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[0178]
[0179]

[0180]

[0181]

[0182]
[0183]

[0184]
[0185]
[0186]

[0187]

[0188]

S=50dl 10-2061400

SRottpter fEAe] A ¢ (5-FAh-4-SA-b-S Rot - 1-d) SA Y S 2 o] =
( ZgaF, 5-840-4-2A-5-FRolhRFE-1-2 54.7 g (300 mmol) ¥ TlHWE<LEZEAle]= (DMSO) 400 ml
6 ml), ¥ SFMEA 200 m¢ (2.1 md) & Hr}sta, 3 Az wwkEk & b g8 B8 A g A3 5-
B n-4-S A -5-G Holrhntel-1-2o] &3] WY oWuoHEAZ Al (Ei(k) = e RS A

o] W& Egtalo] E 150 m ¢ YolEoEl2 300 me & Hrbsta, WNE, A (FHE) T, S5 #7152 4

At F5ol Al dedddH2 150 m & H7bsta, A%, FX T 553 §715S iy o]

e oAl 2 3] WA, f7]5S A dlg o2 HERAIFT g3, FFA7)a, dojzl A 2 Y

ZREYE 100 M S H7 e, d3Eed 21.8 me (300 mmol) & Aalalgith. 1 AIZE wRkgk & g9}

AA 7t RS 7 25 AAS A7, BHo F= 3] A9 (5-LAa-4-2A}-5-F Folrte-1-9) S
1

Al S EetolE 54.2 g (235 muol, ©E] & 78.3 %, GC +% 98.3 %) = &ttt o]3fell GC-MS, H-
NIR 2 "C-NWR oz dlo]ElE thebdic,

GC—MS : 232 (0. 04%), 230 (0. 4%) , 194 {(10.
2%), 164 (23. 3%) . 138 (56. 7%) ., 120 (39. 6
%) . 95 (1T00%) , 79 (58. 8%), 67 (22. 1%) , 55
(18. 4%) , 41 (29. 8%)

TH—-NMR: 1. 84~2. 67 (m, 11H), 3. 09 (t, J=5.
BH=z, 1H), 4. 68 (s, 1TH), 5. 43 (s. 2H)
13C—NMR:29. 69, 30. 11, 34. 56, 34 63, 38.

14, 39. 83, 41. 37, 68. 29, 73. 88, 82. 07, 1
77. 92

[3}sh4) 24]

o ¢l

Exolthuel fEAS P4 1 (5-Sh-d-SA-5- SR ulE-2-) S A g F R eto] =

Ao b BYE w22 FAT 1 ¢ ANR Bekadel wwk AXNE A, oo 5-Sh-d-SA

LS 7 g (300 mmol), FIHAEEFLHIE= 13.6 g (450 mmol), FAteladlE 36.2 g (300
mol) 3 AEAZ UFEEG 650 m § Wk, WEAM 0 T = @z, wwstdnt. o/l dsht
EF 292 ¢ (5.0 mol) 3} ARFA 700 mt B EFS] MAAR ABFL 5E wBS FHA 1 AR 2ol
Y. FURE 3 AR AN F, FARMES olah T, sbs AE BAS AAT A3, 5-52-4-34)
5-ERolhuhE-2-2- 8 93] oH=AZ Astsle] Q= AL

)

SRl 93 dAstra 2 UIF22HEs AAst, HHo2 e 3] A9 (5-Fa-4-SA-5-E ROl U RkER-
2-)SAEE2eol= 58,1 g (251 mmol, @& & 84.0 %, GC &% 93.9 %) = <& 33d. o] s}o
GC-MS, 'H-NMR 2 “C-MVR ¢] 7z} wlo]El= vrehdich
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[0189]
[0190]

[0191]
[0192]
[0193]

[0194]

[0195]

[0196]

S=54 10-2061400

GC—MS :232 (0. 01%) ., 230 (0. 5%), 194 (2. 9
%), 164 (53. 7%) , 136 (83. 0%), 121 (15. 8%
Y, 110 (15, 9%) ., 79 (100%), 67 (22. 4%) ., 55
(19. 1%) . 41 (24. 1%)
TH—NMR: 1. 57 (s, 1H), 1. 84~2. 25 (m, 9H) ., 3
22 (s, TH), 3. 92 (s, TH), 4. 11 (s1H), 5. 6
8 (s. 2H)
13SC—NMR:24. 78, 27. 76, 28. 53, 28. 72, 30.
41, 31. 87, 38. 49, 69. 91, 72. 30, 82. 15, 1

77. 48

[s}8ha] 25]
AL

FRolhRhE FEAS T 2-(5- At S A5 B ol Thi - 1-9)) § A -2- S e G 2 o] =

R

1 0 Zg2aA0 5-84a-4-2A-5-5 Holrhbel-1-2 36.4 g (200 mmol) < F7Fslar, HEgslo]=2F & 200
m oA &aA7)a, EgoEolw 41.8 ml (300 mmol) & 718kt 2T E HEoA YA A
oM, FRZMNEANZFZEOIE 19.1 ml (240 mmol) & <F 30 ol 2z HH3] ZH&stdT).
A& T, 100 i & H7kske] wbeS FAAIH T @doizl W

, A T G EFOR HxAZT oA, w5 5, AEAAA ofal AAsaL,
2 8k 3] A9 2-(5-F-4-SAS- T R ot te-1-) S A -2- S dF E R o] = 39.8 g (154 mmol,
8 76.9 %, GC £% 97.9 %) S TEsigit). oakel GC-MS, H-NR 2 C-NMR ©] Zz} dlo]E]Z vbEbiT).

—

(e} S S O
& £

Jm O
(RO S
M o

GC—MS:261 (0. 02%), 259 (0. 07%) , 214 (0.
14%) , 164 (14. 5%) . 138 {(35. 4%) ., 120 (26.
0%) . 105 {(15. 1%), 95 (64. 3%) , 93 (43. 6%)
92 (100%), 79 (38. 1%, 67 (14. 5%) , 55 (1
1. 6%) ., 41 (19. 8%)
*tH—NMR: 1. 80~2. 57 (m, 11H), 8. 24 (t, J=5
8Hz, 1H), 3. 99 (t, J=0. BHz, 2H) ., 4. 68 (s
1H)
1sC—NMR:29. 68, 30. 20, 34. 55, 34. 70, 38,
18, 39. 70, 41. 07, 41. 53, 73. 67, 80. 43, 1

65. 88, 176. 75
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[0197]

[0198]
[0199]
[0200]

[0201]

[0202]

[0203]

[0204]
[0205]
[0206]

[0207]

S=50dl 10-2061400

Frobrpntel FLeA9] 3 1 2-(5-Sa4-SAS- SR ofrNbE-2-9]) S A 2- S o F R Eto| =

=

A 3 o oM, 5-2A-4-FAl-5-F Rolubutek-1-8 Yol 5-F 4-4-FAP-5-F ROl Ek-2-8-8 AFE-3
= AAd 3 I YAl AAgE A3, EHom st st 49 2-(5-F A4~ A-5-S ROl ukek-2-
JdeZ=zglel= 37.0 g (143 mmol, %E] 8 715 %, GC &% 98.0 %) & 9y, o]

2
Sholl GC-NMS, H-NR 2 C-NMR ©] 7} ©lo]elS jehd),

R

GC—MS :259 (0. 05%) ., 215 (0. 60%), 186 (1.
32%), 164 (55. 7%) ., 136 (81. 7%), 121 (16.
2%) , 110 (16. 0%) , 92 (59. 6%). 79 (100%) ,
67 (22. 9%) ., 55 (18. 5%), 41 (24. 4%)
TH—NMR : 1. 57 (d, J=13. 1Hz, 1TH), 1. 86~2. 2
8 (m, 9H) ., 3. 09 (s, 1H), 4. 10 (s, 2H) , 4. 29
(s, 1TH), 5. 07 (s, 1H)

BC—NMR: 24, 89, 27. 76, 28. 61, 29. 65, 30.
34, 31. 62, 40. 36, 40. 65, 72. 08, 73. 67, 1
65. 71, 1i76. 66

[s}sha] 27]

SRR FEA] T 1 2-(5-% a4 S A5 E RO E-1-2) § 4] -2- S Aol A F R eto] =

1 ¢ Zg230 5-24-4-2A-5-F Holt}E-1-& 36.4 g (200 mmol), FH}EFA=EA 1 3% 1.9 ¢g
(10 mmol), EZ=ZOFAEAF 28.3 g (300 mmol) & F7tskar, EF 500 me oA &3|AIHATE. EFallo
3 7R F_A71A, 1%, 8 AIRE wRkE AlEE & E 100 e & FHUbske] whgS AR A
e M &, 4 MY EFOR XA A, FF 3, AAA 3] AA

T 2-(5-8 2 4-GA-5-F ROt ghe-1- ) & A -2- & 4ol E EE}O]C 44.1 g (170 mmol, ©&] & 8

%, GC =% 98.8 %) = dElaksict. o)3tel] GC-MS, H-NR 2 “C-NIR ¢ 7t wlolelE vhehuich,

—
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[0208]
[0209]

[0210]
[0211]
[0212]

[0213]

[0214]

[0215]

[0216]

S=54 10-2061400

GC—MS:261 (0. 02%) , 259 (0. 07%) , 214 (0.
14%), 164 (14. 5%), 138 (35 4%) ., 120 (26.
0%) . 105 (15. 1%) ., 95 (64. 3%) , 93 (43. 6%)
92 (100%) ., 79 (38. 1%), 67 (14. 6%), 55 (1
1. 6%) ., 41 (19. 8%)
TH—NMR: 1. 80~2. 57 (m, 11H) ., 3. 24 (t, J=5_
8Hz. 1H) . 8. 99 (t, J=0. 8H=z, 2H), 4. 68 (s,
1H)
1S C—NMR:29. 68, 830. 20, 34. 65, 34. 70, 38.
18. 39. 70, 41. 07, 41. 53, 73. 67, 80 43, 1
65. 88, 176. 75

[s}sh2] 28]

0

O/L/Cl

0

6]
A) ;\] qﬂ 6
IRoRE FEAY A ¢ 2-(5-FAh-4-SA-5-S RO ER-2-U ) S A -2-S o H S 2 Elo] =
AN 5 o oA, 5-8A-4-SA}-5-T ROl HER-1-8 T2l 5-8 A-4-SA}-5-T HolrhuhE-0-8- 8 A8
A olQel= AAld 5 9F TUS A AAs A Eﬂ°§.4“2<5%i4é%}5iﬁﬂﬂ eH-2-¢Y) & A -2-
L 2old iﬂﬂc491g<w0mm e 8 94.9 %, GC £% 98.0 %) < wrElsteiT). o]a}oll GC-MS,

H-NMR 2 CC-MR ¢ 7 elo]ElE el

GC—MS :259 (0. 05%), 215 (0. 60%) . 186 (1.
32%) ., 164 (55. 7%) , 136 (81. 7%), 121 (16.
2%) . 110 (16. 0%) , 92 (59. 6%), 79 (100%) ,
67 (22. 9%), 55 (18. 5%) , 41 (24. 4%)
TH—NMR: 1. 57 (d, J=13. 1H=z, 1TH) . 1. 86~2. 2
8 (m, 9H) , 3. 09 (s, 1TH), 4. 10 (s, 2H) , 4. 29
(s, TH), 5. 07 (s, 1H)

iTC—~NMR:24. 89, 27. 76, 28. 61, 29. 65, 30.
34, 31. 62, 40. 36, 40. 65, 72. 08, 73. 67, 1

65. 71, 176. 68

[54514] 29]

e
O
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[0217]
[0218]

[0219]

[0220]
[0221]

[0222]
[0223]
[0224]

[0225]

S=50dl 10-2061400

A 7

SRorhe freAle] Y ¢ 2-(2-(5-F A4 SA-5- S RO -1-9) § A -2- & 2o H A ) -2- S Ao B
500 me o] 3 - ZEtxddl, FE A 4.6 g (60 mmol), DMF 50 mé, BAFZAE 10.4 g (75 mmol), L =3}4H
3.4 g (20 mmol) & ¥, A& 30 &3 wkagict. A7, AAe] 3 oA AT 2-(5-2 2-4-2A}
-5-F RolThutEr-1-9 ) L A]-2-L Ao ZF 2 o= 14.9 g (50 mmol) €] DMF 30 ml &AE& 3] Hrts)
T = SEA7IAL, 4 ARE aRreoitt e FR S, BRA 100 m B HUkete] oatstal, @ojx
FA, 10 wt% B LU ER FEAdM e AF &, F4 SRUEFOZ HARAF . SEE
Fol-Aet 23 §NoZRE ANAAHES s, HEHoFZ sty s A9 2-(2-(5-FAh-4-FA-5-E ot}
El-1-2) LA -2-2 2o EA])-2-2 20 ELE 10.8 g (36.2 mmol, @& & 72.4 %, GC &% 98.7 %) & s

5
k. olal GCMS, H-MR Z C-NMR ¢ 7t dlo]HE e,
GC—MS: 298 (0. 02%) . 181 (0. 09%) , 164 (22
7%) . 138 (58. 4%) . 120 (40. 6%) . 95 (100%
). 79 (63. 2%) , 67 (23. 8%), 55 (17. 6%) , 41
(30. 49%)
"TH—NMR: 1. 79~2. 55 {m, 11H) ., 3. 386 (t, J=6.
OHz, 1TH), 4. 42 (d, J=5. 2H=z, 2H), 4. 55 (s,
2H) . 4. 79 (s, 1H)
1SC—NMR:29. 61, 30. 39, 34. 67, 34. 72, 38.
30, 39. 85, 41. 31, 60. 85, 61. 13, 74. 36, 8
0. 11, 166. 23, 171. 99, 177. 64

[3}38h2] 30]

o
O’u\’o‘ﬂ/\OH
0
0
0
A) ;\] Oﬂ 8

FRolohutel FEA Y] A ¢ 2-(2-(5-L A -4-L A} -5-F HLoLTHHFER-2-2] ) £ A]-2-L 2 of| B A )-2-L o] EL-S

AAd 7 o oA, AAd 3 oA AR 2-(5-F 4a-4-FA-5- T Eol U E-1-U) S A -2- S A EH F 2 Elo] =
Aol AAle] 4 oA FAF 2-(5-FA-4-SAL-5-F Rolrhutek-2-2) S A -2-S AoE E R go| =5 A3 A
oleloll = AAld 7 ¥ FAA AAIG Ay, HHoR & 7] 29 2-(2-(5-FAh-4-FA-5-F Rofrytek-2-

A) & A|-2-& 20| A )-2-2 20 B2 11.3 g (37.9 mmol, ©&] & 75.8 %, GC <% 99.0 %) & &t}
ol akoll GC-MS, H-MR 2 C-NMR ©] Z} dlo]El2 pebdict
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[0226]

[0227]

[0228]
[0229]
[0230]

[0231]

[0232]

S=54 10-2061400

GC—MS:298 (0. 01%) . 181 (0. 09%), 164 (53
1%) ., 136 (78. 0%) . 121 (15 2%) . 110 (15
2%), 79 (100%) . 67 (22. 6%) . 55 (18. 2%) . 4
1 (23. 0%)
"TH—NMR: 1. 56 (d. J=12. 5Hz, 1H), 1. 80~2. 3
4 (m, 9H) , 3. 06 (s, 1TH) , 4. 27 (d, J=5. OHz=z,
2H)Y ., 4. 34 (s, TH), 4. 94 (s, 1H), 4. 99 (s, 2
H)
1*:C—NMR:24. 94, 27. 78, 28. 72, 29. 55, 30.
19, 831. 67, 40. 42, 60. 78, 61. 11, 72. 33, 7
3. 81, 165. 34, 173. 65, 176. 38

[s}&4] 31]

o]
0 JL/OH
ST

O
Al 9
TRolorer FEAe) §A ¢ 2-(5-F A A-SA5-E ol e -1-A) S A W B A -2- S Aol D F R efo] =
100 m¢ Zghz2=o] AAe] 1 oA TGS (5-8h-4-SA-5-F Holrntel-1-a) S A v e E 2 elo|= 11.5 g (50

mmol) & ¥i, HEZSo|=2Fd 50 M & H7iske] &aA71a, Eglodelnl 9.1 me (65 mmol) & F71s}

=

o] mut FjAIEFATE. o 7]ef] SR EZOFMEAL 5.2 g (55 muol) ¢ HEZSIO|=2F 10 ml &5 °F 10
wol AA AAe AskAE.  ASAA 2 A W F, B 50wl & Arleke] e WL, g
3o todeel2 100 mb & H7leta, A §, 5 FAHEFOR AxAFT. oq3, FF3H4,
Taow = 7] A9 2-(5-FA-4-SA-5-E RO E-1-A) SA M A -2-S Ao HF Rdte| = 13.7 g (47
mol, ¥el & 95.0 %, GC #X% 95.2 %) < wstglek.  olskel GC-NS, H-NR 2 C-NIR o 7 dlo]E
5 rhat

GC—MS:288 (0. 01%), 260 (1. 2%) , 258 (3. 9
%), 164 (24. 1%), 194 (21. 7%), 138 (54. 0%
Y, 120 (40. 6%) . 95 (100%) , 79 (58. 5%) , 67
(22. 5%), 55 (18. 6%), 41 (31. 0%)

TH—NMR: 1. 88~2. 65 (m, 11H), 3. 156 (t, J=65.
6Hz, 1TH), 8. 91 (s, 2H), 4. 45 (s, 1TH) ., 5. 63
(s, 2H)
1aC—NMR:29. 59, 30. 29, 34. 70, 34. 80, 38.
06, 39. 76, 40. 88, 41. 10, 74. 05, 80. 25, 8
9. 25, 167. 25, 176. 55
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[0233]

[0234]
[0235]
[0236]

[0237]

[0238]
[0239]

[0240]
[0241]
[0242]

[0243]

SS=50dl 10-2061400

sRolthitet fEAS A 1 2-(5-% b4 G A5 E ROIThuFEh-2-)) A W] 5 A2 o F R o] =

b (5 %*%JMF&iEﬂqﬂ%ﬂﬂb%ﬂﬂ%§EH1 Hatel A
Eﬁﬂﬂazzowﬁﬁw%%iﬂﬂ & AREE A olelell= Al 9
T 3] A9 2-(5-FAa-4-5A-5-3 E}ﬂ{%ﬂ%@%ﬂﬂ%%ﬂ%ﬁ

z
g ZFRelol= 12.3 g (43 mmol, @] 4% 85.0 %, GC w%= 95.8 %) & welshgich. oaol GCUS, H-
MR 2 C-NUR 9] 7t dlolEE e,
GC—MS:288 (0. 01%) . 260 (1. 3%) ., 258 (4. 1

%), 164 (51. 9%) , 136 (74. 8%) , 121 (15. 5%

), 110 (15. 5%) ., 79 (100%) , 67 (20. 9%) , 65

(18. 3%) ., 41 (22. 8%)

1TH—NMR:1. 62 (d, J=12. 8H=z, 1H), 6 1. 92~2. 3

3 (m 9H), 2. 96 (s, TH) ., 4. 24 (s, 1H) . 4. 26

(s, 2H) , 4. 91 (s, 1TH), 5. 22 (s, 2H)
1SC—NMR:24. 90, 27. 64, 28. 73, 29. 64, 30,

38, 31. 63, 40. 64, 40. 89, 72. 17, 73 79. 8

9. 48 166. 30, 177. 08

[2heh4) 33]

WElg Lol E

~

Mol L sE 2] G ¢ (5-Shd-SAb-5- BTkl ek-1-91) S Al

d 9 o gojA, FRRZONEA tiale] HWEFZHA 4.7 g (55 mmol) & AFEE A o]dlE A 9 9}
ASHA A A3, EXoz sl 7] A9 (5-KAh-4-SA-5-S Foltite-1-) S A e WEl T H g o] E
13.5 g (48 mmol, T & 96.3 %, GC =% 97.8 %) < T 3}9r}. olatel GC-MS, H-MMR 2 “C-MVR ¢
ZF dlo]g & e
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[0244]

[0245]

[0246]
[0247]
[0248]

[0249]

[0250]

S=54 10-2061400

GC—MS : 250 (20. 6%), 194 (59. 8%), 164 (23
69%) ., 138 (53. 3%), 120 (41. 1%), 95 (100%
). 79 (B0. 9%), 62 (49. 6%) , 67 (21. 8%) , 55
(17. 4%) , 41 (77. 1%)
TH—=NMR:1. 78~2. 47 {m, 11H) . 2. 04 (s. 3H) ,
3. 12 (t, J=5. 7H=z, 1TH), 4. 583 (s, 1TH), 5. 29
{s, 2H), 5. 67 (t, J=1. 5Hz, 1H), 5. 89 (s, 1
H)
1ISC—NMR:18. 17, 29. 64, 30. 13, 34. 50, 34.
83, 38. 36, 39. 59, 41 12, 73. 80, 80. 49, 8
8. 62, 126. 52, 136 49, 166. 86, 176. 74

[3}e}2) 34]

0
OAGJ’\f
O
O
AAld 12

2

11 3 S84 AAS A3, 2oz ak= 817 2] (5-2-4-LA}-5-5 Holrhubel-2-¢1) 2 A W el v g} 7 2
golE 12.9 g (46 mmol, T F& 92.0 %, GC <% 98.2 %) & 33 ol3hell GC-US. H-NIR 2
“C-NR ¢ 7 elolelE vebic,

GC—MS : 250 (30. 8%), 194 (59. 0%) , 164 (57
206) . 136 (81. 2%), 121 (16. 6%) ., 110 (16.
1%) . 79 (100%) ., 69 (50. 7%) , 67 (23. 1%) ., 5
5 (19. 1%), 41 (24. 39%)
TH—NMR:1. 54 (d, J=12. 7H=z, 1TH) , 6 1. 92~2. 3
7 (m, 9H) , 2. 06 (s, B8H) ., 8. 22 (s, 1H), 4. 08
(s. 1TH), 5. 18 (s, 1H)., 6. 41 (s, 2H), 5. 72 (
t, J=1. 6H=z, 1H), 5. 96 (s, 1H)
1SC—~NMR:18. 15, 24. 97, 27. 85, 28. 51, 29.
$4, 30. 46, 31. 74, 40. 31, 72. 09, 73. 83, 8
8. 69, 126. 13, 136. 70, 166. 82, 177. 50

_36_



[0251]

[0252]
[0253]
[0254]

[0255]

[0256]
[0257]

[0258]
[0259]
[0260]

[0261]

SS=50dl 10-2061400

A 13
(M E)otadrtol 2E 2] G4 1 2-(5-Fa-4-FA-5-F RO E-1-9) S A -2-S 2o e P o] =

200 m¢ ¢ 3 7 ZEol, wWeta A 3.1 me (36 mmol), DMF 30 m¢, ©-AHZE 6.2 g (45 mmol), L =317
F 2.0 g (12 mmol) & i, ALoA 30 &1t wHssict. A7Vel, AAlel 3 oA FAT 2-(5-54-
4-2 A -5~ Holuutek-1-A) A -2-& Lo F2Ee]l= 7.8 g (30 mmol) 2 DMF 20 m¢ £9S HHAT
A7 elal, 45 C & 52A|7)aL, 4 A7 awkelgic e TR F, EF4 60 i B FH7bstel e,
Qolzl &AE FA, 10 wth EIIIEF FEAgA] AP T, FF FAYEFOR HARAZU.
oA, 5 5, AggtA 2ol AAldl o, HAHo R st 5] A9 2-(5-FAh-4-SA-5-S HolthihE-
1-d)&A-2-2odrElad e ol E 8.0 g (25.9 mmol, & 48 86.3 %, GC =X 97.5 %) S &|a3ct.
oake] GC-MS, H-NMR 2 C-NMR ©] Zz} dlo]E]2 ybEhiT),

GC—MS : 8308 (1. 0%) . 164 (21. 3%). 138 (56.
6%) . 120 (40. 9%) ., 95 (100%) ., 79 (60. 9%) .
69 (21. 8%), 67 (22. 4%) , 55 (17. 9%) , 41 (4
9. 5%)

TH—=NMR: 1. 72~2. 55 (m, 11H), 1. 98 (s. 3H) .
3. 18 (t, J=58. 6H=z, 1H) , 4. 74 (s, 1H), 4. 91
(s. 2H) , 5. 53 (t, J=1. 6H=z, 1H), 6. 38 (s, 1
H)

13IC-—NMR: 18. 16, 29. 67, 30. 15, 34. 65, 34.
70, 38. 13, 839. 71, 41. 26, 60. 90, 74. 21, 8
0. 27, 126. 71, 134. 76, 166. 11, 166. 73. 1

78. 11

[2sk4] 36]

(HE)otadAto| 2B 29 A @ 2-(5-2Ah-4-2A}-5-F Rolt}ahEl-2-9 ) & A|-2-2 Ao g HE} T L # o] E

AAlel 13 ol SlolA, AAlel] 3 oA 3 2-(5-FA-4-FA-5- S ROFHRIE-1-) S A -2-S 2o d F 2ol =

tialell Aol 4 oA A 2-(5-FAh-4-FAS-SRolTpNbE-2-U) S A -2-S Ao E R 0| =8 AMES A

ol e] ol = A 13 I} LA AA & a3}, TAHo7 Cas at7] 2] o]
°

2-(5-% 2-4-$A}-5- 5 ol rhutel-2-4 )

C &% 96.9 %) & skt o] stol

-ShoevElaEHolE 7.8 g (25.3 mmol, T & 84.3 %,
C-NMS, H-NMMR 2 C-NMR 9] 7} dlo]E]E viepdi

[*p)
[“D I )
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[0262]

[0263]

[0264]
[0265]

[0266]

[0267]

[0268]

S=54 10-2061400

GC—MS :308 (0. 9%) , 164 (60. 6%). 136 (86.
0%) ., 121 (17. 3%, 110 (16. 2%) . 79 (100%)
69 (20. 4%) , 67 (23. 6%), 55 (19. 6%) ., 41 (
45. 7%)
TH—NMR:1. 68 (d, J=13. 4H=z, 1H), 1. 76~2. 3
1 {m, 9H), 2. 02 (s, 3H), 3. 08 (s, TH), 4. 10
(s, TH) ., 4. 76 (s, 2H) . 5. 17 (s, 1TH), 5. 87 (
t, J=1. BHz, 1H) . 6. 35 (s, 1H)
1TC—~NMR: 18. 10, 24. 85, 27. 65, 28. 69. 29.
57. 30. 33, 31. 61, 40. 50, 61. 16, 72. 09, 7
3. 63, 126. 75, 135. 80, 167 25, 167. 36, 1
76. 46

[s}sha] 37]

AAld 15

(HE)otad Ao 2829 A 0 2-(2-(5-FA2-4-FA-5-F Bol T uheh-1- ) S A -2-5 4ol HA] ) -2-2- 4o & o
Elm g olE

1

97.0 %) & walsa o akell GC-MS, H-MR 2 “C-MR © 7} dlo]ElE vhebiic).

GC—MS :366 (1. 0%), 164 (24. 1%), 138 (54.
9%) , 120 (41. 5%) , 95 (100%) , 79 (58. 8%) ,
69 (832. 9%) , 67 (22. 7%) ., 55 (18. 9%) ., 41 (5
7. 0%

TH—NMR: 1. 75~2. 65 (m, 11H), 2. 00 (s. 3H) .
3. 30 (t, J=5. 9H=z, 1H), 4. 49 (s, 1H). 4. 69
(s, 2H) , 4. 74 (s, 2H) , B. 68 (t, J=1. 5Hz, 1
H) , 6. 11 (s, 1H)

1I3C—NMR:18. 13, 29. 62, 30. 18, 34. 68, 34.
74, 38. 20, 39. 89, 41. 09, 60. 93, 61. 08, 7
4., 27, 80. 83, 126. 59, 135. 40, 166. 05. 16
6. 46, 166. 74, 177. 35
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[0269]

[0270]
[0271]

[0272]

[0273]

[0274]

[0275]

[0276]
[0277]
[0278]

[0279]

SS=50dl 10-2061400

0
o}
0
Aol 16

(ME)OFTH NN 2 28] G ¢ 2-(2-(5- 5 Zamde- S Ab-5- 5 0 OFEFRFEF-2-01) & A| -2~ 2:0] 5 A] -2~ Aol &l o]
Ela ol E
dA A , AAld 3 A e 2-(5-FA-4-SA-5-E ROl RHE-1-Y ) A -2- S A Y E 2 go] =
thalel] AAle] 8 oA A S 2-(2-(5-2 5-4-2A-5-F ROl E-2-U ) S A -2-2 40| B A] )-2-& Ao EHe- S AL
88 2 ool Aol 13 3 FAs AN G A%, BHoz s a7 A9 2 4-2 A5 o}
Obe-2-2) S A -2-2 20| ZA])-2-S oldr et g g o] E) 8.2 g (22.4 mmol, 92 F8& 74.6 %, GC £k
97.2 %) & wElstATt.  olatd GCMS, H-NMR 2 CC-MR ©] 7} dlo]ElE bt}
GC—MS :366 (1. 0%) ., 164 (53. 4%) . 136 (81,
0%) ., 121 (15. 4%) ., 110 (15. 8%), 79 (100%)
69 (33. 7%) , 67 (21. 9%) . 55 (19. 1%) ., 41 (
52. 0%)
TH-NMR : 1. 49 (d, J=13. 5Hz, 1H), 1. 94 (s. 3
H), 1. 80~2. 36 (m, 9H) . 3. 02 (s, 1H) , 4 16
(s, 1TH) ., 4. 47 (s. 2H) ., 4. 78 (s, 2H) , 4. 95 (
s 1H), 6. 64 (t. J=1. BHz., 1H). 6. 04 (s. 1H
)
1sC—NMR:18. 07, 24. 82, 27. 78. 28. 52, 29,
73, 30. 49, 31. 72, 40. 19, 80. 70, 60. 74, 7
1. 96, 73. 45, 126. 78, 135. 42, 165. 85. 16
6. 10. 166. 79. 176. 57

[2sk4] 39]
Q
o\r\oJ\,ng
) e}
O

Ao 17
(ME)oraLs A ~E 29 A 1 2-(5-F4-4-FA-5- T RO R-1-) SA W A -2- Aol D W Ef A g o] E

o 13 o gloiH, AAel 3 oA FAT 2-(5-Sh-d-SA-5-E R ThIE-1-01) S A -2- S o] B 2 efo] =

A A s ©
thalel]l AAle] 9 oA FAF 2-(5-FA-4-SAFE- T RO -1-A) S A | 5 A -2- S Ao P R efo]| =8 AG
Kl T A A, HHoR dh= 7] 4] 2-(5-Fh-4-HA-5-a ottt

P A ool = *‘A]o%] 13 I
E-1-) LA EA|-2- 2o D Ef T H ) E 7.2 g (21.3 mmol, @& & 70.9 %, GC +=% 95.3 %) & v

S A= ﬂﬂﬂG&%,RWR%BGWRQZ%ﬂﬂH§4Hﬂq.

|
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[0280]
[0281]

[0282]
[0283]
[0284]

[0285]

[0286]

rLTl o £ mz

GC—MS :308 (32. 8%). 194 (35. 4%), 164 (283
4%) ., 138 (53. 9%), 120 (42. 5%}, 95 (100%

), 79 (60. 4%) . 69 (50. 9%) . 67 (21. 7%) . 565

(17. 9%) . 41 (70. 0%)

TH—NMR: 1. 81~2. 50 (m, T1H), 1. 94 (s, 3H) .
3. 11 (t, J=6. 9H=z, 1H), 4. 48 (s, 2H), 4. 88
(s, 1H), 6. 31 (s, 2H) , 5. 69 (t, d=1. 5H=z, 1
H) ., 6. 48 (s, 1H)
13C—NMR:18. 09, 29. 64, 30. 14, 34. 65, 34
73, 38. 26, 39. 69, 41. 46, 60. 95, 73. 72, 8
Q. 24, 88. 70, 126. 68, 134. 80, 166. 43, 16
6. 66, 177. 11

(3184 40]

o’\(rj\?oerE

0

@)

Al 18

(ME)ob @bl 2Bl 2o T4 ¢ 2-(5-S 4= A5 5 o rhebek-2-91) S Al o]

el el 10 ol 7 2-(5-FA-4-SA-5- S ROl uhe-2- ) S A v 5

_I

GC—MS :308 (31. 5%), 194 (35. 0%), 164 (57
5%) ., 136 (85. 3%), 121 (16. 5%), 110 (16,
5%) ., 79 (100%) , 69 (51. 4%) , 67 (22. 2%) . 5

5 (18. 9%) , 41 (24. 5%)

TH—NMR: 1. 63 (d, J=18. 3Hz. 1H) . 1. 87~2. 3

1 {m, 9H). 1. 94 (s, 3H), 3. 08 (s, 1H), 4. 20

{s, 1TH), 4. 81 (s, 2H) . 4. 98 (s, 1H) . & 54 (

s, 2H) ., 5 85 (t, J=1. 58H=z, 1H), 6. 06 (s, 1H

)

13C—-NMR:18. 19, 24. 88, 27. 76, 28. 66, 29.
51, 30. 48, 31. 76, 40. 24, 60. 65, 72. 29, 7
3. 89, 88. 73, 126. 84, 136. 89, 166. 16, 16

6. 28, 175. 92

_40_

_Q
Alell 13 o glejA, Arje] 3 oA g3 2-(5-FAh-4-SA-5-T & ﬂ@ﬂﬂl%b
A olelel= AAd 13 I FL3HA HAAe A, EHOE.ﬂ56V1“424&
-2-) S A H| EA|-2-L Ao HE T YO E 7.6 g (22.5 mmol, T & 74.9 %,
ST olate] GC-MS, H-MVR 2 “C-NMR ©] Z} d]o]E]E ijebuict.

|-2-%
*ﬂ%%iﬂﬂﬁEA%—

ol

10-2061400

ZoEvela o] E

Lo E Rl =

4-SA-5-2 Bofrirt

GC §3£1 95.0 %) < wa



[0287]

[0288]
[0289]
[0290]

[0291]

[0292]

[0293]

[0294]

[0295]
[0296]

[0297]

S=50dl 10-2061400

]_
] %%‘ ﬁ”ﬁoﬂ %’*0% AAAN7)= %3}% 3 3] AAlste] QAR A, 7A7he] T A Pl~
-

DL A LB
¥ 1
ang [B=0CA) oA by he | Su=
SN | ZEEX e ol R
19 11 Pi 26:35:39 6560 1. 66
20 12 P2 28:31:41 6209 1.58
21 13 P3 25:34:41 6871 1.51
22 14 P4 23:34:43 7004 1. 47
23 15 P5 22:31:47 6938 1. 75
24 16 P6 24:31:45 7153 1. 67
25 17 P7 21:33:46 7249 1. 70
26 18 P8 22:29:49 6988 1. 63

A Al 27~34

FAEBY HAAE 2AEFO ZA

AAle 19~26 oA folxl T A P1~P8 k2t 100 Aol disto], F4k BAA=A EudEXa=vE
FoRRTEIYO|ES 5 AN FHUbetar, Aozl A 2AE 10 Ao digte] ZEIdAIEFE mHE
P 2ol AEo]E 90 AEE A}g5le] £38t, YANAE ZAE RI~RS & ZA89T}. A ol A
of, AT YAXZE FAE RI~R8 & EX3&}aL, 110 T oA, 60 27F #3223 AN, AAAELS A
SHATH. olgA A Lozl dlolwE T 248 mm o Fol <& 100 mJ/er 9 w=FFoR QE
w335, w3 AFo] 110 T oA, 60 =3t 7t4s %, HEZHEIEFalo]| B2 FAol = 89
(2.38 Ap) o7 60 =3+ A4t o wWo] HAXER] 1A {55 & 2 o YERlth O #A
© A =Eve] $A3d] glojxl As vepdth
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[0298]

[0299]

[0300]
[0301]

[0302]

[0303]

[0304]
[0305]

[0306]

[0307]

[0308]

[0309]

S=54 10-2061400

#£ 2
27 P1 R1 O
28 P2 R2 O
29 P3 R3 O
30 P4 R4 O
31 P5 R5 O
32 P6 R6 O
33 P7 R7 O
34 P8 RS @)
o] ¢} {%0] 2 dye (ME)oladA FRAE EFse A4S EF EAHEY XEYALE ZHEZA

(ME)oba @bl 2e|29) 4 : 5-Sdh-d4-SA}-5-ERorhyhg-1-U vl et A g o]
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