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m, 2. 52-2. 63 (1H, m) , 2. 78-2. 82 (4H, m) , 6. 89 (1H, d, | = 7. 5Hz) ,7. 02 (1H, t, ] = 7. 5Hz)
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[0044]  'H-NMR (400MHz, CDC1,) : 6 1. 26-1. 40 (2H, m), 1. 77-2. 02 (6H, m) , 2. 55 (3H, s) ,
2.56-2. 60 (1H,m) , 2. 82-2. 87 (4H,m) , 7. 50 (2H, s) (3) 5,6, 6a,7,8,9- /N& —4H-2- T4
R(7=F VLA NFIR)
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1, 4- ZWELEARRE, 19 BB . H4 0. 380g1-(5,6,6a,7,8,9- /NE —4H-2- FEIMGEE ) &
Bl f¥) 5ml 7K 10m] 1, 4- “REGEH A EI A2 0°C, SR8 I N 2 B il 46 1R 28 LV T, 4 0°C R i
PE 10 B0 AEETE FHCHE L /NI o B RONIREIAHIA 0°C, N 10 % 1 B BB 7K 5
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NTEEER (B 208-209°C ) HIbRiCHAEY) (KFE 88% ).

[0048]  'H-NMR (400MHz, CDC1,) : 6 1.26-1.41 (2H, m), 1. 73-1. 86 (2H, m) , 1. 88-2. 05 (4H,
m) , 2. 54-2. 65 (1H, m) , 2. 82-2. 88 (4H, m) , 7. 64 (2H, s)

[0049]  (4)5,6,6a,7,8,9- /NE —4H-2- JEHSMGFEZ (7 = F L =0 7 3 ¥)

[oo50] [ fk4%K 5]
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AR BE S AFARIAL 2 /NI o O IR 4, 4 P37 R 10mL JE/K DY SR B A #12 0°C,
T 0. 290g S EALAN Iml KW, 7€ 0°C N HEHE 30 738h. 1) SN VR A0 I\ M ATk
R SN K VT, = QR T HUE FK AT KRS VL, 2 5 F T K R B 1
RIS, AR AT Tnl ZBEFN 3ml A, I Eli— . BB HIGE, MR VIR
AW NN LRI RR R SN KT AE 2 AR, 2 S5 LR LB RE L. A HUZE K A 2
KRG D, 2 5 FHTC/KBR R BN 058 o R IRAR, B T 135 RS T 10ml FEE T, A 5ml
WERER, INABI 3 /N BCEVAENG, H — QBERRE, T 2N (1) B R A AR B . KK 2
FH 2N S B K O R e, = SRR . A HLZE FHZK AR S KR IRIE B 2
Ja FHG/K B R AN 58 o 0 IR 4 , I AR R A E IR AL 28 RFTEH s LFR OBE & IE Tkt
=1 : 50) MAT4E4L, 153 0. 260g bridtb &4 (W3 94% ) .

[0053]  'H-NMR (400MHz, CDC1,) : & 1.22-1. 34 (2H, m), 1. 66-1. 80 (2H, m) , 1. 81-1. 93 (4H,
m) , 2. 40-2. 54 (1H, m) , 2. 69-2. 74 (4H, m) , 3. 43 (2H, br-s) , 6. 29 (2H, s)

[0054]  (5)4-[(5,6,6a,7,8,9- /N& ~4H-2- AEALMGIE ) 28 PR ] 2K F R 5

[0055] [ fh2%ak 6]

[0056]

[0057] [ 0.260g 5,6,6a,7,8,9- /& —4H-2— AE IR FENZ ) 10m] FE/K Z5H0 3ml nHLE s
WA 0. 304g AN AR —HREFR (7 V7 S VRE A F 070y F) EERT
PEFE 3 /B R RONIREPI N 2N [ Eh BR/K IS AT 2R YE, H 4R LBsAEL . AHLE
FHZK 10 %6 TR BR B /K 358 7K VR Eh /K AR R ok, 2 e /K B IR 48 o 9Bk 4,
PS5 R &7 — IE CpeidAT 45 i, 153 0. 460g ALt d (JF 8 217-218°C ) bk
WA (B 95% ) .
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[0058]  'H-NMR (400MHz, CDC1,) : 6 1.24-1. 38 (2H, m), 1. 70-1. 84 (2H, m) , 1. 86-1. 99 (4H,
m) ,2.49-2.59 (1H, m), 2. 80-2. 83 (4H, m) , 3. 96 (3H, s),7. 19(2H, s),7. 77 (1H, br-s),
7.90(2H, d, J = 8. 7Hz),8. 12(2H, d, J = 8. THz)

[0059]  (6)4-[(5,6,6a,7,8,9- /& —4H-2- LA IE ) 2 FETIEEEE 1 KPR

[oos0] [ k2= 7]

[0061]

[0062]  [H] 0.093g 4-[(5,6,6a,7,8,9- /N& —4H-2- JEHIAIE ) 2 B ] K F IR IS
1) 10ml SEEEVEA AN 3ml 2N S S A BI KL 7RSI N IRE 3 /. S R NVIR S
VI 2N SR IR A VA Y R R 1, 2 5 R AR EL. A HLZE A& EhKEsE, 2 JE
KRR N T4 PR IRYA, B TSR RV LR 415 - 1E Ot AT E A &, 133 0. 080g 4
Totakg il (H e 283-284°C ) HIbRictb a4 (B 90% ) .

[0063]  'H-NMR (400MHz, CD,0D) : & 1.24-1.37 (2H, m), 1. 73-1. 87 (2H, m) , 1. 88-2. 02 (4H,
m) , 2. 50-2. 60 (1H, m) , 2. 78-2. 83 (4H,m) , 7. 20 (2H, s) , 7. 98 (2H, d, ] = 8. THz) , 8. 14 (2H, d,
J =8.7Hz)

[0064]  'H-NMR (400MHz, DMSO—d,) : & 1. 21-1. 30 (2H,m) , 1. 25-1. 78 (2H, m) , 1. 81—1. 94 (4H,
m) , 2. 43-2. 47 (11, m) , 2. 73-2. 76 (4H,m) , 7. 30 (2H, s) ,8. 01 (2H, d, ] = 8. 6Hz) , 8. 05 (21, d,
J =8.6Hz),10. 15(1H, s) % 2

[0065]  (1)4-[(5,6,6a,7,8,9- /NG —4H-2- AEIBHHE ) FEIE 1 25 5 1R F g

[oos6] [ 4k2% 8]

[0067]

[0068] [ 0. 338g 5,6,6a,7,8,9- 7S& ~4H-2- ALK FFER K 7. bml To/K AR BV A
2. bm1 VAR ELS, INFARIA 4 /N o g R4, 1 P A7 RS T 3ml Jo/K A1 10m1 BiERE
I 0. 259g 4- 2L IR I EEAN 0. 0208 4— — FIRZUIEMERE, i HE 15 /Mo ) VRS
PN 2N [ ERBRKE TR AT 2 2R, Fl GIR OB AEEL . B HLZE K 10 % BRBREH K B
TLFH B 3R KK RIE T, 2 J5 P JC KBBR8t . DRI AR , BTk R I REICAE ENT (B TF
W s CROHS - ECki=1 1 10) T4, 133 0. 478g bricb &4 (E 88% ).
& - IECKETEL &, ARIL s (A 187-189°C ) .

[0069]  'H-NMR (400MHz, CDC1,) : & 1. 26-1.41(2H, m), 1. 74-1. 87 (2H, m) , 1. 89-2. 61 (4H,
m) , 2. 54-2. 64 (1H, m) , 2. 83-2. 88 (4H, m), 3. 91 (3H, s),7.39(2H, s),7. 74(2H, d, ] =
8. THz) , 7. 95 (1H, br-s) ,8. 04 (2H, d, ] = 8. THz)

9
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[0070] (2) 4_[ (57 6,6a,7,8,9- ﬁ% —4H-2- jizﬁlzi%% ) Eﬁ@;ﬁﬂﬁ :| X Eﬁ@é

00711 [ 4k2% 9]

[0072]
N

[0073] ] 0.385g 4-[(5,6,6a,7,8,9- /N& —4H-2- A0 MG 28 ) FWeiE 1 2K IR AR B 1)
25ml LFERIFHR IO 7. 5ml 2N ISR, 76 60°C R HidE 1 /i BCEAHG,

¥R NIRA I 2N [ R R AR TR R R, 2 5 S A . A HLZE F A& b KT

Ui, Z S5 KBBR8 o IR IR 4GS, BT AR R LT8R Ll — IE C i AT E 45 5, 19
£ 0. 348g AT EEN I (> 300°C) MkRidEY (IR 94% ) .

[0074]  'H-NMR (400MHz, CD,0D) : & 1.28-1.41 (2H, m), 1. 76—1. 90 (2H, m), 1. 91-2. 07 (4H,

m) , 2. 56-2. 67 (1H, m) , 2. 88-2. 90 (4H,m) , 7. 47 (2H, s) , 7. 83(2H, d, ] = 8. THz) , 8. 01 (2H, d,

J = 8.7Hz)

[0075]  'H-NMR (400MHz, DMSO-d,) : & 1. 21-1. 34 (2H,m) , 1. 73-1. 99 (6H,m) , 2. 55-2. 66 (1H,

m) , 2. 80-2. 85(4H, m) , 7. 49 (2H, s) , 7. 90 (4H, s), 10. 33 (11, s)

[o076]  f31 3

[0077]  (1)2- % —4-[(5,6,6a,7,8,9- /NE —4H-2- L IBMAE ) ABENL 1 25 F R P AR

foo78] [ 4k2% 10]

[0079]

[0080]  [f] 0. 150g 5,6,6a,7,8,9— /A —4H-2— AE B4 R 1K) Sml Jo /K 4% B H A

Im1 MEBRIES, INFEL 3 /NI o e HS IR AR, 1 P A7 RS T 3ml Jo/K A0 bml BEERE 1,

)\0 129g 2- 9 —4- 2Hk - KPR TR 1 fy 4- Z PREZTE0ERE , 78 208 T HidE— 4%
MYREWIIN 2N [ ER KSR 2 SRR, H QR CBEAEHL . A HLZ 7KL 10 % iR R Bh

7J< TR TR B KA RIS WE , 2 S5 oK IR BR BN T4 o TR IR 4, BT 1S5 R AL AE B AT

CREIFEF 207 ) BATAL, Fs SO B &0 - IE Rl T =4S, 1931 0. 227¢

NTEES (B85 191-193C) HIbric a4 (W 89% ) .

[0081]  'H-NMR (400MHz, CDC1,) : & 1. 25-1. 40 (2H, m), 1. 73-1. 87 (2H, m) , 1. 89-2. 04 (4H,

m), 2. 53-2. 62 (1H, m) , 2. 82-2. 87 (4H, m), 3. 92 (3H, s),7. 31 (1H, dd, J] = 12.9,1. 8Hz),

7.37(2H, s),7. 77 (1H, dd, J = 12.9, 1. 8Hz) , 7. 94 (1H, t, J = 8. 9Hz) , 7. 99 (1H, br—s)

[0082]  (2)2- % -4-[(5,6,6a,7,8,9- /N& ~4H-2- AETWIAEE ) FEE 1 KX F IR

[o083] [ fk2%:K 11]

[0084]

10
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COOH
F

N

[0085]  [i] 0. 221g 2- 9 —4-[(5,6,6a,7,8,9- /NG —4H-2- AL HB4HFE ) ML ] XMl H
Big i) 10ml Z BT P N 2m1 2N S8 B KB 7 53R R Bk 2 /N W 7E 60°C R §ii
PN . JBCE VA EG K ONTR AR 2N [ 3R R K VA T R R, 2 e A A B
HLZ AR 2R /KIS VE, 2 J5 ORI BN T 158 o TR IR 48, ¥ TS R SR O - IE
Ot T E 4 i, 193] 0. 190g HTLEE & (F 8> 300°C ) Btsicb a4 (K 90% ) .
[0086]  'H-NMR (400MHz, CD,OD) : & 1. 27-1. 40 (2H, m), 1. 76-1. 88 (2H, m) , 1. 89-1. 95 (2H,
m) , 1. 96-2. 06 (2H, m) , 2. 55-2. 65 (1H, m) , 2. 84-2. 89 (4H, m) , 7. 46 (2H, s) , 7. 53 (1H, dd, ] =
8.4,2.1Hz),7.80 (1H, dd, J = 13.5,2. 1Hz) , 7. 91 (1H, t, J = 8. 4Hz)

[0087]  'H-NMR (400MHz, DMSO—d,) : 6 1. 21-1. 34 (2H,m) , 1. 74—1. 80 (2H,m) , 1. 83-1. 89 (2H,
m), 1.92-1. 99 (2H, m) , 2. 53-2. 62 (1H, m) , 2. 80-2. 85 (4H, m) , 7. 49 (2H, s) , 7. 65 (1H, dd, | =
8.7,2.1Hz),7.81-7.91 (2H, m) , 10. 51 (1H, s)

[oos8] {3l 4

[0089]  (1)2- %l —4-[(5,6,6a,7,8,9- /N& —4H-2- AT ) FBENL 1 2K F R P IS

[o090] [ fk2&=K 12]

[0091]
N

[0092] [ 0. 150g 5,6,6a,7,8,9- /N4 —4H-2- HEH A F IR 3ml Jo/K K BIFHH A
Im1 MEBRES, INFEAL 3 /NI o S A IR AR, 1 P A 7 RS T 3ml Jo/K A0 5ml mibRE 1,
AN0.142g 2- A -4A-F R PR PR 1y 4- PR EEMENE, 72 B30 T R — 2 1 R WV
BEVTH A 2N B BRI EAT 2 2R, H TR CBEAE . A HLE 7KL 10 % ik R Ah /K
TR AN R KA KIS B, 2 5 FCKBR R BN T4 R IR 4, TSk R A A - IEC
P AT B 4 i, 1330 0. 236g A LA (K5 163.5-165C ) Hbridfba4 (IR 89% ) .
[0093]  'H-NMR (400MHz, CDC1,) : & 1. 27-1. 41 (2H, m), 1. 73-1. 87 (2H, m) , 1. 89-2. 04 (4H,
m), 2. 54-2. 63 (1H, m) , 2. 83-2. 88 (4H, m) , 3. 92 (3H, s) , 7. 38 (2H, m) , 7. 64 (1H, dd, | = 8.4,
2.1Hz),7.84(1H, d, J = 2. 1Hz) , 7. 91 (1H, d, J = 8. 4Hz) , 7. 91 (1H, br-s)

[0094]  (2)2- A -4-[(5,6,6a,7,8,9- /N& —4H-2- AEWIA2E ) FlEIE 1 KF IR

[o095] [ fk2%xK 13]

[0096]

11
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COOH
N : :CI

H

[0097] [ 0.210g 2- %5 -4-[(5,6,6a,7,8,9- /NA —4H-2— EIRMEEE ) LG 1 PR H
BEf 10m] L BIF AP N 2ml 2N (RS SE AL BRI, B S8 S HiH: 3 /i, 2 J5#E 60°C
R 30 R CEVAENG K NIRRT 2N I8 ER KO R IR, 2 5 A
B AHUZE R EhKIE0E, 2 J5 F oKD BB T8 . DREIRYE , B T3k R IR &
s — IE Ot AT B 45 i, 1531 0. 163g A otadt i (MR 281-282°C ) Wkridfba4 (R
81% ).

[0098]  'H-NMR (400MHz, CD,OD) : & 1. 27-1. 41 (2H, m), 1. 76-1. 88 (2H, m) , 1. 89-1. 96 (2H,
m), 1. 97-2. 06 (2H, m) , 2. 56-2. 67 (1H, m) , 2. 85-2. 90 (4H, m) , 7. 46 (2H, s) , 7. 71 (1H, dd, ] =
8.4,2. 1Hz),7.90(1H, d, J = 8. 4Hz),8. 02 (1H, d, ] = 2. 1Hz)

[0099]  'H-NMR (400MHz, DMSO—d,) : 6 1. 21-1. 34 (2H,m) , 1. 73-1. 80 (2H,m) , 1. 82-1. 89 (2H,
m), 1. 92-1. 99 (2H, m) , 2. 56-2. 62 (1H, m) , 2. 80-2. 85 (4H, m), 7. 49 (2H, s), 7. 80-7. 87 (2H,
m),8.05(1H, d, J = 2. 1Hz), 10. 43 (1H, s)

[0100]  #1 5

[o101] (1) 2- 323 4-[(5,6,6a,7,8,9- /NE —4H-2- HAEIIAZE ) FHBEIL 1 2 TR T 5

[o102] [ 4k22 14]

[0103]
N

[0104] [ 0.150g 5,6,6a,7,8,9- /N4 —4H-2- HEH A F IR 1P 3ml Jo/K K BIFHH A
Im1 MEBREES, ANFEL 3 /NI o g M IR AR, 1 P A 7 RS T 3ml Jo/K A0 bml BEERE 1, A
AN 0.128g 2- 25 —4- 20k - KR FEEA 1 ;i 4- Z PR EME, /R T hidE— %
] S SR AR I 2N 3 BRI TR 2 RIRTE, FH 4R L BE 2L . A HLZF /K 10 % fi
PR AN A VTR VAT Eh /K R VKIE VR, 2 5 Fl E /KRN 5 U IR 48, ¥ TSk 2 L &
i — IE O T E 4 50, 1930 0. 223g A LEE R (A 198-199°C) Hbsidtb &9 (e
88% ) o
[0105]  'H-NMR (400MHz, CDC1,) : & 1. 27-1. 41 (2H, m), 1. 73-1. 87 (2H, m) , 1. 89-2. 04 (4H,
m) , 2. 53-2. 63 (1H, m) , 2. 83-2. 88 (4H, m) , 3. 94 (3H, s),7. 24 (1H, dd, ] = 8.7,2. 1Hz),
7.30(1H, d, J = 2. 1Hz) , 7. 37(2H, s) , 7. 81 (1H, d, J = 8. THz) , 7. 85 (1H, br-s) , 10. 87 (1H,
s)
[o106]  (2)2- 323k 4-[(5,6,6a,7,8,9- /NE& —4H-2- AEIRIA S ) B 1 22 TR
[o107]1 [ fk4%:K 15]
[0108]

12
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COOH
I /@
OH

N

[0109]  [7] 0. 208g 2- ¥ —4-[(5,6,6a,7,8,9- /NA —4H-2- AEISIA L ) Pl ] 28 Tk
R 10m] SEERIF I 3ml 2N R AN IR, 76 2500 T ik — 4, 2 J5 £ 60°C
R 2 . B HS, B NIRRT 2N B SRR A RO BRI, 2 5 A2
o B HLZ MR & b /KiEVE, 2 J5 KBRS T8 Ik 4, B Tk R 4R &
i — IE CptiFAT E 45 i, 1331 0. 179g Atk (JF A 267-267.5°C ) bnictb &4 (i
K 90% ) o

[0110]  'H-NMR (400MHz, CD,0D) : & 1.27-1. 40 (2H, m), 1. 76-1. 89 (2H, m) , 1. 90—1. 96 (2H,
m), 1. 97-2. 06 (2H, m) , 2. 55-2. 66 (1H, m) , 2. 84-2. 89 (4H,m) , 7. 22 (1H, dd, ] = 8. 7, 2. 1Hz) ,
7.44(2H, s),7.47(1H, d, ] = 2. 1Hz) , 7. 81 (1H, d, ] = 8. THz)

[0111]  'H-NMR (400MHz, DMSO—d,) : 6 1. 15-1. 33 (2H,m) , 1. 68-1. 80 (2H,m) , 1. 82-1. 89 (2H,
m),1.91-1. 99 (2H, m) , 2. 53-2. 61 (1H, m) , 2. 79-2. 85 (4H,m) , 7. 32 (1H, dd, ] = 8. 7, 2. 1Hz) ,
7.47(2H, s),7.53(1H, d, J = 2. 1Hz) , 7. 74 (1H, d, ] = 8. 7THz) , 10. 29 (1H, s)

[o112]  f1 6

[o113]  (1)2- 53 -4-[(5,6,6a,7,8,9- /N& —4H-2- FEIHAIE ) L ] KR T A8

lo114] [ 4k22 16]

[0115]

[0116] ] 0. 100g 5,6,6a,7,8,9- /N4 —4H-2- HEH A F IR 1Y 3ml Jo/K K BIFHH A
Il MEBREES, ANFENL 3 /NI o g HS IR AR, 1 P A 7 RS T 2ml Jo/K A0 bml BEERE 1,
AN 0.092g 2- FIEI —4- 20 - P TR 1y 4- Z RSN, fE =W ik — 1%
] S N VRE R NN 2N (3R B /K A 2 R, H O R QB ZEEL . HHLUZHZK 10 % Bk
FRAN 7K VRN £ b KR YR VE 2 5 I TC /KR BR BN T 158 I 9K 4, T 135k R H e it
FEEN (BITER OB - IECkE=1 : 5) SHT4ifk, 1330 0. 153g brictb & (&
87% ).

[0117]  'H-NMR (400MHz, CDC1,) : 8 1. 26-1. 41 (2H, m), 1. 73—1. 87 (2H, m) , 1. 89-2. 05 (4H,
m) , 2. 54-2. 63 (1H, m) , 2. 83-2. 88 (4H, m) , 3. 88 (3H, s), 3. 95 (3H, s) ,6. 96 (1H, dd, ] = 8.7,
2. 1Hz),7.39(2H, s),7.83(1H, d, ] = 2. 1Hz),7.85(1H, d, ] = 8. 7THz) , 7. 99 (1H, br-s)
[0118]  (2)2- A4 Fk -4-[(5,6,6a,7,8,9- /NE —4H-2- AEHVIGHEL ) FEEHEG 1 KRR
[o119] [ 4k 17]

[0120]

13



CN 101855199 A WO B 12/45

[0121]  [i] 0. 150g 2- #23E -4-[(5,6,6a,7,8,9- /NE —4H-2- FEIBMHIE ) b 1 X ER
R 10m] SEERTEHRP N 2ml 2N S E AL B 7K 8, 7R3 N I FE 2 /i, 2 5 7E
60°C T HE 2 /NN o BT B ROV IRG Y 2N (1) 3R R KSR Y R R, 2 5 &
. ANLZE MR EoKIEVE, 2 55 KB R AT s IR4a, 1 iR R L1
LM - IECREFAT B 5, 1931 0. 106g ALtk dh (MR 206-208°C ) Wibridib &9 (i1
HT4Y% ) o

[0122]  'H-NMR (400MHz, CD,0D) : 6 1.26-1.41 (2H, m), 1. 78-1. 87 (2H, m) , 1. 88—1. 96 (2H,
m), 1. 97-2. 07 (2H, m) , 2. 55-2. 67 (1H, m) , 2. 85-2. 90 (4H, m) , 3. 94 (3H, s) , 7. 34 (1H, dd, ] =
8.4,2.1Hz),7.47(2H, s),7. 73(1H, d, ] = 2. 1Hz),7. 84 (1H, d, ] = 8. 4Hz)

[0123]  'H-NMR (400MHz, DMSO-d,) : & 1. 21-1. 34 (2H,m) , 1. 74-1. 80 (2H,m) , 1. 84-1. 89 (2H,
m), 1. 92-1. 99 (2H, m) , 2. 52-2. 56 (1H, m) , 2. 80-2. 85 (4H, m) , 3. 78 (3H, s), 7. 35 (1H, d, ] =
8. 1Hz),7.50 (2H, s), 7. 56-7. 62 (2H, m) , 10. 22 (1H, s)

[0124] ] 7

[0125]  (1)6-[(5,6,6a,7,8,9- /NE —4H-2— AEIBMEIE ) 258 FELIE 1 M T 85

[o126] [ 4k 18]

[0127]

COOMe

4

[0128] [ 0. 120g MLLRE —2,5- —FER —5- S 3ml JeACKEIFH NN Iml EAR LS
INFARNAL 3 /NI o IR RS, 4 TSR R T 3ml /KA Iml mEERE A7, I 0. 118g 5,
6,6a,7,8,9- /NE —4H-2- FEIIATEIZ 2m]l TLoK R, 72200 R HiRE 2 /DI 1) OWIR
AN 2N [ R A TRAE 2 R, ] QR O A EL . HHLZ K10 % B R B /K %
T K AT B R K AR B Y, 2 5 F TEKBRBR BN T8 o IR 4R, T 1S 5% ) R AT JE T
(BRI s LR OHE - IECkE=1 © 15) #7414k, 1321 0. 209g bricdtb &4 (HF95% ) »
FHE - E Ol T =g i, 3 3R s (A 150-151°C ) .

[0129]  'H-NMR (400MHz, CDC1,) : & 1. 26-1. 39 (2H, m), 1. 72-1. 85 (2H, m) , 1. 88-1. 99 (4H,
m) ,2.52-2. 59 (1H, m) , 2. 81-2. 86 (4H, m) , 4. 00 (3H, s),7.35(2H, s),8.36(1H, d, J =
8.4Hz),8.49 (1H, dd, J = 8.4,2. 1Hz),9. 18 (1H, d, J = 2. 1Hz) , 9. 85 (1H, br-s)

[0130]  (2)6-[(5,6,6a,7,8,9- /NE —4H-2- EIBME3E ) 2P WL 1 MR

[0131] [ fk2%K 19]

[0132]

14
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COOH

[0133]  |r] 0. 194g 6-[(5,6,6a,7,8,9- /NE —4H-2- AL IE ) Sk AR WEE 1 7% 7P G 1)
10ml ZFERIFH AN 2ml 2N [EEA BN KSR, B30 N HCRE 2 /Nt K [NV IR G4
FH 2N ()R BRKES AT IR M, 2 Ja IS 2. A ALZ - Shokig vk, 2 Ja oK
TR BN T R IRYR, K TR RV LR LG - 1E CBE AT E 45, £33 0. 161g Ry ik
BEEERT (B 252-253°C) HIbric &Y (RE87% ).

[0134]  'H-NMR (400MHz, CDC1,) : & 1. 26-1. 40 (2H, m), 1. 72-1. 86 (2H, m) , 1. 88-2. 00 (4H,
m),2.51-2.61 (1H, m), 2. 82-2. 87 (4H, m) , 7. 36 (2H, s),8. 42(1H, d, J = 8. 1Hz) , 8. 58 (1H,
dd, ] = 8.1,2. 1Hz),9. 26 (1H, d, ] = 2. 1Hz) ,9. 88 (1H, s)

[0135] {4 8

[0136]  (1)6-[(5,6,6a,7,8,9- /NG —4H-2— 425 ) L 1 MR F 8

[0137] [ 4k£2%:K 20]

[0138]

COOMe

[0139] [ 0. 150g 5,6,6a,7,8,9- /NG —4H-2— A4 FER 1K) 3ml T /K 2R B2 W A
Im1 PR IE S INAREIAE 3 /NI 9 IR A, T T AR AR ¥ T 3ml JE/K 20 5ml miEwE 1,
TN 0. 116g 6- Z03E — HHER 1 BE A — v 4- R SEaUIEntbne, Bk — 5. s RE Y m
AN 2N [ ERBR KBS AT 2 IR YE, F SR SR AHLZ 7K 10 % SR ER B 7K VL 7K
e b AR RIS, 2 5 TR RN T4 o DRI GE , TS5 R HEEIRAEENT (JRITH
s LR AR © IECkE=1 @ 15) #7414k, 193 0. 196g bridfb59) (e 81% ). fH
A - IECEEHATES &, R0 A (JF A 148-150°C ) »

[0140]  'H-NMR (400MHz, CDC1,) : & 1. 28-1. 42 (2H, m), 1. 74-1. 88 (2H, m) , 1. 90-2. 05 (4H,
m), 2. 55-2. 64 (1H, m) , 2. 84-2. 89 (4H, m) , 3. 94 (3H, s) , 7. 46 (2H, s) , 8. 35 (1H, dd, ] = 8.7,
2. 2Hz),8.48 (1H, d, J = 8. THz) ,8. 76 (1H, br-s) ,8. 93 (1H, d, ] = 2. 2Hz)

[0141]  (2)6-[(5,6,6a,7,8,9- /NE —4H-2- EIBME3E ) FWElL 1 MR

[o142] [ {b2%:K 21]

[0143]

COOH

15
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[0144]  |7] 0. 195g 6-[(5,6,6a,7,8,9- /NE —4H-2- FERMEHE ) FFEENZ ] HEE F RS Sml
CBERTERT N 2ml 2N (RS AN KV, 78 2500 T Bk 4 /DI B SONIRG Y H 2N i
R Y R, 2 J5 ST 28 A HLZE R A $hoKIE Ve, 2 5 F /K iR e+
Bio WIS, B3R R OB - @A AT ESS W, 152 0. 141g Aotk (5
M>300°C) AR ICAL A (WE T75% )

[0145]  'H-NMR (400MHz, DMSO—d.) : & 1. 20-1. 34 (2H,m) , 1. 68-1. 80 (2H,m) , 1. 82-1. 99 (4H,
m), 2. 55-2. 62 (1H, m) , 2. 78-2. 83 (4H, m) , 7. 58 (2H, s) , 8. 30 (1H, s),8. 31 (1H, s) ,8. 88 (1H,
d, J = 1.8Hz),10. 93 (1H, s)

[o146] 1 9

[0147]1  (1)5-[(5,6,6a,7,8,9- /NE —4H- AL A2 ) 28 ML 1 nibre —2— AR A8
[o148] [ fk2# 22]

[0149]

[0150] ] 0. 132g MERE 2,5 R -2 FEEAY 3ml LR EIZE A A Iml WAREES,
INFAEIAL 3 /NI o Bk IRAR, 1 P13 5 RWEE T 2ml LK ZEF0 2ml AERE H, BRI 0. 130g
5,6,6a,7,8,9- /NA ~AH-2- AEIIAFENZ 1 2m] oK AW, ke 2 /N [ ROV IRE )T
TN 2N (¥ B R AV AT 2 IR, T PR L EAEEL . A HLZE K L 10 %6 B BN K VAT 7K
TR SRR RIEVE, 2 J5 F JE /KR BR AN T8 o ISR 4R, TS Rk R AT 28T (T
W RN - IECki= 1 © 2) #3741k, 153 0. 224g itk &4 (W% 92% ) . F1H
S - IE CREE AT E A, 13 BR S (178-180C ) .

[0151] "H-NMR (400MHz, CDC1,) : 6 1.24-1.38(2H, m), 1. 70-1. 84 (2H, m), 1. 86-1. 99 (4H,
m),2.50-2.57 (1H, m),2.79-2. 82 (4H, m) , 4. 04 (3H, s),7.17(2H, s),7. 86 (1H, br-s),
8.22(1H, d, J = 8.0Hz) ,8. 32(1H, dd, J = 8. 0OHz, 2. 3Hz) ,9. 15(1H, d, J = 1. bHz)

[0152]  (2)5-[(5,6,6a,7,8,9- /N —4H-2- AEALIAIE ) 2 FELE 1 ke —2- PR
[0153] [ 4k2# 23]

[0154]

[0155] 7] 0. 222g 5-[(5,6,6a,7,8,9- /NE —4H-2- AL RMAEE ) 25 AR ] aitng —2- F
2 AR 10m] R BTFEP N 2ml 2N SR B KV, AE S R BERE 3 /NI o e S
IREYIH 2N (R KO Y R IR T, 25 A8 AUz A #KiEvE, 25
FITEIK B R A T o o IR P T AR AR WD LR LG — 1E CobeidbAT B4, 7531 0. 206¢
ARBFLOER R (R 239-240°C ) HIbRid &Y (R 97% ) .

16
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[0156]  'H-NMR (400MHz,DMSO-d,) : & 1. 14-1. 28 (2H,m) , 1. 63—1. 76 (2H,m) , 1. 78-1. 83 (2H,
m), 1. 84-1.92(2H, m) , 2. 40-2. 42 (1H, m) , 2. 71-2. 74 (4H, m) , 7. 27 (2H, s) ,8. 13(1H, d, J =
8. 1Hz),8.40(1H, dd, J = 8. 1,2. 1Hz),9. 13 (1H, d, J = 2. 1Hz) , 10. 32 (1H, s)

[01571 4 10

[0158] (1)5-[(5,6,6a,7,8,9- /NEA —4H-2—- AEHS4A AL ) AL 1 ntbme —2—- AR AR AR
[o159] [ fk2%K 24]

[0160]

COOMe

[0161] [ 0. 120g 5,6,6a,7,8,9- /NE —4H-2— LM F IRV 3ml Jo/K A BV W A
Iml AR EES, INAARIAR 3 /N o PR R4, F4 T A7 R W% T 3ml JE/K 01 bml BERE A7,
BON 0.093g 5- 25 — MERE —2- R AR — f 4- PR SUEEMERE, fi ke — . 1 RVIR
AN 2N [ R BRI 2 R, H TR O ZEEL . A HUZ FZK 10 % BB BN /K %
T 7K VAT B R KK B P, 2 5 F JEK B ER BN T8 o IR 4, T A9k ) RS 2 T
(JRIFER QR OEE - IECki=1 . 2) T4k, 152 0. 162g bricdtb &4 (W 84% ) .
& - ECEUTES b, R0 EE S (FF R 208-209°C ) .

[0162]  'H-NMR (400MHz, CDC1,) : & 1. 23-1. 41 (2H, m), 1. 74-1. 88 (2H, m) , 1. 89-2. 04 (4H,
m),2.56-2. 64 (1H, m),2.81-2. 91 (4H, m),4.00(3H, s),7.42(2H, s),8.09(1H, br-s),
8.17(1H, d, J] = 8. THz) ,8. 57 (1H, dd, J = 87,2. THz) ,8. 73 (1H, d, ] = 2. THz)

[0163]  (2)5-[(5,6,6a,7,8,9- /NA —4H-2— AFIBMEEE ) LI 1 akne —2- iR

[o164] [ fk4=: 25]

[0165]

COOH

[o166] [ 0. 158g 5-[(5,6,6a,7,8,9- /N& —4H-2— 425 ) FBERL ] nbme —2- AR
BRI 10m]l LB VBTN 2ml 2N RS ALK, R 3E N e 3 /DI B SOViR
G 2N B ERBR/K ISR 2R, 2 S5 ST A AHUE A& hKiE e, < M
TARBRR AT o Pk H R4, W TS i RV S BEAT E 45 5, 1931 0. 125g AR IR
m R (CHE R 219-220°C) IbRidt &) (e 82% ) .

[0167] IH—NMR(4OOMHZ,DMSO—d3) :61.19-1.32(2H,m), 1. 71-1. 78 (2H,m) , 1. 82—1. 87 (2H,
m),1.88-1.97(2H, m), 2. 53-2. 60 (1H, m) , 2. 78-2. 83 (4l, m) , 7. 50 (2H, s) ,8. 04 (1H, d, J =
8.4Hz),8.37(1H, dd, ] = 8. 4,2. THz)9. 01 (1H, d, J = 2. 7THz), 10. 55 (1H, s)

[0168] 4] 11

[o169]  (1)5-[(5,6,6a,7,8,9- /NE —4H-2- FEIAEE ) 2 A8 FFELAE 1 mewy —2- AR AR

17



CN 101855199 A WO B 16/45 T

[o170] [ 4k22 26]
[0171]

[0172] [ 0. 083g WEWy —2,5- —FIR —2- NS 3ml JeACK BT NN Iml EARBES
INFARIAL 3 /N o RIS, 4 TSR R T 2ml JE/K AT 2ml mibRE A7, B 0. 080g 5,
6,6a,7,8,9- /NE —4H-2— FEIIATEIL 2m] TLoK AR BikE 3 /Do il R SRS
N 2N [P 3R B /K S AT 2 IR, 2 Ja H G R CBEAEEL . A ALZ FH 7K 10 % Bk BR BN 7K B3 78
IR KA IRIEVE, 2 Ja -G /K B BN 58 o ok Ik, ¥ IS ik R A - IEC
AT E S5, 135 0. 111g AL EEHR (A 221-222°C) Wibridib &9 (IRFE 73% ) .
[0173]  'H-NMR (400MHz, CDC1,) : & 1. 24-1. 38 (2H, m), 1. 70-1. 86 (2H, m) , 1. 88-1. 99 (4H,
m) , 2. 48-2. 59 (1H, m) , 2. 78-2. 83 (4H, m) , 3. 92 (3H, s),7. 14(2H, s),7.53(1H, d, ] =
3.9Hz) , 7. 58 (1H, br-s) , 7. 76 (1H, d, ] = 3. 9Hz)

[0174]  (2)5-[(5,6,6a,7,8,9- /NE —4H-2- M%) 258 Pl 1 wEny —2- iR
fo175] [ 4k2%K 27]

[0176]

[0177] [ 0. 110g 5-[(5,6,6a,7,8,9- /N&l —4H-2- JETPIAHE ) 25 LI ] wEwy —2- /1
FZFEEE) 10m] SEEETEE NN Inl 2N (RSN KIS, 8 200 T e 4 /NN o o [ .
TREWH 2N 1R R VB0 T R IR 1, 2 5 S AR, AHLE AR 3h/KEvE, 2 5
F 7K B R AN 458 o D IR AR, ¥ T AR RV L2 LB — IE TRt AT B 45 dh, 193 0. 093¢
Sk AR E (FE S 281-283°C) MIkRictb & (IE 89% ).

[0178]  'H-NMR (400MHz, DMSO—d.) : 6 1. 18-1. 27 (2H,m) , 1. 66—1. 76 (2H,m) , 1. 77-1. 92 (4H,
m), 2. 44-2. 45 (1H,m) , 2. 71-2. 73 (4H, m) , 7. 22 (2H, s) , 7. 26 (1H, d, ] = 4. 2Hz) , 7. 95 (1H, d,
J = 4.2Hz),10. 17 (IH, s)

[o179]  fi] 12

[0180]  (1)5-[(5,6,6a,7,8,9- /A —4H-2- AFRMA2E ) MELEL 1 BEwy —2- AR R
[o181] [ fL%: 28]

[0182]

N

18



CN 101855199 A WO B 17/45 7

[0183]  [1] 0.100g 5,6,6a,7,8,9- /N& —4H-2— HEH & F IR 1Y 3ml Jo /K A BIF P A
Im1 PR BE S IAETHL 3 /NI IR IR 4E , T BT AR AR T 2ml /K20 2ml mikwg
I 0.076g 5- &2 — WEWy —2- IR BEFI— fy 4- SR BEnkne, Bkt — =% 1 ROVIR
EHT N 2N [P R BRKES AL 2 IR M, 2 5 H LR SRR . A ALZE 7K 10 % ik R4
IKESL 7K LRI 2R K KRB 2 05 FH /KB BR BN 58 o W0 IR 4, I A5 R ) e IR A
M (JRIFEH LBl - IECE= 1 15) SHT4ifk, 153 0. 094g Frictb &4 (%
57% ). FHHEMN — 1IECHed T =L, 52068 & (455 188-189°C ),

[0184]  'H-NMR (400MHz, CDCI,) : 8 1. 34 (2H, td, J = 12.0,3.9Hz),1.72-1. 85 (2H, m),
1. 87-2. 04 (4H, m) , 2. 52-2. 63 (1H, m) , 2. 80-2. 85 (4H, m) , 3. 87 (3H, s),6. 75(1H, d, ] =
4. 2Hz) ,7. 41 (2H, s) , 7. 64 (1H, d, J = 4. 2Hz) , 8. 94 (1H, br-s)

[0185]  (2)5-[(5,6,6a,7,8,9- /N4 —4H-2- JEH IGIE ) FAMERE ] WEwy —2- AR

[o186] [ fk2%a 29]
[ s

[0187]
N

[0188] [ 0.071g 5-[(5,6,6a,7,8,9- /N& —4H-2— AL 4mE ) FBLL ] wEwy —2- AR H
BE1) 5ml ZBERVFHE P AN Iml 2N R EALEN K, 75 60°C R 1t 2 /NI o ¥ [ NVIRA
YIHE 2N ) 3 B KO T R IR, 2 e LR 22 8. AL IR AR HoKIEvE, 2 e G
IKBRER BN T8 o IR B T AR RV L8 Ll — 1IE Qe AT E 450, 1551 0. 043g 4
ToEMPIR AR (I 259-261°C ) [brictb &4 (KE 63% ) .

[0189]  'H-NMR (400MHz, DMSO-d,) : & 1. 20-1.32(2H,m) , 1. 71-1. 78 (2H,m) , 1. 79-1. 87 (2H,
m),1.89-1.98(2H, m), 2. 53-2. 61 (1H, m), 2. 78-2.83 (4H, m) ,6. 90 (1H, d, J = 4.2Hz),
7.52(2H, s),7.54(1H, d, ] = 4. 2Hz) 11. 74 (1H, s)

[0190] 4 13

[0191]  4-[(5,6,6a,7,8,9- /N& —4H-2- GBS MG ) &UBRIESE ] KPR

[o192] [ {k2%:K 30]

[0193]

[0194] % 0. 130g 5,6,6a,7,8,9- /& ~4H-2— AE A4 I I T 5ml MHEme il 2ml oK 26
HL NN 0. 161g 4- SUREBEEL R FRIRFN 1 | 4- R ELE L bne, /=30 Fiid— . THE
£ 60°CJaHiHE 3 /NN, JBCEAHUS, R SRS N N [ sh IR Al 2 R, 2 )5
SR A HLE AR KB, 205 FTOKIRIREN T o DRIk 4E , 4 T3 i R
4R T - I QAT 455, 155 0. 194 MAEENS (JF 5 266-268°C ) HIbRICILE
W (R T5%)
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[0195]  'H-NMR (400MHz, DMSO—d.) : § 1. 06-1. 18 (2H, m) , 1. 54-1. 66 (2H,m) , 1. 70—1. 74 (2H,
m), 1. 78-1. 83 (2H, m) , 2. 32-2. 43 (1H, m) , 2. 55-2. 59 (4H, m) , 6. 58 (2H, s) , 7. 84 (2H, d, ] =
8. 1Hz),8.05(2H, d, J = 8. 1Hz), 10. 14 (1H, s)

[o196] 131 14

[0197] (1) (+)-3a—- F%E -2, 3, 3a,4- PU& —1H- EHR 4%

[o198] [ 4k2~ 31]
[0199]

[0200] ¥4 2. 14g(+)-3a— FI2E -2,3,3a,4,5,6- ANE -1-EWEM (7 =F L /7 ¥ ) [
70m1 JEK VO ST TRA HI 4 0°C, 18 N 1. 62g BIEL B AN 2. 85g AL . I VIR
GBI 3 /AN, 2 JFAEI R 0°C, H IR LBEMRE « 212 AN VKE B AT, 2 5Tt
PEE, B H AR CTEAEE A HLZE HZK LR Eh K AR URIE 3R, 2 I I JE KB R B
T WA, TS RV HERAEENT (ISR s IEC k) #7404, 153 1. 83g 4
et EY (R 97% ) .

[0201]  'H-NMR (400MHz, CDC1,) : & 1. 16 (3H, s), 1. 64 (1H, td, J = 13. 1, 3. 4Hz), 1. 74 (1H,
dt, ] = 12.8,3.4Hz), 1. 79-1. 89 (1H,m) , 1. 92-2. 04 (1H,m) , 2. 10 (1H,dd, J = 17. 1, 6. 3Hz),
2.27(1H, dt, ] = 17.1,2. THz) , 2. 77-2. 83 (2H, m) 5. 89-5. 95 (1H, m) , 6. 45 (1H, dd, ] = 9. 6,
3.0Hz),6.85(1H, d, J = 7. 5Hz) ,6. 92 (1H, d, ] = 7. 5Hz) , 7. 03 (1H, t, ] = 7. 5Hz)

[0202]  (2)3a- A% -2,3,3a,4,5,6- /& —1H- L4

[0203] [ fk4%:K 32]

[0204]

[0205] % 1.83g 3a— 3L -2,3,3a,4- PU& —1H- FEMHEWE T 12ml L, foA 0. 183g
10 % LK, FESVSE FHERE 6 /DI B RNVIRAG Y E L (7 1 b)) BHTidE 2
Jo ¥ PR S TR R 6, T A3 7 R A A T D BRI AE AT (IR 5 1E
ot ) AT, 193] 1. T4g briddb & (IR 94% ) o

[0206]  '"H-NMR (400MHz, CDC1,) : 6 1. 17 (3H, s), 1. 51 (2H, td, J = 13.1,5. 1Hz) , 1. 66 (2H,
dt, ] =13.1,4. 1Hz), 1. 74-1. 86 (2H,m) , 1. 98-2. 14 (2H,m) , 2. 79 (2H, dt, ] = 17. 1, 8. 6Hz) ,
2.91(2H,ddd, J = 17.1,8.1, 3. 5Hz) , 6. 88 (2H, dd, ] = 7. 5,0. 8Hz) , 7. 00 (1H, dd, ] = 8. 1,
6. 6Hz)

[0207]  (3) 1-(6a— 3L —5,6,6a,7,8,9- /NEA —4H-2- AL IRIHIE ) 2

[0208] [ fk2%xK 33]

[0209]
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[0210] £F —10°C F 1] 1.62g S AL 88 Y 26ml — B Ak B B ¥ 9 b o A\ 1. 00ml & Bt 4.
E-10°C RPLEE 20 4080, 2 218 NN 1. T4g % T 15ml WAL R 1 3a- 1 3E -2, 3,
3a,4,5,6- NE -IH- AE I, R T E = AR TR 30 08, 2 B R NIRE Y
ENUKOKT, i OB CEEZEEL. A HLZ A RN 3R A VRS v, 2 Ja B T /K i B a1
Beo PRI, TR R AR ENT (RIFER LR ARG - IETki= 1 & 500) HH4T
afifh, 133 1. 63g(£)-1-(6a- F I -5,6,6a,7,8,9- NE —4H-1- JEMIA 2L ) Sl (R
T7% ) A1 0. 465g brictb &4 (W 22% ) . FHHIE CheTEL 5, BRI L0 (A
100-101.5C ).

[0211]  'H-NMR (400MHz, CDC1,) : & 1. 17 (3H, s), 1. 51 (20, td, J = 13. 0, 4. 8Hz) , 1. 70 (2H,
dt, J = 13.0,4. 1Hz) , 1. 78-1. 89 (2H, m) , 1. 99-2. 15 (2H, m) , 2. 55 (3H, s) , 2. 82 (2H, dt, ] =
17.1,8.6Hz) , 2. 97 (2H, ddd, ] = 17. 3,7.9,3. 3Hz) , 7. 48 (2H, s)

[0212]  (4)6a— L -5,6,6a,7,8,9- NE —4H-2- AETB4 P iE

[0213] [ {b2%:K 34]

[0214]

COOH

[0215] ¥ 9.3ml 2. 5N IS BRI E 2 0°C, A2 A 0. 30ml ¥R, 2 Ji5 A 10ml 1,
4— ZRELERRE, A3 B B . H 0. 409g 1-(6a- FIE -5,6,6a,7,8,9- 7NE —4H-2- 9B
W2t ) CHARY 5ml KL 10ml 1, 4- “REREHTRA H122 0°C, A2 I N 2 B il % 1 25 (Vi
16 0°C R HiHE 30 238D, Z JGAEZE MR NHEHE 1/ 4 RV IREWIVAEIZ 0°C, I 10 % H T
DB B /KSR FH 2N B SRR /K1 R R e, 2 e &2 0. A HLZ K g #h
KK IRIG G, 2 G FHTCKBRBR AN T4 o R IR4E , IR R RV L8 LT — 1E ClediAT 45
i, 13 2 0. 333g A LS (F 213-215°C) BIbRictb &9 (WK 81% ) .

[0216]  '"H-NMR (400MHz, CDC1,) : 6 1. 17 (3H, s), 1. 52 (2H, td, J = 13.1,5. 1Hz) , 1. 70 (2H,
dt, ] =13.1,4. 1Hz), 1. 78-1. 89 (2H,m) , 1. 99-2. 15 (2H,m) , 2. 84 (2H, dt, ] = 17. 3,8. 6Hz) ,
2.97(2H, ddd, J = 17.3,8.1,3. 6Hz) , 7. 62 (2H, s)

[0217]  (5)6a— I3 —5,6,6a,7,8,9- NE, —4H-2—- FEIRIFRENIL

[o218] [ fk2%:K 35]

[0219]
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NHz

[0220]  [f] 0. 165g 6a— Ik -5,6,6a,7,8,9- /NE —4H-2- AEHE BRI 3ml /K ZE R
M Iml SEARBES, AR Al 2 /N o 9IRS, 4 BT A3 5% R0 Sml JE7K VU SR I ¥
AEIZE 0°C, I 0. 140g B FALBII 0. 5ml /KIS, ££ 0°C FHERE 30 20 dh. 11 IR A
N N PRI B AN K B, FH - BRI, LR P K R 3Rk AR v vk, 2 s R
IKBRRAN T4 o R IR, 5 TSR AV T dml ZRAN 2ml KA, IR — 3 . B
HJG, 17 R NIRE P I N R RSB K U 2 2R, 2 5 H R CBEREEL. AAHLE
FH AR LR A B K AR ITE Ve, 2 05 F JC KR R AN T4 o Ik He ik 4, 5 TR 5 RS T 5ml /Y
B, N 3ml 3R ER R, INARIETAL 3 /NI o JECE VA1) FH 10 % OB BR BN /K o V0 15 2 hi vk
H = G, A ALE FK LRI oK RIS VE, 2 i KB B 105t . DR IRk 4a, it
BRI REIRALENT (BIFER AR AN @ ECki= 1 ¢ 50) S 741k, 133 0. 138g
FidEY (B 96% )

[0221]  '"H-NMR (400MHz, CDC1,) : 6 1. 13(3H, s), 1. 46 (2H, td, ] = 12.9,5. 1Hz) , 1. 62 (2H,
dt,J =12.9,4. 1Hz), 1. 71-1. 82 (2H,m) , 1. 94-2. 10 (2H,m) , 2. 69 (2H, dt, ] = 17. 1, 8. 6Hz) ,
2.81(2H, ddd, J = 17.4,8.0,3.5Hz) , 3. 40 (2H, br-s) , 6. 27 (2H, s)

[0222]  (6)4-[(6a— FZE -5,6,6a,7,8,9- /N& —4H-2- AEIMA2E ) &8 MESE ] 2R IR

fis

[0223] [ 4k2= 36]
[0224]

[0225]  [f] 0. 138g 6a— 3L —5,6,6a,7,8,9- /NE —4H-2— AR IR EE L) 5ml TE/K ZEH0 2ml
MHERE TN 0. 177g SALXT 8 — R 5 RS, 7R 2508 R 8 2 /Mo 1) ONIRA 2 N
AN 2N B R R /KBS ATE 2 R IR M, 2 G L8 SBEAHL . A AL FHIK 10 %6 ik BR A1 7K ¥ AL
IR AR SRR IRIEVE, 2 Ja -G /K B BN 58 o ok iR, ¥ I3 ik R H AT - IEC
FE AT B 4 i, 133 0. 205g A LA (A 217-218°C ) Mibridib &4 (8% 82% ) .
[0226]  'H-NMR (400MHz, CDC1,) : 8 1. 16 (3H, s), 1. 50 (2H, td, J = 12.9,5. 1Hz) , 1. 68 (2H,
dt,J=12.9,4. 1Hz), 1. 76-1. 87 (2H,m) , 1. 98-2. 15 (2H,m) , 2. 79 (2H, dt, J = 17. 4, 8. THz) ,
2.92(2H, ddd, J = 17.3,7.9,3. 4Hz) ,3. 96 (3H, s) , 7. 18 (2H, s) , 7. 69 (1H, br—s) , 7. 89 (2H,
d, ] = 8.4Hz),8. 13(2H, d, J = 8. 4Hz)

[0227]  (7)4-[(6a— 1L )-5,6,6a,7,8,9- /NE —4H-2- JEIRIAEE ) 2L BLE ] 25 PR
[0228] [ fk4%:K 37]

[0229]
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COOH
H
N\v(©/

o

[0230] [ 0. 200g 4-[ (6a— 3L -5,6,6a,7,8,9- A —4H-2- AL TRMHIE ) G L P 1 X6
R IR 1K) 10m] Z LRI NN 3ml 2N A SN BRI, €8 S0 Rk 3 /M. #
RNAREYIH 2N () ERER KSR R IR, 2 e S 2. A HLE R 3 KIS vt
ZJE R JC/K OB T o R IRGA, AR R WA OB — KIFAT B 45 4, 1931 0. 167g 4
Tota kil (K 282-283C ) HIbRICALEY (BR 87T% ).

[0231]  'H-NMR (400MHz, CD,0D) : & 1. 17 (3H, s), 1. 49 (2H, td, J] = 12.9,4. 1Hz), 1. 70 (2H,
dt, ] =12.9,4. 1Hz), 1. 76-1. 87 (2H,m) , 2. 02-2. 18 (2H,m) , 2. 78 (2H, dt, J = 17. 3, 8. 6Hz) ,
2.88(2H, ddd, J = 17.1,7.8,3.3Hz) ,7. 18 (2H, s),7.97 (21, d, ] = 8. 4Hz),8. 12(2H, d, J
= 8. 4Hz)

[0232]  'H-NMR (400MHz, DMSO-d) : 6 1. 11(3H, s), 1. 42(2H, td, J = 12.8,4.9Hz),
1.64(2H, dt, J = 12.8,4.0Hz), 1. 71-1. 80 (2H, m) , 1. 93-2. 09 (2H, m), 2. 72 (2H, dt, | =
17.4,8. THz) , 2. 85 (2H, ddd, J = 17.1,7.8,3. 0Hz) , 7. 28 (2H, s) ,8. 01 (2H, d, J = 8. 4Hz) ,
8. 05 (2H, d, ] = 8. 4Hz), 10. 13 (1H, s)

[0233] # 15

[0234]  (1)4-[(6a- FE -5,6,6a,7,8,9- /NG —4H-2— ML ) Pl 1 8 F IR A 8

[0235] [ 4k2#=L 38]

[0236]
N

[0237]  [f] 0. 160g 6a— % -5,6,6a,7,8,9- /NG —4H-2— AE A4 A AR ) 5ml To/K KB IZ I
N 2ml EARBER INFEIA 4 /AN o SR IR AE, B TS i RIS T Aml JEZK AN 2ml atk
WEF1, A 0. 126g 4- 247 - KM FEEHN 0. 010g 4- — FFEZFENENE , Bt 16 /Mo 7] e
NIRE P I 2N [ B KA 2 R, 2 5 H G IR CBE AL . A HLE 7K 10 % ik
PR BN K VR AT B 2R KA VRIS VR, 2 05 S KB R AN T . IR IR 4, BT 1S5k A ) ik i
FENT (BRI BB IECKE=1 . 15) #4744k, 153 0. 160g Frictbay (I
F63% ). HHEN - IECHEATES &, BRI EH S (B 176-178C ).
[0238]  'H-NMR (400MHz, CDC1,) : 6 1. 17 (3H, s), 1. 52 (2H, td, J = 12.9,4. 8Hz) , 1. 71 (2H,
dt, ] = 12.9,4. 2Hz) , 1. 78-1. 90 (2H,m) , 1. 99-2. 16 (2H,m) , 2. 87 (2H, dt, ] = 17. 4, 8. THz),
2.98(2H, ddd, J = 17.4,7.8,3.3Hz),3.91(3H, s),7. 38 (2H, s),7.73(2H, d, ] = 8. 9Hz),
7.94 (1H, br-s) ,8. 04 (2H, d, J = 8. 9Hz)
[0230]  (2)4-[(6a- HIE —5,6,6a,7,8,9- /NG —4H-2- AEIBMHE ) FBEIL 1 KA
[0240] [ fk4%:K 39]
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COOH
o - :

N

[0241]

[0242] [ 0. 158g 4-[ (6a- 3L -5,6,6a,7,8,9- /& ~4H-2- HAETB 4L ) FWERZ | K IR
B 10m] LEEEVER A MA 3ml 2N S A B KB, TR T e 4 /DI B O
TREWIH 2N R BRI YE, 2 S & A . AALE A 3kiE vk, B G
IR BRI 2 Ja Ul R iR 48, K Fr 8 R 1% LG - 1E CReid AT E 4L 4, 1551 0. 134g
HTEORES, (FE S 283.5-285°C ) brictb &4 (W 88% ) .

[0243]  '"H-NMR (400MHz, CD,0D) : 6 1. 20 (3H, s), 1. 53 (2H, td, J = 13.0,5. 0Hz) , 1. 74 (2H,
dt, ] =13.0,4. 1Hz) , 1. 80-1. 91 (2H,m) , 2. 04-2. 21 (2H,m) , 2. 86 (2H, dt, ] = 17. 3,8. 6Hz) ,
3.00(2H, ddd, J = 17.4,7.8,3. 3Hz) , 7. 45 (2H, s), 7. 82 (2H, d, ] = 9. 0Hz) , 8. 00 (2H, d, J
= 9. OHz)

[0244]  'H-NMR (400MHz, DMSO-d) : 8 1. 14 (3H, s), 1. 45 (2H, td, J] = 12.8,4.8Hz),
1.69 (2H, dt, J = 12.8,3.8Hz), 1. 74-1.83(2H, m), 1. 95-2. 11 (2H, m), 2. 81 (2H, dt, J =
17.4,8. THz) , 2. 96 (2H, ddd, ] = 17.0,7.8,2.9Hz) , 7. 45 (2H, s) , 7. 87 (2H, d, ] = 8. 9Hz) ,
7.92(2H, d, ] = 8.9Hz), 10. 34 (1H, s)

[0245]  f4] 16

[0246]  (1)2- 5 —4-[(6a— FI3E -5,6,6a,7,8,9- /NE —4H-2- AETBMA2E ) FIBERL ] KF IR
A i

[0247] [ 4k4%:K 40]

[0248]

N

[0249] [ 0. 150g 6a— FZ%E —5,6,6a,7,8,9- & —4H-2- AEHE L (1 3ml To/K 7%
WA Iml YERREESL AR 3 /e o RIS, 4 T3 R T 2ml JE/KRAN 5ml
mEmE L IO 0. 121g 2 9 —4- 2 2% - KRR FEER 1 4- ZHIREFR0E, 7R =W I
0. W RNIEEW TN 2N [ KA« BRI, 2 5l LR CBEAEL. AHLE
FHZK 10 %6 B B B 7V TR £ B /K AR UGB Ik » 22 Ja G /K BRAM T o el i 4, T3k
K RERFEZNT (BIFER AR AHBE - IECHi= 1 ¢ 15) BT, 193] 0. 226¢ brid
EY (BCE 91% )« ST - IECLEdHT =SS W, R0 EH R (F S 178-180°C ) .
[0250]  'H-NMR (400MHz, CDC1,) : 8 1. 17 (3H, s), 1. 51 (2H, td, J = 12.9,5. 1Hz) , 1. 72 (2H,
dt,J =12.9,4. 1Hz) , 1. 80-1. 91 (2H,m) , 2. 01-2. 17 (2H,m) , 2. 85 (2H, dt, ] = 17. 3,8. 6Hz) ,
2.99 (2H, ddd, ] = 17.6,7.8,3.5Hz) , 3. 92(3H, s) , 7. 30 (1H, dd, ] = 8.4, 2. 1Hz) , 7. 36 (2H,
s),7.77(1H, dd, J = 13. 1,2. 1Hz) , 7. 91 (1H, br-s) , 7. 95 (1H, t, ] = 8. 4Hz)
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[0251] (2) 2- {ﬁ _4_[ (63_ Eﬁ% -5,6,6a,7,8,9- ﬁ% —4H-2- jizﬁlzﬁ%% ) Eﬁ@]ﬂﬁﬂﬂ :l ZﬁEEﬁEﬁ

[0252] [ 4k22 41]

[0253]
N

[0254]  [H] 0. 222g 2- 3 —4-[(6a— F13E -5,6,6a,7,8,9- /N4 —4H-2- JEHN MG I ) I IERE |
25 R S K] 10m]l ZEERVRI P NN 2ml 2N S SN K BT, £ SR R 3ERE 2 /i, 2
JGTE 60°C TR HiE 30 438h. IBCEAHG, B R NVIRE VI 2N [ BB R 2R M, 2 5
HSEAT % AHLZE A $HKEDE, 2 5 I KBRR T s IR4, KRR
H L8 LR - 1ECREFATES g, 1931 0. 173g ALtk dy (A 276-278°C ) Mbridib &
W (IR 81% ).

[0255]  'H-NMR (400MHz, CD,0D) : & 1. 19(3H, s), L. 52 (2H, td, J = 12.9,5. 1Hz), 1. 73 (2H,
dt, ] =12.9,4. 1Hz), 1. 79-1. 91 (2H,m) , 2. 01-2. 20 (2H,m) , 2. 86 (2H, dt, ] = 17. 3,8. THz) ,
3.00(2H, ddd, ] = 17.4,8.0,3.5Hz),7.45(2H, s) , 7. 53 (1H, dd, ] = 8. 7,2. 1Hz) , 7. 80 (1H,
dd, J = 13.7,2. 1Hz),7. 91 (1H, t, J = 8. THz)

[0256]  'H-NMR (400MHz, DMSO-d,) : 8 1. 14(3H, s),1.45(2H, td, J] = 12.9,5. 1Hz),
1.67(2H, dt, J = 12.9,3.9Hz), 1. 74-1. 85(2H, m), 1. 95-2. 11 (2H, m), 2. 82 (2H, dt, J =
17.3,8. THz) , 2. 96 (2H, ddd, ] = 17.3,7.8,3. 3Hz) , 7. 45 (2H, s) , 7. 63 (1H, d, ] = 8. THz) ,
7.79-7.91(2H, m) , 10. 50 (1H, s)

[0257] 5] 17

[0258] (1) 2- & —4-[(6a- F%E-5,6,6a,7,8,9- /NA —4H-2- AEABMHIL ) FIEEAL 1 X AR
A 15

[0259] [ fk2EaK 42]
[0260]

COOMe
| /@[
Ct

N

[0261] [ 0. 150g 6a— FZ%E —5,6,6a,7,8,9- & —4H-2- AEHE FEE 1 3ml ToK FER7F
WM Iml YEARBESL AR 3 /e o RIS, 4 T3 R T 2ml JE/K AN 5ml
MR A, O 0. 133g 2— S —4- IR TR EEH 1 7 4- — B BEnEme , 76 230 T Pt
— o R IREW I 2N [ ERBRKEAE 2 IR M, 2 5 H CIR CIRAEEL. A HLEH
7K 10 % i R AN 7K 8 VAR B 3R KA RIS W s 2 i L C /KB R Bh T4 o DR IR 4, P 1Sk
VARERAEENT CEIFEHR LR AN © IECki= 1 @ 15) B T4k, £330 0. 249¢g bridfL
G (e 96% ) . PR SN - IECHEHT EE &, BRI (KA 157-158C ) .

[0262]  'H-NMR (400MHz, CDC1,) : 8 1. 16 (3H, s), 1. 51 (2H, td, J = 12.9,4. 8Hz) , 1. 71 (2H,
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dt, ] =12.9,4. 1Hz) , 1. 78-1. 89 (2H,m) , 1. 99-2. 15 (2H,m) , 2. 82 (2H, dt, ] = 17. 1, 8. 6Hz) ,
2.96 (2H, ddd, J = 17.3,7.8,3.2Hz),3.91(3H, s),7.36 (2H, s),7.64(1H, dd, ] = 8.7,
2.1Hz),7.84(1H, d, J = 2. 1Hz) , 7. 89 (1H, d, ] = 8. THz) , 7. 98 (1H, br-s)

[0263]  (2)2- % -4-[ (6a- A3 -5,6,6a,7,8,9- /NE —4H-2- AL ) FMERL 1 25 iR

[0264] [ k2% 43]

[0265]
N

[0266] 1] 0. 244g 2—- 5 —4-[ (6a— FIEL -5,6,6a,7,8,9- /NE —4H-2- AEARGEIE ) AL ]
KR AR 10m] LEERIFRP IO 2ml 2N (IS AL AN K, B =0 FBiRE 2 /i, 2
JEAE 60°C TR HiHE L /NI . TBCEREG, ¥ S NVIR- G 2N 1R BR/K S 2R, 2 )5
RSB A HLZE F A& hKiEBE, 2 5 GRSl 4, IR )
M OBR W — IECHEHATE S 4, 193 0. 192g Aotk il (KAl 244-246°C ) Ibridtb&
W (B 82% ) »

[0267]  'H-NMR (400MHz, CD,OD) : 6 1. 19(3H, s), 1. 52(2H, td, J = 12.9,5. 1Hz), 1. 73 (2H,
dt,J=12.9,4. 1Hz), 1. 79-1. 90 (2, m) , 2. 03-2. 20 (2H,m) , 2. 85 (2H, dt, J = 17. 1, 8. 6Hz) ,
3.00(2H,ddd, ] = 17.3,7.7,3.3Hz) ,7.44(2H,s) ,7. 71 (1H,dd, J = 8.7, 1. 8Hz) , 7. 90 (1H,
d, J =8.7Hz),8.02(1H, d, J = 1. 8Hz)

[0268]  'H-NMR (400MHz, DMSO-d,) : 6 1. 13(3H, s),1.45(2H, td, J = 12.9,5. 1Hz),
1.68(2H, dt, J = 12.9,3.9Hz),1.75-1.83(2H, m), 1. 95-2. 10 (2H, m) , 2. 81 (2H, dt, ] =
17.3,8.7Hz),2.96 (2H, ddd, J = 17.1,7.6,3.0Hz) ,7. 46 (2H, s),7.81 (1H, dd, J = 8.7,
1.8Hz),7.87(1H, d, ] = 8. THz) ,8. 04 (1H, d, J = 1. 8Hz), 10. 43 (1H, s)

[0269] 4] 18

[0270] (1) 2- F22& —4-[(6a— H & —5,6,6a,7,8,9- /& —4H-2—- RIS ) L ] K H
1% T s

[0271]1 [ {25 44]

[0272]

COOMe
I /@i
OH

N

[0273]  [A] 0. 150g 6a— 3L -5,6,6a,7,8,9- /NE, —4H-2- AE TR IG FFER Y 3ml Jo/K ZR R

WA Im] TG B S DRI 3 /NI o Sl IR, B BT AR AR DS T 2m] KR AN Bml

AEWE I 0. 120g 2- Fodk —4— 20k - KPR I IRAN 1 F 4— SR AEMEnE , 72 =00 3

B FNIREWHIIA 2N (SRR 2 IR, < S5 O LEEAI. A HUZ

P 10 96 B BR B /K VLR 68 B /K AR TR G, -2 i FH SR Bl 15 o RS R A4 » FIT A5
26
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KPR ZMNT (BIFEH LR O @ IECki= 1 & 15) BH4744k, £33 0. 240g brid
EY (B 97% ) o« RS - IECREATES b SR 0 & (R 179-181°C ) .
[0274]  'H-NMR (400MHz, CDC1,) : 6 1. 16 (3H, s),1.51(2H, td, J = 12.9,4.8Hz), 1. 71 (2H,
dt,J =12.9,3.9Hz),1. 78-1. 89 (2, m) , 1. 99-2. 15 (2H, m) , 2. 83 (2H,dt, J = 17.1,8. 6Hz) ,
2.97(2H,ddd, J = 17.7,7.8,3.3Hz) ,3.94(3H,s) , 7. 24 (1H, dd, ] = 8.7, 2. 1Hz) , 7. 32 (1H,
d, ] =2.1Hz),7.35(2H, s),7.81(1H, d, J = 8. 7Hz) , 7. 88 (1H, br—s) , 10. 87 (1H, s)

[0275]  (2)2- 2k -4-[ (6a- L -5,6,6a,7,8,9- /N & —4H-2- EHIAIE ) WL 1 22
%

[0276] [ fk2%3K 45]

[0277]

COOH
| /@(
OH

N

[0278]  [] 0. 234g 2- F£3E —4-[(6a— 3L -5,6,6a,7,8,9- /NE —4H-2- FEH 4G 2L ) FHIE
fiiz ] ZEFR R AR 10m]l ZEF RIS 2ml 2N (S ALK, 7815 F sk 2 /b
I, Z 546 60°C R iR — 4 JCERH G, R NVIR-E W) 2N 1) R B /K R R R, 2
Ja S %0 ANLZE A ShoKIE Y, 2 5 /K RN T158 o ok, F r i9 k 4R
Y R LB — IE T E A5 A, /331 0. 203g ALttt il (M 244-245°C ) HIARidAL
E (I 90% ) .

[0279]  'H-NMR (400MHz, CD,0D) : & 1. 19 (3H, s), 1. 52(2H, td, J = 12.9,5. 1Hz), 1. 73 (2H,
dt,J =12.9,4. 1Hz), 1. 79-1. 90 (2H,m) , 2. 04-2. 20 (2H,m) , 2. 86 (2H, dt, J = 17. 1, 8. 6Hz) ,
3.00 (2H,ddd, ] = 17.4,7.9,2.9Hz) ,7. 21 (1H, dd, ] = 8.7, 1. 8Hz) , 7. 43 (2H, s) , 7. 46 (1H,
d, J = 1.8Hz),7.81(1H, d, ] = 8. THz)

[0280]  'H-NMR (400MHz, DMSO-d,) : 6 1. 13(3H, s),1.45(2H, td, J = 12.9,5. 1Hz),
1.68(2H, dt, J = 12.9,3.9Hz), 1. 74-1. 84 (2H, m) , 1. 95-2. 11 (2H, m), 2. 81 (2H, dt, | =
17.3,8. 4Hz) , 2. 96 (2H, ddd, ] = 17. 4,7.8,3. 0Hz) , 7. 31 (1H,dd, ] = 8. 7, 1. 8Hz) , 7. 43 (2H,
s),7.51(1H, d, J = 1.8Hz),7. 74 (1H, d, J = 8. THz) , 10. 29 (1H, s)

[0281]  # 19

[0282]  (1)2- 42 —4-[ (6a— 3L —5,6,6a,7,8,9- /N E —4H-2- B4 2E ) FIBERL 1 <
FH % R i

[0283] [ fh2%:K 46]

[0284]

COOMe
o /@
OMe

N
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W Iml MEREIE R, INFARIA 3 /N o R4, 1 TSR RS T 2ml JE/K 2R bml
MERE e, I 0. 087g 2— AL —4- 2058 - 2R MR 1 ;v 4- AR ENLE, /2500
FRERE— . RV IRE NN 2N R KA 2 2R M, 2 G TR A2, H
BLZ 7K S 10 %6 B R A 7K W 98 W R B R KA IRIE T, 2 i L JC /KB R B 45 o kR 4, P
PR ARY AL ZENT (RIFER s LR ONE © IECKE=1 © 5) #7404k, 1351 0. 145g ¥
o EY (3 85% ) .

[0286]  'H-NMR (400MHz, CDC1,) : 6 1. 17 (3H, s), 1. 51 (2H, td, J = 12.9,5. 1Hz), 1. 71 (2H,
dt, ] =12.9,3.9Hz), 1. 78-1. 89 (2H,m) , 1. 99-2. 15 (2H,m) , 2. 82 (2H, dt, ] = 17. 1, 8. 6Hz) ,
2.96 (2H, ddd, J = 17.1,7.8,3.0Hz),3.87(3H, s),3.93(3H, s),6.97(1H, dd, ] = 8.4,
1. 8Hz) ,7. 38 (2H, s),7.82(1H, d, ] = 1.8Hz),7.85(1H, d, ] = 8. 4Hz) , 8. 05 (1H, br—s)
[0287]  (2)2- 42 —4-[ (6a— 3L —5,6,6a,7,8,9- /N & —4H-2- HEIRHA 2L ) FBER% 1 <
R

[o288] [ fk2%xK 47]

[0289]

COOH
o /@
OMe

N

[0290]  [i] 0. 143g 2- 4 IE —4-[ (6a— I -5,6,6a,7,8,9- NG —4H-2- FEIRMEE ) H
Efg 1 25 R FR S 1K) 10m] LRI 2ml 2N (S S8 AL AN K s 8, 78 550 R 3EEE 2 /)
I, Z S5 AE 60°C N HidE 2 /Nt o JRCE VG 4 S NVR-S W) 2N 1 ER B /K iR 1 R IR
RS AR AHLZ MR #hKEVE, 2 5 - JCKBR R T8 s 4a, 4 19
H 48 Ll — 1ECei AT 4 i, £33 0. 110g A Je kil (I8 184-186°C ) HIbricib&
W (3 80% ) o

[0291]  'H-NMR (400MHz, CD,OD) : & 1. 23 (3H, s), 1. 53 (2H, td, J = 12.9,4. 9Hz) , 1. 74 (2H,
dt,J=13.1,4.0Hz),1.80-1.91 (2H,m) , 2. 05-2. 21 (2H,m) , 2. 87 (2H, dt,J = 17. 1, 8. 6Hz) ,
3.01(2H,ddd, J = 17.4,7.9,3.5Hz) ,3.94(3H, s) , 7. 34 (1H, dd, ] = 8.7, 2. 1Hz) , 7. 46 (2H,
s),7.73(1H, d, ] = 2. 1Hz) , 7. 84 (1H, d, J = 8. THz)

[0292]  'H-NMR (400MHz, DMSO-dy) : 8 1. 14 (3H, s),1.46 (21, td, J] = 12.9,5. 4Hz),
1.69 (2H, dt, J = 12.5,3.8Hz),1.75-1. 85(2H, m), 1. 95-2. 01 (2H, m), 2. 82(2H, dt, J =
17.4,8. THz) ,2.96 (2H, ddd, J = 17.3,7.7,3.3Hz),3. 77(3H, s),7. 41 (1H, dd, J = 8.6,
2. 1Hz),7.46 (2H, s) , 7. 55-57 (2H, m) , 10. 19 (1H, s)

[0293] ] 20

[0294]  (1)6-[(6a— 2 -5,6,6a,7,8,9- /NE —4H-2- AR ) 258 P 1 R T IS
[0295] [ fk2%:K 48]

[0296]
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COOMe

\

[0297] [ 0. 118g MEWE —2,5- — IR -5- A NE Y 3ml Jo K KB IF A I 1ml M 6% B
S0 AR 3 /NI o PRSI, ¥ T AFR ARV T 2m] JE/K A 2ml HERE 7, N 0. 125g
6a- L -5,6,6a,7,8,9- /& ~4H-2- LTI IENZ 1K 2m] TCoK RES W, 46 =3 N BHE 2 /)
I o ] S NIRA YR I 2N 1 Eh BRK IS S 2 RIER T, 2 J5 F LR LEEREEL . B HLZ FHK.
10 %6 Tk BRAN 7K S 98~ 7K~ TELRR £ BR 7K AR VR 3 » 2 5 B TG 7K Bt BR A T o el ¥R 48, T A3 9k 4
WAL ENT (RIS s LB OMWE - IECkE= 1 20) HHT44k, 155 0. 180g bricfb &
Y (W2 80% ) o AT — IE Ol AT E &5 i, 19 2 s (o i (M A0 141.5-142.5°C ) .
[0298]  '"H-NMR (400MHz, CDC1,) : 6 1. 17 (3H, s), 1. 51 (2H, td, J = 12.9,4. 8Hz) , 1. 68 (2H,
dt, ] =12.9,4. 1Hz), 1. 76-1. 88 (2H,m) , 1. 99-2. 15 (2H,m) , 2. 82 (2H, dt, ] = 17. 3,8. THz) ,
2.95(2H, ddd, J = 17.4,8.1,3. 3Hz) ,4. 00 (3H, s),7. 33(2H, s),8.35(1H, d, ] = 8. 1Hz),
8.49 (1H, dd, ] = 8. 1,2. 1Hz),9. 18 (1H, d, J = 2. 1Hz),9. 83 (1H, br-s)

[0299]  (2)6-[(6a— HIE —5,6,6a,7,8,9- /NE —4H-2- AEIBMAE ) 2L P IIE 1 IR
[0300] [ fk2%xK 49]

[0301]

COOH

=
x
N

[0302] [ 0. 176g 6-[(6a— F&E —5,6,6a,7,8,9- /NE —4H-2- e M2 ) &2 B2
AR IS 10m] LEERVF W IO 2ml 2N (S E AL B K, 6 S35 R HRE 3 /i, #
RNAREYIH 2N (SRR KSR R, < G S A AHLE R 3 KIS v,
ZJa KB B T IR R4, T ik RV L8 L B8 — IE CRe g AT 45 0, 19 2
0. 153g RTTEEN i (I 212-213°C ) Msidtb &9 (#FE 91% ) .

[0303]  'H-NMR(400MHz, CDC1,) : 6 1. 17(3H, s), 1. 51 (2H, td, ] = 12.9,5. 1Hz), 1. 69 (2H,
dt,J=12.9,3.9Hz),1. 77-1. 88 (2H,m) , 2. 00-2. 16 (2H,m) , 2. 83 (2H, dt, J = 17. 4, 8. THz) ,
2.96 (2H, ddd, J] = 17.3,8.1,3. 2Hz) ,7. 31 (21, s) ,8. 42 (11, d, J = 8. 1Hz) ,8. 57 (1H, dd, J
=8.1,1.8Hz),9. 26 (1H, d, ] = 1. 8Hz),9. 87 (11, s)

[0304] 51 21

[0305]  (1)6-[(6a— I —5,6,6a,7,8,9- /NE —4H-2- FEHRM L ) BN 1 R is
[0306] [ 4k 50]

[0307]
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COOMe

[0308]  [i] 0. 150g 6a- %L -5,6,6a,7,8,9- NE —4H-2— AEIB4E FER Y 3ml /K K BTF
AN Iml ERR IR, DIFARIAL 3 /N o IR 4a, B TSR R T 2ml 7K 2R 5ml
mEEmE A, IO 0. 109 6- (5 — JHIR FF MR A1 — Fr 4- — SRR e, Bidt— =% W RMNTR
AN 2N [P ERRR K TRAE 2 IR, 2 G H SR CBEAEHL . A HLZ F7K L 10 % kR Bh
TR 7K LR B ER AR IRIE Bk 2 Ja /KB RN T8 o Ik M IR 4R, P43 5k AR ) Ak A
M CRIFER ;B Cls - IECk=1 : 156) #4741k, 153 0. 194g bricib &9 (e
82% ). A — IECKU T EL W, FR0nts & (A 140-141°C ) 6

[0309]  'H-NMR (400MHz, CDC1,) : & 1. 18 (3H, s), 1. 52(2H, td, J = 13. 1,5. 1Hz), 1. 71 (20,
dt, ] =12.9,4. 1Hz), 1. 79-1. 90 (2H,m) , 2. 00-2. 17 (2H,m) , 2. 84 (20, dt, J = 17. 1, 8. 6Hz) ,
2.98(2H, ddd, J = 17.4,7.8,3.3Hz),3.94(3H, s),7. 44 (2H, s),8.34(1H, dd, ] = 8.7,
2. 1Hz),8. 47 (1H, d, ] = 8. THz) ,8. 73 (1H, br-s),8. 92 (1H, d, ] = 2. 1Hz)

[0310]  (2)6-[(6a— F& —5,6,6a,7,8,9- /NE —4H-2- FEHRMEHE ) FEEZ ] iR

[o311] [ fk2%:K 51]

[0312]

COOH

[0313] [ 0. 190g 6-[(6a— ¥ —5,6,6a,7,8,9- NA —4H-2- AETRMAIL ) FEERE ] IR
B 10m] SEEEVEE M 2ml 2N S A B KB, TR T e 3 /I o O
TREVIH 2N B ER R AKES O R, 2 e &2 0. A ALE A& EhKigse, < G
FC/K DR RN T o BRI G, BT AR R 1 — AT AT E 4580, 1931 0. 183g Ak
ERPREA (JEA> 300C ) KIFRicALEY (SR 84% ).

[0314]  'H-NMR (400MHz, DMSO-d,) : 8 1. 14(3H, s), 1. 48 (2H, td, J = 12.9,5. 1Hz),
1.68(2H, dt, J = 12.9,4.4Hz),1.75-1.84 (2H, m), 1. 94-2. 11 (2H, m) , 2. 80 (2H, dt, J
= 17.3,8.6Hz),2.95(2H, ddd, | = 17.4,7.7,3.2Hz),7.57(2H, s),8.29-8. 32(2H, m) ,
8. 87 (1H, s),10. 88 (1H, s)

[0315]  f4] 22

[0316]  (1)5-[(6a— FZ%E -5,6,6a,7,8,9- /NE —4H- AEIBMAIE ) 28 FIEES 1 nitre —2-
1% F G

[0317]1 [ {k24%:K 52]

[0318]
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COOMe

[0319] ] 0. 095g MLIE —2,5- — F IR —2— F G Sml IS /K 4% B V5 9 h N Im1 E 7 ik
S0 AR 3 /NI o PRSI, ¥ TR AR T 2ml JE/K A 2ml HERE A, N 0. 100g
6a- & -5,6,6a,7,8,9- /N& ~4H-2- AL IENZ 1K 2m] TCoK RS W, 46 =3 N HHE 3 /)
I o ] S MR AP N 2N 1 Eh BRK IS A 2 RIR Y, 2 )5 F LR LEEAEEL . B HLZ FHK.
10 %6 Tk BN 7K S 98~ 7K~ TELFR £ BR 7K AR VR 3 » 2 5 B TG /KB BR A T o el ¥R 48, T A3 9k 4
VIARERARENT (BT s LR AHE @ IECki= 1 ¢ 2) BET4i1k, £33 0. 162g bridtb &
Y (R 90% ) . TS - 1IE QR T EL R, B RRF EA R (B8 173-175C ).
[0320]  'H-NMR (400MHz, CDC1,) : 6 1. 14 (3H, s), 1. 47 (2H, td, ] = 12.9,5. 1Hz) , 1. 66 (2H,
dt, ] =12.9,4. 2Hz) , 1. 73-1. 84 (2H,m) , 1. 96-2. 12 (2H,m) , 2. 73 (2H, dt, ] = 17. 1, 8. 4Hz),
2.86 (2H, ddd, J = 17.1,7.8,3. 3Hz) ,4.02(3H, s),7. 14(2H, s),8. 16 (1H, d, ] = 7. 8Hz),
8. 25 (1H, br—s),8.30 (1H, dd, J = 7.8,2. 1Hz) ,9. 13(1H, d, ] = 2. 1Hz)

[0321]  (2)5-[(6a— 2 -5,6,6a,7,8,9- /NE —4H- AEIBMEIE ) 28 FIEE ] nitie —2-
%4

[0322] [ fk2%:K 53]

[0323]

COOH

[0324] [ 0. 161g 5-[(6a- FJE —5,6,6a,7,8,9- /NE —4H- AEIMAE ) 2028 FEESE ] it
WE —2— R RS 10m]l ZEE B NN Il 2N (S SN K S W, 70 2508 T e dk 3 /)
o B NG 2N IR B KSR R R, 2 JE &R AU B
KIGYE, Z Ja /KRB T8 o IR ISR, 4 TR R LB — ST AT E S, 1921
0. 149g MR EEHPIRAIE (B 199-200°C ) HIFRictb &4 (BCE 96% ) .

[0325]  'H-NMR (400MHz, DMSO-d,) : 8 1. 09 (3H, s), 1. 39 (2H, td, J = 12.9,5. 1Hz),
1.62(2H, dt, J = 12.6,3.6Hz),1.68-1. 78 (2H, m), 1. 91-2. 06 (2H, m), 2. 70 (2H, dt, ] =
17.1,8. THz) , 2. 79-2. 88 (2H, m) , 7. 25 (2H, s),8.13(1H, d, J = 8. 1Hz),8. 40 (1H, dd, | =
8.1,2.1Hz),9. 12(1H, d, J = 2. 1Hz), 10. 30 (1H, s)

[0326] ] 23

[0327]  (1)5-[(6a— % -5,6,6a,7,8,9- /NE —4H-2- FEHSIGE ) FFEENZ ] nibme —2- IR
il

[0328] [ 4k22 54]
[0329]
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COOMe

[0330]  [f] 0. 100g 6a- I3k —5,6,6a,7,8,9- /NEA —4H-2- LI FER Y 3ml To/K K BT
BN Iml EARBES DR 3 /N o Sk R AR , P TSR R T 3ml JE/KZR5F 5ml
MERE A, BN 0. 065g 5— 22 3k — MLmE —2— AR ARG RN — - 4— — RIS EEnLng , Bk —8. 1]
RNAREW N 2N (R R K AL 2 R, S5 H LR CEEAH. AHLZHIK10%
T FR B 7K R 7K AN B R /KR IR B » 2 05 F TG /K B 468 o Ik I 40, PR AR R
FERCAEENT (BRITEH s LR OB - IECki= 1 @ 2) SHT44k, 193] 0. 090g fric L5
(W 57% ). FHE - IECHRITELS S, ARLE R (R 221-222°C ) .

[0331]  '"H-NMR (400MHz, CDC1,) : 8 1. 17 (3H, s),1.51 (2H, td, J = 12.9,5. 1Hz),
1.68-1. 75 (2H, m) , 1. 79-1. 90 (2H, m) , 2. 00-2. 14 (2H, m), 2. 84 (2H, dt, J = 17. 4, 8. 4liz),
2.97(2H, ddd, J = 17.4,7.8,3. 3Hz) ,4. 00 (3H, s) , 7. 40 (2H, s),8. 14 (1H, br-s) , 8. 16 (1H,
d, J = 8.7Hz),8.56 (11, dd, ] = 8.7,2.4Hz),8. 72 (1H, d, ] = 2. 4Hz)

[0332]  (2)5-[(6a- FZEk —5,6,6a,7,8,9- /NE —4H-2- AEARMGE ) MLNL ] mbee —2- AR
[0333] [ 4k77x 55]

[0334]

COOH

[0335]  [] 0.090g 5-[ (6a— A 3E -5,6,6a,7,8,9- /N4 —4H-2- AE B4 25 ) AR kA% 1 nit
WE —2- PR RN 10m] SEEE TN Iml 2N IS BN KW, 70 30 T Bkl 3 /i o
YR NIRA P 2N ()RR KBS R T R R, 2 5 S A . A HWLE F A b KT
B, 2 Ja FJC/K B BRAN T8 o Dk Hs k4, T BT AR R S BEEAT H 45 80, 19 31 0. 082¢ 24k
EEraL (IR 222-223°C ) MbRicib &9 (IR 94% ) &

[0336]  'H-NMR (400MHz, DMSO-d) : 6 1. 11(3H, s),1.43(2H, td, J = 12.9,4.8Hz),
1.66 (20, dt, J = 12.9,3.6Hz), 1. 71-1. 81 (2H, m) , 1. 93-2. 09 (2H, m), 2. 80 (2H, dt, | =
17.4,8. THz) , 2. 94 (2H, ddd, J = 17.4,8. 1,3. 3Hz) , 7. 47 (2H, s) ,8. 04 (1H, d, ] = 8. THz) ,
8.36 (1H, dd, J = 8.7,2.4Hz),9. 00 (1H, d, J = 2. 4Hz), 10. 54 (1H, s)

[0337] #] 24

[0338]  (1)5-[(6a— F! % -5,6,6a,7,8,9- /N & —4H-2— HE S 4% 2% ) & 55 9 Wk 25 ] me
Wy —2— F R F i

[0339] [ fh2%:K 56]

[0340]
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zX

[0341] [ 0. 087g MEWy -2, 5— — IR —2— FIPEI1) 3m] Jo/KZ BV M Iml EAR BES
TOFETHL 3 /NI o PR IR 4, K TSR AR T 2m] JEsK 2R 2m] IERE 1, AN 0. 090g 5,6,
6a,7,8,9- /NEl —4H-2- AETRMFEIZ 1) 2ml TR A Dkt 3 /Do R SIREY I
2N [ ERBRK IS AT 2 2RI, 2 S5 F R SRR A HLE FHZK 10 %6 Bk R B K ¥ 7K Tl
e b AR RIEVE, 2 J5 SRR EREN T4 o PR IR, ¥ T3 R &4 — 1E CbeibAT
2k, 158 0. 125g AL EEERE (JFA 211.5-212.5°C) Mbrictb &9 (R 76% )
[0342]  'H-NMR (400MHz, CDC1,) : 6 1. 15(3H, s), 1. 49 (2H, td, ] = 12.9,5. 4Hz) , 1. 67 (2H,
dt, ] =12.9,3.9Hz), 1. 75-1. 86 (2H,m) , 1. 98-2. 14 (2H,m) , 2. 78 (2H, dt, ] = 17. 3,8. THz) ,
2.91(2H, ddd, J = 17.3,7.8,3.3Hz) ,3.92(3H, s),7. 13(2H, s),7.52(1H, d, ] = 3. 9Hz),
7.56 (1H, br-s) , 7. 76 (1H, d, ] = 3. 9Hz)

[0343]  (2)5-[(6a— F! % —5,6,6a,7,8,9- /N & —4H-2— HE S 4% 2% ) & 55 9 Wk 25 ] m
Wy —2— R

[0344] [ fk2%:K 57]

[0345]

[0346]  [1] 0. 123g 5-[ (6a— Ik —5,6,6a,7,8,9- NE —4H-2- AEIIAIE ) S IE R ]
gEwy —2— FES A EE Y 10m] ZEEAWE P INN Iml 2N S SEAL K IS, 78 318 R HERE 3 /)
o S NVRA YA 2N (3R R KV T R R ME, 2 A A HLE A K
THVE, 2 5 KO BRI T8 o ORISR, 4 TS RV H LB AT 45 4, 1951 0. 107g 4
B EORPIREA (B E 271-272°C) KIbsicia ) (lFE91% ).

[0347]  'H-NMR (400MHz, DMSO-d,) : 8 1. 08 (3H, s), 1. 38 (2H, td, J = 12.9,5. 1Hz),
1.61(2H, dt, J = 12.6,3.9Hz), 1. 68-1. 79 (2H, m), 1. 88-2. 04 (2H, m), 2. 68 (2H, dt, ] =
17.4,8. THz) , 2. 82 (2H, ddd, ] = 17.7,8.1,3. 3Hz) , 7. 20 (2H, s) , 7. 72(1H, d, ] = 3. 9Hz) ,
7.94(1H, d, ] = 3.9Hz), 10. 16 (1H, s)

[0348] ] 25

[0349]  (1)5-[(6a— % -5,6,6a,7,8,9- /NE —4H-2- FEHSIGZE ) LN 1 wEwy —2- IR
Il

[0350] [ fk2%:K 58]

[0351]
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i /Q\m

N

[0352]  [f] 0.110g 6a— FI3E -5,6,6a,7,8,9— /NE —4H-2— AE AR PRI 3ml Jo/K K%
AN Iml MERR RS, DIFARIAL 3 /N o IR 4a, B TSR R T 2ml Jo7K 2R 2ml
mEEmE L IN 0. 079 5— 2 — WEWy —2— F IR R AN — v 4- — I8k, Hidk— =% 1
RRED TN 2N () B R KIS AT 2 2R, 2 f5 H LR SRR, A HLZE MK 10%
Tk R KW~ 7K S TR B AR KB U » 2 i TG /KB BRI 15 o 980 IR 4, PT Ak R
ERAEENT (BITER LR OHEE - IECKk=1 . 15) #4744k, 153 0. 109g Fridb &)
(W 62% ). S — IE Ol T EL W, S 20 a8 & (B 179-180C ) .

[0353] 'H-NMR (400MHz, CDC1,) : 8 1.15(3H, s),1.49(2H, td, ] = 12.9,5. 1Hz),
1.69(2H, dt, J = 12.9,3.9Hz), 1. 76—1. 87 (2H, m) , 1. 97-2. 12 (2H, m) , 2. 73-2. 84 (2H, m) ,
2.88-2.96 (2H, m), 3. 86 (3H, s),6.76 (1H, d, ] = 4.2Hz),7.39(2H, s),7.63(1H, d, ] =
4. 2Hz) ,9. 09 (1H, br-s)

[0354]  (2)5-[(6a— 2L —5,6,6a,7,8,9- /& —4H-2- HAEHCIAG I ) FBLAE ] WEwy —2- FRER

[0355] [ 4k2&= 59]
i D“COOH

[0356]
A

[0357] [ 0.075g 5-[ (6a— F1 3L —5,6,6a,7,8,9- /NG —4H-2— AF B4 3 ) Bk i ] M
Wy —2— R ARG 5ml ZEEEIZW NN Iml 2N (IS EALBIK T, 48 60°C R HEHE 2 /)
o BCE VR HG, BN IREG YR 2N [ R KBSV R T R R, 2 5 A . AHLE
FHVBAIfr EhoKIE Y, 2 5 F e /K RN 158 . IR IR4A, W 19 RV LR L1 — 1E Ot
AT E LS, 53] 0. 051g N ERPIRMA (JF 5 259-260°C ) Mitrictb &4 (IE71% ) .
[0358]  'H-NMR (400MHz, DMSO-d.) : 6 1. 11(3H, s),1.42(2H, td, J = 12.9,4.5Hz),
1.62-1. 69 (2H, m), 1. 72-1. 80 (2H, m) , 1. 92-2. 08 (2H, m) , 2. 79 (2H, dt, J = 17.3,8. THz) ,
2.94(2H, ddd, J = 17.7,8.1,3. 3Hz) ,6.91 (1H, d, ] = 4. 2Hz) , 7. 48 (21, s),7. 61 (1H, d, J
= 4. 2Hz), 11. 80 (11, s)

[0359] 44| 26

[0360]  4-[(6a— I3 —5,6,6a,7,8,9- /NE —4H-2- FETBIAHE ) ABEEEE | KR

[0361] [ {k2%:K 60]

[0362]

i s//°
4

o]

COOH
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[0363] 4 0. 100g 6a— Tk —5,6,6a,7,8,9- /NE, —4H-2— JETR A FENZ %S T Sml MEREFI 2ml
TEIKZEH, N 0. 115g 4- SUREREE A R A | 4— — IR 0L , 76 =00 ik — 4.
] S NATRA P NN 2N [ 3 B AT 2 IR T, 2 5 U 20 A HLE H Al 2hK
TEVE, 2 JE GBI T4 . IR IR, IR R LR W5 - IE CRtidfAT E 45 i,
23] 0. 110g N IEOE R (S 215-217°C ) HIFRica® (RE 57% ) .

[0364]  'H-NMR (400MHz, DMSO-d,) : 6 0. 99(3H, s),1.29(2H, td, J = 12.9,4.5Hz),
1.50-1. 57 (2H, m) , 1. 61-1. 69 (2H, m) , 1. 81-1. 95 (2H, m) , 2. 50-2. 61 (1H, m) , 2. 64-2. 74 (4H,
m) , 6. 56 (2H, s),7.85(2H, d, J = 8. 1Hz) ,8.05(2H, d, ] = 8. 1Hz) , 10. 14 (1H, s)

[0365] 4 27

[0366] (1) (6,7,8,9- VUE -5 ZIFWHPHmIE ) LIRSl

[0367] [ fb2=K 61]

[0368]

J

EtOOC

[0369]  7E O°C R 2. 25g 60 % EALHNIT 100m] JE/KZK BIFHSIZ A 14. 0g B LR — &
B 1) 20m] JE7K ZRES R, 7 0°C R Hid: 15 4390, A 5.00g 1- ZRFHFFPEEA ) 30ml JoK
WL AE O°C I HEHE 16 2080, 2 Ja bl — =& . BCE A E1G , 17 R NTR G I A\ R &
WK T R S AEEL - T ALE F K SHLRT £ 2 /KA YRI5, 2 I F T K BR BH T8
MR A, TS R HRERAEZMT URFFEH s LR /G - IECki=1 © 200) gHT4i4L,
R ED .

[0370]  (2) (6,7,8,9- VU4 —5H-5- ZEHFIREEIGIE ) 4R LTk

[0371] [ fb4=:L 62]

[0372]

EtO0C

[0373] [ 0. 5508 (6,7,8,9- VY& -5~ RIFWHPEMGE ) LR LR 10ml LR L FaHs il
NN 0. 055g 10 % FIALRE, (RS T3 3 /NI o 1 SN VR A Wl i T v = E AT 3 0,
G TR R R vk 4, 1531 0. 551 FRICALE Y (UREE 99% ) o

[0374]  'H-NMR (400MHz, CDC1,) : 8 1. 22(3H, t, J = 7.2Hz),1.47-1.64(2H, m) ,
1. 72-1. 95 (4H, m) , 2. 65-2. 79 (2H, m) , 2. 82-2. 95 (2H, m) , 3. 43-3. 52 (1H, m) , 4. 12(2H, q, J
= 7.2Hz),7.07-7. 15 (4H, m)

[0375]  (3) (6,7,8,9- VU& —5H-5— AR I PEMAEL ) L

[0376] [ fk2%K 63]

[0377]
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OHC

[0378] ¥4 0.550g(6,7,8,9- PU&( —BH-5- KIF M Pzt ) LR LMEH T 10ml Jo/K R
W PRSI R S —T8°C R RIB NN 2. 8ml 4k — 57 T IR 0. 93M IE Cpei il 1 SOV IR
EWIAE T8 C TR HERE L /NI, Z JG 8 N 3ml AN 2N (1) R B /KT, FH 418 2 S A5 Y
HHLE FHZK R TRk RIE VE, 2 05 F /K BR R AN T8 o IR B IR 4E , BT ik A A iR
FEEMT (BIFAF Al : IECkE=1 : 300) HT4ifk, 153 0. 432g Frictb &4 (UK
K 97% ),

[0379]  'H-NMR (400MHz, CDC1,) : & 1. 48-1.65(2H, m), 1. 73-1. 90 (4H, m) , 2. 75-2. 98 (4H,
m) , 3. 53-3. 61 (1H, m) , 7. 05-7. 16 (4H, m) ,9. 80 (1H, t, ] = 2. 1Hz)

[0380]  (4)4-(6,7,8,9- VIS —5H-5- KIFIAPEImIE ) —2- TR LI

[0381] [ fb2%:K 64]

[0382]

/

Et0OC

[0383] 7 O0°C R 0. 130g 60 % E AN 5ml To/K AR BIFH T 212 M 0. 7508 i LR —
LG, E 0°C FHEFE 10 208k, NN 0. 419¢(6,7,8,9- WA -5H-5- K IFFRPEfidE ) LB
5ml JoK AR, 78 O°C R4 5 4380, 2 Ja IR — & B EG, 1 VIR S P hn
NUFIE A KIS FH CBR CBER I A HLIZE F 7K AR ShoK AR IRIE VL, 2 Ja F /KB
PN T o DREIRAE, TR R AR AL ENT (RITEH s LR Ol - IECkE=1 © 300)
HHATEL, £330 0. 544g bR B (KFE 91% ) .

[0384]  (5)4-(6,7,8,9- P& —5H-5- ZRH I PElaZE ) TR L1

[0385] [ k2% 65]

[0386]

E100C

[0387] i) 0. 544g 4-(6,7,8,9- VUS| -5H-5- ZFF I PEIGEE ) —2- TIGIR LEEIY 10ml 4R
LR M 0. 054g 10 % F4ERK, 7ES UL T HFE 3 /N o K e VIR A 4pid 1 ek i -2
ATILIE, 2 Ja B D8R B R e 4, 1931 0. 534g briddb &4 (IR 97% ) o
[0388]  'H-NMR (400MHz, CDC1,) : & 1. 25(3H, t, J = 7. 2Hz), 1. 58-1. 89 (10H, m) , 2. 32 (2H,
t, ] = 7.2Hz),2.83(3H,dd, ] = 11.4,4.8Hz) ,4. 12(2H, q, ] = 7. 2Hz) , 7. 06-7. 09 (2H, m) ,
7.10-7. 12 (2H, m)
[0389]  (6)4-(6,7,8,9- VUL —5H-5- ZKIF IR Pi/didE ) TR
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[0390] [ 4k2%=\ 66]
[0391]

HOOC

[0392] ] 0.534g 4-(6,7,8,9- VU5 -5H-5- ZFF B RE ) TR LMY 10m] A BEAS I
I 2ml 2N BN K, RS R BERE 3 /Mo i O IR AP NN 2N [ 2R R
IKESAL 2 SRR, 2 J5 HE 20 ANLZ K AT KK s e, e K iR 4l T
B, 2GR R, & BRI ICAL G

[0393]  'H-NMR (400MHz, CDC1,) : 6 1.51-1.92(10H, m), 2. 38(2H, t, J] = 7.2Hz),
2.80-2. 85 (3H, m) , 7. 07-7. 12 (4H, m)

[0394]  (7)5,6,7,7a,8,9,10,11- \& -4 23 [ef] BE4SEIR (~7F 2L 7 »)

[0395] [ 4242 67]
[0396]

[0397]  [n] 0.478g 4-(6,7,8,9- VY& —5H-5- I M PMmIL ) TR IMA 4. 80g Z 4R,
FE 110°C FHERE 4 /Nt o B IR EWENUKOK T, F L8R LBER . HHUZE FK £
ARG B 2 J5 /KO BN T o ORI, TS R AT 4T CRITFHF
LIRCEG T IECKE= 1 ¢ 100) FAT44k, 133 0. 326g pricdb &9 (W 74% ) o

[0398]  'H-NMR (400MHz, CDC1,) : & 1.45-1.54 (1H, m), 1. 61-1. 75(2H, m) , 1. 92—1. 99 (7H,
m), 2. 56-2. 62 (1H, m) , 2. 81-2. 97 (3H, m) , 3. 40-3. 48 (1H, m) 7. 13 (1H, t, J] = 7.5Hz),
7.20(1H, dd, J = 7.5,1.5Hz) ,7. 37 (1H, dd, J = 7. 5, 1. 5Hz)

[0399]  (8)5,6,7,7a,8,9,10,11- \& —4H- Z&3F [ef] Bidls (~7 4 L v)

[0400] [ 4b2#3K 68]

[0401]

[0402] 1] 0. 280g 5,6,7,7a,8,9,10, 11— J\& —4- 2K3F [ef] BRFEMEMIN 2m] =5 LIRS
WA 0. 42m] = LFERERE, 45 60°C N HiHE— R ¥ SOV IRS W IRAR, T i Rt
ANUKIK R, H B8 SBEZE o A2 P A Ak R SV K 7K TR b KA YR o8, 2 )
KRBT o R IRAR, T R A REIRAE ZE M CRITEH) IE Ot ) diAT 4k,
733 0. 195g bridfb&4 (IR 74% ) o

[0403]  'H-NMR (400MHz, CDC1,) : 8 1. 47-1. 66 (6H, m), 1. 78-1. 96 (6H, m) , 2. 81-2. 86 (4H,
m) » 3. 20-3. 29 (1H, m) 6. 90-6. 99 (3H, m)
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[0404]  (9)1-(5,6,7,7a,8,9,10, 11— J\&GL ~4H-2- I [ef] PHEMHI (~7 4 L =)
i

[0405] [ fk2%:K 69]

[0406]

[0407]  [7] 0. 1556g SALERIY 3ml — i fb ik &V P I 0. 090m] L BES, 7E =3 M HiH: 15

A3 R NIRE A EIE 0°C, M 0. 194g ¥ T 2ml —HiALER T 5,6,7,74,8,9,

m11ﬂzxﬁ<®#bﬂﬁ%%{@)CTﬁ%m)%¢ZFE§mTﬁ% o H I
NARE WA VOK S, H S8 SBR 2B, A HLE /K A S K AR st 2 Ja F KB

&%%&wﬂﬂﬁﬁ%&%%%%ﬁ%ﬁ%ﬁ(%ﬁ%ﬁhaﬁa%.Ea%—l:wm

AT 44k, 153 0. 042¢ 1-(5,6,7,7a,8,9,10, 11— VA —4H-1- 2K 3F [ef] PEBMIL) 2B

(e 18% ) F1 0. 180g FricBH) (WA 77% ) o

[0408]  'H-NMR (400MHz, CDC1,) : 6 1.47-1. 70 (6H, m), 1. 78-1. 98 (6H, m) , 2. 56 (3H, s),

2.90(4H, t, J = 5.4Hz),3.24-3. 31 (11, m),7.52 (21, s) (10)5,6,7,7a,8,9,10, 11— J\

A —AH-2- 255 [ef ] RS (S 7 5 L v AR Y g)

[0409] [ fk2%:K 70]

[0410]

[0411] ¥ 4ml 2. 5N RIS SEALN KIS HIE 0°C, 8N 0. 13ml 31, 2 J5 /4 3ml 1,
4 TR RRRE, BRI AW . 4 0. 180g1-(5,6,7,74a,8,9,10, 11— J\& —4H-2- #3f [ef]
BRfEIGEL ) G 2ml ZKFN 5ml1, 4— ZREREE A EI 2 0°C, 2242 i\ 2 BT il 2% 1) 5
W, 75 O°C R HHE 30 08h, Z SRR T HiHE 3 /DI B ROVIREIAHIZ 0°C, A 10%
P BR AN K VAT 2 S T 2N ) 3R R /K VS VR 15 R MR ME, F & 2. A HLZ FZK iR £
ARG, 2 5 TR RN T4 o IR, 1 T 13k RV LR L B5 — IE Qe kAT
HE R, 158 0. 161g A LEE G (JF A 178.5-179.5°C ) Mbrictb &4 (WK 88% ) .
[0412]  '"H-NMR (400MHz, CDC1,) : 6 1.48-1. 71 (6H, m) , 1. 78-1. 96 (6H, m) , 2. 91 (4H, t, ] =
5. 4Hz) , 3. 26-3. 33 (1H, m) , 7. 67 (2H, s) (11)5,6,7,7a,8,9,10, 11— J\ & —4H-2—- ZE 3F [ef]
BB ER (ST L =T V)
[0413] [ 4b2%a 71]
[0414]
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NH;

[0415] [ 0. 250g 5,6,7,7a,8,9,10,11- VA —4H-2- 2K If [ef] P& R 2ml To/K
FEEBA N Im] EREEE S MBI 3 /N IR AR K BT IR AR 10m] TEAK DY
WIS RV H1 2 0°C, N 0. 199g & ZALEN Iml /K 46 0°C N HiH: 10 20%8h, 2 J51E
SR NBERE LN A SR A R I AN R BR S N KT, B T AR, A HLEH
IR AN R KA IR B 2 Ja I JC KGR BRI o R IR AR, 1 IR R R T dml L
A 2ml KA, INFAMRIL 1 /NI o JECE VS EN S S 9] RO IRA ) I N LR R S K A 2
RHENE, 2 5 H LR CEERERL . A HLUE FIK BT TR K IRIE VE, 2 5 H KGR BR T
RGBT A T oml FEE A, IO Sml ¥R ERER, I mlif 3 /. BUE A H S,
F 2N (S A B K O Y R E, = QAR A HUZE K AT EhK IRIE Ve, 2
Ja FHTC/K BRI 58 o IR IRAR, TS R RERALZNT (R R s LR C/E - IEC Kk
=1 : 50) WEAT44k, 1330 0. 134g bridtb &9 (I 61% ).

[0416]  'H-NMR (400MHz, CDC1,) : & 1.44-1. 64 (6H, m), 1. 76-1. 92 (6H, m) , 2. 70-2. 76 (41,
m) 3. 09-3. 16 (1H, m) , 3. 43 (2H, br-s) ,6. 31 (2H, s)

[0417]  (12)4-[(5,6,7,7a,8,9,10, 11~ J\& —4H-2- K If [ef] FRfEimdk ) & P |

COOMe
H
N\,(@

o

2 R
lo418] [ 4k22 72]
[0419]

[0420] [ 0.053g 5,6,7,7a,8,9,10, 11— J\& ~4H-2- K I [ef] FRFEMHIIZH 3ml JoK
ZF0 1ml BHEREFS NN 0. 064g S XS 48 — FI IR 52 G, 7R =535 R A e 4 Nk e ) R,
RAYH N 2N [ B /K ST 2 R, 2 )5 FH GR CBEAAHL . A HLZ HK 10 % TR
BRI 7K S AN B SR KA RIS W » 2 )5 FHJC/K IR RN T4 o IR IR 46, 4 P 1S ik R FH A
i — 1IE O T E 4 50, 1330 0. 068g A LA (A1 199-200°C ) Wbridib &4 (s
73% ).

[0421]  "H-NMR (400MHz, CDCl,) : 6 1. 51-1. 69 (6H, m), 1. 79-1. 95 (6H, m) ,2. 84 (41, t, J
= 5.4Hz), 3. 18-3. 25 (1H, m) , 3. 96 (3H, s),7. 23 (2H, s),7.69 (1H, br—s),7.90 (2H, d, J =
8.7Hz),8. 14 (2H, d, ] = 8. THz)

[0422]  (13)4-[(5,6,7,7a,8,9,10, 11— J\& —4H-2- 2K 3F [ef] Bisbifizt ) 25 FBLEE ]
KPR

[0423] [ fk4%:K 73]

[0424]
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COOH
N \y(©/
N

o

[0425]  [i] 0. 066g 4-[(5,6,7,7a,8,9,10, 11— J)\&A —4H-2- 2K I [ef] PE#diadt ) M
TbE 1 2K FER FR GG 5ml ZEE B2 P NN Iml 2N PSR SEAL AN K VS A6 05 R HieE 3/
o K S NIRA VI 2N I Eh R KSR T R, 2 5 AT A . A HLE R Ehok
THVE, 25 KB BRANT15e . DRIk 4a, 15 iS5k R H LR 1B — IE ChtiFAT B4
7330 0. 059g AT EE I (A 280-281°C ) AR ictb & (W 92% ) »

[0426]  'H-NMR (400MHz, DMSO-d,) : & 1. 34-1. 59 (6H,m) , 1. 69—1. 88 (6H,m) , 2. 71-2. 80 (4H,
m) ,3. 10-3. 21 (1H, m), 7. 27 (2H, s),7.95(2H, d, ] = 8.1Hz),8.05(2H, d, J = 8. 1Hz),
10. 17 (1H, s)

[0427] 4] 28

[0428]  (1)4-[(5,6,7,7a,8,9,10, 11- J\& ~4H-2- 2R 3F [ef] PefMads ) FELHL ] KRR
eHE

[o420] [ fk2%K 74]

[0430]

COOMe
I /©/

N

[0431] [ 0.062g 5,6,7,7a,8,9,10, 11— J\& ~4H-2- K I [ef] BE&4m F IR 3ml Jo/K
ZRRIFH NN 2m] AR BE S INFAENR 3 /NN gk H R4, K T AR AR T 3ml oK R
0 2ml MEREHT, IO 0. 0468 4— 2 FE A8 R AR AL — Fv 4- — R BE U BEnbme , e — . R
NRAP NN 2N [ KSR AE 2 2R, 2 5 H LR SRR . A HLE 7K 10 % Hik
PR AN 7KV VR BT A R K AR RIE WE » 2 i B e /K BRI T 45 U IR 48, TSk A F eI
FEN (BFGH LBl IECk=1 . 20) #4744k, 153 0. 064g brictb &4 (I
K 67% )

[0432]  'H-NMR (400MHz, CDC1,) : 6 1.51—1. 71 (6H, m), 1. 79-1. 97 (6H, m) , 2. 92 (4H, t, J =
5.4Hz) , 3. 26-3. 33 (1H, m), 3. 91 (3H, s),7.42(2H, s),7.74(2H, d, ] = 8.7Hz),7.94 (1H,
br-s),8. 05 (2H, d, ] = 8. THz)

[0433]  (2)4-[(5,6,7,7a,8,9,10, 11— \& —4H-2- ZKJf [ef] Pe&iaidt ) FWlE 1 KRR
[0434] [ {k2%:K 75]

[0435]
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[0436]  [i] 0. 064g 4-[(5,6,7,7a,8,9,10, 11- J\& —4H-2- ZE 3 [ef] PEEMEE ) FHELLZ ]
25 R S ) 5ml S BIFRP NN Iml 2N (A SEAAN AT, £ 315 F 3ERE 3 /v id e
RNVIRAY A 2N [ R KO T R IR M, 2 e S A A HUZE H MR 2K e,
FHJC /KR RN T4, 2 Ja I8 IR 4, i A3 iR RV SR L6 — IE CRe AT B4 i, 19 2
0. 054g KA (HEAE 275-276°C ) WIkRICAL S (IR 87% ) .

[0437]  '"H-NMR (400MHz, DMSO—d,) : 6 1. 37-1. 60 (6H, s) , 1. 70-1. 90 (6H,m) , 2. 84-2. 87 (4H,
m), 3. 20-3. 31 (1H, m),7. 48 (2H, s),7.83(2H, d, J = 8.7Hz),7.89(2H, d, J] = 8. 7Hz),
10. 32(1H, s)

[0438] ] 29

[0439] 2- % -4-[(5,6,7,7a,8,9,10, 11- \& —4H-2- 2KJf [ef] BeH&Hmdt ) AWEE 1 7%
R

[0440] [ fh2%:K 76]

[0441]

N

[0442]  [r] 0.090g 5,6,7,7a,8,9,10, [1- J\& —4H-2- %I [ef] PEFEME IR 3ml To/K
FEIFHP I Iml SERREEE, AR 3 /N SR IR S, B BT 7R R T 2ml 2K
20 5ml MERE T, I 0. 075g  2- 9 —4- &JE - KR PR — F 4- — FFILaEntne, i
P FRMNIRED TN 2N R KT 2 2R, 2 5 H G IR CBEREEL. AL
JZ FHZK 10 %6 B FR BN /K 8 9 VAN B R /KR KB e 2 J5 P e /KB BR AN T4 o Dk S ¥R 46, BT
PR EN (BIFER OB ARE - IECki= 1 10) HH74iik, 153 0. 052¢
2- 5 —4-[(5,6,7,7a,8,9,10, 11- )\ —4H-2- ZIf [ef] BRIBMAE ) FBLK 1 X TR TN
(e 36% ).

[0443]  'H-NMR (400MHz, CDC1,) : 6 1.51-1. 71 (6H, m), 1. 79-1. 95 (6H, m),2. 91 (4H, t, J
= 5.7Hz),3. 26-3. 32(1H, m), 3. 92(3H, s),7. 31 (1H, dd, ] = 8.4,2. 1Hz),7. 41 (2H, s),
7.77(1H, dd, J = 12.9,2. 1Hz) , 7. 94 (1H, br-s) , 7. 95 (1H, t, J = 8. 4Hz)

[0444] [ 0. 050g FiRESH) 5ml LEERIFH M Iml 2N SN K 72 60°C T
Bikk 3 /BT o ¥ R NI 2N [ R R KRR T R R, 2 5 S AR A ALE R
A HKIEVE, FHC/KBR RN T, 2 JE R ik 4a, i 19 R FH L% L6 — 1E C etk AT
L5, 138 0. 031g AL EE T (A 266-267°C ) Mkridib &9 (IXF 65% ) o

[0445]  'H-NMR (400MHz, DMSO—d,) : & 1. 43-1.56 (6H, m), 1. 74-1. 91 (6H, m) , 2. 88 (4H, t, J

41



CN 101855199 A WO B 40/45 T

= 5. 7Hz),3. 11-3. 19(1H, m), 7. 50 (2H, s),7.62(1H, dd, J = 8.7,2. 1Hz) , 7. 78-7. 89 (2H,
m) , 10. 47 (1H, s)

[0446] 151 30

[0447]  2- % -4-[(5,6,7,7a,8,9,10, 11— J\& -4H-2- 255 [ef] Pef&imk ) AWz 1 K
iR

[0448] [ fb2%:K 77]

[0449]

COOH
N7 : :CI

H

[0450]  [7] 0.090g 5,6,7,7a,8,9,10,11- V& —4H-2- XK IF [ef] BE#& 4% IR 11 3ml G
KB A M Iml WARELS, el 3 /it RIS, B TR AmE T 2nl 8
JKZA bml BERE A, A 0. 082g  2— G —4— 22K R PR — v 4- AL Z SEnknE, i
P W RNIREY TN 2N R ER R KSR B, 2 Ja H O SBEAEHL. AL
Jo2 7K 10 % Bk R B 7K S8 o R 3 ARG Bk, 2 Ja S KD IR 1 kR 9K 4,
BRI AEZT (BFSER R ORE @ IECki= 1 10) #4744k, 1531 0. 080g
2- 5 -4-1(,6,7,7a,8,9,10, 11- \&A —4H-2- FIF [ef] BRI ) MELIE 1 25 T/ s
(e 53% ).

[0451]  'H-NMR (400MHz, CDC1,) : 8 1. 51—-1. 71 (6H, m), L. 79-1. 98 (6H, m) , 2. 91 (4H, t, J
= 5.7Hz),3.25-3. 32 (1H, m),3. 92(3H, s),7.41 (2H, s),7.65(1H, dd, ] = 8.7,2. 1Hz),
7.84(1H, d, J = 2. 1Hz),7. 91 (1H, d, ] = 8. THz) , 7. 93 (1H, br-s)

[0452]  [7] 0. 075g FIRERMY) 5Sml LEERVEH A Iml 2N S AL BIZK B 72 60°C TR
Bt 3 /Do KR NVIRA YA 2N R AR T R IR M, 2 e A AL, A ALE
g EhAFUE, L /KRR T8, 2 5 k46, 1 i 135 RV LR LB — IE Chtif AT
L, 155 0. 058g A LEOE S (M54 243-244°C ) WIbRICAL S (IE 81% ).

[0453]  'H-NMR (400MHz, DMSO-d,) : & 1. 43-1.59 (6H, m), 1. 72-1. 90 (6H, m) , 2. 87 (4H, t, J
= 5.4Hz),3. 12-3. 18 (1H, m) , 7. 50 (2H, s) , 7. 79 (1H, dd, ] = 8.4, 1.8Hz) ,7. 84 (1H, d, ] =
8. 4Hz),8.02(1H, d, J = 1. 8Hz), 10. 38 (1H, s)

[0454]  #] 31

[0455]  2- ¥£3E -4-[(5,6,7,7a,8,9,10, 11— \& —4H-2- ZKFF [ef] FE#EImHE ) FMEHZ |
PR

[o456] [ k2% 78]

[0457]
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COOH
| /@
N OH

H

[0458]  [r] 0.090g 5,6,7,7a,8,9,10, 11— J\& ~4H-2- K I [ef] BEf&4m F IR 3ml Jo/K
ZRRIFH M Im] AR BL S IFARNA 3 /NN g H R4, T T R T 2ml Jo/KoR
A1 5ml ERE T, AIAN 0. 074g  2- FRIE —4- SR IR R AN — fy 4— — AR IR JRntbng , fii
— . M RNIBEVIPIIN 2N K Eh B KA 2 RIRYE, 2 )5 H IR G ANLZH
K10 %6 B BRAN 7K 8 VAT B 3R KA RIS W, 2 S FHC /KB BR BN T4 o DRIk 43, P13k
WA ZNT (BIFER s LR AN - IECkE= 1 © 10) HEAT4i4k, 153 0. 041g 2- 3%
#:-4-1(,6,7,7a,8,9,10, 11- J\& —4H-2- K JF [ef] Pig&IAIE ) PlELZ ] KPR B (1
% 28% ) .

[0459]  'H-NMR (400MHz, CDC1.) : & 1. 48-1. 70 (6H, m) , 1. 78-1. 96 (6H, m) , 2. 90 (4H, t, ] =
5.7Hz) , 3. 24-3. 31 (1H, m) , 3. 94 (3H, s),7.24(1H, dd, | = 8.7,2. 1Hz),7. 30 (1H, d, | =
2.1Hz) ,7.40 (2H, s) , 7. 81 (1H, d, J = 8. THz) , 7. 89 (1H, br—s) , 10. 86 (1H, s)

[0460] ] 0.040g FIRER(K) 5ml LFEEIFHE T MA Iml 2N RS AN KB, 75 60°C T
it 3 /DI o ¥ R NVIRA YA 2N [ R BRI Y R IR M, 2 e & A0 AALZE
Aigr ERhAEUE, L KBRIRANT5, 2 5 W H Ik 4, K i 195 RV H LR L BB — 1E CbtibAT
L, 58] 0. 024g A LOEE (M54 242-243°C ) WIkRicAb &Y (IE 62% ) .

[0461]  'H-NMR (400MHz, DMSO—d,) : 6 1. 43-1.59 (6H, m), 1. 71-1. 91 (6H, m) , 2. 87 (4H, t, J
= 5.4Hz), 3. 06-3. 13 (1H, m), 7. 29 (1H, dd, ] = 8.7, 1. 8Hz) , 7. 48 (2H, s) , 7. 49 (1H, d, ] =
1. 8Hz),7.72(1H, d, J = 8. THz) , 10. 25 (1H, s)

[0462] 4] 32

[0463] 2- FI4HE-4-[(5,6,7,7a,8,9,10, 11— \& —4H-2- 253 [ef] BR#IA2E ) Wi ]
2R

lo464] [ k2% 79]

[0465]

COOH
o - : :
OMe

N

[0466]  [i] 0.090g 5,6,7,7a,8,9,10,11- J\&( —4H-2- K If [ef] Bes&4m FER K 3ml Jo/K
ZRREPEE MO Im] AREL R INFAENR 3 /NN gl Ha e, e BT A RV T 2ml Jo/KH
A1 5ml AERE T, SO 0. 080g  2- A4 —4- 2 BEoK R R A — v 4- I JRa U SEnkne , i
PR 1 ORGP TN 2N () 2R IR K IS AT 2 B, 2 5 H GTR CRRAE. A HLE
FH 7K 10 %6 ik B B 7K Vi WL R £ ER /KR UGBk » 2 Ja G /KB R A T o el s iR 4, T3
R HERAEENT (BITER LR Ol - IECki= 1 @ 5) #4741k, 153 0. 072g 2-
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It -4-0(5,6,7,7a,8,9, 10, 11- J\& —4H-2- 253f [ef] BRFEIAEE ) HBEIL 1 24 R 8
(% 48% ) .

[0467]  'H-NMR (400MHz, CDCl,) : 6 1.51-1. 70 (6H, m) , 1. 79-1. 97 (6H, m) , 2. 94 (41, t, J
= 5.7Hz),3.25-3.32(1H, m), 3. 88 (3H, s),3.95(3H, s),6.96 (11, dd, ] = 8.7,2. 1Hz),
7.42(2H, s),7.82(1H, d, J = 2. 1Hz) ,7.85(1H, d, J = 8. THz) , 7. 96 (11, br-s)

[0468]  [a] LIREEAYT 5ml ZFEETFW IO Iml 2N S SEAL BN A, 76 00 FHEFE 3 /b
o K S NRA VI 2N I ER R KSR T R, 2 5 AT A . A NLE AR 2ok
TH Ve, FJC/K O BN T4, 2 5 I IR 46, 4 T A 5 RV LR LB — IE CRedb AT 45
7330 0. 054g AT EE R (A 233-234°C ) sicth &9 (H#86% ) »

[0469]  'H-NMR (400MHz, DMSO-d,) : & 1.43-1.56 (6H, m), 1. 72-1. 91 (6H, m) , 2. 88 (4H,
t, ] = 5.4Hz),3.06-3.15(1H, m),3. 78 (3H, s),7.43(1H, d, ] = 8.7Hz),7.50 (2H, s),
7.56-7.63(2H, m), 10. 21 (1H, s)

[0470] 4] 33

[0471]  6-[(5,6,7,7a,8,9,10, 11— J\& —4H-2- 253 [ef] PEfBMmdE ) 2B P 1 R
[0472] [ 4k77xX 80]

[0473]

COOH

[0474] [ 0. 062g MLRE -2, 5— —HFR -5 FPEI1 3m]l JoKZRBIZA M Iml TEAR BES
INFAMRIAL 3 /NI o IR VRGPS IR R T 2ml JE/KAT Iml mEERE A7, I 0. 070g 5,
6,7,7a,8,9,10, 11— J\& —4H-2- ZKIF [ef] BRFEMFEIEN Iml Jo/K SRES 0, 70 20 T Bk
4 NI o T RVIRE DI IIN 2N [ R K BT 2 IR, 2 G IR CIRAEEL. AHLE
FH K10 % B3 TR BN 7K V5 8« 7K RN B 3R K AR VB I » 2 5 e KB R T . 9940, BT
B RERAEN (JBIFRR LR A/ - IECkE= 1 & 20) #4744k, FH & - IE
CUGEHHT E 45 i, £33 0. 094g AR T AN (JF A 139-140°C) 1 6-[(5,6,7,7a,8,9, 10,
11- \& ~4H-2- 255 [ef] PEf&dmdt ) 2008 PEEEE 1 IRl (BHE 87% ) »

[0475]  'H-NMR (400MHz, CDC1,) : 6 1. 51-1. 69 (6H,m), 1. 79-1. 94 (6H,m) , 2. 87 (4H, t, ] =
5. 4Hz) » 3. 19-3. 26 (1H,m) , 4. 00 (3H, s) , 7. 38 (2H, s) , 8. 36 (1H, d, ] = 8. 1Hz) , 8. 49 (1H, dd,
J=28.1,1.8Hz),9. 18(1H, d, ] = 1. 8Hz) ,9. 86 (1H, br-s)

[0476]  [r] 0. 090g L IAEEH) 5ml LEERIFH AN Iml 2N (AL BKIE TR, =11 T
ikt 6 /i R NTRA YA 2N (SRR A T R IR, 2 5 A AR A HLE R
e HKIEVE, FJCK IR BN T8, 2 JG0RIR4s, 1 T AR R S8 g - 1E Rt AT
L5, 135 0. 081g Mk E AR (I A 239-240°C ) IkRicLEY (K 93% ) .
[0477]  'H-NMR (400MHz, DMSO—d,) : & 1. 53-1. 66 (6H,m) , 1. 79-1. 91 (6H,m) , 2. 84-2. 88 (4H,
m) 3. 19-3. 26 (1H,m) , 7. 38 (2H, s) , 8. 39 (1H,d, ] = 8. 1Hz) , 8. 54 (1H,d, ] = 8. 1), 9. 24 (1H,
s),9.86(1H, s)
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[0478] ] 34
[04791 6-[(5,6,7,7a,8,9,10, 11— \& —4H-2- &I} [ef] F#MHEE ) FEHL 1 8

fo480] [ 4k2% 81]
[0481]

[0482] [ 0.072g 5,6,7,7a,8,9,10, 11— J\& ~4H-2- K I [ef] FE&4m TR 3ml Jo/K

ZRBIFW M 2m] AR EER PRI 3 /NI o SRR B TSR RV T 2ml /KR

%H 2ml AERES, AN 0. 050g 6 2 I AR FI— v 4— ZH SR ZR0tne, hidk—%. mx
NARAEP I 2N [ 3R B KR AT 2 2RI, 2 5 H CIR SRR . A HLEHZK 10 % fik

E&%ka»?ém YA Eh KRG BE, 2 G SR IR 05 o TR IR 4, P15k ) AR

HEN (BIFEN QRO - IECki=1 @ 20) #7404k, 193] 0.009¢ 6-[(5,6,7,7a,

8,9,10,11- \& —4H-2- #3F [ef] FRHIAEE ) HBLE ] RIS (1% 8% ).

[0483]  'H-NMR (400MHz, CDCl,) : & 1. 50-1. 71 (6H, m), 1. 79-1.99 (6H, m),2. 92 (4H, t, J

= 5.4Hz),3. 26-3. 33 (1H, m), 3. 94 (3H, s),7.49(2H, s),8.34(1H, dd, ] = 9.0,2. 1Hz),

8.47(1H, d, ] = 9. 0Hz) ,8. 74 (1H, br-s),8. 93 (1H, d, J = 2. 1Hz)

[0484]  [1] 0.016g FIRERRY) 3ml ZFERVEAE P IO Iml 2N S AL BRI, 7R Em T

BiFE 3 /o A SOVIR-S Y 2N ) SRR KW O T R R, 2 e ST AR EL. A ALEH

YR Er KB, S AK IR BR T8, 2 S5 IR IR AR, 1 T AR R OB — S A7 AT E 4

ias 158 0. 012g N tARS (A > 300°C ) Wbridth a9 (% 80% ) .

[0485]  'H-NMR (400MHz, DMSO-d,) : & 1. 44-1. 62 (6H,m), 1. 73-1. 93 (6H,m) , 2. 87-2. 91 (4H,

m) , 3. 25-3. 68 (1H, m) , 7. 63 (2H, s) , 8. 28-8. 91 (2H, m) , 8. 86 (1H, s) , 10. 87 (2H, s)

[0486] ] 35

[0487] 2,6- % —4-[(5,6,7,7a,8,9,10,11- J\&A —4H-2- 2K FF [ef] FE#E4AEE ) FEMIZ ]

2R

[o4s8] [ fh2%:K 82]

[0489]

F

COOH
o
F

N

[0490] ¥4 0.053g 5,6,7,7a,8,9,10, 11— J\& —4H-2- 2K 3 [ef] BR#&J4 F B2 A1 0. 060g

SURBEEURIE T 3ml AEA S, IO 0. 091ml = 2%, 783515 FHEHE 3 /MiF. AN 0. 079g 2,

6— 3 —4- ALK PR LW, Bkt 3 /NI SR 25550, 1n B Ao N Sml B Rl — fy 4- —

FRIL U BEMERE, 75 60°C R HidE— = BUERHG, W R NIREH I 2N [ 3 IRK i i A
45
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Z RN, R L BEREEL, B HLE FZK L 10 %6 B R AN ZK 1 8 M RN £ 2h /K AR YRiE vk, 2 J T
TCIKBR BRI T o I IRAR, TSk R R ENT (BIEH LR Ol @ IECki=
1 @ 20) Y7404k, 155 0. 042g 2,6- — 9 —-4-[(5,6,7,7a,8,9,10, 11- )\ & —4H-2- Z£If
[ef] BRAEMAE) FlENL ] KRR CHE (WK 45% ) .

[0491]  '"H-NMR (400MHz, CDC1,) : 6 1. 39(3H, t, J = 7.2Hz),1.50-1.70(6H, m),
1.79-1.97 (6H, m), 2. 90 (41, t, J = 5. THz) , 3. 22-3. 32 (1H, m) ,4. 40 (2H, q, ] = 7. 2Hz),
7.36 (2H, d, ] = 9. 9Hz) , 7. 39 (2H, s) , 7. 98 (1H, br-s)

[0492]  [7] 0. 042g FIRMRAY 5Sml LFEEVEH A 1ml 2N S AL BIZK B, 72 60°C R
it 2 I o ¥ R VIRA YA 2N [ ERBRKER TT R IR M, 2 e ST AL A ALZE
Figr b AGF U, LK1, 2 SR 4a, K i 1S5 RV H LR LB - IE ChtiiAT
H2h i, 158 0. 030g AL EE T (MR 263-264°C ) Wkridtb &Y (R 77% ) »

[0493]  'H-NMR (400MHz, DMSO-d,) : 6 1. 45-1. 62 (6H, m), 1. 73-1. 94 (6H, m) , 2. 90 (4H, t, J
= 6. 0Hz) , 3. 26-3. 34 (1H, m) , 7. 51 (2H, s) , 7. 61 (2H, d, ] = 10. 8Hz) , 10. 56 (1H, s)

[0494]  K4G45) 1

[0495] {5 /1% 5% FBS [ RPMI 3595 5&, 78 37°C 5% CO, 35748 W75 N S MERT i 4l
JHL P 1 055 4 AR HL—600 308 ot UM HI 8 400 L I SRHSE 400 1 73 A PR 23 A0 B A b 1) 0 Y
e (NBT) iR g, PR L3R S e o i) 25 B A i AL &4 (B R RA&9 ) A HL-60 48
ML o415 AR o 430k AN X B B i ELIA Bl -A R A R 40 B L 1000rpm (AL IR B0 5 47
B BRERETE IR KAl RPAIBATRN 5% FBS [ RPMI 157755 BVl 8. 0 X 10° 4l i /
ml KI5 BT, 22 Ja s A DMSO S I 32 A SIS B HARIK B, 1597 4 RIGH TS558 . &%
A it 257 T 1l S AH [R] ) DMSO W FE o

[0496] L35 % Y0l s e 1) 100 &40 e i 5 B 268 b A6 P ot 00 L v S5 R 10 40 e o h 25 2 AT -
NBT I JE BEUN N 3R 15 . K5 NBT AR 2 b A3 Eh /K (PBS (5)) Wi iA 3] 0. 2% IR, 2
Ja NS 5% FBS (1) RPMI $5 55580 [y SLrbifs b i —12— T DU SE R I - 13- & 1R
Mg (TPA) A% 0. 2 0 M( £ 200ng) , Hl 2RI H [MIC 48 B LA 1000rpm F 46 3 250
5 TP IR L, AR AR AN e A He A s IR v . AEKI 3T CTRIRE 20 3P, 2
Ji A5 P A 0 T SRR T A ) NBT IE SR BH R4, SR /L i SR . &5 R R 1. AR
B A&k HL-60 40 f 2 HAT s 1 7 s RAEH

[o497] [ % 1]

CN 101855199 A b

AT E ()]
e 1x10° M 1><[10'8M 1x10’'M | 1x10°M
[0498] %] 1 5.0 6.6 18.3 —
1) 2 9.5 26.7 37.5 —
#) 3 — 48.5 60.1 65.6
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CN 101855199 A W BB 45/45 T
GE — 16.3 36.7 47.8
) 5 — 23.6 41.8 50.4
1 7 —_ 2.1 4.5 40.2
%) 8 — 53.5 59.2 68.9
#) 15 14.9 30.9 —_ —

[0499] #) 16 — 18.4 29.2 33.8
#) 17 — 19 214 24.4
#) 18 — 16.6 32.1 30.6
%) 20 — 5.3 15.9 26.4
#) 21 — 414 60.5 62.1
#) 27 4.6 12.8 52.8 —
%) 28 22.7 55.5 52.7 —

[0500]  F=MbSEHIE

[0501] A AL 54 FL i O A R AT SR S VR Y, w LARIAE F 1Bl A/ iy
A I S IR S SR AN S I RE WS TR AT / BAT T (5% BB 1 25 o
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