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(ADN-(5-7 ZE-H-vlb st -3- 2 ) 7, pk 25 56 24

- B #-5-FA-1H-% 4 11. 5 % F 60ml 2 & , kA
THRANERETEZ LR LB 12. 84, EADEIRE TH I —
B, BEEB THE X,

RETEM, R RA, 18 5% 8 e AL B AF, A B
—RE A 9—1+4 V/V) kM, BN 9. 89g.,
(1)'H—NMR (DMSO—d,, TMS)

d(ppm) . 0.89(3H,t>, 1.61(2H,m),

2. 39(3H,s),
2. 60(2H,t), 5. 99(1H,s).
-+ (2) MS(ED 166 (M™)

H

H

-LOH

(B> N-(5- - 1H-dbm-3- ) A £ 2. B s

ZE 60ml T B o A\ 4 1. T1g, ¥l R T B4 5 5k HE b 5 Ao
ANFEE R 2E 4. 96g, B 4 Rty A 2k, TR BERN TR SR, 5%
N-C5- A -1H-#t % -3-2L) 7, bk 9. 87g % F 50ml ¥ 82, JE uk A A,
EH P AR BT REE, §E 58, B -, BR &
REWHEREE 1/3—1/4 28, BIAE L Y2, AP
. B TR, BE RS, iRk R EN, HFE—E 4%




(L2 9—1: 4 V/V) %M, 8 42g #RE L2 2 5,4 % & B &,
(1)'H—NMR (DMSO—d,, TMS)
d(ppm) ;0. 89(3H,t),
1.57(2H,m), 1.91(3H,s)
2.48(2H,t), 5. 71(1H,s).
(2) MS(EID) 182(M*)

T

(CO2-F Z-6- H-1H-#mk 3+ C1,5—b J01,2,4 I = wk

¥ N-(5-F ££-1H-wb sk -3- 3> £ 4 2B 5 5. 38g & -F 45ml N,
N-Z 9 EFBERR. kA4 T v A ¥ 2. 39ml fu xt 3 sk EE A
5-63g, ERIFBE THMH 024 /E, BEZE, 543 Aot % K
B B &y i £ X\ 350ml A, ARGRB.BEXREZANE S WG4,
A& 8% T 135ml F B, Ap A\ 2.39ml o2, fudh 595 2 /) B,

R B A M W E R 4 R EERREN, AHEB—a 4
(1219 V/VOkM. #4 8 thtly 3% 2 15 %k 45, Fiie 6 8 & 4
MT-RAR, S, B4RALEY 2. 51g. 17T)C.A%Jﬂﬁ':T@é’791

W 15z o,
(1> mp 196~197 C

(2)'H—NMR (DMSO—d,, TMS)
d(ppm):0. 91(3H,t), 1.62(2H,m),
2.37(3H,s), 2.53(2H,t),
5.53(1H,s), 12.24(1H,brs)
(3> MSC(EID) 164(M*)

ZEP 2 (EHB 3 HERLS )




HCl

(AIN-(5-F Z-1H-t it -3-35) 5 fk 25 5 24

¥ 3-8 E-5-F Z-1H- 4 13. 8¢ % F 52ml 7, EkAHT
MANER TR T8 %% 22, 0g, EMERETHEL M,
HEZH, St#H—%.

JEER A Ry B K, BETFHE—RAW QA 4V/V) REBEHF. 5%
CETEY, BRRBERE, SRR LEE RS E ZJE s
BC1:1V/V) BABMNF, B BB ASY 15. lg.
(l)lH—NMR(DMSO—dG,TMS)

o(ppm):1. 29(3H,t), 2.27(3H,s),

2.69(2H,q>, 6.03(1H,s),
(2) MS(ED) 152(M™)

o
¥ o

(B N-(5- 1 #-1H-vt b -3-4£) 44 7T )5

THH G LBIF LT, M 9. 86g N-(5-F 2h-1H-vif mk-3- 5 )
Ak B A R R AR AL A 4 7. 578,
(I>*H—NMR (DMSO—d,, TMS)

8(ppm):0. 95(3H,t), 2.15(3H,s),

2.39(2H,q), 5. 69(1H,s),

(2) MSCEI) 168(M*)



H

<

(C)2-Z -6- F-1H-#twk 3 01,5—b J(1,2,4) = w
FEEG ICORBELE, A 7.55g N-(5-F #-1H-s i 3- F)
BEANEFREAFALEY 2. 12¢, b & 6 B k., T —FHH,

R FERA 3.
(1>’ H—NMR (DMSO—d,, TMS)
d(ppm):1.26(3H,t), 2.22(2H,s),
2.73(2H,q), 5.51(1H,s),
12. 24(1H,brs)
(2) MS(ED 150(M™)

ZHG 3 CEMP 4 B AL A )

N
/\ﬂ w/\
LN NH
H .
HCI

(AON-(5- A-1H-"h e -3-3) 7 pk 3b 86 2

FEHF 1A EAELIE, M 4. 32¢ 3- A 25-5- 7 A -1H-vk ok F
>-37g TRAE T AT AB I8 24 $ B4R ML A 4 4. 20g,

(1)'H—NMR (DMSO—d,, TMS)
3(ppm):0. QO(SHtt)v 1. 28(3H;t) ’

1.62(2H,m), 2.53—2.78(4H,m),

6. OZ(].H’S).
(2> MS(EI) 180(M™*)




N
H Lon

(B) N-(5- #-1H-sbw-3-3) A X HRENE

SZFF 1BIEAALE, AN-G-F&£-1H-sh e -3-5t) Tk 2
R 4. 19g HF B A7 &4 3. 58g.
(1)*H—NMR (DMSO—d;, TMS)

5(ppm) : 0. 89(3H,t), 0. 94(3H,t),

| 1.57(2H,m), 5. 70(1H,s),

(2) MSED 196(M™*)

H

(C2-T A&-6-WE-1H- 4 3#01,5—b1(1,2,4) =
EZZ6 IICOBFLALE, K 3.56g N-(5-7 f£-1H-nk nk-3-4)
AEABITHEFCEWO.5lg, AT EER, b EAF FTE ML
W 4. |
(1Dmp. 161~163 C
(2)'H—NMR (DMSO—d,, TMS)
d(ppm) ;0. 91(3H,t), 1. 26(3H,t),
1. 61(2H,m), 2.53(2H,t),
2.72(2H,q), 5.52(1H,s),
12. 26 (1H,brs)
(2) MS(EI) 178(M*)
G| 4 (ERG 5 HEKRAS )




(ADN-(5-FH ZE-1H-m it -3-3£) T pkh ek 2
E&AE4 1CAEHAIE, A 4.02g 3-8 35-5-7 - 1H- it g Fn
5.50g TRETEZEBMEZAFHL A4 4. 30g.
(1) H—NMR(DMSO —d,, TMS)
- 3(ppm);0.83—1.02(6H,m),
1.45—1.96(4H,m),
2.48—2.72(4H,m),
6. 02(1H,s)
(2) MS(ED) 194(M™)

.LOH

(B) N-(5-F #-1H-vhm-3-3t) S & T 8)5
&5 1(BRIAFALHE, A 4.21g N-(5-7% F£-1H-of sk -3- 3 )
TRERLGEIRENS Y 3.47g, 4 T 6 HK,
(1)'H—NMR (DMSO —d,, TMS)
3(ppm):0.76—0. 96 (6H,m),
1.24—1.77(4H,m),
2.29—2.56(4H,m),
5. 71(1H,s>
(2) MS(ED 210(M*)



T~
(C2,6- = W &&-1H-#k ™ 3£ C1,5—bIC1,2,4) =
FEAU LOORAALE, A 3. 42g N-(5-7 #-1H-#h s -3-5)
BETEBEHSARHNLY0.88g, 5 T a6 5, WHEWATFTE
WL HF 5,
(1> mp 126~128 C
(2)'H—NMR (DMSO —d,, TMS)
d(ppm):0. 91(3H,t), 0. 94(3H,t),
1.41—1. 83(4H,m),
2.45—2. 75(4H,m),
5.52(1H,s), 12. 24(1H,brs)
(3) MS(ED) 192(M*)
£ 24| 5 (LBl 6 6 A1k 44)

H

HCl

(A)N—(S—W%—lH-ﬂHﬁ%—B—%)T}Hﬁ‘ﬁ@iﬁ
5% 6 (A) FALIE, W 15.9¢ 3-E k-5 F F-1H-vt ik Fn
28. 1g WA R T A Z AL MY, B4R ARFL 2 4y 24. 4g.
(D'H—NMR(DMSO—d,, TMS)
d(ppm) .0. 94(3H,t), 1.74(2H,m),
2.26(3H,s), 2.62(2H,t),
6. 00(1H,s),




" (2) MS(FAB) 167¢(MH™*)

H \ g
(B) N-(5-F %-1H-#tw-3-35) £ T )5
FEFG 1BIFAMAE, K 24.3g N-(5-F - 1H-slt mk-3- 3 )
T Bk 3h B 3 4 13 AR AL 4 4 21. 7g.
(1>'H—NMR (DMSO —d,, TMS)
8(ppm) ;0. 83(3H,t), 1.40(2H,m),
2. 16€3H,s), 2.37(2H,t),
, 5. 69(1H,s)
(2) MS(FAB)  183(MH™)

H

e

(C)6-F X-2-FF &£-1H-"md 3 (1,5—bIC1,2,47 =

FEHG LOFHLE, A 21. 6g N-(5-F #-1H-nf sk -3-% )
BRETEIEHEFELEL Y 2. 64, Y8 6 B 4, TEBRHEEHERAE
TTEHEKES 6 5£¥k4) 10,
(1)'H—NMR(DMSO —d,, TMS)

8(ppm) 0. 93(3H,t), 1. 71¢(2H,m),

2.22(3H,8), 2. 67(2H,t),

. 5.51(1H,s), 12. 22(1H,brs)
(2) MS(EI) 164(M™*)
G| 6 CLHH 7 8RS W)



@N?NI/I\/

H  xa

(A) N-C1H-# % -3-3£) T Bk 2h 66 4 |
F5FH 1CAR A4, K 10. 3¢ 3-8 Z-1H-"t k Fo 21, 2
TRET & T 2B 3 B 3 AR A6 A 4y 13. 8g.
(1) H—NMR(DMSO —d,, TMS)
d(ppm):0. 95(3H,t), 1.76(2H,m),
2.63(2H,t), 6.23(1H,s),
7.88(1H,s)
(2) MS(ED 152(M™*)

H
Nw/\/
[N'N N
- H gy

(B) N-(1H-vth s -3-3) 434 T & s |
GEFF 1BORE AL, A N-(1H-w o -3-3) Thi#n®
7-1lg R EAFRN A4 3.33g, 4 T & Bk,
(ID'H—NMR(DMSO—d,, TMS)
3(ppm).:0. 82(3H,t), 1.39(2H,m),
5.93(1H,s), 7.54(1H,s),
(2) MS(FAB) 169(MH™)




(C) 2-79 &-1H-"k o 3£ (1,5—bJ(1,2,4) = sk
F5E6 1CCORAF4IE, M 3.33g N-(1H-sl o -3- 35 BET
BRI RRAT AW 0. 928, A R &, BRAET T LI 7 tb
(1) mp 145~147 C
(2)'H—NMR (DMSO —d,, TMS)
d(ppm) :0. 94(3H,t), 1. 74(2H,m),
2.71(2H,t), 5.74(1H,d),
7.40(1H,d), 12.44(1H,brs)
(3) MS(ED) 150(M™)
ZZH T (LB 8 My E R A )

Lk

H "pa

(ADN-(4-F #-1H-sh o -3-45) T ik 2h 50 2
SEFP LA A, K5 13g 3-F AL -4- B A 1H- oo
F19.07g TRAETHZ LR LB 4 5B 4RI 54 6. 72g.
(1>'H—NMR (DMSO —d,, TMS)
d(ppm) ;0. 97(3H,t), 1. 77(2H,m),
2. 09(3H,d),
2.75(2H,t>, 7. 67(1H,q).
(2) MS(ED) 166(M™)

H
kNS; N
H  lon




(B) N-(4-F F-1H-sbmd-3-35) S XTS5
S0 1MBIRFELTE, AN-(4-FH-1H-shmk-3-) Tk
5 4 6. 69g 1% FARH AL S 4 6. 52¢.
(1)'H—NMR(DMSO —d,, TMS)
d(ppm):0. 76 (3H,t), 1. 30(2H,m),
1. 88(3H,d), 2.17(2H,t),
7.41(1H,q)
(2) MS(FAB) 183(MH™)

(C) 7-H #-2- W E-1H- % 3£ (1,5—b101,2,43 = %
5224 1COB AT, A 6.50g N-(4-F 3£ 1H-sk mh-3-%)
AETBIEHEFBLEY . 54g, YT &S, WEAKTH L4
#l 8 IR %,
(1) mp 212~214 C
(2)'H—NMR (DMSO—ds, TMS)
d3(ppm) 0. 94(3H,t), 1.72(2H,m),
2. 08(3H,d), 2.69(2H,t),
7.18(1H,q), 12.30(1H,brs)
(3) MS(ED) 164(M™)
Z A8 (SEHE# 9 89 R4k 6 4D

S w

H




(A) 3-8 A-4-FH-5-FH-1H-np

ERTAR—ARBEEWAF N2 A TR T, A4
600ml AR . EHNMRWHAUBIET, — kA 21. 2¢ BEH,5 4
/e, F 5 24b et Bl An 36.4ml WHE, R 5 44,

ESQPHNBMTRLE 29.2ml, BEMEBE TR 1 /b
. EEARET, $RMABEN 0CHAB IR ELEE 5, =
Frig g 6B+ v\ 30ml 2.8 fo 50m1mk7k JA 6N #h B Ak i
BEBBMA,

ABWAYE > AN 70ml B F0 22. 0ml B — A A 5, Wk K
ELE, WET1E 09 7 B8 ¥ 5 Av 3 B % — B

BERGERB R, FEREEEREN, AFB— a4
19 V/VDOEM, B4R &4 25. 0g, H ik 4 .
(ID'H—NMR (DMSO—d,, TMS) |

3(ppm):0. 93(3H,t), 1.59CZH,m),
1. 85(3H,s), 2.47(2H,t)

(2) MS(ED 139(M™*)

H.
N NH
H .
HCl

(B) N-(4-F 2-5-F - 1H-wt s -3-4) 7, Bk 20 86 25
TEEF LAOE AL, K 24.6g 3-£ %4 P 257 & 10
WA 24.7g TR KT EMB BB M BRI AY 10. Og .
(1>'H—NMR (DMSO—d,, TMS) |
8(ppm):0. 87(3H,t), 1.58(2H,m),
2.01(3H,s), 2.46(3H,s),

— 24 —




2.55(2H,t)
(2) MS(FAB) 181(MH™)

OH

(C) N-(4-F HK-5-FF - 1H-0h e -3- ) 4% 2855
E5ZH 1B EFLE, K18 9g N-(4-F H-5-7F 2 -1H-7
-3-3k) TRk #h B A B AR AL A4 16. 2g.
(1> H—NMR (DMSO—d,, TMS)
8(ppm):0. 87(3H,t), 1.55(2H,m),
1. 72(3H,s), 1. 80(3H,s),
2. 47(2H,t)
(2) MS(FAB) 197(MH™)

ATt

(D) 2,7-Z F Ak-6-F A&-1H- 4 3 (1,5—bIC1,2,4] = %
5% 1(COR AL, b1 16. 1g N-(4-F &£ -5- 5 2 1H-nk s
3-E) REA B HEATELA W 7. 97, AR 6 & & . B LAk
HF 9 By A,
(1) mp 194~195 C
(2)'H—NMR (DMSO—d;, TMS)
d(ppm):0. 90(3H,t), 1.58(2H,m),
2.01(3H,s), 2.35(3H,s)
2. 50(Z2H,t)
12.15(1H,brs)



(2) MS(ED 178(M+)
ZEG 9 (SLHH] 10 8 B4k 44

Cl H
N.

7~%-2-‘¥’£—6-ﬁ§-1f~1—%%#[1,5—b]El,2,433%

# 677mg 2-F -6~ E-1H-ww 3£ C1,5—b) C1,2,4) = 3%
T 40ml 19 4 vk v Fu 80ml “RFLEHRAER ., A 550mg N-
RREHBE T 2 T84 20 A% )E, R B R A Ao A4
REHBEH2 K, AAERE1 £,

HEAWERE A B4 T, BREKEBR. B &o44
—AAERY, Bk, B L6 %5, TR A 4 671mg, Z 4L A 4
AT T m 854 10,

(1> mp 198~199 C
(2)'H—NMR (DMSO—d,, TMS)
d(ppm) ;0. 91(3H,t), 1. 63(2ZH,m),
2.39(3H,s), 2.55(3H,t)
12.91(1H,brs)
(2) MS(ED 198(M ™)
ZEG] 10 CEZHEH 11 9 JE 1k A 4

e N e

7—%—6—‘?%-2—@%-1H-"t&%#—[1,5—b3C1,2,4]E%
F5EH6 9 FAELTE, B 600mg 6-F 2 -2-7 - 1H-w s 3£ (1,
5—bJC1,2,43 = w i 18 47 B AL S 4y °56mg, A A & Bl . %4k 4 4




gt —F e A FEER 1.
(D'H—NMR (DMSO—d¢, TMS)
d(ppm) ;0. 83(3H,t), 1. 72(2H,m),
2. 20(3H,s>, 2. 70(2H,t)
12. 87(1H,brs)
(2) MS(ED 198(M™)

SEHEH 1

(1b)
N cc JLN}—I?IG-'—C(PM
C(Ph
}&e‘i— )s N 3
Ny
BEH
(ic) (1d)

% 1.75g 2-F F-6-F #-1H-s 4 F01,5—bI(1,2,4) =4 % F
70ml N,N-Z P2 FELRE, /v 1. 19g A T BE49, £ B FHHE 30 &
b, MR MBAWAH, PN 6.52g N-= F F #-5-02-(4'-38 F #-
TZERFREIW, FHERETHEHIANE, BEEE,



— & . |
REZEER, ERBAREI WAL B8, F Ak 2 R.TLEE
LEBEREKRBEE T&, BEKSE, ik EERREN, AT
BZB——FE SR 13—4: 1 V/V) #M¥, 85,7 R0 (N-=
R A-pgep 5 4) B 43D oA J-2-F H-6-F A -5H-h k(1,5
—bl01,2,43=% ({b&4 1a) 0.38g.2-F X -6-7 #-1-CC2' - (N- =
K FEFE-pg w53 B -4-36 ) - 1H-wh w8 3 01,5—b3I01,2,4)
= (6 16)2. 91g.2-F 2-6-F £-7-0(2 - (N-= % 5 - ok
5- &) H)éi‘f‘x—at-%lfﬁ%)—lH—vktu&#El,5——b3_c1,2,435% (k&4
1¢)0. 20g & 2-F #-6-75 #-5-0(2 - (N-Z % B £ _pymp-5-4) B
4- AW HI-5H-wb e 3£ (1,5—bIC1,2,4) =% (fha4p 1d) 5 2- §
A-6-H A TH-M 4 3 (1,5—bI01,2,4) = M By B A4 (& 3 1)
1. 89¢.
£ &4 1a.
(1)'H—NMR (CDCl;, TMS)
0(ppm):0. 82(3H,t), 1.38(2H,m),
2.44(2H,t), 2.48(3H,s),
3.85(2H,s), 5.21(2H,s)
(2) MS(FAB): 1117(MH™*)
&4 1b,
(1> H—NMR (CDCl,, TMS)
| 3(ppm) 0. 95(3H,t), 1. 67(2H,m),
2.32(3H,s), 2.63(2H,t),
4.92(2H,s), 5.27(1H,s)
(2) MS(FAB): 641 (MH™)
&4 1c.
(I)'H—NMR (CDCl,, TMS)




3(ppm):1. 04(3H,t), 1. 79(2H,m),
1.86(3H,s), 2.72(2H,1),
3. 82(2H,s)
(2) MS(FAB): 641 (MH™)
EHH 2

& G“"‘C(Ph);

(2b)

. (2¢) (2d)

FEMH 1 B AL, B 2,6-= T — 1H- W HC1,5—b)
(1,2,4) = % 2. 60g,78 5 0. 90g 5,7- K [(2'-(N-= % I 4t pg w5
) BE-4-FIF £3-2,6-= F £-5H-sk o #C1,5—b I(1,2,41 =
% (fb 44 2a).3.90g 2,6-= B F-1-((2'-(N- = 35 7 3 J0 it _5_ 45 )
KA T HI-IH- A CL,5—bICL,2,4) S % (fh A4y 2b) (F
B H).0.43g 2,6- T W R-7-((2'-(N-Z ¥ F H-mwe-5-3t) B2

— 29 —




4- ) F H-TH-w 3 C1,5—bIC1, 2,432 % (b &4 20).2. 92g 2,
6-— F H-5-C2-N-ZKFH-Walk5-3) BPH - £ A J-5H-#,
MFHC1,5—bIC1,2,41 =% (fb&4 2d) (66,4 ).
te4 2a; '
(1>'H—NMR (CDCl;, TMS)
"d(ppm):2. 00(3H,s), 2.48(3H,s),
3.81(2H,s), 5.18(2H,s)
(2) MS(FAB): 1089(MH™)
1t &4 2b.
(1) mp 182~183 C (4#2)
(2)’H—NMR (CDCl;, TMS)
o(ppm):2. 31(3H,s), 2.33(3H,s),
4. 91(2H,s), 5.23(1H,s)
(3) MS(FAB): 613(MH™")
&4 2c. |
(1D'H—NMR (CDCl;, TMS)
d(ppm):1.87(3H,s), 2.38(3H,s),
3.79(2H,s)
(2) MS(FAB): 613(MH™*)
HE4 2d.:
(1) mp 192~193 C (4#2)
(2)'H—NMR (CDCl;, TMS)
d(ppm):2. 20(3H,s), 2.46(3H,s),
5.26(2H,s), 5.89(1H,s)
(3) MS(FAB): 613(MH™*)
£ 3



//Q/Wg—c(m,

2" re

&1)

pEranl

H@\g‘l—c(mﬂ,

(3c) (3d)

FXEH 1 FAELE, & 2- L F-6-F F-1H-w w3 (1,5—b)
(1,2,43 = 524mg,43 2| 193mg 5,7- X ((2'-(N-= % P Ak-pg -5
D) BE- 4R FEI-2-Z &-6-7 H-5H-w % 3£01,5—bIC1,2,4)
=% (54 32).610mg 2-Z 4 -6-F #-1-((2'-(N-Z % ¥ 3y
M -5~ %) BRA -4~ - 1H-# & 36 (1,5—b1C1,2, 4 = sk b 4
# 3b).45mg 2- 7, F-6-F F-7-C(2'-(N-= 2 ¥ 3 g M-5-FE) B -
4-FIF A -1H-# w9 3£ 01,5—bIC1,2,4) = s (ft. &4 3c).F1 649mg
2-Z H-6-F H-5-C(2-N-= % & 3ty -5-) BX R -4-H O F 3E)-
SH-# "t 3£ (1,5—bIC1,2,43 = ({k 44 3d).

&4 3a.
(1>'H—NMR (CDCl;, TMS)




d{ppm).1. 39(3H,t),
1. 99(3H,brs),
2.87(2H,brs),
3. 85(2H,brs),5.19(2H,s)
(2) MS(FAB): 1103(MH™*)
1% &4 3b.
(ID'H—NMR (CDCIl, TMS)
6(ppm):1. 31(3H,t), 2.31(3H,s),
2.66(2H,q), 4. 92(2H,s)
5.19(1H,s)
(2) MS(FAB): 627(MH™*)
154 3c.
(1>'H—-NMR (CDCl,), TMS)
| 8(ppm) ;0. 95(3H,t), 2.25(2H,q),
2.37(3H,s), 3.79(2H,s),
(2) MS(FAB): 627(MH™)
e &4 3d,
(1>'H—NMR (CDCl,, TMS)
d(ppm):1. 36(3H,t), 2. 19(3H,s),
2.81(2H,q>, 5.27(2H,s)
5. 89(1H,s)
(2) MS(FAB): 627(MH*)

5 hE B 4




) G—r—c (Ph)g p@—c (Ph) 4

_Jq\hf>’f\‘ ,/’“\~/f<§:j;;::>/f\\ A

(4a) (4b)

~ AT

(4c)

Pl 2-7. &-6-F FE-1H-#k % F(1,5—b301,2,4]J =% 421lmg W
FA .5 sl 1 FAEAL T, BB RE R KR AT, B 2B 7B
BT :13—1:1V/V) %M, B3 5,7-KI2-(N-ZXKF &-IT
wp-5-Fk) BEIE-4-FI W HI-2-7 F-6-% FE-sH-#b = FFC1,5-bIC1, 2,
4= M (A4 4a)144mg.2- 7 2-6-1 2-1-CC2'-(N-Z K ¥ 3&- 10
wpo5-3E) BEE-4-FE) W AE)-1H-wk 4 FFC1,5-bIC1,2,43 =% (b &
My 4b)504mg Fo 2- 7, A -6-7 #£-5-CC2/ -(N-Z 2 F -9 e -5-45) B
Fo4-FHIF FE-5H-dk & 3 C(1,5—DbI01,2,43 = % (fh 5 4 4c)
435mg. |
&4 4a:

(1>'H—NMR (CDCl;, TMS)




3(ppm):0. 80(3H,t), 1.36(3H,t),
2.39(2H,t), 2.83(2H,q),
3.85(2H,s), 5.20(2H,s).
(2) MS(FAB): 1131(MH")
&4 4b.
(1>'H—NMR (CDCl;, TMS)
d(ppm):0.95(3H,t), 1.30(3H,t),
1.67(2H,m),
2.61—2.67(4H,m),
4.92(2H,s), 5.24(1H,s),
(2) MS(FAB): 655(MH")
T‘t’é\% 4c;
(1)'H—NMR (CDCl,;, TMS)
d(ppm) ;0. 93(3H,t), 1.36(3H,t),
1.63(2H,m), 2.48(2H,t),
2.80(2H,q), 5.28(2H,s),
5.90(1H,s).
(2) MS(FAB): 655(MH™)
EHHF 5



L O7—Cen), Q@-cm) 5

¥ N /\/Q:f}/v

.\@Lg’\cujh)’

(5a) "~ (6b)

e

Nm

L Of-crh),

(6¢c)

X 4 FEAE, & 2,6-— W F-1H-" ™ 3£ (1,5—bI],
2,41 =% 420mg, 7 2| 112mg 5,7- X ((2'-(N- = % FA-g -5
BR K -4-37 @%J-z,s-:ﬁg—swutw_%u,s—bjcl,z,@zuﬁé (1,
B 52).456mg 2,6- = F £-1-C(2'-(N-= 3 FE-U o5 S g
-4-ZFIF H-IH-om 3 01,5—1 J01,2,43 =% (& # 5b) v
370mg 2,6- = #-5-((2'-(N-= % ¥ 3t _yy o5-AL) BE-4-Hyw
AJ-SH-wk o 3 (1,5—bIC1,2,47 = Cft &4 5¢),

44 5a.
(1>'H—NMR (CDCl,, TMS)
| 8(ppm):0.80(3H,t), 1. 00(3H,t),
1. 35(2H,m), 1. 83(2H.m),



2. 40(2H,t), 2. 80(2H,t),
3.85(2H,s), 5.20(2H,s).

(2) MS(FAB): 1145(MH*)

1644 5b.

(1>*H—NMR (CDCl,, TMS)

d(ppm);0.93—1.00(6H,m),

1. 67(2H,m), 1. 76 (2H,m),
2.60—2. 64(4H,m),
4.93(2H,s), 5.22(1H,s),

(2) MS(FAB): 669¢(MH™*)

4)6”?:‘% 5c:

(1)'H—NMR (CDCl,, TMS)

| 8(ppm) ;0. 94(3H,t), 0. 99(3H, ),
1.82(2H,m), 2.48(2H,t),
2. 74(2H,t), 5. 28(2H,s),
5.91(1H,s).

- (2) MS(FAB): 669(MH")

LBl 6



KC@C Ph),

(8b)

RSl

. k@%{ic (Ph);

b Rk ]
(8¢c)

5G4 FIELE, & 6- f?& 2-7 ZA-1H-t & #(1,5—b
(1,2,43 =" 316mg, 44 %| 157mg 5,7- K ((2'-(N-= 3 ¥ 3t g ut -5_
) RFE-4-HIFH)-6-FA4-2-F £-5H-" % 3% (1,5—bIC1,2,4)
= (L& 4 62).316mg 6-F #-2-F F-1-CCC2'-(N-=Z % ¥ g
5o ) BEK-4- W I IH-M o HC1,5—bIC01,2,4) = (4 &
H 6b) F 6-0F H-2-FHH-5-C(2'-(N-Z % F-mak-5-4) B4 -
ZEIF #I-5H-o e 3 01,5—b101,2,4J= % (&% 6c) Fu 6-F 2 )
2-T0 Z-1H-vb o 3 (1,5—bIC1,2, 4= R &4 (4 2 : 1
368mg,
.44 6a;
(1>'H—NMR (CDCl;, TMS)



3(ppm)x1. 01(3H$t)v 1. 84(2Hrm)v
1. 96(3H93), 2. 73(2H:t)y
3. 81(2Hy3)9 5. 17(2H15)y

1% &4 6b:
(1)'H—NMR (CDCl;, TMS)
d(ppm):0. 99(3H,t), 1. 77(2H,m),
2.30(3H,s), 2.63(2H,t),

4. 92(2H9S)y 5. 17(1H95). '
(2) MSCFAB): 641(MH™)

5C e 7

(T,
/O%—C(Ph), T Gh-cern

S

(Ta) (7b)

¥ 2-7 -1H-v o 3£ C1,5-bIC1,2,41= % 0. 53g X HH 1 [F
F#TAE, FRABERRKEN, ALRIE—FETHE:
3—1+1V/V) M, H8 2-FHH-1-CQ2'-(N-Z X ¥ HX-pms-5 )
BX R -4-EIF AT 1H-b o 36C01,5—bIC1,2,4 J= (b2 % 7a)
1.00g 0 2-7 #-5-C02'-(N-Z X ¥ #-p0 -5-4) H ¥-4-2£] 7
AJ-SH-sth 4 (1,5—b1C1,2,4) = ({b44 7b)0. 59g.

t &4 7a,
(1>'H—NMR (CDCl;, TMS)
8(ppm):1.01(3H,t), 1. 80(2H,m),



2.66(2H,t), 4.97(2H,s),
5.37(1H,d).
(2) MS(FAB): 627(MH™")
&4 7b:
(1)'H—NMR (CDCl;, TMS)
S(ppm):1.02(3H,t), 1.85(2H,m),
2.80(2H,t), 5.20(2H,s),
6.01(1H,d).
(2) MS(FAB): 627(MH")

SCHE B 8
{ﬁ' W
;&_@_—i_c“’h)s § Oy C (Pl
N
@/J\/

(8a) (8b)

¥ 7 W2 FA-1H-# 4 #(1,5-bI(1,2,41 =% 307mg 5 £
Wl 1 EIAE M AT IR, R ERREN, HLBRLE-EOK
(1:1—11:9V/V) &, 8 7-F ##-2-F #-1-002-(N-Z K F %-
/gonh_5-4E) BEAE-4-FE)E A I-1H-mk M F(1,5—b101,2,43 = (&
A M7 8a)148mg F1 7- F A -2-F #-5-((2'-(N-= K ¥ F-pg s -5-3)
B -4-F) W I-5H-o M 3 01,5—b101,2,43 =4 (ft 54 8b)
790mg.,
. &4 8a:
‘1)'H—NMR (CDCl;, TMS)

8(ppm):0.97(3H,t), 1. 75(2H,m),



- 1.87(3H,s), 2.60(2H,t),
5.07(2H,s), 5. 20(1H,s).

(2) MS(FAB): 641(MH™*)
. &4 8b.
(1)'H—NMR (CDCl,;, TMS)
3(ppm):1.02(3H,t), 1. 87(2H,m),
2.12(3H,s), 2.83(2H,t),

5.11(2H,s).
(2) MS(FAB): 641(MH*)

2R 9
| /@r% AT

o N OF-c ), 4 O5cem,
~ AT
(9a) (9b)

W2, 7= % H-6-WE-1H-%43#(1,5—bIC1,2,4) = 2. 55¢
SEEH 1 FIRMAE, FERABHEREKEN, ALB 58 F
BRE23—=11V/V) %MK, B 2,7-Z P H-6-F 4-1-C(2-(N-=
ARk -5- ) B4 H HI-1H- 3 C1,5—bIC1,2,4)
= (LA 9ad1. 15g 1 2,7- B - 6-FH H-5-0(2-(N-= % & 3
D9 -5-3E) BEHK-4- ) HI-SH-M 4 3 C1,5—bIC1,2, 4] =
(.64 9b)2. 65¢,

4%"%‘% 9a .
(1D'H—NMR (CDCl;, TMS)
8(ppm) 0. 97(3H,t), 1. 68(2H,m),
1. 88(3H,s), 2.25(3H,s),




2.59(2H,t), 5.01(2H,s).
(2) MS(FAB): 655(MH™*)
%44 9b,
(1)'H—NMR (CDCl,, TMS)

a 8(ppm):0. 90(3H,1), 1. 52(2H,m),
2.14(3H,s), 2.46¢3H,s),
2.48(2H,t), s. 22(2H,s).

(2) MS(FAB): 655(MH™")

Z¥H 10 T

(Qf@ a
N /\/%IN
Cl @-f—C(Ph), J_N——N

N~Z & L OFcpny
aNshfl

- (10a) (10b)

M T-R-2-F 60T A-TH- W (1, 5— b) (1,2,4) = w
651mg 5 4| 1 B A4t ag, FIRREERBEN, U875
T EGRETI3V/VORK, & 7-H-2-F H-6-H £-1-002 -(N-
CERT -5 ) BER 4R P S TH- k3 5—bJC1,2,
41=" (b &4 10a) 603mg o 7-F,-2- FX-6-W A-5-0(2'-(N-=
KEF H-ypgwk5-3t) g3 _4- W HEI-5H-wk it 3C1,5—bIC1,2,4)
=% ({b44 10b) 225mg,

.44 10a,
(1>'H—NMR (CDCl;, TMS)
3(ppm).:1. 00(3H,t), 1. 76(2H,m),
2.44(3H,s), 2.69(2H,t),



5. 07(2H,s).
(2) MS(FAB): 674(M™)
.44 10b,
(1)'H—NMR (CDCl,, TMS)
8(ppm) ;0. 94(3H,t), 1.59¢2H,m),

2.50(3H,s), 2.61(2H,t),
5.29(2H,s).

(2) MS(FAB): 675(MH™)

LR 11

(11tb)

” FXRBH 10 FIAHAE, & 7-§-6-F H£-2-F #%-1H-ott b 31,5
—bJC1,2,4)= % 500mg, %8 B 460mg 7-F-6-F £-2-7 H-1-CC2'-
(N-Z 3 F -0 ub-5-3) BEK-4-2) P H£)-1H-s o 301, 5—bIC1,

2,414 (44 11adf0 776mg 7-R-6-F F-2-7 #-5-0(2-(N-=

AT E-Wo-5-%) BE-4-F)F #I-5H-k 4 3 C1,5—bIC1,2,4]

= (fLa4 11b),

A 11a.

(1)'H—NMR (CDCl;, TMS)

{




d(ppm):0.94(3H,t>, 1. 71(2H,m),
2.34(3H,s), 2.53(2H,t),
5. 08(2H,s).
(2) MS(FAB): 674(M™*)
&4 11b.
(1)*H—NMR (CDCl;, TMS)
3(ppm):0.99(3H,t), 1.83(2H,m),
2.19(3H,s), 2. 76 (2H,t),
5.26(2H,s).
(2) MS(FAB): 675(MH")
LM 12

T

¥ 2- T F-6-T &-1-02-(N-Z K ¥ 2-m0 s -5-4) BKK-4-F)
B )-1H-#h 4 3#(1,5—bJ(1,2,43 =% ({b4& 4 1b)1. 00g, ¥ B2
54ml fo Z B 6ml &9 R & 4w ik E i 3 /D B,

BEXFZBEN, ERFPIOAER, BREXRE. ENFRE
FAON BB, &b, 1% 2-F &-6-79 &-1-002" - (g M -5-2) BX
F-4-FHIE FEI-1H-wb e 3 (1,5—b101,2,4) =4 0.58g, # LB 4
B8 o
(1) mp 233~234 C
(2) JU&E 1 (CpuHpNg)

C(¥%) H(%) N{(%)



%fjiﬁi 66. 31 5.56 28.12
SERME 66,14 5. 68 28. 03
(3)'H—NMR (DMSO—d,, TMS)
d(ppm) ;0. 90(3H,t), 1. 59(2H,m),
2.45(3H,s), 2.51(2H,t),

2. SO(ZHyS)’ 5. 34(1H75)’
7.12C2H,d), 7. 28(2H,d).

(4) MS(FAB): 399(MH*)
KM 13

N
| (G+H
NN

SR 12 AR E, & 2,6-= FAE-1-CL2-(N-Z ¥ T -

7O w53 K42 F £ TH-ok 3 C1,5—bI01, 2,47 = wb ft,
A 2b) 1. 00g 8 2,6-Z B H-1-CC2'-(1 o5 %) B K4 7w
AJ-1H-wt o 3£ (1,5-b101,2,4) = i 0, S6g A R B &G,
(1D mp 239~241 C (4 4#)
(2) JT & £ H7 1 (CooH,sNy)
| C(%) H(%) N(%)

Tt E A 64. 85 4. 90 30. 25

ERE 6479 4. 95 29. 97
(3)'H—NMR (DMSO—d,, TMS) |

d(ppm):2. 20(3H,s), 2.45(3H,s),

— 44 —



5. 19(2H)S)’ 5. 27(1H75)r
| 7.12(2H,d), 7. 27(2H,d).
(4) MS(FAB): 371(MH*)

LR 14

NN
| G+ H

N N—-N

A

GREH 12 FEMAE, & 2-2F-6-FH-1-((2-(N-Z % &
A-Dnk-5-H) BRE-4-HIFHI-TH- o 3 01,5—bI01,2,4) = o
({64 Hy 3b)589mg, 4 2-7, 3 -6- B £-1-CC2 - (P9 k-5 ) B4
AR EI-1H- 4 3 (1,5—bI01,2,41 = % 317mg, 4 £ 4 & 5
(1) mp 204~206 C (442
(2) TTF L H 1 (CuuHyoN, - 0. 2CH,COOCH,CH,)

C(%) H(%)  N(%)
i+ & 1 65. 12 5. 41 27. 87
35 W 1E 65. 23 5. 33 27. 93
(3)'H—NMR (DMSO—d,, TMS)
|  5(ppm):1.24(3H,t), 2. 20(3H,s),
2.82(2H,q), 5.20(2H,s),
5.26(1H,s), 7.11(2H,d),
- 7.25(2H,d).
(4> MS(FAB): 385(MH™")
X 15

-]



- -6 E-1-CO-(N-Z X FH- o -5-4) BEF 437
FEI-1IH-w 3 (1,5—b1(1,2,4J =% ({h 44 4b)484mg 5 L s
Pl 12 ARG HTAE, ARAREHEBEEN, RASAG E 9B —
RBEQ@117V/V) BB, 8 2-2 %-6-F &£-1-002'-( W m-5-4) Bt
F-4-FIFEI-1H-w 4 3#(1,5—b1C1,2,43 = % 290mg, 4 & & 3¢
fa AR WA
(1>'H-NMR (DMSO—d;, TMS)
8(ppm) ;0. 90(3H,t), 1. 24(3H,t),
1.59(2H,m), 2.82(2H,q),
5.20(2H,s), 5.32(1H,s),

7.11C2H,d), 7. 24(2H,d).
- (2) MS(FAB): 413(MH%Y) '

LHF 16

5 32MH 15 FIAMALTE, b 2,6- P A -1-CC2-(N-= % @ 4



P9 s -5-3k) BEE-4-FIF HEI-1H-w 4 H(1,5—bI01,2,4) =% (f
447 5b)423mg, 1B 2,6- = FE-1-((2- (W m-5-4£) BE-4-H) &
EI-1H-k 3£ (1,5—b1C01,2,4) = % 154mg, b & 6 3 & B KR
) -

(1)'H—NMR (DMSO—d;, TMS)

S(ppm) : 0. QO(BH’t) » O. 97(3H ,t) ]
1. 59(2H»m) » 1. 69(Z2H,m),

2. 78(2H,t), 5.21(2H,s),
5.33(1H,s), 7. 11(2H,d),
7.22(2H,d).

(2) MS(FAB): 427(MH™)

5 H 17

St 12 BT, B 6-FE2FE-1-(Q-(N-ZXF
E-vgek-5-H) BKE-4-FIF HI-IH-ok H1,5—-bI0,2,4) =
(4t &4 6b1>310mg, 48 6-F H-2-7 #H-1-CC2" - (W ™ -5-F) BKK-4-
FIF I IH- 3 C1,5—bIC1,2,4) =% 136mg, A B B2 &,
(1) mp 156~157 C
(2) JC F 50 A 18 (CozHoaNW)
C(%) H(%) N(%)
HEAE 66. 31 5.56 28. 12
5E 3 H 66. 36 5. 74 27.74




(3)'H—NMR (DMSO—d,, TMS)
| 3(ppm):0. 96 (3H,t), 1. 68(2H,m),
2. 20(3H,s), 2.78(2H,t),
5.21(2H,s), 5.26(1H,s),

7.11(2H,d>, 7. 24(2H,d).
(4) MS(FAB): 399(MH™)

- P 18

R

5o 12 FAEMALIE, B 2-FF 3-1-CC2' - (N-= 2 & 4t g i
G5 HE) BER-4-EDW EI-TH-h 4 3 C1,5—bIC1,2,4 I m (4L A 4
7a)940mg, & 2- Z F A-1-CC2-(mmt-5-3) B F-4-# I ¥ #I-1H-
itk 3 C1,5-b301,2,4)= % 473mg, 3 & 6,2 & .
(1) mp 103~105 C
(2) 7T &A1 (CuHypN,g + 0. 2CH,COOCH,CH,)
’ C(%» H(%) N(%)
T EE 65.12 5. 41 27. 87
55 W {E 65. 27 5. 41 28. 06
(3)'H—NMR (DMSO—d,, . TMS)
| 8(ppm).0. 97(3H,t), 1. 70(2H,m),
2. 81(2H,t), 5.26(2H,s),
5.51(1H,d), 7.11(2H,d),
7.26(2H,d), 7.38(1H,d).

— 48 —




(4) MS(FAB): 385(MH™)
LHEF 19

A T-FE-2-FE-1-CQ2-(N-Z X FH-pged-5-3) BFER-4-F)
B AI-1H-she £ 01,5—b301,2,4) =% ({44 82)143mg, 5 5%
Wl 12 BN ETLE, ALHEES LR, 8 7-F F-2-7F #-1-
CC2'-(g o -5- ) BRAR-4-F)F EI-1H-# 4 3 (1,5—b301,2,43=
W 63mg, YL EE .
(1) mp 230~231.5 C (4%
(2) JC ¥ o A7 {8 (CoaH 22 Ngd
C(%) H(%)D N{(%)
T HAE 66. 31 5. 56 28.12
& 0 {8 66. 28 5. 64 28.18
(3)'H—NMR (DMSO—d;, TMS)
3(ppm):0. 96(3H,t), 1. 68(2H,m),
1.82(3H,s), 2. 78(2H,t),
5.33(2H,s), 7.10(2H,d),

7.13(2H,d), 7. 18(1H,s).
(4) MS(FAB): 399(MH™")

SE ¥ 20



HCLS:

N—-N

N
NS

53l 12 FAEMAE, B2,7-ZFE6 HE-1-C2-(N-=
REHE-ge-5-4) BRK-4-FEIF FEI)-1H-A = #(1,5—bIC1,2,4)
= (4t 4 4 9a)940mg, 7§ 2,7-= F FH-6-7 #FE-1-002' - (19 4-5-
A B 4-FAIFRI-IH-MM H(1,5—b J01,2,4) =% 512mg, ¥

X% '
(1) mp 231~232 C (H-#)
(2) TG & 4 #tH (CraHalNoD
| C(%>  H(%  N%
it H AR 66. 97 5. 86 27.16
5 MR 66. 91 5. 90 27. 06
(3)'H—NMR (DMSO—d;, TMS)
S(ppm):0.95(3H,t), 1. 64(2H,m),
1. 93(3H,s), 2.43(3H,s),
2.55(2H,t), 5.21(2H,s),
7.12(2H,d), 7. 15(2H,d).
(4) MS(FAB): 413(MH")
L 21



53l 15 FAEH AL TS, o 7-4-2-F H-6-7F #£-1-0C2 -(N-=
R - prek o5 3D B¥-4-HIF HI-1H- 4 3#01,5—bIC1,2,4)
=k (b4 4 10a) 560mg, & 7-§-2-F F-6-75 £-1-0C2' - (JF e -5-
) BFE-4-H)FE)-1H-% % #C1,5—bIC1,2,4) = % 300mg, ¥
3 % A KRR
(1)'H—NMR (DMSO—ds, TMS)
8(ppm) 0. 92(3H,t), 1.63(2H,m),
2. 44(3H,s), 2.54(2H,t),

5.-30(2H15)7 7. 12(2Hyd)9
7. 21C2H,d).

(2) MS(FAB): 433(MH™*)
SR 22

5 19 FlAEAL s, & 7-4-6-F &£-2- #£-1-0(2'-(N-=
AP A-we-5-) BEK-4-FIF EI-1H-vk 4 #C1,5—bIC1,2,4)
= (&4 11a) 420mg, & 7-8-6-F &-2-% F-1-002' - (9 ¢ -5-
) BER-4-FEIFHI-IH- 4 #$01,5—b301,2,41 =% 218mg, 4
LEE .
_(1) mp 213~214.5 C
- (2) JTTE S ME(Co:HuCINgD

C(%) H(%)  N(% Cl(%)

TR A 61. 04 4. 89 25. 88 8.19



LM 60. 92 5. 03 25. 97 8: 24
(3)'H—NMR (DMSO—d,, TMS) -
- 8(ppm):0.93(3H,t), 1.63(2H,m),
2.20(3H,s), 2.75(3H,¢t),
'5.32(2H,s), 7.11(2H,d),

7.19C2H,d).
(4> MS(FAB):433(MH™*)

LA 23 |
N
/\/<~\NF*I‘?_N—;N

O =

HRIEY 1 B 2-F %67 £-5-002-(N-= % F 417 ok
"S- BEK-4- P HI-5H-h w3 (1,5—bIC1,2,47 = we . & 4
1d) 5 2—'%9%~6-W:§—1H-ﬂt&ﬂi#El,s—b]E1,2,4J_=_&9‘35%%%
(# 30 1)1.66g, 5 LHH 12 Bt iram, Fr % 2% B 1k 5 i B
o URARG ETE— @45 (3 17 VIVOBRM, A8+
Fhy B2 A6 R-5-((2 (W5 2) BE -4 ) P #)-5H-
ks 3 (1,5-b301,2,4) = w0, d4g, A X &% & ,

(1) mp 169.5~171 C
(2 TF A (CuHaN, - 0. 1CH,COOCH,CH.)
C(%> H(%) N(%)
i E AR 66. 06 5. 64 27.51
38 3] 4% 66. 08 5.53 27. 74
- ('H-NMR (DMSO—d,, TMS)



3(ppm).0. 93(3H,t), 1.61(2H,m),
2. 28(3H,s), 2.69(2H,t),
5.48(2H,s), 6.06(1H,s),
7. 06(4H,s).
(4) MS(FAB): 399(MH™)
3EHH| 24

RN

INCE.*

5 12 MMM, B 2,6- - P H-5-002-(N-= 3% 5 3t
Pge-5-A) B K-4- I F 3 I-5H- % 3 (1,5-b1C1,2,47 = €4
A% 2d) 1.00g, 78 2,6-= B #-5-C(2'-(pgmk-5-H) B FE-4-4) @
AJ-5H-wb w3 01,5—b1C1,2,4)= % 0.59, 4 T 6 & &

(1) mp 225~228 C
(2) T F A (CooHisN, + 0. ICH,COOCH,CH,)
C(%) H(%) N(%)
it EAE 64. 61 5. 00 29. 55
3E 3 48 64. 39 5. 02 29. 41
(3)'H-NMR (DMSO—d,, TMS)
d(ppm):2. 27(3H.s), 2. 39(3H,s),
5.47(2H,s), 6. 04(1H,s),
, 7.07(2H,d), 7.10(2H,d),
(4) MS(FAB): 371(MH™)
EHF 25



FEMH 12 Bt E, & 2-Z&-6-FH-5((2-(N-Zx @
EoH-5-B) RK-4-HI T EISH- s F (1, 5—bIC1, 2,47 = m
(£ &4 3d) 610mg, 48 2- L &-6-F F-5-(02'-(pwmt-5-4) BX K -4-
B F HI-5H- I (1,5—bI(1,2,4) = me 316mg, & &4 &
(1> mp 206~207.5 'C (442)

(2) JCF 4 #14 (CyyH,oN,)
C(%) - H% N(%>
i EAE 65. 61 5.24 29. 15

, 35 ) ¥ 65. 41 5.18 28. 85
(3)'H—NMR (DMSO —ds, TMS)

d(ppm):1. 21(3H,t), 2. 38(2H,s),
| 2.63(2H,q), 5.47(2H,s),
6. 03(1H,s), 7.06(2H,d),
7.10(2H,d).
(4> MS(FAB): 385(MH")

% # 26 N .
/\ﬁhf:——-ﬂ

NS




GEMH 12 FIMAE, B2-Z 8 6-FHHS5-((2-(N-Z %@
Hopreko5-3) BE-4-# )P HI-SH-M ek (1, 5—bIC1,2, 4] = w
(G &4 4c) 417mg, 78 2-Z H-6-F £-5-002 - (@ m-5-%) B A&-4-
HIF HI-5H-sl e #(1,5—bI01,2,4) = m 180mg, 4 & & & &,
(1) mp 172~173.5 C
C2) JC#F 4 A 18 (CesHoNy)

C(%> H(%) N(%)
ITTEE 66. 97 5. 86 27. 16
LAE  66.80 5.87 . 27.12
(3)'H—NMR (DMSO—d,, TMS)
8(ppm):0. 93(3H,t), 1. 21(3H,t),
1.61(2H,m),
2.60—2.70(4H,m),
5.48(2H,s), 6. 06(1H,s),

7. 06 (4H,d).
(4) MS(FAB): 413(MH")
LR 27 '
N
NS

TREH 12 BN, B 2,6- 2 FH-5-002-(N-Z % & 4t
7o wk -5 AL BRR-4-F) P HI-5H-k e 36 C1,5—bI01,2,4) = ok (4
64 5¢) 347mg, 4% 2,6- = F H-5-C02'- (1Y w-5-3¢) AR AR-4-FDF
C#I-SH-w o 3 (1,56—bIC01,2,4) = 187mg. % & 5. & 5 _



(1) mp 172~174 C
(2) TG F 4 #7118 (CpaHyeNg)
C(%) H(%) N(%)
WHEME  67.58 6.14 26. 27
- ERME 67.52 6. 30 26. 21
(3>’ H—NMR (DMSO—d,, TMS)
d(ppm) ;0. 88—0. 95(6H,m),
1.58—1.70(4H,m),
2.58(2H,t), 2. 68(2H,t),
5.48(2H,s), 6. 06(1H,s),
7. 06 (4H,s).
(4> MS(FAB): 427(MH™)
5 #1128

G RG] 23 FIAFHAE, B 6 FBeY 6-F A 2-F £-5-
CC2-(N-ZFXF H-pyel-5-3) BEF-4-FH) P #£I-5H-np ok 3£01,5—
bIC1,2,43= v ({4 6c) 5 6-F F-2- - 1H-vlk ok 301,5—b)
(1,2, 4J= 9B &4 (% 2:1)359mg, B 5| 6-F £-2-FH &£ -5-002' -
(g d-5-2) B K-4- %jﬁ?gj SH-wt 4 3F (1,5—b1C1,2,4) =
126mg AT B,

(1) mp 175~177.5 C |
(2) JCF 5718 (CuH 3N, + 0. 6H,0)



C(%) H(%) NC(¥%)
1+ E 18 64. 56 5.71 27. 38
T OERME 64. 48 5.61 27. 38
(3)'H—NMR (DMSO—d,, TMS)
| 0(ppm): 0. 90(3H,t), 1. 67(2H,m),
2.38(3H,s), 2.58(2H,t),
5.46(2H,s), 6.02(1H,s),
7.06(2H,d)>, 7. 09(2H,d).
(4) MS(FAB): 399(MH™*)
553 #1 29

!

N
L O n

SRV 12 AN E, b 2-FE-5-((2-(N-Z % A - pg
-6-2) BRAE-4-FIF ZI-5H-wk s 3£ C1,5—bI01,2.4 1= (fb 24
7b) 568mg, &% 2-TF #-5-(02'- (19w -5-4t) BXK-4- 239 2 I-5H-H,
3 (1,5—bIC1,2,4)= " 165mg, b £ & & 2 . |
(1) mp 109~111 C
(2) T &S (CluHwoN, - 0. 2H,0)

C(%) H(%) N(%)
T F A 65. 00 5. 30 28. 88
5E 18 65. 07 5.14 28. 81
(3)'H—NMR (DMSO—d,, TMS)
8(ppm).0. 90(3H,t), 1.67¢2H.m).

- 57 —




2.59(2H,t), 5.46(2H,s),

6. 20(1H,d), 7. 07(2H,d),

7.20(2H,d), 7. 92(1H,d).
(4) MS(FAB). 385(MH")

£ HH 30

on
S e

L OfH

SEHREIFFMAE, H7-FE 2-FH-5-(2-(N-Z £ F
-V -5 B K-4-F ) F A I-5H-sh o 3 (1,5—bIC1,2,4) = wk
(&4 8b) 783mg, 18 7- % & 2-F 2-5-CC2 - (WU ot -5-4) B ¥ -4
AIFHI-SH- 4 H(1,5—bI(1,2,4 I 412mg, Y T & & 5 |
(1) mp 193~196 C (4 48)

(2) JC # 2 7 18 (CpaHzNy)

' C(%) H(%) NC%)

, 1T F A 66. 31 5. 56 28.12

| LRE 66.13 5.57 28. 04

(3)'H—NMR (DMSO—d,, TMS)

d(ppm).0.90(3H,t), 1.67(2H,m),

2.09(3H,s), 2.58(2H,t),
5.35(2H,s), 7. 05(2H,d),
7.18(2H,d).

(4) MS(FAB): 399(MH™)

EHF 31



N
LT
et

GEMG 12 FIAFMAE, d12,7-Z FE -6-F H-5-002'-(N-=
FFE- I 5 ) By P EI-5H-" 3 (1,5—bIC1,2,4)
= (a4 9b) 2.45¢,48 2,7-= T AE-6-F 4 -5-0C2- (o5
IR -4-FIF HI-5H-" o 3 C1,5—b J01,2,4) = w4 1. 45g, H T &,
H =

=H BH o
(1> mp 198~200 'C (4 #&)
(2) j‘tiﬁ‘*}]{ﬁ(C22H24N8 + 0. 1CH3COOCHZCH3)

C(%) H(%) N(%)
T+ FAH 66. 71 5.93 26. 60

55 ) 1 66. 95 5.98 26. 34
(3>'H-NMR (DMSO—d;, TMS)
d(ppm).0. 88(3H,t), 1. 47(2H,m),
2.06(3H,s), 2.27(3H,s),
2.69(2H,t), 5.41(2H,s),
7.02(2H,d), 7. 05(2H,d).
(4) MS(FAB): 413(MH™)
EHH 32




GXMH 12 A E, & 7-q -2-F X -6-F H-5-002'-(N-
ZRFHR-pg ek 5 4t H%X—zz—zg]E?;EJ—SH—%"&;FELS—MELZ,
4J=% (b &4 10b)198mg, 42 7—%—2—‘?%—&%%—5—[[2’-(@”%—
5-%) Haéiﬁ—ct-ﬁéjPﬁ%]—sH-%%#cl,s—bjtl,2,433% 8lmg, ¥
L& G,

(1) mp 185~187.5 C (442)
(2) JC % 4 # 18 (C,,H,, CIN,)
C(%) H(%) N(%) CI(%)

#ﬁ{ﬁ 61. 04 4. 89 25. 88 8.19

ZHME 61.09 490 25. 88 8. 34
(3)'H—NMR (DMSO—d;, TMS)
6(ppm).0. 90(3H,t), 1. 52(2H,m),

2.30(3H,s), 2.79(2H, 1),
5.54(2H,s), 7. 07(2H,d),
7. 10(2H,d>.

- (4D MS(FAB): 433(MH*)

R 33




SR 12 AT, b g 6T 2-T #-5-002' - (N-
ERFHE-W 5 H) B -4 FAEI-5H-st e 3 (1,5—b)C1, 2,
4J= % (LE 4 11b)740mg, 18 7-B-6-F X -2-F £-5-C02 - (g wit_
5-A) B FK-4-4) FEI-SH-h 3£ 0(1,5—bIC1,2,4) = 414mg,
e g,

(1> mp 120~122 C
- (2) &4 H 8 (C..HuN, + 0. 4CH,COOCH,CH,)
C(%) H(%) N(¥%) Cl(y¥%)
L EE 60. 55 5. 21 23. 94 7.57
5 A 60. 53 5. 24 23. 60 7.55
(3)'H—NMR (DMSO—d,, TMS)
d(ppm):0. 90¢3H,t), 1. 68(2H,m) )
2.41(3H,s), 2.61(2H,¢t),
5.52(2H,s), 7.07(2H,d),
7.15(2H,d).
(4> MS(FAB): 433(MH™)
55 Ml 34 ?



H2-FH-6-FE-T-((2-(N-Z F T 4 gk _5_5) BX K -4- )
FAEI-1H- 4 3 (1,5—b)C1,2,4) = s (. 6% 1c)183mg &5 £ #%
Bl 12 ] 4 9t 47 4 72 EFGAREP N BRI, WRBERE, %
RIEBBATE TR, B 2-F£-6-FE-7-002' (19 -5-3) B
F-4-ZIF HI-1H-od 3 01,5—bIC1,2,4) = ok 85mg, # X% & 3
ae 2 1K,

(1) 70 & 447 (C2H,.Ns » 0. 5SCH,COOCH,CH,)
- C(¥%)> H(%) N(%)
2 i1 65. 14 5. 92 25. 32
3 ) 18 65. 07 5. 80 25.56
(3)'H-NMR (DMSO—d,, TMS)
6(ppm):0. 87(3H,t), 1.53(2H,m),
2. 36(2H,s>, 3.78(2H,s),
6.99(2H,d), 7. 12(2H,d),

12. 20(1H,s).
(4> MS(FAB): 399(MH™")

MM 35



5526 34 Fl ML, b 2,6- - FHA-7-(02-(N-Z ¥ F -
0o -5-A) BRAR-4-F )P EI-1H- = 3 1,5—bIC1,2,41 =% (44
G4 2c) 226mg, 8 2,6-Z B E-7-CC2-(pg e-5-4) B F-4-FEI @
A J-1H-vl 4 3 (1,5—b1C1,2,4) =% 105mg, ¥ & & 3k & ¥ B4k,
(1) 76 F 4 47 {8 (CyeH gN, » 0. 4CH,COOCH,CH.,)
C(%) H(%) N(%)
it B AH 63. 95 5.27 27. 62
SEAME 63. 63 5. 16 27. 77
(2)'H—NMR (DMSO—ds, TMS)
d(ppm):2.15(3H,s), 2. 36(3H,s),
3.77(2H,s), 6.99(2H,d),
7.12C2H,d), 12.22(1H,s).
© (3) MS(FAB): 371(MH")

L 36

,qu_ N—~N

I[I@-L— H



5,7- 2 -(N-Z X FH -5 ) PE -4 HLIF ) 2
A-6-7 F-5H-wk ¥ 3 (1,5—bI(1,2,4) =% ({44 1a) 342mg, 5
LR 12 R SATAE, EFERAEFMNFE, WRERK, %
B JE BB ILIER, 5 5,7- N2 -(Wr-5-4) BEK-4-#)F ) 2
B OAk-6- A-5H-m M HF01,5—b101,2,4) =" 182mg, ¥ T & 4 &
B,

(1)'H—NMR (DMSO—d,, TMS)
3(ppm):0. 86(3H,t), 1.40(2H,m),
2.27(3H,s), 2.74(2H,t),
3.87(2H,s), 5.45(2H,s).
(2) MS(FAB): 632(M™*)
L 37

B5,7-RC2-(N-Z K FH-mk-5-4) BEHFK-4-£I1FP &)-6-F
A-2-F A&-5H-" 4 3#(1,5—bI01,2,4) =% (444 6a)153mg, 5
KM 36 Bl M ATHE, 15 5,7- K2 -9 mi-5-4) B F-4-3)
FAI-6-F F-2-H-SH- % 3 01,5—bIC1,2,4) = 69mpg,. X %
wWE Ak M E .

(1)'H—NMR (DMSO—ds, TMS)
8(ppm).:0. 90(3H,t), 1. 66(2ZH,m),



2.37(3H,s), 2.57(2H,t),
3.85(2H,s), 5.44(2H,s).
(2) MS(FAB): 633(MH™)
HAF 11 (EHF 38 E R4 4)

(A E- T8 CRHAT, EZFHRBFANEAA, P RELK
£, 600ml, E—78 CTWANEAXY 19.0g, 4 BB E FHHE 10 4
o, WBEMMWET K 4Oml, £—78 CTH#L 1040484, £ LARARN
P HRBERMFTERE 40ml 5§, £—78 CTHH 1 Aet, HEM
WAL E 4AOCKHE Ewig, AER. W& EH A 150ml 7k K
5, B 6N 8 E pH<<1, F 30ml ZBMBR K, 082,
AN 100ml FB. EZE TEMNBEE PN 23ml B+ — K44, fo
HRESOCEKELBE, WHRERAK., BEAXHER, REHEEK
HEN, UFH. (F=1:20 MK, % -8 %F£-4-2 F£-1H-h
12. 8g.

(1)'H—NMR (CDCl,;, TMS)
3(ppm).1.16(3H,t), 2. 31(2H,q>,

7.10(1H,s).

- (2) MS(ED . 111(M™) ,

(B) £ 5.0g A E4-Z H-1H- s b jw \JF HE = 78
7.9g, T 120 CTm#h, ALERHLE. N3 IHE, HEE
. AN F B 30ml, RAWMNEBRER 3.2¢.Z T 4. 6g, Wi E
R 3. BEXEZEMN, ERBF AN 150ml ZE 8, Kk=
K, WLBILEERALAKARBEE TR, BERE. REEERAEE
., LUFEBEE. 520 V/VOlM, 8 N-(4-Z - 1H-sh e -3- )
AEXFELE 3. 9.

- (1)'H-NMR (CDCl;, TMS)
5(ppm):1.02(3H,t), 1. 18(3H,t),




2.39(2H,q), 2. 41(2H,q),
7. 32(1H,s).
(2) MS(ED); 182(M*)

(C) 4 N-(4-Z #-1H-we o -3- %) S L FEEJS 3. 9¢ % F N,N-
ZF A B 20ml, TR H T AN R 2. 2ml Fo 3t F R o A
4.1g, ERBBETHHEI0OF29E, BEZE, L3 o, BE
FLRAHEN 100ml A, AEGRR., REXEHNEHE G,
FrA%3% &% F 100ml ¥ 8, A0 2. 2ml "o, Ao E 9% 2 /N B,

BEKEERN, ZAB PN 100ml 2B 78, FAAke, & -
MEREKKBRETREBRERSE, REFERKAEN, Ar®
— R 20 V/VORMK, 8 2,7-2 - 1H-wb s 3#01,5—b)
(1,2,42=% 1.60g, ¥ K E &4 & .

(1)*H—NMR (DMSO—d,, TMS)

| 3(ppm):1.19(3H,t), 1. 28(3H,t),
2.50(2H,q), 2. 74(2H,q),
7.21(1H,s).

(2) MSCED:  164(M™*)

G| 12 (EHEF 39 & FE K1k S 4p)

(A) 556 11(B) BlAEMAE, & 3-8 F-4-7 £-1H- vtk
3.0g ME LB L0 4. 4g, B 5 N-(4-7 H-1H-wpwk-3-%) £ &
L BK5 730mg,

(1)'H—NMR (DMSO—d,, TMS)
3(ppm):1.09(3H,tY, 1.71(3H,s),
| 2.31C2H.q), 7. 41(1H,s).
(2) MS(ED) . 168(M™)

B> 54 11(C) RN, & N-(4-7, - 1H-op m-3-

) QAN 2.8g, B 7-2 F-2-F H-1H-k ™ 3£C1,5—bIC1,




2,4)J =™ 580mg,
(1)'H—NMR (DMSO—d,, TMS)
3(ppm):1.19(3H,t), 2.45(3H,s),
2.50(2H,q), 7.19(1H,s).
(2) MS(ED 150(M*)
Z A 13 CEHAF 40 HE 144 4)

(A) 554 11(A) H#iuﬁtf_!i B 40ml JX JiF 15 3 3-8 -4

EAZE-1H-#m 17. 2¢,
(1>)'H—-NMR (CDCl;, TMS)
d(ppm):0.93(3H,t), 1.37(2H,m),
2.34(2H,t), 7.09(1H,s).
(2) MSCED) ., 125(M™*)

(B) 5% %41 11(B) FAMATE, b 3-8 H-4-F 7 2£-1H-%
9. 0g R A = 288 13g, 38 N-(4-EH - 1H- s -3-%) £
AHEIF 5. 0g,

(I>'H—NMR (CDCl,;, TMS)
d(ppm):0. 93(3H,t), 1.00(3H,t),
1.36—1.76(2H,m),
2.21—2.50(4H,m),
7.31C1H,s).
(2) MSCED:  182(M™)

(C) 54 11<C) F ML, & N-(4-F B HE-1H-kwg-3-
) AEWEN5.0g, B8 2-2£-7-FEFFE-1H- 4 3#01,5—b)
1,2,4)=# 1.9g,

(I1D'H—~NMR (DMSO—d,, TMS)
d(ppm):0.93(3H,t), 1.28(3H,t),
1.37—1.80(2H,m),




2.46(2H,t), 2. 75(2H.,q),
7. 20(1H,s).

(2) MS(ED); 178(M™*)

F AP 14 CGERB 41 RS 4)

SZH4 11(B) RIH#MAE, & 3-A F-4-F % 2£-1H-7% o
726 ME LB ZTH 9. 3g, BE N-(4-F F &-1H-sp -3-2) £
E BN 4. 55,

(1)'H—NMR (CDCl;, TMS)
d(ppm).0. 88(3H,t), 1.49(2H,m),
1. 71(3H,s), 2.28(2H,t),
7. 40(1H,s).
(2) MS(ED; 182(M ™)

(B) 5 &4 11(C) Bl M AT, b N-(4-IF 7 2-1H- i wk-3-
) BRI 4.5¢ 55| 1.5g 2-FH-7-F HA-1H-wh e 3£ (1,5—
bIC1,2,4) = w4,

(ID'H—NMR (DMSO—ds, TMS)
3(ppm) 0. 90(3H,t), 1.59(2H ,m),
2.45(2H,t), 2.93(3H,s),
7. 20(2H,s).
(2O MS(ED: 164(M™)
ZEG] 15 (L 42 ER 4 4H)
(AD 5&F4| 11(A) BI#4b43E, b 50ml 2 JF2E 2 10. 1g 3-
BAE-4-F T A-1H-nk g, _
(1D'H—NMR (CDCl,, TMS)
- d(ppm) 0. 92(3H,t),
1.17—1.67(4H,m),
2. 30C2H,t)>, 7. 10(1H,s).




(2) MS(ED), 139(M+)

(B) 5£&%# 11(B) AN E, &7 -AFX-4-F T £-1H-4
6. 2g Fu R B = 286 7. 8g, B3| 3. 5g N-(d-[F T #-1H- i i -3-
) BREFRE.

(ID'H—NMR (CDCl,;, TMS)
d(ppm) . 0. 88(6H,t),
1.24—1.56(4H,m),
2.08—2.38(4H,m),
7.39(1H,s).
(2) MS(ED) ., 210(M™)

(C) 5&FH] 11(C) F#FAE, & 3. 5g N-(4-F T &E-1H-#%
w-3-#) BEWEIFEE 500mg 7-F T #-2-7 F-1H-vlk wk 31,5
—bl(1,2,43 =,

(ID'H—=—NMR (DMSO—d;, TMS)
d(ppm):0. 90(3H,t), 1. 28(3H,t),
1.19—1.65(4H,m),
2. 47(2H, 1), 2. 74(2H,q),
_ 7.19(2H,s).
(2) MS(ED), 192(M™*)
HHG] 16 CLH B 43 5 R4 4D

(A) 5FZF 11(A) BIH#MAE, & 42ml F THSE 2| 10. 1g
3-AFE-4-FHE-1H-Ah e, |
(1)'H—NMR (CDCl;, TMS)

d(ppm):1.18(6H,d), 2. 68(1H,m),
7. 10(1H,s).
(2) MS(ED: 125(M™)
B 554 11(B) El#H4AE, & 3-A8£-4-5 F FH-1H-,




LSg R FH=2Z8 7.0g, B35 3.6g N-(4- o7 W F-1H- vl 4 -3-
) AA TR,
(1>'H—NMR (CDCl;, TMS)
3(ppm):1. 03(3H,t), 1.20(6H,d),
. 2.41(2H,q), 2.81(1H,m),
7. 30(1H,s).
(2) MS(ED), 196(M™)

(C) 55% 61 11(C) FIAHHMAE, B 3. 6g N-(4-B F £-1H-r
$-3-) BAFEIFEE 1.6g -2 £-7-8 W AL -1H-7t o 3£ (1,5 —
bJC1,2,4) =,

(1>'H—NMR (DMSO—d,, TMS)
' 3(ppm):1.20—1.37(9H,m),
2.37—3.02(3H,m),

7.21(1H,s).
(2) MS(ED), 178(M ™)
BHG) 17 CEH 44 b9 JE R0 S 4)
(A) 4% 8.06g 3-# A-4-F ZE-1H-"k % 7% F 30ml LIEF, ok
AW TN 12.9g TEEAFL AR E B2 FEE BB E T
NEE, BIEER, HHELE, RE AW, EARE RS, AR

(4-F Z-1H-sbm-3- ) 7 MK 25 88 #b 8. 40g.
(1>'H—NMR (DMSO—d,, TMS)
d(ppm):1.30(3H,t), 2.10(3H,s),
2.81(1H,q), 7. 66(1H,s).
(2) MS(ED):  152(M™*) | |
(B) ¥ 1. 45g AP\ 50ml BB, i P BB . B
AN 4.22g B ERE, RUERNRE, BB FRER, 2




by #8.39g N-(4- W - 1H-vb i -3-3) BB A F 50ml FE
., kA4,

ERBERT, e TR NERTRER, HEEE, 3w
B BREREWHRERSE, FRBEFERAERN, UFR
—— AW QA 9V/VORM, 18 N-(4-F £-1H-ed-3- %) S L HRE
f5 6.73g. |
(1> H—NMR (DMSO—d,, TMS)

5(ppm):0. 87(3H,t), 1.89(3H,s),
2. 20(2H,q), 7. 39(1H,s).
(2) MS(ED) . 168(M™) |

(C) 5&F4] 11(C) ML, & 6. 61gN-(4-F #£-1H-%%
#-3-2) AEAFHITES 3.38g 2-2 #£-7-F - 1H-wk w3 (1,5—
bJ(1,2,40 =,

(1)'H—NMR (DMSO—d,, TMS)
d(ppm):1. 27(3H,t), 2. 08(3H,s),
2. 74(2H,q), 7.19C(1H,s).
12. 31(1H, brs).
(2) MS(ED); 150(M™)
Z &) 18 (LMt 45 o9 AL A 4)

(AD 44 10.7g 3-FH H-4-FH-1H-t 4 35 F 40ml 7+, £k
RTMWANLS. 4g TREACEZEB LR S, EHFEE FTHEL N
BE, BEZR, AR, EREXWER, EFFB— 44
B : 17 V/VIRAER.

RERE, BARERE, FEREFEERARN, LFB
BT (L/4—3/7V/V) Bl s 18 N-(4-F JE-1H-wk ok -3-4L) 7 bk 2 B8
3 7. 31g, )
(1>'H—NMR (DMSO—d,, TMS)

- 71 —




d(ppm):2.09(3H,s), 2.48(3H,s),
7.65(1H,s).
(2) MS(FAB): 139(MH™)

B UG ZE4 17(B) Fl#H M F ik, b N-(4-F - 1H-sp wk-3-
A) Tt 7.20g,4F 5 N-(4-F - 1H-whmd-3-2) £ £ 7B fe
5- 45¢,

(1)'H—NMR (DMSO—d;, TMS)
d(ppm):1.72(3H,s), 1.89(3H,s),
- 7. 39(1H,s).
(2) MS(ED), 154(M™)

(C AEZ%FH] 11(C) MMM F %, & 5.38g N-(4- F #-1H-
o-3-2) RE KN, BE 2,7-Z W £-1H-w % 3#01,5—bIC1,
2,41 = 2. 14g.

(D'H—NMR (DMSO—d,, TMS)
d(ppm):2. 07(3H,s), 2.38(3H,s),
‘ 7.19(1H,s), 12. 35(1H,brs).
(2) MS(ED: 136(M*)
ZEF] 19 CEHH 46 B b A 4) .

(AD % 3-AF-4-ZH-1H-"l "4 5. 28g 3 F 30ml L+, #k
AHTANTERER THZ LB B8 20g., £ F B FoiE1
AN, BEER, HEAE. RRE KGR, BT FH— A
Q/AV/NIBEERF . BEFTEN, BERRE RS, 8 N-U-7 %
-IH-w e -3-2) R A MK B 4 7. 298,

(1)'H—NMR (DMSO—d,, TMS)
d(ppm):1.12(3H,t), 1.33(6H,d),
3-32(1H,m), 7.71(1H,s).
(2) MSCED; 180(M™*)




(B) G Z£4 17(B) FI#HNF %, b1 N-(4-7, 3-1H-sk wk-3-
B RAKRERE 7. 21g, BB N-(4-Z #-1H- e 3-2) S4BT
B J5 6. 10g,
(1D'H—~NMR (DMSO—d,, TMS)
d(ppm) ;0. 97(6H,d), 1.10(3H,t),
2.31(2H,q), 2-86(1H,m),
7-41(Q1H,s).
(2) MS(ED . 196(M™)
C) 5Z %4 11(C) F#MAE, & N-(4-7, F-1H-wk o _3-
) AER TIN5 982,35 7-2,4-2- B 7 #£-1H-vk b 3£ C1,5—
blC(1,2,4) = 2. 52¢, |
(1)'H—NMR (DMSO—d,, TMS)
d(ppm):1. 20(3H,t), 1.32(sH,d),
1.51(2H,q), 3.07(1H,m),
7.22(1H,s), 12.28(1H,br).
(2) MS(ED . 178(M*)
& 20 (M 47 B R4 4
(A) AEZH4118(A) RIS F %, ¥ 3-4A%4-5-2 % 1H—
W 13.7g T RATHE AR B 21. 1,48 5 N-(5- 2, #-1H
— ok -3-F) TRk shag 3k 15. 8g.
(1>'H—NMR (DMSO—ds, TMS)
o(ppm) 0. 95(3H,t), 1. 20(3H,t),
1.77C2H ,m),
2.61—2.69(4H,m),
6. 05(1H,s).
(2) MS(ED . 180(M™)
(B) 5% 4] 17(B) Bl A#H A&, B N-(5-7 F-1H-f, s -3-



) THERE 15 7¢, 85 N-(5-Z Z-1H- W3- %) £ THfe
12. 0g,
(D'H—NMR (DMSO—d,, TMS)
o0(ppm) 0. 83(3H,t), 1.15(3H,t),
1. 40C2H,m>, 2.52(2H,q),
5. 70(1H,s).
(2) MS(EI). 196 (M ™)
C) F5HF46] 11(C) AH#HATE, & N-(5-7, 2-1H-wk s _3-
) AXTEN 12. 0g, 42 5| 6-7, #-2-7 - 1H-wb o 3 01,5—bIC1,
2,41 =" 3. 87g,
(1>'H—NMR (DMSO—d,;, TMS)
8(ppm) ;0. 94(3H,t), 1. 19(3H,t),
1.71(ZH,m), 2.59(2H,q),
2. 68(2H,t), 5.54(1H,s),
12. 28(1H,brs).
(2) MS(ED . 178(M™*)
- ZEP 21 M 48 B E R A4
A ELHG 17(A) BRMAE, b 3-8%-5-7 £-1H-vp b
13.5g WEAEFHAZ B LR 18 9g, 72 5| N-(5-7, 2 -1H-vlh |
-3-F) WHERY 14. 3¢,
(1> H—NMR (DMSO—d,, TMS)
d(ppm):1. 20(3H,t), 1.28(3H,t),
2-55—2.81(4H,m),
6. 03(1H,s).
(2) MS(ED) . 166(M™*)
(B) 5ZF 4] 17(B) FAMIAE, & N-(5-7, #-1H-vlf k-3
) WHE B 14. 2g, 8 5 N-(5- 2 F-1H-" mb-3-3£) AEEESE

— T4 —



10. 3g,
(1>'H—NMR (DMSO—d,, TMS)
3(ppm) :0. 96 (3H,t), 1.16(3H,t),
2.31—2.65(4H,m),
5. 73(1H,s).
(2) MS(ED) ., 182(M™)
C 52FH 11(C) FAMATE, B N-(5-7 2-1H-f vk -3-
A2) AETEI 10. 2,85 2,6-— L Z-1H-vwh 3 01,5—blC1,2,
41=m 4. 38g,
(D'H—NMR (DMSO—d,, TMS)
d(ppm):1. 19(3H,t), 1.27(3H,t),
2.48—2.85(4H,m),
5.55(1H,s),
12. 28(1H, brs).
(2) MS(ED). 164(M™)
Z A 22 (LM B 49 B Rk A ) |
(A) G2HFH 19CA) R E, 1 3-£A%-5-7 - 1H-vk
12.9¢ X A ZH Z A8 2h 8 4 16. 35,48 5| N-(5- 7, 2 -1 H- ok mit
-3-#) TRk Bt 9. 975,
(1>'H—NMR (DMSO—d,;, TMS)
3(ppm).1.19(3H,t), 2.41(3H,s),
- 2.64(2H,q), 6.00C1H,s).
(2) MS(ED) . 152(M™*)
(B) 5244 17(B) B #MH AT, & N-(5-7 £-1H-w sk _3-
) B3R 13. 3g,4F B N-(5- 7 2-1H-sif »-3- 3¢) AX BT
8. 28g,
(1)'H—NMR (DMSO—d,, TMS)




8(ppm):l- 93(3H,s), 2. 52(2H)C1) ’
5. 73(1H yS).

(2) MS(ED). 168(M*)

(C) 5% %G| 11(C) FIAMAIE, B N-(5-7, F-1H-vf, sk _3-
) AE LN 8- 18g, B3 6-2 &-2-F F-1H-wb s 3 (1,5—bIC1,
2,41 =% 2. 04g,

(1)'H—NMR (DMSO—d;, TMS)
8§(ppm):1.19(3H,t), 2. 37(3H,s),
2.58(2H,q), 5.53(1H,s),
12. 27(1H,brs).
(2) MS(ED),; 150(M ™)
ZH ] 23 (LHF 50 B9 ERb A 4)

(A) 5244 18CA) BI04 2, 1 3- £ 2-5-T 2-1H-vif,
14.9g T AN A LA B LB 2 16. 62,8 B N-(5-T #£-1H-nk
-4 WM A HK A 14. 5g.

(ID'H—NMR (DMSO—d;, TMS)
d(ppm):0. 89(3H,t),
1. 06—1. 74(7H,m),
2.54—2.80(4H,m),
6. 02(1H,s).
(2) MS(ED):  194(M™*)

(BY 5544 17(B) Bl A4, b N-(5-T FE-1H-sh w-3-
) AMERZE 14. 4g, B 5] N-(G-T Ft-1H-wh i -3-48) S A H R
11. Og,

(1)'H—NMR (DMSO—d,, TMS)
d(ppm):0. 87(3H,t), 0. 95(3H,t),




5. 72(1H,s).
(2) MS(ED); 210(M™) | |

(C) 5E&£H 11(C) FAERAE, & N-(5-T #H-1H-uf k-3~
) EEAFTEN 10.9¢, %% 6-T &-2- 7 &-1H- 3£01,5—b301,
2,41 = 3.08g.

(1)'H—NMR (DMSO—d, TMS)
d(ppm):0. 89(3H,t), 1.27(3H,t),
1. 33(2H,m), 1.59¢2H,m),
2.56(2H,t), 2.73(2H,q),
5.53(1H,s), 12. 29(1H,brs).
(2) MSCED):  192(M*)
B A 24 (EHF 51 R A 4)

(A) 5&FF 17(A) BIFHLE, B 3-8 %% 10.2¢
AEFEARBEME 19.0g, B E N-QH--3-2) FHAHHR
10. 9¢g,

(1)'H—NMR (DMSO—d,, TMS)
d(ppm):1.31(3H,t), 2. 73(2H,q),
6. 29(1H,brs), 7. 89(1H,brs).
"(2) MS(ED:  138(M™*)

B> 5544 17(B) Bl HFMALHE, & N-QQH-#h&-3-3) T It
HER R 10.7g, % N-(IH-#t & -3-3) HA T KT 8. 41g.
(1>'H—NMR (DMSO—d,, TMS)

8(ppm):0. 95(3H,t), 2.41(2H,q),
5.94(1H,d), 7.53(1H,d).
(2) MSKED) ; 154(M™)

(C) 5G] 11(C) FIAM4IE, b N-(IH-#b 4 -3-3) & &

W B H5 8.30g, % E| 2-7 F-1H-wk# F(1,5—b301,2,4) = &




1.39,
(1)'H—NMR (DMSO—d;, TMS)
8(ppm):1- 28(3H,t) y 2. 7T7T(2H 1(]_) ,

- 5.74(1H,d), 7- 40(1H,d),
12-43(1H,brs)

(2) MS(ED): 136(M™)
L 38
N N——N_ C(Ph)
72 3
N,N\N/>\/‘ W

(38a) (3 8b)

# 2,7-Z Z#-1H-%4 #(1,5—b1(1,2,4) =" 1,67g & F
NoN-ZF X FERE 30ml F, I AT HH1.3g, TEETHHE 10
4, BKAHRE R RS, WA N-ZF FH-5-(2-(4' -8 & &5
KAWL 6.8g, ERHBETHHIOLWHE, BEZH, HHL
W, BREXREZAMN, EFBAEPIPWONTRE, Kik.

CRZEER L AKGERSE TR, BERE, T8 &SRB
Bir, WZ® B EERQA:1—7:+3V/MOHKMKR, B 2,7-2 7
FH-5-C02-(N-Z K F -y m-5-8) B FK-4-2)F FHI-5H-9f ok 3
(1,5—b3C(1,2,4) = % ({44 38a)5.8g. 2,7-= Z #-1-C(2'-(N-
ZRFR-p-5-5) BRAR-4-FIF HI-1H-# 4 3£01,5—bI0, 2,
41 = ({4 4 38b)310mg, |
A
1 44y 38a.




(1) mp 157~158.5 'C (442)
(2)'H—NMR (CDCl,, TMS)
d(ppm) ;1. 21(3H,t), 1. 40(3H,t),
2.55(2H,q), 2.87(2H,q),
5. 10(2H,s).
(3) MS(FAB): 641(MH™")
ft. 44 38b-
(1) mp 178~179 C (4 ##)
(2)'H—NMR (CDCl;, TMS)
S(ppm):1. 04(3H,t), 1.28(3H,t),
2.31(2H,q), 2.59(2H,q),

5-06(2H75).
(3) MS(FAB): 641 (MH™")
5C B 39
N
4 /->————
/“\N/ N—N_ C(PR)g
W

MNP 38 BN, b 7-CF-2-F E-1H-wh w301, 5-
b1C1,2,4) =% 540mg, 5| 1. 1g 7-Z #&-2-F F-5-(2-(N-=Z % &
-0t -5-35) BXAR-4-AL)F HI)-5H-wb s 3£01,5—bIC1,2,4) = mk |
(2)'H—NMR (CDCl,;, TMS)

3(ppm):1. 22(3H,t), 2.50(3H,s),
2.53(2H,q), 5. 08(2H,s).
(3) MS(FAB): 627(MH™)

— 79 —




5L 40

5L h 38 ElAEM A, i 2-Z E-7-F A A-1H-s 4 01,5
—bl(1,2,4) =" 500mg, 45 3| 1.5g 2- . &-7-F B £-5-0(2 -(N-=
R - u-5-5) BRR-4-HIF HI-5H-wb s 3£ 01,5—b1C1,2,4)
=,

(1)>'H—NMR (CDCl;, TMS)
d(ppm>.0.92(3H,t), 1. 40(3H,t),
1. 61-1. 68(2H,m).
2. 48(2H,t), 2.88(2H,q),
5. 11l(2H,s).
(2) MS(FAB): 655(MH™)
EiH 41

5 A0 38 B AL, 2 F K7 - 1H-wk s 501, 5

— 80 —




—bl(1,2,43 =% 500mg, % 2| 1. 7g 2-F £-7-EH £-5-((2'-(N-=
FRER-pgu-5-4) FKEK-4-FHIF FHI-5H- = H#(1,5—bI01,2,4]
= ‘
(1)'H—NMR (CDCl;, TMS)

8(ppm);0.92(3H,t), 1. 67(2H,m),

| 2-49(2H,t), 2.55(3H,s),

5.13(2H,s).

(2) MS(FAB): 641(MH™

SE B 42

Efl 38 A MAE, i 7-F T £-2-2 - 1H-Hm 31,5
—bJC1,2,4) =% 490mg,4E 5| 660mg 7-1F T #£-2- 7, #-5-CC2'-(N-
ZARFRE-ge-5-F) BRAR-4-FEIF AI-5H-# 4 H01,5—b101,2,
4)= | |
(1)'H—NMR (CDCl;, TMS)

d(ppm):0. 89(3H,t), 1.34(2H,m),
1. 41(3H,t), 1. 61(2H,m),
2.53(2H,t), 2. 91¢(2H.q),
5.13(2H,s).
(2) MS(FAB): 669(MH™)
5] 43




|/ ~
_‘N C(Ph)g
N

5L 38 FlAEd AL, b 2-7 4 7-F 7 A-1H-9 e 501, 5
—bl(1,2,43 =" 500mg, 5 1.2g 2- 2. & 7-B H £-5-((2'-(N-=
AP A -5-40) BRR-4-F0F A I-5H-dk 5F01,5—bIC1,2,4)
=,

(1>'H—NMR (CDCl,;, TMS)
3(ppm):1.26-1.29(6H,m),
1.41(3H,t), 2.91(2H,q),
2.96(1H,m>, 5. 13(2H,s).
(2) MS(FAB): 655(MH™)

L H 44

| T“N/C(Pll)g |
-y 1O OO

N
I S

(4 4a) (4§ 4Db)

N
I
N

5 XK 38 BlAEMALRE, &1 2-7 38 7- W - 1H-Ab M 3 01,5—D
J01,2,4) =% 500mg, % 5| 1.5g 2-7, #&-7-F #£-5-C(2'-(N-= % i




Fe-pg omp-5-F) BX RK-4-FE 0 F HI-5H-wh ek 3£ C1,5-b3C1,2,4) = s
(f.& 4y 442>, K 330mg 2-Z,25-7- 9 25-1-CC2' - (N-Z K P 4k pg mie-
5-4k) BXR-4-FEIF AI-1H-7 4 F (1,5—bI(1,2,4) =% (44
44b),
1t &4 44a.
(1)) H—NMR (CDCl;, TMS)
8(ppm):1. 40(3H,t), 2. 11(3H,s),
2.87(2H,q), 5. 09(2H,s).
(2) MS(FAB): 627(MH™)
&4 44b .
(1)'H—NMR (CDCl;, TMS)
. 8(ppm):1. 29(3H,t), 1.91(3H,s),
2.61(2H,q), 5. 05(2H,s).
(2) MS(FAB): 627(MH™)
53] 45

(4 5a) (45b)

5 sjufl 38 Bl AEMAE, i 2,7-2 F - 1H-wb = 3£01,5—b)
(1,2,43 =" 500mg,f+ 5| 1. 5g 2,7- Z B 3£-5-C(2'-(N- = ¥ W 3ty
Wi -5-36) BRIK-4-263 W AED-SH-vb e 3ECL,5—bICL, 2,40 = sk (4 A
i 45a), K 560mg 2,7- = T #-1-CC2'-(N-Z ¥ P 4-pgng-5-4t> B
K-4-ZIJF HI-1H-#b = JFC1,5—b J01,2,4) =k (k44 45b),




1.4 4 45a,

(1)'H—NMR (CDCl;, TMS)
o6(ppm):2.11(3H,s), 2.52(3H,s),

5. 09(2H,s).

(2) MS(FAB): 613(MH")

1t &4y 45b.

(1> H—NMR (CDCl;, TMS)
5(ppm):1.94(3H,s), 2. 30(3H,s),

5.07(2H,s).
(2) MS(FAB): 613(MH™)
LM 46 |
/N
//N\ >
N N N——U_ C(Ph),
1@

x| 38 EENLE, & 7-ZE-2-FFA-1H-w 4 3#£01,5
—bl(1,2,43 = 1.20g,7% 5 3.70g 7-7. 3-2-5% % #£-5-002 -(N-
SHRE -5 BEE-4- ) F ) SH-sm 31, 5—bIC1,2,
41 =k,
(1)'H—NMR (CDCl,, TMS)
0(ppm):1. 20(3H,t), 1.42(6H,d),
2.57(2H,q), 3-19(1H,m),
5.10(2H,s).
(2) MS(FAB): 655(MH™)




S 47,

N~ N
l(:>+-ccrh)3

R—"H

N——H C(Ph) g

I N
1"‘ I =

(47 a) (47TDb)

N N ?——H C(Ph) g
LY
(4 7d)

5yt 38 Bl ML AL, 1 6-7 #-2-F &-1H-ub# 3# (1, 5-
bJ(1,2,4) =% 2.17g, 1% 5 5,7-K (2 -(N-Z X F F-pg s -5-F)
BRR-4-F 0 9 4)-6-7, #-2-7 A -5H-mb ek 5+ (1,5-bJC1,2,4) =
(.64 472> 0.49g, 6-7 #-2-77 #-1-C2"-(N-=Z K ¥ -1 wk-5-
&) BRAR-4-FEIF AEI-1H- 4 5F(1,5—bIC1,2,43 =% (ft. &4

47b) 2.30g, 6-7 3-2-H 3E-7-CC2'-(N-Z 5 ¥ FE-pgud 5-3£) FE K-
4-ZEIF K- 1H—whk JF(1,5—bI(1,2,4) =% (fb 44 47c) 0. 18¢g
B 6-7 #-2-75 3-5-CC2-(N-Z K F 2E-py s -5-4) B ¥ -4-FL) F
#3-5H-wk % 3¢ (1,5—b1C1,2,4) =% (b4 4 47d) 2. 28g,




%54 47a,
(1)'H—NMR (CDCl;, TMS)
d(ppm):0. 92(3H,t), 1. 00(3H,t),
1. 84(2H,m), 2. 41(2H,q),
2.79(2H,t), 3.85(2H,s),
‘ , 5.20C(2H,s).
(2) MS(FAB): 1131(MH™")
44 47b .
(1)'H—NMR (CDCl;, TMS) _
3(ppm).0. 98(3H,t), 1.23(3H,t),
1. 75(2H,m), 2. 61(2H,t),
2. 68(2H,q), 4.93(2H,s),
 5.23(1H,s).
- (2) MS(FAB): 655(MH")
' ’:ft"é\% 47c:
(1)'H—NMR (CDCl,;, TMS)
d(ppm);:0. 68(3H,t), 1.33(3H,t),
1.42(2H,m), 2.22(2H,t),
2.75(2H,q), 3. 81(2H,s).
(2) MS(FAB): 655 (MH*)
o4 47d,
(1)'H—NMR (CDCl;, TMS)
8¢ppm):0. 99(3H,t), 1. 21 (3H,t),
2.50(2H,q), 2. 75(2H,t),
5.27(2H,s), 5.89(1H,s),
(2) MS(FAB): 655(MH™)
5E M 7] 48




(48a) (4 8b)

o e

(48¢c) ' (48d)

it 38 FAEMAE, B 2,6-— 2 E-1H-sh 3#01,5—b]
C1,2,4) =™ 2.00g,4% %] 0.31g 5,7- X C(2'-(N-= 3 H #t-pg s -5
2D BER-4-2D P #EI-5H-# 4 3 (1,5—bI01,2,43 = (L& 4
48a), 2.60g 2,6-= Z, At-1-CC2'-(N-Z K F A-pgnd-5-4t) Bt F-4-
ZEIF AI-1H-vk 3#01,5—b301,2,4 J= & ({k. 44 48b),0. 20g
2,6-= L A&-7-CL2-(N-Z K ¥ -0 e -5-3) BRHK-4-FH)F H£I-1H-
Mo 3 C1,5—b101,2,41 =% (&4 48c) X 2.04g 2,6- 7, A-5-
CC2'-(N-Z K B Z- g -5-48) B K -4-FIF HI-5H-#b w54 01,5—
bJ(1,2,41 = (4 4p 48d),




ft. &4 48a;
(1) H—NMR (CDCl;, TMS)
d(ppm) 0. 92(3H,t), 1. 37(3H,t),
2.41(2H,q), 2. 84(2H,q),
3.86(2H,s), 5.21(2H,s).
(2) MS(FAB): 1117(MH™")
1.5 40 48b.
(1)'H—NMR (CDCl;, TMS>
d(ppm):1. 24(3H,t), 1.29(3H,t),

2. 64C2H,q)>, 2.69(2H,q),

4. 92(2H,s), 5- 25(1H,s).
(2) MS(FAB): 641(MH™)
At 44 48c;
(1)'H—NMR (CDCl;, TMS)
3(ppm):0. 96(3H,t), 1. 32(3H,t),

2.26(2H yq) y 2. 74(2H 7Q) ’

3. 80(2H,s).

(2) MS(FAB): 641 (MH™)

164 48d:

(1)'H—NMR (CDCl;, TMS)

d(ppm):1.22(C3H,t), 1. 38(3H,t),

2.53(2H,q), 2.85(2H,q),
5.30(2H,s), 5. 98(1H,s),

(2) MS(FAB): 641(MH")

L 49




>_H——N CC(Ph)g O O

N~ N *
A | O comg
g =
i
O \/<‘§'/
N
| X~ N
(4 9a) (49b)

(49¢c) (494d)

5 xiH 38 BlAEMAIE, b 6-7 A-2-F F-1H-wh 4 FEC1, 5-
bIC1,2,41 = 1.84g, 1 5| 0. 40g 5,7- K (L2~ (N-= 5 P 4 -1y wh-
5-) BKAF-4-FIF H£I-6-2,2-2-F H-5H-# = 3£ (1,5—bIC1,2,
41w (LA 4 49a), 2. 96g 6- 7 F-2-1F F-1-CL2 -(N-Z= K F F-
/o -5-48) BRRK-4-FIF HEI-1H— ™ 5 (1,5—bJC1,2,4) =
(it &4 49b),0.29g 6-7 F-2-F F-7-(C2'-(N-= F & #t-pg s _5-
) BRAFR-4-ZTF EI-1H- = 3 (1,5—bI(1,2,4) =% (fh 44
49c) & 1.75g 6- L F6-2-F F-5-002'-(N-Z X F sL-puad-5-4) B F
-4- AP FEI-5H-sk Mk 3 (1,5—bI01,2,4) =% ({44 49d).




. &4h 49a.
(1)'H—NMR (CDC!;, TMS)
d(ppm):0. 94(3H,t), 2.43(3H,q),
2.48(3H,s), 3.84(2H,s),
5.21(2H,s).
(2) MS(FAB): 1103(MH™*)
1t & 4. 49b .
(1)'H—NMR (CDCl;, TMS)
d(ppm):1. 24(3H,t), 2. 34(3H,s),
2.69(2H,q), 4.94(2H,s),
5. 28(1H,s). |
(2) MS(FAB): 627(MH™)
144 49c.
(1>'H—NMR (CDCl,, TMS)
. 0(ppm):1. 33(3H,t), 1. 89(3H,s),
2.75(2H,q), 3. 81(2H,s).
(2) MS(FAB): 627 (MH™*)
6% 49d.;
(1>'H—NMR (CDCl;, TMS)
8(ppm):1. 23(3H,t), 2.48(3H,s),
2.54(2H,q), 5.29(2H,s),
5.94(1H,s).
(2) MS(FAB): 627(MH)
LM 50




|O—r— C(Ph)g

H—-——N C(Ph)g

g

(50a) _ N N

(504d)




Sxwfl 38 ElAMAE, & 6-TH-2-72%-1H-7 e 3(1,5-
bIC1,2,4) = % 2. 34g, 8 E| 0. 61g 5,7-K (C2'-(N-= 3 F 2 g -
5-%) BHK-4-EIF £)-6-T £-2-7 #-5H-% % 5 (1,5—bI1, 2,
43=% (.44 50a).2.52g 6-T #&£-2-Z&4-1-CQ2'-(N-Z X F -
M-5-F) BRE-4-FIFAI-IH— 4 5+ 01,5—b101,2,4) = % (f
A4 50b), K 6-T #£-2-7.%-7-C12'-(N-Z K ¥ F-pgwp-5-3) BEX
~4-FIH A 1H- 4 3 (1,5—b301,2,41 =% ({44 50c)Fu 6-T
F-2-7 F-5-CC2'-(N-Z K P H-pg o -5-3) B 3F-4-FJ F FEI-5H-
e 3 C1,5—bI01,2,43 =% (b4&4p 50d) R &4 (4 1: 8)
2.31g.

1. &4 50a.
(1>'H—NMR (CDCl;, TMS)
3(ppm):0.79(3H,t), 1. 37(3H,t)
2.42(2H,t), 2.83(2H,q),
3.85(2H,s), 5.21(2H,s).
(2) MS(FAB): 1145(MH™*)
1. 44 50b. ’
- (1)*H—NMR (CDCl;, TMS)
3(ppm):0.91(3H,t), 1. 30(3H,t),
1. 38(2H,m),
2.62-2.67(4H,m),
4.92(2H,s), 5.24(1H,s).
(2) MS(FAB): 669(MH™)
EHH 51




J,

lO‘iH—C(Ph)s

~ N N—N

(5 1b)

Esril 38 EAENAE, & 2-78-1H-qb s 3£ 01,5—b101,2,
4=k 378g, 42 5| 612mg 2- 7, #-1-CC2"-(N-Z K ¥ F-pg s -5-3)
B F-4-FE)E FEI-1H-sh e H(1,5—bI01,2,4) =4 (b4 4p 51a),
& 449mg 2-7 FE-5-CC2'-(N-Z K F H-p9 sk-5-5) K K-4-FHI 9

#)-5H-%# F#01,5—bI01,2,4) = ({k-4 4 51b),

’f‘t/‘r}% S5la:
(1)'H—NMR (CDCl,, TMS)
S(ppm):1. 34(3H,t), 2-69(2H,q),
5.00(2H,s), 5. 40(1H,s).
(2) MS(FAB): 613 (MH™)
1. &4 51b:
(1>'H—NMR (CDCl;, TMS)
d(ppm):1.41(3H,t>, 2.90C2H,q),
5.23(2H,s), 6. 07(1H,d).
(2) MS(FAB): 613(MH*)

P 52




N
T e

N N

Z—

—N _H
S

J

¥ 2,7-— . H-5-(2-(N-Z K F H-mgeg-5-3) BrR-4-FIF
#HI-5SH-" o F01,5—DbIC1,2,4) = (fk4 4 38a) 5.8¢. LB
180ml Fr Z, B 20ml B R &4 B 3 M. MEE EBR, ER
BEWNFR, BRERE. EFRETPIONLHKLE, &4 &
., B3.3e B H . NLEFESE &, 52,7- 2 L F-5-002"- (U 4-5-
D) BER-4-FIF HI-5H-otbed F01,5-b101,2,41 = 2.8g, A K

B8 .
(1> mp 184~186 C
(2) JC % 4 A7 1 (CpeHzNg)
C(%) H(%)
1+ & {1 66. 31 5.56
5% & 66. 25 5. 71
(3)'H—NMR (DMSO—d¢, TMS)
8(ppm):1.21-1. 27(6H,m),

2. 52(2HaQ) y 2. 65(2H sQ) ’
5.36(2H,s>, 7. 07(2H,d),

7.21(2H,d).
(2) MS(FAB): 399(MH™)
SE#H| 53

N(%)
28.12
27. 86



2 /N>
N F
NN

N—N_ |
13

Exdafl 12 FlAEMAE, & 7-28-2-FE-5-(2-(N-Z X F
F-pgwh-5-35) BEE-4-30F FEI-5H-#b I C1,5—bIC1,2,4] =
1.1g, B 5| 7-7 #-2- 7 #-5-002'- (09 #-5-2) B R-4-2 ] F AI-
SH-rm 3 C1,5—bIC1,2,4) = % 500mg, 4 T 4.4 & .

(1) mp 215~216 C
(2) 55 A A7 (CoiHaoNg + 0. 1H,0)
C(%) H(%) N(%)
T E AR 65. 30 5. 27 29. 01
52 0 H 65. 49 5. 29 28. 85

(3)'H—NMR (DMSO—d;, TMS)
SCppm):1. 21 (3H, ), 2. 28(3H,s),
2.51(2H,q), 5.36(2H,s),
7.06(2H,d), 7.19(2H,d),
(2) MS(FAB): 385(MH™)
92 54




5 12 Bl 4, b 2-F-7-EAHE-5-(CQ2-(N-Z X
oAk poeko5-3) BEF-4-ZE)F HI-5H-® 3 1,5—Db 301,2,4]1 = -
i 1.5g, BF| 2-7 F-7-F F &-5-C02 - (W mg-5-3k) BREK-4-FEIF
S J-5H-s W 3 01,5—b101,2,4) = % 660mg, A £ &% &,
(1) mp 134~136 C
(2) 7T E 4 M 18 (CpaHuNg « 0. 3H,0)

C(%) H(%) N(%)
T EAE 66. 10 5.93 26. 81
ZA{E  66.10 5. 84 26. 59

(3)'H—NMR (DMSO—ds, TMS)
3(ppm):0. 90(3H,t), 1. 21 (3H,t),
1. 60-1.66(2H,m),
2.47(2H,t), 2.63(2H,q),
5.35(2H,s), 7.06(2H,d),
7.18(2H,d).
(4) MS (FAB): 413(MH™)




M 55

N
}I/LQ

N—

N N
<1

el 12 EAEMAE, & 2-FE-7-EWE-5-(2-(N-ZX

R AE-pg -5 ) BEF-4-3)F AI-sH-m e (1,5—b 301,2,4) =
1. 7g, BB 2-F H-7-FEH E-5-0(2-(Wk-5-%) BK-4-EIF
FHI-5H-sth ik FC1,5—bI01,2,4) =t 270mg, N T B &,
(1) mp 124~126 C
(2) 7o % 4 A7 18 (CpHp Ny - 1H,0)
C(%)  H% N

1T FAL 63. 45 5. 81 26. 90

5 {8 63. 28 5. 37 26. 89

= ——

T (3)'H—NMR (DMSO—ds, TMS)

| 3(ppm):0. 89(3H,t), 1. 63(2H,m),
2.28(3H,s), 2.46(2H,t),
5.35(2H,s), 7. 06(2H,d),
7.17(2H,dD.

(4) MS (FAB): 399MH™)



5 ] 56

T~

N/N\u N—N_H
N e O

gl 12 BAEH AL E, @ 7-E T #-2-7.%-5-C2-(N-Z X
B M-y b -5-3E) BEE-4-2 )W #O-5H- 4 #C1,5—b I01,2,4)=
W 440mg, B 5| 7-F T #£-2- 7 %-5-C2'- (W % -5-%) BE-4-FEIF
$I-5H-" e 3 01,5—b301,2,43 =% 170mg, A T & 4% d .
(1) mp 137~139 C
(2) 75 & A {H (CoHasNg » 0. 1H0)
C(¥%) H(%) N(%)
T EAE 67. 30 6. 17 26.16
S {E 67. 26 6. 01 26.15

(3)'H—NMR (DMSO—ds, TMS)

| S(ppm):0.89(3H,t), 1. 21(3H,t),
1.31(2H,m), 1.60(2H,m),
2. 49C2H,t), 2. 64(2H,q),
5.35(2H,s), 7.06(2H,d),
7.18(2H,d).

(4) MS (FAB): 427(MH™)

— §8 —




X34 57

T
- J

S 12 AAARAE, & 2-2&-7-RRFE-5-(Q-(N-ZX
oA pgwdo5-3t) BEF-4-FEIF FEI-5H-w45F01,5—b JC1,2,41=
i 1.2g, BF 2-7,%-7-FFH £-5-002-(Wr-5-2) RE-4-EIF
HI-5H-wk ek #01,5—b1(1,2,4) = 640mg, A T B & & .

(1) mp 143~145 C |
(2) 5t & 4 ¥ {8 (C,aH N, » 0. 2CH,CO,C,Hs)

C(%) H(%) NC%)
i+ F AR 66. 46 6. 00 26. 05

52 AR 66. 65 5. 97 25. 87

=—

3(ppm):1.20—1.26(9H,m),
2.64(2H,q), 2.89(2H,m),
5.35(2H,s), 7. 07(2H,d),
7. 20(2H,d).
(4) MS (FAB): 413(MH™)




5C ¥ 58

//(N}\/
N N iﬁﬂ
J
@

5y 12 Bl AR, & 2-&-7-FH-5-(2-(N-ZFXKHF
-y 5 ) BFE-4-FEIF HEI-SH- 8 FC(1,5—bI01,2,4) =
(&4 44ad1. 5g, B E| 2-T &-7-F £-5-C02'- (W #-5-2) BKAK-
4-F B HI-5H-v 4 3£ (1,5—b3C1,2,4) =% 700mg, H R B & & .
(1) mp 178~180 C
(2) 7T EH A (CuHaoNyg + 0. 1H,0)
C(%> H(%) N(%)
It H (& 65. 55 5.25 29. 01
5 ] {8 65. 15 5. 34 29.12
. (3)H—NMR (DMSO—ds, TMS) ‘
| d(ppm):1.22(3H,t), 2.09(3H,s),
2.64(2H,q), 5.35(2H,s),
7.06(2H,d), 7.19(2H,d).
" (4) MS (FAB): 385(MH™)

N
A 59 _ /N/N\N/>_
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5o 12 FlAAMATE, & 2,7-2 F F-5-002'- (g -5-F)D
B -4-F 0P H)-5H- % 3 (1,5—b101,2,4) =% (fh& 4 45a)
1.3g, B8 2,7-2 F 2-5-C02"- (@ w-5-%) BEK-4-FHIF #£I-5H-
bk 3 C1,5—b301,2,4) =% 650mg, ¥ L &% db
(1) mp 261~265 C
(2) 75 % 4 A 18 (CpHy N, + 0. 5H,0)
| C(%) H(%) N(%)
T B 63. 31 5. 05 29.53
LA . 63.67 5.13 29. 14
(3)'H—NMR (DMSO-—d,, TMS)
| 3(ppm):2. 08(3H,s), 2. 28(3H,s),
5.35(2H,s), 7. 06 (2H,d),
7.17(C2H,d).
(4) MS (FAB): 371 (MH"*)
. EH 60

W7 E-2-B H H-5-002-(N-Z 3 ¥ #-m0 s -5-%) B FK-4-
HIF HI-5H-vhd 3C1,5—bIC1,2,4) =% 2.38g . F B 90ml fv 4,
B 10ml B SR BE R 2 Mot MEXEZAH, iEEKEEZER
BEMN, LFE—aFQ 9V/V) %i, B 7-7%-2-5 & #-5-
(02 -(pdmp-5-t) BEFK-4-F)F FI-5H-sth4& H (1,5—b3(1,2,4]=
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1. 43g, 0 % & 3k d HE AR W
(1)'H—NMR (DMSO—d;, TMS)
d(ppm):1. 21(3H,s), 1. 25(6H,d),
2.96(1H,m), 5.35(2H,s),

7.07(2H,d)>, 7. 21(2H,d).
(4> MS (FAB): 413(MH™)

£ H Bl 61

i | : /N
o et
¢

Exisl 12 FiAEATE, B 6-2F-2-FH-5-(2-(N-ZXKHF
H-pged-5-3b) BRK-4- XTI W HI-5SH-wb w3 (1,5—bI01,2,41= %
(v, &4 47d)2. 14g,48 %) 6- . #-2-7 #£-5-(C2' - (g »¢-5-4 ) BR K-
4-FEI)FE FEI-5H-s= 3#01,5—bI01,2,4) =% 1. 19g, Y L& & &
(1) mp 191~193 C |
(2) 7C % 4 A 18 (CosHaNg)

| " C(Y%D H(%)D NC%)
HEE T 66.97 5. 86 27. 16
3R {E 66. 97 5.92 26. 98
(3)*H—NMR (DMSO—d,, TMS)
3(ppm):0.90(3H,t), 1. 21(3H,t),
1.67(2H,m), 2. 58(2H,t),
2.72(2H,q), 5- 48(2H,s),
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6. 06(1H,s), 7. 05(2H,d),
_ 7.08(2H,d.
(4) MS (FAB): 413(MH™)
33 62

N
avs
N~ N N—N_ 1

ot

( | OO

il 12 Bl AR, B 2,6-2 L &-5-C02-(N-Z XK F %-
DY o o5- 4D EEFE-4-A )W H)-sH-sh & 3 (1,5—b101,2,43 =4 (b
4 by 48d)1. 95g, 45 B 2,6- = 7, F-5-0(2"- (W #-5-F) B 3K -4-7k)
A )-5H-s s 3 (1,5—bI01,2,43 =% 1.03g, A R &5 o
(1) mp 180~182 C
(2) 5t & 4 AF 8 (CoaHyNg » 0. 2H,O)
| C(%)  H(%) N
I HAR 65. 92 5. 62 27. 87
5 W B 65. 68 5.48 27. 80
(3)'H—NMR (DMSO—d,, TMS)
| 5Cppm):1. 21(3H,t), 1. 22(3H,t),
2. 64(2H,q), 2-72(2H,q),
5. 49(2H,s), 6. 06(1H,s),
7.06(2H,d), 7.09(2H.d).
(4) MS (FAB): 399(MH™)
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LA F 63

N
\/(NtEN/>_——*NH
e

B 12 AAEMAE, & 6-L&-2-FH-5-(2-(N-ZXKF
-0k -5-3) BEF-4-FDF HI-SH- 4 FH(1,5—bI01,2,4)= %
({44 49d) 1. 66g,753 B 6- 7 F-2-F #-5-((2'- (W -5-%) HKK-
4-FIF FEI-5H-o 4 3#01,5—bI01,2,4)=% 0.67g, F X B & & .
(1) mp 217~219 C (4 %)

- (2) JoE M (CuHzoNg + 0. 4H,O)
C(%) H(%) N(%)
tEME 64. 40 5. 35 28. 61
& A 64. 56 5. 28 28.16
(3)'H—NMR (DMSO—d;, TMS)
' S(ppm):1. 21(3H,t), 2. 28(3H,s),
2.72(2H,q), 5. 47(2H,s),

6. 05(1H,s), 7. 06(4H,s).
(4) MS (FAB): 385(MH™)

% 4 64 \/\/<j/i >/\H
!

J
J

=

—N
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Bl 12 A ATE, b 6-T £-2-Z%-7-CC2-(N-Z%F
Sopowpo5-3) BEE-4-FEIF REI-1H-4 H(1,5—bI01,2,4) =
(4b, A4 50c)Fu 6-T 2£-2-7, 2 -5-C(2'-(N-Z K ¥ #-pg sk -5-F) B
F-4-F)F HE)-5H-wkk 3 C1,5—bIC1,2,40 =% (k&4 50d) 89 &
A4y (% 11 8)2.00g, 785 6-T F-2-7, #-5-CC2'-(pgM-5-2E) KK
4o A )-5H-wh e H#(1,5—bIC1,2,40 = 1. 04g, W B E & .
(1) mp 183~184.5 C |
(2) 7o % £ 7 {5 (CouHNa)
| C(%) H(%) N(%)

TTHAE 67. 58 6. 14 26. 27
5 48 67.52 6. 10 26. 15
(3)'H—NMR (DMSO—d;, TMS)

S(DPm) : 0. 88(3Hyt) y 1. 21 (3H rt) ’
1.35(2H,m), 1. 57(2ZH,m),

2. 63(2H,q) 2. 70(2H, 1),
5.49(2H,s), 6. 06(1H,s),
7.07(4H,s).

(4) MS (FAB): 427(MH")

65
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Exidl 12 Bl ATE, B 2-7&-5-(02-(N-ZXF -1



-5-3E) BEF-4-FIF HI-SH-3#01,5—bI01,2,4 =% (h&H
51b)200mg, 1§ 2- 7, &-5-C02' - (g i -5-%) BXK-4-FEI P XK I-5H- vuz
it 3 C1,5—bIC1,2,4) =% 83mg, ¥ T & & &.
(1) mp 180~183 C (4 f#)
(2) JC & A 18 (CoHysN, + 0. 1ICH,COOCH,CH,)
- C(Y% H(%) N(%)
it B H 64. 61 5. 00 29. 55
& W {8 64.19 5. 03 29. 33
(3)'H—NMR (DMSO—d,, TMS)
5Cppm) ;1. 31(3H,t), 2. 74(2H,q)
 5.46(2H,s), 6.10(1H,d),
7.10C2H,d), 7. 26(2H,d),
7. 72(1H,d).
- (4) MS (FAB): 371(MH*)

A 25 (LHEH 66 B E R A4

H
%Ny\/
N/N\

N

(A) 4 3-# A-4-Z -1H-wb4 3.97g #F 60ml P, Fuk
AHTFTWANTHRERAS oAk 6 12¢, ERFRETHHE 1/
G, BEEIR, HHEE,

ORI WER, ATFEPE— R 4V/V) BABR .,
BETEY, BRABERSE, FEREBEERERKAEEZN,
A 9—1 1 4V/V) %K, B N-(4-7, #- 1H- e -3-28) T K2
Bt 3k 3. 27g. '

- (ID'H—NMR (DMSO—ds, TMS)
3(ppm):0. 97(3H,t), 1. 12(3H, 1),
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1. 77(2H,m),
2.44~2.86(4H,m),
7. 68(1H,s).

(2) MS (ED):  180(M™)

(B) # 0.39g #/n 2] 15ml F B, I B PR K. £ 25
AN1.18g B ER, BREALRNELSN, SR BN I RER, —
T, AF N-(4-Z F-1H-vb g -3-45) T Sk 25 88 3% 3.18g & F 20ml
FEP., Ak,

ERFRWENANNERTBE, BEEE, HHLE, #
BB B A E R, T8 R e Ve 5 B4 B 47, UF B — 415 A
POV/VD SRR, 4% N-(4-Z 2-1H-"ld-3-45) S8 T BJ5 2. 475 .
(1)*H—NMR (DMSO—d,, TMS)

- d(ppm):0. 77(3H,t), 1.09¢(3H,t),

2.18(2H,t), 2. 30(2H,q>,

7. 40(1H,s).
(2) MS (ED:  196(M™*)
_ (C) # N-(4-Z #-1H-"h 4-3-%) S £ T B 2.45¢ & F
20mIN,N-Z W E LB, FAAH T, AR L Olml fo 3¢ &
FNBER 2-38g R HBE THE DS, BEEE, B2
N

R MRA AN 100ml A b, ARGRR., BEEEHHE
P HRF, FrB A ERTF 60ml FE P, Ap A 1.01lml ol e, Sk
% 2 et ‘ |
 HERRSMRERGE, FRRE R E A, U B 4
F@ e 9TV/VOM, 8 -7-Z #-2-F £ 1H-vwbw 3£ C1,5—bIC1,2,
4= 1. 14,

(1)'H—NMR (DMSO—d,, TMS)
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$(ppm):0. 95(3H,t), 1. 20(3H,t),
1.74(2H,m), 2.50(2H,q),
2.70(2H,t), 7. 21(1H,s),
12. 33(1H,brs).
(2) MS (ED. 178 (M)
H A5 26 (LHEH 67 IE RSO

I1
N-N~N

(A) # 4.92g 3-RA-4- Z E-1H-h # F 25ml P, Fok
AH T i N OX Bt £ Bk 788 3 Bk & 8. 30g, Eﬁ]#iﬁﬁiﬁﬁﬁ& 1 /]
H'j‘F' BEZER, ﬁ*‘#%&

BEERNT A, HRARERE, FIRARBEEEZKEE
A, UEBE— R (1 9—1 ¢ 4V/V) A, 8 N-(4- 7 FE-1H-#
w-3-3) JRBRE B 6. 26g.

(1>'H—NMR (DMSO—d;, TMS)
§(ppm):0. 92(3H,t), 1. 12(3H,t),
2.43~2.87(4H,m).
7.69(1H,s).
(2) MS (ED: 194(M™) .
| (B) 5% #14 25(B) Fl A AE, & N-(4-Z F-1H-b n-3-
) KM I 6 14g 5 N-(4-Z F-1H- e -3-F) A X B)E
Z2- 84g., .
(1>'H—NMR (DMSO—ds, TMS)
3(ppm):0. 76 (3H,t),
2.12~2.43(4H,m),
7. 40(1H,s).
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(2) MS (ED).; 210(M™*)
(C) G54 25(C) FREMpLE, & N-(4- 7 Z-1H- v sk -3-
) BX KB 2.78¢ 8 2- T4 ~7-LE-2-E-1H-w w3 01,5—
blC1,2,43 == 0. 974,
(1>'H—NMR (DMSO—d,, TMS)
d(ppm).0. 92(3H,t), 1. 20(3H,t),
2.5002H,q), 2. 72(2H,t),
7.21(1H,s), 12.34(1H,brs).
(2) MS (ED, 192(M™*)
Z A G 27 (LW 68 B KA 4 4D

H
%/N

(AD # 3-B#-4-Z &-1H-"lm 15. 1g # F 80ml LW, Tk
‘éﬂFMX%ﬁﬁgﬂﬁﬁaﬁﬁ&ﬁmﬁ&gm#mﬁ?ﬁ#1
NG, BEER, Sk,

RELRWBEE, BFFBR— 840 - V/V) BEEHE.,
RETEY, BARE kT, 18 N-(4-Z Z-1H-w ot -3- %) 1 FH %
MRt 13 6g.

(1D'H—NMR (DMSO—d,, TMS)
8(ppm):1- 04~1.36(7H,m),
2-24~2.67(3H,m),
7.70(1H,s).
(2) MS (ED) . 178(M™*)

(B) 5 &4 25(B) Bl # K4 18, N-(4-7 #-1H- i, wt - 3-
) FAEHREME R 1520 8 N-(4-Z F-1H-vthw-3- %) K H &
EEH8 12 1g,
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(I>'H—NMR (DMSO—d,, TMS)
3(ppm) ;0. 43~0. 65(4H,m),
1.11(3H,t), 1.47(1H,brm),
| 2-33(2H.q), 7. 42(1H,s),
(2) MS (ED): 194(M™*) 4
C) 5&%F4] 25(C) Bl mE, N-(4- 7, #-1H-vlk i _3-
E)RFREEAI 17.9¢ B 2- K F A T-Z E-2-7 #-1H-vp 3
C1,5—blC1,2,4) == 1.5g ,
(1)'H—NMR (DMSO—d,, TMS)
0(ppm) 0. 92~1.27(7H,m),
2. 03(1H,m), 2.48(2H,q),
7-19(1H,s), 12. 30(1H,brs).
(2) MS (ED):  176(M*)
B 28 LM 69 MR R4S 4p)

H
N

A) ATFAKR—FBRESHAH 1 A ZFRM, ERIE PR
A E 300ml, AR & 89 % 7 42 T, —RKImNEEH 13. 2g,5
WG, B5 MR T 29 6ml, HERS 04, 5 94#mw
LEZ B 16. 6ml, HAENEEE TE A 1 INBE, EBRAKT, HH
WCABmBR AR, ka4,
| ERREE 6 E& S o 7,5 30ml f7 7k 7&K 100ml, BL 6N 2 &6
AR R, HMANE, N F B 50ml Fo - KA 4 16. 9ml 5,
C WEXE 7, VEBT 18 2B v 48 BT o K 7k |

BB HBRE w5, i BB, P E— 4
24V/VIBM,, 12 3-HA-4-Z F-5-F - 1H-sth sk 12 2g, Ak,
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(I)'H—NMR (CDCl;-d;, TMS)
0(ppm):1. 08(3H,t), 2.13(3H,s),
2.30(2H,q), 5.53(3H,brs),
(2) MS (ED):*  125(M*) |

(B) # 1. 16g 49 N\ F B¥ 50ml &, 41 2% W 8 44 7 % EH P
NEBRAERE 3.50g, W E & R B, BRBIEN T RE .

—F W, ¥ 3-AE-4-7 -5 F I H- kg g, 00g . ¥ 2k 60ml
MR AR Z B 9. 64ml B3R & 4 v # B 5% — &, BEZE EBEH,
W B % ERE T 60ml EF @, FE K A T 1) b 9 AP R A 4 AT
BHERTRERL BEZE, HEKK, |

HREREWBIERE, FEREERREEER, AR i —
R 9V/VY M, 8 N-(4-Z 2-5-F £-1H-sp b -3-3) & &
W B 3. 78g. |
(1)'H—NMR (DMSO—d,, TMS)

5(ppm) ;0. 88(3H,t), 1. 00(3H,t),
2.00~2.39(7H,m).
(2) MS (ED), 196 (M)

(C 5524 26(C) AIMMAE, B N-(4-Z #-5-F - 1H-wp
CR-3-E) BATHEIT I T4 B 2, 7-Z LR -6-F - 1H-h e 1,5
—bJC1,2,4)= " 1. 274,

(1>’ H—NMR (DMSO—d,, TMS)
| 3(ppm).1.16(3H,t),
1. 26(3H,t), 2.15(2H,s),
2.44(2H,q), 2. 71C2H,q),
| 12.12(1H,brs).
(2) MS (ED):  178(M™*)
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£ #G] 29 CEH] 70 th B AL A4

II
Yan
N/N\Ny\

(A) 55 #14] 28(A) FIRMAIE, b T JF 26. 6ml o 5 B F 6
14. 6ml, 4% 3-8 %-4,5-Z Z &-1H- 4 15.5g, 4 £ & B,

(D' H—NMR (CDCl;, TMS)
d(ppm):1.09(3H,t), 1.20(3H,t), |
2.32(2H,q), 2.54(2H,q),
5. 29(3H,brs).
(2) MS (EI). 139(M™)

(B) 5% %6 26(A) BIM 4, b 3-H 24,5 = 7, £-1H-k
“ 5.09g B3| N-(4,5-= Z #-1H-sthw-3-4L) 7 bk 25 86 2 & 5] 4%,
HiL P AR S E ) 25(B) FAMALE, B N-(4,5-2 2, &£-1H-
w-3-4) RAFEENT 4.53g, |
- (I)H—NMR (DMSO—d,, TMS)
| $(ppm):0. 89(3H,t), 1. 01(3H,t),

1. 15(3H,t),
2.10~2. 64(6H,m).
(2) MS (ED), 210(M ™)

(C) 5&F 4] 25(C) B4, b N-(4,5-= 7, #-1H-"p
-3-38) HETEIT 4.41g 55 2,6,7-= 2 ¥-1H-wb e 3£(1,5—b )
(1.2,4) == 2. 25g, _

(1)'H—NMR (DMSO—d,, TMS)
d(ppm):1.17(3H,t),
1.18(3H,t), 1. 27(3H,t),
©2.33~2.85(6H,m),
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12. 16 (1H,brs).
(2) MS (ED . 192(M™)
& 4] 30 (EHH| 71 7R A )

I1
A%/Ny\
N-T~N

A 55F 28(A) FIARMAE, & T 32 5ml fn T 8 W B
21.1ml, &8 3-F H-4-Z &£-5-FHH-1H-wk 17. 7g, # T 6 B 1k,
(1)'H—NMR (CDCl, TMS)

0(ppm):0. 94(3H,1t),
1. 09(3H,t), 1. 60(2H,m),
2.32(2H,q), 2.49(2H,t),

: 5.29(3H,brs).

(2) MS (ED:  153(M™)

(B) 544 28(B) A HMALE, b 3-8 F-4-7 %-5-7 £-
1H-#t " 6. 02g 55| N-(4-Z, %-5-FF & -1H- e -3-4) M EF )
3. 91g, '
(1)'H—NMR (DMSO—d,, TMS)

3(ppm) 0. 87(6H,t),
1. 00(3H,t), 1.55(2H,m),
2.09~2.55(6H,m).

(2) MS (ED). 224 (M™*)

(C) 55#4| 25(C) Bl 4%, I N-(4-7Z H-5-F&£-1H-
W-3-3) BB 3.89g 85 2,7-2 7 H-6-7 &£-1H-v k31,
5—bll(1,2,41 = 0.97g,

(1)'H—NMR (DMSO—d;, TMS)

| d(ppm).0. 90(3H,t),
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1.16(3H,t), 1.26(3H,t),
1. 57(2H,s),
2.32~2.84(6H,m),
12. 11(1H,brs).

(2) MS (ED) . 206(M™)

ZHF] 31 (EMH 72 BB RAL L 4)

H

(A) 5546 25(A) B ®E, & 3-# A-1H-#tm 11, 0g
7 | N-C1H-vll e -3-4t) OB P AR, b 8 s & 2 )
25(B) F#FHAL 2, 8 N-QH- % -3-£) £ LB 5. 5 Og,
(1D'H—NMR (DMSO—d,, TMS)
3(ppm) ;1. 94(3H,s), 5.96(1H,d),
7.54(1H,d).
(2) MS (ED). 140(M™*)
(B) 52441 25(C) FI#MAE, b N-(QH-hm-3-3) 42
L BEJ5 5. 28g 4B Z| 2-F F-1H-wh 4 3 (1,5—bIC1,2,47 = up 1. 42g.
(ID'H—NMR (DMSO—d,, TMS)
d(ppm):2. 40(3H,s), 5.72(1H,d) y
7.38(1H,d),
12.41(1H, brs).

(2) MS (ED) . 122(M*)
ZHEG 32 (MBI 73 B9 R L2 )
Cl

11
N
o
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¥ 2-7 FE-1H-" 3 (1,5—bI01,2,4) =% 1.50g & -F = 4.7
# 75ml o Z 4 F 42 150ml 89 E&BH P, w A N-H38 3 Bt T i
l.6lg, TERTHH 30595, BWRABES WA HRBR WAL
2K, Kkl K.

ANEBERAEARRETR, BREAXLZEMN. BHBNE R 4%
E_RARY, BE, 3 7-R-2-2F-1H-#k % 3 01,5—bIC1, 2,
43 =™ 1. 34g.

(1D'H—NMR (DMSO—ds, TMS)

' d(ppm):1.29(3H,t), 2. 78(2H,q),
7.49(1H,s), 13. 06 (1H,brs).

(2) MS (ED); 170(M™)

ZEF 33 (ZEH 74 ERN S W)

Br

11
-
N/N\J/\

¥ 2-Z A-1H-Ab e 3£ (1,5—b301,2,4) = 2.52¢ Fu N-j& 3%
 HEBETERR 3.30g % 5A G 32 Bl MR, 5 7-8-2-ZF-1H-%
C(1,5—bJCI,2,4) =" 2. 30g,
(1)’ H—NMR (DMSO—ds, TMS)

3(ppm):1. 29(3H,t), 2. 79(2H,q),

7.50(1H,s), 13.03(1H,brs).

(2) MS (ED: 214(M™)
ZEZf| 34 (LB 75 9E RS 4D

o M
o™

(A) FEWRAHT, H 111.5g M T HHYLERAHMHET, F 15 /4
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BP0 F R M 58. 9g B BR ZuBY L1 B9 3RS M. A5 AT IR IE E T B
3/NEJE, WA 600ml K., AE L 500ml 7,8 7B %% 5, Bl 2N 2k
B A% pH £ 5. 8,

AN B 250ml f ik — K A4 (S 80%)60ml, Av#h B 7k &
W BEEXELEN, ERBABEI WA FES €464 0585 % (1 -
9V/V)500ml, HEFEY, BMAMERE, FERSHEEKHE S
Vo UFB— @G 47V/VIkM, B 3-f 245 4 511"
6. 61g, A & B B,

(1>’ H—NMR (DMSO-—d;, TMS)
d(ppm):3.61(3H,s), 4.17(2H,brs),
7.16(1H,s>, 10. 88(1H,brs),
(2) MS (ED). 113(M*)

(B 5541 28(B) B AFHALE, b 3-8 3t-4-F S H£-1H-9
¥ 7.92g & N-(4-FEA-1H-vl-3-%) A EHRE s. 61g.
(1D'H—-NMR (DMSO—d;, TMS)

d(ppm):0. 91(3H,t), 2.22(2H,q),
3. 68(3H,s), 7.44(1H,s).
(2> MS (FAB): 185(MH™*) , |

(C) 544 25(C) AAEHAIE, B N-(4-F H - 1H-tpmp-3-
) REWHEIT8 48g 5 2-Z£-7-F A E-1H-w o #(1,5—b 1,
2,4) = 0. 85g,

(1D'H—NMR (DMSO—d,, TMS)
8(ppm):1. 27(3H,t), 2. 73(2H,q),
3.75(3H,s), 7.22(1H,s),
12.54(1H,brs).
(2) MS (ED). 166(M™*)
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2G| 35 (MNP 76 AR A4

H
- N
/@iNy\COOEt

(A) 5544 26(A) BHMMAE, b 3-H%-4- 7 £ 1H-7k
5.-06g fu 3-Z A &-3- T HE-FH LB B 2 9. 80g,48 N-(4- 7, -
1H-" 2 -3-26)-3- M E-3- T8 X-H B 28 2 5 3 6. 53g.
(1>'H—NMR (DMSO—d,, TMS)

- d(ppm):1.13(3H,t), 1.23(3H,t),
2.56(2H,q), 4.12(2H,s),
4-18(2H,q), 7. 72(1H,s).

- (2) MS (ED); 224(M™*)

(B) 5& &4 26(B) F A A, B N-(4-7 - 1H-vf v _3-
A)3- AR TELEFRIHELERE 6. 44g, B N-BE-N-(4-2 %
-1H- e -3-2)-3- 8 X-3- T £ 47 % 78 3. 31g.

(1D'H—NMR (DMSO—ds, TMS)
3(ppm):1.05(3H,t), 1. 09(3H,t),
2.29(2H,q), 3.31(2H,s),
3.90(2H,q), 7. 36(1H,s).
(2) MS (ED). 240(M™)

(C) 5§54 25(C) BEIEH AR, & N-BE-N-(4-7 £-1H-
o -3-2)-3- M A-3-EH E-F B 88 3. 26 48 (7- 7, 3 -1 H-vip o 3¢
- 01,5—bJ01,2,4) = -2- 7. 5 7 B8 1. 44¢.

(1D'H—NMR (DMSO—d;, TMS)
3(ppm):1.20(3H,t), 1.22(3H,t),
2.51(2H,q), 3.93(2H,s),
4.16(2H,q), 7. 27(1H,s),
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_ 12. 62¢1H, brs).
(2) MS (ED):  222(M*)

A 36 (LHHl 77 R L)

18|

o

~N

(A) 5 &#45 28(B) n#i&ﬁt@ B O3-RE-5-72 8 £-1H- vtt

“$ 10. 3g 1% N-(5-Z, 4 & - 1H- it wi - 3- ) BEXTEM 9. 11g.
(1>)'H—NMR (DMSO—d,, TMS)

d(ppm):0. 94(3H,t), 1. 27(3H,t),
2-11~2.39(2H,m),
4. 05(2H,q), 5.35(1H,s).
(2) MS (ED), 198(M+)
(B) 5544 25(C) FlA#HAE, @ N-(5-7 & £-1H- ok g - 3-

) EEXFRIE 9. 04g 12 B 6-Z A &-2-7 #&-1H- "H:E%JFEI 5-b)
C1,2,43 = 3. 98¢,

(1)’ H—NMR (DMSO—d,, TMS)
6(ppm):1.26(3H,t), 1.29(3H,t),
2-72(2H,q), 4. 11(2H,q)>,
5. 20(1H,s), 12. 30(1H,brs).

(2) MS (ED). 1I80M™)
ZEHM 37 (LB 78 B9 IR K16 4 4D
] H :
-
0 N/N\N>/\

(A 55541 28(A) RAI#MAE, IETH 17. 5g o B 4& 7,
AR ¥ BY 26. 3g 4% F| 3-RMA-4-7, F-5-F 4 F P H-1H-nk wk 20, lg.
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(1D'H—NMR (CDCl;, TMS)
d(ppm):1.11(3H,t), 2.36(2H,t),
3.54(3H,t), 4. 41(2H,s).
(2) MS (ED) . 155(M*)

(BY 5544 28(B) FlH#MHAE, b 3-H X -4-2X-5-F4 4
FAE-IH-vld 22g, % N-(4- 20 4-5- W 2 F #-1H-wh o 3-3) £
EHBI 12. 3¢,

(1)'H—NMR (DMSO—d,, TMS)
3(ppm):0.87(3H,t), 1.02(3H,t),
2.20(2H,q), 2-33(2H,q),
3.23(3H,s), 3.33(2H,s),
7.12(1H,s), 9.40C1H,s),
12. 26 (1H,s).
(2) MS (ED). 226(M™)

(O EHEF 25(C) MAFMAE, B N-(¢- 45 FPHREDE
-1H-vbee-3-38) B FH )T 3.0g, 1 2,7-Z 2 H-6-F A 4 W g
1H-"t 4 3 (1,5—b301,2,4) =4 1. 2g,

(1D'H—NMR (DMSO—d,, TMS)
8(ppm) ;1. 18(3H,t), 1. 28(3H,t),
2.51(2H,q>, 2.74(2H,q),
3.21(3H,s), 4. 34(2H,s),
12. 33(1H,s).
(2) MS (ED):  208(M™)
A 38 (EH P 79 875 B 1L S H)

Il
%/N
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(A) 554 28(A) BIHHMAE, BETHK 17ml 8 Z Z A
7B 8 25ml, 8 3-A £ -4-78-5- LA FEF FE-1H-+b 4 23. 5¢,
(1)'H—NMR (CDCl;, TMS)

S(ppm):1.10(3H,t), 1. 21(6H,t),
2.40(2H,q), 3.57(4H.q),
5.61(1H,s).

(2) MS (ED): 213(M™*)

(B) 545#14 28(B) Rl A#MAE, & 3-AFX-4-TE-5-2T4H
EF E-1H-s e 10.0g, 9% N-(4-Z #£-5-— 4 # F FE-1H-oh = -3-
) A X WEH 10. 0g.

(1)'H—NMR (CDCl;, TMS)
5(ppm):1.04(3H,t), 1.12(3H,1),
1. 24(6H,1),
2.41~2.48(4H,m),
3.56~3.61(4H,m),
5.67(1H,s).
(2) MS (FAB): 285(MH™)

(C) E5#4H 25(C) BIFEMHAE, I N-4-LE-S5-ZZHRETF
FE-1H-mpek-3-3) B A FHEM 3.0g, B 2,7-Z 2 F-1H-#4 (1,5
—bl(1,2,41 = -6-F & 1. 3g.

(1)'H—NMR (DMSO—d;, TMS)

S(ppm):1.21(3H,t), 1. 31(3H,1),
2.82(2H.q), 9. 88(1H,s),
12. 89(1H,brs).

(2) MS (FAB): 193(MH™)
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ZAF 39 (LM 80 IE F1bS )

H
— O%Ny\

(A) 5&F4] 28(A) FIAMAE, HETHH 23.4g 1 3,3-=
FEAEF®RFHE 258,75 3. 9g -8 A4 £ 52,22 FEEZ
HO-1H-vb o,

(1D)'H—NMR (CDCl;, TMS)
d(ppm):1. 09(3H,t), 2.32(2H,q),
2.82(2H,d>, 3.38(6H,s),
4. 50(1H,t>.
(2) MS (ED: 199(M™)

(B) 5 &4 4] 28(B) El&Mi4 28, b 3- 3-4-2%-5-¢2,2-=
FREZLA)-IH-% 3.8g, 8 N-(4-7, %-5-(2,2-— F 4 4 7. #£)-
IH-vem-3-HOR X AR 1. 4g.

" (1)'H—NMR (DMSO—d,, TMS)

d(ppm):0. 87(3H,t), 1.01(3H,t),

2.21~2.23(2H,br),
2.31(2H,q), 2.77(2H,d),
3.24(6H,s), 4.51(1H,t),
7. 05(1H,s), 9. 39(1H,s),
11. 89(1H,s).

(2) MS (FAB): 271(MH™)

(C) 5544 25(C) BIAFH 4 E, & N-(4-7 %-5-(2,2- - &F
A A -TH- v -3- BB TR 1.4, B 2,7-2 2 #-6-(2, 2-
ZHEEHRZE) -IH-H 3 C1,5—bIC1,2,4) = % 500mg.
(1)'H—NMR (DMSO—d,, TMS)
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3(ppm);1.16(3H,t), 1. 27(3H,t),
2. 45(2H,q), 2.72(2H,q),
2-78(2H,d), 3.22(6H,s),
4. 58(1H,t), 12.19(1H,s).
(2) MS (FAB): 253(MH™")

5E 310 66

N
C(Ph)
N O CENa

%%7-L%—z—ﬁ%-m-%"ﬂé}#cl,5——bJE1,2,43:—'_ugéo. 60g ¥ F
26mIN,N-Z— B X FEERE o, Ao A T 8BS 4% . 40g, T Z iR T H 3 15
2. BRBLESWAH, o N-ZHKPFHE-5-02-(4’- A F -t ¥
I Wk 2.07g, FREIFEE THE 1 A e, BEER, HHs
. \

REEEBR: EFBREVIALRLE, A%, A F A
BRRETRIRTEE, MERE, FFE R EE-ERAEZF, B
7, B CH9:11V/V) %M, B 7- 2 #-2-F #-5-((2'-(N-= %
FAR-TOd-5-3) BR - HIFHI-5H s 3#01,5—b J01,2,4) =
“ 1. 41g.

(1>’ H—NMR (CDCl,;, TMS) -
8Cppm) 1. 02(3H,t), 1.21(3H,t),
1. 86(2H,m), 2.55(2H,q),
2.81(2H,t), 5.11(2H,s),
(2) MS (FAB): 655(MH™)
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55 % B 67

N———-N
I 3——C(Ph)3
N N

S KM 66 FlAFHALTE, b 2-T H-7-7 - 1H-wmd 3£01, 5-
b3C1,2,43 = 0. 61g,; 4% 0.96g 2-T #-7-Z £-5-C(2"-(N-= % I
- -5-H) BRAK-4- I F MI-5H-" w3 01,5—bIC1,2,47 = it |
(ID'TH—NMR (CDCl,, TMS)

d(ppm):0. 96 (3H,t), 1.21(3H,t),
1.45(2H,m), 1.82(2H,m),
2-56(2H,q), 2.84(2H,t),
5.11(2H,s).
(2) MS (FAB): 699(MH™)

L 68
?;Ni}—d

@—3—-(:(1311)3

s

5XMT 66 FlAFEMNLE, b 2-FEH-7-7, - 1H-v o 301, 5
—bJC1,2, 43_.% 1.04g, 48 1.70g 2-3F H #-7-7, ¥ -5- ccz -(N-=
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FW -k 5 3D B¥-4- )W H)-SH-w #C1,5—bIC1,2,4)
=, | |
(1)'H—NMR (CDCl;, TMS)
d(ppm):0. 96~1.10(4H,m),
1.19(3H,t), 2. 13(1H,m),

‘ 2. 53(2H’q)1 5.07(2H,s).
(2) MS (FAB): 653(MH")

5 #4169

N N
l @—&——C(Ph)s

Sl 66 Bl AR A, b 2,7-2 7 #-6-%F A -1H-vwk = 3
€1,5—bJ01,2,4) =" 0.70g,45 1.76g 2,7-— 7, #-6-8 F-5-C(2’-
(N-ZK F #&-m9u-5-4) BRAR-4-F)F HI-5H- 4 3 (1,5—bIC1,
2,41 =,

(1)>'H—NMR (CDCl;, TMS)
S(ppm):1. 27(3H,t),

1. 38(3H,t), 2. 12(3H,s),

2.57(2H,q), 2.86(ZH,q),
5.24(2H,s).

- (2) MS (FAB): 655(MH™)

{
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LM 70

Q@f\}/\

N—N
i OF—C @)y,

G XMt 66 FAEMLE, w2,6,7-= L Z-1H-v w 3£ (1,5 —
bIC1,2,4) = W 1. 254,48 2. °0g 2,6,7- 7 #&-5-((2-(N-= % & 4
Py m-5- k) Hﬁé%—zi%)*?%3—5H-v£t%#(1,5~bju,2,433%0
(ID'H—NMR (CDCl;, TMS)
d(ppm):1.10(3H,t), 1.29(3H,t),
: 1. 37(3H,t), 2.50(2H,q),
2.58(2H,q), 2. 84(2H, q),

5.24(2H,s).

(2) MS (FAB), 669(MH"*)

SLHEH 71
AQ;;;: ~
N N

5 5] 66 B M 418, W 2:7-2 2 3-6-7 H-1H-vly s 3¢
(1,5—b301,2,43 =% 0. 66¢,78 1. 08¢ 2,7-Z L E-6-FH A-5-CC2-
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(N-ZXK Fa-pgm-5-4) BRFK-4-AIF AI-5H-#4 3 01,5—bIC,
2,4 = w |

(I1)'H—NMR (CDCl;, TMS)
d(ppm):0.91(3H,t), 1.31(3H,t),
1.37(3H,t>, 1.51(2H,m),
2.49C2H,t), 2.58(2H.,q),
| 2.85(2H,q), 5. 24(2H,s).
(2> MS (FAB): 683(MH™)
EHF 72

Lo

N—-N

' | -— C(PI
EGE—C(PlI)S N C B

N
/N\Nk—

(72a) (72h)
55t 66 ElAEMALTE, o 2-F &-1H-wh4 #01,5—bIC1, 2,
4= 1. 11g, 1% 2.61g2-F H-1-CC2"-(N-Z X ¥ -y sk-5-%) B
F-4-FIF HI-1H-vb = H#(1,5—bIC1,2,41 = (fb & 4 72a) F0
1.15g 2-%F #&-5-C02"-(N-Z K F -9 -5-3) BRRK-4-FHIF 4]
SH-wtt» 3 (1,5—b101,2,43=% ({b&4 72b),
ft, &4 72a:
(1)'H—NMR (CDCl;, TMS)
d(ppm):2. 37(3H,s), 4. 97(2H,s),

5.43(1H,d).
(2) MS (FAB): 599(MH™)
1S4 72b.
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(1D'H—NMR (CDCl,;, TMS)

3(ppm).2.51(3H,s), 5.20(2H,s),
6. 01C1H,d).
(2) MS (FAB): 599(MH™")

LHH 73

N
D
N
N—N
¢l Yodcew, NSO C(Ph)g
é/N N—nN
N’N\I\%/\

, (73a) (73b)

S5 SEMA 66 Bl AEM A TE, & 1. 10g7- §-2- 7, H-1H- Mk (1,
5—b1C1,2, 4J=%, 52| 1.60g 7-4-2- 7 &-1-CC2-(N-Z % 5 -
-5 A) BRK-4-E) P H)- 1H-v 4 3£ (1,5-b3C1,2,4) = (4t
G4 73a)%0 1. 18g 7-$-2- T H-5-C02°-(N-= 3 = - py ok 5. ) B
K-4-#J ¥ H)-5H- utt%#—cl 5—bJC1,2,43 = (k445 73b),
.54 73a,

" (1)'H—NMR (CDCl,, TMS)
3(ppm):1.26(3H,t), 2. 58(2H.,q),
5.10(2H,s).
(2) MS (FAB): 647(MH")
&4 73b., .
(1>'H—NMR (CDCl,, TMS)
d(ppm):1.39(3H,t), 2.86(2H,q),
5. 14(2H,s).
(2) MS (FAB): 647(MH™")
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LB 74

Br

I35~

N~

N—N
K@\g—— C(Ph),

5EHH| 66 FAEM A, 7-8-2-Z - 1H-" M 3£ 01,5—bI(1,
2,43Z % 1.00g, 48 0. 91g 7-#-2- 7, £-5-(C2"-(N- = 3 # -5 -
5-4) BRAR-4-FIF HI-5H-wk i 3£ (1,5—bI(1,2,4] = s _
(1) H—NMR (CDCl;, TMS)
d(ppm).1. 40(3H,t), 2.88(2H,q),

5- 17(2H’S)-
(2) MS (FAB): 691(MH™)
EMF 75
e

N—N \
b\&%—?— C(Ph),

5 SE MR 66 FIARMALTE, tr 27, -7 % A B 1H-v sk 215
—bJC1,2,43 =% 0.77g,48 2.32g 2- 2. &-7-F 4 #£-5-0(2"-(N-=
AP R0k -5-4) MR- FIF HI-5H-w o #(1,5—bIC1,2,4)
=,
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(L'H—NMR (CDCl;, TMS)
d(ppm):1. 39(3H,t), 2.86(2H,q),
3- 78(3H,s), 4.94(2H,s),

6. 49(1H ,S).
(2) MS (FAB): 643(MH™)
LG 76
/@ /?\'f:)/\coou
[ G—f_C(Ph);; G—‘—— C(Ph)4
/b/ )/\coont 6 |
(76a) S (76‘b)-

5Lt 66 B AN, d(7-2 &4-1H-" % 3#01,5—bIC1,
2,4]=-2-HIZ M B 0.53g, 45 0.12¢ (7-Z #-1-((2’-(N-=
REA-pd-5-2) BR-4- I W FHI-1H-# % 3 (1,5—bIC1,2,4)
Z-2-EITBMTE (A4 76a)F0 1. 11g (7- 7 £-5-CC2°-(N-=
AR AE-rg i -5-2) B K -4-AI W HI-5H-uk e (1, 5—-bJE1 2,4)
Z-1-BIZ BT B (LA4 76b),
44 76a.
(1>'H—NMR (CDCl;, TMS)
d(ppm);1.04(3H,t), 1.24(3H,t),
2.29(2H,q), 3.66(2H,s),
4.15(2H,q), 5.15(2H,s).
(2) MS (FAB) . 699 (MH™)
1. &-4 76b.
(1>'H—NMR (CDCl;, TMS)
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6(ppm):1. 20(3H,t), 1.27(3H,1),
| 2.54(2H,q), 3.88(2H,s),
 4.21G3H,q), 5.10(2H,s).

(2> MS (FAB):  699(MH")

LM 77
| N
T
G—— C(Ph)
Eiggtﬁ?—-c(Ph)a L\T::::ﬂ\\ Vs
27 |

(77a) (77b)

5 &l 66 BIAEMATE, & 1. 80g 6-Z & F-2- 7, A-1H-otf
FC1,5—b3C1,2,4) = nk, BE| 1. 02g 6- 2 A 5-2-7 - 1-CC2' - (N.
EARFE- -5 BE L EIF R 1H- e (], 5— bll1,2,
4= (&4 77a)Fu 1. 22g 6-Z A £ -2-7, £-5-C(2 - (N- = =%
-y up-5-3) B FE-4-E)E S -SH-" e 3£ (1,5—b1C1,2,4) = %
(&4 77b),
a4 77a.

(I>'H—NMR (CDCl;, TMS)
6(ppm):1. 29(3H,t), 1.37(3H,t),
2-62(ZH,q), 4.24(2H,q),
4. 89(2H,s).
(2> MS (FAB): 657(MH")
tE 4 77b,
- (1)'H—NMR (CDCl;, TMS)
S(ppm):1.36(3H,t), 1.44(3H, 1),
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2. 82(2HvQ)y 4. 17(2HvQ)1
5. 12(2HQS)’ 5. 39(1H93)-
(2) MS (FAB): 657(MH%)

KRR 78
o N
/QQ;N’TN)’\/ .
,I;I—é_—lﬁ—-C(Ph)a
N N—~N '

(78a) (78b)

G LBl 66 F AR AIE, W 1.0g2,7-— L&-6-F HF #-1H-
ok 3 (1,56—bI01,2,43 = sk, 425 170mg 2,7-Z 7, 3 -6-H 4, 4
S1-C2-(N-Z &K F -5 4) BRAR-4-HIF A3 1H-whwk 301, 5
—bIC01,2,43=% (fh44p 78a)H1 2.5¢ 2,7-— L #-6-F 4 ¥ #-5-
(C2-(N-Z K F Rk 5 ) B2 W FI-5H-mk 3£01,5—
bJC1,2,43 = ({h4 4 78b),

A4 78a.

(D'H—NMR (DMSO—D;, TMS)

d(ppm):1.17(3H,t), 1.21(3H,¢t),

2.57(2H,q), 2. 71(2H,q),
3-21(3H,s), 4.37(2H,s),
5.49(2H,s).

(2> MS (FAB): 685(MH™")

&4 78b, |

(1D'H—NMR (DMSO—d,, TMS)

| 0(ppm):1.19~1.24(6H,m),
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2.56~2.67(4H,m),
3.21(3H,s), 4. 45(2H,s),
5.39(2H,s).
(2) MS (FAB): 685(MH")
sl 79

N .
OHC Q1\1\/I‘Iri*‘>\1\:/——rq
! (3—+— C(Ph)
N cen, NN :
%N N
 OHC N/N‘\Ny\

(79a) (79b)

5 66 FIAEH AR, B 1.7g 2,7-Z L E-1H-#~4 3# 01,5
—bl(1,2,4)=-6-F &, 25 1.8g 2.7-= Z #&-1-((2'-(N-=Z X
BA-pgek-5-3t) BER-4-FIF HI-1H- =4 HF(1,5—bI01,2,41=
oG- B (A4 79a)Fo 2.8g 2,7- L F-5-L02-(N-Z K B -
Pgoap-5-3) BEF-4-#)F A I-5H-sbed F01,5—bI01,2,43 = 4 -6-
HEE (k&4 79b),

.64 79a:
(1)'H—NMR (CDCl;, TMS)

S(ppm):0. 96(3H,t), 1. 32(3H,t),
2.62~2.67(4H,m),
5.09(2H,s), 10. 03(1H,s).

(2) MS (FAB): 699(MH™)

1t & 4 79b:

(1)'H—NMR (CDCl;, TMS)
d(ppm):1.40~1.44(6H,m),
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2. 93""’3- 00(4H9m) ’
5. 70(2H93) ’ -

9. 97(1H)S).
(2> MS (FAB), 669(MH™)
3L 3 ) 80
0 N
s NJ“>N>\/

N——N

I\IT G—I\I’I— C(Ph)3

TR 66 FlAEMAE, &2, 7-— L&-6-(2,2-= H 4 7, 4)
-lH—"tt%}FEl,S—-b]ELZ,@E.% 650mg, %% 1. 1g 2,7-= 7, &£ -¢-
(2,2-—®H & LE)-5-02-(N-Z # ¥ 4y W-5-2) BE--H£Iw
gj-sH-vtM#tl,s—chl,2,435&0
(1)'H—NMR (CDCl,, TMS)

0(ppm) 1. 34(3H,t), 1.39(3H,1),
'2.62(2H,q), 2.84(2H,d),
' 2.89(2H,q), 3.32(6H,s),
4- 35(1H,t), 5.41(2H,s).
(2) MS (FAB): 729(MH*)

LM H 81 w
HO N_/N\N}\/

o C(Ph)
1
NN >
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¥ 2,7~ T FE-5-(2-(N-Z KR P E-mu-5-F) BRAR-4-ZIF
FI-5H-she F01,5—bI(1,2,4) =" -6- F B 240mg & T .8
WAk (1:6) BYRABER Tml #, TRAFX TONELHHN
15mg, FkAH TH 30 245, wak 5ml, L IN HERFH R BRE.
BIEEXFBER, ¥EBETLHRTE, UK EP2EKKREE,
HNERA L ARBEETE.

RIEZK EHER, % 240mg 2,7-Z L &-6-F F £-5-((2'-(N-=
FOEFE-pge-5-F) BKR-4-FAIF AI-5H-#b4 HF(1,5-b301,2,40 =
N
(1)'H—NMR (CDCl;, TMS)

d(ppm):2.22(3H,t), 1. 39(3H,t),
2.54(2H,br), 2.90(2H,q),
4.55(2H,s), 5.49(2H,s),
(2> MS (FAB): 671(MH™)

5 7) 82
\NW
II\I—-—N
N G N H

¥ 7-E-2-FA-5-C2-(N-Z R F - eg-5-4) BREK-4-F)
B )-5H-sh e 3£01,5—bJ(1,2,4]=% 1.11g. ¥ & 63ml v 28
7ml 89E A B K 3 b E

REEZBR, ERBPMFR, BREA L, EFFRFREY
WMANTEBE, £&1t, 13 0.64g 7-7, %-2-F F-5-002'- (@ =4 -5-
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) BRE-4-HIF MHI-SH-h b 3£C1,5—bIC1,2,4) = s, ol
&,
(1) mp 169~170.5 C
(2) TEAHE (CyHaulN, + 0. 1CH,COOCH,CH,)
C(%>  H% N
THE 66. 71 5.93 26. 60
3£ W) 1 66. 74 5. 98 26. 56
(3)'H—NMR (DMSO—d,, TMS)
3(ppm),0. 90(3H,t), 1.21(3H,t),
1.67(2ZH,m), 2.58(2H,t),
5.35(2H,s), 7.05(2H,d),
| 7.19(2H,d).
(4> MS (FAB): 413(MH™)
M 83

5] 82 Fl A4 3, 2-T #-7-7&-5-L(2-(N-Z % &
k- Pyt -5 3k) AR -4-Z I F HI-5SH-wm 3 01,5—bIC1,2,4) = w
0-80g 1 0.49g 2-T 2£-7-7 #-5-002'- (W me-5-3t) B F-4-£] &
AJ-SH-" 9 3F(1,5—b3C1,2,4) = w, 3 F 46 4 & .
(1) mp 167~169 C
(2) TTEDIIE (CoiHpNy)
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C(%) ~ H(% NC(%)
THE A 67.58 6. 14 26. 27
i R 67- 33 6. 14 25. 98
(3)'H—NMR (DMSO—d,, TMS)
3(ppm):0. 88(3H,t), 1. 21(3H,t),
1.32(2H,m), 1. 64(2H,m),
2- 61(2H,t), 5.35(2H,s),
7.06(2H,d), 7.19(2H,d).
(4> MS (FAB): 427(MH™)
52 3 4] 84

G 82 B AT, b 2- A A H-7-Z &-5-C02-(N-= %
C P E-TTeo5-3) BER-4-FHIW HI-5H-w w3 C1,5—b JIC1,2,4) =
% 1.20g, 1% 0.64g 2-FF F H-7-7 H-5-002'- (0 sk -5-4) B ¥ -4-
AT REI-SH-M 4 3 (1,5—bI01,2,4 J=w, H R 2 5.
(1) mp 139.5~141 C
- (2) TCEHS ML (CysHeN,g - 0. 3H,0)
C(%) H(¥%) N(%)

A i1 66. 43 5. 48 26. 94

5% JiiE 66. 59 5. 48 26. 70
(3)'H—NMR (DMSO—d,, TMS)
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d(ppm) 0. 88~0. 90(4H,m),
1. 19C3H,t), 1. 94(1H,m),
5.34(2H,s), 7.07(2H,d),
7.19(C2H,d).
(4) MS (FAB): 411(MH™)
SEHEH 85

Exie 82 FAEMA®E, B 2,7-2 2 24-6-FH-5-(02-(N-=
AP -1y -5-3) BRK-4-F ) F H£I-5H-v e H01,5-b1C1,2,4) =
1. 30g,4F 0.77g 2,7-Z 2 35-6-F #-5-C02'-(PU i -5-4) B ¥ -4-
ZEIF HI-5H-wh e 301,5—b301,2,4) = w4, ALeEd,
(1) mp 149~152 C
(2) TE A1 (CiHUN,g » 0. 2CH,COOCH,CH,)
C(%) H%) N(%)
TR 66- 46 6- 00 26. 05
5 Q18 66.53 5. 99 26. 06
(3)'H—NMR (DMSO—d,, TMS)
d(ppm) 1. 88(3H,t), 1.22(3H,t),
2.30(3H,s), 2.49(2H,s),
2.63(2H,q), 5.41(2H,s),
7-05(2H,d), 7. 08(2H,d).
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 (4) MS (FAB); 413(MH*)

5L 36 1 86
L

II\J————N
N N H

G LM 82 Bl M A, & 2,6,7-= LF-5-C2"-(N-Z % &
-y 54t H%%-zi—%)?%J-SH—%%#El,s—bjtl,2,43_:_%
1.20g, % 0.71g 2,6,7-= 7, #-5-CC2 - (g -5-3) EHK-4-FE)w
- E-5H-ww 3 C(1,5—bI01,2,4) = we AT,

(1) mp 207~209 C (4 42)
(2) TERSFME (CouHyNy)
C(%> H(%) N(%)
i E A 67.58 6. 14 26. 27
55 W 1E 67. 85 6. 21 26.13
. (3)'H—NMR (DMSO—d,, TMS)
d(ppm).1.06(3H,t), 1.20(3H,t),
1. 22(3H,t), 2.51(2H,q),
2.63(2H,q), 2.72(2H,q),
6-43(2H,s), 7. 05(4H,s).
(4) MS (FAB): 427(MH*)
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L RF 87

| O——0H
N N

- EFXEGI sz E A E, B2,7- 2 F-6-HA-5-((2-(N-=
P Aoy d-5-3L) BRI -4- )P HI-5H-vk 3 C1,5-b3C1,2,4) =
™ 0.80g,4% 0.50g 2,7- 2= Z,&-6-F £-5-0(2' - (W -5- %) B ¥ -4-
FEIFHI-SH-o e JFC1,5—bI(1,2,4)=m, H L6548,
(1) mp 212~213 'C (H#)
(2) TTHERAMNME (CosHoNg)
| C(%>)  H(%)  N(%)
TH F 68. 16 6.41 25. 43
5E i E 68. 20 6. 50 1 25.21
(3)'H—NMR (DMSO—ds, TMS)
§(ppm):0. 89(3H,t), 1. 20(3H,¢t),
1. 22(3H,t), 1.46(2H,m),
2. 60~2.70(4H,m),
5.41(2H,s), 7. 04(4H,1t).
(4> MS (FAB): 441(MH™Y)

% ¥4 88 @E}“
. N——-N

I
N H
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St 82 ElAENAE, & 2-FE-5-CC2-(N-ZXFX-mgx
-5-#L) BEAR-4-FHIF HI-5H-w 3 01,5—b301,2,4 J= 0.70g,
& 0.41g2-F £-5-002'- (0 -5-F) BRK-4-F) F £ I-5H-vb 4 3
(1,5—b301,2,4)=%, Y XREE X,

(1) mp 225~228 C (4 #)
(2) TEHMHME (CHN, » 0. 2CH,COOCH,CH;)
C(%) H(%) N(%)
i E AR 63. 59 4. 74 29. 96
SEE 63. 73 4. 69 30. 18
(3)'H—NMR (DMSO—d,, TMS) |
| 5(ppm):2. 29(3H,s), 5.47(2H,s),
6. 20(1H,d>, 7. 07(C2H,d),
7.19(2H,d), 7. 93(1H,d).
(4) MS (FAB): 357(MH™)
- EHF 89

| G—+—11
N N

Exiwtl 82 Bl#¥ 42, & 7-R-2-ZFE-5-CC2-(N-ZXKF &
~pg o5t ) HEK-4-FE D P EI-5H-wb e H(1,5—bJC1,2,4) = s

" 1.05g, 4% 0. 61g7-$-2- 7 F£-5-CC2' - (U M -5-F6) BEK-4-FJF -

SH-wh s - C1,5—bI01,2,4)=%, Y L& & d.

(1) mp 181~182.5 C (4-#)
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(2) JTEAHE (CpoHiCINgD

C(%) H(%) N(%) Cl(%)
it EAE 59. 33 4. 23 27. 68 8. 76
35 W {H 59. 30 4. 20 27. 83 8. 99
(IX'H—-~NMR (DMSO—d,, TMS)
! d(ppm):1.23(3H,t), 2. 67(2H,q),
5.46(2H,s), 7. 09(2H,d),

7.24(2H,d), 8.22(1H,s).
(4) MS (FAB): 405(MH")

;‘Eﬁﬂ-:fid 90
Br
L
N’N\N>/N\—N
wOFH

S kfl 82 Bl E, w1 7-%-2-Z#-5-C2-(N-Z ¥ F &
- e -5-F ) RXFK-4-FI P EI-5H-sk 4 3£ 01,5—bIC01,2,4) = &
0.70g 4% 0.40g 7-78-2-7 F ((2'- (9 m-5-4) B FE-4-FE)F &£)-
SH-#twd 5+ (1,5—b1(1,2,4)=%, YL & & &,
(1) mp 186~188 'C (4 &)
(2) o & 4 (CeH1,BrNg)
| C(%)> H(%) N(%> CI(%)
T ®AH 53. 46 3. 81 24. 94 17.78
5L i 53.19 3. 82 24. 82 17. 88
~ (3)'H—NMR (DMSO—d, TMS)
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d(ppm).1.23(3H,t), 2. 67(2H,q),

5. 47(2H,S)y 7. 10(2H9d) ’

7.25(2H,d), 8.22(1H,s).
(4) MS (FAB): 449(MH™)

5L 91
/O
éﬂ/\
N N—N
{ o

5 LM 82 FIFF 4L 22, -LHE-T-FH F-5-C(2-(N-Z= %
P -5 ) BRAK-4-2E0 % #I-5H-wh b 3£ 01, 5—b J01,2,43 =
% 1-81g, 18 0.47g 2-Z 2 -7-F 4 % -5-(2'- (10 sb-5-4 ) B K -d-
HIF HI-5H-wb b I (1,5—bIC1,2,4 J=, A X85,
(1) JG & 2 # {8 (CuHoN,0)
C(%) H(%) N(%)
W E 62. 99 5.03 27. 98
LpE 62.9] 5.01 27. 87
(2)'H—NMR (DMSO~—d,, TMS)
d(ppm).:1. 22(3H,t), 2. 65(2H,q),
3.81(3H,s), 5.20(2H,s),

7.05(2H,d>, 7. 21¢(2H,d).
(3) MS (FAB): 401 (MH™*)

i

— 142 —



52364 92

FFC7- T 2-5-C02'-(N-Z % F 3t p7 s -5- 3% ) BRARK-4-F D W FE-
SH-"¢ 8 3£ (1,6—bI01,2,4) = M -2- 217, 8 7, 5 1. 02g. F B¢ 45ml
T L8R Sml 893E 64 Ao B E K 2 /0 B WA & B, 5k B
FE, BRELY,

iR ERERAERN, Mg asE FBE— & A 9V/
V) %M, % 0.62¢ C7-Z &-5-C02 - (e -5-3) B -4-3E7 % -
S'H—D&%}FEI,S—bJEI,Z,LL]E%—2«%]LEELEE. A B ERRHE
R4 R .

(1>’H—NMR (DMSO—d,, TMS)
®(ppm):1.17(3H,t), 1. 22(3H, 1),
2.51(2H,q), 3.72(2H,s),
4. 08(2H,q), 5.39(2H,s),
7.06(2H,d), 7.20(2H,d),
7. 73(1H,s).

(2) MS (FAB): 457(MH™") /WCOOH
SE Bl 93 NTTV O N—N
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¥ CT7-7, F-5-002'-(py me-5-F) BE K-4-FIF FEI-5H-vb 4 3F
(1,5—b)(1,2,4)= #-2-£IZ 8 7B 0. 44g. Z. 8 27ml 0 IN 45
A KA 3ml RS RE K 2 et H R RE R ER
45, FrBREAET 10ml k¥,
FErkAH T, L0.5N B AR M EE pH b 2, BEAT H 09 E
e, 1B 0.37g (7-7 #-5-0C2'-(mme-5-%) BEAK-4-HIF HI-5H-i
w FC1,5—bIC1,2,41 = -2-FIZ 8, H % €4k &MEK.
(1) 5 £ M 4E (CoHpoN,O, » 0. TH,0)
C(%) H(%) N(%)
ITHEE 59. 91 4. 89 25. 41
5 4R 59. 84 4. 56 25. 48
(2)'H—NMR (DMSO—d,, TMS)
S(ppm):1.22(3H,t), 2.54(2H,q),
3.65(2H,s), 5.40(2H,s),
7.07(2H,d), 7. 21(C2H,d).
: 7.75(1H,s).
(3) MS (FAB): 429(MH™)
5 #6194

|
N GAN—H

¥ 6-7, A H-2-7 F-5-002'-(N-Z % F 219 w2 -5-4) B K-4-
HIF FI-5H-w % I C1,5—b101,2,4) =4 1. 08g 5 KB 92 F
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M ST, 55 0.59g 6-Z A H-2-7 F-5-002-(g e -5-%) B
F-4-FIF FHI-5SH-sh 3 (1,5—bI01,2,4)=%, H X &85 & H
(1)'H—NMR (DMSO—d,, TMS)
d(ppm).1. 20(3H,t), 1. 36(3H,t),
2.60(2H,q), 4. 23(2H,q),
5.17(2H,s), 5. 68(1H,s),

| 7.05(2H,d), 7.13(2H,d).
(2) MS (ED): 414(M™)
5k ¥ B 95

HXiwb 82 Bl A E, b 2,7-2 2 #-6-FF B HE-5-002-
(N-ZRKFX--5-%) ER-4-FIF HEI-5H-v w8 #01,5—bI1,
2,4J= % 1.0g, % 480mg 2,7-Z Z, %-6-F 4, ¥ 2-5-C02'- (1 = -5-
A) BRRE-4-FIF HI-5H-wke 3#(1,5-bI01,2,4) = o,

(1) mp 192~194 C °

(2) 7T & 4 A 1A (CoHasN,O)

| C(%) H(%) N (%)
T AE 65. 14 5.92 25. 32
5 4 65.16 5. 97 25. 33

(3)'H—NMR (DMSO—d;, TMS)
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d(ppm):1.22(6H,t), 2. 60(2H,q),
2.65(2H,q), 3.24(3H,s),
4.56(2H,s), 5.44(2H,s),
7.05(2H,d>, 7.14(2H,d).
(4) MS (FAB): 443(MH™)
LB 96

B 82 Bl AR AIE, & 2,7- = T #-5-CC2'-(N-Z K ¥ #-
g -5-4t) B F-4-FHIF AAI-5H-sb M F(1,5—b101,2,43 = #-6-
¥ B 800mg, {3 #| 300mg 2,7- = 7, &-5-C(2"- (@ 4-5-F) Bk K-4-
FIE HI)-5H-whe #(1,5—bI(1,2,4 I = =-6-F EE,
(1) mp 193~195 C
(2) 7T & 4 18 (CpsH,N;O » 0. 2AcOEL)
C(%) H(Y%) N(%)
EAE 64. 37 5. 36 25. 23
£ AE 64. 54 5. 40 25. 42
(3)'H—NMR (DMSO—ds,» TMS)
5(ppm):1.26(6H,t), 1.33(3H,t),
2.74(2H,q>, 2.98(2H,q),
5.72(2H,s), 7. 04(2H,d),
7.13(2H,d), 10. 09(1H,s).
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(4) MS (FAB): 427(MH*)

LBl 97
-0 ’N\NN

53 82 FIAEHLALTE , i 2,7-2 B -6-(2,2-= B ZE)-
5-(C2'-(N-Z K P #-pgwd-5-F) BKK-4-F)F FEI-5H-vb ™ 3# (1,5
—bJ(1,2,4) =% 1.1g, B % 420mg 2,7-Z Z#-6-(2,2-ZF A Z
F)-5-CC2 -(mym-5-3) BRAR-4-F)F HI-5H-vh H#(1,5—bIC1,
2,4) =
(1) mp 185~187 C
(2) TTE I (CisHioNGO, + 0. 1H,0)

C(Y%) H(%) N{%)
- St EAE 63. 94 6.23 22. 94
5C 63. 95 6. 22 22.93
(3)'H—NMR (DMSO—d,s, TMS)
d(ppm):1.22(6H,t), 2.53(2H,q),
2. 64(2H,q>, 3. 00(2H,d),
3.21(6H,s), 4-36(1H,t),
5.45(2H,s), 7-02(2H,d),
7. 06 (2H ,d).
(4) MS (FAB): 486(MH™)
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LB 98

Bt 82 FIAMAE, k1 2,7-2 72 %-6-5 ¥ £ 5002 -(N-
ZRFA--5-K) BREK-4-FIF FI-5H- 4 #01,5—b1C1, 2,
4] = 800mg, 4% % 100mg 2,7-= 7. %-6-# ¥ ¥ -5-0(2'- (14 & -5- |
) KE-4-FHIF HEI-5H-%= 3#01,5—b J0(1,2,41 =,
(1) mp 182~184 C
(2) TTEHH 18 (CpH N, » 0. 1H,0)

C(%) H(%)> N(%)
W H A 64. 20 5. 67 26. 04

5 M E 64. 23 5. 65 26. 02
(3’ H—NMR (DMSO—d¢, TMS)
d(ppm) 1. 21(3H,t), 1.22(3H,t),
2.58(2H,q), 2. 63(2H,q),
4.57(2H,s), 5.46(2H,s),
7.04(2H,d), 7. 16(2H,d).

(4) MS (FAB): 429(MH*) - N
RS 99 - HOOC ,N\NN

N——~N

|
NCOy—H
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¥ 2,7-Z L F-5-002"- (g s -5-3) BEK-4-FIE ZI-5H-nk v
#01,5—bl(1,2,4]=4-6- F B 630mg £ % F 20ml 2.8+, &F,
KA RN 240mg 5 5 B4R 500mg 7 2ml K & 7 404 3 T R R BT
BHERE LR, B L AR KA, B
FE, BEREREE T,

WREET2ml A, LINZBBAE, BB LEER.H
VWERILTKBEETSRE, REXEZEN, 4 2,7-2 2 #-5-002'-
(Vg e-5-F) BRAR-4-FZIF HEI-5H- = 3£ 1,5—bI(1,2,4) = 4 -6-
#ﬁﬁﬁ 190mg,

(1) mp 171~174 C
(2)'H—NMR (DMSO—d;, TMS)
8(ppm):1.24(3H,t), 1. 26(3H,0),
2.71(2H,q), 2. 91(2H.q),
5.73(2H,s), 7. 04(2H,d),
7.09(2H,d).
(4) MS (FAB): 443(MH*)

SCHE ] 100

(1) #£ 2,7- = L #-5-002"-(9 -5-4) B K -4- £ F #I-5H-
of e 3 (1,5—bI01,2,4) = 8.39g Fu sk BE4F 1. 46g YR A M+ v
A 150ml FE, WHEBEREM. REAEEBERN, IERABENLE
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LEFE G, 5 2,7-Z2#F-5-002'-(Wm-5-4) BEFR-4-FIF -
SH-shed 3+ (1,5—b301,2,4) == 45 3 Bh M 4 & 8. 96¢.,

(2) ¥ 2,7-Z 2 #-5-((2' - (g o-5-2) BEFK-4-#I)F HI-5H-
sif o 3¢ (1,5—bI01,2,4) = s 47 25 th M1 45 & 11. 8g Av #4 5 A2 F 90ml
LR E, IR, HREAER IR T A K 0. 49ml, FEI AT
BB, 15 2,7-2 2 A-5-002- (9 s -5-3) B FE-4-FIF H)-
SH-#t# 3#(1,5—b101,2,4) =4 4 2 11. 5¢g,

(1) 7T & 418 (CeHuNgK » H,O)
C(%) H{(%) N(%)
T E 58.13 5.10 24. 65
M E 58. 29 5.13 24. 81
(2)'H—NMR (DMSO—d;, TMS)
8(ppm):1.20-1. 24(6H,m),
2.52(2H,q), 2.65(2H.q),
5.32(2H,s), 7. 07(2H,d),
7.10(2H,d), 7. 65(1H,s).
(3) MS (FAB): 475(M+K)*

sEHE# 101
P
H4 CH,COOC N N—N

IC}_L__
N N H

¥ 2,7- 2 L F-5-002'-(Wa-5-4) BXK-4-FJF #)-5H-4h
F#0(1,5—DbJ01,2,4] = -6-F B 1.13g. Z B 30ml. &/ 1L 8
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0.65g. — A4 5.30g MZ B 0.23ml RS W F T A THMEL
KRB BEWEREE LR, BRRERE., EFFBRE P
ANBY, BERSD L. RABERERE, RBEEN, LT
¥ R (2 23V/VIRABH KM . ¥4 H 94 thik o BE K
G, IRAERTERBNRFEREANABAS ZBRNBRLEE,
BEEME  BEREBRNE, A 40ml, ERBEM, 2L IN S BEE
PHZ. MIAT H 8y B4k, B 5 2,7- 2 Z 2-5-CC2 -( 0w -5-3) B 3%
4-FIF EI-5H-% % 3 (1,5—bI(1,2,4 J= #-6-% B Z. B 0. 56g,
A A A B,
(1) 7% A AT (CosHaeN,O5)
C(%)  H%  N%
T HE 63. 82 5.57 23. 81
3E W1 63. 63 6. 64 23. 80
- (2)'H—NMR (DMSO—d,, TMS)
d(ppm):1. 24-1. 30(9H,m),
2.73(2H,q), 2.90(2H,q),
4. 36(2H,q), 5. 68(2H.s) ’
7.05(2H,d), 7.10(1H,d).
(3> MS (FAB): 471(MH™)

X H 102
Paw
H3 COOC N’N\N}/N\____

N
| A G
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¥ 2,7-Z L F-5-002'- (W -5-3) BEFK-4-F) 5 2 5H-op,
#01,5—b3(1,2,4) = -6-F g 1. 13g. F & 20ml. & 1t 44 0. 65g.
ZHRMAES. 30g WLBRO0.23ml IR AW FEETHEI R ERR
REWEREE LR, RABERE. EFER BT WNEH . B
ERET LR, BRBEREE, rREREEN, LFE £
Q@ 17V/VIREEFNEM. B4 B o RE R %, FrER
BET 4aml ZRTE, TRAH FTHRELR, BB L WEK, £
2,7-Z L A-5-C02"- (9 i -5-4L) B K-4- )8 EI-5H-ak s 3£ (1,5
—bl(1,2,4)="-6-3% B2 FE 4028 0. 48g, H DL HE K.
(1) 7T & 44 1 (C;yHsNO, Na « 0. 7H,0)
C(%) H(%) N{%)
TEE 58. 70 5.01 22. 82
L 58.83 5. 09 22.79
(2)'H—NMR (DMSO—d;, TMS)
| 3(ppm):1.24-1. 27(6H,m),
2.74(2H,q), 2. 89(2H,q),
3.91(3H,s), 5.67(2H,s),
7.04(2H,d), 7. 06(2H,d),
(3) MS (FAB): 501(M+Na)*
#4103
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B 2,7-2 TLgs-5-002-(W M -5-2) BFFK-4-FIF #I-5H-5k st
F#0(1,5—b101,2,4) = ¥ -6- 3 B 8.83g. N,N-— & 4 ¥ g i 60ml.
ZLR2.2ml = K FREE5.66g WEA YW T ETHRTHALLE.,
WEAZBR, £&EF i 250ml 28 28, /& 150ml A%, 1%
LBEILBEEZR THHAR., B EHE S, 8 2,7-= 2 %-5-
CC2-(N-Z R F - -5-2) BREK-4-FHIF HI-5H-wbwd 5£01,5—
bJ(1,2,43 =" -6-3 B 6. 98g.

(1D'H—NMR (DMSO—d,, TMS)
8(ppm):1.21—1.25(6H,m),
2.70(2H,q), 2.91(2H,q),
5.68(2H,s), 6.85(6H,d),
7.01(2H,d), 7.04(2H,d).
(2) MS (FAB): 683(M—H) |

5L F) 104
Hz CH, COCOHCOC N’N\NyN\__&N
L L O cenyg

O HyC O

BRE 1-4 28 L (KR 1-7 90T F NI F/)L)4. 50g, 8t
45 13. 2g fr Z i 100ml th 3B A & 60—70°CHh B T 3% 45 4
SoREEXELBEN, EFBREPNIE, B, BERBERS
G AN 40ml HH, BH R -R LKLY TRER.

FA, 2, 7-Z L H-5-C2 - (N-Z X W At-pg o 5-4) B _4-
AT HEI-SH-L % 3 (1,5—bI(1,2,4) = ®-6-2 % 6. 73g +, WA
IN MW BER. BEKRZEMN, LB R #+ v 250ml FHH,
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EHER, BRAT T, FLOH04 N BME RS 55 5% 1-32 2,
BRLEWHRR. BEEHR, #2XE, RELXEZEH, k4
EAT, LR T8 ECTHG:TV/V) WESBERN KR, 8 1-2
AHRERLE2,7- 224 -5-(2-(N-Z X FH-pgod-5-4) B 4-
AP A&I-SH-w M 3 (1,5—bI(1,2,4) = w-6-3 BE B¢ 5. 75g.
(1)'H—NMR (CDCl;, TMS)

d(ppm):l. 28(6H7t) y 1.39C3H,t),

1. 63(3H,d), 2.90(2H,q),

.97(2H,q),
. 20-4. 24(2H,m),
.64(1H,d>, 5. 68(1H,d),
. 91(6H,d>,
.92-7.07(5H,m).
(2) MS (FAB): 801(MH")
L] 105

H3 CH, COCOIICOC%’NTN}/\

TR e
H
O HyC O NN

Oy D O B N

W1-ZEKERTE2,7- 22 &-5-((2-(N-ZH 5 - pg o -5-
) RE-4-FIF HI-5H-7 w3 (1,5—bIC1,2,4) = w_6-3 B Y
5-64g ¥ B 230ml \ Z. B 12ml 8BS M in L B 3 /Mot ME XK £
B TRAEREREEZN, AFH—AF A 19V/ V)R AL
BRI R, FL1-ZEBRAER T 2,7-- 2, 5 -5-C02' - (o _5-4) B
HR-4-F I FEI-5H- 4 3 (1,5—bI01,2,4) = sk -6-3 BE B 3. 764,
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A AE &R WK,
(1> JC % £ H7 18 (C1sH3N4O5 » 0. 3H,0)
C(%) H(%)
T HAH 59. 63 5.47
55 A 1E 59. 64 5. 43
(2)'H—NMR (CDCl;, TMS)
8(ppm) ;1. 09(3H,t),

1. 24-1. 28(6H,m),

1. 63(3H,d),
2-64-2.72(4H,m),
4.14-4.20(2H,m),
5
6

-72(1H,d), 5. 77(1H,d),

- 90-7. 00(5H,m).
(3) MS (FAB), 559(MH™*)

N
19. 87
19. 85

WRATR R AR, 5 LM 104 .105 B F %, =T 1

‘ﬁ“if( 3 }‘ﬁﬁ:{téqbo
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RS R,;
— COOCHOCO ~<:>
- T — C(Ph)s
CH, O
—COO(IZHOCO —O W
i
CH; O
— COOCII, OCC (ClI,),
i — C(Ph)s
0
—COOCH, OCC (CHy),
i - H
0
— COQOCH, CHj,4
0. 0 ~ C(Ph)s
~
0
— COOCH, CHj,
o. 0O - H
~N
o
—COO0 N
—C00 O _ 4
8 ) I_I
{
—COOCHOCCH,
‘ ﬂ '—'C(Ph):
CH, O
—COOCHOCCH,
| | —H

CH, O
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