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Lo — Pl AR 037 B AR R AN RR R Gk, HRp b2 g5 i X (1) s

X
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R4

X=S; 0; C(CHs),
R4=(CH,),,CHs, m=0~7
R,=(CH,),,OH, n=1~6

A (D

Horp X AT R+ R FBL -C(CHy) », R, ARSI - (CH)mCHy, m = 0 ~ 7 55— ¥ 4
WEWRRER , SRR ER T R U BRI R, b — v & A RS K B — (CH) nOH,n = 1 ~ 6,
HArmon K IEREEY

W AN KR A YRS B SR BB NN B pH (. 4 ~ 8 (KRR 21 22 ph s v A » Bl i1 ik
I 2 1My (18R 1 1958 6 RIS 2R 10 1 88 i s 2R % 8 VTR AR5 K2R
M3 V& S BN B9 680, 2606 0% S4T30 38 T — @i B 198 6 &
S REVNN A M35 A 8 I CLG 96 618 B, il i K5Ot R BT g, LA g A&
R B g RS AR B B K 9 6 2 ST B A N AR B A bR VR 1T % 5 4R i B R 0 9 B 1) 2 1t 375
8 R, TEFRIFER A 540 0098 B 8 S i e L, D900l B, B K960 B
B, FEFRAE M1 28 1 RIAS 2R E0FE 5 2R 0 58 A B

2. — i T4 38 B R R AN R Rk e% 7 v, R HX (2) PRtk
a5 Q) Ptk el 5 @) Proatb EWEgs G VTG
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S
+ > -CH,4 X @\ /@
N + X
) t 7 H/\N
1 |
R

(2) (3) (4)

Horp X AT R R FBL -C(CHy) 5, R, AKHEEEIE - (CH)mCHy, m = 0 ~ 7 5 55— ¥ 4
WEWRRER , SRR ER T R U+ BRI R, v & A R AR K B — (CH,) nOH,n = 1 ~ 6,
HArmn A IEEEEY

ECOR JEURL A 2— AR 2R JF MM 2— AR DR FRIEmMeEY 2, 3, 3— — AR 2L —3H- MIRRATAEY),
PR sk 2— ARSI mE M, i i 5 A ABE R EE 1 0 1 ~ 2 )R W3 31 2- IR
WEME TR R, TR S 4RGN, N- Z2R R PRILERLE L 0 1~ L1 RN, 3B 3- 4t
52— (2- W OIGHFER NG ) ZRIFEME R Eh i Ja 5 4- R Eh AL ER L L 1 1 ~
1.2 55132 BAR1. PR 4- RN 1- RO -4 FAEME MR

HARDBRINT -

(1) 2— FI3E =3 BrAE BRI e 3R (1) 6 il < 4% 2— FRIE R IFIEmE & AR Qe R /K L
M1t~ 2 BUREL, IINE] 10mL ~ 100mL (A5 S50 SN (K% 5 3 RE AR, 50 ~ 90°C
INFASREFE AL 3-10h ;¥4 21, i 8 Jo WO [ 140K 2R, 6l 4 BRI 4R 82 0 A s B2, et g i e B [+

2



CN 102618060 A W F E k B 2/3 T

WA, F= AR AL BT — P RV

(2) 4— LR i R 1K B <4 4— PR BEMEBA R Br (CH,) ,-OH #Z JEBE/REL 1 & 1~ 1.5,
WIS B, 80 ~ 110°CHEHE 3h-5h, Ay, 455 T4 J5 15 3 [ 44

(3) 3= BEdk —2- (2- W LIRmFEIRNE ) HIFHEME TR TR K & i SR BEREE N 1 0 1~ 1L 1
PR (1) H45 1) 2— 3k -3— FEREHURAR I FME MR R Eh AN, N- —2RFE RS T 5 ~
100mL A5 JEURMRT =40 % 26 OB IR IR, 76 60 ~ 90°C sk 1.5 ~ 5h, A HIFHIES
B, B T A 5 o 8, 79 2 0 [ £

(4) AKFRFE R G R FOP IR (3) Hl#5 1 3— bk —2- (2- W LMRFEARNE ) R I e
MR gk L PR (2) HAS 1 4- AR R FREEREE S 1 1 1 ~ L2 BUBL, B T BmL ~
100mL MERE Y, 7F 70 ~ 100 CHiH: T MY 1h ~ bh, B J@ 44 Eh BB 5% T Iml. ~ 5ml ¥ N,
N- AR, o, 3 Rk —2- (2- W L RFEIRNE ) 2RI FmEME Z 4 £k 5 4 R il 2k sl
REEIREE A 1 0 L~ 2, IIABIRNARE W 4REPiHE 15 ~ 60min, HTHTIE L8, LFE
45T B R A AR R, BIAR 7 AR G

3. WIBSURIEE SR 2 Brid H 25 1035 1 8 ORI ) AN Bk 7 el i) il 2% 77 ¥, JLHRRAE 2
AR (1) BT gsHA T O L8 LBE TN A e Sl LN

A WRURIEE SR 2 Bk A 2R 1035 8 ORI (0 AN B 3 ek 1 2% 7 25, LR AR 2
B (1) A s AR A AR ARt SOt TS 2RI R T s

5. WIBURE SR 2 Fridk H 1248 135 1 85 ARSI P AN X PR ek i i) 28 77 323, JLRRAE A2
AR (3) FTIREFIABER AR P LK O

6. WIAURIEIR 2 Bk H 125 10035 B 8L ARSI i AS KRR R ekl i) il 2% 7732, JLRRAE A
AR (4) TR 4 h #h B R D SN RGBT R BN | SR R L
B B U R

7. P HITARILE EE ERI AN BRGSO I TV, SR IE R AP IR AR

(1) JeRIERRIECH] HETHFRE 1 ~ 50mg FFHLEE, A 1 ~ 100mL Jo/K SBFESAR ,
ALl 10° ~ 10°mol /L [ 4l REVRVA Jk 46 H 5

(2) A I3 A8 SRR ) SRS FAFREL 500mg 4 M5 (8 1, N 2ml — IR 2% 45815 3
[RIZEHRK T i, B R 107° ~ 10 7°mol /L (4R ML 1 2 1 BRA

(3) GRS TR KT EFE < 164 pHAETE 4 ~ 8 NG

(4) e FEFRBE 1 ~ 3mL 2PIR (3) BB IR LemX Lem (%56 HE I
T RS EAREE 100 1 L ABER (1) 4% 1R Gk BEE B B 05 b, o B2 s VO G R HR S P i 1
%159 53-5min 5, KA ZOOGIEACN & H 560, 1SRRI

(5) i A WK E AEPIR (1) HAFBIRRED P 3 A 10 u LAEER (2)
il & B A BB SR 5665 00 Al R OGS B, il R K E A U &
TS A RR 80 BT PR 2 s AP 5 D16 ST it P2 B R AL TR 1 2 5 45 B0 v it 2 v o ot 2 Al
St s AH TR AR AAE T 5 SO R0 B 8 74 L7 1 i 1 ) 5 D Ot i, 3l 1o 5 16 i e KA
TEATRAE 2t FR BN A (1 2 M3 5 H R R, R 0 0k A 4

8. WIBUREESR 3 Bk T4 i3 A ORI AR AN X Bk o ek 1) 9 et 77 v, FURRAiE
& IR (1) B Ho PR OB TR =S HE S N, N- UL F R DMF s/
FEVE AR, DMSO.
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9. GIACMIESK 3 BTk F A= M3 R R0 AN B Gk Ot U7 v, R
2 TR MR R pH A TR N 0. 2mol /L [ R Sh SE T % L FEWRE TR G2
VAR Tri—HCL Z2 s v sl e IR — I B 2 M i o

10. WIBCMEESK 3 Brak FH -2 035 B d R I AN X R Gort i) 52 IR U7 v LRy
i TR 56T AR R S5 PR B 4 6 FEABLIE ¢ 3 ~ 20, 2B e KR BAS Ty 400 ~
620nm,
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— AR ERANFEREA T LEERRWMNAT
73

B
[0001] AR HTS Ko — P AN KBRS GEbE, HAARW Je— B ARITFR G R 25 S TicE
A MH VR A 5 JE T R BoR e 2 B A AL 22 0 B R A0

B=EA

[0002] 35 Gkl — MR d AL ZE O IC Gk, B 1856 4 Williams KB “ &4
WA GRILIOR, L IR A R Ykl ER B H NN 2 KT FHFEAER AR
PR 2 AT AT R R ) SCRRAH R IR . < P AR IOl A 1) i A AR L5 ) 4 Jm) B L
SRR O ELIIC A B K FH BE LD ERGR] O R AW 0 1 109 R BT 2 AR
I3 BT A 32 BRI S 4LAT B A Patonay 4R Waggoner 215, [ [ 1R SASERTE 7 Gk T i
HIRF T LR L, A1) = 22 i %5 Narayanant Al Patonay 3¢ A TARK & RO hric A4
R TRk gkt 9 A T ERFSTHAE CO-R OGN T A o WEMERESR GURL
et Lee S N AL — M PUARZLAH ML 20 BT B0 AN FRE Gkl 12800 IR S & Jm 9¢
O 2 S, BT ORI T RS A o (HAZ SR AR5 28 M3 8 VA B F R SCRR R
BAZ . ARG T — A FRE QOB T4 035 B8 A 7 7 R 5 k. %058
GRS A MR B A A AR U962 et B vk B R I R R ) 2R s A
o AR B g 052 H S min Iy [ 98 » 6/ IS 1 8 11 1K) B 20 B S 0 AR AT P A 1) 5
s N FH A {EL o

RIARNE

[0003] AR HIE H KIAE T Se ik BB AR AL, St — Bl AR FRTE GOrH 46 7 5 S
TR AEA D T RIS, SRE T RARTRTE GBS G R  E  F
M7 A ET AT 5 0mi N, ZERHER B 5 L B9 06, IR KA I3 8 s Us » 3
KL 8 70 T AR LR R, AR SR A i 5 0 AU DN 8 1 R RT ¢ D6 3 B 22 ) SR e PR %
., APV g #A AR s e A 1.

[0004]  #% AR WIS AL AR AR Ty S8, — iRl 147 M3 1 8 RS I K AN X Gekt, 454

HAUE -
X e—
ﬁ/ NP N—R;

[0005]
| BF4-

Ry

X=S; 0; C(CH3),
R4=(CH,),CH3, m=0~7
R,=(CH,),,OH, n=1~6

5



CN 102618060 A WO B 2/9 T

[0006]  JLrR X St JR 7 AR T B —C (CHy) o, PUIEDR 7~ FHARR 1 R, A KA EE — (CHy)
Oy m =0~ 7,401k m = 0 ~ 2 ; 55— i A WERKER, MR A b (1) U + FEFE ) R, i
BRI KR - (CH)n0H, n = 1 ~ 6, n = 1 ~ 3. HA m.n N IEHELE,

[0007] A FRAE GBI B I BRI Z) pH A 4 ~ 8 ISR Eh e i gs v, B il
FSCRSE I A 37 1A 28 G GR], (R IoH 2 i 3 8 I R A S AR L AR A
A= I3 B AU BN FE6 G, 2GS SOE SRR T — @ W 56
J A HER N AF 138 B8R S DS 28661 I, 10 3R e K2 R ST R AT, LA I
B R AR AR | S5 R 9 ' R 3 P A A s I e b 1R 2 5 AR 5 4 AR e P 1 4
AR AR, EERFE AT 545 03 B & A rE A, LS8 6 6E ), BUR R 58 6
FEAE, ZEARE ih 2 b RIS 30 J0FE S 0 - 13 B 8T ARk & .

[o008]  —FfHH 4 My A A ORI AN KRR 35 G ikl 46 77, X (2) Fistb &5
X Q) itk aiEd 5 @) iR EWEds & RN HITE

[0009]

CHs

s

(L Y AL
N
||a KI F H/\N
1 |

R>

(2) (3) (4)

[o010] AP X AHRJE T R T8k —C(CH,) o, R, N K BEREFE - (CH) mCHyom = 0 ~ 7 3 55—
A VESIRRER , REEIRRER T R U IR R, b S A R AR R KBS 2 - (CH) nOH, n = 1 ~
6, Horp m.n O IEEAL

[o011]  JEC4f JFUk oy 2— FRIE R FRmEme  2— AR LR R NEMEEY, 2, 3, 3— — FI 2L —3H- M| AT AR
V), LI JRURL Ry 2— FRZERFFmEmMe, Jl i 5 i AABE LB REE 1 0 1 ~ 2 RS 3] 2- AR
FRUEMeR L B P 545570 N, N- R RIL B REG 1 0 1~ 1. L RN 13 B4 3- %t
5 -2- (- WO TR ) RIFEM R Eh R Je S A- IRk R B BEOREE L D 1~
L2 512 BAR= . LIEH 4- PIEMEMEEEN 1- R O —4- PR .
[o012]  EAKAG Bl 3%

[0013]  (1)2- FIJE —3— Le SR HUAR R R M =R B8 1K 5 1 <4 2— PR R IR © i A Xb B8
IREEA 1 0 1~ 2 BB MR 10mL ~ 100mL [IAN 5 JEURR S R R 7 b B b i, 50 ~
90°C hn A FE [RIAL 3-10h ¥4 &1, i vl Ja WCAR [ 17408 oK, Tl 4% B AR S A SO, i BB JE ik
LA AR, = AR A BN — P RN

[0014]  BTIk i At AR AT  BIABE 3o A I 2Tt 8 Y, 0 FR 6 IR 6 IR AT e
e B St RIDA J2 56 , DI 0 PP i PP S, L A ARG

[0015]  FriR¥E50 R CBE LR CWE AT A Pt CBEE O ik SR &g
[0016]  (2)4— FAIEMENR R B KA i < 44 4— R JERERb R Br (CH,) . —OH $Z R E/REL 1 ¢ 1~
L 5, AR UM AR TN, 80 ~ 110°CHitt: 3h—bh, ¥ Hik i, o T2 513 20 [F 14
[0017]  (3)3— hidk —2- (2- W OMmFEANG ) A IFMEMTRFR Sh I 5 Rl K BE/REE N 1 0 1~
Lo LB (1) il £ ) 2— Ik -3 e 25 RO O e s 23 g 6 RN, N= 205 AR T
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5-100mL AN 55 JEUBFRI ) A A2 S N IR R, 78 60 ~ 90°C Nt 1. 5 ~ 5h, 215 H IE
Cedek, B H I 75 98, 15 2 A

[0018] PRSI NESER N T IR L LI NG, UL BN IR -

[0019]  (4) AHIFRFEGLRH G R 518 (3) 14511 3— kit —2- (- W OImEE KR ) 5%
WEMp R L L OPIR (2) WA 4- FIEME TR SRR 10 1~ L2 OB BT Bl ~
100mL AERE T, 78 70 ~ 100°CHERE N &Y 1h ~ 5h, ¥ 48 EE s 2% T 1mL ~ 5mL 8 N,
N- — FIL ARG, Horp, 3 etk —2- (2- W AHRFEZRNE ) IR T e A4 3 b 4 8 gl 2 nl
EREEIRLE A 1 D 1~ 2, IMANBRNIRE D, REEHEPE 15 ~ 60min, HTHUTIE L L UE, L1
2 S B R A A0 AR, BIAS = A X R Yokl

[0020] 4 Je b 2k o0 Eh A SUAL BN L IRAK A LK B L JRURI B A L SUAL A TR AL B L AL A
AR, Pt SRR, FL ke SALEA

[0021]  JPER (1) 1, SOV IFT50 45 R i v HIRT H Tl 4k, 8 3ob 0 i WA 4 ol A, — A 2 ¥ 76l
BRI AR, AR B BERSCER 5 Ak S AR BT S N, [RI3AES A fa v H1 i 8, BRI AkEL
#EE PR, HRAS T O b, KRR E 1 7 3, 2 i Rk )
20% P2 3] 95% UL o

[0022]  —Ff A 4= 103 AR ORI AN KRR 7 Gk (9 98 SR 7 s, PIRAE -

[0023] (1) YYB}EEVEAIBCH] KEHAPRE 1 ~ 50mg ¥ HeALal i, A 1 ~ 100mL Jo/K £
AR, B 107° ~ 10 °mo 1 /L (4R BRI VA 1 % FH o

[0024]  DLEEGRIHBEB RN 10 mol /Lo

[0025] PRS0 B . SN =50 e s S N, N— R AR % DMF B — L0
B DMSO, PJLik #5571 4 Je /K LBE o

[0026]  (2) “FIfLiE F & EE R EC T HSHAPRE 500mg “F- IMLTE F 82 E, I 2mL — R Z8 1
1SRN A ZR MK v, BT 107° ~ 107 mo 1 /L i2F L A M BRI .

[0027]  ARIEWREEH 10° ~ 10 mol /L,

[0028]  (3) GEifAs v I +E b FE pHAATE 4 ~ 8, PLidk pHAE A 6. 8-7. 5 [NZZIMT s i
WINAREAE 1~ 3mL Z (8], SerP s 291 pH B PR, I B & L AR E G R REE BE
U Z(Ry/SRIMS (e N L

[0029]  FTIRZEIPVTE A pH Jy TR EE N 0. 2mol /L [REIR Th 22 syl 1 L JEWRE 2 T IR
eIV Tri—HCl Sei i BRIRTR — ISR E S s WL o

[0030]  DAGERR EhZZ s oA ), BC il 758 < JEBUHIET 0. 2mol /L HIBE BRE — Al A R
B4 100mL, T 73 75 B R — 080 19mL, BE RS 4N Siml VA 395, Fiil pk pH = 7. 4 (1 4%
M o

[0031]  (4) £ KT E 1 ~ 3mL, J {0 2. 5mL 22 3] (3) Bl & 122 i %5 v 2
lemX Lem [5G EE I, RS HAFEEL 100 u L 2BIR (1) #4& FISeRH-RER B LL A, K g2
WO G ENR S PP ¥4 :3-5min Ja, KA 2GS SO & HATGE 766, Il R
[0032] 5 GLARL REFR IR AAAR K /N FHEC il 6 BRI A O, TC i ) BRI B K, 1B FH 1)
/)N, T A BRI B /N, BE R B K, — BEAE 0,001 ~ ImL 22 &), A5 W A8 045 5 5 A B
Al
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[0033]  (5) A= ifiF A HR AN E B2 | (D) #5132 RIRED P R 5 ~
100w L 3PEE (2) il & I 8 R, ik 10 ~ 50 1w L, SR S OGIE 3 Al #5860
T P, SR BRI B BUIN N B LSRR 0 S5 R S N 7 1 e S iR R e R AR TR A
it 4, 13 BUARIE 22 s Anitt th ST Ja , AH RN 40 2F T A e B 1) A4 198 3 2 3 v )
PO , I I PO IR e AR, AERRAE il e b AR BRI A I R AL, BT 3
WPEAE
[0034]  JITd % Dl 1 ISR T 85 11 9% Y6 T 3, Pk AR S P e 4 5 P (RLIE B 3 ~ 20, 4R
R S REAE R 5, KEH B KPR I 400 ~ 620nm, fUf7E 550 ~ 600nm 2 [, FfE A
560nm, it 3% R R SR S8 R AE .
[0035]  AXRBHEA U R LA AR HIAE 2- AL -3 BB QAR e M 2R I, B
P I REE IR RN, [BI 25  fa FR A EN ek gk, KRR & T P =24, Hr= 2 i Jsok
#7120 % $2 53] 95% BL I
[0036] AUk BHAR AL T SE = 5w B I A A 1y A I — P ] SR T R E B U7
mfyéﬂMAmTumﬁﬁﬁﬁ/%ﬂhxﬁm$+ﬁ%km%@mF¢ﬁﬁ@E%
M T4 106 B AR EE &0 8. HRHZRIOGIE BSOS E A 38 B & B TR, 5
I R AR, W DL B R IR G JoRb R B s b i V2 T B, SR TR 45 o U325, il
K o

R’ 152 AR

[0037] & I ASKRRFEGE T 5451008 A & B AHBAEHR2O00E .

[0038] & 2 ANXIHRAE JeE T Gk o 5t i it i N 5 40 M3E B R IR RN 26 PG &R
[0039] & 3 ASXHRHE §I<7H' 1T Gl e ki e R AE 55 20 I3 1 8 IR 2 R 2R PE R R
[0040] & 4 ANKIRREE GBI 11 ek} 2 ' it B KA 5 240 1T 18R IR B 2 TR) IR e 1 K
Ro

[0041] P& 5 AXIFRAE YRl T AL RESE W R AE R 5 K

BIRLHEA R

[0042]  SEjtifsl] 1 —Ff A 2 35 A 8 ERI B A KRR Uk T & i
[0043] A ERELUIT -

[0044]

@ aa DI — CFM g
CDw ’e C(ﬁ o cninen

| BF,4
CHZCHZOH CH;

#1
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[o045]  HARDIRN .
[0046] (1) T[E)fk 2a (2, 3— — FRJEIEFFmEMe 47 20 ) (AR

[0047]
S S
©: >—cn,  _mm +N/>_CH3
; — ’
|

CH,
2a

[0048] ¥ 7. 4g HhIA)4A 1 (50mmo1) F 3. 3mL ML 4% (53mmol) B 10mL ZFR ZHEH 70°C

INFASEFE R 3he VH, IEEA R B B AR PR RIS INFA RN, 138 5 B8 7%

K, EEF AAFE K 10g, K 60%, 7= ok adiih HEAM T — 5 RN .

[0049]  (2)4- FAZEmENpkEREy £h 1A A -

[0050]
BrCHZCHZOH
+ /

3a

1

CHZCHZOH
[0051] ¥ 4- LMK 1. 43g (10mmol) , 2— ¥R L 1. 23g (10mmo 1) AK AN A FI| 50mL 5. [
B, 90°C NS Z i H: 3h, A HIE I8, bR S 15 R 1k 2. 26g, R 4ifk 53
B ROV, FHICEE 85% .

[0052]  (3) Hh[Alfk Ba(3— FIJE —2- (2- W LM E RN ) R IFMEMEZREEEh ) & K -

[0053]
oo+ Tl Q—»—E i
”§*>— N ra/l\/\
S H
3 CH, i

2a 5a

[0054] K 2. 9g FIE)IA 2a ¥ T 10mL BEEZ 1, DA N, N= ZZRFE R (4) 3¢, 70°CIn#Adi
P 1. 5ho VoA Ja H 300mL 1E CREdess, BT K. iy )a , 155 tulll 4 2. 5g, IR 60%,
PR AR LA AT P R

[0055]  (4) ANXFFREGEL T A -

[0056]

S
@\/\ /@ @5 @\T/ a4 N—CH,CH,0H

| BF4
CHZCHZOH CHj3

3a
=3

[0057]  FREX 0. 268g H[E] 1A 3a (Immol) 1 0. 394 H (A4 5a (Immo1) ¥ T 5mL ALEEH, 90°C
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PiFE S SO 1h, #4 0. 160g (1. 5bmmol) FUBNERAMAS T ImL DMF o, OB S MRS P, k4t
ikt 15min, R UTIE 208, CBFHE 45 i 15 3 1R U A% K 0. 291g, e 65% .

[0058]  £&JFiit ES-MS Fl 'H-NMR #Z% B3R AL, 45 84 L6, G Wil 5 Bios.

[0059]  'H-NMR (d°-DMSO) : 8 3. 73 (s, 3H, NCH,) , 3. 83 (t, 2H, NCH,) , 4. 64 (t, 2H, OCH,) ,
6.47(d, 1H, J = 12Hz, CH = C),7. 14(d, 1H, J = 12Hz, CH = (), 7. 28-8. 49 (m, 10H, Ar-H),
7.71(t,1H, J = 12Hz, CH = C). MS(m/z) :361. 2[M]".

[0060]  7F £ ) KIS Abs,,, = 631nm ;35 K2R ST Em,,, = 662nm,
[o061]  SEjiAs) 2 —Ff FH T4 M35 B 8 ARSI S AN RR & Gk TT 1yl 757

[0062] & lERLUT T -

[0063]
S
/>—CH3 + —_— T
+N - X | )\/\
| N N N7 A N
H T H
CH,CH, CH,CH,
CH,
s N s
| +)\/\ " +
| 4
CH,CH;3 CH,CH,OH CH,CH;
1

[oo64]  HAKDIE N .
[0065] (1) HH[a)J{k 2b (2— FSE —3- ZFLIRFFMEMEZEL L ) G AL

[0066]
S S
(o —~ Clp=
N N -
| |

1 2b

[0067] ¥4 7. 4g Hial{E 1 (50mmol) F1 43mL B Z 4% (53mmol) AIAF] 10mL Z [ ZEgd 70°C
INFADEFE B 3he VAH1, S E AR A M AR . FlR BRI NFA Y, 1ok 38 5 B A0k
K, ILEF A G 13g, R 79%, 77 R At BN — 5 RN

[o068]  (2)4- FAZEMEI 4L £ & R

[0069]
CH; CH,
X
BrCH,CH,OH N
= > +
N N"Br

3a

CH,CH,OH
[0070] ¥ 4— PP LR 1. 43g (10mmol) , 2— ¥ Z K% 1. 23g (10mmol) 4K A F] 50mL £ [
B, 90°C RIS Z M H: 3h, A HIE I8, PR S 15 R 1K 2. 26g, R 4ifk B3
N ROV, FHICEE 85% .
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[0071]  (3) HPIAMA Bb (3— £&E —2- (2- W LMFE KNG ) RIFHEMERER L ) K5 A -
[0072]

S
S
CH +
(o= QO i _ 0
s N fE T

CH,CH, CH,CH,
ob 4 -5

[0073] ¥ 3. 1g HH[AMA 2b 5T 10mL BEER Y, FF NN N, N= ZZKZE K (4) 3g, 70°C Al
F 1. 5ho A G 300mL 1E CRe vk, At m 44 . ok v )a, 1930 ElE 14 2. 6g, M #h 60%,
PR A A ERA — B RV

[0074]  (4) AXHFRELEL 1T KGR -

[0075]
( r s
)\/\ /@
NP "7 e N—CH,CH,OH
| BFy
CHZCHs CH2CH20H CH,CH;

[0076]  FREY 0. 268g 1 [A) 44 3a (1mmol) F1 0. 408 H[A]{£ 5b (Immol) %5 T 5mL AHEHE 1, 90°C
PidE ™ A 1h, #% 0. 160g (1. 5mmol) FRANERENHE T 1mL DMF o, IO B SR G , k4t
ke 15min, MBIt it 8, CRE A5 AT 35 2 ([ 408 K 0. 272¢, % 60 % .

[0077] 22 )53k ES-MS il 'H-NMR A% BERAE , 45 54 IE 70 o

[0078]  'H-NMR (d°-DMSO) : & 1. 89 (m, 3H, NCH,CH,), & 3. 65 (m, 2H, NCH,CH,) , 3. 82 (t, 2H,
NCH,) , 4. 62 (t, 2H, OCH,) , 6. 46 (d, 1H, J = 12Hz, CH = C),7. 16 (d, 1H, J = 12Hz, CH = C),
7.29-8. 47 (m, 10H, Ar-H) , 7. 72 (t, 1H, ] = 12Hz, CH = C).MS(m/z) :375. 2[M]".

[0079]  7F 2 b i KW K Abs,,, = 632nm ;5 K96 RS K: Em,,, = 665nm,
[o0o80]  sEjifsl 3

[0081] B lpgZetn - -

[0082]

@M 3~ *O\?MHO

S
@\/\ /@ (I’j @\T/ N N—(CH,);0H

| BF,
CH2CH2CH20H CH,

Z
[0083]  HAKDIR N .
[0084] (1) T[E)fk 2a(2,3— — FRIEIEFFmEMe 47 20 ) (AR -
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[0085]
S S
@: )—CH, B ©[+N/>—CH3
; — -
!
EHy

1
2a
[0086] K 7. 4g HhIA)4A 1 (50mmol) F 3. 3mL ML 4% (53mmol) HIAZE 10mL ZFR ZHEH 70°C
IOFTEHEETAL 3ho AE1, U8G5 3 M AR o TR BER GRS INFA RN, i 38 5 BB [ 44
K, ILEFAGFEE 10g, K 60%, 77 R At BN — 5 RV,
[0087]  (2) Hh[AIfA 3b (1- FRA 2k —4— FIZEMEMRERE SR ) A K

[0088]
CH, CH,
X
BrCH,CH,CH,OH N
= > + -
N N'Br-

3b CH,CH,CH,OH
[0089]  #f 4- FFFEMENE 1. 43g (10mmol) , 3— YR TAEE 1. 38g (10mmol) KM F] 50mL H. [
Fi, 90°C RS = P FE 3h, YA EIE IR, &P TR G A BIE K 2. 12¢, R alifh B4
T2 RN, FHIE 80% .
[0090]  (3) (3) Hhja)iAk Ba (3— FIKE —2—-(2— WV LRI TN ) JEFFMEME AR 5 ) 4K
[0091]

S
S
(Lo QA JO—C g O
N T NN Nf/K/\N
H [ H
4 |

CH,
2a 5a
[0092] ¥4 2. 9g HH[AMAK 2a ¥ T 10mL BEER Y, FF NN N, N= ZZKZEFIK (4) 3g, 70°Cn#Adii
F 1. 5ho A EH G 300mL 1E CRe s, A H B4 . ok v e, 19 3 ElE 14 2. 5g, M #h 60%,
FE AR A A BN — P RV
[0093]  (4) AXSFREJAL TIT (15 K

CH; -

[0094]
CH,
s X s
| . )\/\ + N
| H [ [ BF,
CHs CH,CH,CH,OH CH,
5a 3b
1

[0095]  FREX 0. 281g FaE]fA 3b (Immol) 1 0. 394 Fa){A 5a (Immol) ¥ T- 5mL MLHE 1, 90°C
B ™ &N 1h, # 0. 160g (1. 5mmol) FRANERENES T 1mL DMF A, INAN B S IR S Y, 4k &k
PEFE 16min, #THHUTIE Lt U8, LT E 4L 5 B L AR K 0. 277g, IR 60% .
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[0096] £tk ES-MS H1 "H-NMR AZRERAE , G500 I o

[0097]  'H-NMR(d°-DMSO) : & 1. 91 (m, 2H, NCH,CH,) , & 3. 65 (m, 2H, NCH,CH,) , 3. 82 (t, 2H,
NCH,) , 4. 65 (t, 2H, OCH,) , 6. 44 (d, 1H, J = 12Hz, CH = C),7. 13(d, 1H, J = 12Hz, CH = C),
7.22-8. 44 (m, 10H, Ar-H) , 7. 70 (t, 1H, J = 12Hz, CH = C). MS (m/z) :375. 2[M]".

[0098]  7F LT (1) KGR Abs,,, = 633nm ;35 KGRI Em,,, = 665nm,
[0099] St 4

[0100] (1) HYRMEEEIIBCH] KEHAFR & 3mg AKIFRE Gk T8 # T sml oK SRR
Ly SR

[o101]  (2) ZFIME E & I ECH] HSHAPRE 500mg 2 IM7E F1 8 E, NN 2mL — IR 2518
RN UK P, B Rk 10°° ~ 107°mo 1 /L FY2F IM3E A &R A R

[0102]  (3) M IR #h 2% i 55 VLD BBC 7l < ST G W4 0. 2mo 1 /L 1) 1% IR & — 0l % PR AL 1 %
100mL, 7543 751 BB R — 2080 19mL, BEFR A 4N 81mL VA 34T, Bl pk pH = 7. 4 IR
o

[0103]  (4) ZqEic % HEFAFEE 2. 5mL L3k pH = 7. 4 (B IR RS2 AR Lem X Lem [1)
GO, KEHAFEEL 100 w L AZER (1) il & I GLBFERE 2 EE A LA, 4 22 s v ekt
REDHFELS . 5 a8 E, WE A6 7S, il AR EdE .

[0104]1  (5) ZFIME B ER EWREEIE AEPR (4) Hhork A 10w L 85 E BT REE, 73l 434
P ETE B, 1R o AR SR BN SRR PR B R R i AN i A e KA
Z R 2, 13 BbRE th S o ARttt e s Ja, AR B4 AT, BROR Bk B I 21 1L v B B
TN B 5 6O, L RS e KAE, AEARAE I e th H R0 NI 2R IV B 8 E A, B
CIRUUFIINzw7 9:-3(-

[0105]  AXIRREGRL T 5240 M35 A & EAH BAEH R ZEO06E W 1 Fs.

[0106]  ANXFRFEGRL T GUplS RO B N AE 5 28 M8 R FIKFE AN Ze it ok R an 1] 2
P 7R o

[o107]  SEZjidsl 5

[0108]  SRAIAKIFRE Gk 1T X044 My A A BEEEAT I e , Stk F2 (R S i) 4.
[0109] A FREF YR} TT HLrl 50 Kbt e R 5 240 G B 8 B 2 R 2t X R 1]
3 7N

[o110]  SEZjfsl 6

01111 SRAIAKIFRE GBE TTT X4 1f3E A 8 AW BT I e , St 7 7] SE s 4.
[0112]  AXSHRFE Gk} TTT LRl ke b e RKAB 5 A6 IUTE A 8 AR B 2 TR ) 8 1 OC &R
Kl 4 TR
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