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TR T A-4- 72 R R K)o M- 1- 8

(E)-3-[3-FAK-3-[1-(4-F RA A H 2)-1,3,4,9-v9 £-B-oFok-2- 2 |-
P M AR ) R AR B

(E)-2-[3-8AX-3-[1-(3,4- & F = £)-1,3,4,9-79 £.-B-~Fobk-2-
E]-AH A KT ER
(E)-(4-[3-B-3-(1-(3,4- B F = F A K 2)-1,3,4,9-v9 £-B--Fobk-2-

2R)-FE AR AR LB L
(E)-(4-[3- BAR-3-(1-(3,4- T F =~ F A 3 5)-1,3,4,9-v9 &-B-Fobk-2-
-11-



A)-AH A RK) TR

(E)-(4-[3-FA%-3-(1-(3,4- & F —F A F #)-1,3,4,9-v9 £,-B-"Frk-2-

)RR TE

(E)-1-[1-(3,4- & ¥ — & FE K H)-1,3,4,9-w9 £ -B-~Fak-2-K]-3-(3-#

HA4-FARF ) A H-1-8

(E)-1-[1-(3,4- & ¥ —F I F 35)-1,3,4,9-v9 £-B-Fobk-2-2]-3-(5-54

A -2- AR ) R M- 1-89

(E)-3-8AR-4-[3-BAR-3-(1-3,4-EF —F A K 3)-1,3,4,9-v9 &.-B-

sEoh-2- K R b AR R B T B

(E)-(4-[3-BAX-3-(1-(3,4- & F B H 2)-1,3,4,9-v9 & -B-Fobk-2-

AlAawAIFRA TE

(E)-1-[1-(3,4- & F — R A ¥ )-1,3,4,9-w A-B-Fok-2-3)-3-(5-£,

F-2-F AR ) R A -1 -8

(E)-3-FAX-4-[3-8A%-3-(1-(3,4- 2 F — R A F %)-1,3,4,9-v9 & .-B-

rok-2- 5] R AR T AR

(E)-1-[1-(3,4- 3 F = f A& K K)-1,3,4,9-19 £-B-Fak-2-4]-3-(3,5-

A4 -5 B R R P - 1-BF)

(E)-1-[1-(3,4- & F — F KK H)-1,3,4,9-m9 £.-B-=Fobk-2- 2L ]-3-(4-(2-

W EREREFER)RHE-1-8

(E)-2-8AK-5-[3-BAK-3-(1-(3,4- & F = F I F 3)-1,3,4,9-w9 £-B-

Repk-2- 28] R M AL 3 B P B

(E)-1-[1-(3,4- & = F A ¥ H)-1,3,4,9-v9 &-B-~Foh-2- £ ]-3-(4-2-

ZHALRETELEL)RE-1-8

(E)-2-FAX-5-[3-BA%-3-(1-(3,4- & F ALK H)-1,3,4,9-v9 & -B-

PRok-2- AR R M AR K P B

(E)-1-[1-(3,4- 2 ¥ — A H¥ 2£)-1,3,4,9-v9 £,-B-"Fok-2-2]-3-(3- 7

A -4-m R R ) R - 1B

(E)-1-[1-3,4- B ¥ — F A F HK)-1,3,4,9-v9 A-B-~Fok-2-5]-3-(3,5-
-12 -



=P ER-A- RN RE-1-BA

(E)-1-[1-3,4- & 7 = B A 4)-1,3,4,9-09 £-p-rFoik-2-4]-3-(3-(2-

WA EA AL 4 EF )R -1-E7

(E)-1-[1-(3,4- & P = f LK %)-1,3,4,9-w9 &-B-~Fok-2-2]-3-(3-(2-

TP R EA TEA)-4- RIS FI) R M -1-ER

(E)-1-[1-(3,4- & F — F & 3 3L)-1,3,4,9-9 A -B-rFoh-2-2]-3-(3-24

A4 R 5 FERAFRLAHFE-1-5

(E)-1-[1-(3,4-1 F — & K 2 )-1,3.4,9-v9 £-p-+Fok-2-24]-3-3- K

AR AR 5 M- 18R

(E)-1-[1-(4-F B h-3#)-1,3,4,9-m9 &-B-"Fopk-2- K ]-3-(2-&.-5-74

A FA) A Hi-1-88

(E)-1-[1-(3,4- & F = F & ¥ H)-1,3.4,9-v9 £-p-~Fok-2-£]-3-(2,6-

TR R - 1-5

(E)-1-[1-3,4- 22 F = A A K 4)-1,3,4,9-w9 A-p-"Foik-2-4]-3-(4-F

AR T A H I -1-87

(E)-1-[1-(3,4- =¥ — R A %)-1,3.4,9-m9 £.-B-F#k-2-4]-3-(3-F

AR H-1-87

(E)-N-F & -(4-[3-84%-3-(1-(3,4- . F — A ALK H)-1,3,4,9-v9 £.-p-

sk 2k ] o M AR ) AR BB

(E)-1-[1-(3,4- & F — F A 3k 2)-13 ,4,9-v9 &-p-Fok-2-4]-3-(3-F

-4~ TR AR AR ) R H -1 -BF)

(E)-1-[1-(2,3- =& ¥ FF =k @-5-4)-1,3,4,9-9 &-B-+Fok-2-24]-3-(2-

A-5-FH AR ) A H-1- 87

(E)-1-[1-(3,4- & F —F X H£)-1,3,4,9-9@ &-p-~Fok-2-24]-3-(2- &

AP - 1-87

(E)-1-[1-(3,4- & P — R I ¥ )-1,3,4,9-v9 &.-B-"Foir-2-2]-3-(3-#4

2R -1- B KR ) A - 1- 5

(E)-1-[1-(2,3- = &3 FF =k 7h-5-%)-1,3,4,9-v9 B-B-"Fok-2-%]-3-%
-13 -



H & H-1-8A

(E)-1-[1-(4-7 A R 3K 35)-1,3,4,9-9 E-B-"Fok-2-2K]-3-(3-A A E )

5 M- 1- B9

(E)-1-[1-(2,3-= &K 5f =k »H-5-2)-1,3,4,9-v9 & .-B-cFopk-2-2]-3-(3-

AR AR A R M- 1-8F)

(E)-(R)-1-[1-(3,4- & F — &I ¥ £)-1,3.4,9-m9 £-B-7Fobh-2-2L]-3- 3K

A Ak -1-7

(E)-(S)-1-[1-(3.4- & ¥ —f & ¥ 3)-1,3,4,9-v9 F-B-"Fok-2-2]-3-%

A A AE-1-8R

(E)-1-[1-(4-F B A H)-1,3,4,9-v9 £-B-~Fok-2-2]-3-(3-#F AL F )

% M- 1-8F)

(E)-1-[1-(4-F AR H)-1,3,4,9-v9 &-B-"Fobk-2- 4 ]-3-(2-F-5-# 4K

)R 5 -1-8R

(E)-N-(v9 &7 7% -2- 2 F 2)-3-[3- AA%-3-(1-(3.4- & F —F &)-

1,3,4,9-v9 £-B-oFupk-2-20) A 3 A ) K P BbAE

(E)-1-[1-(1,2- = &AL 2 -5-2)-1,3,4,9-v9 &-B-ofebk-2- 2 ]-3-F 1L &

Hi-1-88)

(E)-1-[1-(3,4- 1 F =@ & 3K 3)-1,3,4,9-w9 A-B-"Fok-2-21-3-(3- 2

Bh it 3 2 ) 9 K- | B

(BE)-1-[1-(2,3-= &K 1 h-5-2)-1,3,4,9-v9 £ -B-Foh-2-2 |-3-(4-

(2-=—F AR TEIE)FEE) R -1-5

(E)-4-[3-8.4%-3-[1-(4-F EE X 24)-1,3,4,9-v9 £ -p-oFok-2- 2B M

A ]-F BT A5

(E)-1-[1-(3,4- & F = & A ¥ 3)-1,3,4,9-w9 &-B-~Fok-2-2]-3-(4-F

#-3,4- = 8 2H-FIHF[1,4]%%-6 )R H-1-87

(B)-1-[1-(3,4- 2 ¥ — F A ¥ H)-1,3,4,9-9 £.-p-"Fohk-2-5]-3-(2- %

FR-5-FE 2R K)o -1 -

(E)-4-[3-BAX-3-[1-(2,3-= B F 57k -5-45)-1,3,4,9-w9 A -B-~Fobk-
-14 -



2- 2R R M A R P BR F 8%

(E)-4-[3-8AX-3-[1-(4-F B A F K)-1,3.4,9-m9 £-B--Fok-2- K] R M

AP R

(E)-4-[3-FAR-3-[1-(2,3-= B FF ok @-5-55)-1,3,4,9-v9 £-B-=Fok-

2- KA AIR TR

(E)-1-[1-(FEHoknh-5-2)-1,3,4,9-29 B.-B-=Foph-2-K]-3- K A H H-1-

)

(E)-3-[3-8A%-3-(1-(3,4- & F = F A % 2)-1,3,4,9-v9 £-B-~Fok-2-

- W AR AR = U AR B R B

(E)-1-[1-(3,4- & ® —F A& 3)-1,3,4,9-v9 &-B-Fok-2-2]-3-[4-2-

FAE LR F KR H-1-8R

(E)-1-[1-(F 37k wh-5-2)-1,3,4,9-v9 &.-B-=Fopk-2-2]-3-(4-(2- = F

A EATEL)FELR)FH-1-8

(E)-1-[1-(3,4- & ¥ — & A ¥ H)-1,3,4,9-w9 &-p-Fok-2-2]-3-(2-=

F AR A A) A H-1-87

(E)-1-[1-(3,4- & ¥ — & A K H)-1,3,4,9-v9 £.-B-Fok-2-K]-3-2-7%

P -1- 2 3 A 9 -1 -8

(E)-4-[3-8AX-3-[1-(R 3wk v -5-2)-1,3,4,9-v9 &-B-Fok-2-2%]-H

MR- ¥ BR Y B

(E)-4-[3-(1- 3 Frkw#-5-48)-1,3,4,9-v9 E-p-rEobk-2- 4 )-3-FAR - A M

AR P

(E)-4-[3-2AK-3-(1-(3,4- & F = F A& FF)-1,3,4,9-v9 &-B-oFotk-2-

)R HE B R AR = AU AR BR R BR

(E)-1-[1-(3.4- & F —F A ¥ K)-1,3,4,9-w9 &-B-=Fok-2- 2 1-3-(2-(2-

ZPERRATEE)EER) R MH-1-51

(E)-1-[1-(3-BAX-4-F B A K HL)-1,3.4,9-v9 &-p-rFobk-2-4]-3-K &

77 M- 1- R

(E)-(R)-1-[1-(2,3-= £k FF vk oh-5-3K)-1,3,4,9-v9 £ -p-oFebk-2-25)]-
-15 -



3-(4-2-=FARL TR FIL) R H-1-57

(E)-1-(2,3-= £.3K 5F[1,4]dioxin-6-%)-1,3,4,9-v9 £ .-B-~Fok-2-%]-3-

Ak A M- 1-5F

(E)-1-[1-(2,3-= &K 5 "k #Hh-5-2)-1,3,4,9-v9 & -B-~Fok-2- % ]-3-(4-

(2-wtrddi-1-A LR )RR R H-1-80

(E)-1-[1-(3,4- P — f & % H)-1,3,4,9-v9 £.-B-~Fok-2-4]-3-[4-0L

wfkt-1-25 R R M- 1 - BF)

(E)-(R)-1-[1-(2,3-— & X F =k vH-5-)-1,3,4,9-v9 A-B-~Fok-2-% -

3-(3-FH A AR ) R -1 - 57

(E)-1-[1-(3,4- & F — R & ¥ #)-1,3,4,9-w9 S.-B-Fok-2-2]-3-[4-2k

-1 ) R M- 1-B

(E)-4-[3-[1-(2,3- = &3 51 4]dioxin-6-#)-1,3,4,9-v9 £ -B-~Fok-2-

A ]-3-FA A MR R T BL ¥ E5

(E)-1-[1-(2,3-= &3 57 [1,4]dioxin-6-#%)-1,3,4,9-v9 &-B-Fok-2- A ]-

3-(3-AH A AR ) R M- 18R

(E)-1-[1-(2,3-= 8.3 F[1,4]dioxin-6-3)-1,3 4,9-v9 & -B-~Fok-2-5]-

3-(4-Q2- =W AR RA TR F )P H-1-87

(E)-1-[1-(3-8-4-F A K H)-1.3,4,9-w9 &-B-=Fok-2-24]-3-(4-(2-=

VA AL LAEKR)FIEK) A H-1-89

(E)-4-[3-[1-(2,3-=- 53 5 [1,4]dioxin-6-3%)-1,3,4,9- w9 £.-B-"Fok-2-

A)3-FRAHEAPRFER

(E)-(R)-1-[1-(2,3-= &K H ok H-5-2)-1,3,4,9-9 &-B-"Fok-2-5 |-

3-F I R M- 1-E

(E)-(S)-1-[1-(2,3- = &K Hwkvh-5-25)-1,3,4,9-v9 A-B-Fak-2-2]-3-

(4-2-=F A RAE TES)FEE)AH-1-8

(BE)-1-[1-(2,3-= &5 FF ok -5-24)-1,3,4,9-v9 S-B-Fak-2- 24 ]-3-(4-

R A H-1-80

(E)-(S)-1-[1-(2,3- = & & HF 7k "h-5-2)-1,3 ,4,9-v9 & -B-"Fok-2-%]-3-
-16 -



IR R H-1-8R

(E)-(S)-1-[1-(2,3-= & 57k $-5-2)-1,3,4,9-w9 &-p-rFebk-2-2L]-3-

(3-A A F ) A H-1-87

(E)-(R)-1-[1-(2,3- = & FF vk wl-5-£)-1,3 .4 9-v9 £-B-+Fobk-2-2)]-

3-(4-(1-(S)- F A othei be-2- - F FUA5) A & M- 1 -7

(E)-(R)-1-[1-(2,3- = & 3K JF ok vi-5-2k)-1,3,4,9-09 £-B-~Fopk-2-24]-

3-(3-F2 A ) R M- 187

(E)-(R)-1-[1-(2,3-= A3 5 sk od-5-48)-1,3,4,9-v9 & -B-=Fok-2-2)]-

3-(4-Q-=FEEE-1-FEZLEL X L)/ H-1-89

(E)-1-(1-345-1,3,4,9-29 £ -B-~Fobh-2-2)-3-(4-(4-F Ao od-1-4)-

FA) R M -1-87

(E)-(R)-1-[1-(3,4- & F¥ — R K K )-1,3,4,9-w9 £ -B-+Foik-2-25]-3-

(4-(1-(S)- F A obef b -2- 2 - F E5) F 55 9 - 1-80

(E)-(R)-1-[1-(3,4- T 'F = I K 2K)-1,3,4,9-09 E-p-oFok-2-2)]-3-

4-Q-—FABEN1-FEA LX) RH-1-87

(E)-(R)-1-[1-(3,4-3 F = £ 5 K 35)-1,3,4,9-v9 A -B-~Fobk-2-5)]-3-

(4-Q-=F A ELRELFL) A H-1-E7

(E)-4-[3-BAX-3-[1-(3,4- BARFE H5)-1,3,4,9-v9 S.-B-~Foh-2- 2L - A b

ESER R

(E)-(R)-[1-(2,3- = & 3 Fvkvh-5-2)-1,3,4,9-w9 £.-pB-"Fobk-2-2L)]-3-

(4-2-=TARA TR FA) A H-1-87

(E)-(R)-1-[1-(2,3-=- & 5f vk s-5-75)-1,3,4,9-v9 £-B-rFok-2-2)]-

3-(4-(2-= F A RA A ) F ) A H-1-54

(E)-4-[3-FA%-3-[1(3,4- = B E H)-1,3,4,9-v9 S-B--Fobk-2- 2] 55

AR TR

(E)-(R)-1-[1-(2,3- = & 7k h-5-2)-1,3,4,9-v9 £ -p-rFok-2-24]-

3-(4-BAAF )R H-1-87

(E)-(R)-1-[1-(3,4- T ¥ — A A ¥ #)-1,3 4,9-v9 &-B-=Fobh-2-2]-3-
-17 -



(4-B I X)) R HF-1-59
(E)-(R)-1-[1-(3,4- & F — I K K)-1,3,4,9-19 £-B-=Fok-2-24)]-3-
(4-(2-wkofd-1-25 TEA)EIR) R -1 -5
(E)-(R)-1-[1-(3,4- & F —F A # &)-1,3,4,9-v9 &-B-+Fok-2-2)]-3-
(4-2-— A RKX AL FELH)RH-1-6A
(E)-1-[1-(3- A AR-4-F A A X H)-1,3.4,9-m9 &-p-Fok-2-2)]-3-(3-
AR ) R -1 -]
(E}-(R)-1-[1-(2,3-= & F vk w$-5-2)-1,3,4,9-w9 A-B-Fok-2-4 ]-
3-(4- = FF A AR ) R - 1-8
(E)-(R)-1-[1-(2,3-=- &K 5 vk vh-5-2)-1,3,4,9-v9 £-B-+Febk-2-4L -
3-(3-Z AT AR AR ) R M- 18R
(E)-(R)-1-[1-(2,3-—= 2.3 F- vk 7 -5-)-1,3,4,9-w9 S -B-=Fubk-2-2 -
3-(4-(2-"Botk-4- 2 2 B ) & - 1-8R)
(E)-(R)-1-[1-(2,3- = &3 FF vk vd-5-5)-1,3,4,9-v9 A -B-=Fok-2- 5 ]-
3-(4-2-(ZAF A RI) TR F )R H-1-87
(E)-1-[1-(2,3- = S Jf 7k vdh-5-4)-1,3,4,9-29 B-p-+Fak-2- 2 ]-3-(4-
G-(=WHE AL HE B FE L)/ H-1-87
(E)-(R)-1-[1-(2,3- = 8.3 Foxvh-5-25)-1,3,4,9-v9 A -B-~Fopk-2- 2 ]-
3-(4-3-=F AR E-2-AEREBH)FIH)RE-1-5
(E)~(R)-1-[1-(2,3- = & F vk wh-5-2)-1,3,4,9-v9 £ -B-"Fok-2-2L -
3-(4-9 BEA R ) R -1 -5
(E)-(R)-1-[1-(2,3- = & ¥ =k 7%-5-5)-1,3,4,9-v9 & -B-Fopk-2- 2 ]-
3-(4-AEERTHR)EINRME-1-89
(E)-(R)-1-[1-(2,3-= &K I vkoib-5-4)-1,3,4,9-v9 £ -p-oFoth-2- 24 ]-
3-(4-Q-—F A AL AR F A HEH-1-07
(E)-(R)-1-[1-(2,3-= & 3 vk wh-5-%)-1,3,4,9-w9 &.-B-Fok-2-4)-
3-(4-(2- 8 LRI FE ) A Hi-1-8R
(B)-(R)-1-[1-(2,3- = &3 5 vk #h-5-48)-1,3,4,9-v9 £ -B-rFok-2- K]
-18 -



3-(4-72 2R ) R M- 1B
(E)-(R)-1-[1-(2,3-= &K F vk vh-5-25)-1,3,4,9- 09 £ .-B-Foh-2- 2 -
3-(4-(4-F Mok 1- ) ¥ 8 A 4-1-89

(E)-(R)-1-[1-(2,3-— & jFrko#-5-3)-1,3,4,9-w9 £ -B-=Fobk-2-5 -

3-(4-FREEFH)FL) A H-1-59

(E)-(R)-1-[1-(2,3- = &k vk wh-5-28)-1,3,4,9-29 & -B-~Foh-2- 44 -

3-(4-5F A A RA T AR)E A )R H-1-87

(E)-(R)-1-[1-(2,3- = &K =k v -5-5)-1,3,4,9-w9 £-B-Fok-2-4 -

3-(4-= PR RAF L) FKK) R H-1-59

(E)-(R)-1-[1-(2,3-= £ 7k w8-5- 2 )-1,3,4,9-v9 £.-B-~Fobh-2-4 -

3-[4-(3- = F A B B EA)E L] B H-1-87

(E)-(R)-1-[1-(2,3- = &3 f =k vH-5-25)-1,3,4,9-v9 &-B-=Fobk-2-2 )-

3-(4-(2-9% 77 -1- 2L LR KAL) i k- 1-89

(E)-1-[1-(3,4- & F — & F H)-1,3,4,9-v9 &.-B-~Fok-2-4]-3-(4-(2-

R -1-25 AR )RR ) R - 1B

(E)-(R)-[2-(4{3-[1-(2,3- = &3 FF ok wh-5-)-1,3,4,9-v9 S.-B-~Fuik-

2- A 3-BMRAHRIFER A | TEARATERTE

(BE)-(R)-1-[1-(2,3- = &K "% "#-5-25)-1,3,4,9-v9 K -B-"Fok-2- -

3-[4-2-F AR A TR F A& H-1-87

A K BB A R #9183 A (E)(R)-1-[1-(2,3- = & ok v -5-20)-
1,3,4,9-v9 £-B-=Fobh-2-24)]-3-[4-Q2-—F A &AL TE AV KL B H-1-F
Fo 3t 24 5 L ST 42 2 49 3 el F AL B (de R ALH),

E IR, A K IR ia-4h 1 cGMP 455+ PDE #) A 269 Foik 4
el A, Bk, TR (DS TE ST, AR A Tie s &
cGMP 455 PDE 74| A #4975,

B T A KB B mey kB Irs PDES 694 %, cGMP K-F
&, R TR GH A4 M. P amie. RadaE,
B AFIR. AR ARAR HE R o) SR PR vA R A0 3k R R AT A 69 R B T

-19 -
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(EDRF). A4 dn B 4T3 M. a7 5 R AHER B F(ANF). FER4AHEMEAR
(BNP)., C-A& AR HE A (CNP)Fw A AR # e A Rl ) do SR UK, TBE
fesiAe S-HT,. BEX (DS E $FPHERe0E 7 A TAMK, Xk
gk QIR AN, REZ A E FA (Prinzmetal)S 858, ok, B
Edn/E, bl A RB, FRB, BRI, B aE IR
da (e B R B AIR R ARE), PR ERIR, o RBF de
Raynaud K%, FEMEH, PR, LAEFX, Bhdey, d40Hs
ok, TS E K, FRR, PRI FEHETILAFEGE
o (dmit BHOME 7 18 43 A4E).

VAR R AL ST R A B AR T LR R s,

AR F T A X (DS s A 2 b ST 385 8 3 SR A A A
JoH s K AL A C AT 2 A 4L-E-4h v 75 Kss T

Pk, KA H—F @it—FR|X(DIEWRA TEHFHEL
M, RABEEMAE FROLM, Hilk, MEalE, LR AR,
FobnlEs 7 %58, W, FARBAAEAE, B8R E TR R
-PTCA &), $MA &% R, 0F %A FHe Raynaud Kom, XIEHERIE,
TR, XAFE, Hpevkey, dsipcder, S4B B X, FAR, P
AL BE BE 65 Fo B 2% 3 1 EL D AR AR 49 R S5 (e IBS).

ARERALANFH —F &, BEIDLSHELSRATHIT TR
meg it P ey Ak AAEMN. REEMNFTEFR KR, SaE, M
Fdn R, 1RMAFREMMR, bt A R38, B R, FERBARL
JE, A Ve F Frak R 9B (de-PTCA J3), 4ME R F BB, oE RAY]
4= Raynaud K&, KEMAERK, TR, LRTX, @hEw, daop
e, b aor § K, FOLIR, AR A5 8 3E B M A AR IR 8 R (e
IBS).

EH—F @, AEZPRELEFTARIEATIHIRG T I RBZAF
i, QRS TARIHEREHFTARLEARNDEWeIHH, XEER
s AEEM., RETHATFYH KR, ShE HoHelk, BHE
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ra E AR, Al A RE, BRB, FARBAEA, RS RE
F AL IR (E-PTCA J5), $MRl & KB, g & RFlde Raynaud K&,
Kk gkim FR, LAFX BHdw, g, SHHE X,
FrORRR,  2hALHLAR B AT fe B 5E B M B L S AR 49 & SR (Je IBS).

A KB T VA AR S e iER A, Fleolk, o=,
ET. B, M, FE. BHFXFosNedF#k LA, L THAE
KRR, — AL O RS2,

BT ALGWA TEr W L RARN, & FRFRAGGE
70kg), R(DLEHé) o IR E A4 05-800mg/X.. E b, T —H&
B BRAETRAL,  BAReG K RIS £ A A 0.2-400mg i B BT
BB RB AP ERLSY, ERMEREMNEERLEH —K
REOK., AR, OERETLHNMNFT—HELEMNFTE 0.1-400mg 5L
B, ZE&RF, GCABRFTARELFRANFSFE, ZFRALIRR
AW RELGFE, SFHME T RAGFE, hEfREMEL, L&
FIEATHEATHEN, AEEBRFEATITASZTRATHNELR
FAA, XALEKRLZPHIEHE,

sEAEmME, XA TALIRE T, 12218 FHREL 25 1EE
Fodr At LA 5B AERG RGN T RELH., Hlie, o
JR. TR E T A R v R AR BTG A B e i b R LA ST K
FH X, REMEGRE BRI ERIPIKDERBX, LA
Rk F) R & R BA 3L A ER, AR EKREFTUR TR G F T
B AR R R & Bl BEERN G TASEE, ¥ - S Hd =8
witepsol , 2 H i = 8567 RS ke F-{= i for PEG-6 BE 69 R4E4. 2
PEG-8 #o 8% /capric Hi# =85 69 R4-%). L9 VL A8 4h45-F 454,
#)dede i, LA, X TRARA. BWsrEHs, ZAeMEEAR
Bk B R, HIER T VASA L €M A 4o 3 R AR S o 85 S
T E B AME AR S fik i,

Bl b, A KRt —F RS A X (DILEF2h & LT F ey s

=21 -
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)R AR ARG 2 A 6.

A KA — T R &4 H X ()ILAea h us-eh o ik, &
FikeLis R (DG 5 3 F LT HNHER RN H R E6-W
8 ik,

KL Tl 5 LT ey B T 7 LR FReqis 57 hh ik &%
%, A, F—FarALARBEIDIEHE 5 —Fen Skt

P

EIRPIR YRS T AF R MAT AHI M X A, HikeA L
S A AR B B T AR 2 e AR R S B R ) B R LS A R A
AR — &,

ALLA- P2 B 60 L4t it 57 i B (DG ey L e H 2R %
5 A AR BBEAA R L.

AT RAR IR A A ATiE S 5 o A MR AR KA — 56T
5| sk 7T AR & X (DS, ik Tk, A RlaLal gk, THI RO,
R!. R?. R*F Rz X ()P AEL.

A K IR Bt —F AR & X (DS 85 F R (A), &7 & aFEX D)
Fo(IIT) 1L &4 R_Fi:

(i

N\@ (1)
o}
2

EF XRELZEAXRDE.
222 -
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ik R B iE &4 13- 23R A% — BAR(DCO)K 1-3-=F A R E
F&)-3-2 88 = P B(EDC)Fe 1-Z AR = HOBT)A AT, AE 4
&4 A AR H) dm — T A T BEA(DMF) 3, — & F 5(DCM) #4740 8451
4o 8 NEFE 2 K.

A (IDIE & 6 s m i 4] & A LAk 2 B iR A X (1D & &9 P75
A A H] &SP e R A i X (DAS-H. A AR e T
SEIF G-I SN AR IRA 4 B A R AVE AN 69 3 B ST AR S NE A F 4
&AL AL 6 ke aT ek, BRIE S iEde £ F MK Hypersil £
F P E 34T HPLC 3.5 & shafke ik 3,

AL X (V) & AT 2 4 Fo X (V)EEZ 4] 99 Pictet-Spengler 2RAL =T ¥4
#) & X (D4

CH,CH,NH,
RO ] - -
N (V)

|

H

B ST VAR IS 5 6 A e 0 AR (e = BT L)L B IR (%0 F
Ry, BBV = A CB(TFAVFE T M7, HAEAE20CE
AR A R M BE AT, W\ — 18 X(IDLEH . 1Z B RAL T A
TP 4e 25 B 12 (A T HR) P, £ =R T 54E% A Dean-stark &£ E 20K
F5 B R KT AT,

IR RAE X (IDSRH 34, Bl EtOAC:MeOH 48 4 & 7], 1%
Ao 48k, A N-LBLUA T RBAIFS P 7T AR iR, R4
A N-Z8EE-(D)yE Z A(L)-mREBAF R, T BA HeR)F(S)rT

-23.
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AR,

K(AV)Ao(V) L5 2 B 7T 15 5] 08 KB L S0 )5 & L3846 P B
iR 4 AR A AR H) &

MR(VDA LB, i€ % Hif it Witting B &, A6 il 8K fF =T
A & X (DL 64

R
>—@ o
< 2

24, @it Knoevenhagel B K., B #&BLM X (VLS4 =T vAH]
& X (D es-4.

1E RS MA AL F AR A G B R, M) A8 0985, ALK
A 4T 2 4 <T vAH) & X (VL6 4,

ARYE T — P — A8 7 R (B), i€ 200 R E Rdedb 5 K364 P AT
#E, TGRS A B —FF (DL,

AL ANGE B AYIER] PSSR, T VLR AR K AR 6910 - Fe i 7
OGF —AL4 B,

B B S 0y R(D)AL-A-2h ) 2 5 L T4 & B B 3R T AR At
ok &, Blde, TARERB(AAKRE SRR P)LEEE
M aiak, ARBMLIEENAEMERBIENLTTERESB AN
#. AARLeF ik, @it AE LB X (ML iE ik TR
Fr Tz dmams . BB T XBMAERRKTAH RN LT B/F L
A 5,

Flot, HERLAGN S —F @, RANBERHEX(DILSHRE R
RIE T (T KAL) GG T ik, 5 ik 0 T iR 69 7 i (A)3(B)

DEF AR

1) ) A8 (dm KAL) TS AR

LA THEHRFFEATINEE: (£iR). DMSO(=FEE
). NBS(N-ERIEMABLEAE). THF(W ArkH). TFA(Z L),

-24 -
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PTSA(* P 4% 82). AIBN(2,2°-18 =% T Af)#o TBDMSCI(#& T & =
¥ & W ).

P JA] A

1-# 42 3 4.9-v3 £.-1H-B-"Fok

A TFA (15ml, 2 equiv.) &2 & (15g, 94.0mmol)Fe 3 F &85(10.9¢,
1.lequiv.)# DCM(800ml)iEiz. T & T, H = A REGHIH 1 X,
KGR ihFe s RN AE R PR E pH T . LRI FHEETE, WL E
M 2-F BT E 4 SRR G & 440 B ARLE(11.0g, 47%).

MP: 175-177 C.

o &) 4A 2

1-(4-F E & 3 2)-2,3 ,4,9-v9 K-TH-B-=Fok

AL gk 1 4AgR 5 %, A& (15, 94 9mmol). 4-F #AEK
FEE(12.9g, 1.1 equiv.)F= TFA (14.6ml, 21.1 equiv. )#l-&iZ & #, T2 A4
A &4 R 64 B AR -E4(20.9¢g, 80%).

MP: 131 C,

¥ ja) 4 3

1-(4-74 £ 3 #)-2,3 .4, 9-v9 £ -1H-B-"F ok

AY diaik 1 AR 895 %, A &8(2.0g, 12.5mmol). 4-F5EFE T
B5(1.88g, | equiv.)#= TFA (1.9ml, 2 equiv.)#| &% =4, 1FE2 A EM K
& B ARfLa-H(3.1g, 86%).

MP: 190 T,

F Ja] 44 4

1-(4-= B F 84 K 4)-2.3,4,9-m9 £-1H-B-~Fk

AL a1 4RE W F sk, A &AE(Q.0g 12.5mmol). 4-ZHF A,
AR FEE(2.4g, 1 equiv)Fe TFA (1.9ml, 2 equiv.)Fl &% =4, 5344
&4 F &4 B #Riee-#1(1.6g, 38%).

MP: 68-69 C.

F A4k 5

=25 -
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1-(4-8AEH)-2,3,4,9-v9 £-1H-B-"Fuk

A5 a4k | 48E 69 ik, B &8(5.0g, 30mmol). 4-F K E Tz
(4.6g, 1 equiv.)F= TFA (4.6ml, 2 equiv. )&% F 4, 1354 & &8 K60
B A71-6-H1(4.16g, 49%).

MP: 161 C.

¥ a4 6

1-(4-F 2 4 )-2.3.4,9-v9 £-1H-B-=Fhk

A5 bk 1 48 E 695 ik, B &5(1.0g, 6.2mmol). 4-FAE Pz
(0.74g, 1 equiv.)#= TFA (1ml, 2 equiv. )#| &% =40, 134 9 &5 K49
B Ar1b-8-47(1.6g, 100%).

MP: 207-209 C.

¥ AR 7

1-(3,4-1& F —F & K H)-2,3 4,9-v9 & -1H-B-"Fok

ALk 1 48R 69 7 &, B &8(200g, 120mmol), 3 4-EF =
FHEE FAL(20.6g, 1.1 equiv.)Fo TFA (18ml, 2 equiv.)$ &% =%, M
Bip &4 & EHFE 0 G &4 &4 BARLESH(22g, 60%).

MP: 178 C.

5 Ja] 4 8

4-(2,3,4,9-v9 E.-1H-B-"Futk-1-2) K 9 82 F &5

AL FEk 1 48R 5%, AE&EQR8g, 17.4mmol). 4-FELE ¥
W B W EE(2.87g, 1.1 equiv.)Fe TFA (2.7ml, 2 equiv.)#| &% =%, AFH
ARk &Lk b BT A G & 45 b B AR1L-6-4(0.5g, 9%).

MP: 179 C.

& &4 9

1-(1,2- =&AL #7)-5-4-2.3,4,9-29 £.-1H-pB-Fok

5 Pala | AE e 5%k, A &8(1.28g, 8.0mmol). (1,2-=F4tL
27)-5-FEL(1.3g, 1.1 equiv.)F= TFA (1.2ml, 2 equiv.)#) &% &4, 133 B
At E-42(0.36g, 14%).

-26 -
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TH NMR (CDCL,) 8 7.6 (s, 1H), 7.4 (m, 1H), 6.9-7.2 (m, BH), 5.1 (s, 1H), 3.3-3.4

(m, 1H), 2.8-3.1 (m, 1H), 2.7-2.9 (m, 6H), 1.9-2.2 (q, 2H).

+ Al 4k 10

1-(2,3-— A F ek mh-5-2)-2,3,4,9-29 A -1 H-B-~Fok

R g B &1z 5. Fer(32.4g, 0 2mol)#= 2,3-— &% 5
kR -5-F 8(30.0g, 1 equiv.)®) T R(1L)ER A SR T m# 4 DeF, E/k
aml AR FEE P FIE, £ TFAQGIm], 2equiv. )G £ T 4§55 G #iE T DCM
(LY. TEETH = EGRSHIEHF 16 8. KEN IL 404089
BER 2SR R, F DCM ZEBUE, MBBREE TR, ATEREAME
. M DCM: PO 230)F4 T3]0 a e Hed Biziesdh, F&
# 80%.

'H NMR (CDCly) 6 7.6 (s, 1H), 7.5-7.6 (m, 1H), 7-7.3 (m, 5H), 6.7-6.75 (d, 1H),
5.1 (s, 1H), 4.5-4.6 (t, 2H), 3.3-3.45 (m, 1H), 3.05-3.2 (t, 3H), 2.7-3 (m, 2H).

LR

1-(4-5F R A 3K 5)-2.3,4,9-v9 &.-1H-B-7Fok

Y5 Pk 1 AR 672, B E&A(5.0g 31.2mmol). 4-FEELHE
¥ #5(5.08¢g, 1.1 equiv.)# TFA (4.8ml, 2 equiv.)$] &% =41, K F B P
T B ITE A G & 454060 B ARib-54(5.9g, 67%).

MP: 146 C.

P e 4 12

1-(2,3-F Fexvwh-5-5)-2,.3,4,9-v9 £.-1H-B-=Fbk

AL FER | AR 6k, A EKQ227g, 14 Immol).  2,3-3 3%
H-5-FEE (2.1g, 1 equiv., #3% Do, C.P.5 ¢85 EP 481671A1 %1 5 i&4)
& )Fe TFA (2.2ml, 2 equiv.)HF &% S, NI P ELH SR A G
& 4% ak 09 B AR5 (3.0g, 74%).

MP: 134-136 C.

-27 -
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o a4k 13

1-(2,3-=- 8. 5[1,4]dioxin-6-%)-2,3,4,9-w9 £.-1H-B-+F ok

5 ik 1 48F 69 F sk, B & 82(4.92g, 30. 7mmol). 2,3-— &K
3[1,4)dioxin-6-F & (5.05g, 1.0 equiv.)F= TFA (5.0ml, 2 equiv.)#| &%
Far, ANFRBTFELERLEHFR NG EE 6 B ARLEH(T.05g,
75%).

MP: 144 C.

a4k 14

1-(3- AR -4-F B A EH)-2,3,4,9-9 A-1H-B-"Fok

A5 a4k 1 AaE &g 5 ik, B &Bk(4.80g, 30.0mmol).  3-FAX-4-
W& K T EE(4.86g, 1.05 equiv.)Fe TFA (4.6ml, 2 equiv. )] &% =4,
5| A G &4 fhoh B ARLaH(5.2g, 59%).

MP: 68 C,

¥ a 4R 15

1-(3,4-— £ AX3K55)-2,3,4,9-w9 &-1H-B-=Fk

ALk 1 A8 R 89 F %k, A &R(5.4g, 33.5mmol). 3,4-=F K
EFEL(5.0g, 1.05 equiv.)Fe TFA (5.2ml, 2 equiv. ) &% =41, FE|H A
&, 4k &4 89 B ARL-6-4 (7 8g, 82%).

MP: 151 C.

¥ Ja] K 16

1-(3,4- & ¥ — B F K )-6-AK-2,3,4,9-29 A -1H-B-"Fok

AL a4l AR F &, A S5-BERER(.59g 8.9mmol). 3.4-
T F F A FE(1.47g, 1.1 equiv.)F= TFA (1.4ml, 2 equiv.)#) &% =
1, 1FEH &G E 4588 B ARLE4(2.34g, 85%).

MP: 172 C,

CisH sFN,O, #H H{8: C,69.67, H,4.87; N, 6.12.

Zafa: C,69.47;H,4.85; N, 6.23%

F a4 17

-28 -



1-2-FAXEH)-2,3,4,9-v9 £-1H-B-"Fok
A5 Faa 1 FE 65 %, A ERE(.0g, 6. 2mmol). 2-FAK FEk

(0.7ml, 1.0 equiv.)F= TFA (1.0ml, 2 equiv.)&| &% /=%, 53] B #4645
(1.2g, 69%).

"H NMR (CDCl,) 8 7.6 (s, 1H), 7.45 (d, 1H), 7.40 (d, 1H), 6.9-7.2 (m, 6H), 5.6 (s,
1H), 3.2-3.0 (m, 2H), 2.9-2.7 (m, 2H), 2.4 (s, 1H).

¥k 18

(8)-1-(3,4- & F — F & ¥ 3)-2,3,4,9-v9 £-1H-B-~Fuk

A N-Z @E%—(L) ¥ R85 (Sigma) 2 F BE 7 35 548 R 69 SN AE B AR
F)(S)-1-(3,4- 2 F = & A 3 £)-2,3.4 9-v9 K-1H-B-"Fk, %%wm&%qv
T4, AR EMARERLETELMFLEDCM P85 &
AT R A k&4 By 0 3T AR 4h 9 (S)-1-(3,4- B F —F A 3)-2.3.49-v9
£.-1H-B-7Fok, =& 55%.
MP: 173 °C.

447 CraH1sN20,. 0.35H,0:
it H {4 : C,72.39; H,5.64; N,9.38.

Fi4A: C 72.35; H,5.44; N,S.1%.

[c)p'¥%=-35 (¢ = 0.53, MeOH).

¥ a4k 19
(R)-1-(3,4- & ¥ = H ¥ 4)-2,3,4.9-9 £ -1H-B-"Fok
AR A4 18 4Bl 49 F ik, Al N- L8k -(D)- & £.84(Sigma) & F
b IR A S B R)-1G.0- L= RAFH)-2.3,4.9-7
-IH-B-"Fok, 2 EMNTEFEL L. Alof o8R8 ARERLALE
ﬁ% 1 R4 DCM F 64 &5 R 1T 5] 4 O &4 i 69 3T sk 2649(S)-1-
(3,4-T W — f K H)-2,3.4,9-v9 £-1H-B-"Fobk, ~HEH 59%.

-0 .
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MP: 92-94 °C.
2 # CisH16N202:
i H 45 - C,73.95; H,5.52; N,9.58.
FiM{E - C,73.72; H,5.52; N,9.52%.
[alp®''= 34 (c = 0.50, MeOH).

P [A] 45 20

(R)-1-(2,3-= £ =k rh-5-4)-2,3,4,9-v9 - 1H-B-"F ok

AP 4R 18 ABE) 69 ik, A N-ZBuE-(D)-7% &84 (Sigma) £ F
BE: 7,8 A% P 45 -0 B2 64 S1 K A% B AF B(R)-1-(2,3-= A F JForvh-5-
#£)-2.3,4,9-v9 £-1H-p-"Fobk, 42 FNFE T ELH. Asafoe) L 24
Ak A2 F 4 ML DCM ¢4 B3R 1334 & &.45 e 3 eidi
269 (R)-1-(2,3- = 5. F ok vdy-5-75)-2,3,4,9-v9 £-1H-p->Fok, S FH
55%.

MP: ©8-93 °C.
4545 CyoHisN20. 0.15H,0:
i+ HAL : C,77.87; H,6.29; N,9.56.
FiM4E : C,77.83; H,6.33; N,9.44%
[a]p®’ = 42 (c = 0.50, MeOH).

¥ E] R 21

(S)-1-(4-(2,3-= £ 3 FF (b)vk#)-2,3,4,9-w9 £.-1H-B-"Fok

AR a4k 18 48R 49 &, A N- sk -(L)- 7% & B (Sigma) £ F
B2: 7, B8 TS W 45 448 A 64 51K A8 K A7 2)(S)-1-(2,3-= & Jf ok vd)-
23499 B-1H-p-"Fobk, AN FTEFPELH. AafdsBREaMK
R AR EF LW IRAE DCM T &) 252384 % &4 L dg ek
#(8)-1-(2,3- = A% 57k vi8-5-2)-2 3 4,9-9 £-1H-B-"Fak, FFA
45%,

MP; 175 C.

ﬁj\#ﬁ' C19H15N20, 1OH20

i HAL: C.74.0; H.6.54; N,9.08.

M4 - C,74.01; H,5.88; N,8.92%.
-30 -
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[2]p'®’= -48 (c = 0.50, MeOH).

W [E] AR 22

(E)-3-(4-Mr 35 F )R M 81

F 100 C, H§(E)-3-(4- 84 A) R HFE(1.0g, 5.0mmol)Fe 7 FEL 47
(2.0g, 5 equiv.)#) 7o T BZ (S0ml)i%-&-4h 6 B A B # 12 B, A3
&, LEH AR G & BN, ik, AKFeFERSREERG T
A7 T I35 4 G & B4Re B 47104 (0.82g, 80%).

MP>350 C.

o J8] 4 23

(E)-3-(4-LBR A W AR £ 38 M H BR

F 60 C, 4 N-(4-FBe A3 )-N-F 5 ZBuA(1.0g, 5.64mmol) &
—82(1.06g, 1.8 equiv.)F=7k"Z(0.1g, 1B E)eYurZ (3. 5ml) B 5 & e
#12 ab. A ARSI £ HCL(IN) P F2E. SEFRN g
&, B ) B Ariba-H(1.2g, 98%).
MP: 213-215 °C.

44 CiH1aNO; 0.2H,0:

+H 45 C,64.68; H,6.06;, N6.29;
“umi{f: C,64.43; H,6.18; N,6.36%.

FEEEFI(1.2ml, 1.5 equiv.)#= NaH (0.73g, 1.5 equiv. , 60%5 # ih
VAT, MAE THF F &9 N-(4-F Bt A K L) 2Btk (2.0g, 12.2mmol)
i3 2] A ok 4 69 N-(4-F BEA R I5)-N-F 5 ZBbA(1.0g, 46%).

"1 NMR (CDCly, 250 MHz) & 2.0 (s, 3H), 3.4 (s, 3H), 7.4 (d, 2H), 8.0 (d, 2H).

7 IE] PR 24

(E)-3-[4-(2-F B LA £ T BRI ) A Atk B

A5 F a4k 23 Bl E4aR M F ik, ERA 4-FTHRAN-Q-FELL
=31 -
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H)E WELEAE BAHT R A & E8 K6 B AR S, T F 57%.

MP: 205 C.

A AL4(3.0g, 22 equiv)F £ T, £ DCM F34% 4-72 K FA&-N-
(2-W 8.5 2. 3% FELE(330mg, 1.6mmol) A ALiFE) 4-F B -N-(2-F
FA 23 FBUE(158mg, 48%).

'H NMR (CDCl3, 250 MHz) § 9.9 (s, 1H), 7.8 (s, 4H), 6.8 (s, 1H), 3.4-3.6 (m, 4H),
3.2 (s, 3H).

A Et;N (0.95ml, 1.0 equiv.). EDCI (1.2g, 1.0 equiv.)f= HOBT
(0.88g, 1.0 equiv. )AL T, & 4-(FF AKX FE2(1.0g, 6.5mmol) L5 2-F &,
H Z B2 (0.6ml, 6.5Smmol Mg 6132 A ik ed 4-F A FEN-Q2-FEE
T3 P BuA(330mg, 14%).

W a4k 25

(BE)-[4-Q-=F A &AL TRE A A8

AT FEk23HEMANFTE BEM4-Q-ZFEAETEL)
F PR RAHTR h G &b X e B ARG, & 100%.

MP: 243 C,

AZ DMF F, T80 C, =¥ ARLLIEF(144g, 8 equiv)Fosi B
47(24.9g, 1.1 equiv. & 4-F 4 3E F85(20g, 164mmol 2548 16 )~ 8t £33
4-(2-—F AR A L RH)E FEL(20.6g, 65%).

'H NMR (CDCls, 250 MHz) & 9.85 (s, 1H), 7.9-7.8 (d, 2H), 7-6.9 {d, 2H), 4.2 (t,
2H), 2.7 (t, 2H), 2.3 (s, BH).

7 IE] 4k 26
(E)-3-[4-(2-"Hoph-4- K- Z R B E PR Z AR ER
A5 Pk 23 #EER 6 F %k, 122 A 4-FBE-N-(2-Suk-4-
F- TR P BB AE BT 2] 4 AHIAE B 8 B AR S-40,
AL 4-F2 4 FI-N-(2-"Fobk-4-25- T2 3K 7 86 52(0.24g, 0.9mmol)
Fo Z FAL4E(1.73g, 20mmol i3 5| 4- F B -N-(2-Fok-4- 5 - T )X F ik
-32 -



R2(0.14g, 55%).

'H NMR (CDCl;, 250 MHz) 8 10 (s, 1H), 7.9 (s, 4H), 6.8 (s, 1H), 3.5 (t, 5H), 2.6
(t, 2H), 2.3 (m, 5H).
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£ Et;N (0.95ml, 1.0 equiv.). EDCI(1.2g, 1.0 equiv.)f= HOBT
(0.88g, 1.0 equiv.) AL TF, 1% 4-(F T #&)K ¥ 8(1.0g, 6. 5mmol)5 2-"Lak
ZA(0.85ml, 1.0 equiv. UB-&-FF 3] 4 L &k M 69 4-72 K F 2 -N-(2-%8
wh-4-35- K K F BLA(240mg, 14%).

W ja] 4k 27

(E)-3-(4-3F TARA FELIEAE) AN

AL PRk 23 H&AaE Tk, 22 A N-SRh4-FELhx
BEARAE RATL R A G &40 Ke) B AR, & & 54%,

MP; 214 C,

A Z R AC4E(0.2g, 22 equiv.) BAL N-3R & 2 -4-(F 4 F£) X Fabk:
(1.0g, 4.29mmol) 2|4 & &4 K N-ZR T 2 -4-F 8L X P B (0.6,

60%).
MP: 163 °C.

'"H NMR (CDCl;, 250 MHz) & 10 (s, 1H), 7.95 (s, 4H), 6.6 (s, 1H), 4.1 (m, 1.H),
3.9-3.7 (m, 3H}, 3.4-3.3 (m, 1H), 2.1-1.9 (m, 2H); 1.8-1.7 (m, 2H).

A& Et;N (0.95m), 1.0 equiv.). EDCI(1.2g, 1.0 equiv.)# HOBT
(0.88g, 1.0 equiv. VA £ T, £ 4-(F W)X F 85 5 20 T A(0.75ml, 1mmol)
18613340 & & 4 & 0 N-ZR T E-4-(F A F L)X FBLE(1.0g, 66%).
MP: 185 °C.
"H NMR (CDCls, 250 MHz) § 7.8-7.7 (d, 2H), 7.5-7.4 (d, 2H), 8.8 (s, 1H), 4.8 (s,
2H), 4.2 (m, 1H), 4.0-3.75 (m, 2H), 3.4-3.3 (m, 1H), 2.7 (m, 1H), 2-1.9 (m, 2H),
1.6 (m, 1H), 1.1 (m, 1H).

) 4k 28

(E)-3-{4-[(z9 fohri-2- 2 T 2) RA FRLADE L) Mifak

A5 ¥R 23 #1E8FF 40 5k, 422 A 4-F B -N-(v9 Sk -
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2- A W EVE PELEAERARE A & &8 K69 BARLEY, FF 49%.

MP: 215 C,

A —FAL45(0.36g, 22 equiv.) B AL 4-F A T EN-(w & rkd-2-K F
) P BLAR(0.72g, 3.0 mmol)AF 2 24 iy KM 69 4-F BLA-N-(29 Sk va-
2.5 P ) E W ELAR(0.36g, 50%) (Rf = 0.3, DCM : MeOH).

#£ Et;N (0.95ml, 1.0 equiv.). EDCI(1.2g, 1.0 equiv.)f= HOBT
(0.88g, 1.0 equiv.) AL T, 1 4-(FF HK)F FB(1.0g, 6. 5mmol)5 v H ok
wh-2-2 F B(0.67ml, 1.0 equiv. MBE1F 2| 4 £ & itk dhoh 4-72 5 F 3 -
N-(v9 &7k vh-2- 2 W ) K P BLE(0.72g, 46%) (Rf = 0.6, DCM:MeOH
(9:1)).

¥ )4k 29

(E)-1-[4-(2-# 4 TH 2K F LR R -4- 22 BR LBk

A5 a4k 23 #&ABR 9 i, 2 A 1-@-FEAR PaLR
" -4-B B LESAE RARE A G &5 K ey B ARiLe, TR 46%.

MP: 165 C.

FAL 1-(4-F A T A X FEA RO -4-F 88 LES(2.0g, 6.8 mmol)F=
ZEAAE(13.1g, 22 equiv AT B A iR 69 1-(4- F B AR P RL )R-
4-3# B ZB3(960mg, 49%) (Rf = 0.6, DCM : MeOH (95:5)).

"H NMR (CDCl;, 250 MHz) & 10.0 (s, 1H), 7.9 (d, 2H), 7.5 (d, 2H), 4.5 (d, 1H),

4.1(q, 2H), 3.6 (d, 1H), 3.1 (br s, 2H), 2.5 (m, 1H), 2.1-1.6 {m, 4H), 1.2 (t, 3H).

# Et:N (0.95ml, 1.0 equiv.), EDCI (1.2¢g, 1.0 equiv.)F» HOBT
(0.88g, 1.0 equiv.)#FE T, 1% 4-(# F )R ¥ B2(1.0g, 6.5mmol) 5 4-7k7
-4-% 8% B8 (1ml, 6.5 mmolyB 6132 A K &,k 89 1-@-B A FER
W B AR )R -4- 55 B T BR(1.9g, 100%).

"H NMR (CDCls, 250 MHz) § 7.2 (s, 4H), 4.5 (s, 2H), 4.3 (br s, 1H), 4.1 (q, 2H),
3.6 (brs, 1H),3(t, 2H), 2.5 (m, 1H), 2.1-1.6 (m, 4H), 1.2 (t, 3H).
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F 18] # 30

(E)-3-(4- TR B A § AR Rk

A5k 23 4848 E 05k, 22 RA@-Feci R L8 e
AE B AHF B 4 R eG B ARt e, & 52%.

'H NMR (CDCls, 250 MHz) & 7.8-7.6 (m, 3H), 7.4-7.3 (d, 2H}, 6.9-6.8 {d, 1H),

4.1-3.9 (g, 2H), 3.55 (s, 2H), 1.2 (t, 3H).

4% Biagi, G,; Livi, O.; Verugi, E. Farmaco-Ed. Sc. (1988, 43, 597-
61 1) ATk k4] & 4-(4- VB A R &) LER T8,

¥ AR 31

(E)-1-[4-(2-# 2 T )R A 9Roe-4-H B T B8

AL ek 23 #) &A8E 4 F ik, 122 A 1-(4- F B R A )keg -4-
BB LR RAT R R A Z e Ko B ARkSd, & 86%.
MP: 212 °C.

A CyrHyNOs. 0.15H,0:

i+ HAf: C,66.71; H,7.01; N,4.58;
?'«'ﬁ'l{ﬁ: C,66.77;, H,7.01; N,4.79%.

#E4& Duckworth, D.M. Hindley, R.; Richard, M (EP 68669A1)#7i%
7 & 1-(4-F Be A R A )TRoe -4- 5 B8 L Eg.

W E] 4R 32

(B)-4-(2-# 2 T8 25)-3-FAKF W ER 7 B

A5 PREK 23 HE4E 7 %k, 22 R 3-FR4-FERARX T
B VE R AT B 4 & 4 K60 B AR Sdh, & # 58%.

MP: 221 C,

FEET, {£EtN(100ml, 7 equiv) &£ T, 1 48R FH3-F
R F B F B5(6.0g, 26mmol) 25 2 F A% A8 48.(15.0g, 2.0 equiv.)4£ 100ml
DMSO ¥ & R 1 i) & 3-FAR-4- P B K T 82 TE5(4.0g, 81%). A
100ml R B4 = A 659R-E4, B 2x100ml 288 TEFER, A 50ml K
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ok, RAERAAT IR, beik BAT, MIREE TER LES(95:5)F A it
FAF B Sy ok AR 69 B ARALe-9(2.3g, 42%).

"H NMR (CDCls, 250 MHz) 5.10.5 (s, 1H), 8.1 (s, 1H), 7.8-7.7 (d, 1H), 7.4-7.3 (d.
1H), 3.8 (s, 3H).

EAR T AW EALE T AIBN LT, H4-FHLI-FAREF
ER W E5(5.7g, 31mmol)fe NBS (6.4g, 1.2 equiv.) &R 12 B, RFHE
& il R A6 438X P IR-3- FAREK T B8R VW 85(6.0g, 87%).
'H NMR (CDCl;, 250 MHz) & 8.0 (s, 1H), 7.9-7.8 (d, 1H), 7.45-7.35 (d, 1H), 4.5
(s, 1H), 3.8 (s, 3H).

JE PTSA BT, A FELPI 4- 9 £ -3-F A E FE(9.9g, 58mmol)
EAR, FRABEHKRMY 4-FPRAI-AREFTEFTEG. g,
53%).

‘H NMR (CDCls, 250 MHz) & 8.0 (d, 1H), 7.85 (dd, 1H), 7.3 (d, 1H), 4.0 (s, 3H),
2.5 (s, 3H).

¥ a4 33

(E)-5-(2-# K T 2)-2- FAR R W BR P &5

AL J Rk 32 #l &R #9 5 &, 122 A 2-FA-5-F R A K P ER
VESAE RN, FTE YR e e) BARLE A, A T6%.

MP: 194 C,

FEIRT, £ EGN(1.2ml, 7 equiv.)FAETF, £ 584K FH-2-84%
R ER W ER(3.1g, 11.7mmol) 5 2 F AR BR4R(6.4g, 1.75 equiv.)E
DMSO ¥ B E 1 it, 53|08 Bk éy 2-8AR-5-F BL A X ¥ 82 ¥ 57
(0.6g, 25%).
'H NMR (CDCl, 250 MHz) & 10 (s, 1H), 8.4 (d, 1H), 7.9 (dd, 1H), 7.7-7.6 @
1H), 4.0 (s, 3H).
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B FO LA FALE PG AIBN AET, HF5-FH2-ERRTF
B4 ¥ B5(4.78g, 25.9mmol)F= NBS (5.56, 1.2 equiv.) @i 12 J BF, 3Ki3H
BAR Mt 5- AT A-2-RARE T EL T E(3.1g, 11.7mmol), & F 4
45%.
"H NMR (CDCls, 250 MHz) 8 7.9 (s, 1H), 7.4 (br s, 2H) 4.5 (s, 2H), 3.9 (s, 3H).

AR ES PTSA AET, AT E 7F 3-FR4-FARK T B(S.0g,
29mmol) B At R, FEFAARE KM e 5-F H2- A K W ER F B
(4.78g, 90%).

'H NMR (CDCls, 250 MHz) § 7.6 (s, 1H), 7.25-7.2 (d, 1H) , 7.15-7.1 (d, 1H), 3.8
(s, 3H), 2.2 (s, 3H).

W 8] 4R 34

(B)-(3-# & -4- s A )R M ag

AL FialR 23 HEAaF e ik, 22 H 3-2A4- A X Pk
BFr, 1FE|H G &R B iriisd, & 88%.

MP; 237 C.

W ] 4 35

(E)-(3,5-=FHh-4- 2 AR KRB

LB ialik 23 #l&ARR 6 ik, B2 35-—~FA4- 24K Pt
VERA, FEAa et Koy BRI, &~ & 94%,

MP: 190 C.

¥ 8] 4K 36

(E)-(3-#4 Ak -4-# 4 -5-F B AR R ek

AL Pk 23 # &R ek, 22 3-Ak4-BL5-FARL
FWEAEEA, 1F35 G EH AW B RS, FEI%.

MP: 248 C.
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¥ 8] 4 37

(E)-3-(3-F8 #-2-7f "2 -1- A - ) R M ik

Rk & a4 23 HEA R 6 5 ok, AZR R 2-RAR-3- A0 EOK F B4R
JaAt, 13F| A FHFEH RN B ARLSH, & 100%.

'"H NMR (CDCl3, 250 MHz) 5 10.3 (br s, 1H), 8.1 (d,1H), 7.65 (dd, 1H), 7.55 (dd,
1H), 7.05 (t, 41H), 8.3 (d, 1H), 2.9 (m, 2H), 1.6 (m, 6H).

FTEET, A£EtN@mL, 7equiv)FET, £ 18R FE2-FAX-
3-# 2K (1.0g, 3.9 mmol)4 23 F F a8t 88 44(1.94g, 1.75 equiv.)f£ DMSO
bR 1 NE, £38] 2-FAK-3-F K FER(150mg, 20%).

'"H NMR (CDCl3, 250 MHz) 5.10.5 (s, 1H), 8.1 (dd, 1H), 8.0 (dd, 1H), 7.5 (t. 1H).

AR B89 w9 AL F 69 AIBN 4458 T, 3 2-8AN-3-s0A TR
(10g, 58 mmol)F» NBS (10.3 g, 1 equiv.)#9 &4 EA 2 I BF, RAFAHF
E IR 1-18 4% T AE2-FAX-3-#8 K 5 (13 3. 68%).

'H NMR (CDCl,, 250 MHz) 8 7.75 (dd, 1H), 7.85 (dd, 1H), 7.45 (m, 1H), 4.6 (s,
2H).

o7 ] 44 38
(E)-3-(4- 7 A-3 4- — 8.-2H-3F[1 4% %-6- )R Bk
A d )k 23 B & AR R 6 ik, 2R A 4-FA-34-Z 8- 2H-F 5
[1,4]°%%-6- F B2(#%4% Kotha, S.; Bindra, V_; Kuki, A. 3~ 1994, 38, 5-
8 At i Bt AR R o R 4G BARLEM, & 61%.
MP: 180 °C.
1 Cy2HiaNOs:

i+ F A4 : C,865.74; H,5.98; N,6.39;
M4 C,65.85; H,6.04, N,6.33%.
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F A4 39

(E)-3-(2-724-5-F A F 35 R 4% 8%

F P IEAR 23 Rl EAAR 69 5k, 2R A 2-BEA-S-mAE PaAMER
A, AR AR EH R B ARILEH, TR 1%,

MP: 265-267 C.

T 184 40

(E)-3-[3-( = AP RBLE ) F A ) A% B

R AR 23 &4 R 6955 ik, 122 B = A T A ER 3- T s K A
(#+#% Kingsbury, W.D_; Pendrak, 1.; Leber, J.D.; Boehm, J.C,; Mallet, B.;
Sarau, H.M; Foley, J.J.; Schmidt, D.B.; Daines, R.A. J. Med. Chem. 1993,
36, 3308-3320 ATk 7 k&) RAT, R AH L E L5 dh e B ARibd
M, FEFE 36%.

MP: 107 C.

] R 41

(E)-3-[4-(= A P axBL 8 )X A | m ki Ek

PR 23 B & AR R Y F ok, 122 A = BT L 4- T BE A R ES
(#%#& Creary, X.; Benage, B ; Hilton, K. .J. Org. Chem. 1983, 48 (17),
2887-2891 ATk 7 k4 &)VE B AT, 134 & &4 56 BARiesdn, &
# 61%.

MP: 194 C,

K 42

(E)-3-[4-2-tbrétn-1- A TR B F X H e

FP A 23 #l BAB R 67 5 ik, 122 A 4-Q-krd tm-1-A LA
F W B (1R 4 Sakaguchi, J; Nishino, H.; Ogawa, N_; Iwanaga, Y.; Yasuda,
S.; Kato, H.; Ito, Y. Chem. Pharm. Bull. 1992, 40, 202-211 Atif 7 4]
E)VE R, 24 K EBIRG B ARSH, FE60%.

MP: 183 C,

a4 43
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(E)-3-(4-"hogbi-1- 2 3 ) A b 82

J ka4 23 B A E 6 F ik, AZE R 4-nbes k- 1- AR R R A
(424 Duckworth, D.M. Hindley, R.; Richard, M. EP 68669A1 FTi& 7 &
EWWERBAL, FE A& E B BARLEH, T E 65%,

MP: 265 C,

¥ 18] 4k 44

(E)-3-(4-2kmk-1- 2 3 3K R i B

J b a) 4k 23 H SAEE 6 ok, A28 R (4-skk - 1- A F )R T aE (R
¥% Sircar, I.; Duell, B.; Bristol, J. A.; Weishaar, R. E.; Evans, D. B.. J. Med.
Chem. 1987, 30, 1023-1029 Frik ik % &)E B+, FE AHra e s
& B AR ALE, & 55%.

MP: 326-327 C.

W 8] 4 45

(E)-(S)-3-[4-(1-F ke b -2- A TR F AR B8R

JA b a Ak 23 4 -&-A8 R 69k, 252 (S)-4-(1-F Avbeidr-2- A F
FH)E PERAF R, FRAREH L BARLEY, & F 66%.

MP: 251 C.

[a]D*! =-9 (¢ = 0.35, %)

A FS7(3.82g, 2.8 equiv) AL T, T80 C, ¥ 4-ZEFFEE
(1.22g, 10mmol)15 (S)-2- FAX F 25-1-F Hhvbod b #h B 25 (2.55¢, 1.5
equiv.)/E DMF F =37 12 &, 135 A& bR 49 (S)-4-(1-F Fokeé
bi-2- 25 ) K T EE(0.96g, 44%).

"H NMR (CDCls, 250 MHz) 8 9.9 (s, 1H), 7.85 (d, 2H), 7.0 (d, 2H), 4.1 (dd, 1H),
4.0 (dd,1H), 3.1 (d tr, 1H), 2.7 (m, 1H), 2.5 (s, 3H), 2.3 (m, 1H), 2 (m, 1H), 1.8

(m, 3H).

A3 D’Ambra, T.E.; Bacon, E.R.; Edward, R.; Bell, MR,
Carabateas, R M.; Eissenstat, M.A.; Kumar, V.; Mallamo. J.P.; Ward, S.J.
- 40 -
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# EP 444451 A2 Fr i F 8] &-(S)-2- 8RR PR 1-F Aok br e 3k,
¥ Ja] 4% 46
(E)-3-[4-2-—F A AA-1- PR ZEAEX R H 8
AL Piak 23 $1 &0 R 6 F i, 122 4-Q-—FEAEL-1-FRE
LR KT, F3)0a e 8 Rsd, &% 86%.

MP:. 235 °C.
441 CiaHisNO3 HCH:
++H 4 4 C, 5884, H7.05 N4.9,
sEiml{f C,58.49; H,7.08, N,5.05%.

F& 4-72 5 K FER(T7g, 57mmol). BKEL4F(8.7g, 1.1 equiv.)Fe 2-FA &
g B 30(13.6g, 1.5equiv.){£ DMF ¥ =i 12 B, 133 4545
iRy 4-Q- = FREEA-1-FEAZEI)F T2 1g, 18%).

'H NMR (CDCls, 250 MHz) § 9.7 (s, 1H), 7.65 (d, 2H), 6.85 (d, 2H), 4.5 (m, 1H),
2.5 (m, 1H), 2.3 (m, 1H), 2.1 (m, 8H), 1.2 (d, 3H).

¥ A4k 47

(E)-3-[4-(4-F Jhokoh-1-25) R R A M Bk

F )4 23 #1440 B 69 7 ik, 122 A 4-(4-F Feopk-1- )% Pas
(#4% Sakai, K.; Suzuki, M.; Nunami, K ; Yoneda, N.; Onoda, Y. Iwasawa,
Y. Chem. Pharm. Bull. 1980, 28, 2384-2393 Fif 7 sk ¥ &) B4, %
|G &4 Ko B AR, FE 65%.

MP: 223-226 C,

¥ Ja] 4 48

(E)-3-[4-2-—FAKA R B FE ARk

A a4k 23 AR & F ik, 228 4-Q-~FTEAERESE
¥ A (4% Mizzoni, R H.69 £ B 4 5] 3483209 Pk 7 k4 &) B4 %
B K B4R B RIS, £ E 100%.
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MP: 231 C.

¥ 8] 4 49

(E)-3-[4-(2-"Z9k-4- 25 T AR F IR R Mr B2

A P AR 23 # S ABE 8O ik, 122 4-Q-"Gek-4- A CAA)X T
BE(#R3E Naruto, S.; Mizuta, H.; Sawayama, T.; Yoshida, T.; Uno, H.;
Kawashima, K.; Sohji, Y.; Kadokawa, T ; Nishimura, H. J. Med. Chem.
1982, 25, 1240-1245 PRk F =5 &) 1ERAE F2|h g & Ke) B ARk
S, & 96%.

MP: 228 C.

# Ja] 4 50

(B)-3-{4-2«(ZAF A AL TRA|F L) AR

F g4k 23 & AR M F ik, 1R R A-R-(CATE R L) TRE]

POV REAEOH, fFR| AR ES KM B ARILESH, T & 73%.
MP: 206 °C.
4% CraHisNOs HCI:
¥4 : C,58.84; H,7.05; N,4.9;
Zmi{i C,59.08; H,7.07: N,5.02%.

o 4-F2 3 K P EL(Sg, 4lmmol). B EZHP(6.2¢g, 1.1 equiv.)Fe(2-FAR T
F) A TR (9.7, 1.5equiv.)fE DMF P &7 12 D 8F, fF5]A44F
&R 6 4-[2-( AP R AK) TEIEE FAL(5.0g, 59%).

"H NMR (CDCls, 250 MHz) § 9.7 (s, 1H), 7.7 (d, 2H), 6.9 (d, 2H), 4.1 (t, 2H),
(t, 2H), 2. (s, 6H).

Fr )4 51

(E)-3-[4-GB-=—F AR mii L) K AR

H(E)-3-[4-(3-= TR AL AR F R M8 T i b S A4
(0.16g, 2 equiv.)/& 10ml F B2 P =i 4 S B4 &% S . BB RRERN,
A Sml 3B (IN)A I AT 5] 4 F kA & Bl k69 B 42489 (0.4g, 85%).

4D .
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'"H NMR (CDCly, 250 MHz) 8 7.6 (d, 2H), 7.4 (d, 1H), 7.2 (d, 2H), 6.6 {(d, 1H), 6.4
(d, 1H), 5.8 (m, 1H), 3.7 (d, 2H), 2.6 (s, BH).

WL T A F R H & (E)-3-[4-G-=FAE A AR XA | RFER T
B F - 78 C, A KHMDS (27ml, 1.01 equiv., 0.5M F ¥ E P42 1
30ml DMF F 698 1(2- = PR 84 2 8) = 3 L 85445(7 2g, 17.4mmol)
ABF. T - 40 C, FAe 3-(4-F BRI ) R M BR T ER(2.54¢, 13.3mmol)
(#&3% Syper, L.; Miochowski, J. Synthesis, 1984, 9, 747-752 B 7 & #]
&), TEERT, FELeRGMEH 12 18, ARES, RALBZL
BE A, FELBRAE TR, STEATRAFIAGY, KHEBHRiE BN
&, B DCM:MeOH (90:10)E 4 Se AL, 35| A4 & &k 69 B 474k
&4 (1.1g, 34%).

'H NMR (CDCl;, 250 MHz) 8 7.6 (d, 1H). 7.4 (d, 2H), 7.2 (d, 2H), 6.5 (d, 1H), 6.4
(d, 1H), 5.8 (m, 1H), 3.2 (dd, 2H), 2.1 (s, BH).

¥ a4k 52

(BE)-3-[4-Q-(FR T A= P A Fa 8 4)3-— FEARERHEL)EA]

FHE)-3-[4-Q-(RT AT EFale B H)-3-— PR R AR A) A
77 M B W B5(0.8g, 2.03mmol)Fr £ AALAA(IN) (4ml, 2equiv.)# 10ml F &%
FER 4 RS R, AR ASKEA, A Sml HCI(IN)A 213 2] 4
k& Bl B AR1L-S-4(0.4g, 60%).

MP: 207 C.

k(0 84¢g, 2.4 equiv.) B AT, 42(E)-3-[4-G-(=FEREHL-2-7#
A A B AR E]AHEE P EE(1.35g, 5.13mmol)E TBDMSCI (0.93g,
6.2mmol)/£ 50ml DMF ¥ F_& 4 (> 8F, 1§34 & & &k 4 69(E)-3-[4-
Q-(RTEZFEFRERELI-ZFERERHEL)XL)AHE Fis
(0.8g,40%). AZFHELE, #HEGHET DCM F, BAAR*E%E AR
ST, AERA, 24ik BEAshil, B DCM:MeOH 4£ 4 2o BL7).
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'H NMR (CDCls, 250 MHz) & 7.5 (d, 1H), 7.3 (d, 2H), 6.8 (d, 2H), 6.2 (d, 1H), 4.0
(m, 2H), 3.8 (m, 1H), 3.7 (s, 3H), 2.4-2.2 (m, 2H), 2.1 (s, 6H), 0.7 (s, 9H), 0.0 (4,

6H).

T 100 C, 4% 4-(-=FHEALE2-ZAF/EL)F FTa2.0g,
8.96mmol)fE 80ml FHR T L5 = KA T X P& LEEE(3.6g, 1.2equiv.)
Fog 1 R, 133] 4 KM e (E)-3-[4-G-(= F AR B A-2-AE R AL FL]
A MR W E5(1.5g, 60%mmol). AZH4%E, R BHiET DCM F,
Rk, MBS TR ATAKR, 2ik EH 44, A DCM:MeOH
(95:5)4E A BL AL

"H NMR (CDCly, 250 MHz) § 7.6 (d, 1H), 7.5 (d, 2H), 7.3 (d, 2H), 6.3 (d, 1H), 4.2
(m, TH), 4.1 (m, 1H), 3.8 (m, 3H), 3.3 (s, 1H), 2.8 (dd, 1H), 2.6 (dd, 1H), 2.4 (s,
6H).

£ 4-FR 8 F I P B K P B (6g, 33.6mmol, 1£4% Baldwin, J.J ;
Hirchmann, R.; Lumma, W.C_; Ronticello, G.S.; Sweet, C.S_; Scriabine,A.
J. Med Chem. 197720, 1024-1029 Frif 7 3= %) &)/ 100ml FE T 5 =
FAA(34ml, 2 equiv)BE, 53] % &k ey 4-3-(—F AR I-2-
AR AR K FE(8.2g, 61%). /A6 RS T o T 2 X,
AEREAT ﬁ'lﬁ% G4, ARFET DCM ¥, A EKivk, EETR

'H NMR (CDCl,, 250 MHz) 6 5.7 (s, 1H), 7.6 (d, 2H), 7.0 (<, 2H), 4. (m, 3H), 3.6
(s, 1H), 2.5 (dd, 1H), 2.3 (dd, 1H), 2.25 (s, BH).

A 4R 53

(B)-3-[4-Q-(= TR EA LR B AR A Ak

A b RIR 23 #l4ARE 8 ok, AR 422 F AR L) A
25 54245 Klaus, M.; Mohr, P.; Weiss, E. EP 331983 A2 Frif 5 ik &)
YERAY, 24w e B AR EH, & F 100%.
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'H NMR (CDCls, 250 MHz) § 7.5 (d, 1H), 7.2 (d, 2H), 6.5 (d, 2H), 6.1 (d. 1H), 4.6
(s, 1H), 3.0 (m, 2H), 2.5 (t, 2H), 2.2 (s, 6H).

¥ 184k 54

(E)-3-{4-[2-(1,3- =8 AX-1,3- A JF 7 -2- ) L ALK B M
BR

B PR 23 HlEAaRE 60 F ik, 122 A 4-[2-(1 3- 2 8AR-1,3- =&
Fv3l k-2-25) T A A F W B (#- ¥ Hindley, R.M.; Haigh, D.; Cottam, G.P.
WO 9207839 Al AT 77 ik # &)1E e A}, 133 A dik4ped B 4riLé4,
7= B 99%,

'H NMR (CDCls, 250 MHz) 8§ 12.3 (s, 1H), 7.9 (m, 4H), 7.6 (d. 2H), 7.5 (d, 1H),
7.0(d, 2H), 6.4 (d, 1H), 4.4 (t, 2H), 4.0 (t, 2H).

& 8] fk 55

(E)-3-[4-(2-(Vr2-1- 2 TR A F AR M B

J P a4k 23 R & AR 6 7, {22 4-Q-(RrE-1- A T AA)KE
¥ B£(#&4% Naruto, S.; Mizuta, H.; Sawayama, T.; Yoshida, T.; Uno, H.;
Kawashima, K.; Sohji, Y.; Kadokawa, T.; Nishimura, H. J. Med. Chem.
1982, 25, 1240-1245 A 7 ik & WE BT, 1530 & &4 567 B 471k
M, TR 60%.

MP: 231 C.

A4 56

(E)-3-[4-2-(R T AAB A F A28 LRI F A A HEL

A 2 FAA(N ) (22ml, 12 equiv.)E =& 55 2R(100ml) F 4 22 (E)-3-
[4-Q-FAREATAA)EA|AHE£(0.8g, 3.6mmol). F 70 THH 1
s, ZEAmAKER A R TE(].6g 2 equiv.). ZH|¥riZ A 8T 70
CHH 3 DB TR, TG EIRIE, B HCI(IN)FE& e pH 2L £
1. A#Fa e d k. SEFATTFRENAGELSLNE
AL E~41(0.6g, 50%).
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'H NMR (CDCls, 250 MHz) § 7.8 (d, 1H), 7.65 (d, 2H), 7.0 (d, 2H), 6.4 (d, 1H),

4.25 (t, 2H), 3.7 (8, 2H), 3.1 (s, 3H), 1.5 (s, 9H).

T 40 C, A ARA$(6.0g, 12 equiv.)E MeOH/THF ¥ A f##(E)-3-
[4-2-F A AL LB E A AW E TES(3.0g, 12.0mmol), FEAHGE
B) 4 69(E)-3-[4-(2-F A £ & LRI E AR HE(].1g, 41%).

MP: 245 C.

T - 78 °C, 1 BB B = F 85(4.2, 23 Ommol)F= £ T 2 42(9.0ml,
18.0mmol, 2.0M FERTAL PV AL, 58] A%k &bk (E)-3-[4-(2-F
A EA TR F R AHERPTES(3.0g, 70%), 4#F T - 40 Chex 4-2-
PAEL ALK FEL(32g, 18.0mmol). T EIB T4~ A6 RS
F 16 B, RAKRBES, R BB R, ZHBRATHRFALTHSE.

"H NMR (CDCls, 250 MHz) & 7.85 (d, 1H), 7.45 (d, 2H), 6.9 (d, 2H), 6.25 (d, 1H),
4.10 (1, 2H), 3.75 (s, 3H), 2.95 (t, 2H), 2.5 (s, 3H).

F - 78 °C, 4% 4-2-FEEIK, T AT H(7.0g, 40.0mmol) 5 &1L
ZH T A42(40ml, 1.5 equiv., 1.5M T P R P)A P EEOOm) F AR, 1§
B A FHE ke 4-Q-FHRARXACEMETEL32g, 51%). T - 78
CTF, #WH4DeTE, ARKTEAM)RESH LR FAGREGH. TE
MR AeN 20ml K, ddalER R EadiE AW A FE. A B3 x 200ml)
Pekrb st X, AR EIE R, FEEIR ik BT ¢4k, i MeOH:DCM (1:9)
A5 F5 Fe LA,

'"H NMR (CDCls. 250 MHz) § 8.8 (s, 1H), 7.8 (d, 2H), 7.0 (d, 2H), 4.1 ({, 2H), 2.8

(t, 2H), 2.5 (s, 3H).

T70°C, 4% 4-2-BAR LEAFE(2.0g, 11.0mmol , #E3E Mizuno,
K.; Kimura, Y ; Otsuji, Y. Synthesis, 1979, 9, 688 Frif F iz # &) P&
(4.3ml, 5 equiv., 40% TR FIE R 16 I 8F, 32 4% & dkM ey 4-(2-
WA RE T RLAFHO0.6g 15%). B DCM Z B> 4 ¢hinboth, FALER
-46 -
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HTI8, ATR%, Zaigtkid B 44, A MeOH:DCM (2:8)1EH
PR 15 3] B AR Sd,

"H NMR (CDCl;, 250 MHz) 8 7.6 (d, 2H), 7.0 (d, 2H), 4.1 (t, 2H), 3.0 (t, 2H), 2.5

(s, 3H).

s34 1

(B)-1-(1-335-1,3,4,9-v9 £ .-B-"Fhk-2- 2 )-3- 338 o5 4 - 1 - BF)

&) P 18] 4 1 (0.2g, 0.81mmol)F= 2% B8 £.44(0.08g, 1.2 equiv.)¥d 10ml
DCM #3% F A (E)- A HBLE(02¢g, 1.5 equiv.). FTERBT A 4 1 af
&, 22 tlc Y (Si0O,, DCM:MeOH 98:2)¥) 1 B 5%, JA Sml 485749
B BR AR KRR A, B DCM FBUZ B FRA, R H/K(5ml)ZiE,
BARBRAE TR AT, £2x20cm’ A BT REEN, A
DCM:MeOH (98:2)4F 4 et F], A EEMIER, A2-ABTEL/E
1R A G & 4 ah 69 B ARLE4(0.1g, 33%).

MP: 130-132 °C.
4T CasH2aN20:
T H45: C,82.51; H,5.86; N,7.40;
Zip A C,82.24, H,5.93; N,7.36%.

) 2

(E)-1-(1-335-1,3,4,9-v9 & -B-2Fohk-2- 2 )-3-(4-#8 K 31 HK) B M- 1-8R

AL Jakde) 1 498 &4 F) 695 %, 122 A (E)-4-58 % M HBLRAER
¥, A IPrR,0:2-# B 3: )T ELEHEFFANF & K8 B inibéed,
FEAT%,.

MP: 230-231 °C.
- CasHz21N1aOy:
i+ H44 0 C,73.74; H,5.00; N,9.82;
sS4 C,73.89; H,5.12; N,9.86%.

T3] 3
(B)-1-(1-%-1,3 4 9-v9 &-B-Fobk-2-4)-3-(4- = RF E ¥ ) A &%-
-47 -
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1-5R)
AL Z3a 1 4 &ABRE 695 &, 22 B(E)-4-Z 8 F A A A BLE
VB H, AP EL L EFE NG e Re B initeds &£ 41%.

MP: 211 °C.
’J’J\%:ﬁ‘ C27H21F3Nzo. O.4HZOI
$+E AL C,71.48, H 4.84; NB.17;
=48 C,71.84; H,4.81; N,6.18%.

A 4
(E)-1-(1-32-1,3,4,9-29 £-B-oFobh-2- 25 )-3-(4- F f A1) & d5-1-
B
A5 L34 1 98 EA8F 605 ik, 122 B(B)-4-F 535 A B RAE
FFr, 2-RBTELREFINGEL RS AFES, F£61%.
MP: 160-163 °C.
4 CarHauN20,. 0.5(2-propanol):

i F AR C,78.08; H 6.44; N.6.39;
Suml{a: C,78.04; H,6.02; N,5.97%.

A 5

(E)-1-[1-(4-F E A H)-1,3,4,9-v9 £ -p-ofosk2-R]-3-(4-Z AT AL
FAR) A K- 1-5

A5 g4 1 69H &ABR A ik, 2R PR 2 F(E)-4-Z 8 F
A MBS R, MNP ES LGRSO EH AN 8RS
M, 5 61%.
MP: 130-135 °C.

4741 CaaHaalN20zF5. 0.3H,0:

i+ FAE : C,69.79, H 4.94; N,5.81;
imi44 . C69.9; H,4.84; N,5.73%.

A 6
(E)-N-[4-[3-FAX-3-(1-3K 31,3 ,4,9-w9 £-B-rFobk-2- ) B A )%
-48 -
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H]- LB

) % 144K 1(0.2g, 0.8 1mmol)$9 40ml DCM %% F Fr A Et;N (0.13ml,
1.1 equiv.). DCC (0.18g, 1.1 equiv.)., HOBT (0.12g, 1.1 equiv.)#=(E)-
3-(4- LR R A F )R ER(0.18g, 1.1 equiv.). T BT HEE 24 /8
J&, % tlc EM(SiO,, DCM:MeOH 95:5)F] 7 B 7 A%, A 150ml 7K 2
A, HEEBRRIEE R, K, B DCM FEBGZER, A #EAK(Sml)
Bk, BB TRFATHRSE. £ 25x25om’ 2 LT ik EAT,
Fl DCM:MeOH (98:2)#F 24 2eBLA, A Z-AMRiEH], M2-AB RV &
L5 G R E| A &K G4 R4 B ARILS(0.18g, 51%).
MP: 177-180 °C.

4 CasHasN302.0.7H0.

it 344 C,75.05 H,5.94; N,9.38;
s {E: C,75.01; H,5.81;. N,9.22%.

F A T
(E)-1-[1-(4-F B A FH)-1,3,4,9-v9 &-B-rFobk-2-2)-3-F L HH-1-
&
A5 st 1 Rl AR89 &, 22 B FE4k 2 46 RA, F3)H
B &4 fh o B ARfea i, FF 56%.
MP: 127 °C.
44 CarH24N0, 0.5H,0:

T HAL C,77.67, H,6.04; N6.71;
iR C,77.81, H,6.0, N.6.73%.

3] 8

(E)-1-[1-(3,4- 12 F — AL 3K 55)-1,3,4,9-v9 £-B-~Fobh-2-2]-3- 3 3
o5 K- 1 -BR)

A5 LAY R EAAR & &, ALZ A FEAR T AR, M 2-
RE: PO 8T EFLMEHE N O EL R AIFLEH, F&
38%.
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MP: 236-238 °C.

;f’m’ Cz7Hz4N202. OSH;O

i+ H g . C,76.76; H,5.25; N,6.63;

wiRl{E: C,76.87; H,5.35: N,6.54%.

F 4] 9

(E)-1-(1-F A1 3,4,9-19 B-B-rFobk-2- 2 )-3-(4- F WL AR K2 7 4f-1-
i)

B 5 364 6 6945 &40 69 5 ik, 122 B (E)-4- T BLEA A A BRAE R
Fr, MFEE:WEL (103) P E& & 67N & e nheh 8 infesds, &
2 60%.
MP: 1456 °C.

é}’i’ﬁ’ C27H22N202. O4Hzo

+H4{L: C,78.39;, H555 N6.77;
sml4E: C,78.33; H,5.54;, N.6.67%.

A 10
(E)-N-[4-[3-FAX-3-(1-(4-FH R K #5)-1,3,4,9-v9 £-B-~Fotk-2-2) A5
A-F R TEE
B 5 264 6 695 &A0 R 60 7 ik, 422 R P ER 3 4ERAT, A 2-
REPEFLELEEFINHE L5 8IS, FES51%.
MP: 185 °C.
44 CaaH24N4Os 0.6H,0:

ShFAR: C,68.45 H 517, N,11.4;
ERME: C,68.37, H.5.06: N 11.26%.

FHA] 11

(E)-1-[1-(4-# 2 2 )-1,3,4,9-79 S-B-oFk-2-28)-3- R A A s -1 -5

5 R4 1 B &AE G H &, 2R PIaA 3 R, A 2-A
By ELLEAIAFEH RN BTSN, FF 15%.
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MP: 205-206 °C.
’}J\*ﬁ' C25H21N303. O2HZO
T HAAL . C,73.12; H,5.05; N,5.84;
Em4E - C,72.95 H,5.15 N,9.81%.
Faed] 12
(E)-1-[1-(4-Z AT £ A K £)-1,3,4,9-09 £-B-Fobk-2-24)]-3- % A &
H5-1-8R1
By Fa6] 1 FE&A8 R F ik, 1228 T4 4484 MRS
TEELEFEAGELE LB RS, FE 4%,
MP: 119 °C.
247 CazrH21N202F 3

3 A4 : C,70.12; H,4.58; N,6.06;
szl {i: C,70.02; H,4.58; N,6.02%.

T A 13
(E)-1-[1-(4- 9 £ 3K 3)-1,3,4,9-v9 £ -B-=Fok-2-2)-3-F 2 5 M- 1 -7
BE £#H 1 B EARE G F % 2R A FEK 6 R, AR
T E S GREN G EL RN AARILES, FFE 50%.
MP: 125-127 °C.
45 CarH2aN20. 0.6H.0:

i+ F AL 0 C,80.41, H,6.3; N,6.95;
Fimi4f: C.80.49,;, H,6.2; N7.25%.

L6 14

(E)-N-[4-[3-84X-3-(1-(3,4- & ¥ — A A ¥ 35)-1,3,4,9-v9 F.-B-~Fobk-
2-F)-m b AR R A LBk AR

Rl Y5 Z&4] 6 MR AR M7 3, (2% A a4k 7 F2(E)-3-(4- T
A RS XAV ABBRAERA, M2-REL AR TELLERISGE
869 B ARG, 3 85%.
MP: 185 °C.

ﬁ“*ﬁ' ngstNgOa. O4Hzo
it B & - C,71.56: H,5.34: N,8.63:
£Zjqa: C,71.59; H,5.32; 8.665%.
-5] -
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234 15

(E)-4-[3-FAX-3-(1- 3 2-1,3,4,9-19 £-B-rFoak-2-2)- AM AR T8
P fg

%) 3647 9(0.2g, 0.49mmol)# 20ml P B & P Ae N EALE) R
ALAE(0.59g, 14 equiv.). FALA(0.05g, 2 equiv.)F= Z#(0.05g, 1.7
equiv.). 3 7= £ 6 RSHPH 5 DR Tle W B 7 & & i 6-(S10;,
DCM:MeOH (95:5), Rf = 0.82). @itk + it i8R E4, A 150ml
MeOH EtOAc : CHCl; (1:2525)yR4- @ suhbl. ATRLE, REHEE
2 x 20 cm? A2 b ik EAF 4iAb, B DCM 484 i, RAFANTE T
F 4k S5 A 64 St B ARL-E4(0.15g, 70%).

MP; 222 °C.
537 CasH24N203 0.03H,0:

iHEE 0 C76.1, H5.61; N 6.34;
sl C,76.05; H,5.68; N,6.15%.

A 16
(B)-1-[1-(2- A A)-1,3,4,9-v9 A -p-rFobk-2-2)-3-3K & A 15 -1- B9
5 s 1 #)&ABRE 6 F i, 2R TRk 17 EBF KL
b E L ERRh G e BARLEH, T E 2T%.
MP: 220-221 °C.
547 Ca2sH21N2OCH

T HEAE: C,75.63, H513, N6.78,
i C,75.4; H,5.21; N8.79%.

FAab) 17
(E)-1-(1-3-1,3,4,9-v9 £-B-+Fobk-2-4)-3-(3,4- 2 F = HAFH)-
7 1 -1- 8
BB sEd] 1 HEARF 89 F ik, 12EAE)N-G4-EF AL A
BEEAERAY, WTB T ELREEIN G EH KN BRRLEeH, SR
-52 -
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65%.

MP: 221 °C.
S#r CarH22N20s5. 0.3H:0:
++54E - C,75.79; H,5.32, NB.53;
sl - C,75.76; H,5.37; N,6.53%.

L34 18

(E)-1-[1-(3,4- 2 F = R F H)-1,3,4,9-v9 A-p-~Fok-2-2)-3-(4-3%
REZR)-F M -1-57

A5 gt | &R 0G5k, 2R A bR T F2(E)-4- R A AR
BLRAE RN, LB €4 4B REN G ES R BARLe, SR
10%.

MP: 188-180 °C.
5‘.1\7]‘)? C27H21N2038r. O.3HZOZ
i+ H {4 - C,63.99; H,4.3; N,5.53;
EM A - C,63.53; H,4.23; N,5.38%.

LA 19

(E)-1-[1-(4-FARF 2K )-1,3,4,9-09 £-B-oFobk-2-2)-3-F K B - 1-89

A5 gsap 1 4] &4RE 8 F ik, (22 F P ER S ERA, MTB
b F R EFR A G & & RS, FE 2%,

MP: 213-214 °C.
/f}’*ﬁ' C25H21NzoC|:
i H1E ; C,75.63; H5.13; N,6.78,
smldE . C,75.55 H,5.16; N.6.63%
LA 20
(E)-1-[1-(3,4-T F —F A ¥ H)-1,3,4,9-w9 &.-p-+Fok-2-25)-3-(4-T
A AR )- 59 M- 157
% ¥ 164K 7(0.2g, 0.68mmol)#9 40ml DCM - #& P A= A Et;N (0.1ml,
-53 -
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1.1 equiv.). EDCI1(0.14g, 1.1 equiv. ). HOBT (0.12g, 1.1 equiv.)#=(E)-
A-Z R I AEER(0.14g 1.1 equiv). TEETHH 481G, Ztckh
M (Si0,, DCM:MeOH (95:5)) | ¥t B 7ok, Al 50ml A< %%, FA DCM
FIZ R R R, AEKGmDRE SBRBETRALESRE. £
2.5 x25 cm® A b3t 7Rk BAT, I DCM:MeOH (98:2)4k 4 sl fl, A
EEMER, NLETELLERFAEGELS L A AR (021g,
67%).

MP: 1938-200 °C.

4 CasHasN204. 0.3H:0:

i+ HAL : C,73.8; H,5.68; N,5.94;
sl {a: C,73.72; H,5.68; N,5.97%.

LA 21
(E)-4-[3-FA-3-(1-(3,4- & F — A A ¥ #)-1,3,4,9-v9 £.-B-+Fok-2-5)
P M AR Bk R RS
AL 52364] 20 #E&4RE 697 &, 122 F(E)4- e E A A ARt
BAt, AATBEY T MEREAGELHMBRILESH, FE 54%.
MP: 216 °C.
AH CaHauN2Os:

i+ H A4 C,72.49; H,5.03; N,5.83;
sl C,72.3; H,5.11; N,5.84%.

F A 22
(E)-1-{1-(3,4- & P —f L F 5)-1,3,4,9-v9 F-p-~Fok-2-2]-3-(4- %
AR R M- 1-8R
BB E#5] 20 #&AAR 6 F %, 127 F(E)-4-2 1 A HBRER
#, AL XRTELELERIAGEL L BFIEGY, &
-54 -
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57%.

MP: 175 °C.
5 Ca7H22N204 .0.3H,0:
H+H4E C,73.08,H,513; N,6.31;
Ly {E: C,73.14; H,5.36; N 6.44%.

L AEAR) 23

(E)-1-[1-(3,4- & ¥ — f. 2L ¥ )-1,3,4,9-19 &-B-"Fobk-2-2]-3-(4-F
AR SRAR) B 41 -8R
BB 364 20 R &AAE 69 F ik, 122 A(E)-4-FBuE M A EER
¥, MTBEPELLEFI NG EERMBIRLEY, FE 100%.
MP: 208 °C.
ZHF CasH22N204. 0.3H,0:

i+ EAE - C,73.77 H,5.00; N6.15;
T 4d . C,73.77;: H,4.96: N,6.05%.

K aep)] 24

(E)-1-[4-[3-FA%-3-(1-(3,4- & P = A A E 3)-1,3.4,9-v9 £-B-=Fok-
2-25)- R M AR R R )-3- Bk

R 5 325366 20 #| &R F ik, 422 A(E)-3-[4-3-CGE A A%
A AR B GEAT R B RELKES(] equiv.). (E)-4-£5 AAHE(1 equiv)Fe
Et;N (1 equiv. ) EA L E L H] EMERFT, NLBE T T4 RERIAGEL
89 B Ardibed, F & 61%.
MP: 192 °C.

’}J\#ﬁ' CJAHZSNAOA‘ OZZ(EtOHHzO)
i+ HA% @ C,72.48; H,5.26; N,9.82

Fmi4E: C,72.87; H,5.17; N,9.42%.

A 25

(E)-1-[1-(3,4- & F — £ 3L 3% 55)-1,3,4,9-09 & -B-oFobk-2-25]-3-(4-£,
-55-
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AR )G H-1-5
A 5 265 20 #-&AB R 69 5 &, {22 A (E)-4-RENBERAER
#, M ZBELDCM2-# 82 (1022)F L L GRF A 8 E4 K6 B AR
Sy, 63%.
MP: 262-265 °C.
4 CpH23N30.. 0.3H,0:

it H A48 C,73.22; H,5.37; N,8.49;
FEiml{% : C,72.9; H,5.47; 8.32%.

£ A 26

(E)-1-[1-(3,4- & — @ F K H)-1.3,4,9-v9 A -B-"Fk-2-]-3-(4-7¥
AR IR B -1-8A

B 55 4 20 FIE&ARF 69 F &, 22 B (E)-4-#5L A A BAE R
#, MLBETELRLERAAFEL RN BARILESY, FE69%.

MP: 158° C.
4 CarH21N30s
i+ H 4L C,69.37, H 453, N,8.99,
ZR4E : C,69.57; H,4.61;, N,8.92%.

o364 27

(E)-1-[1-(3,4- 1 ¥ = A & F #)-1,3,4,9-w9 £ -B-"Fok-2-2]-3-[(4-3L
(F A B A ) B AR A R H-1-80

¥ E£#4) 25(0.2g, 0.6mmol). FaEELF(0.1ml, 5 equiv.). EtzN
(0.4ml, 5 equiv.)é 20ml THF (5% S 2 B8] &% 24, 2 tlc Bm)
(8i0;, DCM:MeCH (95:5), Ry = 0.84)¥] B B #}HiY % 4 #ib&-4 H
.. AE THF &, &% EHET DCM (15m) ¥, AR(0m)#%E. £
BB TBRAIE R F AT HBIZREGHY, £ 25x25 cm? 42 Lk 47
ik BAT 4640, A DCM:MeOH (98 2)E A e Blfl, MLB T EHELE
A & &y X6y B ARL-6-4(0.09g, 25%).

- 56 -
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MP: 276 °C.
4 CagHarN307S,. 0.3H,0:
i+ HA A C,58.14;, H,4.64, N 7.01;
Fimj4a: C,57.76; H,4.69;, N 6.81%.
LA 28

(E)-4-[3-FA%-3-[1-(3,4- 2 F = A HE ¥ )13 ,4,9-w9 4,-B-+Frk-2-
A)-F M AR P AR T s

A5 Faa40 20 #1&-A8 E) 6955 ik, 122 JA(E)-4-Q-B A TH )R T
BR ¥ 85 B2 (i@ 1T Taylor, E.C.; Young, W.B.; Chaudhari, R.; Patel, H.
Heterocycles 1993, 36, 1897-1908 #|&)VE BAt, MFBEKOIDT L
mEIFE| A E L Le B AL EY, & 84%.

MP: 211 °C.
o7 CagH2aN;0s. 0.3H,0:

i+ F 44 C,71.68; H,5.1; N,5.76;
LA C,71.76; H,5.02: N,5.68%.

FEHp] 29
(E)-N-[4-[3-FA-3-[1-(3,4- 2 F = R A K )-1,3,4,9-09 2Bk
2- AR MR R A F Bk
AL =38 27 | &AAR 4 5k, 122 A 1 equiv.#) FEBLAAER
Fr, LB P ELRERE ARG EH R B ARLEY, FH 10%.
MP: 203 °C.
4247 CaeH2sN20sS. 0.2H,O:

it H.44: C,64.78, H,4.93; N,8.09,
La4d . C,84.66; H 515 N,7.73%.

4] 30
(E)-4-[3-BAX-3-[1-(3,4- & F — & H 3 3)-1,3,4,9-9 £-B-=Fok-2- 4]
P M AR R T BR A
) 5k 345) 28(0.2g, 0.4mmol)#9 50ml MeOH 3% FiBA L4, T 35
CTH LGRS HIH 2 R, AZREZRGMFHEGH, A2x
30ml Kbk, FR, ZREBETHR ASREBEFIAEY, 2L
-57 -
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Mok, A DCM:MeOH (90:10ME 4 #uhi#], i@t 4|4 BEHT(20 x
20-cm A&, 0.5mm, Si0,), HAAAE &9 BLA. MNFELARFELEHES
& A G &4 56 B AriLE-9(0.025g, 13%).
MP: 183 C.
DH CagH2aN30u;

it ¥ 48 C,70.07; H 5.17; N,8.76;
LA C,68.97, H 516; N,8.84%.

F 5641 31

(E)-4-[3-BA-3-[1-(3,4- & F — A E #)-1,3,4,9-v9 £ -B-"Fobk-2-4]
-E AR T B

i@ At 4% L 3E4) 28(0.5g, 1.04mmol)F= A EAL4A(IN) (5.2ml, 5 equiv.)
&9 50ml FEAHHIERE A4 DB EE Y. AEARKEMNGE, A
10ml HCHIN)ALZE 25 4. B4Rk, B, APBTEFLLEF
Bl G &4 dudh B AR ES4(0.35g, 72%).

MP: 254-256 °C.
M CagH2aN20s. 0.2H,0:
SFEAA: C,72.09; H,4.75; N.6.01;
Smi4a: C.71.60; H,4.84; N,5.88%.

F 64| 32
(B)-1-[1-(3,4- & F = A )-1,3,4,9-v9 A-B-=Fobh-2- 2K ]-3-(4- L
AR IR) R H-1-E
AL 244 20 F&MRE M F i, 22 AE)4-RANHBER
A, MLBEFELLEREA G EE R A IFEH, FE69%.
MP: 167 °C.
4 CasH2iN30Oa. 0.1H;0:!

it H A4 C,74.85;, H 476, N8.35
Lal4g 0 C.74.72, H,4.81, N 9.27%.

4] 33
(E)-1-[1-(3,4- & F = & A K IK)-1,3,4,9-09 £-B-~Fok-2-4]-3-4-=
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AP A ) B M-1-59
B 5 L) 20 H &AE 6 F ik, {22 R (E)-4-=H T AR HE4F
A, MTBEF F4R G348 E 480 8 iRLed, FE 13%.

MP: 233 C,
44 CasHz1FaN20O;. 0.2H,0:
i+ H46: C,68.07; H,4.37, N,5.67,
i 4E : C 68.04; H,4.32: N,5.65%.

R 34

(E)-1-[1-(3,4- & 7 — &I ¥ 35)-1,3,4,9-v9 £-B-~Fok-2-K]-3-(3,4-
TP BIREAR) RI-1-87

B L5 Ea4p) 20 #) &AAE ¢ F ik, 2R A(E)-34-EF =R A A4
B RAY, RCEBTELLERIAAFELERGAFRLEH, FE
73%.

MP: 233 °C.
53 CasH22N20s:
i H4E: C,72.09; H4.75 N,6.01;
EiMi4E: C,71.79 H,4.76; N,5.93%.

kM) 35
(E)-1-[1-(3,4- & F = F A 3 25)-1,3 4,9-v9 F-B-oFotk-2-25]-3-(4-
KAL) H - 1-27
A5 g4 20 # &R 657 ik, 122 B(E)-4- R A4 AE R
B ONTEEE L RS RE G &5 R BARCSY, 7 & 55%.
MP: 203 °C.
57347 CarHa1N2O5CL

+ HAf: C,70.97; H4.63; N,6.13;
ER{E: C,71.04: H4.76: N,6.04%.

E A 36
(E)-1-[1-(3,4- & ¥ = A K 5)-1,3,4,9-v9 £-B-~Fok-2-4]-3-(4-=
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FLF AR R H-1-8
AL g4 20 H) &AAE 6 F ik, 122 A(E)-4-ZAFREAHER
(#&#% Yagupol’skii, L.M., Troitskaya, V.I. Zhurnal Obshchei Khimii 1960,
30,3102-3104 Frif 7 sk 4] &)VEBF, MBS X RHEREAKEH
shé9 B AT a4, & 35%.
MP: 203-205 C,

47 CasH21FaN2Ou
i+ H A4 C,66.4; H,4.18; N,5.53;
EM{E: C,66.23; H,4.26; N,5.54.

) 37

(E)-1-[1-(3,4- & ¥ — R I E H)-1,3,4,9-w A -B-rFok-2-24]-3-(4-F
A )R K18

A5 3kt 20 H)-5A0R 8 F R, 122 A(E)4- PR ARBRMER
#, MTEDCMOONT LR EHEAGEL L BRREH, &
& 67%.

MP: 240 °C.
5 CasH24N203. 0.7H,0:

it FA{E: C,74.88: H57: N.6.24;
T4 C.74.83 H 545 N 6.35%.

St 38

(E)-[4-[3- B AR-3-(1-(3,4- T F — .25 3 35)-1,3,4,9-v9 £-B-oFok-2-
AR i BR ) R R R

AL 444 20 Fl & 48R 65 ik, {22 B P a4 224848 KT
BP LS BTN G EERY BARNLESH, &£ 49%.

MP: 208 °C.
A7 CasH24NaO.. 0.5H,0:
i+ H 44 C,68.7; H5.15, N,11.44;
szl {4 - C,68.51; H,5.14: N 11.35%.
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F A 39

(E)-1-[1-(3,4-T& F — R E H)-1,3,4,9-v9 £-B--Fok-2-K]-3-(4-%
AP IEFL)RH-1-8R

FEIBT, ¥ 444 23(0.3g, 0.66mmol)#y 40ml F BEZ % 5 NaBH,
(0.1g, 4 equiv.) ¥k B3 2 D e H &% 0. AREKEFFE| R E Y,
1 225 F DCM (100m) ¥, FAAGOm)Ze#% &k, J DCM F B, £k
B4t TR, AXTKE, ZATUERTELERGFE NG E L4 B IRL
A-#1(0.2g, 67%).
MP: 206 °C.

S # CasHauN,0,. 0.3EtOH:

i+ H AL C,73.66; H,5.58; N,6.01;
SAMI{E: C,73.69; H,5.5: N,6.06%.

523645 40

(E)-N-F 2 -4-[3- FAK-3-(1-(3,4- & F = F ¥ 55)-1,3,4,9-79 £-B-
sfoth-2- k] @ M 2R ) 3K Bk

i@ st A 94640 31(0.2g, 0.43mmol)#9 50ml THF Fo-F #(0.5ml, 9
equiv.). EtN (ImDul & = F ALK & RALH (0.5ml) o 5 ) &% 7~
. 2 RE, ATRBERALRSY. HAEHET 100ml DCM ¥,
A 3x50ml ARBbA. LB TR RAEMNFINEEGY, FHLER
ik AT AL, RIRCI A LB, AT KA, ANLEBFELRIFH
2 & &4 ey B ARLe4(0.03g, 13%).

MP: 203 °C.
4#7 CasHzsNaO4

i+ H 44 C,75.66, H,5.26, N,7.56;
Timi4E: C,75.5; H,5.22, N,7.55%.

F A7) 41
(E)-1-[1-(3,4- 2 ¥ —F I3 H)-1,3 4,9-v9 & .-B-~Foh-2-5]-3-(2,4-

= RER) A1
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AL &34 20 41 & 40E 65 %k, 122 R(E)-2,4-— R A BRAER
H, A LBE AR EELEITE G & R B ARLEM, FE 66%,.

MP: 194 °C.
- CarH20N20.Cly
i+ H 44 C,66.00; H,4.10; N,5.70;
gmi4h - C,65.85; H,4.13, N,5.78%.

LA 42

(E)-1-[1-(3,4- & F — 3 ¥ £)-1,3,4,9-m9 £-B-~Fobk-2-4]-3-(3-F
A4 X IR) R -1-89

R k5 Sz 20 | &ARF 6955 %, 2R A(E)-3-FARA4-AEANE
BRAEEH, MTEK10DTELRSFI N G EHRY BIFLE
¥y, F I 62%.

MP: 155 °C.
AT C2eH24N:20s
i H 44 C,71.78, H,5.16; N,5.98,;
sa4E: C,71.44; H,5.16; N,5.76%.

kA4 43

(E)-1-[1-(3,4- ¥ = R F %)-1,3,4,9-w A-p-rFeik-2-K]-3-(3-
A-a-F RA )R -1

B 5 e 20 4 &A0E 69 7 &, {22 A(E)-3-#A4-FRA A
BAFRAY, MTBLARTELRERE ARG EHR A FLEH, &
# 47%.

MP: 213 °C.
447 CasH2eN20s. 0.3H0:
g4 C,70.95, H5.23, N,5.91;
Sl 4A - C,71.09; H,5.60; N,5.66%.

LA 44
(B)-1-[1-3,4- 3. ¥ — A3 h)-1,3,4,9-v9 £ -B-fok-2-2]-3-(4- A
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AR R H-1-80
A5 364 20 é—#aﬂé’m‘é 122 A (E)-4- A A A B AE )R
¥, WLBETELRSFEAGEE [ AIRLEY, &£ 74%.
MP: 138-139 °C.
4 CarHziFaN2Os:

i+ H 44 C,73.62, H4.81;, NB.36
Fimj4: C,73.78, H,4.81; N ,5.97%.

%] 45

(E)-1-[1-(3,4- B W — @& F #)-1,3,4,9-v9 &.-B-rFobk-2-2]-3-(1,2-
ZHAE)-5- AR 1- A K- 1 -

H 5 364) 20 %) &48F o) 7 ik, 122 B(E)-3-(1,2-=&A4L#)-5-
A AEEBARRA, RIEEFIAFEH KOG A RS, FE 2%,

MP: 115 °C.
44 CaoH2sN203. 0.6H,0:
+HE 44 C,76.12; H,5.73; N,5.92;
sEmi4A C,76.13; H,5.79; N,5.72%.

T A 46

(E)-N-[4-[3-BAX-(1-(3,4- & F —F A& F #)-1,3,4,9-v9 £ -B-~Fok-2-
A) R B AR PRt A e Bt

BB 523645 20 | &AE 69 5k, AR A A 31 69 F M de Kk
BricAERAT, ATLBE KT ELLEFR NG L08R, &
% 20%.

MP: 134 °C.
474 CaoH2sN203. 0.6H;0:
#5144 C.56.13; H6.67; N,10.91;
g4 0 C,55.97, H,6.75; N,10.82%.

L e 47
(E)-1-[1-(3,4- T 7 = f. 4 % 4)-1,3,4,9-v9 £ -B-+Fok-2-2]-3-(3,4-
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Z R F YA H-1-87

B Fa64] 20 #) &ARE 69 ik, 122 A(E)-3,4- = R A AR R
. RTEEAOND T EL L BRI NG EH RN BirLEH, FF
45%.

MP: 212 °C.
A1 CarH20C12N2O4:
+ ¥.44 : C,66.00; H4.10; N,5.70;
sl {E - C,65.68, H,4.12; N, 5.68%.

3] 48

(E)-1-[1-(3,4- & ¥ — A K ¥ 3)-1,3,4,9-9 &.-B-~Fak-2-%]-3-(3,4-
WA A) A -1-5R

A5 9364 20 #1 &AM F ik, 22 AE)BS4-FARENAR
VERHT, MTEDCM ¥ &4 &L SF3 A aEn e aiatsd, &
% 61%.

MP: 233 °C.
54 CasHasN20s. 0.5 H:O:
++H {5: C,70.86; H,5.54; N,5.70,
ipl48 - C,70.66; H,5.44; N,5.70%.

) 49

(E)-1-[1-(3,4- & F = &L ¥ #)-1,3,4,9-v9 £ -B-+Fobk-2-2]-3-(3.4-
ZFR IR A 189

A5 k4] 20 F)&AAR &) F ik, 12E A(E)-3.4- A A A4 EBM
BAt, M TBEDMF ¥ &4 LG540 aEH R Bk, ~E
41%.

MP: 163-165 °C.
A C2rH22N20s. 0.3DMF:
++J4A: C,70.34;, H,5.10; N,6.76;
smldé ;0 C,70.38; H,5.13; N,6.66%.

-64 -



10

15

20

25

s34 50

(E)-N-F 2-N-[4-[3- RA%-3-(1-(3,4- 2 F — AL ¥ H)-1,34,9-9 K-
B-wFeth-2-A) A M 5 K A LBk

A5 k4] 20 #] &A4BE 69 F ik, (2R A FIEK 23 ERA, ART
B2.7K(10:0.6)F 45 8L B 13300 & 6.5 K 6 B ARG, £ LB K
& 86%.

MP: 165 °C.
57 CaoH2rN104.0.4H,0:

i+ ¥ 44 C,71.96; H,5.6; N,8.39;
g4 C,71.8 H,5.57, N,8.28%.

FHp] 51

(E)-2,2- = F & -N-[4-[3-BA-3-(1-(3,4- B F — A& A3 K£)-1,3,4,9-79
F-B-oFoh-2- )R AR 1R R A Bk

i@ it A 25 H6-44(0.2g, 0.46mmol) 5 2,2- = F & 5 BE A
(0.09ml, 1.5 equiv.)#F= £ EALAA(IN) (0.7ml, 1.5 equiv.)¥7 T82 Z B :DCM
(6:1)69 %A o &0 S . B RFNKE, HmA 40ml DCM: H,0O
(2:D)eRAR. F DCM FIR, Atbfeedgibsing i ikt £
FRBREE TR, AZARLEN, ATBER()F L4 &K EHF B ARLSE
#1(0.2g, 83%).
MP: 172-174 °C,

4-#7 CaH31N3O4 0.1H,;0:

HHAL: C,71.23 H,6.18, N,7.79;
S=iMi4E - C,70.99; H,6.02; N,7.84%.

LA 52
(E)-1-[1-(3,4- & F —f A K K)-1,3,4,9-v9 & -B-Fobk-2-2)-3-(3,5-
S AR F) A ME-1-89
A5 #4620 # &R 6 5k, 122 F(E)-3,5-=F R A AR
YERA, MTB P FLELEFE 09 e R B iribe4 = £ 61%.
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MP: 178 °C.
AT C2eH2sN20s:
i+ H 45 C,72.19; H,5.43; N,5.81;
Fim4i: C,72.3; H,5.48, N,5.63%.

L] 53

(E)-(N)-{4-[3-[1-(3,4- T — & & K 2)-6-F.-1,3,4,9-v9 & -p-+Frik-
2-RI3-BARAMAEL) TEs

R L5 F2364) 20 FE&ABE S F ik, 122 8 P HE4KR 16 F2(E)-3-(4-T
BABARR)RHBRIERA NTEBTTLLEFEA0Es R
AALEH, FE 72%.

MP:179-181 °C.
4% CasHaaN304F.0.4H,0:

#+H {4 C,69.01: H,4.85 N,8.33;
KiM{A . C,68.97, H.4.91: N, 8.34%,

LA 54

(E)-1-[1-(3,4- & F — A& 5 2)-1,3,4,9-m9 £ -pB-~Foh-2-2]-3-(3,4,5-
= WREFE) R H-1-80

A 5 LAe4) 20 #1&ARE) 695 ik, 122 F(E)-3,4,5-= W 4 i 4R 8%
YEIRAT, ITBL Y LR BFE A G 4 Ko B ariedd, =5 49%.

MP: 211 °C.
éf\#ﬁ' CmstNzosi
i+ HA4: C,70.3; H,5.51;, N5.47;
L4 C,70.49 H,5.59; N,5.34.%.

FF45] 55
(E)-N-[4-[3- B AX-3-(1-3,4- £ F = 3%)-1,3,4,9-v9 8 -B-~Fok-
2- 2 )RR AL AR TR
A ’5%2@49’1 514 &ARR 6 7 %, A2 A F T BREAERA, M TLBE
TEL KGRI A G EH KBRS, FE85%.
- 66 -
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MP: 171 °C.
/IJ\#ﬁ' C31H29N3044 O4(H20M€OH)

W HAE: C.72.61, H6.02; N,7.99;
Fim 44 - C,72.33, H,5.77; N,B.33%.

T34 56

(E)-1-[1-(3,4- 3 7 = 2 % £ )-6-#-1,3,4,9-v9 £-B-=Foph-2- 5 ]-3-
I M -1-8F

A5 w3k 1 HE&HE 65k, 122 A A 16 4FR#, ATFEE
b F R EFE A G SR BARLEY, FET1%

MP: 227-228 °C.
447 CarHaiN2OF:
i+ JHA44: C,73.63; H,4.81;: N,6.36;
STlA: C,73.72; H4.77. N,6.43%.

534 57
(B)-N-(2-F &5 T 2)-4-[3-BAK-3-(1-(3,4- T F = A K E)-
1,3,4,9-u3 £-p-cFubk-2-2) B M AR 5K F BLAx
AL ] 20 4 &A8E 8 ik, 122 A PRk 24 E R AT
B F 4L EFR A ES N BARLEH, & 43%.
MP: 170 °C.
447 CarH21N204F. 1.3H,0:

4% 44 C,68.07; H5.82; N,7.68;
Em44: C,67.98: H,5.8, N7.7%.

T AR 58
(E)-1-[1-(3,4- 12 F = F 4 . 55)-1,3,4,9-w £-B--Fok-2-5]-3-(3- 72
AR R M- 18R
F 5 L4 20 #) & ABR ¥ F ik, 12 F(E)3-BARERER
H, MTBERFTEFLELEFE A G ELE LB IFLEH, FF 54%.
-67 -
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MP: 248 °C.
44 CarH2aN2Ou
i+ f A5 C,73.96; H,5.06; N,6.39;
S|4 C,74.04; H 51, N6.37%.

2 # ) 59

(E)-1-[1-(3,4- & F = #)-1,3,4,9-v9 £-B-Fok-2-4]-3-3-F
AR H-1-80

AL L4 20 4 &A0E &9 F %k, 122 A (E)-3-F AL A BRMER
#, MLBETELMEREAGELLY BARMLEH, F 49%.

MP: 218 °C.
SHF CashzaNaOu:
AR C.74.32; H,5.35 N6.19;
Zaidd - C,74.37: H,5.61; N,6.32%.

F A 60

(E)-1-[1-(3,4- F — #£)-1,3,4,9-v9 £-B-oFobh-2-2]-3-(3-#4
A )R -1-59

A5 E3E45] 20 - &AE 695 &, 122 Bl(E)-3-A A A A BAER
#F, AALBEAKQONTEL L EENAGEL LY BIREY, FF
91%.

MP: 156-158 °C.
ﬁ\*ﬁ' CstyNzO.ff
i+ H 4 C,69.37; H,4.54; N,8.99,
Eim A C,69.12; H,4.77; N,8.81%.

F ) 61
(BE)-1-[1-(3,4- & ¥ =&AL ¥ 3K)-1,3,4,9-m9 £.-B-~Fok-2- 2 1-3-[4-(2-
TR RA A FE AR A H-1-57
A Y 34 20 F1 &40 B 69 F 3, 422 A PR 25 HERF, KT
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BokbFE R EEEAGEE L RIS, FE45%.

MP: 157 °C.
447 CaHaNaOu
#HJ {4 C,73.07; H,6.13; N,8.25;
LA C,72.7 ; H.6.17, N,8.12%.

A4 62
(E)-N-(2-"Bopk-4- % T 25 )-4-[3-8AR-3-(1-(3,4- & F AL FI)-
1,3,4,9-v9 A -pB-"Fok-2- ) R A | R PBta
JA L 23] 20 41 -&ARE 69 F ik, A2 A MR 26 4EJRAT, AT
Bk P ELLEFINGEL R AIRILESH, FFE 13%.
MP: 145 °C.
447 CasHasN4Os. 0.7H,0:

$+ ¥4 C,69.07; H,6.03;, N9.48;
LA . C,69.08; H, 6.03; N,9.45%.

F3645] 63

(E)-1-[1-(3,4- & F — & F 3)-1,3,4,9-v9 & -B-Fobh-2-3]-3-[4-
(1H-w -5 2) 3] o5 K- 1 - B

1) 52345 32 46-6-4#2(0.25g, 0.56mmol)%9 10ml F 35 % PR A e
Z WA A A RACH(0.30ml, 4 equiv.)Fo =T 4516 £,(0.06g, 0.4
equiv.). /= A 69 RAM T EA T WA 2 X, Tlc B 2.7 7 AR #rL4
H(DCM:MeOH (80:20), Rf = 0.35). EERGizRA RS, A
M EIRMAE TP, RSk, 2R G Mo T LB L EE(25ml)
Fakty Fo 6 B BE AR KRR (25ml)Z ). A B Shedta e ol 8B R A KIE
FQSm)FRATAAL. F HBR(IN)K-S5F 60 E IRk B4 £ pH
2, REM LB UEQx25m)ER, BB TR -6 60 A HLE B,
iR, BEHER R, Sk BT H4(SI0,, DCM:MeOH
(90:10)). A 2-ABE: PO (LD)T ELKFE A G &4 K BiFLe
(0.19g, 70%).
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MP: 232-233 °C.
4 CaeH22NsOs. 0.4H,0:
it B A#: C,67.02; H,4.92;: N,16.28;
S2imi4E : C,66.83 H.4.53 N.15.96%.

A4 64
(E)-1-[1-(3,4- & ¥ — B A K %)-1,3,4,9-v9 H-p-+Fobk-2-2]-3-(3-K,

A F H-1-87

K34 60 891 6-4(1.36g, 2. 9mmol). SnClL.H,0 (2.8g, 5 equiv. )
o BRIk et . REEFE, B MAE T 50ml NaOH (1IN) .
Al 2 x 100 ml DCM #= 2 x 50 ml EtOAc 3 BuKAa. B aiEi4h TR 49
AME, ARG, ik B (SI0,, DCM:MeOH (95:5)). s EtOH: DCM
T E A AT A R K6 B ARLE4(0.27g, 21%).

MP: 139-141 °C.
437 CarHa3N; Oy
i+ HAE: C,74.13; H,5.30; N,9.60;
g4 0 C,73.83; H,5.35; N,9.43%.

LA 65
(E)-N-27 & 25 -4-[3- BAX-3-(1-(3,4- . F — A 4L F H)-1,3,4,9-19 &
B-rFobh-2-2) A M AR K B Ae
AL 5:34) 20 Rl &ARE 69 %k, 122 A a4k 27 MR A, KT
B K P EL G IA G &8 B AR, &£ 6%.

MP: 214 °C.
57 CaaHayN103. 0.1H,0:
#+ EARL: C,72.19; H,6.24; N,7.43;
g4 C,72.28, H,6.19; N,6.93%.

L H#A] 66
(E)-N-(v9 ok v-2- 25 F & )-4-[3-BAK-3-(1-(3,4- & F — R 35 4)-
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1,3,4,9-v9 R -B-rFok-2- ) A i A | K T BL A
AL g5 20 4 -EFE ok, AL A PR 28 HE R, AT
B K(82) P ELLEHFEN A G Eeshed Birisd, &F61%.

MP: 168 °C.
ﬁ?\#ﬁ' CaszgN:Os, OSHzo

#+H A& C,69.88; H 561, N7.64
44 C,69.74; H,5.78; N,7.22%.

EFA] 67
(E)-1-[1-(3,4- & F Z R A3 K )-1,3,4,9-m9 & -B-=Foik-2-4]-3-G- 4
AR IR) A - 1-8F)
A X5 23640 20 R &ARF 95 ik, 422 A (E)- Sk B AR B AE BT,
T BEAR(8:2)F B4 LG IFEI A & &4 &ed BARIEH, £ 46%.
MP: 228-230 °C.
f’?‘#ﬁ' C23H21N303. OSHzO

i+ EA4H: C,72.81: H,4.93, N,8.10,
saldi; C,72.74, H,4.69 N 8.88%.

F 4] 68
(E)-N-(4-7% 72 -4-3 BX L B8)-4-[3-BAR-3-(1-(3,4- B §F = A L F A)-
1,3,4,9-m9 &-B-=Fok-2- ) A A K FBu e
JA 5 E3e4) 20 #] &40 E) 695 5k, 122 A J 8] 4K 29 4E B A, AIPLO
v EEGLEFEAGEE G B ARILEY, FE 28%.
MP: 144-145 °C.
/J}'*ﬁ' C35H35N305 O?Hzo

i+ F48: C, 69.93; H,5.93; N,6.8;
geim| {4 . C,69.84; H,5.83; N,6.81%.

234 69
(E)-N-(4-7%%2 -4- 2 BR )-4-[3-FAX-3-(1-(3,4- . F — F A F H)-
1,3,4,9-m9 £.-p-~Fok-2-28) i AR K P LAk
-71 -
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i it e A 3645 68 4L-8-44(0.21g, 0.36mmol)Fe R AALAA(IN)
(0.72ml, 2 equiv.)#9 20ml ¥R 12 ol & F . A3 e, ¥
BA-MAR ZK(100mD) ¥, B HER(IN)EAL. A DCM (2 x 50 ml) 35z,
ZEERAN TR, ATHBARAEY, FENFTE KT ELLETE
HE & 45 5569 B ARL4(0.05g, 24%).

MP: 204-205 °C.
4 # CaaHaiN3Os. 0.4H,0:

it HE 44 C,68.56; H,5.58; N,7.05;
Zuiml 44 C,68.58; H,5.12; N,7.06%.

g2 34 70

(E)-3-[3-BA%-3-[1-(3,4- & F — & A K %£)-1,3 4,9-v9 E-B-rfok-2-
KE]-AH R TR

JB 5 E4) 20 H&AAE 6 F ik, 2R A(E)-3-Q-ZA LHAHET
BAAVERFT, MFBEE P ELRE/FE A G EH R B L, FF
21%.

MP: 156-158 °C.
474 CaaH22N20s. 0.8H,0:!
it ¥ {&: C,69.93; H,4.95; N,5.83,
FLipjqa: C,69.94, H,4.62; N.5.65%.

AR 71

(E)-1-[1-(3,4- = F — I ¥ H)-1,3,4,9-v9 £.-p-~Fok-2- 4 ]-3-(3-(4-
ARk - ) AR o - - B8R

R 5 3347 20 #1&AR R 69 F ik, ARZ A 4] 70 t910E-H Fo 4-
WAk ekeRAE B, MFBR AR P ELERSHFI A ELEHYE IS
1, & 30%,
MP: 151 °C.

G Ca3H1:N4O4. H,0:

i+ .44 C,69.95; H,6.05: N,9.89;
Fmi4h: C,69.63; H,5.83; N,9.99%.

-72 -



10

15

20

25

F A4 72

(E)-N-(2-9k%-1-2 T2)-3-[3- B AK-3-(1-(3,4- 32 F — R A A)-
1,3,4,9-v9 £-B-=Foh-2-2) R AR T Abhi

F 5 364 20 H) &A8E 097 ik, 122 364 70 694 E e
1-Q2-84& L )s B4, MIPLO T ELLEHFE I g e R E
FALSeth, R 23%.

MP: 138-140 °C.
4H#7 CaaHasNsOs 3.1H,0:

it HAf: C,64.46; H,6.55; N,11.05;
KA C,64.48; H,6.25; N,11.00%.

34 73

(E)-4-[3-B.AX-3-(1-(3,4- 1 F —f 2L ¥ 3)-1,3,4,9-m9 & -p-Fok-2-
H)-A A Tk TBs

Bl 5 32564 20 % &40 B &9 7 &, 122 F F 4R 30 4 B At A DCM:
RIEF E 4B ITE Y G ey X80 B ARibsdh, TR 17%.

MP: 82-95 °C.
£-#1 Ca1H28N20s. 0.9H,0:
i EA4E: C,70.95 H 572, N,5.34;
wpl4E: C,71.32;, H6.0, N 4.93%.

e 74
(E)-1-[1-(3,4- =¥ — ALK H)-1,3,4,9-m9 & .-B-rEok-2-2]-3-(3-m
s A IR 5 - 1-89)
A5 L34 63 # &6 695k, 122 L3P 67 690615 R
#, MFEERKPELLSFR NG EHE BRI, &E 5%,
MP: 260-264 °C.
ﬁ\*ﬁ C23H22N503. 22H20

it 14 C,63.43; H,5.02; N,15.85;
Fmi4a: C,63.31; H, 437, N,15.47%.
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T 75

(E)-2-[3-&&K-3-[1-(3,4- & F = %)-1,3,4,9-v9 £.-B-"Fok-2-
F)- AR P ER P B

AL a6 20 B &A0E) 69 F ik, {22 F(E)-2-Q-F A LHHAVET
B2 97 B& (43 Alabaster, R.J ; Cottrell, I. R; Hands, D.; Humphrey, G. R ;
Kennedy, D. J.; Wright, S. H. B. Synthesis 1989, 8, 598-603 Fii& 7 i& 4|4
VEBAt, NFBE T ELREFE NG EL LA FLEY, & & 46%.

MP. 203-204 °C.
247 CarH21N30s:
+HH A8 C,72.48; H,5.03; N,5.83;
L4 C,72.59; H,5.1; N,5.67%.

FHA] 76

(E)-3-[3-8AX-3-[1-(3,4-T& F = f L 3 £ )-1,3,4,9-v9 £,-B-"Fobk-2-
A)-AHIE) R VR Y Ee

R 5 £ 20 FE&ARE 69 F ik, 422 B(E)-3-Q-B A AR T
B2 YV B5 (4% Baker, S. R.; Jamieson, W. B.; Todd, A. EP 134111 A1 Ffif
FEREERA, NFPE P LRGSR N T EL LY E RS,
& 61%.

MP: 165-167 °C.
4 #7 CagH24N20s:
+E 4 C.72.49, H 5.03: N,5.83..
Fmi{d: C,72.53; H 5.02; N,5.93%.

2364 77
(E)-1-(4-[3- A A&K-3-[1-3 4- F — #)-1,3,4,9-v9 £-B-rFohk-
2-55)- 7 M AR R R )RR -4-FR B B
JB 5 364 20 #IEARRE 695 ik, LR A Pl 31 4ERA, MF
By EELSFF A EEL R[N A IFLEST, FE45%,
-74 -
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MP: 175 °C.
447 CasHasN3Os:
W HAE: C72.77, HE6.11; N,7.27;
44 C,72.99; H6.16; N,7.03%.

F 340 78

(E)-N-(1-Z Foni b -2- 25 - 7 25 )-3-[3-BAR-3-(1-3,4- B F —F A
F5)-1,3,4,9-v9 £-B-oFobk-2-25) 05 AR K W B A

R 5 k48] 20 Bl &ARE 69 F i, AR 3] 70 694854 e 2-
hefbr-1-2 LRAE B A, A IPRO PEL&/EFH A G EH AWM AR
ey, FE 53%.

MP: 128-130 °C.
4 #7 CasHisNaOa:
i HAR: C.72.9 H,6.29;, N9.72;
sml4a ;. C,72.9; H6.42; N,10.01%.

£ A645] 79

(E)-1-[1-(3,4- B —HR A K H)-1,3,4,9-v9 £ -B-Foph-2-2]-3-(3-(2-
= WA LRI R H-1-57

5] A4 58 #94L-8-44(0.25g, 0.57mmol)#9 S0ml DMF X% P Am A
R BRAP(0.24g, 3 equiv)feil 8 PR AL = A F(# 15Sequiv).
JE A RA M T 60 CAwih 4 I BY £ JFEHE & (tle B, DCM:MeOH
(90:10)). 7 A #T4L-E-(REf = 0.20). A% DMF /&, & G5 T 150ml
DCM P, A 2x50ml Kbk, LeaBMATHE, MLERKELLEE
& €45 & 69 B ARLE-4(0.06g, 22%).

MP:. 76-78 °C.
”)"}*ﬁ' C3$H31N304‘ OBHzo
i+ EAE . C,71.55 H6.24;, N8.O7;

sEami4h: C,71.34; H6.45 N7.8%.
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3= 36.49] 80

(E)-1-[1-(3,4- & F — f 3 3 #)-1,3,4,9-m9 £.-B-~Fak-2-4]-3-(3,5-
AR T H-4-F A ) R 187

A5 ) 20 $1&A8E 6 F ik, 2R A(E)-3,5- =R T AR4-72%
M A EAERF, ML T ELLEFR A FELRY A RS,
=& 45%.

MP: 137 C.

A 81

(E)-3-[3-BA%-3-[1-(4-F B A3 A F 5)-1,3,4,9-m &-B-oFok-2-4)
P B AR 3 BR T B

A 55 L) 20 #)&-48E) 895 ik, 122 B P a4k 8 Fe(E)-3-(2-# 4
- ToHy )3 F B8 P B5(#4% Baker, S. R.; Jamieson, W.B; Todd, A. EP
134111 Al Frid F 486 R4, R 2-ABTELREFIANEGELE
oh 69 B ARiLEH, &R 70%.
MP: 182 °C.

4-#7 CagHasN20s:

31k C,72.86; H,5.3; N,5.66;
Zml{E - C,72.49; H,5.31; N, 5.68%.

345 82

(E)-2-[3-8A%-3-[1-(3,4- & F — & A F #)-1,3,4,9-v9 £-B-~Frk-2-
H)- A AR TR

AL b4 31 B &ARE 8955 ik, 122 B 32564 75 69406 HE R
#, ATBEPELELEFI ARG EL R B RS, &F 78%.
MP: 174 °C.

447 CaaH22N20s!
i+ B AL C,72.09; H4.75 N6.01

Zml{ C,72.53, H,4.72. N.5.76%.

3] 83

(E)-(4-[3-FA-3-[1-(3,4- 2 F = RA K H)-1,3,4,9-09 £-B--Foik-2-
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) RH AR AL LH LA
Y5 3645 79 4 A0 R 6 F ik, A% A a4 22 e9ibE e i
KRB TEAERAT, NLEB2-HBEVYELLEFEAFELHRN BT
o, ;& 28%.
MP: 99-88 °C.
A5 CayH2sN205. 2.4H,0:

++H A4 C,65.57;, H5.82; N 4.€3;
LA C,65.34; H,5.4; N,5.09%.

F 34 84

(E)-(4-[3-8A%-3-[1-(3,4- B ¥ = F A K 35)-1,3,4,9-0 £-p-oFok-2-
A)-A AR LB

Y5 65 31 #1-&40E 65 &, A2 F £k 73 e9ibEmes L
BRI A BAT, A iPrO2-RBE T &4 LG RE| Y G &4 ah v B ARLS
M, FE51%.

MP: 231 °C.
57 CasH24N20s. 0.25iPrOH:
H R4 C,72.11; H, 5.29, N,5.64,
FZai{s . C, 71.9;H, 515 N, 5.74%.

34| 85
(E)-(4-[3-8AR-3-(1-G,4- & F = #)-1,3,4,9-v9 S-B--Fok-2-
)R ERA)TH

A Y F34) 31 H&ARRF 695 ik, 2R A £kt 83 e9iL-mtE R
A IPRLO2-REFELEREFEARES RGO AFEH, S5
45%.

MP: 158-160 °C.
{q\#ﬁ’ ngHngzos . 09H20

3+ F4h: C,67.93: H 507, N,5.46;
sim{4 - C,68.0; H,4.88, N.5.21%.
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345 86
(E)-1-[1-(3,4- & F — f 3 K #)-1,3,4,9-w9 £.-B-Fok-2-2]-3-(3-54
A -4- TR F R ) A M- 1-B7
A5 F364] 20 $1&F0E 695 ik, 422 F(E)-3-#5 A -4- FAX P AR 8%
YERA, MUBTELLEAAARTEL L ARLEY, & 56%.
MP. 240 °C.
5T Ca7H20N30sCH:

FHAL: C 6461 H,4.02: N,8.37;
smifa 0 C,64.5; H,3.97; N,8.28%.

5 3645 87

(E)-1-[1-(3,4- & F = F R 5 45)-1,3,4,9-m9 £-B-=Fobk-2-25]-3-(5-74
A2-FAREA) F $H- -8R

R B St 20 £ &40 69 5 %, AL B (E)-5-54 2h-2- BK B AR AR
Y BAy, MLBE AR T ERLEFINAEEL LG ALY, FF
44%.

MP: 146 °C.
4537 CarH20N30sCl 0.1H:O:

i+ FAE: C,64.38; H.4.04; N,8.34;
Sml4 : C,64.12; H,3.81; N,8.35%.

%) 88

(E)-3-8AR-4-[3- BAR-3-[1-3,4- T F = RAFHK)-1,3,4,9-19 £-B-~F
wh-2-2k | A AR F 8RB

A5 384 20 #1 &ABR 89 5 ik, AR A P EMR 32 4 RA, AT
By BT g e Key AAFILEH, FE 5T%.

MP: 166 °C.
#r CasH2aN20sCl 0.15EtOH:
i+ H A5 C,67.43; H,4.62; N,5.37;
SM4E . C,67.09; H,4.568, N,551%.
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FE 4] 89

(E)-(4-[3-FAR-3-(1-(3,4- 2 F = £ L 3 )-1,3,4,9-19 £-p-=Fok-2-
A)AHAITAR)TE

X5 B34 79 #) A8 E 69 F &, (2.2 M & EtOH + #9(E)-(4-[3-
FAK-3-(1-(3,4- F = F A3 H)-1,3,4,9-v9 A-B-rFok-2-28) d 5 KT 5
)T B TESVERA, AT BT T EFE ARG E B Ay B AT
&, R 40%.

MP: 162-163 °C.
Z#7 CaoHasN20g. 0.1H-0:
+H AL C,68.17; H,5.13; N,5.49;
Zmi{a 0 C,68.16; H,5.48, N.5.51%.

(E)-(4-[3-8AR-3-(1-(3,4- T F = £ A3 )-1,3,4,9-v9 £-B-oFobk-2-
A)AEAFREA) LB LB

) 5348 39 4644 (0.7g, 1.5mmol)#9 50ml DMF 5% W Ae A8 B
47(0.25g, 1.2 equiv.)Feo &A% LB ZE5(0.2ml, 1.1 equiv.). T 60 C Aok~
& 693844 £ BAHEH £ (tle A, DCM: MeOH (95:5)). # A #rib-&-44
(Rf = 0.8). A& DMF &, ¥&EEHIET 150ml DCM +, A 2x50ml
Kok, LZHEBATIR SE6ETH4L, A DCM i, FEAE
&4 K 69 B AR1L-6-41(0.85g, 11%).

TH NMR (CDCl3) & 7.8-6.65 (m, 14H), 5.9 (s, 2H), 4.7 (s, 2H), 4.6-4.3 (g, 2H),
4.2-4.0 (m, 4H), 3.6-3.5 (m, 1H), 3.2-2.9 (m, 2H), 1.3-1.2 (1, 3H).

=34 90
(E)-1-[1-(3,4- & F —f 3 K)-1,3,4,9-09 &-B-=Frk-2-24]-3-(5-K
-2- B R H-1-87
A5 4 64 5| &HF 6k, 122 B A4 87 9Lk R
-7G -
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#, MZEEDCM ¥ £ 761584 a et Re) BiFiLddm, FF
17%.

MP: 251-252 °C.
HHF Ca7H22CINL,O5. 0.4H,0:
i+ H44: C67.68 H48 NB877:
Fml4h . C.67.71;, H4.73: N B.65%.

23645 91

(E)-3-RAX-4-[3-AAK-3-[1-(3,4- B F = A A F K)-1,3,4,9-19 £-B-°F
h-2-2) A AR R T B

B 5 g4 31 4) &ARR M 5 ik, 128 A F2364) 88 &G-S MR R
H, M 2-ABTELLEFINEERH R BIFLEH, FE 40%.

MP: 169 °C.
447 CasH21N20s. H20:
i+ HAs: C,64.8, H4.47; N 540,
pl4f: C,64.47, H,4.13; N,5.60%.

5347 92

(E)-1-[1-(3,4- 2% — A A X 3)-1,3,4,9-v9 £ -B-Fak-2-24]-3-(3,5-
TR KA AR IR ) R M- 1-ER

B 5 F564] 20 #1&A8 R #95 . 122 A(E)-3,5- =8 R-4-54 A
A BAT, MTBL K PERERLSFE NG ELERYBRLEY, &
£ 13%,

MP: 148-150 °C.
7 CorH20N2048Br;. 1.6EtOH:

it ¥18: C,54.14;, H 4.45, N 4.18;
g4 C,54.1; H,4.15; N,3.77%.

34 93
(E)-1-[1-(3,4- & F = f. A& F 3)-1,3 4,9-v9 A -B-rFobk-2-2 ]-3-(4-(2-
I AR R /R F b-1-ER
- 80 -
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A5 E£#4) 79 #&ABE 8 5 ik, 122 R £ 22 A
EEAFHEAEAMEEH, A TEDCM AR FELLEEINAGELE
an &9 B ARL G4, & 16%.

MP: 106 °C.

’)’J\*ﬁ' ngHnN;Oa. O3HzO
i+ H A4 C,72.65; H,6.40; N,7.94,
EZm{E: C,72.74; H,6.56;, N.7.63%.

5 45 94

(E)-2-RAK-5-[3-BAR-3-[1-3,4-E F —F A&
opR-2- 2% ) F M A 3K F B P B

A5 EZ3#A4] 20 #E&FE 95 %, 122 B Pk 334584, AT
B DCM ¥ F 4 a5 SR F| A 8 &5 R eh B ARL&4, &£ 59%.
MP: 228 °C.

ﬁ\#ﬁ' ngHng‘NzOs 105H20
H 4. C,65.24; H,4.74; N,5.25;
s {f : C,64.91;, H,4.27; N,5.13%.

#)-1,3,4,9-m9 -B-*F

5L 345 95

(E)-1-[1-(3,4- & ¥ — ALK 2)-1,3,4,9-09 £-B-~Fok-2-K]-3-(4-(2-
ZHAARE LB EL)HH-1-5

AL g3 79 | &AE 6 F ik, 2R R Ea 22 {Lb-hFe —F
AERECAFTMERK, NFBE KT ELLEFINAREELDY
AAntueth, & & 12%.
MP: 92-93 °C.

év\*ﬁ’ C:sH39N304:
++H A4 C,74.31; H,6.95; N,7.43;

FM4A: C,74.34, H,7.16; N,7.10%.

EAEH) 96
(E)-2-FAR-5-[3-BA%-3-[1-(3.4- B P — @ %
- 81 -
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oh-2-25) A AR T &R
A5 i) 31 ¥ &R & F ik, 122 K6k 94 a9 1E R
#, IWFEBYELLEFIN G ELEHY AR, ~FE 78%.
MP: 178 °C.
5?\7}}1' CzaquNzOs. 0.7MeQOH:;

#+ H 15: C,65.86; H 4.58; N,5.35;
siml{h: C, 6573 H 444 N 551%.

A7) 97

(E)-1-[1-(3,4- T F —~F 3 ¥ 35)-1,3,4,9-w9 & -B-Fok-2-K]-3-(3-5&
A 4-FE R IR R H-1-R

AL L) 20 H|&A0E 605 &, 2R A PR 34 ERA, RS
By E&S RN FEER A FILEeH, FET7%.

MP: 172 C.

#4798

(E)-1-[1-(3,4- & ¥ — @ A K H)-1.3,4,9-v9 £ -B-Fak-2-2]-3-(3,5-
S A4 B RIE ) R M- 1-ER)

5 FA4 20 4 &F0E 6 F i, 422 B PR 35 4ERAT, AT
KT ELER SR A G EH RN AiRES, FE 7%,

MP: 151-152 °C.
M CasHasN204. 0.4H,0:
it HAL: C,73.52, H,5.7; N,5.91;
s C.73.56; H,56.59; N 6.29%.

S A4] 99
(E)-1-[1-(3,4- 3 ¥ — & A ¥ #£)-1,3,4,9-v9 &-p-+Foh-2-25]-3-(3-(2-
Z WA RA R4 A F )R E-1-57
AL E3bA 79 HEF0E &9 F ik, 42,2 B kA 97 94t Fe =
PEREZLEAEMERA, NTBFTITLALEFIAEXENS RN E
LG, & 18%.
-82 -
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MP: 189 °C.
4 CaHioN4QOs. 1.5H0:
W H A4 C,64.02; H572 N,9.63;
4 C,64.18; H,5.41; N,.9.21%.

%34 100

(E)-1-[1-(3,4- T F — R L % 4)-1,3,4,9-w9 F-p-+Fopk-2-2]-3-(3-(2-
T AR A4 RAE )R H-1-8

A5 323645 64 %) GA0E) 6475 &, {22 A 5264 99 AL-&-4h 48 A
MNP0 W &4 b B /R F K & R 69 B ARiL e, & 17%.

MP: 143 °C.
5‘3\*)1’ C31H32N4O4. OSHzO

+#+H {4 C,69.78 H6.23; N,10.5,
{4 ; C,69.87; H,5.98; N,10.42%.

3641 101
(E)-1-[1-(3,4- & F — A F H£)-1,3,4,9-v9 £ -B-Fobh-2-5]-3-(3-54
432 25-5-F AR F IR R E-1-8
&5 52364 20 #l-&4a R 6d ik, A2R A TR 36 4ERF AT
B DCM ¥ E&5dh BRI A R Z B4 K e) A Anfeadh, £ 45%.
MP: 172 °C.
53 C2sH2aN307. 0.8H,0:

i+ H AL C83.7; H4.7, N7.95
4 C,63.71; H 4.31;, N,7.98%.

2 3545 102

(E)-1-[1-(3,4- & P — A 5 1)-1,3,4,9-19 £-B-~Fobk-2-2]-3-3-f-
) A H-1-8

A5 E44] 20 4| &40 5 69 F ik, 122 A(E)-3-RRAARMER
A, NLEBTELSRHERIAL G EELY A e, &% 48%.

-83.
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MP: 212-213 °C.
4#7 Ca7H21CIN; O:
HHAL: C,70.97; H 463, N6.13
244 : C,70.65 H,4.63; N,6.16%.

F#45) 103

(E)-1-[1-(4- F &3k 3)-1,3,4,9-19 £ -B-Fok-2-K]-3-(2- FAR-5-58
AR FHH-1-8

B 5 F364) 20 B EARE 69 5 ik, AZR A F )4k 2 Fo(BE)-2- #AX-5-
FEE PV HEBRAERAT, A 2-ABL T E 4L B AR Y &4y K8 B ARiL S
M1, FE18%.

MP: 136-138 °C.
a-#7 CarH22CINAO,. 0.2H,0:
i+ F A C.6588; H 4.53; N B 55:
=4 C,65.91; H 4.4, N B.42%.

S 3.45) 104

(E)-1-[1-(3,4- & ¥ — A A ¥ H)-1,3,4,9-v9 £-B-+Fohk-2-7K]-3-(2,6-
ZRE )R M -1-87

AL 64 20 H&A8 B 4 F &, 122 BI(E)-2,6-— 54X A AR BR 4E
A, MIRCIE P ELE LSRN & & X6 B AL ed, & 41%.

MP: 118-120 °C.
&4 CarH20Cl2N20O35. 0.2H;0:
++H 44 C6552;, H4.15 N, 5.66;
Fm 4t C,65.74, H,4.62; N,5.28%.

347 105
(E)-1-[1-(3,4- & W = F AL ¥ H)-1,3,4,9-09 S.-B-~Fok-2-2]-3-(4-F
A A P R ) o - 1- 5
FEERT, HE-1-[1-B4-F ~F8ILFH)-1,3,4,9-9 & -p-*Fobk-
2-#]-3-(4-F A T R AT A KAL) A H-1-89(0.46g, 1.1 mmol),
-84 -
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NaBH;CN (0.14g, 2.3mmol)#= Z#2(0.11ml) 47 20ml F B3 & 33 1 /1
8. A S0ml 4o o B B AR AR IR A TE R AR, Al 2x 30 ml
DCM %8, A &A% LARMA TR AZREFIEEGEH Fi
2 FE S Brik BAF 454K, ) DCM :MeOH (97:3)4F 4 #eAtlia . A DCM:
RO P FL LIFE] A G E 4 K8 B ARMLEH(0.05g, 10%).

MP: 201 °C.
241 CasH27C1N3Os. 0.5H,0:
#+H 45 C,73.4; H5.985 N, 8.85;
a0 C.73.66; H,5.82;, N,8.57%.

J 3640 23 4864 (0.5g, 1.0 mmol)#) P EF 69 H IR S T
(1.6ml, 1.5 equiv., 33% T ZE )& 1 e, B= R LF2(E)-1-[1-
(34-T&F —H A K H)-1,3,4,9-v9 £-B-~Fobk-2-K]-3-4- FEAERLFT A
F A FHE-1-87(0.46g, 90%).

'"H NMR (CDCl,, 250 MHz) § 8.2 (d, 1H), 8.1 (s, 1H), 7.8-7.65 (m, 3H), 7.55-7.5
(m, 3H), 7.4-7.1 (m, 3H), 7.0-6.85 (m, 2H), 6.8-6.6 (dd, 2H}, 5.9 (s, 2H), 4.2-41

(br d, 1H), 3.5 (s+m, 4H), 3.05-2.85 (m, 2H).

FZH#A5] 106

(B)-1-[1-(3,4- & ¥ — R F 3)-1,3,4,9-v9 £ -B-=Fok-2-4£]-3-(3-F
AR K -1-87

A5 g4 20 H&AF 6 F ik, 2R R(E)-3-FARARER
A, MTEET EL ST A 6 EH R BIFEHMH, FF67%.

MP: 196 °C.
43 # CasH24N2Os:
it HE AL C.77.04; H 554, N6.62;
Fm{E: C,76.76; H,5.56; N,6.33%.

S 3d5) 107
(E)-N-F A (4-[3- EAA(1-(3,4-T F = FHF)-1,3,4,9-09 £-p-F
whk-2-F5) 5 M A | A B A
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5 £ 20 #] & ABE 4T F i, {22 A (E)-4-(N-F A a4 Bhak) A
HEBAEEH, NLBKFTEELEFI L[ BIAAEH, &
799,

MP: 162 °C.
4 # CaatasN3Os. 0.4ELOH:
AL C,64.78: H,5.17; N,7.87;
FEM{E : C,64.46,H,4.82: N 7.76%.

FE3E4) 108

(E)-1-[1-(3,4- & ¥ — & AL F H)-1,3,4,9-v9 £.-p-~Fopk-2-25]-3-(3-#
H4- A AR/ H-1-87

A5 336480 20 ) &0 F &5 ik, 122 F(E)-3-FA-4-LEr A f it
BRAR R, A TBE P E 4GB FEY K 256y Birfe s, FF
87%.

MP:. 217-218 °C.
47\7?)1' ngHuNgOsf
+FF A4 C,72.49; H,56.03; N,5.83,
Em4d ;0 C,72.24; H,5.25; N,5.53%.

345 109

(B)-1-[1-(2,3- = 8.3 FFvkwh-5-25)-1,3,4,9-v9 £.-B-~Fobk-2- K ]-3-(2-
F-5-F5 2 ) 7 M- 1 -8R

B 5 36400 20 #) AR ¢ F 2, {22 R P AR 10 Fo2(E)-2-&.-5-
A P AR ERAE B, A LBLK(95:5) P E LN EIFE A E L L9 E
RALeH, FE 62%.

MP: 154 °C.
h\*ﬁ' C27szC|N304. OEJ(H:OMEOH)
it HA4#: C,66.08; H,4.55; N,8.36:
Fml{E: C,66.3; H4.52; N,7.94%.
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EH#A] 110

(E)-1-[1-(3,4- & F — A A ¥ #)-1,3,4,9-m9 £-B-~Fohk-2-2]-3-2-#%
IR - 1-87

H L5 L4 20 H &ARF 85 ik, 2R B(E)-2-7ZE A #HBRAER
#, ATE AT ELLEFI A G ELERNBARLESY, FEAT%.

MP: 154 °C.
4-Hr CarH2aN; 04 0.6H,;0:
S+ ¥4A: C,72.18: H,5.2; N,B.24;
samlds : C,72.19; H,4.83; N,6.13%.

F A 111
(E)-1-[1-(3,4- & F = FA K 2)-1,3,4,9-v9 A-B-~Fobk-2-25]-3-(3-74
A2k - 1- R KR R - 1R
Y FE47] 20 H AR R M5 ik, 2R R Pk 37 HERA AT
B EALGHEAFEL R BIFLEH, FF 31%.
MP: 162-163 °C.
4 #F CaaHoN4Os. 0.2H,0:

i+H A48 C 6552 H,584: N9.55
S {A- C 659 H,549 N ,9.59%.

EHAE] 112
(E)-1-[1-(2,3- = &k F 7k "#-5-45)-1,3,4,9-19 £ -p-Fok-2-4]-3-3%
B A K-1-87
J 5 366 | 4 &4RE 6 F ik, {22 B P4 10 4E B4, ATB
TEERSFIAOeELMNBiRRESH, T 52%.
MP: 180 °C.
4-# CoeH24N207

i+ J 44 C,79.98; H,5.75 N.B.66,
a4 C,79.94; H,5.88, N,6.62%.

A 113
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(E)-1-[1-(4-F 7 2 5 25 )-1,3,4,9-v9 & -B-wFobh-2-28]-3-(3-A A )
7 K- 1- B

A B Faa] 20 # &ARFE 64 5 3, 122 R 11 F=(E)-3-# 40
A RA, NLHRPELLERAINAFELELY AFEY, FR
54%,

MP: 195 °C.
AT CaeH2rNL O3
+H{4: C,74.82; H,5.85; N,9.03;
Fm|{i: C,74.43: H,5.84; N,9.17%.

F3H] 114

(B)-1-[1-(2,3-= 838 FF kv -5-25)-1,3,4,9-v9 £-B-~Fok-2-4]-3-(3-
B A AR B M- 1 - B

A 5 EAA) 20 #4448 F) 69 5 ik, {22 A F 4R 10 F=(E)-3-A4 K
ARBAE R, ALBTYEELERIANGELRG BTSN, FF
35%.

MP: 174-176 °C.
4 CasH2aN2Os 0.1H,0:
++HE AL C,71.97; H,50; N899,
Zim|{&: C.71.78; H,4.89; N,B.83%.

E AT 115
(E)-(R)-1-[1-(3,4- & F — A A ¥ %)-1,3,4,9-v9 £-p-=Fok-2- A ]-3-3%
2 & -1 - R ‘
AL 4] | 4 &8R4 F &, (=22 R P4k 19 1ERH MTB
VE LS GFE N G E LSS B AR, FE 60%.
MP: 232-233 °C.
h\#ﬁ’ C27H23N203. O2H20
Wt HAL: C,76.11; H,5.3; N,6.57;
Ea4h: C,76.2; H,5.27: N.6.77%
[a]p?' =-336 (c = 0.50, MeOH).

- 88 -



10

15

20

25

LA 116
(E)-(S)-1-[1-(3,4-T& F — F A K %)-1,3,4,9-m9 £-B-~Fok-2-2K]-3-%
I R B -1-87
A 5 52364 1 #4448 B &9 7 i, 122 A F 94k 18 4E R4+, A iPrOH
b E L GRRA G G Rt B ALY, TR 32%.
MP: 235-238 °C.
7’7\#& Cz?HngzOJ. O‘IHzO
it B4 C,76.43; H,5.27; N,6.6;
FEiM4f - C,76.26; H,5.21: N,6.61%.
[a]p?! = 378 (c = 0.5, MeOH).
Sz 117
(E)-1-[1-(4-F 3K H)-1,3,4,9-v9 & -p-Fobh-2-A4]-3-C-#H L 5 )
7 M- 1-BR
A5 34 20 #E&F8F 80 5 ik, 422 A FiEk 2 Fo(E)-3-F A
BEBAERA, ALBPELSHEHENFELSEZYARNES, &5
63%.

MP: 227 °C.
A7 CorH2aN3 04 0.1EtOH:
++HA4L: C,71.32; H519, NS.17,
M 4E; C,70.96; H,5.14; N.9.23%.

FHA 118

(E)-1-[1-(4-F A F 2)-1,3,4,9-09 £-B-~Fobk-2-3K]-3-(2-F-5-FA AKX
) F H-1-57)

A5 32364 20 #1448 R 69 5 &, 122 B P E ik 6 Fo(E)-2-#-5-74
AAAHBERA, ATBFPELLE/INEEH R B R,
=& 57%,

MP: 211-213 °C.
é\]\#ﬁ’ C27H2301N3O3:

i+ B Af - C.68.72; H,4.7;, N,8.5;
sEmi4f: C,88.42; H,4.73; N,8.91%.
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F 34 119

(E)-N-(v9 &7k 5 -2- 2 F #)-3-[3-BAR-3-(1-(3,4- & F = A 4 )-
1,3,4,9-v9 £.-B-~Fok-2- ) B AR K F BBk

5 33640 20 BE&ARE 69 5 ik, AR B A 70 e9iLEthFer
SACER AR RA, MALBEFPELELBFE NG EHN KM A RS
#r, FE 30%.

MP: 172-173 °C.
5 CaaHa N1 Og. 0.4H,0:
¥4 C71.18; H,5.76; N,7.55;
ZM{E: C,71.1; H,5.88; N,7.45%.

A 120

(E)-1-[1-(1,2- =&AL 2 -5-)-1,3,4,9-v9 f-B-"Fohk-2- A ]-3- K4 5
¥ -1-8F]

5 2464 1 #8068 F %, 122 R FRE4R 9 Fovg R AL R
VERFy, MLBETEFLLEHFIN G EL MY BAFNEGY, & 51%.

MP: 223 °C.
S#7 CagHzaN,0O. 0.4H,0:

4 ¥4f: C,81.81; H.B.34; N6.58;
S| {A: C,81.87; H,6.34; N,6.5%.

SEHeAR) 121

(B)»1-{1-G.4- & F = AHEK H)-13,4,9-w K-p-=Foik-2-£]-3-(3-2
B 2R 2 AR ) 7 A - 1- B

A5 6] 20 Hl&40 B 60 F %, 122 A 3-LELA N ABGRE
Cleland, G. H. J. Org. Chem. 1969, 34, 744-747 BriX F i 4] &)E & A,

INTEE T E &SGR AR EH R BARLEH, FF N%.
MP: 191 °C.
47 CaoH24CINZQu
i+ FA4: C.74.98;, H,5.21, N6.03;
-90 -
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L@ {h: C,74.85 H,5.28; N6.1%.

F A 122

(E)-1-[1-(2,3- = & F Fvkh-5-2)-1,3,4,9-v9 & -B-~Fok-2-2]-3-(4-
Q-=—FARETZEIL)FA)RH-1-81

A5 3234 20 # &AAF 6k, A2 R TR 10 Fo P jE] 4K 25
Y B#t, MW CH;CN F &4 451330 G &4 e BiRiesh, &
37%.

MP: 146 °C.
437 CsaH33N305. 1.5H;0:
i+ H4h: C.71.88; HE.79; N,7.85;
EM4A ; C,72.04;, H,7.09;, N 7.93%.

A 123

(E)-4-[3-FAK-3-[1-(4-F A A K E)-1,3,4,9-79 £-B-Fobk-2- 25 | B 1
A F B B

A5 Zakt) 20 4l &ABE 6T F &, AR A P 4K 2 Fe(E)-4-(2-FR %
LHAVEFHRTEFERA RNLBYELREHFIARELSRN B A
e, =& 73%.

MP: 188 °C.
2 #r CaeHzsN204. 0.1EtOH:
3+ E{E: C.74.44;, H569; N595
= 4f . C,74.1; H, 5.65 N,6.01%.

LA 124

(E)-1-[1-(3,4- & W — @A 3% 25)-1,3 4,9-v9 &.-B-"Fok-2-2L]-3-(4- F
A3 4- = R -2H-F5[1,4]7%%-6- ) & Hr-1 -8

B 5 Rk 20 #l &A8F 605 &, 122 A PlEk 38 4ERA, AT

By FL4 LA A Re s R B iaed, & 69%.
MP: 231-232 °C.

5’7\7*)? ngstNan. O‘lEtOH
-91 -
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W E 44 . C,73.01; H,5.51; N, 8.51;
oiml4f : C,72.54; H,5.58: N,8.44%.

kA 125

(E)-1-[1-(3,4- & F — R A K 5)-1,3,4,9-m9 A-p-oFobk-2-4]-3-(2- %
A5 A A O - 1 -

Al 234 20 #l &4 E 69 5 ik, 122 A P ER 39 4E R, AT
By P T RBIFE AR EL A BIRLEH, FF 30%,

MP: 205 °C.
4#5 CarH21N3Os. 0.6EtOH:

i+ H 14 C 6578 H514: N7.94:
FiM|{A: C 65.52; H4.98 N 8.04%.

FHAF) 126

(E)-4-[3-84%-3-[1-(2,3-= &R FF vk mn-5-4)-1,3,4,9-79 S -B-~F k-
2-F R AR K P B ¥ B

B 5 £ 20 #&48E 69 5 %, 122 B P IEMER 10 Fo P a4 (E)-
4-2-B A UHER)E PR FTEAERA, NLBFTELRLERI NG 64
ReG B AR, & 88%.

MP: 186 °C.
S CaoH2sN204. 0.2H,0:

FEAE: C,74.73, H,5.52;, N,5.81;
sl C,75.45; H, 5.38, N,6.07%.

FAH] 127

(E)-4-[3-FBAR-3-[1(4-F A FKH)-1,3,4,9-v9 Z-pB--Fok-2- A& 5
ARPRFER

A5 2464 31 Fl &R 695 %k, 122 F E3hp] 123 e 1ER
#, ATE KT EFLRHEHFRAREL YA RILEY, FE43%,
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MP: 147-149 °C.
4 CasHaaN2O4:
it H A C,74.32; H,5.35; N,6.19;
SamiMA: C,74.3; H,5.37; N,6.07%.

F 364 128
(E)-4-[3-FAR-3-[1-(2,3- = & F F7k-5-25)-1,3,4,9- 19 £-B-+Fobk-
2-FR ) AmM AR R T B
A5 4] 3] #E&ABE 8 F ik, {22 B £HH 126 LeWIER
# AFEFEELERB NG EL LA i wm R 53%.
MP: 222-224 °C.
A CagM24N204:

#H1E: C,74.98 H 521, N6.03;
w4 C.75.21: H,5.3;: N.6.21%.

52 3#45) 129
(B)-1-[1-(F 3k rd-5-4)-1,3,4,9-v9 £ -B-=Fopk-2- 2K ]-3- 3 38 ) 4-1-

Ap)
A5 LA 1 B 240 E 6 5k, 422 B P aaR 12 4 RE, AT EE
PEELGAIAGEES B IR, FE35%.

MP: 241-242 °C.
4 # CasH2oN202
#+ %44 C,80.36; H,5.3; N.6.69;
g4k : C,80.44; H,5.3, N,6.89%.

F 34 130

(E)-3-[3-8AX-3-(1-(3,4- ¥ — 8K ¥ 3)-1,3,4,9-9 F-B-+Fobk-2-
A)- A R RN = AU BB R B
R 5 364 20 1 &F0F 05 i, 122 F P REK 40 1ER0H, M

By ELRERE A G EE R RS, 5 38%
MP: 169 °C.
47 CaaHaiFaN206S. 0.2H,0:
i+ H A48 C,58.58, H,3.76; N,4.88;
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FMl4A: C,58.84; H,3.71; N.4.3%.

349 131

(E)-1-[1-(3,4- 2 W — A K K H)-1,3,4,9-v9 £-B-Fok-2-2]-3-[4-(2-
PR CRB)EA A H-1-57

Al 5 44 20 #) & E 69 5 ik, 122 B (E)-4-Q-2A LEIF K
(#%3& Oku, T.; Kayakiri, H.; Satoh, S.; Abe, Y.; Sawada, Y.; Inoue, T.;
Tanaka, H.; EP 622361 Atif 7 L #| &) 1ER#A, ALB T ELLEFE
A6 &S A ARLeY, TR 57%.

MP: 136 °C.
4 A CagHasN20s. 1.2EtOH:

i+ 44 : C,58.58;, H,3.76; N,4.88,
|44 C,58.84; H3.71;, N,4.3%.

FHA) 132

(B)-1-[1-(FF "k 7h-5-%)-1,3,4,9-v9 & -B-rFok-2-2%)]-3-(4-(2-=F
A RETEI)FIE)® H-1-57

5 k] 20 FI&ARR) 69 7 ik, 122 A F a4 12 Fo P a4k 25
VERA, M CH;CN P E4 L G1F8 4G &40 Biriksd, F&
23%.

MP:. 159 °C.
4 #7 C32M31N3O5. 0.1H,0:
++H44: C7575 H6.2, NB.28:
HM4a: C,75.58; H,5.97; N,8.35%.

EAA) 133
(E)-1-[1-(3,4- & P —F K 3K 3)-1,3,4,9-9 R -B-=Fobk-2-4)-3-(2-=
A AR F ) A b1 -BR)
A& 323640 20 #) & AR E 895 %k, 122 A(E)-2- =W AL A B
(#3% Suschitzky, H.; Hollywood, F. Synthesis 1982, 662-665 Ffid 7 ik 4!
-94 -
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BVERA, ATER KT E4RSRHNEEH R BiFLEH, SR
51%.

MP: 172 °C.
s # CasH2rN3Ox
s+§ 48 C,74.82, H,5.85 N,9.03;
44 C,74.75; H,5.85 N,8.9%.

FEHp) 134

(E)-1-[1-3.4- 2 F — A K H)-1,3,4,9-09 £-B-wFk-2-2)-3-(2-2%
v -1-25 F AR R M- 1 -8R

A 55 52364 20 41448 B 69 75 ik, 422 B (E)-2-7% "2 -1- 2 A AR B (R
3% Suschitzky, H.; Hollywood, F. Synthesis 1982, 662-665 BTk 7 ik 4] &)
1B, ATBLR T ELHGEFE A EN RS B iFLem, FE
37%.

MP: 129 °C.
547 CaaH3N3Ost
++ ¥ 44 C,76.02; H,6.18, N,8.31;
Fiml4E - C,75.66; H,6.18; N,8.28%.

EHF] 135

(E)-4-[3-BAR-3-[1-(F -k rh-5-5)-1,3,4,9-79 £-B--Fobk-2-4&]- &
M 25 ) R F B B

B 5 2] 20 ) &A8E 6 7 ik, 122 8 & 4K 12 Fo(E)-4-(2-#
ELHAVETR FEMER, ALBTELSREHFEAFZELLNE
RS, & 76%.

MP: 221 °C.
4 CaoH2aN204:
i+ F44 . C,75.62; H,5.08; N,5.88;
a4 C,75.75, H,5.31, N,5.88%.

A4 136
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(E)-4-[3-(1-F F=x"d-5-25-1,3,4,9-v9 £ -B-=Fobk-2-5)-3-BAK- R 5
AR T8

B 5 s34 31 #) &40 B &9 7 &, 182 A 384 135 a9 aW it R
#, M CH;CN P F4 853348 F &40 8 iaibeds, % 66%.

MP: 283 °C.
4% CasH2aN2O4. 0.6H;0:
3 54A: C,73.59; H,4.94: N,5.92;
FiMl44: C,73.48; H,4.78; N,5.93%.

F A5 137
(E)-4-[3-BAX-3-(1-(3,4- & F — A I F 3)-1,3,4,9-v9 &-B-=Fopk-2-3%)
G b AR R ) = AU AR A R ES
A5 3645 20 H & AAE 605 ik, 122 R PR 41 ERA KT
By LR eEh0BRLEH, FE 5%,
MP: 254 °C.
Z# CasHaiF3N20sS:

i+ H 44 . C,58.95 H,3.71; N.4.91;
gLaj{s: C,58.79; H,3.8, N4.77%.

L34 138

(E)-1-[1-(3,4- & F — F 3 3 35)-1,3,4,9-v9 &-B-~Foph-2-2)-3-(2-(2-
Z P RRA T A L) A H-1-57

A 5 364 79 ) EA0E 89 F ik, 122 R KRS 110 LA Fa = F
ABACHEAFRA A CHCON AR P ELS R EFHAZELELY
H Arf{ledy, & 70%.

MP: 131 °C.
A5 CaHaNaOu. 1.3H0:

+ HAf: C,68.95 H,6.35; N,7.88;
gl : C.69.77; H,6.28: N,7.84%.

L4 139
-96 -
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(E)-1-[1-(3 #-4-F &I ¥ 2)-1,3,4,9-w9 £-B-~Fak-2-K]-3-F K&
¥ -1-8
R 5 Fa64) 1 5 &40 8 09 5 %, 122 A P a4 14 £ B4, AADCM:
RO P ELERGFR AN G EL R BIFLESW, & 66%.
MP: 122 °C.
4 CarH2aFN,O,. 0.4CHCly:

i+ ¥4 : C,71.47; H,5.21, N,6.08;
s {a: C,71.46; H,5.27; N,6.12%.

4] 140

(E)-(R)-1-[1-(2,3-= &K vk vl-5-2)-1,3,4,9-v9 A-B-"Fef-2-4)]-
3-(4-Q-~F A AL R E L) HH-1-89

A5 364 20 H|&AF 695 ik, 422 A a4k 20 Fo o E 4R 25
Y BAt, A CH;CN ® &4 8513245 & &4 48409 B 4rikbdh, =&
85%.

MP: 187-183 °C.
47 #7 C32H33N;04:
i EA4L: C75.71, H,6.55; N,8.20;

w4k - C,75.60: H,6.76; N,8.10%.
[«]p?* = -310 (¢ = 0.40, CHCly).

FE 3] 141

(B)-1-(2,3-=- &% 5F[1,4]dioxin-6-3%)-1,3 4,9-v9 &.-B-Fok-2- 2 ]-3-
F A A M-1-50

A5 Lk 1 #lE&A0E 695 &, 122 A PR 13 4R, ATEE
b E L EIFE N G E R B ARILES, FE 39%.

MP: 216 °C.
57 CasH24N205. 0.6H,0:

i+ H A4 C,75.18; H,5.68; N,6.25;
FM4A: C75.17; H,5.41;, N.6.4%,
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LA 142
(E)-1-[1-(2,3- = & 5 "k wh-5-4)-1,3,4,9-09 £ -B-Foik-2-4]-3-(4-
(2-thrEbr-1-28 T ) F R b -1-8R
B 5 5540 20 #&-FE) 69 5 ik, 422 B a4k 10 F= 3 a4k 42
kB, M 2-ABE iPr,O PELELERA NG E L L6 ALY,
A D6%,
MP: 152 °C.
f’J\*fr C34H35N303 OSHQO
4 H4h: C,75.25, H6.69, N,7.74,
siml44: C,75.31; H,6.6; N,7.69%.

FE A 143
(E)-1-[1-(3,4- & F = A ¥ 35)-1,3,4,9-w9 A-B-Fobk-2-2]-3-[4-10
whbr-1- A R R A -1 -8R
A5 3640 20 ¥ &AB R 6905 ik, 122 A PiEK 43 4R A, AT
BARSTELELERIAGEL L BAtedm, FE 73%.

MP: 154 °C.
SHF CayHaeN305. 0.6H,0:
StHAA: C,74.11; H,6.06; N,8.36;
sl4E C,74.22; H,5.97; N,7.97%.

L3645 144

(E)-(R)-1-[1-(2,3-= & F H vk v$-5-5)-1,3,4,9-v9 £ ,-B-oFobk-2- 2 ]-3-
(3-7H F AR R M- 1-89

5 E34) 20 4440 F 69 7 ik, 422 F 4K 20 F=(E)-3-#4 24 A
BHEBAERA, NLBTYELRERINAFELEINBMRLEH, F%

51%.
MP: 155 °C.
4 CasH2aN304
i+ H g C,72.25, H 4.98;, N,9.03;
sml{f: C,72.2; H 5.0, NS 01%.
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[x]p'® = -347 (c = 0.33, MeOH).

F A 145

(E)-1-[1-(3,4- & F — 8 A 3K 3)-1,3,4,9-v9 & -B-Fobk-2-8)-3-[4-2%
w1 - 2R AR O M- 1 -

R & 5236400 20 #] &-Aa ) 69 5 ik, A2Z A P a4k 44 4ER A, AT
B FHaERE A G e e Baniesds, & 69%.

MP: 204 °C.
//‘J\#ﬁ' C3QH24N4O3 Osto

++J44 C,72.68; H,5.04; N,11.3
Lal4E - C,72.67; H,4.85, N,11.34%.

2364 146

(E)-4-[3-[1-(2,3- = & F 5[] ,4]dioxin-6-#)-1,3,4,9-v9 £.-B-~F k-2~
AK)-3- AR A AR R T 85 T e

Y R340 20 #l &40 F 6977 &, {22 P a4k 13 Fo(E)-4-(2-%
ATHRVE TR FTEFRA ATBFELHEFI A EHNKGE
LA, & 35%.

MP: 136 °C.
537 CaoH2sN20s. 0.1H,0:
+HHE 15 C,72.6, H,5.32; N, 5.64;
ZR4A: C,72.31: H,5.26, N.5.74%.

A 147

(E)-1-[1-(2,3- = £ 3 [1,4]dioxin-6-2)-1,3 4,9-v9 £ -B-+Fobk-2- 2 |-
3-(3-7H A A ) & M- 1-8R)

AL At 20 1 EARRE 69 5 ik, 122 B ¥ E4K 13 Fo(E)-3-R A A
HEBAERF, MNTBEY F RS EIRE R R ED RN B Ad, &
# 930,
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MP: 154 °C.
GH CaaH2aN30s. 0.6H,0:
+H 46 C68.31 H,4.95 N 854
ER44: C 6841, H 487 N861%.

F A 148

(E)-1-[1-(2,3-= &35 5 [1,4]dioxin-6-75)-1,3,4,9-79 Z--7Foik-2-
A)]-3-(4-(2-=F A 2 A TR FA) A H-1-87

J & k4R 20 B &ARRE) 89 ik, 422 A FIE4K 13 Fe P Ja] 4k 25
Ve EA, A CH;CN P &4 551354 8 &Em Re) Bt ~&
65%.

MP: 145 C.

F A 149

(E)-1-[1-(3- #-4-F B F 4)-1,3,4,9-9 & -B-Fak-2-2)]-3-(4-(2-
WA RATEA)FEL)HE-1-F

AL st 20 #) &A8 R 09 F ik, 2R Bl F AR 14 Fo P R4K 25
B, M IPRLO T ES S GERE A G EH e 8 iredd, &
60%.

MP: 103 °C.
A7 CayH32FN1Q5. 0.4H,0:
i+ FA%: C,71.49; H,6.35 N,8.07;
sa4a : C,71.4;, H,6.51;, N,8.04%.

Z A 150

(E)-4-[3-[1-(2,3-= &3 #[1,4]dioxin-6-#)-1,3,4,9-v9 £.-B-Fok-2-
E]3-BRAMHRE TR

A L5 E#4] 31 HE&FBE 0 F &, 122 8 E£38EH) 146 1L5H4E R
A, AFTEFELLE/IN G EH KBRS, £ 93%,

MP: 253 °C.
4 CaeH24N,0s. 0.7H;0:
i+ H44: C,70.63; H,5.19; N,568;
LR 44 C,70.78, H5.09; N,5.72%.
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] 151
(E)-(R)-1-[1-(2,3- = &3 37k if-5-%)-1,3,4,9-v9 S -B-~Fok-2-2]-3-
Ak R H-1-ER
R 5 a6 | #-&40E 695 ik, 122/ P a4k 20 15841, AT E
TELELSEFH G E LGB RS, FFE 100%.
MP: 267 °C.
57 CasH24N20::
i+ H 44 C,79.98, H,5.75; N.6.6§;
sal{d 0 C,79.86; H 589, N,6.72%.
[a]p22 = -362 (¢ = 0.35, CHCl,).
FAEAF) 152
(E)-(S)-1-[1-(2,3- = &K ok vh-5-2)-1,3,4,9-v9 £.-B-=Fobk-2-2)]-
3-(4-Q2- =P HE AL CRA)FR) A H-1-B7
AL 364 20 H&ABE) 695 &, A2 R P a4k 21 Fo a4k 25
YEBAE, ACH;CN P ER& L SFEARELE K ARLESY, FF
79%.
MP: 153 °C.
f’i\#ﬁ C32H33N303. OSH;O
++H1m: C,,74.39;, H6.63;, N 8.13;
Lo 44: C,74.36; H,6.63; N .B.44%.
[a]D?' = 314 (c = 0.40, CHCl,).
L A64R] 153
(E)-1-[1-2,3-= & F F+k"H-5-2)-1,3 4,9-19 A .-B-~Fok-2-25]-3-(4-
AR H-1-87
Y E3eb] 20 #&A8E) 695 &, 422 A P A 10 F=(B)-4-£84 A
HEBAERF, AIPIOH P E4 R EEF3 A9 &4 &6 B iribedn, &
£ 43%,
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MP: 183 °C.
447 CaoH3 N3O, 1.6H,0:
++ H{5: C,76.59; H,5.83; 8.57;
@4 C,76.62; H,5.82, N,9.58%.

] 154

(E)-(S)-1-[1-(2,3-= &3 H vk »-5-4)-1,3,4,9-v9 £ -B-=Frobk-2-25]-3-
F A Ry He-1-8R

A5 ] | ) &ABE 67 ok, A2 PRI 21 AERAN LB
T E L GRE A G e BARILEM. T F 98%,

MP: 266 °C.
4 CaaH24N20;. 0.2H;0:
i+ F 44 C,79.30; H,5.80, N,6.61;
a4l C 7924 H,5.92; N.6.48%.
[a]p?° = 356 (c = 0.35, CHCl,).

E e 155

(E)~(8)-1-[1+2,3- = £ FF vk -5-25)-1,3,4,9-v9 £-p-rFobk-2-25]-3-
(34 2RI 7 -1 -6

A B S 20 ) &40 60 5 ik, 2R A P a4 21 Fo(B)-3-55 4
FEERAE AT, M 2-ABE T 4B R A B4 e BARLA,
% 77%.

MP: 143 °C.
5 CasH23N1204. 0.3H,0:
i H4E: C,71.42; H,5.05 N.8.92

M4 C71.51 H 4.98: N, 9.23%.
(alp'® =294 (c = 0.30, CHCI5).

£ #4156
(E)-(R)-1-[1-(2,3-= &K 3 woh-5-45)-1,3,4,9-v9 A-p-rFopk-2-2)]-
3-(4-(1-(S)- P Atk bt -2- 3 - F B L) F ) 5 H-1-89
R 5 A4 20 #1&ATR) $9 57 ik, AZR A P 644 20 Fo P 6 4h 45
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R, N 2RE R RERIA G LB RO BRSH, FE
73%.
MP: 167 °C.
7 # CasHiasN3Oa:
tH 44 C,76.52; H,6.61; N,7.87;

gai{i: C,76.13; H, 6.71: N.7.96%.
([a)p2° = -344 (¢ = 0.30, CHCI3).

EHA| 157

(E)-(R)-1-[1-(2,3-= & FF ok vh-5-45)-1,3,4,9-v9 £ -B-=Fok-2-4]-3-
(3-FZFF L) A Hr-1-8

R 5 F23e4] 20 #) &4 F] 695 ik, 122 A P lE4K 20 F=(E)-3-72 4 A
HEAERA, ANCBTELEMEFEAGEL M AIFLE, FF
93%.

MP: 251 °C.
44 CasH24N203. 0.8H,0:
4k C.74.58 H,5.72; N,6.21;
@44 C,74.58 H,565 N6.17%.
[«]p?! = -342 (c = 0.53, CHCl).

F36A5] 158

(E)-(R)-1-[1-(2,3-= & ¥ 37k h-5-48)-1,3,4,9-v9 £-B-~Foph-2-2)]-
3-(4-(2-=F A RIE-1- TR ZEE)FL) R H-1-87

A5 52364 20 #1 &A0E) 695 ok, 422 A & e 4k 20 Fo ) 4k 46
Ve BAt, A CH:CN T £ 4 51730 4 &4 46 Bizteddth, &%
100%.

MP: 183 °C.
oAt CasHasN303 0.45H;0:
- FA4E C,74.82; H,6.83; N,7.93;
LM {E: C,74.85 H, 6.76; N,8.21%.
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F23e4] 159
(E)-1-(1-3£ 31,3 4,9-79 £-B-"Fok-2-25)-3-(4-(4- F L okek-1-4)-X
) & H-1-89
k5 ) 20 #&AF) 69 5 ik, 422 A TR 1 Ao P a4k 47 4E
JFwt, LB T EHRERE AL EL R A ARLEY, FE26%.
MP: 223-226 °C.
44 CaaH3aNsO;. 0.4H;0:

#+H A4 C 7282, H.6.26 N,10.61;
Za44 C.72.77; H,6.31, N,10.52%.

L3545 160

(E)-(R)-1-[1-(3,4- T F = F A ¥ #)-1,3,4,9-v9 &-B-"FAk-2-25)]-3-
(4-(1-(S)-P A vthog bt -2- 2 - 7 B A F A ) R M- 1 -5

Rl 5 a4 20 4 A8 B 69 F sk, 122 A P E4R 19 Fo P E 4k 45
YERA, MIPLO P E4 LSRR AN G EE R B AFed, &%
83%.

MP: 164 °C.
Z#F Ca3H33N1Qs4. 0.8H;0:
P HAE C,71.82; H,6.35, N,7.61;
@4 C,72.05 H,6.57;, N,7.24%.
[«]p?! = -285 (c = 0.40, CHCl,).

E 4] 161

(E)-(R)-1-[1-(3,4- & F —F A ¥ 5)-1,3,4,9-v9 A-B-=Fok-2-5)]-3-
(4-Q2-—FEEA-1-FRACEEFKR)AHH-1-57

A5 L4 20 B &ARE 85 0, 122 B P E4R 19 Fo P 4K 46
YER#, MIPRO Y EL K BRI A G &4 567 8 iriksd, FF

56%.
MP: 107 °C.
44 CiH3aNaOy. 0.7H,0:
i+ HA4h: C,71.67; H,6.47; N,7.84;
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E A 162
(E)-(R)-1-[1-(3,4- T ¥ — FIE ¥ 2)-1,3,4,9-v9 &-B-Fak-2-2)]-3-
(4-2-—FEBAR A FH) R H-1-87
B 5 2364 20 4] &-A8F 69 F ik, 122 A P a4k 19 Fo a4k 48
YEBA, MIPRLO Y EFERK S/ ANEEL LG ARLEY, %
78%.

MP: 193 °C,
4 CazH3N3O4 1.6H,0:
3 HAE 0 C,69.57; H6.6' N,7.61;
%R 4 C,69.46, H, 6.59: N.7.33%.
[¢]p? = -266 (c = 0.40, CHCls).

F 34 163

(E)-4-[3- B AX-3-[1-(3,4- = B K #)-1,3,4,9-v9 S -p-~Fobk-2-2 |- B K
AR B F B

A5 4] 20 ) &F8E &9 5 %, 122 B FlaKk 15 Fo(B)-4-Q2-%
A THIVEFTERFTEAEBAL ML KT ELLEFINATEH Y
B ARiLE4, & 100%.

MP: 200 °C.
5 CasHa2FaN2O3:
++H4E: C,71.18; H 4.69; N,5.93:
EL4E: C71.21;, H4.77: N6.03%.

EHA) 164

(E)-(R)-[1-(2,3-= &K 5F ok oli-5-45)-1,3,4,9-m9 &-p-=Foph-2-2)]-3-
(4-2- = ZHEBE AR F )R H-1-57

R 5 55646 20 4] & A8 & 75 ik, 122 A P4k 20 F9(E)-3-(4-(2-
Z LA RA TR A)E ) T B (4 Sharpe, G.1.; Shabolt, R.S.; Brown,
G.R.; Ashford, A,; Ross, JW.J. Med. Chem. 1971, 14, 838-842 #) 7 i&4)
EERA, M CH;CN P ELE R EFE A G &84 A iresdh, &
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£ 80%.
MP: 183 °C.
44 CauHyrN30s. 0.6H,0:
B4 C,74.73, H,7.05; N,7.69;
524k C,74.53; H, 6.91. N,7.68%.
[alp®=-311 (c = 0.30, CHCl,).
F ] 165
(E)-(R)-1-[1-(2,3-= &k ok vh-5-%)-1,3,4,9-m9 S -B-"Fok-2-2)]-
3-(4-2-= 9 A H A/ R A F )R M- 1-87
B 5 £#k4] 20 B E&AAE 69 F &, 2R A P a4 20 Fo F a4k 48
Ve B A, M CHsCN w &4 L 51350 a e Biritdsm, ~&
79%.

MP: 193 °C.
44 CazHasN3Oa
#HF {4 C,75.98, H6.76; N,8.06;
@i C,76.24, H, 6.76; N.8.21%.
[a]p?0 = -293 (c = 0.40, CHCl,).

F &) 166

(E)-4-[3-BAX-3-[1-(3,4- = AEH)-1,3,4,9-09 £-P-~Fok-2-]- A
AR F B

A5 52ak4n) 31 R E&ABRE 695 ik, 122 A £ 163 LEHIER
A, AFE P E4 LB A G e K A iRLeH, & 100%.

MP: 172 °C.
o #F CarHaF2N203
i+ HA4: C,68.06; H 4.65; N,5.88;
La4h: C,68.15; H,4.55; N,5.99%.

L34 167
(B)-(R)-1-[1-(2,3-= &3 FF 2k #9-5-25)-1,3,4,9-09 £-B-"Fok-2-2]-3-
- 106 -



10

15

20

(4-B A FIE) R H-1-80

A 5 A8 20 4] & A0 E 69 F ik, 422 A P 4R 20 F=(E)-4-B A A
HEtE R, M2-HEYELELEFRAGEENLMNB Fkew, &
F 80%.

MP: 176 °C.
547 CagMHasN3O,. 0.23H,0:
i+ B48 : C,76.49; H,5.84; N,9.56;
@44 C,76.21; H, 5.61; N,9.96%.
[x]p? = -375.3 (c = 0.0.35, CHCl,).

F 3645 168

(E)-(R)-1-[1-(3,4- T F = R K H)-1,3,4,9-09 £-B-~Fobk-2-25]-3-(4-
AR AK-1-87

R 5 4] 20 41448 F 69 7 ik, 122 A P a4 19 fo(E)-4-B4AH
HEAERA, M2-AKFELEBLEFINAGELSNLN RS,
7 & 63%.

MP: 264 °C.
44 Ca7H23N30;5. 0.6H,0:
HF A C,72.34, H544; N,9.37,

Al C,72.06; H,5.48; 9.55%.
[¢]p?' = -266 (c = 0.3, MeOH),

5245 169

(R)-(E)-1-[1-(3,4- & F — FIL K 3£)-1,3,4,9-79 £-B-oFobk-2-2)]-3-
(4-(2-wtbotd-1-2 2 B AR AR i M -1 -8R

A5 a6 20 # & A0 E &) F 5k, 122 A FIEAR 19 F= o @] 4k 42
YERAL, PO ¥ T4 &L EFE Air e 40 BaRikst, & F 4%,

MP: 116 °C.
4745 CasHaaN3Ou.. 1.7H.O:
i+ F AL C,69.99, H 6.48 N,7.42;
Lm{E : C,70.02; H, 6.47; N,7.59%.
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FL A7 170

(E)-(R)-1-[1-(3,4- & ¥ = F & ¥ #£)-1,3,4,9-v9 A -B-Fobk-2-2)]-3-
(4-(2-= LA EAK TR F ) & b1 -8

5 4 20 4 A0 B 695 sk, 12 R B | F 14 19 F2(E)-3-(4-(2-
Z LA BRI TR FK) R M B (H 4% Sharpe, C. J.; Shabolt, R.S.;
Brown, G. R.; Ashford, A.; Ross, J. W.J. Med Chem. 1971, 14(9), 836-
842 Bk 7 ik # &)ERAT, M IPRLO Y ELLGHFEI G EL MM H
FRALEH, R 67%.
MP: 94 °C.

5#7 CaaHasN3Ou. 0.5H,0:
it ¥ A{E: C,72.5;, H,6.64; N,7.69:

KA C,72.48; H,6.64;: N,7.58%.
[2]p?' = -287 (c = 0.3, CHCI5).

LA 171

(E)-1-[1-(3- A-4- F 2L E H)-1,3,4,9-v9 &-B-rFobk-2-5)]-3-C-# 4
F ) A b -1-8R

5 52364 20 B &ARF) 695 ik, 422 A bR 4K 14 Fo(BE)-3-F5 A4 A
HEAERF, M DCM: 2-FBEF &4 L5173 0 & &4 K60 B A6
1, 75 90%.

MP: 141 °C.
47 CarH2aFN3Q4 0.9CH:Clyz
i+ H A5 C,61.16; H,4.38; N,7.67,
Fmi{i: C,61.1, H4.39; N.7.56%.

£ 345 172
(E)-(R)-1-[1-(2,3-= &% F vk w-5-25)-1,3,4,9-v9 £.-B-~Fok-2-4]-3-
(4- = S F 2 A ) B K- 180
A 55 k) 20 H) &40 E 69 F &, 2R R FRK 20 F2(B)-4-Z AT
A AEBAERAT, M2-ABEFTELRSFINGELER/Y B AFLSE
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H, & 91%.
MP: 141 °C.
ﬁ\*ﬁ— ngHzaFaNzOz:
iWHAL: C,71.3; H,4.75; N,5.73;
Sm4E: C,71.37; H,4.79; N.5.86%.
([a]p? = -326 (c = 0.3, CHCls).
w3 173
(E)-(R)-1-[1-(2,3-= & ¥ 5=k "#-5-25)-1,3,4,9-v9 & -B-"Fok-2-5]-3-
(3-Z AP K)o M- 1- B
A5 2364 20 H)&AAF 6975 ik, 122 A F 4R 20 F=(E)-3-= AT
A ARBRAERA, K 2-BEKTELSDERRN G ES D ARLS
%) }i% 80%°
MP: 223 °C.
ST CaaH23F3N;O4:
#HHEAA: C,71.3; H,4.75 N573
Sml{a: C,71.44; H,4.73: N.5.85%.
[a]p?® = -326 (c = 0.3, CHCl,).

A 174

(B)-(R)-1-[1-(2,3-= £ 5Fwk ohi-5-£)-1,3,4,9-29 £-B-~Fobk-2-24]-3-
(4-(2-"Bopk-4- 2 2 B F ) & H5-1-80)

A5 gk 20 #EAaR w5k, A2 A P e 4K 20 Fo F ja] 4k 49
YEBF, R2-AB KPP ELREREAGELMR BIMLEHY, FF
66%.

MP: 148 °C.
4 CasHasNaOu
W EAL: C,71.3; H4.75; N,5.73;
EM{E: C,71.44; H,4.73;: N,5.85%.
[a)p'® = -288 (c = 0.3, CHCl3).

LA 175
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(E)-(R)-1-[1-(2,3- =&k =k #h-5-2)-1,3,4,9-w9 £ -B-=Fok-2- 4 ]-3-
(4-Q-(TAFERL) LAFK)FIR) A H-1-89
AL 52364 20 #) &R E & F &, (22 F P E4AR 20 Fo P 4R 50
Y RA, MIPRLO P ELLEFIA G &4 R B ARiLew, FF
66%.
MP: 107 °C.
53\7})1’ C33H35N303. OBH;O
48 C,73.94; H,6.88; N,7.84;
sEM4E: C,74.09; H,7.15; N,7.48%.
[a]p?' = -253 (c = 0.3, CHCls).
T4 176
(E)-1-[1-(2,3-— &k 5F =k vh-5-%)-1,3,4,9-v9 &.-B-+Fok-2- 4 ]-3-(4-
G-(=FARF)FA)FE L) A H-1-87
A5 Fa64) 20 #&ATE 6 F ik, A2 A AR 20 Fo 7 8] 4R 51
Y RA, MEtOH F £ 55724 6 &6 Ko B iribedh, %
45%,
MP: 216 °C.
‘;’}‘7}‘)1’ C33H33N302. O.2H20:
# 46 C.78.14, H,6.88 N 7.84; ;

Sml4E - C,78.03; H.6.74; N,8.21%.
[x]pe® = -312 (c = 0.29, CHCI,).

Tt 177

(E)-(R)-1-[1-(2,3-=~ &k H=krdh-5-2)-1,3,4,9-v9 & -B-"Fok-2-#]-3-
(4-B-=—F R EXL2-AARER)EE)AH-1-F

F07C, @E)-R)-1-[1-(2,3- =& F Hrkedh-5-2)-1,3,4,9-v9 £.-B-
sFobk-2-2K]-3-(4-2-(RT AP A PR ARL)-—FAAL2-24
- B ) A - 1-8R(0.4g, 0.6mmol) 4 50ml KK THF 5% F A A £
e T A 42(0.6ml, 1 equiv, IM T THF ¥). TE&RT, #4885
WBAF 1 K, FAKEA, FDCM FR, ARk SABETH
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H AR A WK, A IPLOHKR T EL LSRG EH K
FRALAH(0 28, 62%).
MP: 138 °C.
'}7\*’? C33H35N3044 OSH;_»O
it B 14 C,72.5; H6.64; N,7.69:
FMA{E: C,72.21; H,6.75; N,7.48%.
[x]p?° = -283 (¢ = 0.6, CHCI3).

A5 Fesb49] 20 & ARE &0 F ik, PR 20 Fo 9 E 4K 52 4F R
#F, FRAE A F &R A (E)-(R)-1-[1-(2,3- = &3 5 vk w#-5-2)-1,3,4,9-
vy &.-B-rFobk-2-2]-3-(4-Q-(R T A =W R Fa i AR HE)-3-—FAAA
2-FAE-RER)FL)RE-1-8, £ 89%.

'H NMR (CDCl5,250 MHz) 5 8.1 (s, 1H), 7.5-7.3 (m, 2H), 6.9-7.2 (m, 7H), 6.86.5
(m, 3H), 4.5 (t, 2H), 4.2 (m, 1H), 4.0 (m, 3H), 3.8 (m, 1H), 3.3 (m, 1H), 3.0 (&,
2H), 2.7-2.9 (m, 3H), 2.3-2.15 (m, 2H), 2.1 (s, 8H), 0.8 (s,9H), 0.05 (d, 6H).

FHt) 178

(E)-(R)-1-(1-(2,3- = &% Fkmd-5-2)-1,3,4,9-v9 R -B-+Fok-2-55)-3-
(4- T A AR I 7 M- 1 -89

Bl 5 FA645) 20 #) &40 E) 69 7 ik, 2R A F IR 20 Fo(E)-4-FBEE
N ERAERAT, MTEBTELLEAIAGEn L BIRLEH, &~
# 53%,

MP: 175 °C.
-4 CasH24N20;5. 0.8H;0:
it E A4 C,75.24; H,5.57; N,6.05;
w4 C,75.54;, H,578; N6 11%.
[a]p?® = -340 (c = 0.33, CHCl,).

F3645] 179
(E)-(R)-1-[1-(2,3-= &K Ff =k " -5-5)-1,3,4,9-9 S.-B-Fak-2-4]-3-
(4-7 A EA TR FE) R H-1-87
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6] 345 178 4L-6-#2(0.5g, 1.1mmol)#9 50ml P BEA & P Fe A 7 B
(14ml, 1.5 equiv.). F 50 CH§ /> £ a9 oMt 4 6. FEIRT, Ao
ANE T E4H LeamEiedn(l.2g 1.2 equiv., 2.5 mmol/g), #F 50 T
ARSI 6 B, AERAE, A 2x50ml DCM 2k G4,
ik G, B 2x50ml ReEER., SHBRMATHR, ATHAL MATE
T E L LSRR N A E G KA B AR5 (0.4g 81%).

MP: 170 °C.
9.7\7})1' C32H33N302. O.4H20:
#3448 : C,77.05, H,6.83; N 8 42
Em4E: C,77.04; H,6.78; N,8.29%.
[a]p'? = -330 (c = 0.4, MeOH).

2645 180

(B)-(R)-1-[1-(2,3-= & 5k wf-5-25)-1,3,4,9-v9 & -B-rFobk-2- 2 ]-3-
[4-2-—F R BEALERH)F AR NH-1-57

5 #4620 R EABRE 64 F ik, 122 A FIE4k 20 Fo F 4K 53
Ve A, MLBPELLERANEFEL LY BIRNLES, FTFH 12%.

MP: 160 °C.
53"7,‘)1' ngHuN4Oz, 0.2H20_‘
+t+ F18: C,75.33; H,6.8, N,10.98;
g C,75.06; H,6.83; N,10.88%.
[alp? =-214 (c = 0.1, MeOH).

£ 181

(B)-(R)-1-[1-(2,3- = & ¥ F 7k oh-5-5)-1,3,4,9-w9 & .-B-Fok-2-4]-3-
(4-(2- B T B E L) & H-1-87

#(E)-(R)-2-[2-(4-{3-[1-(2,3-= A #f =k "8-5-2)-1,3 .4, 9-v9 &-B-"F
h-2- 2K )-3- AR M A ) - R AL ) T A ) F o3l k- 1,3-—BR(0.85g, 1.4mmol)
#9 50ml MeOH : THF & & ¥ /= A BH0.38ml, 3 equiv., 35% F K ¥). F
45 CHy = A RS indk 4 hat, AEAK, 2% ZH, B DCM;
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MeOH (80:20)4 A4 #uBL, 334 & &4 K69 B ARLE#(0.17g,
26%).
MP: 186 °C.
é}*ﬁ' C30H29N303. 03CH2C|2 1
+wH 1A C,72.06: H,5.91; N,8.32;

LML C 72.12; H,6.08 N,8.67%.
[a]p®© = -285 (c = 0.29, MeOH).

A5 gakdr) 20 #lE&AAR 0G5 ik, A 4R 20 Ao E] AR 54 4R
Ft ML BE T E 25 F G AT B A BOK B AR (B)-(R)-2-[2-(4-{3-[1-(2,3-=
S K ok wh-5-2)-1,3,4,9-09 A-B-rFok-2- K ]-3-AR- A AR AK)
A FseR-1,3-=8R, & & 90%.

'H NMR (CDCl; 250 MHz) & 8.0-6.7 (m, 18H), 4.5 (t, 2H), 4.2-4.0 (m, 5H), 3.4

(m, 1H), 3.0 (t, 2H), 2.8 (m, 2H).

F3A7] 182

(E)-(R)-1-[1-(2,3-= &3 F ok m#-5-35)-1,3,4,9-v9 & -B-~For-2- 5 ]-3-
(4-F AR H-1-8

B 5 23647 20 #) &A0E 69 5 &, 422 A P a4k 20 Fe(E)-4-72 K A
HERERA, AADMF:MeOH FE L&A EFE NG EH KBRS
M1, =& 90%.

MP: 189 °C.
44 CasH24N205. 0.5DMF:
S+ EAE 0 C.75.51, H5.77; N,7.12,
smiml4A: C,75.31; H,5.84; N.6.81%.
[ax]p® = -310 (¢ = 0.32, MeOH).

F A4 183
(E)-(R)-1-[1-(2,3-= &35 Ik -5-25)-1,3,4,9-v9 &-B-~Foh-2-2]-3-
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(4-(4-F Fokd-1- )R K B H-1-59

L5 3649 20 F1 & AR 695 ik, 122 A T Ia 4k 20 Feo F 64k 47
Y84, M DMF : EtOH ¥ & 4 b 5133 4 K F 6.4 465 B Andb &4,
7B 48%.

MP: 193 °C.
4 CasHuN,O, 1.0DMF:
i+ ¥AL: C,73.07; H,6.98: N,1183
mi4E C,72.67; H,7.05; N,11.55%.
[a]p?° = -330 (c = 0.3, CHClj).

3645 184

(E)-(R)-1-[1-(2,3- = A ¥ F vk wh-5-2)-1,3,4,9-v9 £ -B-~Fobk-2- 2 ]-3-
(4-FERA T )RR R H-1-87

A5 £3646) 179 #l &R 65 %, 1228 B WAz1EEA, M MeOH:
HO PELRERBN G EL4 450 B 47iLE4, & & 52%,

MP: 129 °C.
2H CaoHasN302.1.1H;0:
#F Ak C,74.54; H,6.51; N,8.69;
L4 - C,74.68; H,6.57; N,8.59%.
[a]p?' = -288 (c = 0.4, CHCL).

%34 185

(B)-(R)-1-[1-(2,3- = &% FF 7k nh-5-5)-1,3,4,9-v9 £.-B-~Fohk-2- % ]-3-
(4-5F A A B F A 8 9 - 1-BR)

A 5 52364] 179 %) 448 B &9 75 ik, {22 A -F & BAE R4, AAMeOH:
H,O F £ K BF20 g &HRey AR, £ 4%,

MP: 158 °C.
ZHr CaaHaaNaO,. 0.3H,0:
i+ FA4: C,77.33; H,6.81; N,8.45
Fiml4d: C,77.42, H6.74; N,8.26%.
[ax]p?' = -319 (c = 0.3, MeQH).
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L] 186

(E)-(R)-1-[1-(2,3-= & 3 F vk d-5-25)-1,3,4,9-v9 A -B-~Fopk-2-2]-3-
(4-= P RARAA T A)KA) R M- 1-5

A5 4] 179 F &R0 F ik, 22 B WPARMERA, M
iPrOH: H,O P £ 4 /15200 @ &R ) B iriesd, & & 34%.

MP: 153-154 °C.
4 CatHaiN302.0.2H,0:
3+ JA4: C,77.38; H.6.58; N,B.73;
LML C,77.4; H6.49; N.8.61%.
[a]p?' = -336 (¢ = 0.3, MeOH).

LA 187

(E)(R)-1-[1-(2,3- = & ¥ vk h-5-2)-1,3,4,9-v9 £ -B-rFok-2-%]-3-
[4-3-=FERARELLH) RS A H-1-57

Rl 5 Za64) 79 4] &AB B & 7 3, 4122 A 4] 182 e9fub-t e =
PR EARAFAERA K CHCN P E£4 H 5384 G &85 K4 B4
ey, & 53%.

MP: 186 °C.
-4 CaaHasN3Oz. 0.6H0:
# F1E: C,74.44; H,6.85; N,7.89,
sl C,74.36; H,6.63; N,7.98%.
[c)p?° = -326 (c = 0.3, MeOH).

Sz 364 188
(BE)-(R)-1-[1-(2,3-= & 3wk vi-5-2)-1,3,4,9-v9 £ -B-~Fak-2-2K]-3-
(4-2-7n2-1-K T A R FIK) A H-1-8R
A5 52364 20 #&AA R 695 ik, 122 A P IE 4K 20 F= 8] 4K 55
1R, M CH;CN T E4 R ERI A9 et Birisds, 7%
50%.
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MP: 210 °C.
S CasHazNsOa:
i+ H AL C,76.75, H,6.81; N,7.67;
S A C,76.68;, H,7.11; N,7.93%.
[x]p'®® = -290 (c = 0.4, CHCl,).
L 4] 189
(B)-1-[1-(3,4- 38 7 — 8.2 3 2 )-1,3,4,9-v9 H-B-~Fohk-2-]-3-(4-(2-
W - 1- 2 TR R ) A -1 -FR
A5 52364] 20 Rl &AAE MG 5k, 2R A a4 55 4 RA K
MeOH : H,O ¥ & 4 5 538 A K & B 4R ed B dnil &4, &£ 32%.

MP: 102 °C.
2 CasHasN3O4. 0.6MeOH:
i+ F A4 C,73.05; H,6.63; N,7.3S;
Em{h C,73.24, H,6.87, N,7.02%.

FAEA4] 190
(E)-(R)-[2-(4-{3-[1-(2,3- = &3k 3 vk d-5-25)-1,3,4,9-9 £-B-"F k-
-] 3-BARAHERFER AP AR FEART B
B 5 52364) 20 #&A0E 95 %, 128 B P lal4k 20 F= F @ 4K 56
YEBAY, 1FE| A F &L Lo BARLEH, T F 95%.
MP: 110 °C.
s #7 CasHasN3Os. 0.3H,0:

it HAL: C,72.17; H,6.66; N,7.01;
Fil{E C,71.9; H6.86; N,7.17%.

FAE4) 191
(E)-(R)-1-[1-(2,3-= &K "k wh-5-%)-1,3 4,9-v9 & -B-=Fopk-2-2]-3-
[4-(2-F A 84 TR A A HH-1-80
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T30 C, FAlifALER(0.63g, 5 equiv. )X FE364] 190 4L-6-442(0.33g,
0.55mmol)#7 DCM (30ml)i&i& 16 ) 6, # RILK B 4. A DCM : MeOH
FEL, HKkk BEBANTIR, MKIPIOH PEL LRI AGES
shed B ARICESH, P E 98%.

MP: 145 °C.
5# CarH3N303. 0.2H,0:

it H 48 C,74.89; H,6.37; N,8.45;

KMA: C,74.90;, H6.70; N,8.49%.
[a]p?°= -337 (c = 0.4, MeQOH).

F et 192

(B)-1-[1-(3,4- & F — &2 ¥ )-1,3,4,9-m9 &-B-=Enk-2-2L ]-3-(4-(2-
R -1-A LR AR -1-87

A5 5234 | #&ME & F &, 122 B FRR 13/ERFE, M
MeOH : HO ¥ £ 4§y 513 5] 4 K & B4 6g B ARiL &4, &5 32%.

MP: 102 °C.
447 CaqHasNaO4 0.6MeOH:
i H 4L C,73.05 H,6.63; N7.35;
4l C,73.24, H,6.87, N,7.02%.

2§ cGMP-PDE #9 #p 4] 1€ F

3% Wells #(Wells, J. N, Baird, C. E., Wu, Y. J.#» Hardman, J. G.,
Biochim. Biophys. Acta 384, 430 (1975)7if F &6 B R —F M 2 F ik
3t A K BB AH 19 cGMP-PDE FEHS4TR 2. 5B B IEFHRAH
50mM Tris-HCL, pH 24 7.5, 5SmM T 8R4E, 250ug/ml 5°-#% 3 BR B4,
1mM EGTA #= 0.15uM 8-[H’]-cGMP . 1% B 4 B A A& 44 PDE 5 (ICOS,
Seattle USA).

FEZME R, FAKPHILESHE T DMSO F, 2K A A 2%.
M H B 30 4t TR E MR R AU R AT 30%.
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—#% 8 10nM £ 10pm R E 7S B 69 R E R B i 23] £ il
8 1Cso 1h. 1% FAT 7 ik 27 31 € 69 PDE B3E4T 60 X3 A 9 A R WAL
A 3% cGMP # % PDE BE B 7 5 Bt B,

cGMP 73 Z

J4#%4% Chamley % (Cell Tissue Res. 177, 503-522 (1977))&) 5 i 4
R B IR ISICRSMCO)ES 10 Fo £ 25 B LT 24
JUIE AR b BREARE, B AR S 5 R B 69 % R AL-E- ¢4 PBS (0.5ml)
RAR, F37°C 30 4545, e ANF (100nM)#) 388Uk & 362 2R BE
10 54F. MEF L RS, BEZRE, N 65%LE2(0.25ml) F Ay
FRIGE, A HFHANMBELREEUY, A Speed-vac AKEK EF. BMLE,
e N A FR AR %, 78 W) F R (AMERSHAM)R & cGMP . ECso{E& T4
FEAa AR B B B BLAT T =

e Dl &3

B FE O e ICso 1E—A% I~ T 500nM, ECso{E—AL DT
5uM . ALK EEAR R BACS A R SRR IR SR & T S R P 4

A1 bR

L) 5 1Csp nM ECso uM
14 5 0.45
25 72 0.3
28 55 0.3
31 4 1
55 40 0.4
61 20 1.8
140 2 0.1
142 18 - 1.5
156 15 <1
164 \ 11 1.5
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& 1. KSR (&

)

165
177
184
180
181
183
182
188
191

9
12
44
25
9
24
2
24
8

<1

EFEEN ARG ERXE(SHR)FPHFHRE T AL PSS EG
do AR B, 4o 2 AT, ¥A Smg/kg W9 H E 2 T4 F ik mE 5%DMF
Fo OS5 69 R, MBALKRIIMRN FERNERE, LHEIT
5 A, RV E R R E] AT 44 i 269 @ AR(AUCO-5 N
mmHg. B & =,

2 BRALER

5 A AUC PO (mmHg. H)
14 128
25 72
26 102
28 114
31 86
55 97
61 95
112 71
122 76
140 105
142 74
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% 2. thobmxR (&)
156 57
175 52
177 100
181 77
188 86
191 84

, B LA B Fo A F) B K T AR A A T LA AT 4 e
RAA B H TS, B S P AR B K T A B L BT iR 6 4T AT 44
CATIT VA F 4,
il it 3f RT3 T 2 35 T FIARA B K.

A5 E B AFIEGT LG
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