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FABRBERGEFMNETAREEALF. 5 FHPER.
EREFEMFAAFARTESHEZ. FIERAFN. EThxi
HMEHEALT, BREAXAONSURAERENCHGLERETTA
£ 0.05 % 5g/XBEEA, kA 0.1 £ 1.0g/X, 57— RXETK
B, ATERAMNE, TUREELABGELE IR TAE.
5 76,4

&A1

7,8-= W& % -4(5H), 10-—& A -1H-1, 2, 3- =" ¥ [4,5-c][1]1 %X
FREF |

(a) E-T8C AL R T, ®W=F &K (6.0ml, 42.8mmol)&jvg & =k%a
(75ml) & FimA 1.5N T K42 (26.8ml, 40.2mmol). REHEH —
DB, R P B AR R E (3. 4nl, 33.5mmol) # 4,5-=F
SR -2-AA X P& (5.0g, 23.7Tmmol) #vg &=k (50ml) F&, R4
WAE-T8CFEHHF 1.5 1o, X FRALE(7.0nl, 122mmol) &
wE skl (20nl) Kk, REMAK. BOVWALRLEFR., ANE
BHFAHLR, K, BAPERAAKRERPEPEXRER. ANLE
REBEAKRBETR. AAETEAAEN, R3 4+-£X-4-014,5-=
WEA-2-AEAEE)-2-T B LE (8.59), A—F. HHF 4-#
E-4-(4,5-—FRE-2-HAXR)-2-THRERLEET T X (80ml).

AEERFTRA &-FEEFEE KD (11.6g, 71.1mmol). &
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LA 100C ThREFHEHIR. ¥REERANEIER, RERA
BAEEXLL (TR LERLE=2:1) .

WEMERET FAGRK, 73 4+ (BE-¢5-=FRE-2-
AAFA)PE)-1-(-FEEAFE)-1H-1,2,3-=4-5-RB L& (a-
10 &M ES (LP)) & 5-(BE-(4,5-—FTERE-2-AEERK) FH)-
1-A-FEAEAFRA)-1H-1,2,3- 2484 BB LE (a-2: FRESY
MP)) #5 1:5 R4 (2.60g, 23%). A—A @, ERETREER,
B AW (a-1: (LP))Fttd (a-2: (MP)) & 2.5:1 B4 (4. 68g,
42%) .

a-1 (LP)#= a—-2 (MP)#5 2.5:1 B&¥

'H-NMR  (CDCl,): & 1.38 (15/7H, t), 1.39 (6/7H, t),
3.56 (6/7H, s), 3.72 (6/7H, s), 3.78 (15/7H, sJ, 3.91
(6/7H, s), 3.97 (15/7H, s), 3.99 (15/7H, s), 4.41 (4/7H,
a), 4.44 (10/7H, q), 4.97 (5/7H, d), 5.07 (2/7H, 4), S.48

’

(2/7H, d), 5.78 (5/7H, d), 5.71 (2/7H, d), 5.84 (5/7H, d), -
6.32 (2/7H, s), 6.83 (10/7H, d), 6.67 (4/7H, d), 6.99
(4/7H, d), 7.07 (2/7H, d), 7.21 (10/7H, d), 7.48 (2/7H,
s), 7.51 (5/7H, s), 7.71 (5/7H, s).

EIMS: m/z 472 (M').

b) AT B () PHBHILSD (a-1) 5AAY (a-2) 8 2.5:1 BE
# (4.63g, 9.80mmol) & — £ F I (100ml) F & A = A4 (14g) .
BAVEERTRIZIR. AL TRAZALE 4. 6g), REHEZ
BTHRFE 8 I, REARBISEINE, REALRLUEERE.
ERETEREEN. BeWRABRKEEER&EAL (TR LHBRLE
=2:1) , 3 1-G-FEEFE)4- 45— FREA-2-FAEX TR
A)-1H-1,2,3-==-5-% B L& (b-1: LP) (2.75g, 60%), AiEé& &
HEBE, B 1-@-FREFR)-5-@, - FRE-2-HEXTERE)-
1H-1, 2, 3-= % -4-% B T8 (b-2: MP) (1.12g, 24%), A& ks
x.
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b-1(LP):
H4-NMR  (CDCl,): & 1.38 (3H,t),3.78 (3H,s),3.98
(3H,s),4.02 (3H,s),4.43 (2H,q).5.72 (2H,s),6.85

(2H,d),6.99 (1H,s),7.24 (2H,d),7.69 (1lH,s).

SIMS: m/z 471 (M'+1).

b=2 . (MP) :

'H-NMR =~ (CDCl,): & 1.19 (3H, t), 3.79 (3H, s),
3.91 (34, s), 4.00 (3H, s), 4.10 (2H, q), 5.79 (2H, s),
6.80 (l1H, s), 6.88 (2H, d), 7.42 (2H, d), 7.52 (1lH, s).

EIMS: m/z 470 (M").

AT EOG FTHAFY 1-G-FREFRE)-4-4,5-=FaHK-2-
FEE X FEER)-1H-1,2,3-=4-5-F B L& (b-1) (3.04g, 6.46mmol)
#v9 Skl (40ml) E& T IN SR KEZ (130]). REBEE
BTHHE 3.5 IB. ERERALERAES, G FRAK. 4XKER
ERBI, RLBRUEER, REAXPEPEIRERLE. ANE
ZAKBRBETR. ERETALEMN, B8 1-G-FEAFL) -4
(4,5-—FRE-2-HEEXTEE)-1H-1,2,3- =% -5-% 8, AEEE
# (c-1’: LP) (2.55g, 89%). A 1-4-FEAFHR)-4-4,5-=
FEE-2-FAXPRAL)-1H-1, 2, 3-=-5-%8 (c-1°: LP) (1.07g,
2.42mmol) & F & Z 8 (50ml) 5 7.8 .8 (50ml) B AR B4 EH P,
GIE P A 10%4E-% (129mg). BAVEEZRAAATHAE 4 W,
MR BEERYTRAZLKTR, REBRELLGHAK, Reada4FE
TRE. ERETREER B3 4-Q-KEA-45-ZFEEAXTE
E)-1-4-FERAFE)-1H-1,2,3- =% -5 % & (c-1: LP) (1.06g,

100%) .

c-1" (LP);
lH-NMR  (CDCl,): & 3.78 (3H, s), 3.99 (3H, s), 4.06

(3H, s), 6.02 (2H, s), 6.84 (2H, d), 6.94 (1H, s), 7.40

(2H, d), 7.76 (1H, s), 13.80 (1H, brs). .
SIMS: m/z 443 (M'+1).
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c=1 (LP);

ly-NMR  (CDCl,): & 3.78 (3H, s), 3.88 (3H, s), 3.94
(3H, s), 6.06 (2H, s), 6.11 (1H, s), 6.86 (2H, d), 7.45
(2H, d), 8.58 (1H, s).

SIMS: m/z 413 (M'+1).

R, ¥T%OG THEY I-@G-FAREAFE)-5-(4,-=FHRE-
- A X P A)-1H-1,2,3- =% —4- % B L & (b-2) (3.12g,
6. 63mmol) f£v9 £,k % (100m1) E & F A IN EEMAKERZR (130]) £
FERTAMSS I, FTRAFEH -G-FREAFTE)-5-4,5-—FARE
—-FEREFEE)-1H-1, 2, 3-="-4-% 8 (c-2’: MP) (2.32g, 79%),
A E SR K.

c-2' (MP);
'4-NMR ~ (CDCl,): & 3.80 (3H, s), 3.94 (3H, s), 4.00
(3H, s), 5.79 (2H, s), 6.89 (1H, s), 6.91 (2H, d), 7.47

(2, d), 7.54 (1H, s).
SIMS: m/z 443 (M'+1).

(DAEXEHT, ELAARAT, @ 4+ C-RE4,5-—FEELXTF
BE)-1-G-FERAFL)-1H-1,2,3- =4 -5-% & (c-1) (1.05g,
2. 55mmol) ¥ = K F 1% (30ml) B & F B M A m A = T K (0. 64nl,
2.69mmol) . 3t ¥ X &k & 2-F~1-F A wkve 48 (793mg, 2. 80mmol) #= 3, 4-
Z R 20 5 [1, 2-a] 5% —2- 87 (453mg, 3.06mmol) . RAHEX)
ARTRHA— I, REEAEZETHI 2 IH.

BREBEHFRAK, BREVAKGER. AVERAHLR.
K, HRERBEEAKERFIEFEREREE. ANELLKABE
TR, ERETEALXEN. SBRKEMFRE, A-T®P KK,
T#, 73 7,8-—FH&E-3-4-FEEFTHE)-4(5H), 10-=F % -3H-
1,2,3-= 5[4, 5-c][1]1E# R F(d-1: LP) (477mg, 48%), A%
* & HEH K.

36



98810735. X oM P ZE31/80m

d-1 (LP):

'H-NMR (DMSO-d,): & 3.72 (3H, s), 3.84 (6H, s),
6.09 (2H, s), ©6.90 (2H, d), 7.16 (1lH, s), 7.30 (2H, ’d),
7.67 (1H, s), 11.33 (1H, s).

EIMS: m/z 394 (M').

(e)f 7,8-=F & HKE-3-(4-FHRAFE)-4(5H), 10- =8 K -3H-
1,2, 8- =" 5 [4,5-c][1] £ # K& F(d-1) (471lng, 1.19mmol) ¥ Mw
A A58 (0.50) o =R % (5.0ml). BAWAE 60C T 3 Aot
RE, BERETARREN. SBKEMFRE, RLBFKEE,
RETFBR, BHFEALL Y 1,8-—FEKL-4(GH), 10-=F & -1H-
1,2, 3-= 5[4, 5-c][11EH &L F(e) (319mg, 98%), AKEH K.
¥ 7, 8-—FRE-4(5H), 10-=ME-1H-1, 2, 3-== 3 [4, 5-c] [1] & Hf
£.Ze¥(e) (238mg, 0.867mmol)&E T IN EAMAKER. HHERE
Diaion HP-20 kit (K:%&=9:1) , FHiFMLEY: 7,8-=F
S A-4(GH), 10-— M A -10-1,2, 3- =43[4, 5-c] [11 EHF &L FH 4
#(e’), HZRFEH K (231mg, 90%).

e:
'H-NMR (DMSO-d,): & 3.85 (3H, s), 3.86 (3H, s),

7.22 (1H, s), 7.70 (1H, s), 11.23 (1H, s).
SIMS: m/z 275 (M"+1).
e':
FDMS: m/z 274 (M'-Na+l).

& 2

5-(4, 5-—FEARA-2-AHEAEFEE)-1H-1,2,3-2%4- KK L&

B 1--FEREFR)-4-Q,5-—FARE-2-FARAFXFEL)-1H-
1,2,3- =2 -5-FBRLE(A&H 1,b-1)5 1-(4-FEREFH)-5-(4, 5-
—WEA-2-AFETEA)-1H-1,2,3- =% -4-B R LE (4RH 1,
b-2) 8% 1:1 B4 W (4.4 =R LK (10nl) ER T A F8
(1ml), B4%E 60C TFHIF 10 . BREWRLE, ERETAXK
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AR, REATERTEREAL. TEKEMTRE, A&k,
RETH #3% 5-4,5-—FaEA2-HAEXFTEBRE)-1H-1, 2, 3-=-
4-% B GBS (3.12g, 95%).

'4-NMR (CDCl,): & 1.42 (3H, t), 4.00 (3H, s), 4.03
(3H, s), 4.47 (2H, q), 7.02 (lH, s), 7.67 (1H, s).

b 3

4~-G-FRAEA--FERE2-AAXTEHRE)-1-GFEEFR)-
1H-1,2,3- = -5-% B ZLEH 5-G-FRAL-4-FAAX 2-HAEP
M) -1-4-FERAFK)-1H-1,2, 3-=—4-5 B L&

(@) E-T8CHART, @=s &k (5.0ml, 36.0mmol) #j v K %%
(75ml) % #& F AN 1.5N T 42 (22.6ml, 33.8mmol), RAWEH—
B, RE WA M e R R LES (2.9m], 28. 2mmol) o 5-F
AERE-4-FER2-s L ¥ P& (4. 5g, 18. 8mmol) 45 v9 & =k %k (50m1)
Bk, AW AE-TSCTHEBEHL5IH. AREER T A TE (5. 9nl,
102mmol) &5 v9 S =k %l (20ml) E k. REQE ThAK, RERATLRLT
BEER., AMEAHLER. K. BPBEREAKRERPEPERER
k. AMEZAKBRRETR. ERETARXEMN, /3 4+-6-%
AERA4-FERE-2-AERR) 4R -2-THBRLE (7.27g). ¥
FA-GC-FARERAA--FTAREA-2-AEER)-41-BEA - 2-THRRUEET
FEGM). AEBERFTRA &SFREFTEREALE 0.2,
56.4mmol). BAMWAE 100C ThBEFEAIR. BFREFERAEFEZE
m, BRETARAEN. ReVARAREEZE XL (TR TRTE
=1:2) , 1§38 4-(1-FF*-G-FREE -4 TFEREA-2-AEAFXE)FTH)-
1-A-FEEFRA)-1H-1,2,3-Z2-5-B B L& (a-1: KBBEZH
(LP) ) 5-(1-2X-G-FAAL4-FAE-2-AEAXL) FE)-1-(4-
FARFRE)-1H-1,2,3-244- B KR TE (a-2: FHEZH MP))
6 1:1 2469 (7.01g, 75%).

a-1 (LP)#a-2 (MP)# 1:1 %4
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'H-NMR  (CDCl,): & 1.34 - 1.55 (SH, m), 3.59 (1H,
d), 3.77 (3H, s), 3.92-(3H, s), 4.41 (2H, q), 4.69 -~ 4.76
(1H, m), 5.81 (1H, s), 5.83 (1H, s), 6.82 (2H, d), 6.93
(1H, d), 7.20 (2H, d), 7.43 (1H, s), 7.67 (1H, s).

SIMS: m/z 501 (M'+1).

(b) B F % (a) THBEGLEY (a-1) 5HEH (a-2) 8 1:1 BRAY
(7.01g, 14.02mmol) & — & F it (160ml) AR P A EFR S /L E
(24g). RAVEERTHEIEIR. Rusrddag i, ALK
Fhihk, RELBETAKXEN, F34-G6-FRAX-4-FARE-2-
AEEETEBA)-1-(4-FAREAFE)-1H-1,2, 3- =4 -5-K B L& (b-1:
LP) o 5-(5-Ft AMAR-4-FREA-2-AEXFTEBRE)-1-4-FALF
A)-1H-1,2,3- =4 -4-% B L& (b-2: MP)# 1:1 &4 % (6.98g,
100%), A i&XK.

b-1 (LP)#» b-2 (MP)#j 1:1 R4&%

'H-NMR (CDCl, ): & 1.17 (3/2H, t), 1.37 - 1.43
(9/2H, m), 3.78 (3H, s), 3.97 (3/2H, sj, 3.99 (3/2H, s),
4.08 (1H, q), 4.42 (1H, q), 4.55 - 4.60 (1/2H, m), 4.67 -
4.72 (1/2H, m), 5.70 (1H, s), 5.78 (1H, s), 6.79 (1/2H,

's), 6.84 - 6.88 (2H, m), 6.97 (1/2H, s), 7.24 (1H, d),

7.42 (1H, d), 7.52 (1/2H, s), 7.67 (1/2H, s).
EIMS: m/z 498 (M' ).

FREAK L 4-(B,4-—FREXR)4-FA-2-THRTE

BkAHFT, 23 20 o4H 4-3,4-—FEEER)-4-FE-2-
T 5 8 F B (201mg, 0. 8mmol) &5 — £ F I (5ml) &% F & A3k (0. 05ml)
T (Gnl)EiR., REDEXSHTHEHR 1IN, REERER
EFZER. REZERAFTAFTERLE, BHENRBRLY (REY
1=61:39) HX#y 2,3-=8-4-3,4-—FALEXK) 4+ FEATRFE
(332mg, 100%), AXLEERK. BENREARELSERTAETE
R R .

EERH:
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'H-NMR (CDCl,): & 3.74 (3H,.s), 3.92
(3H, s), 3.95 (3H, s), 4.83 (1H, d),-5.44 (1H, d), 6.91
(14, d), 7.49 (1H, d), 7.64 (1H, dd).
EIMS: m/z 411 (M' +1).
KEBRAH: H-NMR (CDCl,): & 3.88 (3H, s), 3.94

(3H, s), 3.96 (3H, s), 4.96 (1H, d), 5.62 (1H, d), 6.92
(1H, d), 7.57 (1H, d), 7.64 (1H, dd).
EIMS: m/z 411 (M'+1).

AEaAEN 2,3-—8-4-Q, 4 —FEEAXX)-4+-FE TR 75
(49mg, 0. lmmol) &5 = F F % (0. 5ml) 3E & F A = T (27ng) 9 =K.
Vi (0.5ml) 5 k. RAVEFTRTHSE 16 24, REmiaiifi
¥ 20, RAVREAFAFTEALE, REYDABKEEE XL
(TR/TRTLE) , REGFBLESY, & E KK (2Ing, T1%).

'"H-NMR (CDCl,): & 3.89 (3H, s), 3.95 (3H, s), 3.99
(3H, s), 6.94 (1H, d), 7.56 (1H, d), 7.82 (1H, dd).
EIMS: m/z 248 (M').

FRAK 2 4-Q 4~ FTREXE)4-BEA-2-THRLE

M 4-B,4-—FEREEXR)-4-FEA-2-TH KR L& (4. 8g, 18umol)
# = S F 5 (500m1) & & A i (1. 1ml) 85 = K F 5% (100ml) 2 3% 7 4,
FREEERXTFRAK L GRME HFETBRRESY (REAHIL=63:37)
B 2,3-—8-4-GB4+=FREER)-4+-BEATRLE (7. 3
95%), AREERK., ZEANBRREUIFEL B TAETEYRAE F.

FEBRSHT M-NMR (CDCl,): & 1.24 (3H, t), 3.94

(3H, s), 3.97 (3H, s), 4.20 (2H, q), 4.84 (1H, d), 5.46

(1H, d), 6.93 (1H, d), 7.51 (1H, d), 7.66 (1H, dd).

EIMS: m/z 424 (M').
AEZRA: H-NMR (CDCl,): & 1.38 (3H, t),

3.96 (3H, s), 3.98 (3H, s), 4.36 (1H, a), 4.97 (1H, d),
5.65 (1H, d), 6.94 (1H, d), 7.59 (lH, d), 7.67 (1H, dd).
EIMS: m/z 424 (M +1).
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stE@F & 2,3-—R-4-Q 4= FRAXK) -4+ FATRLE
(4. 76g, 11.2mmol) ¥ — K Fix Q0nl) ERF =Lk Ug) S —R T &R
Gml)EEH#AAE EXE T PR | FAHMEYELEFLE, BEHA
REREEEZEELN (TR/LERLE) , FHFANLESY (2.4g, 82%),
AR E DR,
'H-NMR  (CDCl,): & 1.37 (3H, t), 3.94 (3H, s), 3.98
(3H, s), 4.35 (2H, q), 6.95 (1H, d), 7.57 (1H, d), 7.83
(1H, dd).
EIMS: m/z 262 (M').

bk 3 4-(4, 5-—FERE-2-HEER)-4-FEA-2-THRRLE

M 4-(4,5-=FRA-2-AEFK)-4- A -2-T 5 8 L% (199ng,
0. 6mmol) # — £ F 3¢ (10m1) & & A= i& (0. 04m1) 8 — & F 5t (5ml) & &
i, EEAERLTERAK 1 984, 4FESREY (RN
=2:1) HX & 2,3-=8-4-4,5-—FEE-2-HEAER)-4-BEATHR
.8 (337Tmg, 100%), AXAEEH. ZENBRREVARELSERTAHE
TEaHREP.

F &K 4 H-NMR (CDCl,): & 1.32 (3H, t), 4.01

(6H, s), 4.31 (2H, q), 5.03 (1H, d), 5.52 (1H, d), 6.99
(1H, s), 7.63 (1lH, s). '

RERS: 'H-NMR (CDCl,): & 1.34 (3H, t), 4.01
(6H, s), 4.31 (2H, q), 4.91 (1H, d), 5.25 (lH, d), 7.02
(1H, s), 7.65 (1H, s). |

# — FAATE (T4pl) A T L& S F65 4 (0mg, 0.2mmol) &
ZRFPR (o) E%k. BEYRERKREEEELL (TR/THTE) ,
BE LAY (1Tng, 29%), HEEZRH K.

BRADETABERTHAF R4 EFARLEMM (FlERE,
10/ 06F) F, AER_AMEEALSRY 1 ke 4-FK-4-(4,5-=
FTRE-2-FEAXK)-2-THRRTE.
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Ak 4 53,4~ FTAAFTERA)-1-GFRAAFE)-1H-
1,2,3-="—4-BB Pl 4G4 —FAEAXRTERE)-1--FRE
FA)-1H-1, 2, 3- ="k -5-% B ¥ &9

B 4-(3, 4 —FERAEFER)-4-FE-2-T H & F & (47ng, 0. 2mmol)

(dREE 1) 9FE () ERFTRA &-FREFEE &Y (3Tng,
0.2mmol) 4§ ¥ X (Im1)E k. 24WAE 100C THHF 18 I . £FRE
TREREBEER. RLYRABKAEEEELL (TR/LRLE) , F
AR AW (f&IHE L E 6 (30mg, 39%) S HAEY, HERE
& 70k 4% (40mg, 51%) ) .

&AM S W

'H-NMR  (CDCl,): & 3.71 (3H, s),
3.72 (3H, s), 3.87 (3H, s), 3.88 (3H, s), 5.75 (2H, s),
6.80 (2H, d), 6.82 (1H, d), 7.26 (2H, d), 7.58 (1H, dd),

7.62 (1H, d).
EIMS: m/z 411 (M").

SIS

'H-NMR  (CDCl,): & 3.60 (3H, s),
3.64 (3H, s), 3.81 (3H, s), 3.85 (3H, s), 5.43 (2H, s),

6.57 (2H, d), 6.60 (1H, d), 6.77 (1H, d), 6.99 (2H, d),
7.25 (1H, d).

EIMS: m/z 412 (M +1).

bR 5 5-(3,4-—FTREXTEA)-1H-1,2,3-2%-4-FR T
BY

AL ¢ Rk 4 ARG FX, B 4G - FRAXR)-4-WE-2-
THEZE (FH4AK2) (2.4g, 9.2mmol) 85 F % (80nl) & ¥ A 4-
FEAFABRAYD (1.8 FE(10nl) &%k, REMWAE 100CTH
¥ 18 M. ERETEREREER, 73 5-GB, 4 —FAEAXTH
A)-1H-1,2,3- = 4-Z B L& 4- G4+~ FAEX FEL)-1H-
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1,2,3-Z%--BRLENREY, Hh—#HE. RRHRELEFTAE
TaGRET.

- \/\.
R B '"H-NMR -(CDC1,): & 1.08 (3H, t),
3.68 (3H, s), 3.88 (3H, s), 3.92 (3H, s), 4.18 (2H, q),

5-51 (2H, s), 6.64 (2H, d), 6.67 (1H, d), 6.86 (2H, d),
7.07 (1H, dd), 7.31 (1H, d). -

RERH 'H-NMR (CDCL,): & 1.14 (3H, t), 3.80
(3H, s), 3.94 (3H, s), 3.95 (3H, s), 4.24 (2H, q), 5.82
(2H, s), 6.85 - 6.90 (3H, m), 7.33 (2H, d), 7.63 (1H, dd),
7.68 (1H, d).

¥rEpmZEdh, = RCER(7.9nl)d 58 (1. 2e) 9RAHAE 9
CThEHEHF 2 1. ARSI FTRALRLE. BEYRAFPER
SRAKERER, SXKERERYH, FRALBLEXR. AWEA
BRBEREE, BARKGBRETE. ALEN, FIfFHELLSY (2.9,
BY RN 91%), HREEEK.

'H-NMR (CDC1,): & 1.23 (3H, s), 3.95 (3H, s), 3.96
(3H, s), 4.31 (2H, q), 5.59 (2H, s), 6.87 (1H, d), 7.41
(1H, dd), 7.62 (1H, dJ.

PR 6: 5(K -3, 4 —FAEFFEA)-1-(4-FEEFL)-
1H-1, 2, 3-=" -4 (&K 5)-B BR L&

(@) £-T8CHART, @& 4-32# F & (50ul, 0.35mmol) & vy &=k
W (L.5ml) &R F AT X426 Tk & & (1.58M, 0.24ml,
0.39mmol). 15 H4F &, E-T8CTFRiZEZRMAT 1-U-FEEF
A)-1H-1,2,3-=w—4,5- =% &% — L& (117Tmg, 0. 35mmol) &5 w3 & =k
W (Inl) ER T, BRAMEH 40 54. AR BEERT AP {ALE
KER. REHURLRLEER., ANERBPEKREREE, TR
EAEREN. RehRARKEEE LML (LBRIE/TR), FHFE
4% (60mg, 40%), HE—bW. RKEEE#ES R, AH H-NR
EL5RFTHEIK 5 U ZAREYHBAFELEIFHARRSIH IR
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BAraR.

'H-NMR  (CDCl,): & 1.08 (3H, t), 3.68 (3H, s), 3.88
(3H, s), 3.92 (3H, s), 4.18 (2H, q), 5.51 (2H, s), 6.64
(2H, d), 6.67 (1H, d), 6.86 (2H, d), 7.07 (lH, dd), 7.31

(1H, d).
EIMS: m/z 425 (M').

L) EZEREALAT, ¥4 (33mg, 1.36mg B-F) 5w A =% (Iml)
HRAW P A 4-32F % 8 (183mg, 0.84mmol) 85 w9 &% v (1ml) &
. 20 24FE, REERMEER 30 54. L FhoAs S8, &
BEREHN 20 24, ERAHT, ¥EREERMAZ 1-G-FEEAF
A)-1H-1,2,3-= -4, 5-— K 8 — L& (218mg, 0. 84mmol) &9 w3 =%
i (lml)ZR Y. HEREERRE, REEERTHHE I X. ARE
BERF AT RO ERER, AL LERE. REREHERLE T %K (a)
HEFRGLE, AaKEEEE444, FIHEKEHAALLSY (68ng, 19%).

FEk 70 5-(4,5-—FAA2-HAEXEFTERE)-1-U-FEELF
£)-1H-1,2,3-= 4B B LEM 4-(4,5-—FEL-2-HEEX T8
E)-1-(4-FEEFA)-1H-1, 2, 3-="-5-% B L&

A5 F ik 4AREHF X, AEXREX T PREMK 3 SRE 4-(4,5-=
PRAE-2-FAEER)-4-FRL-2-THE CE (17Tng, 0.055mmol) & F
X (InD) BER&R TN 4-FAREFEEKAYD (190g). REWAE 60CT
BH 20 I, REREER., BAVARKEEZEESEL (TR/T
BRLUBE) , JFRXE[EHE (KBHEZ 0. SHEFH=2:3 B&H)
(19mg, 73%). A EEEEN R AP 'H-NMR #5484 1 #HE&651C
S b-1 ( GHEEY) & b2 (KBREZH) BE.

FEK 8 53,4 —FAREAXFTERE)-2-(I-FRAELA-2-F
EFA)-2H-1,2, 8- 4-B B LE

E-20CHEAAT, ALEEXTERK 5 A X4 F8 5-(8, 4-
PR A EPEEA)-1H-1,2,3-Z%-4- 5B L8 (7. Tg, 25mmol) 9=
AT 58 (115ml) 35 i#& F N A F X5, 8 — K44 (482mg, 2. 5Smmol) F»
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FT® (3.4mnl, 37mmol). BAEMA-20CTHHIF—IH. GMEFRA
&k — ket (6.2g, 38mmol), REHA-20CTHHI—IH. @i i
AR HE(20m]). FRAWAIE-30C. AL FRAZHTHE (5. 8nl,
75mmol). BAVWAETETHIE 18 1. REERRAFTAGT H&HE,
ARKREEERAL (TR/LETE), FEi&EHALE (10.9g,
93.4%), A X &&AK,
'H-NMR  (CDCl,): & 0.87 (3H, d), 1.15 (3H, d), 1.27
(3H, t), 1.28 (3H, d), 1.33 (3H, d), 2.76 (1lH, m), 3.94
(3H, s), 3.96 (3H, s), 4.34 (2H, q), 4.90 (1lH, sept), 6.54

(1H, d), 6.89 (1H, d), 7.47 (1H, d), 7.64 (lH, s).
TSPMS: m/z 464 (M'+l).

bk 9 5-(4,5-—FaRA-2-AEXTERE)2-(1-FRAEKE
f-2-FAFL)-20-1,2,3- =4 4K B L&

AAAHFT, PRk 865 5-B,4-—FELEEFHE)-2-(1-}%
AEBAER-2-FRAFE)M1,23- =% -4-% 8 L & (86ng,
0.19mmol) ¥ A T0%# 5 (1nl). BAWEZBETHIF 30 24. ¥
BRERBAK, RERLBRUEFR. ANEERGF RieRRR
MARERFBFEREREE ZAKRBETE. RXEHN, F£3
RS (49mg, 52%), HE—1boY. BEKEEENY R AH 'H-
NMR & 5 341 20 (a) 4B B AR .

I4-NMR (CDCl,): & 0.72 (3H, d), 1.05 (3H, d), 1.25
(3, d), 1.28 (3H, d), 1.44 (3H, t), 2.56 (lH{ m), 4.00
(3H, s), 4.08 (3H, s), 4.49 (2H, q), 4.85 (lH, m), 6.35
(1, d), 7.06 (1H, s), 7.62 (1lH, s).

LA 1

-Q-FEEBAETHL)-7,8-—F A& -4(5H), 10-—8 & -1H-
1,2, 3-= w5 (4, 5-c] [1]EHFELF (1-E#HBEK) . 2-(1-FREXK
AR E)-7,8-=F&E-4(5H), 10-— 84 -20-1,2, 3- == jf [4, 5-
IIIIEFELF (2-&BK) F -(1-FAAKEARLLTH)-7,8-=
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WA E-4(5H), 10-— & A -30-1,2,3- =5 [4,5-c][1] ¥ #H & L%
( 3~ BAX)

ERART, & 7,8-—FHK-4(5H), 10-—FA-1H-1,2,3-==%
H#[4,5-cI (11X HF REE (S &H 1) (1.00g)# NN-=F X FEtE
(20m1) & TN 1-BR LA ¢ A B (2. 82g) F Bk B &.4% (919mg) .
RbeWE 60CTHHAE 18 . ERETALAEMN. X F AKX
LERLUE. 2BANE, BRAFRKeaREREE ZAKARE
T8, ERETALEN. IBREGYRIEAEREEEXHL (T
W/LRLE) . SXEBERREFFE -ERARGEDH (2750g) . 2-
A 65 444 (55mg) #» 142K 65 1L6-90 (66mg), AKX EH K.

-(1-FREBEETRA)-7,8-—FRE-4(5H), 10-— 8 £ -1H-
1,2, 3- =" 5f [4, 5-c] [11EH & 5F (1-E#HBAK)

'H-NMR (CDCl,): & 1.24 (3H, d), 1.29 (3H, d), 2.14

(1H, d), 3.98 (3H, s), 4.08 (3H, s), 4.80 - 4. 90 (2H, m),
7.10 (1H, s), 7.74 (1H, s), 7.80 (lH, q), 11.07 (1H, s).'

-(1-F+ RAE LA T A)-7,8-=F &% -4(5H), 10- =8 X -20-
1,2, 3-=v 5[4, 5-c] [1]EHF REF (2-HHERR)
'H-NMR (CDCl,): & 1.27 (3H, d), 1.31 (3H, d), 2.06

(1H, d), 4.00 (3H, s), 4.06 (3H, s), 4.85 - 4.95 (2H, m),
6.85 (1H, s), 7.13 (1H, q), 787 (lH, s), 9.97 (1H, s).

S-(I-FRAEARATHK)-7,8-= F A& -4(5H), 10- =8 X -3H-
1,2, 3-Z73f (4, 5-c] [11 ¥ K F (~HRK)
'H-NMR (CDCl,): & 1.21 (3H, d), 1.29 (3H, d), 2.12
(1H, d), 4.00 (3H, s), 4.01 (3H, s), 4.75 - 4.85 (2H, m),
6.57 (1H, s), 7.90 (1H, s), 7.91 (1H, q), 8.86 (1H, s).

LA 2

7,8-—FEAE-4(5H), 10-—MWAE-1-(FREBEATA)-1H-1,2,3-=
w3 (4, 5-c] (1] % 8 4F (1@ BRKR) . 7,8-=FAL-4(5H), 10-
ZERA-2-(FHABATFTE)2H-1,2,3- =% 3 [4,5-c][1] R F & LF
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(- B ) F 7,8-—FERE-4(5H), 10-— M A -3-(IHRBHAT
A)-3H-1, 2, -2 5[4, 5-c] [1]EH &5 F (31LHIBRK)
BTRAFRBATLAEFARULCAREERR -8 LA F REAS,
AExHe 1 MAKFX, K T7,8-=FEE-4GH), 10-—HE-1H-
1,2, 3-=m 5[4, 5-c][1]XHF RLE (S8H 1) (296ng) #F M
A4 (345mg, 89%), A=FALSHHREY. ABRAEEEZELEL (T
W/ LBRLE) A9 B =#FRMK, AXERK.
7,8-=WE L4 (5H), 10-—H X -1-(FHRBEAFTH)-1H-1,2,3-=
w5 [4, 5-c] [1]EHF RAFE (1-4EHRR)
lH-NMR (DMSO-d,): & 1.13 (9H, s), 3.85 (6H, s), 6.74
(2H, s), 7.18 (lH, s), 7.70 (1H, s), 11.48 (1H, s).
7, 8-=F A3 -4 (5H), 10-—M X -2- (FHTRBAFTHE)-2H-1,2,3-=
wg 3[4, 5-c] [11EHF & 4F (2-E#HER)
I4-NMR (DMSO-d,): & 1.16 (9H, s), 3.84 (3H, s), 3.85
(3H, s), 6.54 (2H, s), 7.17 (1H, s), 7.64 (1lH, s), 11.17

(1H, s).

7, 8- F &% -4 (GH), 10-— MK -3- (FTRBAFTHA)-30-1,2,3-=
w5 [4, 5-c] [11%5F R F (34 RK)
'H-NMR (DMSO-d): & 1.12 (9H, s), 3.83 (3H, s), 3.86
(3H, s), 6.70 (2H, s), 7.20 (1H, s), 7.59 (1H, s), 11.29

(1H, s).

LA 3

2-(LEBAAFTR)-7,8-—FAK-4(5H), 10-—FHE-2H-1, 2, 3-
= ok 554, 5-c] (1 EHF R LF

Ba) EEART, ¥ 5-@4,5-=—FRA-2-MAXFELE)-1H-
1,2,3-Z-4-% B L8 (&84 2) (T0ng) fosf FEXHKR—KED
(17mg) B AZE TR (10nl) . GE FRAKRFE (6ng). ReD
ETBTHHE 30 24. AP mARRE (0.050l) A FRLE
(0.04ml), BAHET R TR — I E.#E—F X FmALsE (0. 02nl)
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AR TR CE (0.04nl), RAWEHF 10 54. ERETELEN. A
EFPmANTELE (15n]) ook BREAKER (10n]l), RELE.
RAEBAF Rt R 8 S AKER (10nl) F4af 3 K5 % (10ml) %
&, BRAKRBETR. ERETEALAEN, B3 2-(ZABZAAYT
A)-5-(4, - FRKA2-HEXTEL)-2M-1,2,3-Z w45 B L8
(48mg, 53%), A &RF &K,

'H-NMR (CDCl,): & 1.31 (3H, t), 1.44 (3g, t), 4.01
(3H, s), 4.03 (3H, s), 4.25 (2H, q), 4.49 (2H, q), 6.21

(2H, s), 7.02 (1H, s), 7.66 (1lH, s).
EIMS: m/z 452 (M').

BO)HF & (Ba) FHEY 2-(ZAEEATH)-5-4,5-—FEE
~2-FERA K PEI)-2H-1,2,3-Z " —4-B B 7.8 (45mg) K T . 8 T &
(Iml). ®MZERTMAEANL (150g). RAVAEATBEARTHE
15 DE. REFRABAIAFINE, ARETREER, 73 5-(2-
RA4, 5 —FREAXTEBA)2-(CEFA A FTE)-20-1, 2, 3- = vk -
4-% B L% (40mg, 95%), AKX & H.

'"H-NMR (CDCl,): & 1.27 (3H, t), 1.33 (3H, t), 3.66
(3H, s), 3.90 (3H, s), 4.27 (2H, q), 4.34 (2H, q), 6.15
(1H, s), 6.38 (2H, s), 6.49 (2H, brs), 6.76 (1H, s) .
EIMS: m/z 422 (M').

@) BT EBb) FH &6 5-C-REA4,5-—FEAXFEE)-2-
(ZRBEAEFTR)-20-1,2,3-Z%-4-F5 B L& UOong) EF 2 &
(2n1). ##%& A 100CFHRFE 2 I, BRbHE, EBRETEALEMN.
RMARBTRAK, TERENFRE, REFPEREAAKRERPK
ik, TH], FEHELESY (20mg, 56%), HHELEH K.

'H-NMR (DMSO~d,): & 1.23 (3H, t), 3.84 (3H, s),
3.86 (3H, s), 4.22 (2H, gq), 6.56 (2H, sy, 7.18 (lH, s),

7.65 (1H, s), 11.2 (1H, brs).
EIMS: m/z 376 (M').
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LA 4
> (FTEABEAAEPTA)-7,8-=—F &AL -4GH), 10-— 8 & -21-
1,2, 3-=wk 3[4, 5-cI [11 £ HF RLF
(4a) h L £#&4] 3Ba)ARA TR, ERAATEFTEAEAT
BB, M 5-(4,5-—FaA2-HAXFEE)-1H-1,2, 3- = —~4-%
BLE (A% 2) (140mg) 8% 2-(FTEEAATR)-5-4,5-=
WERL-2-AHAXEFEA)-2H-1,2, 3-=—4-FK 8 L& (172ng, 90%),
HERFEWH.
'H-NMR (CDC1l,): & 0.92 - 0.96 kGH, m), 1.44 (3H, t),
1.93 - 2.04 (1H, m), 3.90 - 3.98 (2H, m), 4.00 (3H, s),
4.03 (3H, s), 4.50 (2H, q), 6.21 (2H, s), 7.01 (1lH, s),

7.65 (1H, s).
EIMS: m/z 480 (M').

(4b) A 5 E54] 3(3b) A F X, KT %K (da) FHEW 2-(FT
EBAEFTHR)-5-4,5-—FRA2-HEXFER)-20-1, 2, 3-= -
4-BBECE (1T0ng) H & 5-C-8RE 4,5 —FTEEAXFTHBA)-2-(GFT
EBEATFTHR)-2H-1,2,3-Z-4- KK L8 (148ng, 94%), A X E
p::

'H-NMR (CDCl,): & 0.93 - 0.96 (6H, m), 1.27 (3H, t),
1.95 - 2.02 (1H, m), 3.65 (3H, s), 3.90 (3H, s), 3.90
(3H, s), 3.99 (2H, d), 4.34 (2H, q), 6.15 (1H, s), 6.38

(2H, s), 6.49 (2H, brs), 6.76 (lH, s).
EIMS: m/z 450 (M').

(4c) kB 4] 3S@Be)MEGF X, AP (4b) T4 &4 5-(2-K
E-4,5-—FPEAETERE)2-(FTEAEAATH)2H-1,2,3-==-
A% B T8 (143mg) #) &4 H 1L 4% (45mg, 31%), AXEH XK.

'H-NMR (DMSO-d,) : 9] 0.87 (3H, d), 0.89 (3H, d),
1.88 - 1.95 (1H, m), 3.83 (3H, s), 3.85 (3H, s)
(2H, dd), 6.57 (2H, s), 7.18 (lH, s), 7.65 (lH, s),
(1H, brs).

+ 3.98
11.16
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EIMS: m/z 404 (M.

L] 5

2-(LEEERATE)-7, 8-—F A A -4(5H), 10-—M % -2H-1, 2, 3-
=4, 5-c] (11 ¥ HF 4%

(5a) k5 &G 3@a)HANFX, E2ALTETE (0.2n1) K
HRVTERLE, AN 5-@,5-—FRA-2-HAEFRL)-1H-1,2,3-=
-4-B R TE (S RH) 2) (140ng) #1& 2- (TA/EL A FH)-5-(4, 5-
—FEA-2-HEXTRA)-2H-1,2,3- = -4- 5 B Z & (168ng,
83%), A& L&,

'H-NMR (CDClJ):  0.86 - 0.90 (3H, m), 1.20 - 1.32
(6H, m), 1.44 (3H, t), 1.58 - 1.67 (2H, m), 4.00 (3H, s),
4.03 (3H, s), 4.18 (2H, t), 4.50 (2H, q), 6.20 (2H, s},

7.01 (1H, s), 7.65 (lH, s).
EIMS: m/z 508 (M').

(5b) X 5 &4l 3(3b) MBI t57 X, AT %K (5a) FH &8 2- (T4
EEAETFTRE)-5-(4,5-—FEA2-HEEXFEA)-2H-1,2, 3- =4~
KRB LB (165ng) #& 5-Q-RA-4,5-—FEREXTER)-2-(TLELE
AEFE)-2H-1,2, 3-=4—4-% B 5 (149ng, 96%), A E &b,

'H-NMR (CDCl,): & 0.88 (3H, t), 1.27 (3H, t), 1.31 -

1.43 (64, m), 1.62 - 1.69 (2H, m), 3.66 (3H, s), 3.90

(3H, s), 4.20 (2H, t), 4.34 (2H, q), 6.15 (lH, s), 6.37
(2H, s), 6.50 (2H, brs), §,77 (1H, s).
EIMS: m/z 478 (M').

(5¢c) A 5 34 3(Bc) ME M F X, MP % (3b) P4 &5 5- (2-£&
A4, 5-—FEREAEFHL) 2-(LEABERLEFTE)-20-1,2, 3-= w4~
2B TRg (145mg) 4] 47449 (88mg, 68%), A XER XK.

'H-NMR (DMSO-d,): & 0.83 (3H, t), 1.24 - 1.28 (6H,
m), 1.58 - 1.62 (2H, m), 3.84 (3H, s), 3.86 (3H, s), 4.17
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(2H, t), 6.56 (2H, s), 7.18 (lH, s), 7.65 (lH, s), 11.16
(1H, brs).
EIMS: m/z 432 (M").

LB 6

- (ETABARTH)-7,8-=F R A -4(H), 10- =8 X -2H-
1,2, 3-=" 5[4, 5-c] [11 ¥ H# R L2¥F

(6a) A5 L#4] 3(Ba)aE e F X, 122 A&V & ETE (0. 26ml)
RESATFTRLE, K 5@, 5-—FRE-2-ALXTEEL)-1H-1,2, 3-
= A-B B LE (54 2) (140ng) #4& 2-(ETAE LA FTHE)-5-
(4, 5-—FEL-2-FHEAETEL)-2H-1, 2, 3- =4 -4-5 B L (166mg,
86%), AR EWH.

'H-NMR (CDCl,): & 0.94 (3H, t), 1.35 - 1.41 (2H, m),
1.44 (3H, t), 1.61 - 1.68 (2H, m), 4.00 (3H, s), 4.03
(3H, s), 4.19 (2H, t), 4.50 (2H, q), 6.20 (2H, s), 7.02
(1H, s), 7.66 (lH, s).

EIMS: m/z 480 (M').

(6b) A 55 L4 3(3b) AR & F X, AP % (6a) TH &% 2-(ET
EEAAFTR)-5-4,5-—FRA2-HEAXPEE)-2H-1,2,3-=%-
4-% B T8 (160ng) $1 & 5- (-8 A4, - —FREXFEBA)-2-(ET
SHEAEFTH)-2H-1,2, 3-=-4-K B L& (150mg, 100%), AR E
&g i,

IH-NMR (CDCl,): & 0.83 (3H, t), 1.27 (3H, t), 1.36 -
1.42 (2H, m), 1.65 - 1.69 (2H, m), 3.66 (3H, s), 3.91 (3H,
s), 4.20 (2H, t), 4.34 (2H, q, 6.15 (1H, s), 6.38 (2H,
s), 6.50 (2H, brs), 6.76 (1lH, s).

EIMS: m/z 450 (M').

(6c) VAL 44 3(3c) MBI F X, AP B (6b) T4l &6 5-(2-%K
E-45-—WEAEXTFERL)2-(ETAZARTR)-2H-1,2,3-=%-
4—%&6&%(15%@%}%&&4&4\% (78mg, 64%), A X &EB K.
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'H-NMR (DMSO-d,): & 0.87 (3H, t), 1.28 - 1.36 (2H,
m, 1.55 - 1.62 (2H, m), 3.84 (3H, s), 3.85 (3H, s), 4.18
(2H, t), 6.56 (2H, s), 7.17 (l1H, s), 7.64 (1H, s), 11.16
(LH, brs).

EIMS: m/z 404 (M)-.

L34 T
2-(FFRAEEATA)-7,8-=F & X -4(5H), 10- — & A —2H-
1,2, 3-=m 5[4, 5-c][1] % # 823
(Ta) X5 %34 3(Ba)MANFT A, EEZRATEFHES IM ¥
XERGu)REATHRLE, N 5-¢5-—FTRE-2-HEXTHR
A)-1H-1,2,3-=4-4-B B L& (4&H 2) (700mg) 4% 2- (AL
BEEARFE)-5-(4,5-— PRI 2-FA X FTEE)-2H-1,2, 3- =k -4~
BRLUEL 2-(FREAEL) 5@, - FRE-2-HEAXFRL)-20-
1,2, 3-="-4-Z B LEH 2:1 4% (906mg), AXRFEEK.
'H-NMR (CDCl,): & 1.29 (6H, d), 1.43 - 1.50 (3H, m),
4.01 - 4.04 (6H, m), 4.47 - 4.55 (2/3H, m), 5.28 - 5.35

(1/3H, m), 6.19 (4/3H, s)u 7.01 (2/3H, s), 7.04 (1/3H, s),
7.65 (2/3H, s), 7.67 (1/3H, s).

(Tb) £ F & (Ta) TH &4 2-(FRARRAATHR)-5-4,5-—F 4
E-2-FERAETEERA)-2H-1,2,3- =% 4-BRBRLEL 2-(FRAZL)-
5-(4,5-—FREA2-AE X PEBA)-2H-1,2,3- 24 4-BRLEHN
2:1 B4% (870mg) 5: B 5 £3#4] 3Ba)RHIHF XAFRE. BE &
YRARKEEEEHNL (TR/TCRTE), 73 5-Q-8H1-4,5-=
FTREXFTERA)-2-(FRAERATA)-20-1,2,3-24-4-BR T
Bh 5-(2-RA-4,5-—FAEEFTEA)-2-(FAAFEL)-20-1,2, 3-
e -4-B B LB 4:1 R4 (612ng), A EFE &KX,

'H-NMR (CDCl,): & 1.25 - 1.30 (3H, m), 1.31 (6H,
d), 3.66 (3H, s), 3.90 (3H, s), 4.32 - 4.39 (2H, m), 4.90
'~ 4.96 (4/5H, m), 5.30 - 5.46 (1/SH, m), 6.14 (1H, s),

6.36 (8/5H, s), 6.49 (2H, brs), 6.77 (1H, s).
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(7Tc) k5 £3#4] 3(Bc)MRAHF N, AT E(Tbh) FH & 5-(2-K
A4, 5-—PAEEPHA)2-(FRABRLATE)-20-1,2,3- =~
A-BBLEE 5-(Q2-fA 4,5 —FTAREAXFTEA)-2-(FREAEL)-
H-1,2,3-="-4-5 B LB 4:1 B4 4% (610ng) # &AL ESH
(450mg, 75%), A ERFEH K.

'H-NMR (DMSO-d,): & 1.25 (6H, d), 3.84 (3H, s),
3.85 (3H, s), 4.83 - 4.88 (1H, m), 6.66 (2H, s), 7.18 (1lH,
s), 7.65 (lH, s), 11.18 (lH, s).

LA 8

- (AFBEEFTA)-7,8-—FHaKL-4(5H), 10-—F K -2H-1, 2, 3-
=Zed3f[4, 5-c] (1] EHREF

(8a) A 5 E3#4] 3(3a)ABR eI H X, 1248 X T B K (0. 28nl) K
BRAFTHBTE, M 5@ 5-—FaRAE-2-AEFXFEE)-1H-1,2,3-=
o 4-3 B LB (AR 2) 210mg) W& 2-(RFBALFTR)-5-(4,5-
—WEA-2-AAETRBE)-2H-1,2,3- 24 4-BRRLEHNHATY
(230mg), AZEEKE M.

(8b) k5 L4 3(3b)AMFIEGF X, AT HE(Ba) TH & 2-(XF
BERATE)-5-(4,5-—FRA2-HAXFEAE)-20-1,2,3-= -4~
KRB LEEYREY (230ng) H & 5-C-RE-4,5-—FTAREAXTEA)-
- (EWEBAAFR)-20-1,2, 3-=%4-F B LEHHE*W (195ng),
HEE M.

(8c) A5 L34 3(3c) MR M F X, MF B (8b) T4 &85 5-(2-K
-4, 5-—FREAETEHIL)2-(KAFHRAXFTA)-20-1,2,3-=Z4-4-
$BRLEORE Y 54BN E Y (40ng, ZF FH=EH 56%), H
KEH K.

'4-NMR (DMSO-d,): & 3.82 (3H, s), 3.84 (3H, s),
6.80 (2H, s), 7.14 (1H, s), 7.56 (2H, t), 7.62 (lH, s),

7.72 (1H, t), 8.01 (2H, d), 11.14 (1H, brs).
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L&A 9
2-(AEBREARATR)-7,8-— FRE-4(5H), 10-—F % -20-1, 2, 3~
Zod 3[4, 5-c][1]EF &4 ¥
(Ya) k5 %4 3Q@a)MRAGH A, 22 A AL (0.3Tnl) K
FRAFTRCE, K 5-@,5-—FRE2-HEAXFHBRRE)-1H-1,2,3-=
i -4-B B LR (AR 2) (140mg) #14 2- (ABBEA FH)-5- (4, 5-
ZPEAE-2-HEAETELRA)2H-1,2,3- = —4-% 8 Z & (190mg,
85%), A ExEK &M,
'H-NMR (CDCl,): & Q.88 (3H, t), 1.20 - 1.30 (16H,
m), 1.44 (3H, t), 1.55 -~ 1.65 (2H, m), 2.35 (2H, t), 4.01
(3H, s), 4.03 (3H, s), 4.50 (2H, q), 6.19 (2H, s), 7.03

(lH, s), 7.65 (lH, s).
"EIMS: m/z 562 (M').

(9b) 2k B &4 3(3b)AARA G F K, AT %K (92) FH & 2-(A&
BEERTH)-5-4,5-—FAA-2-ARAXPEL)-2H-1,2,3-=—4-
RBLE (1720g) #4& 5-2-RA-4,5-—FEREXTERE)-2-(AHB
A FHR)-20-1,2, 3=k -4-% B & (157ng, 96%), HX &84,

'"H-NMR (CDCl,): & 0.86 (3H, t), 1.24 - 1.29 (16H,
m), 1.27 (3H, t), 1.55 - 1.65 (2H, m), 2.38 (2H, t), 3.66
(3H, s), 3.90 (3H, s), 4.34 (2H, q), 6.15 (1H, s), 6.36

({2H, s), 6.50 (2H, brs), 6.75 {(1H, s).
EIMS: m/z 532 (M").

(9c) 5 F3E4] 3(3c) MBS F XN, AT HE(9b) ¥4 &6 5-(2-&
A-4,5-—FAEAEXTHE)2-(ABBREATR)-20-1,2,3- == 4
& B L& (150mg) %] & 4744 (95mg, 70%), AKX EH K.

'"H-NMR (DMSO-d,): & 0.83 (3H, t), 1.15 - 1.20
(16H, m), 1.51 (2H, m), 2.41 (2H, t), 3.84 (3H, s) 3.85
(3H, s), 6.54 (2H, s), 7.18 (1H, s), 7.65 (1H, s), 11.17
(1H, brs).

EIMS: m/z 486 (M').
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%4 10

7,8-—WH A -4 (5H), 10-—ME-2- G A X ¥ £)-20-1, 2, 3-
=k 5[4, 5-c] (11K H# & 4%

(10a) A 5 F3&4] 3(3a)faR 6575 X, 122 Az K (0. 49nl) £
FRTRLE, K 5-,5-—FaREA-2-AEXPFRA)-1H-1,2,3-=
-4-B R LE (SRHF 2) (140mg) H& 5- 4, 5-—FREA-2-AA %
Ve ) -2-(F M A X FHA)-20-1,2, 3- = —4- % B T & (194mg,
79%), ARKEM.

"H-NMR (CDCl,): & 0.88 (3H, t), 1.20 - 1.30 (24H,
m), 1.44 (3H, t), 1.55 - 1.59 (2H, m), 2.35 (2H, t), 4.01
(3H, s), 4.03 (3H, s), 4.50 (2H, q), 6.19 (2H, s), 7.03

(1H, s), 7.65 (1H, s).
EIMS: m/z 618 (M").

(10b) A 5 &4 3@Bb)AAR G F X, AT &K (10a) P4 &6 5-
(4,5-—FAE-2-HEEXPEBL)2-(EABEEXFTH)-20-1,2,3-=
i —4-3 B LB (190mg) 41 & 5-(-A A4, 5-—FTEE X FTEL)-2-
(A A THR)-2H-1,2, 3-= 4 -4-% B Z B (158mng, 88‘%) , Ah¥
& 8.

'H-NMR (CDCl,): & 0.88 (3H, t), 1.24 - 1.29 (24H,
m), 1.27 (3H, t), 1.60 - 1.65 (2H, m), 2.38 (2H, t), 3.66
(3H, s), 3.91 (3H, s), 4.34 (2H, ), 6.15 (1H, s), 6.36

(2H, s), 6.50 (2H, brs), 6.76 (1H, s).
EIMS: m/z 588 (M'). '

(10c) A 5 34 3(3c) B H X, A % (10b) T4 4% 5-(2-
A4, 5-—FEEEFTHL)2-(EEBEALFTE)-2H-1,2, 3- = -
4-RK B G F5 (155mg) 4] &4 4% (117Tng, 82%), A X &H K.

'H-NMR (DMSO-d,): &6 0.84 (3H, t), 1.14 - 1.21
(24H, m), 1.51 (2H, m), 2.41 (2H, t), 3.84 (3H, s), 3.85
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(3H, s), 6.54 (2H, s), 7.18 (lH, s), 7.65 (lH, s), 11.18
(LH, brs).
EIMS: m/z 542 (M").
] 11
2-(4-RTHERXAFTH)-7,8-=F £ A& -4(5H), 10- =& & -20-
1,2, 3-=w 3[4, 5-c] [1] ¥ F &4 F
(11a) k5 %£##] 3@Ba) AN X, 1228 4K TEK (0. 36nl)
RELZTELE, AN 5-@,5-—FaAE-2-AREXTEBL)-1H-1,2, 3-
= -4-BRRTE (S84 2) 28mg) A& 2-4-RTHALFHR)-
5-(4,5-— TR A -2-AEAXFTEBE)-20-1,2,3- =% 4- KB LE
(312mg, 80%), A& ¥ & &K.
'H-NMR (CDCl,): & 1.45 (3H, t), 2.05 - 2.14 (2H, m),
2.55 - 2.64 (2H, m), 3.55 - 3.60 (2H, m), 4.02 (3H, s),
4.03 (3H, s), 4.50 (2H, q), ©.22 (2H, s), 7.03 (lH, s),

7.65 (1H, s). _
EIMS: m/z 484 (M").

(11b) 25 £3%4] 3@D)ARAGZX, A 2-(4-KTEHAXTFTE)-
5-(4,5-— VA RA-2-AHAFXFTBA)-2H-1,2,3-=%-4-BRLE
(315mg) # & 5-(2-RHE-4,5-— FAAXRFTREL)-2- - R THARAT
A)-20-1,2,3-==-4-B B TE (270ng, 91%), A X & &5H.

'H-NMR (CDCl,): & 1.24 - 1.29 (3H, m), 2.12 (2H, m),
2.60 (2H, t), 3.58 - 3.61 (2H, m), 3.65 (3H, s), 3.91
(3H, s), 4.34 (2H, q), 6.15 (1H, s), 6.38 (2H, s), 6.51

(2H, brs), 6.74 (1H, s).
EIMS: m/z 454 (M).

(11c) A 5 L34 3(Bc) MBI F R, M 5-2-8K-4,5-—FHAE
APBEA)2-UG-RKTHARLAFTHR)2-1,2,3-=2% 4B R TLE
(270mg) 4 &4 it 45-% (180mg, 74%), AEH&EH XK.
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'H-NMR (DMSO-d,): & 1.96 - 2.03 (2H, m), 2.38 (2H,
t), 3.66 (2H, t), 3.83 (3H, s), 3.85 (3H, s), 6.54 (2H,
s), 7.15 (1H, s), 7.63 (1H, s), 11.14 (1H, brs).

EIMS: m/z 408 (M").

£ 34 12
2-(4-FAXFEHRAEATR)-7, 8- FHL-4(5H), 10- & & -2H-
1,2,3-== 5[4, 5~c][1]EH EL2F
(12a) A 5 £ 341 3(3a) A F 6577 X, 122 A xF A5 X 7 8 £ (223mg)
RELTFTRLE, K 5-@,5-—FAX-2-AEXFEE)-1H-1,2, 3-
Z-A-B B LE (SK4 2) (140ng) 4% 5-4, 5-=—FaX-2-AE
APBRE)2-(4-AEXFBALTFTE)-2H-1,2,3-Z%4-B B LE
(118mg, 56%), % &% 3% & 8K,
H-NMR (CDCl,): & 1.45 (3H, t), 4.00 (3H, s), 4.03
(3H, s), 4.51 (2H, q), 6.48 (2H, s), 7.06 (1H, s), 7.62

(1H, s), 8.20 (2H, d), 8.30 (2H, d).
EIMS: m/z 529 (M').

(12b) A B 34 3(@b)ABRAGF X, AT E (12a) F4 &4 5
(4,5-—FARE-2-FHEXFTBRA)2-U-HAEXTHRELTE)-2H-
1,2,3- = —4-Z B L5 (315mg) W & 5-QQ-RA4,5-—FEAEXEX T
E)-2-(-REXFEBHREALFH)-2H-1, 2, 3- = 4% 8 7% (100mg,
98%), A XiEE M,

'H-NMR (CDCl,): & 1.29 (3H, t), 3.54 (3H, s), 3.89
(3H, s), 4.15 (2H, brs), 4.33 (2H, qg), 6.14 (1H, s), 6.40
(2H, brs), 6.56 (2H, s), 6.56 - 6.67 (2H, m), 6.76 (1H,

s),7.83 - 7.91 (2H, m).
EIMS: m/z 469 (M').

(12c) A5 234 3(3c) AR & F X, AP % (12b) 4146 5-(2-
BRAA_FEAETHRA)-2-U-RAXAFERARXFTH)-20-
1,2,3-="%-4-% & 8 (102ug) #] &4 ML 4% (54mg, 59%), A%

¥ K, 'H-NMR (DMSO-d,): & 3.83 (3H, s), 3.85 (3H, s),
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6.21 (2H, s), 6.56 (2H, d), 6.68 (2H, sy, 7.16 (lH, s),
7.64 (1H, s), 7.67 (2H, d), 11.14 (lH, brs).

EIMS: m/z 423 (M').

LA 13

7,8-—F &K -4(GH), 10-— M A -2- G- RE LR T A)-2H-
1,2, 3-8 5[4, 5-cl [11EF REF

(13a) A 5 £H#4] 3(Ga)MAHF X, {228 EHEK (0. 06ml) K
RETRLE, A 5@, - FaRA2-AEXTHE)-11-1,2,3-=
woA-B B LE (ARH 2) (140mg) HE& 2-RFE-5-(4,5-—FRE
o-FEA X FELA)-20-1,2, 3-= "k —4-FK B L8 (146mg, 92%), A&
¥k &8k,

ly-NMR (CDCl,): & 1.45 (3H, t), 4.00 (3H, s), 4.03

(34, s), 5.98 (2H, s), 7.04 (lH, s), 7.66 (lH, s).
EIMS: m/z 398 (M").

(13b) A 55 4] 3(3b)AARAEHF X, AT &K (13a) FHEHN 2-K]
Wi -5-(4,5-—FRE2-FHEETEE)-20-1,2,3-Z%-4+-BRT
8 (140mg) #1 % 5-(2-f& A -4,5-—FRA X 7 L)-2- K7 A -2H-
1,2, 3-="-4-% % L8 (120mg, 93%), AX R E M.

'H-NMR (CDCl,): & 1.28 (3H, t), 3.66 (3H, s), 3.91
(3H, s), 4.34 (2H, q), 6.15 (3H, s), 6.42 (2H, brs), 6.73
(1H, s).

EIMS: m/z 368 (M).

(13c) L5 L4 3(3c)4R I F X, AF % (13b) T4 &4 5-(2-
EA4 5 —FEEAETHRA)-2-RFA-2H-1,2,3-Z4-4+-BBRLHE
(114mg) # % 2-& F £ -7, 8-=F A% -4(5H), 10-=F % -2H-1,2,3-=
wk 5[4, 5-c] (1] 5 8.2 F (66mg, 66%), AXRFER K.

ly-NMR (DMSO-d,): & 3.84 (3H, s) 3.85 (3H, s),
6.68 (2H, s), 7.17 (1H, s), 7.64 (lH, s), 11.16 (1H,
brs).
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EIMS: m/z 322 (M").

(13d) ¥ ¥ & (13c) ¥ # &8 2-RFA-7,8-=F A X -4(5H), 10-

— A -2H-1,2,3-Z " 5[4, 5-c][1] EHF R LF UTng) T N,N-=¥
A FELE: (5ml). MZ & P A v ET 384042 (10. S5mg) . 48 & (20mg)
Fo R B 47 (34ng). BRAWAE TOCTHEHE 1.5 M. BEBEAE, R
BERRBEFAF ZRABELE, 5 BF5%4k, FEAFEANLSY (41ng,
67%), AREFEHRK.

'H-NMR (DMSO-d,) : o) 3.84 (3H, s), 3.85 (3H, s),
6.83 (2H, s), 7.16 (1H, s), 7.60 (lH, dd), 7.64 (1lH, s),
8.35 (lH, ddd), 8.86 (lH, dd), 9.12 (1H, d), 11.16 (LlH,
brs). .

FABMS: m/z 410 (M +1).

L] 14

7,8-—F & X -4(GH), 10-— 8K -2-(4-w T HE AL T X)-2H-
1,2, 3-=" 3[4, 5-c][11EHF&2F

(14a) A5 £#&4] 13(13d) AR S F X, 122 AFHE (24ng) KE
WMER, AP EQA3c) PHEN 2-RFE-7,8-=FAKX-4(5H), 10-—H
3% -2H-1,2,3- = =k Jf [4, 5-c] [1] % 5 & & ¥ (52ng) H & F H L& %
(30mg, 46%), HEFZ&H K.

'H-NMR (DMSO-d,): & 3.83 (3H, s), 3.85 (3H, s),
6.84 (2H, s), 7.17 (lH, s), 7.64 (1lH, s), 7.87 (2H, d),
8.83 (2H, d), 11.18 (1H, brs).

FABMS: m/z 410 (M +1).

£ 34 15

-(1-F THAEX TK)-7,8-=F &K -4(5H), 10- — 8 X -2H-
1,2, 3= 3[4, 5-c][1]EHF & LF

(15a) A 5 £#4) 3(3a) Rt X, 1224 % A 8 (0. 13nl) =
TR O M) RBKETRAFATRLE, A 5-4,5-=FHE-2-
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AR TRE)-1H-1,2,3-=%4-K B TE (S&# 2) (840mg) H &
-(1-8 T A)-5-(4,5-—FRE2-MA X TR E)-2H-1,2,3- =~
A-BRBR LB (736mg, 74%), HER &K,

'H-NMR (CDCl,): & 1.45 (3H, t), 2.14 (3H, d), 4.0l
(3H, s), 4.03 (3H, s), 4.50 (2H, q), 6.42 (lH, q), 7.06

(1H, s), 7.64 (1H, s).
LCMS: m/z 413 (M' +1).

(15b) ;A B £3%47] 3(3b) AR F X, AF B (15a) ¥4l &5 2-(1-
$LE)-5-@4,5-—FRA2-AEAXFEE)-20-1,2,3- 2% -4-H &K
8 (735mg) #1& 5-(2-f A4, 5-—FREXFHA)-2-(1-4T%)-
oH-1, 2, 3—= 4% B L% (545ng, 80%), A &K & &K,

'H-NMR (CDCl,): & 1.28 (3H, t), 2.28 (3H, d), 3.65
(3H, s), 3.91 (3H, s), 4.35 (2H, q), 6.15 (l1H, s), 6.51

(2H, brs), 6.6 (1H, q), 6.75 (1H, s).
LCMS: m/z 383 (M +1).

(15¢) A 5 4] 3(3c) A& F KX, AF % (15b) ¥4 &4 5-(2-
A4, 5-—FAEXFTERA)-2-(1-RTHE)-20-1,2,3- =% -4-H&
2.5 (540mg) # & 2- (1-£.2.4) -7, 8-—F & X -4 (5H), 10-—8 X -2H-
1,2, 3-=v 3[4, 5-c] [11 £ &5 F (426mg, 90%), HZEFZEHXK.

'H-NMR (DMSO-d,): & 2.20 (3H, d), 3.84 (3H, s).
3.86 (3H, s), 7.18 (1H, s), 7.21 (1H, q), 7.65 (1H, s},

11.19 (1H, s).
FABMS: m/z 337 (M:+l).

(15d) A 5 L34 13(13d) ARG F X, 4228+ T & (0. 023ml)
RBELTFTRCE, AFEA5c) THEH 2-(1-RTX)-7,8-=FAL
~4(5H), 10-=H3 & —2H-1, 2, 3- == 5F [4, 5-c] [1] %5 & % F (67ng) 4]
FFMALEH (32ng, 41%), HERKEH K.

'H-NMR (DMSO-d,): & 1.05 (3H, d), 1.10 (3H, d),
1.88 (3H, d), 2.60 - 2.67 (1H, m), 3.84 (3H, s) 3.85 (3H,
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s), 7.18 (1H, s), 7.23 (1H, q), 7.65 (1H, s), 11.16 (lH,
brs).
LCMS: m/z 389 (MY +1).

L&H] 16

7,8-—FRA-2-(4-FTAEXLBELATFTR)-4(5H), 10-—8M A -
2H-1,2, 3-= " 3[4, 5-c] [11 X F R L%

(16a) A 5 £3#4] 3Ba)ARAHF X, ERARSFTELERX LS
(400mg) 5 EAABE R (0. 88nl) | & HIBE RN — R TR ERRFERKTR T
B, M 5-(4,5-—FRE-2-HAEFEE)-10-1,2, 3-=Z4-4-B K T
B (A f 2) 210mg) H & 5-(4,5-=—F AKX -2-A A X FBE)-2-(4-
PEAXCBEALFTR)-20-1, 2, 3-=4—4-% B & (210ng, 66%),
AERKEH.

'"H-NMR (CDC1,): o) 1.45 (3H, t), 3.61 (2H, s), 3.79
(3H, s), 4.00 (3H, s), 4.03 (3H, s), 4.50 (2H, q), 6.20
(2H, s), 6.84 (2H, d), 7.03 (1H, s), 7.14 (2H, d), 7.64

(1H, s).
LCMS: m/z 528 (M").

(16b) A &5 %k 3&4) 3(3b) MR 695 X, MY B (16a) T H &6 5-
(4, 5-—FRAE-2-AEAXFTEE) 2-G-FREXZHRAL THR)-20-
1,2,3- =" —4-% 8 L& (200mg) # & 5-(-RE-4,5-—FRAXTEE
A)2-(4-FREXCHAETE)-2H-1,2,3- =% 4- B R L&
(180mg, 95%), %% &5k,
'H-NMR (CDCl,): & 1.28 (3H, t), 3.60 (3H, s), 3.64
(2H, s), 3.79 (3H, s), 3.91 (3H, s), 4.35 (2H, q), 6.15
(1H, s), 6.37 (2H, s), 6.50 (2H, brs), 6.73 (lH, s), 6.84

(2H, d), 7.17 (2H, d).
LCMS: m/z 499 (M +1).

(16c) A 5 344 3(3c) B H A, AT %k (16b) P 4144 5-(2-
AA-4,5-—FEREAETERA)2-UG-TFTEAFELBAATH)20-
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1,2, 3— =" -4-% B T 8 (175ng) #] &7 844 (118ng, 75%), A%
& K.

'H-NMR (DMSO-d;): & 3.71 (3H, s), 3.74 (3K,
3.85 (3H, s), 6.56 (2H, s), 6.85 (2H, d), 7.18 (14,
7.18 (2H, d), 7.65 (1H, s), 11.17 (lH, brs).

LCMS: m/z 453 (M’ +1).

s),

s),

b 17

7,8-—FAE-2-N-C2-(N,N-ZFRE)ZEX)E A FTHAAT
#£)-4(5H), 10-=—& A -2H-1, 2, 3-="f [4, 5-c] [1] X & &

(17a) A 5 54 3Q@a)MRAMgF X, ELAKTESTAHAELLSE
(806mg) KB R TR LB, M 5-@4,o-—FERE2-AEX FEi)-1H-
1,2,3- =% -4-B 8B & (4 &b 2) (7T00mg) # & 5-(4, 5-=—F A%~
A K TEAE)2-(-AAFABELRATE)-20-1,2, 3- =% 4-%
Bk B (T78mg, 71%).

ly-NMR (CDCl,): & 1.46 (3H, t),
(34, s), 4.52 (2H, q), 6.34 (2H, s), 7.05 (1H, s), 7.40

4.01 (3H, s), £.03

(24, d), 7.64 (lH, s). 8.30 (2H, cl.

(L) ERAFT, AF K0T THEN 5-4, 5- = FARE-2-#
EETBRE)2-U-AAEAFEATR)-2H-1,2,3- =2 4-RBR T
B (83mg) ¥ — &£ ¥R (I.5ul) & T A NN-Z FRTL K
(0.02ml). BAHEEH 2 . REEZRATRIFRTERE, &5
&, %35 5-(4,5-—FRE-2-HAXFTEEL)-2-(N-C-(N,N-
—PRACA)VRATERAATA)-20-1,2,3- =4 4+-BRLE
(64mg, 85%).

'H-NMR (CDCl,): & 1.43 (3H, t), 2.21 (6H, s), 2.41

(2H, t), 3.20 - 3.30 (2E, m), 4.0 (3=, s), 4.03 (3%, s),

4.49 (2H, q), 5.49 (1H, s), 6.18 (2, s), 7.02 (LH, s),
7.65 (1H, s).

(17c) A 5 L4 3Gb)ARMF X, RFEUT) F4E&4 5
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(4,5-—FRE2-MAEFTHBE)2-(N-C-(N,N-ZFR&HE) TH) &
AOBAEFHA)-20-1, 2, 3-=-4-F 8 L& (59mg) 1 & 5- (-8R A4 -
4,5 = FEAXTEBA)2-(N-C-(NN-ZFEA) TR) REATHE
.9 H)-20-1, 2, 3~ = —4-% B & (56mg, 100%).
'H-NMR (CDCLl,): & 1.25 (3H, t), 2.75 (6H, s), 3.05 -
3.15 (2H, m), 3.58 - 3.68 (2H, m), 3.67 (3H, s), 3.90 (3H,
s), 4.32 (2H, q), 6.15 (1lH, s), 6.37 (2H, s), 6.50 (2H,

brs), 6.75 (1H, s).
FABMS: m/z 465 (M +1).

(17d) 2k 5 £5#%4] 3(3c) A F X, AT HE(17c) FH & 5-(2-
EA4,5-—FARAEFTEHA)-2-(N-C-(NN-ZFEE) ZH)EAT
B A A FHA)-20-1,2,3- = -4-% 8 L& (56mg) ] & A A LAY
(28mg, 56%), A @ &R K. |

'H-NMR (DMSO-d;): & 2.77 (8H, s), 3.10 - 3.20 (2H,
m), 3.35 - 3.45 (2H, m), 3.84 (3H, s), 3.86 (3H, s), 6.49

(2, s), 7.20 (1H, s), 7.65 (1H, s), 7.98 (1H, t), 11.16
(1H, s). ,
EIMS: m/z 418 (M" +1).

x4 18

- (AL BBALFTR)-7, 8-—FAL-4(5H), 10-— B A -2H-
1,2, 3-=m 5[4, 5-c] [11EF & 5F

(18a) A 5 L3#%4] 3(3a) MR 67 A, 122 A {58 — L& (0. 12nl)
REKTRLE, M 5-4,5-—FARE-2-AHEAX7EE)-1H-1,2, 3-
Sk A-B R LE (S RH 2) (255me)H & 2-(CLAAFBBART
2)-5-(4,5-—FAE2-AAEXFEA)-20-1,2,3-= 44+ BRLE
&4 = % (205mg) .

(18b) A B £ #%4] 3(3b)AREA M FH X, AT %K (18a) FH &8 2-(=
LEABBEATR)-5-U,5-=FaA-2-mMA X VEE)-20
1,2, 3-Zv—4-% 8 LE 4 = % (205mg) #1 % 5-(2-R#*-4,5-=F R
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AETEBRRE)2-(CCREBBARLTRE)-20-1,2,3-Z%4- KB T
s 694 = 4 (186mg) .

(18c) 1k B %44 3(3c)ME & N, MAF % (18b) ¥4l &49 5-(2-
RE45-—FTAREAFTERA)2-(ZLAEFHRARATRL)-2H-
1,2, 3- = -4-B 8 LB WA Z % (179ng) ) &4 B4 (T3ng, =
F i =EA 41%).

'"H-NMR (DMSO-d,): & 1.20 (6H, t), 3.84 (3H, s),
3.86 (3H, s), 4.00 - 4.10 (4H, m), 6.41 (2H, d), 7.19
(1H, s), 7.66 (1H, s), 11.18 (1H, s).

FABMS: m/z 441 (M'+1).

L 19
7, 8-—W&AHK-4(5H), 10-—ME-2-(1-G-RAF X &) R %) -2H-
1,2, 3-=w 3[4, 5-c][1]EH&L>
(192) EAA AT, ¥ 5-(4,5-—FRE-2-FAEXFEE)-1H-
1,2,3-Z%-4-BRLE (£ 8F 2) Qlg) o TERR—KEYH
(23mg) EF LK TP (60ml) F. Wz RBEZ FmA FE (0.48ml).
REVETETHHE 10 54, AE TN 1, -FE w4 (1. 07g),
REVETERTHRHE 1054, REVAFTAT RRTERE, REid
THBAbi, F3 2-(1-CR2EEXA)R/E)-5- 4, 5-—FREA-2-
FEAEPEA)-20-1,2,3-Z44-F B L& (2. 35, 78%), AXKE
o
'H-NMR (CDC1,) : 6 0.95 (3H, t), 1.45 (3H, t)( 2.34
-2.46 (2H, m), 4.01 (3H, s), 4.05 (3H, s), 4.50 (2H, q),

6.94 (1H, t), 7.08 (1H, m), 7.09 (1H, s), 7.39 - 7.40 (1H,
m), 7.60 (1H, s), 8.12 (1H, m).

(19b) ¥ ¥ % (19a) PR &0 2-(1- ke g R R) mH)-5-(4, 5-=
WEE-2-FAAEFEA)20-1,2,3-Z%-4-BRLE BTTng) 5T F
X (12n1). BZEZR TN 3-X 5 (1. 6nl). B4k =R 20 A8,
RAMAFAFS ERTBERE, 5 BHskk, 73 5-4,5-=FaHE-
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-FE R X PEEE)2-(1-C-RAZE X&) AX)-20-1,2,3- == -4-%

B LB (280mg), A XRFE .
'H-MMR (CDCl,): & 0.82 - 0.99 (SH, m), 1.44 (3H, t),
1.56 - 1.79 (4H, m), 2.18 - 2.29 (2H, m), 4.00 (3H, s),

4.03 (3H, s), 4.50 (2H, q), 4.54 - 4.60 (l1H, m), 6.62
(1H, t), 7.04 (1H, s), 7.62 (1lH, s).

LCMS: m/z 522 (M).

(19c) X 5 % 3%4] 3(3b)AaR & H X, AFHE(19b) FHEH 5
(4,5-—WRE-2-AAFXTEE)-2-(1--RAEE L) AE)-2H-
1,2,3- =" -4-B R L& (270mg) # & 5- (-84 -4,5-—FRAEXTH
F)-2-(1-G-RE&B A L) AE)-2H-1, 2, 3- =" -4- % B T % (185mg,
HE ey RN 50%), HEEEW.

0.85 (3H, t), 0.92 (3H, t), 0.97

(3H, t), 1.28 (3H, t), 1.57 - 1.67 (4H, m), 2.30 - 2.49

(2H, m), 3.64 (3H, s), 3.90 (3H, s), 4.34 (2H, q), 4.56 -
6.48 (2H, brs), 6.77 (lH, t),

'"H-NMR (CDCL,): &

4.62 (1H, m), 6.14 (lH, s),

6.78 (1H, s).
LCMS: m/z 493 (M" +1).

(19d) A 5 L34 3(3c)AB & F X, MRF E (19c) P4 &8 5-(2-
EA A FEAEPRAE)2-0-C-REBALE)mA)-20-
1,2, 3-="—4-% B 7 & (180ng) #] &4+ A 4% (135mg, 83%), A&

T EH K.
'H-NMR (CDCL,): & 0.84 (3H, t), 0.92 (3H, t),
(3H, €), 1.55 - 1.67 (4H, m), 2.39 - 2.50 (2H, m), 4.00
(3H, s), 4.05 (3H, s), 4.60 (1H, quintet), 6.75 (lH, s),
6.92 (1H, t), 7.88 (lH, s), 9.54 (lH, s).

0.98

LCMS: m/z 447 (M").

x4 20
~-(1-FEAZAE-2-FAR/A)-7,8-—FAEX-4(5H), 10-—F
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E-2H-1,2, 3=k [4, 5-c][1]EH EEF

(20a) E B ART, ¥ 5-(4,5-—FREA-2-AE X FEAh)-1H-
1,2,3-Z4-4-BBRLE (S84 2) (1.07g) foxt FEH#KK— KLY
(53mg) EFE=RKFH (0nl) F. AZRERF AR TE (330mng).
RAOMEEZRTHKE 25 24. AL TN 1, -FE o (T44ng)
Fo KW (5.0nl), REMWEFTETHEF 256 24. AL FIRAFR
A7 (920mg), BRAPEZTBTHHE 3 I8, REWA 21 I 6. RéD
RAEAFTERTERE, 2 BF 4k, 78 2-(-FREBELE-2-7
EAR)-5-4,5-=—FRE-2-AHEXTRE)-20-1,2,3- =% -4-B &K
& (520mg, 34%), A XK EEK.

'H-NMR (CDCl,): & 0.72 (3H, d), 1.05 (3H, d), 1.25
(3H, d), 1.28 (34, d), 1.44 (3H, t), 2.56 (1H, m), 4.00
(3H, s), 4.08 (3H, s), 4.49 (2H, q), 4.85 (1H, m), 6.35
(1H, d), 7.0s6 (1H, s), 7.62 (1H, s).

(202”) ¥ 5-(4,5-—FRE-2-AAXFTEHE)-1H-1, 2, 3- =4~
REBRLE (585 2) (50g) B A LB TE (500ml) F. £ 25CERA
T, AERERTRAF TR Q). RA&WEZEETHHE 20 4.

T&E, G FmAsied (21.4g) o EBR47 (78.9g). #—Fmi
PN 50m]l LT &RFAE, ERFGRAFEREE 60C TFi#AT 45 b
Bt

AR BERTMANLERTE (100nl). RBA4HA 750ml KE&%EH
Kk, RER 20%R[ALAKEZ (500n]) hik. AHEZLKARE TR,
AR ETRE.

BENASKTELES, B2 2-(1-FRAEEAE-2-FERE)-
5-(4,5-—F R A -2-AHEXFTHBA)-2H-1,2,3-=% 4- B R L&
(70.2g, 96.7%). %iL&-He5 H-NMR &5 ¥ % (22) TR & 65404448
.

(202°*) 3 5-(4, 5-—FAE-2-HA X PEL)-1H-1, 2, 3-=-4-
RERTE (A mpl 2) (5.009) B ELBTE (50ml) F. £ 25CHE
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T, AZRERTPRARR 1-8-2-TEAXFAE (8. 34g). #iLH
(2. 14g) Fo sk B 47 (7.89g) . ERHAWEAHEREE 60C T#HF 96 A
B

BIRBERT ALK TE (10nl). B4WAK (75ml) hEH K,
REM 2098 ALHKER (50nl) k. AMEZEARRRETR, £
mET K4,

BRAeMRARKEEGEESL (ETR/LERTE), £ 2-(01-F
REBAFR-2-FEARA)-5-@,5-—FARE-2-BEAETHE)-2H-
1,2, 3-= % -4-% 8 L% (0.89g, 12.3%). ZL&SWH 'H-NMR #5 ¥
% (20a) P H & 9L E-HAR.

(20b) &5 %4 3(3b) ARG F X, AF %K (20a) FHl &4 2-(1-
FRABEEE-2-FRLAR)-5-4,5-—FARA-2-HAEXPEE)-20-
1,2, 3= -4-% 8 T8 (520mg) # & 5- -8R E-4,5-—FREAXTEE
B)-2-(1-FREEEE-2-FPEARA)-2H-1,2,3-2%4-BR L&
(485mg, 99%), HEFE K.

'H-NMR (CDCL,): & 0.85 (3H, d), 1.14 (3H, d), 1.26
(3H, d), 1.28 (3H, t), 1.31 (3H, d), 2.7% (1H, m), 3.81
(3H, s), 3.90 (3H, s), 4.34 (2H, q), 4.86 (1H, m), 6.1.4
‘(lH, s), 6.49 (2H, brs), 6.51 (1H, d), 6.77 (1H, s).

(20c) A 5 L4 3(3c) MR 67 X, AT % (20b) FH &6 5-(2-
RE4 5 FRAXTERL) 2-(1-FRAEEE-2-FAAE)-2H-
1,2, 3-="-4-% & 7. & (485mg) #] &4+ ML 44 (273ng, 62%), A&
¥ & K.

'"H-NMR (CDCl,): & 0.85 (3H, d), 1.15 (3H, d), 1.25
(3H, d), 1.31 (3H, d), 2.80 (1H, m), 4.00 (34, s), 4.05

(3H, s), 4.86 (1H, m), 6.68 (1H, d), 6.73 (1H, s), 7.88
(1H, s), 9.47 (1H, brs).
LCMS: m/z 433 (M +1).

EHA] 21
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- (LEBEEEFTR)-7,8-=—FAHK-4(5H), 10-=FE-20-1,2,3-=
o 5[4, 5-c] [11 £ F & 2F
(21a) A5 £#4] 19(@)AARANF X, 12495 AKE T (45ng)
A2 LEEF (0. 3m) KB AEA 1, -FA k=, K 5-(4,5-=FRE-
-FEREWEEA)-1H-1,2,3- =% 4-BRTE (484 2) (525ng) #
& - (LBEATHR)-5- 4, 5-—FRA-2-AHE X FELL)-20-1, 2, 3-
=wk-4-% Bk K5 (618mg, 98%), A RF & &K,
'H-NMR (CDClg): 1)) 1.45 (3H, t), 2.12 (3H, s), 4.01
(3H, s), 4.03 (3H, s), 4.50 (2H, q), 6.19 (2H, s), 7.04

(1LH, s), 7.65 (1lH, s).
EIMS: m/z 422 (M").

(21b) A B £34] 3(3b) AR F X, AT K (21a) FH&# 2-(T
AL TH)-5-(4, 5-—FREA-2-AERXFEE)-20-1,2,3- =44
HB T (610mg) H & 2-(LBAKFR)-5-C-REA-4,5-=FREF
PELd)- 2H-1,2, 3-=-4-% B & (510mg, 90%), AKX &M,

'H-NMR (CDCl,): & 1.27 (3H, t), 2.15 (3H, s), 3.66
(3H, s), 3.91 (3H, s), 4.34 (2H, 9, 6.15 (lH, s), 6.35

(2H, s), 6.50 (2H, brs), 6.75 (lH, s).
EIMS: m/z 392 (M').

(21c) AL £7#%4] 3Bc)MAHF A, AT & Q1) ¥4 &6 2-(T
ﬁaii“?ﬁ) —o— (2.—"%4%—4, 5_':??‘%%? %%)_ZH—I, 2’ 3—3“’*_4—
% 8 7.8 (492mg) ¥ & 47 M LS4 (360mg, 84%), A X EH K.

'"H-NMR (DMSO-d,): & 2.12 (3H, s), 3.83 (3H, s),

3.84 (3H, s), 6.52 (2H, s), 7.14 (lH, s), 7.63 (lH, s),
11.2 (lH, brs).

EIMS: m/z 346 (M').

L4 22
- (FTERAALFH)-7,8-—FAKE-4(5H), 10-=FM K -2H-1, 2, 3-
=k 5[4, 5-c] [1] £ F E2F
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(22a) A 5 2&4] 19(19a) 48 R 65 7 X, 122 4~ 5] A& % 7 & (12mg)
FoF TEREF (0. 1Tnl) RF AR 1, D-FHE Kk, K 5-(4,5-=F &
R-o-FEREVRRA)-1H-1,2,3-= vk 4- BB L8 (2545 2) (140ng)
HE 2-(FTHAEATR)-5-4,5-—FEA2-MAXTRL)-2H-
1,2,3-=-4-% 8 L& (178mg, 99%), A X & &4.

'H-NMR (CDClJ): o) 1.15 (3H, d), 1.21 (3H, d), 1.45

(34, t), 2.57 - 2.68 (1H, m), 4.01 (3H, s), 4.03 (3H, s),
4.50 (2H, q), 6.20 (2H, s), 7.03 (1H, s), 7.65 (lH, s).

(22b) A %55 4] 3(3b) AR & F X, AF %K (22a) FH &4 2-(GF
TBRAXFTR)-5-4,5-=FTAE-2-HAFXTEE)-2H-1,2,3- =%~
A-B B TE (610mg) # & 5-(2-REA-4,5-—FRAEAEFTHRE)-2-(FT
BLE AT A)-2H-1, 2, 3-=-4-F B L& (510ng, 90%), A K E&GH.

'H-NMR (CDCl,): & 1.18 (6H, d), 1.28 (3H, t), 2.61 -
2.66 (1H, m), 3.65 (3H, s), 3.90 (3H, s), 4.34 (2H, q),

6.15 (1H, s), 6.36 (2H, s), 6.50 (2H, brs), 6.75 (1H,

s) .

EIMS: m/z 420 (M).

(22¢) kL 3#%4) 3(3c)ABREF X, AT % (22b) T4 &% 5-(2-
A4, 5-—FEAEFTHAL)2-(FTHRELXTE)-2H-1,2,3- ==
4-% B T B8 (492mg) 4] & 47 M 464 (360mg, 84%), A X &M XK.

'H-NMR (DMSO-d,): & 1.10 (6H, d), 2.62 - 2.69 (1H,
m), 3.84 (3H, s) 3.85 (3H, s), 6.54 (2H, s), 7.18 (1lH,
s), 7.64 (1H, s), 11.16 (1H, brs).

EIMS: m/z 374 (M').

Lp] 23

- (ETEBAELFR)-7,8-—FAK-4(5H), 10-—& % -2H-1, 2, 3-
=wk5F[4, 5-c] [11EH REF

(23a) 1 5 £34) 19(19a) F A 89 % X, 12 % 4% ALK 7 # (12ng)
FoTEREF (0. 13m1) KRB FEERFe 1|, V-ERX ke, R 5-(4,5-—FHEL
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oA EPEHA)-1H-1,2,3-Z44-B B L& (4 AF 2) (140ng)
HE& 2-(ETEBHARXATR)5-(4,5-=—FERAE-2-AHEXFEL)-2H-
1,2, 3-="-4-% B L& (178mg, 99%), A &K &,
'H-NMR (CDC1,) : 8§ 0.92 (3H, t), 1.44 (3H, t), 1.61
~ 1.71 (2H, m), 2.44 (2H, t), 4.01 (3H, s), 4.03 (3H, s},

4.50 (2H, q), 6.20 (2H, s), 7.03 (lH, s). 7.65 (1H, s).
EIMS: mwm/z 450 (M).

(23b) A 5 £3#4] SGh)AME G F X, AT % (232) FH &6 2-(E
THEAFTR)-5-4,5-—FRA2-AAXTEA)-2H-1,2,3-=7%-
4-3 B T8 (160mg) 41 & 5-(2-R A4, 5-—FREEXFEBAE)-2-(ET
BA A FHR)-20-1, 2, 3-="-4-% B L& (126mg, 83%), A X &6,

'"H-NMR (CDCl,): & 0.95 (3H, t), 1.27 (3H, t), 1.64
-1.70 (2H, m), 2.37 (2H, t), 3.65 (3H, s), 3.91 (3H, s),
4.34 (2H, q), 6.15 (1H, s), 6.36 (2H, s), 6.50 (2H, brs),
6.75 (1H, s).

EIMS: m/z 420 (M').

(23c) 5 L4 3(3c) AR5 F X, MF Bk (23b) F 4144 5-(2-
FA-4,5—FREETHA)2-(ETHRAXFTE)-2H-1,2,8- =%~
4-% B T8 (120mg) 4 %47 A4 (86mg, 80%), A K &HrK.

'H-NMR (DMSO-d,): & 0.87 (3H, t), 1.51 - 1.60 (2H,
m), 2.43 (2H, t), 3.84 (3H, s), 3.85 (3H, s), 6.54 (2H,

s), 7.17 (1H, s), 7.64 (1H, s), 11.2 (lH, brs).
EIMS: m/z 374 (M").

%34 24

-B-BEFBEXTR)-7,8-—F &AL -4(5H), 10- =8 X -2H-
1,2,3-=" 5[4, 5-c][11EHRLF

(24a) A 5 L34 19(19a) HE 85 X, 122 4 %) AR K 7 & (15mg)
Fo ML B —F £ B (520ng) 5 BABLE (0. 91nl) # &6 BEE W =R T
EERNEBERMP 1, U-Bh ke, K 5-4,5-=FRA-2-AEX
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WEEik)-10-1,2,3- =% -4-B B L& (& &# 2) (175ng) ®W& 2-(3-
(FEBA)ABALTR)-5-4,5-—FRE-2-AHEX T E)-2H-
1,2, 8-=nk—4-3% & Z B (148mg, 58%).

'H-NMR (CDCL,) : d 1.44 (3H, t), 2.69 (4H, s), 3.99
(3H, s), 4.02 (3H, s), 4.49 (2H, q), 5.11 (2H, s), 6.19

(2H, s), 7.03 (lH, s), 7.30 - 7.40 (5H, m), 7.63 (1lH,

s).

(24b) A 5 &4 3(3b) A= 3(3c) MR F X, AT %K (24a) TH &
8 2-B-(FEBL)ABELTFTE)-5U5-—FTRE-2-HEXTE
£)-2H-1, 2, 3-= v -4-% B 7.8 (100ng) %l & FH 4% (Tng, 26%).
'H-NMR (DMSO-d,) : ) 2 60 (4H, m), 3.83 (3H, s), 3.85
(3H, s), 6.54 (2H, s), 7.17 (1H, s), 7.64 (1lH, s), 11.16

(1H, s), 12.54 (1H, brs).
FABMS: m/z 405 (M' +1).

L b 25
2-CGREERAAFTH)-7,8-—FHHA-4(5H), 10-=8#*%-2H-1, 2, 3-
= vk 5[4, 5-c] [1]RF REF
(25a) A 55 L4 19(19a) A8 F &5 55 X, 128 5 %) AR F & (15ng)
FoR T HEE L 0. 54n]) REFERM 1, U-BHE sk, K 5-(4,5-=F
AA-2-AXTEA)-1H-1, 2, 3- = —4-FK B LE( 4] 2) (175mg)
HE& -GROLBEARFTR)-5-4,5-—FRA-2-AHEA X FEelk)-20-
1,2,3-=-4-R KR L& (416ng).
'H-NMR (CDCl,): &1.20 - 2.00 (10H, m), 1.44 (3H, t),
2.35 (1H, m), 4.00 (3H, s), 4.03 (3H, s), 4.49 (2H, q,

6.19 (ZH, S), 7.03 (lH, S)/ 7.65 (lH/ s).
FABMS: m/z 491 (M"+1).

(25b) XA 55 L34 3(3b) A= 3(Bc) AR F X, AP % (25a) T4l &
8 2-(RTEARTFTR)-5-4 5~ FRE-2-HEAEXFToA)-2H-
1, 2, 3— =" —4-% B 7. & (200mg) %] &-47 1454 (32mg, 18%).
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'H-NMR (DMSO-d): 61.16 - 1.90 (10H, m), 2.45 (1H,
m), 3.83 (3H, s), 3.85 (3H, s), 6.51 (2H, s), 7.16 (1H,
s), 7.64 (1H, s), 11.15 (1H, s).
FABMS: m/z 415 (M" +1).
kA 26
7,8-—F R A -2-G-F &£ &K-3-%4)-4(5H),10- — 8 % -2H-
1,2, 3-=" 5[4, 5-c][1]EHF & LF
(26a) ¥ 3-/%.83 (3. 1ml) 5 R ¥ 8 = ¥ & (3. 3ml) 8§ =& ¥ 5% (10ml)
BRFTRATPERERE KW (20ng). REWERFGE N —
M, HEER (dnl) A 5-(4, - FRE-2-AAXTEE)-1H-
1,2,3- =" -4-K B TE (4-8F 2) (140mg) # =R F I (2nl) FR& F.
REMAEZTRTHBFE—IE, REALTHAZTE(0.05m1). &E
WRFAF ERATERE, T ER%L, F3 5-4,5-=FHRE-
2-FEREPEEE)-2-(3-FREKXR-3-K)-2H-1,2,3- =% -4-BRLE
(140mg, 78%), A ¥ &H K.
'H-MMR (CDCL,): & 0.75 - 0.79 (6H, m), 1.45 (3H, t),
2.19 - 2.25 (4H, m), 2.97 (3H, s), 4.01 (3H, s), 4.04

(3H, s), 4.49 (2H, q), 7.10 (1H, s), 7.60 (1H, s).
FABMS: m/z 451 (M +1).

(26b) A 5 L4 3(3b) AR 6557 X, AT %K (26a) T4 &4 5-
(4,5-—FRE-2-MAEFFTEL)-2-G-FELEK-3-%£)-20-1, 2, 3-
= 4-B R LE (130ng) 4 & 5-C-£X4,5-—FTREAXFER)-2-
(3-F & A X-3-%)-2H-1, 2, 3- = —4-FK & Z.% (110mg, 91%).

'H-NMR (CDCL,) : 8 0.87 (6H, t), 1.26 (3H, t), 2.33 -
2.45 (4H, n), 3.13_(3H,:s), 3.61 (3H, s), 3.90 (3H, s),
4.33 (2H, q), 6.15 (1H, s), 6.49 (2H, brs), 6.74 (1H,

s).
FABMS: m/z 421 (M" +1).

(26c) EEART, ¥ 5-C-RA4,5-—FARXXFEE)-2-(3
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WA & K-3-4)-20-1,2,3- =% 4- KRR T & (80mg) & T+ A &
(1.5ml). WIEER T ART B4 (20ng). REWEFTETHHE 15
Ok, BRAYRERF ERITELE, BT Ehsid, FHREAL
4% (35mg, 49%), AFXEH K.

'"H-NMR (CDCl,): & 0.87 (6H, t), 2.42 (2H, q), 2.53
(2H, q), 3.13 (3H, s), 4.00 (3H, s), 4.03 (3H, s), 6.66
(1H, s), 7.90 (1H, s), 9.14 (1H, brs).
FABMS: m/z 374 (M').
LA 27
2-(4- T A A F-4-%)-7,8-=F & ¥ -4(5H), 10- = &8 J -2H-
1,2, 3= 5[4, 5-c][11RF E ¥
27a) EEAAT, ¥ 5-4, 5-=—FRA-2-AA X PEL)-1H-
1,2,3-Z-4-% B L& (AHR#4 2) (140mg) fost ¥ EBHR—KEoH
(2mg) B AL TR @nl)F. @ERER T A 455 (0. 14nl)
BR&=0E0.17nl). REBEERTHEHE 2 IH. X—F @i T
st P EER— KA (4.50g). RAVEEZERTHHE 2 M. BE
WRERAF ERTBAE, #A5ERENL RE 2-GTREAR4
A)-5-(4,5-—FRE2-AMEXTEE)-20-1,2,3- 2% 4-BRLE
(160mg, 82%), A X &P XK.
'{-NMR (CDCl,): & 0.90 (6H, t), 1.00 - 1.15 (2H, m),
1.04 (3H, t), 1.26 - 1.28 (2H, m), 1.44 (3H, t), 2.05 -
2.21 (4H, m), 3.10 (2H, q), 4.01 (3H, s), 4.04 (3H, s),

4.48 (2H, q), 7.08 (1H, s), 7.61 (1H, s).
EIMS: m/z 492 (M').

(27b) 1A L 34 3(3b) AR F X, AT H (27Ta) FH &85 2-(4-
LEAFE-A-R)-5-(4,5-—FREA-2-HEAXPEE)-2H-1,2,3-==%
4% B LB (190mg) M & 5-(Q-RA -4, 5-—FARETEE)-2-(4-
LEE F-4-K)-20-1,2, 3-Z " -4- % B L& (160mg, 90%), AXE
& .
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'H-NMR (CDCl,): & 0.95 (6H, t), 1.10 - '1.19 (2H,
m), 1.11 (3H, t), 1.25 (3H, t), 1.35 - 1.38 (2H, m), 2.24
- 2.42 (4H, m), 3.25 (2H, q), 3.61 (3H, s), 3.90 (3H, s),
4.32 (2H, q), 6.15 (lH, s), 6.50 (2H, brs), 6.74 (1lH,
s).

EIMS: m/z 462 (M').

(27c) XA 5 £4) 26(26c) AR &5 X, AT B (27b) PH &6 5-
(-fA4,5-—FRAXTEBRA)-2-(4-TAK E-4-%)-20-1, 2, 3-
v —4-5 B LB (143mg) ¥ &4 M L& (T5ng, 60%), A% & &k
K.

'"H-NMR (CDCl,): & 0.96 (6H, t), 1.11 - 1.19 (2H, m),
1.13 (3H, t), 1.34 - 1.43 (2H, m), 2.30 - 2.38 (2H, m),
2.44 - 2.52 (2H, m), 3.28 (2H, q), 4.00 (3H, s), 4.05
(3H, s), 6.80 (lH, s), 7.90 (1H, s), 9.68 (lH, brs).
FABMS: m/z 417 (M’ +1).

L4 28

2-(LEEFR)-7,8-—F AL -4(5H), 10-—BKX-2H-1, 2, 3-="%
H# 4, 5-cl[1]EH# K L¥

(28a) EEART, ¥ 5-(4,5-—FRE-2-HRAEFEL)-1H-
1,2,3-Z44-Z KR LE (484 2) 210mg) o3t FEHEK—KE4Y
(62mg) EFA—KFHRGul) . AEBREBRTIA_CZAELTR
(0.5m1). R&YE SOCTHHE 2 . BREVAFTAFTERITEL
B, #IT7ERskik, 5 2-(ZAEFTH)-5-¢,5-=FARE-2-7
AEFERA)-20-1,2, 3-= ok —4-F B LB (242mg, 99%), A X EH XK.

'H-NMR (CDCl,): & 1.17 (3H, t), 1.45 (3H, t), 3.55

(2H, q), 4.00 (3H, s), 4.03 (3H, s), 4.49 (2H, q), 5.62

(2H, s), 7.05 (1H, s), 7.64 (1lH, s).
EIMS: m/z 408 (M').

(28b) X5 523641 3(3b)ARRI I X, AT HEK (28a) 41 &45 2-(L
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SAFE)5-(4,5-—FAE-2-MAXTEL)-20-1,2,3- = -4-%
B8 (220mg) #1 & 5-(2-RE-4,5-—FAEAXFTEA)-2-(ZAXT
H£)-20-1,2,3-=m4-B B T8 (178ng, 88%), A K E&H.
'H-NMR (CDC1,): & 1.21 (3K, t), 1.26 (3H, t), 3.63
(3H, s), 3.70 (2H, q), 3.90 (3H, s), 4.43 (2H, q), 5.78

(2H, s), 6.15 (1H, s), 6.50 (2H, brs), 6.73 (1lH, s).
EIMS: m/z 378 (M").

(28c) A5 L4 26 (26c) MF 855 X, AP B (28b) ¥4 &8 5-
2-8A-4,5-—FREAEXFTEA)2-(LRAATFE)-20-1,2,3- =%~
4-3% B TEg (142mg) #) &4 4 b4-4 (116mg, 92%), AF &R K.

'H-NMR (DM.SO-dG): 1) 1.12 (3H, t), 3.64 (2H, qg),
3.83 (3H, s), 3.85 (3H, s), 5.94 (2H, s), 7.13 (lH, s).
7.65 (1H, s), 11.2 (1H, brs).

EIMS: m/z 332 (M').

L) 29

2-(FHRAXFTH)-7,8-—FAKX-4(5H), 10-—8 ¥k -2H-1,2,3-=
w5t [4, 5-c] (1R HF KL2F

(292) X 5 %3&4] 19 (192) AR 7 X, 122 5 %] AKER F & (42ng)
Fo BB (0. 0920]) KEAER 1, -FE —okm, K 5-(4,5-=F &
A-o-mAXFEAL)-1H-1,2,3-Z %4 BBERTE (454 2) (210ng)
& 2-(FAEALAFTR)-5-Q,5-—FREA-2-AHEX PR )-2H-
1,2, 3-="-4-% B 7% (215mg, 85%), A XX & .

'H-NMR (CDCl,): & 1.17 (6H, d), 1.45 (3H, t), 3.74
- 3.80 (1H, m), 4.00 (3H, s), 4.03 (3H, s), 4.49 (2H, q),

5.63 (2H, s), 7.04 (lH, s), 7.64 (1lH, s).
EIMS: m/z 422 (M').

(29b) 1A 5 L4 3(3b) AR B F X, ¥ B (29a) PH £ 2- G+
REXFTE)-5-4,5-—FRE-2-HEXFERL)-2H-1,2,3-=% -4
BB LR (200mg) 41 & 5- (-8 A4, 5-—FERAFXTERL)2-CGFARA
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APR)-2H-1,2,3- =4 -4-% B 78 (190ng), AL &4,

'-NMR (CDCl,): & 1.17 (6H, d), 1.26 (3H, t), 3.63
(3H, s), 3.80 - 3.90 (1H, m), 3.90 (3H, s), 4.43 (2H, q),
5.80 (2H, s), 6.16 (l1H, s), 6.50 (2H, brs), 6.72 (1H,

s).
EIMS: m/z 392 (M').

(29c) A 5 £34] 26 (26c)MA G H X, AT % (29b) F 4] &4 5-
(-8 E-4,5-—FEEAEXTHBA)2-CGrREAFTR)-20-1,2,3- =
~4-3 B LB (180mg) #] &4+ 4% (110mg, 70%), HEZEH K.

'H-NMR (DMSO-d,): & 1.12 (6H, d), 3.84 (3H, s),

3.85 (3H, s}, 3.93 —.3.95 (1H, ), 5.96 (2H, s), 7.18 (1lH,

s}y, 7.66 (1H, s), 11.1 :(lH, brs) .
EIMS: m/z 346 (M").

%34 30

2-(1-(1, 3= ZRE2-HEAELA)2-FEARL)-7,8-—FEAE
-4 (5H), 10-— B & -2H-1,2, 3-= = 4[4, 5-c] [1] EHF R 2%

(30a) A & 24 19(19a) MR &% X, 122 A% T & (0.078ul)
REFRE, KA 5-(4,5-—FRE2-HAEXTEE)-1H-1, 2, 3-="—4-
BBOE (AKH 2) (28mg)HE 2-(1-(1k=2 B A E)-2-FTAA
A)-5-(4,5-=FAE-2-AAXTEA)-2H-1,2,3-=—4- B R L&
(252mg, 61%).

'H-NMR (CDCl,): & 0.82 (3H, d), 1.12 (3H, d), 1.44
(3H, t), 2.64 - 2.81 (1H, m), 4.01 (3H, s), 4.04 (3H, s),
4.50 (2H, q), 6.67 (1H, d), 7.08 (2H, m), 7.41 (1lH, s),

7.59 (1H, s), 8.14 (1lH, m).
LCMS:m/z 517 (M +1).

(30b) A5 £34] 19(19D)BRAHF X, 2RA 1,3-—CRH%-2-
RBE (0. 6ml) R# 3-8, AT Z(30a) PHE& 2-(1-(1—k=2ERE
F)2-FER/E)-5-(4,5-—FTRE-2-HEF pait)-20-1,2,3-=
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" —4-5 B LB (325mg) # & 2-(1-(1, 3-= L RA-2-RAFKAA)-2-
PEEE)-5-4,5-—FARE-2-HEAXFTEAE)-20-1,2,3-Z4-4-%
B LB (165mg, 44%), AXRKE M.
'"H-NMR (CDCl,): & 0.71 (3H, d), 1.08 - 1.25 (9H, m),
1.45 (3H, t), 2.49 - 2.61 (lH, m), 3.38 - 3.63 (8H, m),
4.01 (3H, s), 4.04 (3H, s), 4.50 (2H, g}, 4.92 - 4.94
(l1H, m), 6.38 (1H, d), 7.06 (lH, s), 7.62 (lH, s).

LCMS: m/z 597 (M’ +1).

(30c) L 5 %34 3(3b)faR a9 7 X, M %K (30b) ¥ &65 2-(1-
(1,3-—CEEA2-REBZER)2-FHEARE)-5-U,5-=FAKX-2-7
EEFEBEL)-2H-1,2,3- =% -4-% B L& (240mg) #1 & 5-(Q-K % -
4,5-—FRAXFTBA)-2-(1-(1, - LRAE-2-ARKER)-2-F
EAR/E)-2H-1,2, 3= -4-BK B L& (17Tng, 78%), AXKEW.
1H—NMR (CDClJ): d 0.85 (3H, d), 1.08 - 1.21 (SH,
m), 1.29 (3H, t), 2.75 - 2.81 (lH, m), 3.40 - 3.72 (11H,
m), 3.91 (3H, s), 4.34 (2H, qg), 4.92 ~ 4,97 (1H, m), 6.15

(lLH, s), 6.50 (2H, brs), 6.54 (1H, d), 6.79 (1H, s).
LCMS: m/z 567 (M" +1).

(30d) A5 £3#4] 3(Bc) AR F X, MH HK (30c) ¥4 &4 5-(2-
RE-4,5-—FRAETHE)-2-(1-(,3-— T RE-2-FRAEKEH) -
-F R F/HE)-20-1,2,3- =% 4- KR T & (180ng) H & KA E D
(65mg, 40%), # % & B K.

'H-NMR (cpcl,): & 0.85 (3H, t), 1.09 (3H, t),
1.16 - 1.19 (6H, m), 2.75 - 2.85 (1H, m), 3.38 - 3.66
(8H, m), 4.00 (3H, s), 4.04 (3H, s), 4.88 - 4.93 (1H, m),

6.68 (1H, s), 6.70 (lH, d), 7.88 (1H, s), 9.31 (1H, s) -
FABMS: m/z 521 (M'+1).

%34 31
7,8-—FHE-2-(1-2-C-FELACZERX) CREZEAA)2-FTEA
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£)-4(5H), 10-=8 K -20-1, 2, 3-==Jf [4, 5-c] [1]1 X &%

(31a) 1A 5 &4 19(19b) AR 4 X, 12~ A —H 8 — V& (3. 6ml)
KA 3-REEH A= T (3.8n1), AT %K (30a) FH &89 2-(1-(1-
sk ZAR)-2-FAFE)-5-4,5-—FRE-2-AHEXFHAE)-2H-
1,2,3-Z"-4-% B L& (13. 0g) 41 & 2-(1-(2-(2-FREAZEKL) LA
BER)2-FAAA)S-U,5-—FARE-2-HEAXFEL)-20-
1,2, 3-="-4-% & LB (8. 82g, 52%).

'H-NMR (CDCl,): ¢ 0.72 (3H, d); 1.07 (3H, d), 1.44
(3H, t), 2.50 - 2.65 (1lH, m), 3.36 (3H, s), 3.50 - 3.55
(2H, m), 3.60 - 3.65 (2H, m), 3.65 - 3.75 (2H, m), 4.01

(3H, s), 4.04 (3H, s), 4.20 - 4.35 (2H, m), 4.49 (2H, q),
6.35 (1H, d), 7.07 (1H, s), 7.62 (1lH, s).

(31b) X 5 F54] 3(3b) AR F X, AP % (3la) FH &8 2-(1-
(-2-FERACZEAL)CABZBAR)2-FARE)-5-(4,5- = FRE-
- R EFEEA)2H-1,2, 3-=4-4-B B L& (1. 15g) #1& 5-(2-&%
4, 5-—FREEFTEHL)-2-(1-2-C-FAEAZAR) TAEA ) -
o-F A AHRE)-20-1, 2, 3-=-4-FK BR T (1. 14g, 100%).

'"H-NMR (CDCl,): & 0.85 (3H, d), 1.1S (3H, d), 1.29
(3H, t), 2.70 - 2.85 (1H, m), 3.36 (3H, s), 3.50 - 3.55
(2H, m), 3.60 -~ 3.65 (2H, m), 3.64 (3H, s), 3.69 - 3.75

(2H, m), 3.90 (3H, s), 4.35 (2H, q), 4.20 - 4.40 (2H, m),
6.14 (1H, s), 6.49 (2H, s), 6.53 (1H, d), 6.78 (1lH, s).

(31c) A 5 4] 3(3c)AAR M F X, AT B (31b) F# &4 5-(2-
EE-45-—FERAFRTHRA)2-(1-2-Q-FAAZERX) a8 1
f)-2-FAFA)-2H-1,2,3-Z%-4-HBTE (1. 11g( BX A “1. 11ng
——#F£E) )H &AL Y (T50mg, 75%), A ERKEHEH XK.

'H-NMR (CDCL,): & 0.86 (3H, d), 1.17 (3H, d), 2.75
- 2.90 (1H, m), 3.35 (3H, s), 3.50 - 3.55 (2H, m), 3.60

- 3.65 (2H, m), 3.71 (2H, t), 4.00 (3H, s), 4.07 (3H, s),
4.26 (1H, dt), 4.34 (1H, dt), 6.68 (1H, d), 6.85 (1H, s),
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7.88 (1H, s), 9.%¢ (lH, s).

L AP 32

2-(1-(1,3-—CAFE2-FAREER) 2-FPLAFA)-8-FARA-
7-F 8 K -4 (5H), 10-=— B A -2H-1, 2, 3- == 3[4, 5-c] [1] K H &1 F

(322) A 54 mH 2 MR F X, K 4-G-FRAR-4+FEE-2-
EEFTHRL)-1-G-FEAEFA)-1H-1,2,3- =% -5-B R LE (&
AAl 3, b-1) o 5-(5-FHAK-4-FTRE-2-AMEXFTERE)-1-4-
PAREFR)-1H-1,2,3-Z4-BRTE (484 3, b-2) & 1:1 R
S (2.49) HE 5-G-FRAA -4 FAE-2-AEXFTRE)-1H-
1,2,3- = -4-B R TE (1. 47g, 78%).

'H-NMR (CDCl,): & 1.43 (9H, d), 4.00 (3H, s), 4.47

(2H, q), 4.65 - 4.80 (lH, m), 7.00 (1H, s), 7.66 (1H,

s).

(32b) £-20CTF, @FHE(32) TH &% 5-G-FRAE-4+TFEH
Ro-mAFFERL)-1H-1,2,3-Z %45 R TE (1. 14g) H—RF K%
(17m1) &3 F At W X5 8 — K4S (5Tng) #o 5+ T % (0. 41nl). &
bMAEGRETHRE—IE. ARBERTRAN LLI-EEA %%
(732ng). — W E, t—FGE PN 1,3-—CAE-2-75
(4.70m1). HR EE®RASHZ-30C. AEFRA=K T % (0.70nl).
HBREFEER, REHE 25 M. EXAHFT, ARLEERTRA
0.M EBMALILER B, REXATLE. AER TWERBRAAKERE
AR, ERETERXEN. ARKITRAZLTERPK, 2BEH
AMEFESERKEEBER, B O0.5M k%, ARKEEBR. REHR
20%E KA. ERETAEEN. ZeVRABEKREEEELL (TR
LE/TR), A8 2-0-(L,3-—CRE-2-FAEEAL)-2-FERF
A)-5-(5-FRAKE-4-FRE-2-HEAXTEL)-2H-1,2,3- =% —4-
KB LR (1. 15g).
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1.07 (3H, d), 1.10

'"H-NMR (CDCl,): & 0.71 (3H, d),
m)/ 2.54 -2.65

(3H, t), 1.15 (3H, t), 1.41 - 1.47 (9H,
(1H, m), 3.40 - 3.64 (8H, m), 4.01 (3H, s), 4.49 (2H, q),

4.68 - 4.76 (1H, m), 4.90 - 4.96 (lH, m), 6.39 (1H, d).

7.03 (1H, s), 7.61 (1H, s).
EIMS: m/z 624 (M").

(32b) A L34 3(3b) AR 694 N, AP B (32a) ¥4l &89 2-(1-
(1,3-=LRE-2-RAKER)-2-THEARE)-5-4, 5= FTRE-2-5
EAX P A)-20-1,2,3-Z4- B R T8 (1. 12¢) #1 & 5-(2-&&A-
4,5~ —FREAXFEA)-2-(1-(1,3-—CA&E-2-FEF XL L) -2-F
A AK)-20-1,2, 3- == -4-% Bk Z & (1. 08g, 100%).

'H-NMR  (CDCl,): & 0.85 (3H, d), 1.13 (3H, t), 1.18
(3H, t), 1.23 (6H, 2d), 1.26 (3H, t), 1.49 (3H, d), 2.73 -
2.82 (lH, m), 3.40 - 3.68 (8H, m), 4.09 - 4.17 (;H, m),
4.33 (2H, q), 4.93 - 5.00 (1H, m), 6.13 (1H, s), 6.46

{2H, s), 6.56 (1H, d), 6.83 (1lH, s).
EIMS: m/z 594 (M").

(32¢c) A5 £3#4] 3(3c) AR H X, AF B (32b) ¥4l &85 5-(2-
A4, 55— FEEEPHL)2-(1-1,3-—ZE&X2-FEFERXA)-
-PRFHA)-2H-1,2,3-=%4-F B L8 (1.08g) H & HL& %

(634mg, ¥ Fo5 =% K 65%).

'H-NMR (CDCl,): & 0.85 (3H, d), 1.08 (3H, t), 1.17
(3H, d), 1.18 (3H, t), 1.42 (6H, d), 2.78 - 2.90 (1H, m),
3.36 - 3.66 (8H, m), 4.03 (3H, s), 4.68 - 4.79 (1H, m),
4.90 - 5.00 (1H, m), 6.70 (1H, d), 6.79 (lH, s), 7.90 (1H,
s), 9.74 (lH, s).

EIMS: m/z 548 (M) .

4] 33
- RAEX-2-(1-RrAAZAA-2-FARAL)-T-FAL-
4(5H), 10-—BA X -2H-1, 2, 3-=" 5 [4, 5-c][1] X H &1 *
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(B3) EERAAAT, @WF K (32a) FH&W 5-G-FREAL-4-
PARE-2-FEEETEL)-1H-1,2,3- =4 -4-K B & (8.01g) & A &
(150ml) & T HEMF mA F T (2.9n1) . BE{b4 (3.18g) . 47
(11.69g) F KT B 7 A8 (7. 2nl). BAHAZEE THIE 19.5 5.
BB RBERAW P RARAL LR, BEHWALBRLEFR, ANE
A 20%EKE, ZAKRRETR. AXAEN. ARGV ARK
HEEELEL (TR/LRTLE) , FF 2-(1-FREAELE&-2-FX
AE)-5-G-FREAE4-FTAX2-AEAXTEHA)-20-1,2,3-= -
4-3% B T8 (10. 12g, 89%).

'"H-NMR (CDCl,): & 0.72 (3H, d), 1.05 (3H, d), 1.26
(3H, d), 1.28 (3H, d), 1.44 (3H, t), 2.57 (lH, m), 4.00

(3H, s), 4.49 (2H, q), 4.72 (1H, m), 4.85 (lH, sept.),
6.36 (1H, d), 7.01 (1H, s), 7.60 (lH, s).
TSPMS: 537 (M +1).

(33b) A 5 364 3(3b) AR &G H X, AP B (33a) ¥4 &5 2-(1-
FREBEREA2-FAAR)5-G-FREAE 4+ TREA-2-AEEXTH
H£)-20-1,2,3- =" -4-% 8 L% (10. 12g) 51 & 5- -8 X% -5-FR/EAX
A-FRARTEE)-2-(1-FAREER-2-FTEARE)-2H-1,2,3-=
4B RTE.

'H-NMR (CDCl,): & 0.85 (3H, d), 1.15 (3H, d), 1.22
(6H, d), 1.2 - 1.4 (SH, m), 2.76 (lH, d), 3.87 (3H, s),
4.10 (1H, m), 4.30 (2H, m), 4.88 (1lH, sept.), 6.13 (1H,
s)

s), 6.53 (1H, d), 6.81 (1H,
TSPMS: 507 (M" +1).

(33c) £ OCE KK TF, HF 2, (33b) FH & 5-(2-KA-5-F7A
A4 FTAREXTBRA)2-(-FBAE LA -2-FEREL)-20H-
1,2,3-=%-4-B R LEH L& (100nl) X&EH 3.5 M. RERE
RAY. ARERPMATE, REFARBER. RERA=AYT
RER, RER TWEEBRIMAKRERRBEHR, A 10%EKEF— K.
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REEME. REEN. MERAHARREREBLR, REEEX
Bt (/BB , Bk ALEY (4.028, AT THEEA

45%).
'H-NMR (CcDCl,): & 0.85 (3H, s), 1.16 (3H, d), 1.26
(3H, d), 1.31 (3H, d), 1.42 (64, d), 2.81 (1H, m), 4.03
(3H, s), 4.74 (lH, sept.), 4.86 (lH, sept.), 6.68 (1lH, d),
6.76 (1H, s), 7.90 (1H, s), 9.64 (1H, brs).
FABMS: 461 (M +1).

24 1 £ 33 0EALA WS R EF T ALEX.

L 745 R (& R R? (&% R 0
1 H CH, OCO,CH (CH,) ,
2 H H OCOC (CH,) ,
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* 2
H
H3CO /N\//
Xy
R42 ) \N/N\.(’O _OR33
o] R31/ \R32\'£
g;;‘é,g.] R R3! (% RJ:) R ( BS'E.RM) R

3 OCH, H H CH,CH,

4 OCH, H H CH,CH (CH,) ,

5 OCH, H H (CH,) CH,

6 OCH, H H (CH,) ,CH,

7 OCH, H H CH (CH,),
17a OCH, H H C,H,NO,-p

19 OCH, H CH,CH, CH (CH,CH,),
20 OCH, H 'CH(CH,), CH (CH,),

30 OCH, H CH(CH,), CH (CH,OCH,CH,),
31 OCH, H CH (CH,), (CH,CH,0),CHy
32 OCH (CH,), H CH (CH,), CH (CH,OCH,CH,) ,
33 OCH (CH,), H CH(CH,), CH (CH,) ,
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3
H o
HaCO__~ N—g¢”
X | =N
H3CO. //\\:N,N\/ e R34
© R317 R32‘O
;%g,l R:‘-l (Raz) . R32 (R:-.1) R“

8 H H C.H,

9 H H (CH,) ,oCH,
10 H H (CH,),,CH,
11 H H (CH,) ,C1
12 H H CH,NH,-p
13 H H

)
14 H H 'CN
15 H CH, CH (CH,),
16 H H CH,CH,0CH,-p
21 H H CH,
22 H H CH(CH,),
23 H H (CH,) ,CH,
24 H H (CH,) ,CO.H
25 H H

o
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24
HiCO,_ - N
Haco” X \/r N, Q
o R317 "R32
;E_Zgg,“ r3! (R”) r¥? (Rn) 0

13c H H cl
15¢ H CH, cl
17 H H OCONH ( (CH,) ,N (CH,) ,)
18 H H OPO (OCH,CH,),
26 CH,CH, CH,CH, OCH,
27 (CH,) ,CH,  (CH,),CH, OCH,CH;
28 H H OCH,CH,
29 H H OCH (CH,) .
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#HABH 12 ARG E

$ L 20 464 (50. 0g). $L3E (139.0g). #EHE A %% (HPC-
SL: 6.08). BFEALLE4E (4.0g) fmshi K (9.0g) I A5 RA.
RAOMEE, TR FRHTERAE. MAZEKBRE (.08, 5HE
AL Rt REER, #1785 K2R d0ng L#&H 20 Wi 1 Al.

HAH 2. @HEGHE

H E#p] 20 66 (50. 0g) . L5 (420g) . Z A A4 %% (HPC-SL:
15g). BEFRELHEF4H (10g) Foshif K (30g) M A SRE., REYE
B, T8, #TELAE FIHK. PARBREG 0, 5ZXALS
RA, HEH g HMNEA 100ng £HEF 20 LI mE.

pE R ]

Ko R 1 b, TS T LW L] 20 LEWEFRE
E 0.5 FAHFEERERY. MBERUFEREIHFKRA DR
“h, %5, AHPLC REANZERFIDAKLREAHGILED
HE.EREELE S5 P.ANAE Y 0 RKFEE LT o5 &8 (AUC)
RRZEHATHBKR. LR, ERATHEARNKGHN LS TH 204
SWR AUC b e A E ARG ARH] L eHEH 3 £ 445, EXAT
WAWERS 3 ET4.

%5
AUC
A4 % (umol. hr/L) X & (umol. hr/L)
&A1 0.340. 1 0. 240. 1
LA T 0.940. 1 0. 60. 1
FL 4] 20 1.240.3 1.440.1
RARBBHERFRRE

RS 20 A3 4 EiFhE 0. SNT RS RAAERY. HRE
BEBH S ICRAERDMR (5 8%8) o RL . &%, & 2g/kg £#4) 20
/AEBHEHET, 2 DMAEE KART.
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