 3. 5 (m, 2H) , 3. 55 (m, 2H) ,
4.0(s, 3H) , 4. 35 (m, 2H) , 7. 25 (m, 2H) , 7. 4 (m, 3H) , 7. 55 (s, 1H) , 5. 5 (s, 1H) ;JFiE M+T479,
[1220] W)y 2- & JE —4,5- Z A SR RE MR 2— {3 9 —4-[6- F 45 -7 (2 DY & ntt
W —2- LA I CAR 2 ) ME MRtk —4- JEAR L ] RN L SR, FHRWINI b SCyEfE [11] Hd 1
RAUTT 5, FUK GFR AL TR W M 3RA3 I SRR A 4. B IEERAS B DU REAE PR 208 19 B 7
W) —"HNMR = (DMSOd,) 1. 95 (s, 3H) , 2. 2 (s, 3H) , 3. 75 (brs, 2H) , 3. 85 (m, 2H) , 4. 0 (s, 3H) ,
4.25(t,2H),5.0(t, LH),7.25(d, 1H), 7. 35(d, 1H) ,7. 4 (s, 1H),7.45(d, 1H) , 7. 6 (s, 1H) ,
8.55 (s, IH) ;JHif :M+H'483,

[1221]  "HNMR : (DMSOdg) 1. 35 (t,3H) , 3. 65 (s, 2H) , 3. 99 (s, 3H) , 4. 0 (s, 3H) , 4. 1 (g, 2H) ,
7.25(d, 1H) , 7. 4 (m,4H) , 7. 6 (s, 1H) , 7. 9 (s, 1H) , 8. 55 (s, 1H) , 10. 25 (s, 1H) ;JFilE M+H452,
[1222]  'HNMR : (DMSOdg) 1. 36 (s, 3H) , 1. 38 (s, 3H) , 3. 6 (s, 2H) , 3. 8 (m, 2H) , 4. 0 (s, 3H) ,
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4. 2(m, 2H) , 4. 45 (m, 1H) , 5. 0 (m, 1H) , 7. 25 (d, 2H) , 7. 4 (m, 3H) , 7. 55 (s, L1H) , 7. 9 (s, 1H) ,
7.95(d, 1H),8.5(s, 1H), 10. 2 (s, 1H) ;JEi M+H'478,

[1223]  'HNMR : (DMSOd,) 3. 75 (s, 2H) , 3. 8 (s, 3H) , 3. 83 (m, 2H) , 4. 0 (s, 3H) , 4. 2 (t, 2H),
5.0(m, 1H),6.4(d, 1H),7.25(d,2H),7. 4 (s, 1H) ,7. 45(d, 2H) , 7. 55 (d, 2H) , 7. 9 (d, 1H) ,
7.95(d, 11), 8. 55 (s, 1H) ;JEiE M+H'500,

[1224]  'HNMR : (DMSOd,) 3. 8 (m, TH) , 4. 0 (s, 3H) , 4. 2 (t, 2H) , 5. 0 (m, 1H) , 6. 4 (d, 1H) , 7. 3 (d,
1H) , 7. 45 (m, 3H) , 7. 6 (s, 2H) , 7. 9(d, 1H) , 7. 95 (d, 1H) , 8. 55 (s, 1H) , 10. 65 (s, 1H) 5_Ji_ i ;
M+H'518,

[1225]  '"HNMR : (DMSOd,) 1. 75 (m, 2H) , 2. 55 (m, 2H) , 3. 15 (m, 2H) , 3. 6 (s, 2H) , 3. 97 (s, 3H),
3.99(s,3H),5. 65(s, 1H),6.6(d, 1H),6.75(d, 1H) ,6. 8(d, 1H) , 7. 25(d, 2H) , 7. 4 (s, LH) ,
7.45(d, 2H) , 7. 55 (s, 1H) , 8. 55 (s, 1H) , 9. 8 (s, 1H) 3 JFik :M+H 471,

[1226] G & HAERRHY 7- Z2E -1,2, 3, 4- DSk -

[1227]1  F] 15 43 BWkmiig (12. 03ml) FIKRAHER (4.9ml) KRS MA 1,2,3,4- 14
SMENK (6. 66g) FIRBARR (118ml) WA 2 0CHIMIIERS W N . IXFERI INE %
i ARG 4E R T 5°Co 18 5 CRPTSIR G MR 16 8. ¥REGWM 2K
(300m1) b, AT ABRERE Th F . ] LR LR HE L5 AKTR A 9, ¥ A AUAH AR 2R 7K ¥k
B KRBT BT 2R« TR B R RCAE EAr 4k, HA mlE (b Al 40-60°C ) FIZR L
Be AR MR A PR . B AR R 7- AL -1, 2, 3, 4- DS (6. 14g) 5'HNMR :
(CDC1,) 1. 95 (m, 2H) , 2. 8 (¢, 2H) , 3. 35 (t, 2H) , 7. 05 (d, 1H) , 7. 3 (s, 1H) , 7. 4 (d, 1H) .

[1228] SR 13 0 5 il o8 OB OCE0 3 B0 50 — B R R 2R A0 72, 1 7- Al -1, 2,
3,4~ DYSMEmR ALt il 7- &3 -N- F2E -1, 2, 3, 4- DUk

[1229]  'HNMR : (DMSOd,) 1. 75 (m, 2H) , 2. 6 (m, 2H) , 3. 15 (m, 2H) , 3. 35 (s, 3H) , 3. 36 (s, 3H),
3.6(s,2H),3.75(m,4H) , 4. 35(m, 4H) , 4. 95 (s, 2H) , 5. 7 (s, 1H) , 6. 6 (m, 1H) , 6. 75 (m, 2H) ,
7.4 (s, 1H),7.6 (s, 1H) , 7. 65 (s, 1H) ,8. 1 (s, 1H) , 8. 65 (s, 1H) , 9. 95 (s, 1H) ;JFTil% :M+H'559,
[1230] SR 19

[1231]  N-(3- FAFEFEEME —5- 3L ) —2-[4- (6, 7T— — AR FEMEMEIbE —4- JE403E) K38 ] &
Wk fi

[1232] 7€ 60°C ¥ 2-[4-(6,7— — A A ZE M bk —4- JE40 38 ) KL ] SR (0. 3g) A
WS (3. 73ml) HIVRA DI 30 738 Ze R EEBES. FubmE (0. 43ml) oA an itk
PAFH 2-[4-(6, 7- — A SEME Mk —4- JE400E ) 2R3k ] S 56— 2 % -3 ﬁﬁiﬁaﬂﬁ
e (0. 148g) M H %t (30ml) WIBEFIR GV« EM B TR TSR A8 30 &
B ZRIREW, TR W) AR AT E M 4lidl, H SR SR L B8 B Ak R VR A 0 A et
#o HIRASPR LS (0. 183g) ;'HNMR : (DMSOd,) 1. 89 (d, 6H) , 2. 92 (m, 1H) , 3. 75 (s, 2H) ,
3.97 (s, 3H) ,4. 0(s,3H) ,6. 18 (s, 1H),7. 26 (d, 2H) , 7. 39 (s, 1H) , 7. 41 (d, 2H) , 7. 55 (s, 1H) ,
8.53(s, 1H),11. 83 (br s, IH) ;Jfiilf :M+H'449,

[1233] G il & AR JRUBHT 65— 240 0E —3— N 2L e g m .-

[1234] ¥4 4- FEE -3- S ACIE (29) W72l (50 % /KW, 7. 21ml) FZFE (6ml) VRS
WA 60°C 12 /J\BTO RIS, B BB W) FHRE AT 2 M i S PR e A P R X e e
RAEW RPN B IRAZ T 77 EL (0. 355g) 'HNMR : (DMSOd,) 1. 12(d, 6H) , 2. 75 (m, 1H)
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4.81 (s, 1H) ,6. 45 (br s,2H) .

[1235]  SZjifs] 20

[1236]  N-(3- L FMEM: —5- 3L ) —2-[4- (6, T- — FF 4 FEME bk —4— FE46 58 ) ZRFE ] 4k
iczs

[1237]  FHSEHER) 19 #6381 2400 5 7%, 48 2-[4-(6,7- — F AR LM bk —4— FL4 3L ) %
] OBAE 5- " -3 S FUEM RN . B IR AR AL S, 772 55 % 5 HNMR
(DMSO0d,) 1. 16 (t, 3H) , 2. 56 (q, 2H) , 3. 76 (s, 2H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) 6. 16 (s, 1H) ,
7.27(d, 1H) , 7. 39 (s, 1H), 7. 41 (d, 2H) , 7. 55 (s, 1H) , 8. 54 (s, 1H) ;Fii% M+H 435,

[1238] G il AR JRURH 65— 24 0& -3— L2 lEme .-

[1230]  FHSEJEM] 19 T 5 i £ ISR OC B0 7 Riad i 2B 32, A8 3— AR E 5 ik
MNWAREI T T R, 7238 47% "HNMR : (DMSOd,) 1. 1 (t,3H) , 2. 38 (q, 2H) , 4. 81 (s, 1H) , 6. 47 (br
s, 2H) »

[1240]  SCjiafy] 21

[1241]  (2R)—2- 20k —2-[4- (6, 7T- A JmE bk —4- L4k ) 2R3k 1-N-(4,5- Ik
mEme —2- 5L ) LBth%

[1242]  FHSEHAF] 1 FR 0 R0 T7 925, A8 (2R) —2— (N- AL — T Sk e Bk 2 5k ) —2-[4- (6,
T- TR RIS —4- R ) R ] LR 5 2- HAE 3,4 M R N, 15 3
(2R) —2— (N- L — TR FE I FE R I ) —2-[4- (6, T- — F AR FEms bk —4— FL48 3% ) 2R3 T-N-(4,
5— T FIILmEME —2—-FL ) Z Wb, PP E 72% ; 'HNMR : (DMSOd,) 1. 4 (s, 9H) , 2. 14 (s, 3H) , 2. 22 (s,
3H), 3. 96 (s, 3H),3.98(s, 3H) ,5. 46 (br s,1H),7.29(d,2H),7.38(s,1H),7.54 (s, 1H),
7.56 (d, 2H) , 8. 53 (s, 1H) , 12. 22 (brs, 1H) ;J5il :M+H 566,

[1243]  {EFREEIR R N2 5 R (0. 16g) =8 AR (4ml) S %E (2ml) TR
EWBEE 3NN o BRIFIREGY) . R EWE T RPN OEER 4: 1IREWH . A
Tl ZRE R LG IR (R ZE SR IR P BB I 50. 5g) , TEMMEEIEL A IR G BEFE 3 /it o it
TEIREW, ZERIET . LIRS (0. 062g) ;' HNMR : (DMSOdg) 2. 14 (s, 3H) , 2. 22 (s,
3H),3.97 (s, 3H), 3. 98 (s, 3H) , 4. 67 (s, I1H) , 7. 26 (d, 2H) , 7. 38 (s, 1H) , 7. 54 (s, 1H) , 7. 55 (d,
2H) , 8. 53 (s, 1H) ;JEiE :M+H466.

[1244] 40T FIVEBRBHE) (2R) —2- (N= 0 - T 4t 2 2k ) —2-[4- (6, 7—- — 4 JEm
el —4— JEAEIE ) 5L ] 4R -

[1245] 4 — Wi —SUT e (4.8g) 7E 1,4- AN RIEBE A D- () —4- R H
AR (3. 34g) IKIREH (1. 68g) /K (33ml) WIVREW, [ EE L TSR SV hit:
4 /NI FH CBRVEBRIR G . TN\ 2N SRR ST KIS IR A 22 pH2. 5, H OBESE I 4
R A VAR W R B TR I 28 k. FHIRSRAS M AR (2R) —2- (N= B - T 568k
FRIL)-2-(4-FBEHFIL) 418 (5.88g) ;'HNMR : (DMSO,) 1. 38 (s, 9H) , 4. 94 (d, 1H) , 6. 69 (d,
2H),7. 16 (d, 2H) , 7. 37 (d, 1H) , 9. 43 (brs, 1H) ;JEi% M-H 266.

[1246]  FSEHEM] 8 AR (1] 5 filas R 5 I ER 73 il 2R AU 12, 4 4- & -6,
T- IR (2R) —2- (N= L - TSR IR e ) —2- (4- RIEEAIE ) SRRV . B
IR I R A AT R M ik, AR BR FE A — R R M SR SRR 1 1 IR G 2 —
PP SR CEEAFEER 10210 LYRAW BT o B IRAT B 75 J5URE, 7= 2 64 % ; "HNMR.
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(DMSOd,) 1. 39 (s,9H) , 3. 97 (s, 3H) , 3. 98 (s, 3H) , 4. 88 (br s, 1H),7.2(d,2H),7. 37 (s, LH) ,
7.45(d, 2H), 7. 52 (s, 1H), 8. 53 (s, 1H) ;J5iilk :M+H 456,

[1247]  SZjifs] 22

[1248]  (2S)-2- 2J& —2-[4-(6, 7— — A AU SEmE bk —4— JR4Uk ) 2R3 J-N-(4,5- — &
WEme —2- 55 ) LR

[1249]  FH S 1 H5R 1 2R RL 56, AF (2S) —2- (N- B - T IR = 5 ) —2-[4- (6,
T- TR M 4-FE R ) R ] RS 2- BAE 3,4 R EMR N, 15 3
(2S) —2— (N # — TR IEERILEIE ) —2-[4- (6, T- — 4R LM MeIbk —4— FE4E L ) 2R3 J-N-(4,
5— P L mE mk —2- JE ) Z Bk %, P % 84 % 'HNMR : (DMSOd,) 1. 41 (s, 9H) , 2. 14 (s, 3H) ,
2.23(s,3H),3.96(s,3H),3.99(s,3H),5.46 (brs, 1H),7. 3(d, 2H) , 7. 39 (s, 1H) , 7. 54 (s,
1H),7.56(d, 2H) ,8.53 (s, 1H) , 12. 24 (br s, 1H) ;JEi M+1566.

[1250]  F S 4o 21 25 — B rp 4R 19 28007 v, A (29) —2-(N- L - T S B A
%) —2-[4-(6,7- — A Mk —4- R4 0L ) AL 1-N-(4,5- ZFAERmEME —2- 3L ) L
e 5 =8/ O RN B EALEY, 7% 34% ;'HNMR : (DMSOd,) 2. 13 (s, 3H) , 2. 21 (s, 3H) ,
3.97 (s, 3H), 3. 98 (s, 3H) , 4. 64 (s, 1), 7. 25 (d, 2H) , 7. 38 (s, 1H) , 7. 54 (m, 3H) , 8. 53 (s, 1H) ;
SR M+H 466,

[1251] G R il AR JRBHT (28) —2—- (N- B - T 8UE R IL 20k ) —2-[4- (6, 7T- — 4 SEng
bk —4- FLARIE ) AR ] L% -

[1252]  FHSRJEM] 21 H0 554 IR OC B E8 7 I8 I AL 725, 4 L- () —4- BB Rk
RS IR _BUT B NAFE] (25) -2- (N= L - THRIEERIEZIL ) 2- (- BEER) 4
s, 77 % 100 % ;'HNMR : (DMSO,) 1. 38 (s, 9H) , 4. 94 (d, 1H) , 6. 71 (d, 2H) , 7. 16 (d, 2H) , 7. 37 (d,
1H),9. 43 (br s, 1H) ;JFiiE M-H 266,

[1253]  FHSEHER] 8 R inyfd (1] 5 ilas R S IR 73 ik i 2R U5 v, Al 4- & -6,
7- MRS (29) -2- (N- L - THRIEBIEE A ) 2- (4- BREFRE ) SN,
W AT B JFORE e A J2 B 44k, FHES SRR B 0 — S e O TR SR 1: 1 IR G 2
AT LR CERFI G 10:10: L VRS ATEE . HHIL SRS BT AR REE, PR 34%
'HNMR : (DMSOd,) 1. 39 (s, 9H) , 3. 97 (s, 3H) , 3. 99 (s, 3H) , 4. 84 (m, 1H) , 7. 2(d, 2H) , 7. 38 (s,
1H),7.44(d, 2H),7.53 (s, 1H) , 8. 54 (s, 1H) ;JFii# M+H456.
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