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¥ 5-Z K LB H%-4,5,6,7- W0 & vk 3 [4,5-c]bR-4- R B ¥ B
QODEF_FXFHRE ComDY, ERAHTEHA P WAL
1.4 (60% Wartkdh, 176 mg), BAWAE O CHH 20 4, M
b AN[2-(1-Z % F #-1H-19 wk-5-3) B K-4-3 ] 38 (2. 40
g BAWAEAAY FHREL Mot, #—FSHEERTHRIELAH.K
ERBERMBE, HRTRWPwNEFRAk. TRANE, ££5
M. FerdhAEREe#GER; @4/ Fi=100: DLE
5-— XKL BE-3-[2-Q-Z M F H-1H-W o -5-3) BREK-4-F]F #-
4,5,6,7-19 S ok H[4,5-c]ubme-4- R & P B (430 mg), AKX E A
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FAB -MS (m/z); 852 (M+H), 792, 610, 567, 244

NMR (CDCl;) 8: 3.56 (3H, s), 5.12 (2H, ABq)

SR, BE - XETB®HEL[2-Q-Z X ¥ A-1H-19 4-5-
HBEHK-4- 3 H-4,5,6,7-10 Aok 3[4, 5-c ] R-4- R Bk F B
(1.17g), AXLEAKRKY.

FAB -MS (m/2): 852 (M+H), 792, 610, 567, 244

NMR (CDCly) 8: 3.79 (3H, s), 4.81 (2H, s)

M) 2

W 5-Z K L 3E-3-[2'-(1-Z A ¥ 4E-1H- g wk-5-3) Bk K-4-
1w 3-4,5,6,7-09 2 vk 4[4, 5-c]ubR-4- R R F BF (400 mg)
fEfF AQmD) WEA P AN 18% R &-F8E GmD, B4 EZE
BTHEIOH., RETKE, A28 H, FIfAUYWETEE
GmD, 1IN AEMLHAKER GmD) % E pHI0—12, BAEZE
BTHEI A MH ALRERREZRTR, REXBAE. TR
W EFLEASY, AEEFRMEMEGE R4 HP-20 B & Mit-
subishi Kasei Corporation #|3) H 68 E 8t AETREUT
.64 .

5-Z % LR E-3-[2-QH-m e -5-3%) BE-4-3]F £-4,5,6,
7-19 A%k 4 #[4,5-c b -4- R R =Mk (170 mg),

IR (Nujol; cm™) : 1630
L 3

HER2-ETE4-QAXTHE)-1-[2-(IH-I-5-F) BKHK-4-
AP Aok (8.09g), AH L TH (1.73g), IN NaOH K##
(G3mD) o ERGOMDA RS ASOCHRAAR. ARKRAK
B, EREEAR. RENHEFPHAOmD, HERSWAZE-
30C, MEPHWERBKRU2.4). WEE, £ OCHBEESY
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2 K. MEZXL RSB EEN. H NaHCOs A B P iR 44, A
RFER, FHRERE, REKXL, &R =498 =K E %%
GER; R/ ¥8= 15 D&, & 2-1L T #-3-[2'-(1H- 1 %-5-
) BK-4-HTFH-4,5,6,7- 1 Ak 3[4, 5-cJHh -4 15 Bk W R
(3. 74 gy AM K.

FAB -MS (m/z): 472 (M+H) ()

NMR (DMSO-d¢) 8 0. 90 (3H, t), 3.72 (3H, s), 5.20 (2H,
s)

55 3 6] 4

WG 3455 44296 mg), = (317 mg)Fu 447
(10ml) WEAYPAXRAH THILELG A mD) PHTHEA
(148 mg), BAMWAZTBTHE 2 K, RARNER, THRAX
£HH, BT WRAERAECHECGERN,; &1/ F8 =30: 1)
S 5- 2 BEHE-2-1F T #-3-[2-(1H- 1 wk-5-38) BEK-4-F 9 3-
4,5,6,7-10 Z ok 3F-[4,5-cJolk e -4- 35 1R F A (158 mg).,

FAB -MS (m/z): 5§14 (M+H), 119 (#)

NMR (CDCl;) 8: 0.94 (3H, t), 2.16 (3H, s), 3.78 (3H, s)

5 # B 5

LM 3 BE KA G36lmg), —AFKAOmMD), =LK
(85 mg), KF (103 mg), M N-BEFHF =4 (114 mg) v 1-
LHE-I-G-ZFREWE) R_THERE (162 mg) HEAWE
ERTHEHIA . ARREBN, FRAZZEMN. TREREAG W
ReERAECEEGEMN, KF/FPH=20: DEARHF 2-TH-5-KF
BE#-3-[2-(1H-1g -5-3F) BEE-4-]F 3#-4,5,6,7-10 Aok 3
[4,5-c]ub»e-4- 35 5 'P 87 (297 mg),

FAB -MS (m/z): 576 (M+H), 105 (%)

NMR (CDCl;) 8: 0.97 (3H, t), 3.79 (3H, s)
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SCHE B 6
LB 3 45 E L5 4 (483 md FEH-2- R B (158 mg) Al &
et 5 B R EE 2-E T FE-5-(2-E ) Bk FE-3-[2-
(1H-19 % -5-3) B K-4-3 17 3-4,5,6,7- W0 S vk 3[4, 5-c ]t e-
4- 3% % ¥ B (300 mg),
FAB -MS (m/z): 582 (M+H), 111 (&)
NMR (CDCl;) &; 0.95 (3H, t), 3.73 (3H, s)
LM 7
Bt 3455 1AM (2. 98 g), IN NaOH A% (14 mD)
AAFHGOmD HREWEZTRTHFLR, ZEBAH.
RPBABREEGRAWHARESR 2-ET %£-3-[2-(IH-B
W o5-3E) BEK-4 £)WA-4,5,6,7- W A sk H[4,5-c]R-4- KB
(2.11 g).
m. p. 216—217 C (4 #%)
NMR (DMSO-d,) 8 0.97 (3H, t), 4,37 (1H, s), 5.17 (1H,
d), 6.01 (1H, d)
L 8
S 4 £ B B9k A4 (142 mg), 1IN NaOH A ¥ # (0. 60 ml)
MEFEOCmDNBEAWEZR THHLIR, REXMHRELEMN. I
B Y R HE®E T B B AR (B & 4 HP—20, H &K Mitsubishi
Kasei Corporation #{i) A6 ik sbth, A% FHRH 2-E T &-5-
7B %-3-[2-(IH- I -5-%) KE-4-E]F £-4,5,6,7- W&k
3 [4,5-cTbme-4-1R 8 — €4 £ (100 mg),
m.p. > 265C
IR (Nujol; cm™:1620
P 9 —10
RAARGRHE 8 AR A BEHEH 5—6 HFRHALLMWF
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COOR
Tet

N

~

(Tet: 1H-p9m-5-35 3 H])

5 % R? IRGE4A G #; cm?) m.p. (C)

9 —CO@ 1620 >200 ()
10 —CO ﬂ J 1620 >72 (iR)

Lwpl 11

(1) # 2-ERH#-4-C-878)-1-[2-(1-Z XK P E H-1H- 10 -
5-) BA-4-ZE]FH B 66 ) FHGOmD) HRAHFIA
INHR-FHAGOmD, REWEERTHEIOI . REEXALR
Y EERN, aR Pk, ALRIEEXES Y, BREX
WAE, E—S A PREM KM, HANEK 2-E K HE-4-C2-
BLE)-1-[2'-p9md-5-2) BRAK-4-F]FHEok4(2.68g).

(2) AEREP 3BT ELE LALEMC. 15 ), & 2-
ER#&-3-[2-QH-m e -5-%) RHE-4-H]F #-4,5,6,7-19 & s o
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F[4,5-c]uhme-4- KB FEE (0. 76 g), KW KR
FAB -MS (m/z); 458 (M+H), 207 (%)
NMR (DMSO-d,) 8; 0.98 (3H, t), 3. 84 (3H, s), 5.06 (2H,
ABq)
SC e B 12
hEk2-FTHA-Q-ALE)-1-Q-FRAERERK-4-F) ¥
Hokk (180 F H LM 3R A k&IE, B 2-ET 2-3-
(2-FRERERE-4-3) FH-4,5,6,7-19 A vk H#[4,5-c]ubrE-
L-RBRFEA.70 ),
Ll 13
M SC A H] 12 8 5] th 1A 4 (1. 70 g) Fu vk 52 (20 ml) 38 A 4 b
IANCREGmD, AR RAWUH IR LEZEN, mFERTH
mo Ry, kRS, TH, BN, AT HWAERAESWEGE
Fl; 45/ BB = 10: 1) #hifh, 4% 2-ET E-5-L 8 %E-3-(2'-F 4
BRI BERK-4-2) WH-4,5,6,7-00 Aok 3 [4,5-c]NR-4- R BT
FE(0.47 @), A ik 4h.
NMR (CDCl;) &: 0.88 (3H, t), 2.21 (3H, s), 3.46 (3H,
s), 3.64 (3H, s), 5.33 (2H, ABq)
S 14
BB 2-ET#-4-2-4 2 #3-1-[2'-(1H-19 %-5-%) K K-4-
A Aok (0.278 )y ZBATKRTEE0.179g) FZ B (5 ml) 1y
BAOWEHRK =K, WREHWPWANELE, kR RESH, THRIFXE
WH. REWRARK 6 HEGERN; R4/ P8 =10 : 1) #4,
8 2-FETH#-3-[2-(QH-1 -5-%) BE-4-E]FH-4,506,7-0 %
sk g 3 [4,5-cJHR-4- KR B5(0. 136 @), kR 4.
NMR (CDCl,) &: 0.92 (3H, t), 1. 35 (3H, t), 5 08 (2H,
ABq)



S 15
W 2-E T #-4-QC-HTREREFQXEE)-1-Q-FHRAHRA
BEAR-4-38) Fhbek .02 B GO mDKREM P WA Z H
ZRE@SmD, BEAWEZRBBAI0O2Y. BREAXAKBRAHWKR £E
F s 15 H My A\ 4 k% (30 ml), A (1 mD)F NaHCO,(1. 13 g),
BB H. mREWWARE, TRESN, WEXAEEAN. W&
& Ao N Z 8 Lk B KA (0. 570g) fn 7 BR (40 ml), 38 4 4 Bl i
15 b, MEXZEA, TR GWHERECEEGER: |7/
FRE=20:1) #ith% 2-ETH#-3-2'-FRMEKHEKEK-4-3) F -
4,5,6,7-P9 2ok % FE(4,5-c JH e -4- 3 B 2B (0. 551 g), A # kK
.
NMR (CDCl,) &; 0.89 (3H, t), 1.23 (3H, t), 3.65 (3H, s)
5.24 (2H, ABq)
K Hl 16—31
LM 3, 11 A0 15 G R E AL Lt 4 55 HE &
EAE, BUTH FR2 3 64,
& 2

N

N RZ



5C 3 B R? R* NMR (CDCl,) | FAB-MS (m/z)
1. 04 (3H|t)
500 (M+1)
16 -COCH;, CH, | Tet | 2.17 (3H,s)
207 (%)
3.75 (3H,s)
1. 03 (3H,t)
572 (M+1)
17 -COCH,COOCH,CH, | CH, | Tet | 1.18 (3H,t)
207 (Bk)
3.73 (3H,s)
Tet: 1H -pg»-5-3t 3 B
F 3
N
aerasd T )
N ~R2
Coor8
PP
5 A R? R* | R* |NMR (CDCl,) |FAB-MS(m/z)
0.96 (3I1,t)
/ \ 648 (M+1)
18 | —COCH,COOCI, CH, | Tet | 3.59 (2H,s)
154 (#k)
— 3. 69 (3H,s)
— 0.97 (3t,0)
\ 624 (M+1)
19 ""COCH; | CP]; Tet 3.75 (3H 98)
207 (%)
— 3. 78 (2H,s)




3 A R? R* R’ NMR (CDCl,) |FAB-MS(m/z)
0. 95 (3H,t)
‘ 3. 75 (3H,s) 566(M+1)
0 - CH Tet
z —&O‘O ! ¢ 6. 46-6. 48 119 (#%)
(IH.m)
« 0.96 (3H,t)
—C | ‘ . 3.77 3H,s) | S577(M+1)
21 CH; Tet
N/ 8. 58-8. 62 207 (%K)
(ll].m)
22 -COCH,CH, CH, Tet 1. 08 (3H,t) 207 G
3.75 (3H,s)
0. 96 (3H,t) 586 (M- 1>
23 "COCI’I:CII;COOCI’I; CIIJ Tet 3. 46 (311,5)
207 ()
3.72 (3H,s)
0. 85-1, 01
N \~ 3II+
—C0 | o~ GHam) o M+
24 P Cil, Tet 3. 80 (3I1,s) 207 (3
N 8. 66-8. 71
(1il,m)>
0. 96 (3H,t) 542 (M+1)
25 -COCH(CH,), CH, Tet 1. 08 (3H,d)
207 ()
1. 11 (3H,d)
0.96 (3H,t) 550 (M+1)
26 -SO,CH, CH, Tet 3.00 (3H,s)
154 (%)
3- 77 (BHQS)
0. 94 (3H,t)
4 (M+1)
27 -COOCIH,CH, CH, Tet 1. 23 (3H,t) 544 (
207 (8k)
3. 69 (3I1,s)
0.96 (3H,t)
560 (M+1)
28 'COCH;SCH; C}ia Tet 2.11 (3Hr$) 154 (ﬁ)
3. 75 (3“;3)
0.84-0.96 590 (M+1)
29 | -COCH,COOCH,CH, |CH.CH,{COOCH, (3H,m)
3.57 (2H,s) 225 (30

24




Ly R R? R* R? NMR (CDCl,) FAB-MS(m/z)
0. 95 (3H,t)
1. 18 (3H,t)
30 -COCH,COOCH,CI, CH, Tet 3. 50 (2H,s)
5.28 (2H,ABg)
5. 4. {1H,s)
0.94 (3H,t)

3- 67 SHQ )
31 -COCH,CN CH, | Tet O9) 1 sse M+
3.75 (3Hr8)

5.29 (2H,s)
Tet: 1H-9 s -5- 3k 3L B
ok 16 17 32

W sk 3 45 E| 540 C0.50 g)fn FEE (10 ml) RS 4P
WAKHE (.20 ), BREWEZREH 2N, BAWBEXE
BA, MAREWIARET . KRREY, TRIBEZR. FERY
WA GEA A/ BT/ F8=10:10: 1)
i, % 2-IE T 24-5-7 8t ¢ 8k #-3-[2'-(1H-9 #-5-3) B K-4-
P H-4,5,6,7-19 Aokt 3[4, 5-c )b -4- SR B FESC0. 29 g),

FAB -MS (m/z); 556 (M+1), 207 (%)

NMR (CDCl;) 8: 0.96 (3H, t), 2.22 (3H, s), 3.74 (3H, s)

56 33

] SE M 16 4% B 894k A 4 €0. 131g) v B B 2ml) 693K A 4 o
#w A\ 0.5M NaHCO; A#E & €0.53ml) , it 5 945, BRAMBEX
FHEMN, REWAEE T RME(H & 4; HP-20, H X Mit-
subishi Kasei Corporation §i&) At ¢ # = fh #H A K F L&, 8 2-
E A H-5-T 8 #&-3-[2/-(QH- w9 -5-36) BX K-4-% ¥ #t-4,5,6,7-
Pq 2ok 3 [4,5-cJub o -4- 5 T F Bi 44 3k 0. 089 g), AW K,

m.p. > 196 C

NMR (DMSO -dg) 8: 0.83-0.92 (3H,m), 1.92 F 2. 12(3H,
s), 3.27 #1 3. 32 (3H,s)

S0 Bl 34—37.

F 5 MG 3348 by kLR L ] 4 .20.21 Fu 24 43 B Y
25

586 (M~+1)
207 (%)




o/ %urﬂ?ﬁ4mmAw
{ 4

r2

coocn3
O Tet

(Tet: 1H- g -5- 3k Ak HD
5 % 41 R? NMR (D;0)

2 | }‘ 0. 73 (SI{ )t)
—CO ) 3.10-3. 90 (4H,b)
AN
N | = 0. 82 (3H,t)
—C 7 3.25 9 3.56 (3H,s)
=
. —C l 0. 69-0. 81 (3H,m)
v 3. 23 f1 3,62 (3H,s)

0.71-0. 80 (3H,m)
3.21 #v 3. 47 (3H,s)

37 -COCH;,-

5L 5] 38—46
5 5245 8 AW ] ey ik 4L ¥E Lk Bl 13,16,20—25 Fu 27 4% E
a4y, BEUULTHFH#S ka4,

26



~ g2
e 2Na 2k
32 5, R! R? R* IR Gk #,; cm™)
38 -(CIH,),CH, -COCH, Tet 1610

-
39 | -(CHpLCII, 3 CO%J Tet 1620
S

40 | -(CH)CHL “COQ Tet 1620
N
41| -(CHYCIIL, -COCH,CI, Tet 1620
42° | -(CHp.CH, | -COCH,CH,COOH | Tet 1620-1560
—Co—7 S
43 | -(CH,),CH; -(N) Tet 1620
44 | -(CH)CH, | -COCH(CHy, Tet 1620
45 | -(CH,),CH;) | -COOCH.CH, Tet 1680, 1610
46 | -(CH.Cll -COCH; COOIH 1630-1560

* LHH 42 S A R =Mk
Tet: 1H-gwk-5- 3k 3
(1) ¥ 2-1E T 2-5-T 4 2 ¥ 3 T Be 2-3-(2'-(1H- 1y % -5-35)
B AE-4-3E P 3-4,5,6,7- 0 kg R[4, 5c TR -4- R B W BT (2. 0
27



g)y S L. 69 @B (20 mD A4y P A N Z K W A A (L.
43g), BAMEZT BRI 020%., AARKAER, T, FREZX
R.ITBHRG WA LA G BECEN; ZRTE/ EDLKR 4. 7%
2-E T H-5-ZHERATHE-3-[2-(1-Z K ¥ &-1H-w 2-5-4)
BRAK-4-A]F 3-4,6,6,7- 10 S sk 4 3[4, 5-c ]l -4- 38 B W B (L.
29 g)s HErR.

m.p. 124—126 C (2 #)

(2) B HPLC (¥ % 4 ; Chiralcel OD, H & Daicel Chemical
Zndustries, Ltd. #|i&) &% GER; L2/ LEB=7: DL ¥
AEFUERWEULER S LR, G0 8 H(H)-FH & -)-

B4R,
(H)-F A
[aJp: -25.2° (C=0.5, 815,25 C)
(-1
[aJp: —22.8° (C=0.5, @44 ,25 C)

538 4 48
W (+)-2-ET #-5-ZREH K B HE-3-[2-(1-Z K F X-1H-
by m-5-2k) BER-4-A ) 3-4,5,6,7- 10 A ok 3 (4,5-c]krE-4- 5
BEEGS mg) WAk FUmMDEAM P EARAH T
90% FE@BmD, RAYWEEBTHIE 30204, BEXEZHEN. A
BRUMDRAEREGHE B, 45/ F8 4, F(+H)-2-1F
T-5-ZAAHA T RER-3-[2-QH-w wp-5-3) BX K -4-3L]F -
4,5,6,7-0 A k% 3 [4,5c )t ®-4- B B F B8 (270 mg), H A KR
# .
[elp: +70.4° (C=0.5, €17,20C)
xR B 49
(=) #& -2-ETHE-5-ZREBRE B E-3-[2-(Q1-Z K P %-
1H-mg g -5-38) B -4-3 ]9 3k-4,5,6,7-09 A ok 5F[4,5-c]vbng-
RPN LN BHEBINFEREHH((D-2-ET #-5-2
LEBETEER-3-[2-QH-w-5-3) B R-4-2H]FH-4,5,6,7-
pg A ek I 4, 5-c bR -4- IR R B, A Kk,

28



[alp: -70.8° (C=0.5, &1 ,25 C)
5L H B 50

-E W H-5-2-8 23 -3-[2-(1-ZF F-1H- W we-5-3) 86K
A-FE Pk L0l B THEARHAOmD 7, WEFWAKE
ZEIBRIEAS me), REMEZTENF IR FESOCHHA 30
A, HG, MBS AN TRE®R-FEEKG mD)RAF (10
mD,E#H 20 4. RAMMERLBREBHN, FFELYMETEG
(30 ml). BB A 40w N LR BF (290 mg) fu 7 A (20 mb) # # Na-
CHO;(1.2g), RAWAZFRBMIE LA, B4 AR BRI, A
SUER. KEFERK, TB, AL, MERE W NE L5 Q00mg)
FoZBEGESmD, RAOWEAS AR BRE, BREXER L BEY, F
WEE/ LRMEL GRS, % 2-EH&£-5-Z B &-3-[2'-(1H- 15 %~
5-3k) BXIK-4-HJF #-4,5,6,7-W Ak 3[4, 5-c ] R-4-B %
B 1/2 55 %3k (728 mg) .

m. p. 184—185C

FE . 80%

F k51

W 2-EH#-4-C-AZ&)-1-[2-(Q-Z K F H-1H- W np-5-2)
B -4-AE ] Aok (21,95 g) Fr W A k(200 mD By R A M P LS
CHAKEGE-_RBLELEG. 25 WAk (20m]) P HEK. B
AWESREATR, HiK 004, EXEBES WM 8%HCI
LEHKAQ00m), RERGHBERH 024, ABEEAL. HRTY
BFREHAMA NaHCO, R Kok, THRAWE %
Ko MZEBRBAIHPITEE5H 2-EH#-3-[2-(QH- g -5-45)
IR -4-3E )P H-4,5,6,7-19 Ak 3 [4,5-c JhR-4- R B E R
3 (10.84 g,

m.p. 140—142 C

NMR (DMSO -d¢) 8: 0.84 (3H, t), 4. 95 (1H, s) 5. 29 (2H,
brs)

i By 3k %

NMR (CDCly): 8. 1.00 ¢(3H, t), 3.98 (1H, s) 5.09 (2H,q)

29



347 52—59
Bl Gl 4 K5 B M ELTE LA 11 45 b dph
AR RSB A, BUTHKRE R T HEALED.

#* 6
NCOR
N \\\r/
COOCH 4
Tet

(Tet; 1H -pg #-5-3k 3 B

ey R R NMR FAB-MS (m/z)

2 I 1.01 (3H,t) 552 (M*-II)
3.71 3H,8) 95 (8k)

1.00-1.13 (SH) | 528(M*+H)

3.70 (3H,s) 149 (®)
F* 7
N
CH4 (CH,} 4/
3(CH; 2*<: | coR
N
COOC,Hg
Tet
‘ 3
~



(Tet: 1H- 1 #-5-3% 5 H)
At R NMR FAB -MS (m/z)
1.03 (3H,t
. ) 528 (M*T+H)
54 ~-CH;CI1, 5.29 (2H,s)
207 (%)
5.42 (1H,s)
1.04 (3H,1) 600 CM*-HID)
55 -(CII,),CO0C,H, 5.29 (211,ABq)
207 (35D
5,32 (ill,s)
1. 00(31I,t)
544 (M*-+ID) ()
56 -OClH1,CH, 4.95 (1H,s) 207 "
5.29 (2I1,s)
1. 01 (3H,t) 543 (M*-+H)
57 -N(CH,), 5.28 (2H,ABq) 72 (3%
4.77 (1H,s)
0. 99 (3H,t)
8 -CH,CN 1. 26 (3H,t) 539 (M*+H)
1. 84 (2H,dt) 207 (&)
5.95 (1H,s)
1. 00,1. 03 (3H,each t) 57 1M* +H)
59 -CH,NHCOCH, 1.32 (3H,t 207 (8K
1. 94, 1.97(3H,cach s)

£ 3 1) 60
AEERPZHEEHTERCERAFELE 2-FF #-3-
[2'-(1H-W e -5-4) BKR-4-# ]9 -4,5,6,7-19 A ok 4 3 (4,5-c]
W vE-4-35 B ZBE (1,00 g 43 2- 1 W A-5- 2 B L BE -3-(2'-(1H-
31



W k-5-3%) BR-4-2 1B H-4,5,6,7-10 Lok 3[4, 5-c ]l r-4- 5
BZEE.00g), ¥ a6EKRY.

NMR (CDCly) &; 1. 03 (3H,t), 2. 22 (3H,s), 3. 61 (2H,
ABq), 5.30 (2H, ABq), 5.36 (1H, s)

S gl 61

HERAH T H 2-EHE-5-Z T EEH-3-[2-(1H-pg s-5-5)
B R-4-3 ] 5-4,5,6,7- &k 5 [4,5-c b e-4- 3R 8 7,88 (200
mg), MgCl,(34 mg), e (58 pDF L (2 ml) R &M+ AKX
FEtRAU2 D KRE RS WA EREH LR, K5 FAWF GO mDMF
. A 10% HCl i Ak B, TH, ZAHMF~4 (266 mg),
KR4, L%~ (260 mg) 5 £ 7,8 (5.0 mD ¥t 10% HCI
(L.omDE®K 1 /0. RERASYF A Goml) #MF, AEAlk
#, THR REARRAEBEAECGWE GEH; A5/ LB %4, #
2-1F P #-5-K F e & 7 e &-3-(2'-(1H- 0 w-5-3) B EK-4-F]F
F-4,5,6,7-19 F vk 34,5 g-4-R B 8 (144 mg), K A 6,

FAB-MS (m/z): 618 (MH"), 207 (%)

NMR (CDCl;) &: 1. 04 (3H,t), 4. 00-4. 28 (5H,m>,5. 30
(2H, s), 5.40 (1H, s)

LWl 62

EZRTH2-ERE-4¢-CERTE)-1-[2-GRTREHI K
AR-4-FE T Aok (10. 0 g) A0 B 2ok v (100 ml) B3R &4 P A A K
SR LA(2. 90 @) E W E KW P hiE M. HREREWHAE
LB, FEE30 040, AR REWHETFRG Y, A 2% HCLG &,
#.f1 NaHCO,; ik fu i Ak kM. FTRAVEH X, HEH 5
EMALE- WM PELE R, B 2-EFE-3-[2-(RTREHKE K
F-4-FJHHK-4,5,6,7- WAk H[4,5-c I R-4-RROBE R

-~
BYR



(8.45 g).

m.p. 166—168 C

NMR (DMSO-d¢) 3. 0.87 (3H,t), 1.25 (9H, s), 5.10 (1H,
s), 5.40 (2H, s>

BT 62 FE NN QOEFTFRAER. Ah
NaHCO; A 3k A b 28 357 i, K] MgSO, T B 5F & K. WM &4
0.75g), AKX RWO. B3O AW R A0 ml) PEZE IR
ASBBL1-ZH-3-G-ZFAREFE) KT KO 48 ) RN EA
MBtdE 1 ANub, JFJF 109 ATA% B8 75 %, 4 fv NaHCO, 35 i Ao 3k A
ek, THRANENFAZL. WA RECEE B A/ T
B ) ik, 43 2-FEWA-3-[2-ClR TR H ) KAKR4-F]FH
5- LA AL Tk E-4- 2 B 7,85 0. 70 ),

FAB-MS (m/z): 618 (MH"'), 211 (&)

NMR (CDCl;) 8 1. 12 (3H,t), 1. 28 (9H, s), 3.57 (2H, s),
5.37 (2H, ABg)

161 64

7 E R T L 62 7% 5 #1646 4 (1. 00 g)», NaHCO, (1. 41
g), A (20 ml) Fr K10 ml) ByRA PN LR EF (516 mg). &
AYBMPBELE. 2 TEANE, AiiAk#E, TH, £, AdRkiEL
WiE GER: 45/ FiE = 20 + 1D} R 2-E 75 4k-5- 7 Bp 2-3-(2'-
(BRTAaEHKI) BFE-4-]F #-4,5,6,7-09 F ok & H[4,5-c ]t
-4- B T HC0. 90 g 4 | A KR AT,

FAB-MS (m/z): 546 (MH*), 211 (%)

NMR (CDCl,) &: 0.94 (3H,t), 1.28 (9H, s), 5.37 (2H,
ABq), 6.02 (1H, s)

523 B 65



B 5 L 64 M B W %, BRI B0, 23 g) R4 L IR AT
A TE S AR 62 AR A4 (1.0 g) . 1% 2-1F W 3E-5-T0 gL AE-3-[2'-
GRTABEHN) BR-4-FIF 3-4,5,6,7- 0 Ak 4,5-c)®
A-B B TE .82 g), hHAEHK,

FAB-MS (m/z): 560 (MH"*), 211 (%)

NMR (CDCl,) 8: 0. 94 (3H,t), 1.12 (3H, t), 1.18 (3H, t),
1.29 (9H, s)

L Bl 66

ALl 64 MBI T, REALATFRLEO.27ORHE L
BB LG 62 TR HMLAMA.00g), FE 2-ERHE-5-Z4A
RBE-3-[2-GRTARERE) BAR-4-K]FH-4,5,6,7-HH k%
H4,5-c]re-4- BB L0 0.82 ), Y BHKXRY,

FAB-MS (m/z): 576 (MH'), 211 (&)

NMR (CDCI;) 3. 0.95, 0.96 (3H,t), 1.12-1. 31 (15H, m),
5. 22-5. 60 (3H, m)

ki Bl 67

¥ 2-EH 2-3-[2-GiR T R RRK-4-A JF 3-5-Z F 3k
B BEHK-4,5,6,7-1 A vk ek I [4,5-c]nkw-4-3R % B (657
mg)y ZRZE GmD IZELFXA0mD) WRAWEZE RHEHT
. Afaf NaHCO; A Aush K iR R N BAW, THB, XK H”
RS EE GEAl A4/ F8) S, #5 2-EH#F-3-(2'-
BHKK-4-2) PRS-ZAEKETHBHE-4,5,6,7-09 E ko 5F
[4,5-c]ubne-4-3R B 7B (516 mg).

FAB-MS (m/z): 562 (MH*), 211 (%)

NMR (CDCl;) 3; 0.76 (3H,t), 3. 35 (2H, s), 5. 34 (2H,
ABg)

.
3

S 364 68—70

34



F5 360 67 4915 4y sE AL TR L] 64 3 66 7 B By 1L B 4h
BT R T8 ythaidl.
F 3
N
CH,CHACH /
N

COOC,He

[Ilii} COOH

52 76 51 R NMR (CDCl;)8 DI-EI-MS (m/z)
0.79 (3H,t)
489 (M)
68 -CH, 2.18 (3H,s)
416 (&)
5. 93 (1H QS)
0.81 (3H,t)
503 (M™)
1.15 (3H,t)
69 -C.H;
1.18 (3H, t) 430 (Bb)
5- 91 (1H’ S)
0.68, 0.75 (3H,t) 519 (M)
70 “OCzH{, 1. 13‘1- 51 (SPIym)
5.15-5.54 (3H, m) 446 (B)




¥ 2-73-4-2- 81 7 -1-[2'-QQ-= # & - 1H- 0w -5- 38 ) BE
F-4- P ok % (7. 48 g)iFEF WA ok F (60 mD o, 1 £ b Jw A\ K
AZRTRTEW. 6. RARAWEEZREHILE, LFE K L
INBE . REBEM, R ARG E G A4/ FED 44t
5 2-7#-3-[2-(Q-Z &K F 3-1H-pw e -5-38) 0t K-4-F ¥ %-4,5,
6,7-14 & ok % F[4,5-¢ 1o R-4- K R LB (5. 54 g), AW KR
£ Rl VR L

m.p. 142—146 C

NMR (DMSO-d,) &: 4.93 (1H,s), 5.23 (2H, s)

5w 72

2-7,3-3-[2-(1-Z X W F-1H-pg wi-5-5t) B FK-4-F ] -4,
5,6,7-W Aok 3F[4,5c)M -4 B HRTBEAQ. %), HIBKEL
BiC0.74 g)y R 1-(3-Z W AW H)-3-Z 25 = T ik (0. 80 g),
Z Q.40 g7 A (20 mb) o AR E R B . A
B R4, B Na,SO, T, RIEAK. W45 F 28 (30 mD),
WMANTEEEC.00g), FEHRE L3 b, KEFHH, Hi
NaHCO; B AL T4, RERBRGEW, THRAIEFEE A
BEEAGEEL GEAl. A/ ¥8) %t, % 2-2%-3-[2-(QH-T
Wp-5-3E) BRK-4-F ] A-5- LA A LR E-4,5,6,7- Y Ak
FH4,5-c]ubm-4- 3R 88 785 (1. 07 @), il ikdk4h .

NMR (CDCI;) 8: 5.29 (2H,s), 5. 48 (1H, s), 6. 92 (2H, 4,
7.10 2H, d)

B 73

2-7 #-3-[2'-(1-Z % F H-1H-p -5-48) BEF-4- R ]F -4,
5,6,7-W H ok kI [4,5-c]ukme-4-j8 Tk . H7 (1.51 g), ZBKAF (0. 44
g), NaHCO;(1. 09 g), A7 18 ml) W A (18 mD) #yl A4y = il

-
20



SR, ARG ERKE, F¥E#H WA E A ATHRAE XA
mAKE, TH, KB, R THWA 6 OMAETLRA.28) 1L
B QomD, REWEHIK 4 Aot, REARK. %YWA #F NaHCO,
ABERAAE, BERRFTER, TEANEN AKX AR C
GEF: Bt/ FEg) dif, 45 2-2 %-5- 8 #-3-[2'-(1H- 19 = -5-
) BKAE-4-F]FH-4,5,6,7-WHKSIHF[4,5-c R4 KRR LE
0.76 g)» HEBHEERW.

FAB-MS (m/z): 500 (M+1 &) , 207

NMR (CDCIly) 8, 1.30 (3H,t), 2.16 (3H, s), 5.30 (2H, s),

5.45 (1H, 8)
L 74
o 2- 7 %-4-Q-FH L E)-1-[2-GRTRAHKE) KX 4-£]F
ok G 30 DEWE A% HUOmD) FHEAPWAKEZELHR
LER.67Tg) ENRAWEEREHIR, AFHEFIH. X £
BR, REGMAERAEGEE GBA. 65/ F8) 41, 5 2-7%
S3-[2 - Tk A) IKFK-4-2F )7 3-4,5,6,7- 10 A vk [4,5-c]
h-4- R R ZEC5. 90 g), Y EELHERY.
FAB-MS (m/z): 490 (M+1), 211 (&) ,
NMR (CDCl,) 8, 1. 22 (3H,t), 1. 28 (9H, s), 1.31 (3H, t),
4. 36 (1H, s)
55 ¥ 4] 75
2-L-3-[2 - T A AP AE) K HK-4-2 1P H-4,5,6,7-09 &%
wh 3 (4,5-c otk me-4- 3R Bk 2.8 (2. 26 g), ZHEBF (0.94 g), NaHCO,
(2.23g) A% A8 mDAfn kK18 ml) W B A MEZBFEHTH. 2
BHIE, hARE, T, k. WA RELEE (BH.
15/ F8) i, B 2-T%-5- T8 #E-3--3-[2-ORTHREHRD
BRAK-4- 3] F ¥%-4,5,6,7-09 Aok [4,5-c ]k -4-3 8 7 B (2.

- -

2/



10g), H e eBEkRp.
FAB-MS (m/z): 532 (M+1), 211 (&) ,
NMR (CDCly) 8: 1.13 (3H,t), 1. 28 (9H, s), 2.22 (3H, t),
6. 05 (1H, s)
LHHl 76
¥ 2-T&-3-[2-(R T/ ERE) KAR-4-HK])¥H-4,5,6,7-1
Bk 3 [4,5-c]ibR-4-RK B (1. 72 g), W= HR 3 Z B4 (0. 94
g, HB1I-G-ZFHREXNX)I-ZEHE _THA.028), =1
(L78AEZRAFRQOMD PHBEREZ R TR E. Ak KM
BEM, Il NaSO, TRAFAR. AW WAERAEG #ZE (BA.
R/ B dit, B 2-CE-3-[2-(RTAXHR BX4-H]W
E5-ZRERETBER-4,5,6,7-10 Z vk H[4,5-c]vbrg-4-% B
LE(1.57 )y AhiRim.
NMR (CDCl,) 8. 1.12 (3H,t), 1.28 (9H, s), 5. 35 (2H, q),
6. 00 (1H, s)
] 77
MR Q05 )EZEFRQOmD) PHARXFTIAZE
LBROEmD REBAMWEZRTHALIR, REAL . RANAET
.17 3 F 44 f0 NaHCO, i %%, H Na, SO, TRHAIE, BE R
WREETY, AEmiEe#E GER, Ri5/ P8 s, 55 2-
LE-3-(Q-BRERKE-4-X) PR-S-ZRAEHKABEHE-4,5,6,7-W
ok I L4,5-c b R-4-RMTE (.17 ), HEBA KR,
NMR (CDCl;) 8: 0.98 (3H,t), 1.16 (3H, s), 1.27 (3H, 1),
5.33 (2H, q) , 6. 00 (1H, s)
LM 78
REZEG 67 B S ERE LG 75 5 2 94440 (2. 05
g) 18 2-T&-5-Z Bt Ak-3-(2'- R E K K-4- %) FH-4,5,6,7-WH
38



sk ot 3 [4,5-c]bR-4- KM ZB(1.53 ), YAEAKRKY.
FAB-MS (m/z): 476 (MH+1), 211 (%)
NMR (CDCI;) 8, 1.00 (3H,t), 2.20 (3H, s), 6. 00 (1H, s),
6. 95 (2H, d)
LM 79
% 2-ERE-3-[2-GRTHEHE) KR-4-F]F %£-4,5,6,7-
pg 2 vk FF4,5-c ke -4- 3 B 7.8 (0. 20 g), K,CO,(0. 082 g),
HAAO057) WAk CmDHBEAWAZBERELIR. BB
EHMNET, REREGN, TRIAR. REWAERAECHEE
GERl. Rf5/ TR b, 1 2-F 7 #-5- % %-3-[2-( TR &
B BE-4-RIFH4,5,6,7-WHA k% H[4,5c]hRA4-BBRT
Bs(0.128 g)
FAB-MS (m/z): 544 (M+1), 211 (%)
NMR (CDCly) 8 0.96 (3H,t), 1.19 (3H, t), 1.30 (9H, s),
4.25 (1H, )
5% 46 1] 80
B 2-E A &-3-[2-CR T H A B A) BRRK-4-F ]9 £-4,5,6,7-
Py ok o 3 [4,5-c]ot R -4- R B 7. B8 0. 65 g), K, CO,(0.533 g)Fv
CFRAFBREGEmDARS WA FERO.332). BREWEZE
Bl A, RERMIRIEHRTE. KEFX, TR, HER. R W
WRERAE G #E GER. £15/ F8) 44, 8 2-FEFX-5-F %-
3-[2-C THRAEHA) MK-4-F P H-4,5,6,7-19 A vk4 (4,5
clbr-4- 38 B 788 (0. 49 g).
FAB-MS (m/z): 594 (M+1), 91 (&)
NMR (CDCl,) 8, 0.96 (3H,t), 1.16 (3H, t), 1. 28 (9H, s),
4.22 (1H, s)
5% 6 ] 81
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AEERF 7 RN ELBEERG 7972 HLEY, & 2-
ERES-HHE-3-Q-BEBRFK-¢-H) FH£-4,5,6,7-WE%%
[4,5-c]bre-4- KB 7% .

FAB-MS (m/z). 488 (M+1), 43 (&)

NMR (CDCl;) &, 0.74 (3H,t), 1.18 (3H, t), 4. 34 (1H, s)

5 36 7] 82

F 5 sLifl 67 A0 Rl 8y & 4L B LW ) 80 B E| &4, # 2-
EHE-5-FE-3-(2-REKK-4-H) FA-4,5,6,7-1W Ak H
[4,5-c]Hhme-4- KR 8.

FAB-MS (m/z): 538 (M+1), 91 (&)

NMR (CDCl,) &: 0. 77 (3H,t), 1.09 (3H, t), 3. 63 (1H, d),
3.76 (1H, d), 4.18 (1H, s)

55 36 4] 83

-ERXE-4-C-RTH)-1-[2-U-Z X F H-1H-w o -5-4) B
R-4- )P HEKkW(6.92g), KEZRB LK TEEQ. 30 @) A%
MC7Omb) RO TR A KL RS, R F A
Bl GEM . B4/78) i, ) - ERE-3-[2-(1-Z K F &-
1H- e -5-4) B K-4-3 1% $-4,5,6,7-70 £ vk 5[ 4,5-c ] -
-3 T (5.32 ), AMskiRip.

FAB-MS (m/z); 714 (M+1), 243 (3£)

NMR (CDCly) 8; 0.90 (3H,t), 1. 21 (3H, t), 1. 92 (brs), 4.
17 (1H, s), 5.10 (2H, ABq)

33 ) 84

-FERHE-3-[2-Q-ZFFX-1H-mwrk-5-F) BEE-4-H]F #-
4,5,6,7-19 & % & 3 [4,5-c ]k -4- 3 % 2 8 (2. 00 g), K,CO, (1.
16g), ZAERO. 61 I —WEFEME JOmDHWBEEHEZBH
AR REWA IR ERM, KEAR, THRIAEZL. RTWA
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BEOEAE GO G R/ T e sEqL, f 5-7 2-2-F I A-3-
[2/-C1-Z R W AE-1H-py g -5-30) B K-4-2 )P #-4,5,6,7-19 A %
R4, e MR -4- R R LB L 12 )y HaER KR,

FAB-MS (m/z);: 742 (M-1), 243 (%)

NMR (CDCl;) 8; 0. 88 (3H,t)>, 0.97 (3H, ), 1.15 (3H, t),
4.15 (1H, s)

Kb 85

2- E A #&-3-[2-(1-Z K FA-1H- 9w -5-3) BKK-4-F)F -
4,5,6,7- 1 Aok 4 5F(4,5-c ] e-4- 3 B 7B (2. 00 g), K,CO,(1.
16 @), ¥R 72 Z FRFEALAOmD MRS WEKRARH T
W2 M, BAWALRIEES, KEBER, THIIFAK. RY
WRRKAGEE GEM. Edk/ LH®IE) 44, 5-5-F #-2-
FRHHE-3-[2-(1-ZKPA-1H-Wwk-5-3) KK-4-F]F H-4,5,6,
7-10 Ak 3 [4,5-c JubE-4-K Tk LB (1. 50g), W BB KKW.

FAB-MS (m/z): 804 (M-+1), 243 (&)

NMR (CDCIy) 8. 0.87 (3I1,t), 1.13 (3H, t), 3. 64 (1H, d),
3.77 (1H, d), 4. 13 (1H, s)

L 17]_86

5- 7 #-2-F W %-3-[2'-(1-Z K ¥ F-1H-19 %-5-38) B K-4-
AW H-4,5,6,7-WE kI [4,5-c ] R-4- K KRB 10g), &
L (l.2g)fZB QomDWREGWERL Mit, ZXREY, &
W 4 5% T 45 » A A NallCO, fn ik A Sk R B A4, T B %44
G WA RAE W E (B R4/ F8) 44, B 5-L#-2-F
B A-3-[2-(1H- m-5-3) B K-4-3 P ¥-4,5,6,7-19 Sk 3
[4,5-c]ubme-4- 30 66 Z Wi €0.65 g)y H B EA KR,

FAB-MS (n/z); 500 (M+1), 43 (8%)

NMR (CDCly) 8. 0.88 (3H,t), 0.99 (3H, t), 1.05 (3H, t),
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4.05 (1H, s)
SE M Bl 87

5Lt 86 B M kB LN 8 rEmiatn, &5
5-F ¥-2-FE H #-3-[2'-(1H-m v -5-%) B K-4-# ¥ #-4,5,6,7-
g A ok IF[4,5-c]lre-4- KR 8.

FAB-MS (m/z): 562 (M+1), 91 (%)

NMR (CDCl,) 8. 0.89 (3H,t), 1. 03 (3H, t), 3.54 (1H, d),
3.68 (1H, d), 4.02 (1H, s)

3617 88—102

Bl b5 il 8 406 oh k47 L HH 52 ) 56.59.68 F| 70,
73.78.81.82.86 #1 87 frfgthibody, BEIUTH Fx9 B 1278
&4,

* 9
|

N
NCOR
N

COOH e 2Na 3

Tet

©

(Tet: 1H- g s-5-4 K H)
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3 5% R NMR (D,0)s FAB-MS (m/z)

A 0.87 3, 1) 582 (M+1)
88 b
\o/ 6.23 (2H, dd) 155 (%)
0.89 (311, O
558 (M~+1)
89 _CI(CH,), 0. 44, 0.96, 1.04, 1. 14
| 154 (%)
566 (M+Na)

0.70-1.19 (611, m)
90 -CH,CH, 544 (M+1)
5.14-5.78 (31, m)

154 (8)

632 (M-+Na)
0.76-0. 92 (6l1, m)

5.18-5.78 (3H, m)
154 (8

582 (M+Na)
0.82 (3I1, ©)

92 -OCICII, 560 (M+1)
154 (%)

0.81, 0.93, (311, each t) 609 (M-Na)

93 -CILNIICOCH, 14.06, 4.56 (111, each dd) 587 (M+1)
4. 45, 5.68 (1H, each s ) 154 (%)
F 10
N

CH4(CH5) 5 / ‘

T

COOH e 2Na 3

O COOH

COR




g AL R m. p NMR (D,0) 8| FAB-MS (m/z)
5. 88, 0. 95
528 (M+Na)
(3f1, each t3
94 -CH, >300 C 506 (M+1)
.72, 2.21
177 (&)
(3H, each s)
0.72, 0. 87
(3H, each t) 542 (M+Na)
95 -CH,CH; | >300 C
0.97, 1. 10 520 (M+1)
(3H, each t)
582 (M+Na)
0. 86, (311, t)
96 -OCH,CH, | >280 C 560 (M+1)
1.27 (3H, t)
177 (&)
3 11
N
CHyCH,<” |
NCOCH4
N
COOH . 2Na ik




Jooy = 2] R? NMR (D,0) & FAB-MS (m/z)
[ 06-1. 16 (3H, m) 538 (M+Na)
95 Tet .71, 2.04 (3H, each s) 516 (M4+1)
.50, 6,01 (111, each 8) 177 (8%)
1.15 6 (3H, 1) 514 (M-+Na)
68 | COOH | 1.75, 2.03 (3H, each s) | 492 (M~+1)
i .97, 6. 31 ¢€1H, eaeh s) 177 (&)
Tet, 1H-1gwk-5-3 3 H
% 12
N
33(‘3“2)2</ I 2
N-R
N
COOH e 2Na ik
RO
3 % # R? R? NMR (D,0) FAB-MS (m/z)
5.82 GH, O 538 (M+Na)
99 -CII,CII, Tet 0. 99 (311,1) 516 (M+1)
4. 01 (1H 77
U
100 -crt,-@ Tet 3.84 (1H,s) 578 (M+1)
4,94 (1, d) 177 (3k)
0,90 (3t 556 rm%ﬁ"“n
10t | -CH,CH=CIH, | -coOl | 3.99 (1H,s) 504 (M+1)
7.05 (2H, d) 177 ()
0.93 (3], O ; (M+1)
54
102 -cu~< > COOIT ' a2.52 (1IT.d) ~
! i 177 (8k)
a1l d

Tet, TH-m i -5-4 3t H
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£HEFL 103
B] 2-1E P #t-5- LBk 2-3-[2°- (IH- 1 o 5-30 5 BER-4-2 7 7 H-
4,5,6,7-09 S ok gt SR (4, 6ol 478 8 788 (50. 0 g) 1 ¥ B (500
mDPRBEREAAF THA4NNaOH K BRGOmD ,BES4E
FRPEHLR, REAL. RTUWALBEL G, B 2-EFH-5-7
BLA-3-(2-(1H-p9 4 -5-%) BKK-4-% [ ¥ X-4,5,6.7-10 & ok e 5f
(4,5-c]rhre-4-3 B 3 (44.3 @),
m. p. =>300 C
FAB-MS (n/z); 552 (M+Na), 530 (M+1) , 177 (B>
NMR (D;O) & 0. 81-0. 93 (3H, m), 1. 67, 2.02 (3H, &/
s), 4.53, 5.44 (1H, &1 s)
4 LM 1
5 Sifl 5 AnE w7 4 T8 4,5,6,7-10 & k4 3 [4,5-c )0k
W-4-REEFEE, 5 5- 2R BEH-4,5,6,7- WAk H[4,5-c]n
-4-REF B, YRESRFRKD,
NMR (CDCly) 8. 3.68 (3H, s), 6.07 (1H, s)
£4 LW 2
(D) I-MTRERMSE-[2-(RTREREEE) T &Ik
(78. 1 @)% F LI (500 mD W, st p i NFEE AT I (22. 2
g). REMEZ BB, FIAN 10%Na,COKBER T, A LKL
BE B, AR B, THRAFAW, B5-[2-(RTAREREERL &
A T-1-1P S P AL vk (54,4 g)y Kbk 4.
NMR (CDCl;) &; 1.43 (9H, s), 3,27 (3H, s), 5. 20 (2H, s)
(2) LR A455g) BFEAKRHA.54), BEWAHE
-40 C, Mt A b 16 M ET AW/ T CUREMAS0 mD, #4
POt 30 o 4b ., BRSNS T ABBEAQSOmD, BIWANET
FEAITmD, £-30 CrEbmEmE THBGL520) . RS
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etk L0, AT AREREERL. MREMBEWWANTRT
B, WEANE. sk, Frilk BN, iEdREY WA ERKAE
ik GERL, B4/ Lk ig/ W8 =32 + 8+ DA, & 5-[2-
(MTAXBEREY) A2 FTHEI-TREPERY (44.8g),
A 4K .

NMR (CDCly» 8: 6. 94 (3H, t). 1. 44 (SH, s), 3. 27 (3H,
s>, 5.09 (2H . s)

(3 H L& 80.7g), AFVRLE (B4.5 g VP AHF Q.3
) HRAWE K 2.5 Mo, A EERN. wREHMA TGO
ml) 1 10% NaOH AGE K (200 ml), F-& M EKAH TH# 20 2
b ZEBA, MATHANREA ARGTE TR AEL. Tk
RYWMARABMEL R, B 4-[-(HRTREREAL T4 ]-2-L
T ek (50.3 g),

m.p. 118—120 C

(O AELkf 1Rk e, #3 4-[2-(K
TRERELAN Z4]-2-FTHA1-[2-Q-Z K F &-1H- 1Y %-5-
) BRR-4-F 15 kg,

NMR (CDCly) 8: 0.89 (3H, t), 1.43 (9H, s), 4.85 (2H, s)

(5) L &4 C15.2g), 10 % HCI (40 m)Fu 7 88 (60 ml) &y
BAWEK LA KN ERE, BREWA =T, K AZIFRE
REET, TERARBS TERESAW, FANEK2-ET -
4- (-8 T H)-1-[2'-QAH-pw e -5- 3k ) M 3K-4-3 T Sk wk (9.7 @),
H R,

FAB-MS (m/z): 402 (M+H) (&)

NMR (DMSO-d;) 8: 0.84 (3H,t), 1.43 (9H, s), 5.40 (2H,
s)

&4 LB 3
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(D2-FR-4-LFHk Q61 OWAHTHBEA W 5m)P,
RAEWESOCHH 2 t, ELEHN HATWHEF - FEIBRMK
20mD) ¥, FHESWFWE ALY 5. 47g) E-F L FEB K
(Q20mDP HFEAP . BEEWEERTHRBERIE, ZEEH . HITH
BRI RIE, kB EY, THRHEL, RUMAHEEE
Wik (AR . 288 4, B 2-FH&-4- 53 W ok (3.08
g)y Ak,

NMR (CDCl,) &: 0.95 (3H,t), 3.67 (2H, d)

D) ¥ EREWG.BOBEFZHEGOmD &, HFWA
10% HCl (10mD . BRAWHAALHMERNAEALA ., KM ERK
By dRBREFRAAH, MEXREK, FHMHK 2-F &L 48 83
g2).

(3) Lif &40 (4.83 g), P X - FREBF(3.04 g), R4 (6.
10g)f LB GOmD BRESWE R 19 M. BEXZLZEESW, ¥
iRz @A, A NaHCO, wf0 B &%, ARG ER, TRE
Wk, XK, FiBRWAmEaEe¥dx: Ginl, A4/ PEE=20
DB, B -EHE4- QKX FHTEEE L) s,

m.p. 137—139 C

NMR (CDCl;)8: 0. 90 (3H, t), 3.95 (2H, t), 7.6, 7,86
(4H, m)

54 sk 4

BA 32 M 1) fw B AY Y OF 3k 40 2 A A S LT P A ik S 4l 1 2-
ERE-A-QCHR_FHREFELHE)-1-2-Q-Z K F H£-1H-1H %-
5-F O BRAR-4- T ok nk H KR Y

NMR(CDCL;)8,0. 86 (3. 1) 4. 82(211,s).

BAELHE S
W5 ELZREE 4 B AN 11 g F 7,8 (100 mD 5385 %
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w100 KEMCmD REBAEZRTHHES M. REEHE
E,MKM%A%NAﬂﬁs%&@%%:Fﬁ%%ﬁvﬁﬁ}i
4R 7 H)-1-[2-(-Z % P R-1H- sk -5-4) BEE-4-%]
Ak (3. 68 g)y AR |
ZH LR 6
RELKE 1ME N FELE 4--(KTAXFEELS T
H2-ETHWGB.0g) d-RFRX-FHE-2-% % F 8 (3. 75
g HE 2-ETHEA4-C-HRTHEERXAX LI 1-[2-FAAEHK
K -4-F )P ok (2.65g), YR,
"EI-MS (m/2): 491 (M*), 225 (&)
NMR (CDCIy) 8: 0.91 (3H, t); 3. 66 (3H, s), 5.02 (2H, s)
B H Kl 7
& LA 6 Bt 44, 10% HCl (40 ml) #o ¥ B (60
mD) REWEKL AR . KREZEERE, BAWEAZTH, HEKE
HREREET, FBRANBE TPEARAEBHER2ET
(R H) 1P AR MK - PRk,
HELHH 8
T M (5.0 g) fr K,CO,(11. 4 g)ﬂc@& Z, ik (100

h—%t%% Eﬁ#Tﬁ%A%¢ﬁWL
% (10.0 g) 7 Z.JiF (200 ml) & thy ¥ 5% ,

RETEY, RERN.TEAY

T B, KW, AT ATER,

GE - FRAE-4-QR-PE_WET X
9.9g).

AU 7T ORFFLRLE/ K¥, @i
g), BE 2-FHA4- Q44X _FPEHEIERLT
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B oekob (0,24 @), WZ (9,24 @ Fr 4- (2 -RAEF ) F 2.
3g) AW A K50 mDA Z FXF R (L0 mD) PHERY E
50°CH v AR T A& 49 (3. 84 g) 7 09 S vkl 7 BB . 4R A 4%
HE20C, St 24, ANHCI AFKLELEN, ALBLEXE
BRAM, KEZLBZEE, A NaSO, T8, 2B E L €k
M5.3g) W EFHBTLEY, MAFWAER, ALEES &
Fhp, B -ERE4 QPR _FRRIEKRETE)-1-(2-FEKXK-
4-3) PR TRE0N 40

m.p. 162—166 C

NMR (DMSO-d;) &: 0.82 (3H, t), 2.60—3.10 (4H, m), 5.
34 (2H, s)

(3)2-FEF H-4-(2-48 %K = F 8L T B 2 7 3)-1-(2' - 2 BX % -4-
#) FRE%SO.5g) MEZTHERMNE .70 @) KR A WA 110
Chthiii. IR MRS HMm8YWHCI ZBHERGmD, EEETH
HER30W, REAR. BATHE T AGImD, /i T8 %% F
W o JH NaHCO, WA Z, 0 845 K. TRAGHEL, X140, W
RE WGBTS mgWwAZ RKER P H0.38¢), = Z (0. 20 ml) v
2 G.Om), HRAAZEREY 2 ot, RER B KL EAHE R
Fush A %%, B Na,SO, TR, A K. risk W v N H 8 (0. 10 g),
BB ILHES G, BH2-FAHA4-CHE_FHRIBXZ
E)-1-[2-Q-ZF P - 1H-pw g -5- ) BER-4-F)F Ek EH
(0.70 gD,
m.p. 112°C (B #)

S AL 9

0 1-C2 A3 T Aok (260 g) 72 19 A kvt (5 9F) b A
PHE-45 CTHMALSM WETHELAIKAQA) PHEK. 30
AE, ENBRE TR RESMAMETHB2Me) . KEREY
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EEREBHAEARKRBXRL. WAW MR Q A H 10% HCL %
WAZBER. KFERF 109 NaOH BRI, REFRHER . ik
BB, THEYERL., oM~ RQudg), Z0KA70g) AFHQ
D R A H T S 7 F A F0R B8R (200 g) £ £ 17 (200 mD # i
FA, BAWAE SR, AR, TR, AR, XIS
LA, 5 2-TE T £-1- 2 F 6 @5 B A ok (249, 42,

b.p. 124°C(ImmHg)

#AEHH 10

AE£ALHEF RN FEEE 1-(Z AR Fhokdi
ERAEE, 8 2-EFHH-1-ZPREH G,

b.p. 141 —143 CT(3 mmHg)

s A LW 11

EOCTHBEHM2-Z k8000 g) MZLKEA5g) HER
5 (800 ml) o Wy 3 A iw N = W 55 €5 Bk A (163 g) #& A A7 (200mb)
PHER, RAMAEEZREHFLIR. WRNBAEH WAL ), A
FEHRANEN KRG, $ATHAETFLHIEQ ) A%k, AF
i Na,SO, TH#KE. A EHH 1I-Z PRAEAHEER-2-T Fok
(182 g)» A & B H 4K,

b.p. 139 —142 C(5 mmHg)

NMR (CDCl,) & 1. 37 (3H, t), 2.89 (6H, s), 6.94 (1H,
d), 7.23 QH, d)

F AL HH 12
E-18 CHLEREFGIODADPA K HAFA) FHEBP A
LEMWETHAEACKASS mD P HFEME-78 CHHAEFH L A
Bf, WP N 1-AR T 446 5k A B A e (52 g) 7E 19 2k v (300 mD)
PHER, BTN REZRAAH(47g)  £-78 CHHEH
B R A 2 /Aw, 755 A ok4# 68 fn K,COp A% A (2 1)
by




b, AEFH L WESkHT T LBIBMERKAE, Kkt A
Na,SO, T8, AE K%, W rE AR Bk (BRI R/ F
B S, BEI-Z_FERARE-2-ZH-5-[2-(RTREREEA
EOJTEk (67 ), HEEHRY,

NMR (CDCl,) §: 1. 35 (3H, t), 1.43 (9H, s), 2. 87 (6H,
s), 6.72 (1H, s)

HE L HH 13

LR 67 @) 10% HCI (600 ml) & By A H 3% 2 /D i, W
EEEBRN, BFEARBLAREDF TR GO mD P, A
NaOAc (62 ) él K- FHF B4 )5, RARSWE KL H. A
B 3R o8 BRI R A 4, A% 7% W 4y 78 P9 B (300 mD) P HF 4, 44 B4 4y 2-
LHE-4-C-HR_FERIERELE) %2 Q26g), YOEKH KX, &
WHFTEHREN, REi#—PHL.

& LMl 14

£-60 CT M Lik #(6.56 g)fv 2'-(1-Z X F & -1H- 19 & -5-
) BRAR-4-F W AR (16,3 g) A WA % vl (100 ml) = F 3 W B %
(5OmD) FHBERAPWANETERANH(B.01g) . E5 DM ALRM
BEWERREZER, KEFANEACH b, ALHLEFR,
F 3 A 3658 A Na SO, F 8. W )G, 5% 0 4 7 5% BoAE 034 3 GF
B, R/ TRTE) b, B2-7 X4 QCBE_FHRIKEL
#H)-1-[2-Q-Z K FRE-1H-mw ok -5-3) BEAK-4- 3 7F ok 4 (10. 69
gy HBaERKkRY, RUMLTLRMERTIFNE.

m.p. 173—174 C

NMR (DMSO-d¢) 8: 0.92 (3H, t), 2.35 (2H, q), 2.73 (2H,
t), 3.78 (2H, t), 4.99 (2H, )




£ A K 15
FEOCE 2R A0 69 g2 & L8 (150 ml) #7 pg 4 vk v (90
PO Ve N A E 6. 25 g0 o BRI A A 7R E R AR A R,
EME B HIFAL, H 0.5 N NaOH %5 (300 mD) 4 2 22 & 4y
LT BT F A0 NopSO, FRANE R BEBF MM 2-7 #-4-(2-
FLET 2 (-2 % P A TH- T w5 3E) BEH-4-2E )% Aok o
(.48 g), AE KR, FHEFAUREL - F A1,
ST 16
F-60 CT I 2-Z36-4-(2-48 K Z WELT iR 45 Z 35 wk =4 €9..00
g)F 2 - T AEHRME) BRA-4-AFHEHA3.93g) AW Ak
(150 mDFr — B FEBE QO mD P AR I WANTE T HE
4.12 ) EA DK NUER MBS RBREER, REFANK
(100mD ¥ . BEKR WAk, KEF LB TBERAKE. A # A
RAANE, F Na,SO, T8, REXLXBMRKEAT Y. AHEKESE
Wik RH . O/ U8R i, B8 2-2¥4-Q-44 K- F 8
TR HED-1-[2-CRTREHA) BRR-4-FJFHok4(9.39 2,
KR .
NMR (CDCly) 8, 1.20 (3H, t),1.25 (9H, s), 5.02 (2H,
s), 6.64 (1H, s)

H A4 LA 17
F5 &4 L] 15 AT F #5540l 16 FTE 44
M, BE 2-Z%-4-C-RLE)1[2-GRT B BAK-+-2£]7F
Aok,
FAB-MS (mn/s): 406 (M+1), 217 (&)
NMR (CDCly) &: 1.26 (9H, s), 1.29-(3H, t), 5. 06 (2H,

s), 6.60 (1H, s)



£ A 09 B 18
AEEHLHE 12MNE QT FAN 2-F TE-1-Z FHHELE
Bk (46.0g) . H 2-FE TR V- F 2Bk a-5-[2-(GR TR ER D
B AW (69 ), AR,
NMR (CDCI,) 8: 0.95 (3H,t). 1.43 (9H, s). 2. 86 (6H, s)
AL H 19
R 5 &L 15 A FE %08 2-18 T H-1-Z P £ BE 3
-5-[2-(IT R EHRKE) AL A4 A5.3g), B 2-ETH-4-C2-
PR _EBRIERTHE) %464 g).
m. p. 114—117 C
NMR (CDCl;) 8. 0. 88 (3H, t), 2. 66 (2H, t), 2.97 (2H, t),
3.95 (2H, t), 6.67 (1H, s)
% # 5L #l 20
RELELHKG 14 B WFELES L LG 19 Bt s
M, & 2-ET #-1-[2-(Q-Z K ¥ H-1H- W -5-5) BKK-4-F 7
H-4-Q-PFX_FBRIEKLTHE sk,
NMR (CDCl;) 3: 0.84 (3H, t), 4.81 (2H, s)
& A L) 21
¥ 2-ETHA--4PRXR_FBEKLHE-1-[2-(1-Z F F -
1H- g2 -5-3) BXK-4-3E [P 2k b (96.0g)y KA U4.7 )T
BA.3A4) hRSMEZERFLR, K5 ER L Bt x&
K. Bl 5% NaOH B 00 mDA R AT WH ARG ER., THA
MEARESBNMNY 2-FTHEA4-QC-RHTH)-1-[2-(1-Z ¥ F #-
1H- 19w -5-36) BXIK-4-F6 P 3ok Wk (84. 0 @) . 1) L3R = 47 (84.0 g)
AR P HBEARP A 24% & HCl F B8 4 (200 ml), #H % & &
. MERE M AKCH . FRAIBELARS . REXEEFH
BR2-F T &-4- Q-8 TH)-1-[2-Q-mwe-5-3) BEH-4-3 15 Huk
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(52,8 g), AL iKIE
NMR (DMSO - 3H, ), 2,92 (2H, t)5. 41 (2H,
s)
£ 4 LMW 22
AEG&ELRG 1246 HFHEAE 2-THE-1-Z F A8 5tE
sk (20, 0g) B 2-Fl - 1-Z FHAMB-5-C-RTAEREER
E) (244 )y Ak ib,
NMR (CDCly) &, 1. 01 (3H, t), 1. 43 (9H, s), 2. 86 (6H,
s), 6.71 (1H, s)
Z A LM 23
B 5 &4LHE 15WEHFELEEL LG 22 i & 6~
M, BE 2-EREA4-QC-PER_FRIEKRETHE) %,
m.p. 137—139 C
NMR (CDCI;) 8: 0.90 (3H, t), 3.95 (2H, t), 6.68 (1H, s)
£ A4 5w bl 24
-60 Crl 2-IE W A-4-(2-48 XK Z PEL T Bk 7 %) ok (10. 0
g)y - TAERN KAR-4-EWHRA3.5¢g), WA %150
mDFZFEPEREAS mDGESDPANET HE R4 U 16 g)
WA kBH @O mDY WK, WRSWERREER, REF AL
ERM . ROBRIEERRESY, AAHIE, THRIEAM. AER
KRB/ IREEFMEY, B 2-EFE4-QHPX_FHRIERK
LH)-1-[2-OR THAERHE) KAK-4-2]F Mok b B8 3L (15.6 g,
m.p. 128—131 C
NMR (DMSO-d;) 8: 0. 84 (3H, t), 1.19 (9H, s), 5.30 (2H,

s)
A& Ll 25
LEERTH 2-ENH#-4-CZ- X _WEBHEARZFH)-1-[2-(KRT
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AR BE-4-F]F ok (15,5 o) 7,8 (150 ml) 938 4 4
PN KESM(8.45g). 5 Mt . BEE. KLEE, K
REWATRGHA I wOH BERAEAkE., TRAENEHX
18, BRI MK 2-EFH4-RTE-1-[2-ORTHREEKE) KE-4-
HE]FE Xk 10,00, FUEHATT—F, T4 —Ff,

X RABRR

FRUGk e ETER IR A A LTHINEER Y
REHALERKKI NER, AFHBR/ by aak, flw,
YHERBOERERU 3mg/kg B RARANHENEY
(1) e MM n, SNt matyo RS AW RS, 7
AME AR NBEEEFR, WH, KLANCSWIIR LG LT
R EFHKEN, BH, CNAAEINDHBELZLHK.
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