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() B DUIHR , bR B 20 38 1) S0 XTTD 4654, s 22 R ) Sk =X (XVITT) 8 (XVITTa)
&%, AT AR HE C 0 773, B 92 T Med . Chem 2012,55,84-93 1 ik , #E THF / HY BE )
RAEYH A8 P/ CAE RMEA AT ATkt , AL 5153 21020 XTa) BP0 mr DLd i 25
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U, L] LLE Rk ZE B, (9] Gk e 5 = FF i (TEA) ) BIAFEAE N 5k S Bk R I s 87 1 4% AR 37
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[0182] DL R sjtafolidt— Ui i 1 A K

[0183]  sjitafsl1: 2N (TV) (R=Me) i) 3a—4AK-6a—F2H:-5B-H fr—24-1& H IR 1Y & B

[0184]  7E250mL A 7 iff BE vF AU 77 36+ 28 1) = s pe i b R =X (TT D) (% 25 S IH R FH e
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FEERE T J5 B2 587 o S5 4 B VA R 4 221 )5, I HLAr#iT -

[0185]  'H-NMR (CDC1s,400MHz,24°C) 6:0.65 (3H,s) ;0.89 (3H,d, J=6.4Hz) ;0.97 (3H,s) ;
2.36-1.07 (27H,m) ;3.62 (3H,s) ;4.04 (1H,m) .

[0186]  '*C-NMR (CDC13,100MHz,24°C) 6:213.20,174.71,67.36,56.08,55.89,51.49,
50.21,42.80,40.19,39.80,37.10,37.05,36.13,36.10,35.28,34.50,34.19,30.99,
30.90,28.07,24.15,22.82,21.07,18.24,12.03.

[0187]  sjiaff2: 2 (V) (R=Me ; RiflIRe—#2JE i~ (CHa) n—%% , Hrbn/22) 3-12 [1,3] =%
IR —6a—F2 H—5B-IH bt —24-1% H R & Bl

[0188]  ZE AU A UG Tt (T J 4 95 FDean—Stark B 1) 250mL = S8 o1 Sz it 4] 1 v 45
P 2 1% (10.9¢g, 175mmo1) FI%T H 2R 1R (0.0750g,0.395mmol) AbFE o B VRN 4
2 AR CABR K/ H IR ILE A, IF B BERE2/INGT o 70 IR N 45 R, IR SR HI B2 4920°C , IF
H A2 D 1N CUSE =00 e K VR A i B8 4, I LK B FHZK RN T4 1) £ Bk e 5%
SR s W A el s 48, 45 21 20 (V) 13- L1, 3] = UK I —6a—F2 —5B—IH E—24 -k H g
(14.9g,33.2mmol) , 3R (I11) f %% 2 ENHER F Be THE = 5 N85 % o 3@ 'HAN °C-NMR 43 47 7
Y, a5 R A, oA AR — B Al A] T — IR

[0189]  'H-NMR (CDC1s,400MHz,24°C) 6:0.63 (3H,s) ;0.90 (3H,d, J=6.4Hz) ;0.92 (3H,s) ;
1.04-2.49 (26H,m) ;3.70 (3H,s) ;3.94 (4H,m) ;:4.05 (1H,m) .

[0190]  '*C-NMR (CDC13,100MHz,24°C) 6:174.79,109.71,67.83,64.20,64.09,56.13,
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55.86,51.49,47.26,42.82,39.91,39.15,35.88,35.31,34.63,34.58,34.38,31.02,
30.93,30.13,28.68,28.09,24.15,23.25,20.97,18.23,12.02.

(01911 Sjtafsl3: 3K (VI) (R=Me;RiAIRe— LI i~ (CH2) o4 , HHn22) 3-12[1,3] =%
I -6 48 A -5B- R br—24- 1% F R KT & o

[0192]  FEAL S ATUA AR FF 28 I FE T AR IR = A 500mL = S0 Hh , 45 T S i ] 2 o) %
= (V) 3-8 [1,3] 4 M -6a- 322 -5B8-H ke -24-FR F fig (14.9g,33.2mmo1) KBr
(1.97g,16.6mmol) \BusNBr (0.640g,1.99mmol) -Na2HPO4 ¢ 2H20 (0.71g,4.0mmol) F
NaH2PO4 * H20 (0.79g,0.57mmol) ¥ T-CH2C12 (150mL) F17K (40mL) VRS o K 3R 45 1) 5 4
BEMAHIZE0C, 3 H HTEMPO (0. 16mg,0.99mmol) A11.9%Na0C1 AW (143.0mL,
36.49mmol) AbFE , JRIFIR FEMLT5°C o — BN TE K W S VR A W4 #3043 %1, S8 J FIMeOH
REFR 15008 e, A WL B, 3F B 5 % HC1VE R (2 X 50mL) 5% NaOHVA TR (2 X 50mL) A1
FHFINaCL ¥ (50mL) Bk » e Ji5 248 To 7K NazS0a 152 o 3t 98 J » W4 ¥ V0 R e 4 » 32 =X (VD) 1)
3-8 [1,3] Z LI -6-4EAC-5B-IHkE—24- 2 H g (14.5g,32. 4mmol) , 7297 % .

[0193]  J@ it 'HANC-NVRAF M 7=, o HL45 SR R i 4, To i it — 2D aifb BRI v] FF F — D3R,
[0194]  "H-NMR (CDC13,200MHz,24°C) 8:0.71 (3H,s) ;:0.91 (3H,s) ;0.97 (3H,d, J=6.2Hz) ;
1.04-2.49 (26H,m) ;3.71 (3H,s) ;3.97 (4H,m) .

[0195]  'C-NMR (CDC13,50MHz,24°C) 8:213.60,174.77,108.23,64.68 (2C) ,58.73,57.17,
56.12,51.82,43.44,43.09,39.97,39.67,38.23,37.26,35.62,34.76,33.69,31.38,
31.27,30.55,28.35,24.30,23.34,21.49,18.61,12.36.

[0196]  sjifafsl4 : 3K (VIT) (Ra=Me;RifRa— &I i~ (CH2) o4, HoHna22) B3-12[1,3] =
SAURFR- (6E/7) -V 7, Fa—5B-JIH k- 24— HH g 11 5 ik

(01971 FEA0 &R = il B v AR 7740+ 2% 1 250mL = SR , FEME M AUR R &
=R ERAL4E (10.80g,29. 14mmol) VE B T-70mL TG /K THEH ¥R S R E1 2 0°C , -t
[i4] #A t—BuOK (3.20g,28.6mmol) , 3 H A VR AW FEA0 70 Bl o SR 5, I\ 40 S it 451 3 e ik
Z 00 (VD) (13- [1, 3] — 5K -6-E R -5B-AHLE-24-FL ' i (5g,11.2mmo1) 7E30mLTHF
W RV VR o SRSV A A T 18 /N, HL A A ) — I ] P 28 3 iR« 7E S B 45 TR
KRG K (1.0g,55mmol) AbH , I HIRHE KRG 415 B K AR R A HE I (i i b (2 /
PIE90/10) , $24k=0 (VIT) 3-8 [1, 3] =% - (6E/Z) - £ F—58—1H ki —24 -2 F i
(2.82g,6.16mmol) , ANl 4T AR B A AIB &4 B) / (D) -

[0198]  'H-NMR (CDC13,200MHz,24°C) 8: (FRfiEf5 5 , iR AHIE/Z) 0.61-0.63 (9H,m) ;0.80
(3H,m) ,0.90 (6H,d,J=6.4Hz) ;1.59-1.53 (6H,m) ;3.64 (6H,s) ;:3.92 (8H,m) ;4.87 (1H,q,]J
=6.8Hz) ,5.18 (1H,q,J=6.6Hz) .

[0199]  '*C-NMR (CDC13,50MHz,24°C) 6: GERAHIE/Z) 174.14,139.13,117.00,112.99,
109.53,109.00,63.87,63.79,56.12,55.52,54.42,51.13,48.36,43.14,42.49,39.94,
39.62,37.42,36.80,36.53,35.43,35.35,35.03,34.76,33.90,33.52,33.11,30.68,
29.76,27.83,23.88,22.41,21.22,20.83,17.97,12.55,12.13,11.83,11.78,11.40.

[0200]  sjifafs5: 3 (VI) (Ra=H;RiAIRe— 2 I i~ (CH2) o~ 8%, Hinig 2) 3-8 [1,3] =%
IRI-6 - A -NH b -24-TR I & Bl

[0201]  7EA0 &R =k il B2 v RO 73400 2% 19 100mL = 25068 HH s fn S5 e 451 3 H 1] £ 11
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(VD) B3-42 (1, 3] 5 -6 A-5B-JHfi-24-FR H I (11.0g,24.6mmol) ¥ T-22mL
MeOHH o BV AWV Z1E0°C , I H 30 % NaOHE W (11mL) AbH o 5 [ N VR & WU TE IR 1 B
18/, SR JEA N2 0°C, 3 H FHHCT 37 % AL B B 2k B pH 2., 980k 78 & H B, 4 7K 48
CH2C12AHY, FF HoKs A HLAHZ Jo 7K NaoS0a 1158 , 37 Hik 4 5% R . L€ & 7= %45 2] 20 (V)
[1)3-1R 1, 3] — U628 AX-IHLE-24-1 (10.9g,24.0mmol) .

[0202]  'H-NMR (CDC1s,200MHz,24°C) 6:0.65 (3H,s) ;0.74 (3H,s) ;0.91 (3H,d,J=6.2Hz) ;
1.04-2.57 (26H,m) ;3.97 (4H,m) .

[0203]  '*C-NMR (CDC13,50MHz,24°C) 6:211.71,180.11,109.36,64.56,64.48,57.02,
56.33,56.05,53.84,46.93,43.37,41.22,39.82,38.19,36.03,35.58,31.35,31.22,
31.04,30.14,28.26,24.29,21.80,18.57,12.84,12.40.

[0204]  Sjitafsl6 : X (VIT) (Ra=H;RiFIRe—iE I B~ (CH2) v, HohnA22) H3-12 [1,3] =4
IR IA—6-V. £, F - JH ke —24-BR 1 5 A

[0205]  FEAL &R S il B vH A LI A 2% 1 250mL = SR, FEME AU R &
ZORBEIEEE (42.70g, 115 Inmo1) BT JE/K THE (340mL) H KR A #0748 HE0°C, 3 Loy

FEI B4 t-BuOK (12.64g,113.9mmol) , F£ H A FE4053 %1, S8 5 FH A0 St 4515 0 Bk 1) 2% 1)
(VD) (I3-42 [1, 3] Z5 A -6-A - HLE-24-18 (10.9g,25. 3mmo1) 7E85mL THFHH {5 ¥
AR B W I BVR A IAE IR BEFE L8/, AR 5 FH TR (8.30g, 139mmol) AbFH . P45 HE:30 57
J&  BRE YU, 3T AT BRI ORI A o S8 5 8 A R M B LK 2 L LIV
ghimkaift e IF B e, 183050 (VID 3481, 3] 5 KIA-6-T 4 3 - IR i -24- 1R
(7.50g,16.9mmol) , /= &67% .
[0206]  'H-NMR (CDC13,200Mhz,24°C) 8 : (KF{iE{5 5) 0.64 (6H,s) ;0.92 (3H,d, J=6.4Hz) ;
1.59 (3H,d,J=6.8Hz) ;3.93 (4H,s) ;:4.89 (1H,q,J=6.8Hz) .
[0207]  '3C-NMR (CDC1s,50Mhz,24°C) 8:180.49,139.80,113.69,110.32,64.50,64.42,
56.77,56.16,55.07,49.03,43.18,40.28,38.09,37.19,35.99,35.66,34.55,33.73,
31.40,31.25,31.12,28.45,24.53,21.86,18.59,13.17,12.50,12.04.
[0208]  sjifafs7 : X (IX) (R=Me;RiAIRe— LI Wi~ (CH) o , HoHn22) 342 [1,3] =%
JRI—-6-V. £, s~ Ta—F2 FE—5B-[IH br—24-1% H R Y & Bk
[0209]  7E/E0 &I B vH A 145 25 0 50mL XU EEEIE 45 sk i 5 4 7 1) % A0 =8 (VI 7
3R [1,3] 5 RIF-6-0 £, 5B H fr-24-FR H i (2.50g,5.46mmo1) ¥ T 15mL = v bt
L I H A5 B0 VA W FHSe02 (1.51g,13. 6mmol) ZbFE ¥ 2 SRS W EE20 /NN, SR J5
5mL 5% HCIIE WM , 3 B E B HE L/, SR 5 fE Ak e b o U8 K0 v el & ke 4, 7 HL A
2omLCH2612ﬁ%%% WA MU AR AN FINaC LI e, 37 Hs R e i« IR I MR R A iR
T 4li4k (CHaCl2: THER95:5) , HEftxC (IX) By3-#R [1, 3] 4RI -6- . L F-Ta-F2 H-5B-JH
km—24—ﬁaEF'@a (1.20g,2.53mmol) , LN TR &4 () / (2) , NG T RME, 72 3R47%
[0210]  'H-NMR (CDC13,200MHz ,24°C) 8 : GE-AYIE/ZIHHE(S5) 0.62 (3H, s) ;0.63 (3H,s) ;
0.64 (3H,s) ;0.77 (3H,s) ;0.91 (6H,d,6,2Hz) ;1.61 (3H,d,J=6.8Hz) ,1.65 (3H,dd, J1=
7.0Hz,J2=1.4Hz) ,3.65 (6H,s) ;3.92 (8H,m) ;4.55 (2H,d,J=2.0Hz) ;5.05 (1H,q,J=
6.8Hz) ,5.50 (1H,q,J=6.6Hz) .
[0211]  '3C-NMR (CDC13,50MHz,24°C) 6: GRAHIE/Z) 174.91,142.30 (F) ,141.58 (Z) ,
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123.97 (E) ,117.29(2) ,110.11(Z) ,109.39,64.55,64.46,56.02,51.78,50.58,50.45,
46.31,43.11,42.61,40.83,40.37,39.80,35.71,33.62,31.34,28.45,23.92,22.77,
21.65,18.60,12.74,12.18,12.05,10.97.

[0212]  "H-NMR (CDC13,200MHz,24°C) 8 : (SEAIPRZINFFAE(E5) 0.63 (3H,5) 50.77 (3H, ) ;
0.91 (3H,d,6,2Hz) ;1.65(3H,dd,J1=7.0Hz,J2=1.4Hz) ,3.65 (3H,s) ;3.92 (4H,m) ;4.55
(1H,d,J=2.0Hz) ;5.05 (1H,q,J=6.8Hz) .

[0213]  C-NMR (CDC13,50MHz,24°C) 8: (S##4147) 174.89,141.63,117.16,110.10(C-3) ,
66.29 (C-7) ,64.52(2C) ,56.02,51.77,50.56,46.27,43.09,42.58,40.83,39.77,38.02,
35.71(20),33.61,31.33(3C) ,28.44,23.90,21.65,18.58,12.94,12.18,10.96.

[0214] st fi8: X (XI) Ra=Me) [)3a, Ta-—$3 361V £ K58 I ki — 241 H BE () & 1%

[0215]  FEAL SR FE v (R vA Bt 2% A 40 F145 1) 100mL XUSUoe I - 5 i 2 it 451 7 v P ik
AR (IX) (348 [1,3] ~HURI-6-T L3 -Ta-FF-5B-H ki -24-F F ik (1. 10g,
2.32mmo1) FXJ F ZA# L (110mg,0.580mmo1) ¥ F-25ml 99 11 AR : /KB & WH B I MR
EWNAELI25 CHEREY /NS, SR IS FHBmL 5% NaHCOs7K IS AL B , 3T Hk4s E5k 21 .

[0216]  J¥HIE A9 HCHoCl (10mL) ZEHL , I H A4 HLAH LA INaCT R (2 X 5ml) PE¥s
ZENazS0s T4, I HLdk i o 9 e 28 KV 71 JE 45 2 Y (Z) (13-4 AR-6 - £ - Ta- 2 JL-5B-JH
Fi-24-FR F g (X) (900mg) o 756 & L B TH A [E] It v e 2% 1 10mL XU S B i, 76 P <R T
1E0°C#¥4NaBHs (53.0mg, 1.39mmol) V& & T-2mL THF:MeOH 9: 1{JVE-&SY , — B AW &
1, AT (X) 3-8 -6V 2 F—-Ta—$2 FE-58-IH K- 2415 F g (400mg) « ¥ e v V& 4 T
P3N S8 J5 ML 10 % HC1 Y VAR EE , I HLFH10mL CH2C 1o % o s A ALAH F M ATfINaCl
R (5mL) Yeidk » 48 oK NaoS0a 15 , 1k JE , I HIsE A 45 - 415 B 1 iR R S R it 4tk
(2K D TAH90:10) , 24 130mg (0. 30mmo1) = (XT) {#)3a, Ta-—J2 56— £, H-5B-H {24~
R F I, 7 %230 %

[0217]  'H-NMR (CDC13,200MHz ,24°C) §: (KFfiE{55) 0.61 (3H,s) ;0.64 (3H,s) ;0.90 (3H,d, ]
=6.0Hz) ;1.65(3H,dd,J1=7.0Hz,J2=1.4Hz) ;3.61 (1H,m) ;3.64 (3H,s) ;4.55 (1H,d,J=
2.0Hz) ;5.05(1H,q,J=6.8Hz) .

[0218]  'C-NMR (CDC13,50MHz,24°C) 8:174.98,141.48,117.53,71.96 (C-3) ,66.40 (C-7) ,
56.09,51.82,50.63,46.66,43.51,43.15,40.87,39.79,38.09,36.82,35.74,33.86,
31.54,31.37(20) ,28.47,23.92,21.73,18.60,12.97,12.20,11.82.

[0219]  sjtafs)9: X (XI) Ra=H) [)3a, Ta- — 3 HK-6-TF £ F-5B-JH Lt —24-FR 1K & ik

[0220]  7E10mLERZLE A , 5 St 518 Hh 753 2 1) =X (XT) (Ra=Me) ) 3a, Ta-— 2 F-6-1. Z,
HE-5B-IH T —24-1R H i (80mg, 0. 19mmo1) ¥ T-3mL MeOH:NaOHfJVR &4 (30% ,2:1) HH 4R
B WG 18/NE AR 5 FHCT K ¥ VR IR fb 2218 FllpH=1, I H FCH2C 12 2B LK - K5 15 B A
HUAHZ T /K Nao S04 T4, 1 8, I H sk 4 . 5 3 (XT) QLR A2H) 30, Ta- —$2 36—
. 2,358 f5:-24-1% (75mg, 0. 18mmol) , A 4k By [H 44 , 77 96 % .

[0221]  'H-NMR (CDC13,200MHz ,24°C) 8: (KFfiEf55) 0.65 (3H,s) 50.69 (3H,s) ;0.95 (3H,d, ]
=6.2Hz) ;1.67 (3H,dd,J1=6.8Hz,J2=1.4Hz) ;3.58 (1H,m) ;4.55 (1H,d,J=0.6Hz) ;5.05
(1H,q,J=6.8Hz) .

[0222]  '*C-NMR (CD30D,50MHz,24°C) 6:176.92,142.15,116.07,71.33,65.58,56.27,
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50.44,46.57,43.30,42.82,41.01,39.86,37.79,36.79,35.70,33.25,31.30,30.97,
30.90,28.16,23.49,21.53,17.84,11.67,11.34,11.02.

[0223]  sjifafsi10: X (VITa) AU3-4R[1, 3] ~5 - (67) — . £, F:-5B-[IH ki —-24- 1R H [
ik

[0224]  Fr2A R4 Bkt I FE THAHLAR HE 2 1 LA =3 s, FERE SR TR S
B = I IRAL S (98.0g,0. 264mo1) VB £ T-THF (650mL) 1 $HR-A A EIZ0°C , 3 Bt hn
A [ #£t-BuOK (29.0g,0.258mo1) AbEE KR B A £:60 7B, 28 J5 F an =i i 451 3 v ik 745 21 (1)
(VD) (I3-42 [1, 3] Z5 I 64 AC-5B-H ki —-24-1% H I (25¢,0.056mo1) 7E150mL THFH
(R T M B o 7 i 37 455 SRS, KR K (120mL) Fke, 3F B A ML 20 55, 3 HORE ik
% R 5 AR B (2 X 100mL) ZEHL, KA 1A HLAE FIZK (100mL) $E3k , 3 HL R 4 4 o 15
ARG JFORE M e A B rh 45 o 3 YR IE e, 15 2150 (VITa) 3-8 (1, 3] — 43 -
(67) -1 2. H-5B-H %t -24-FR H g (4.6g,0.010mol) , F*Z18% »

[0225]  'H-NMR (300MHz,CDC1s) §:5.20 (1H,q,J=6.6Hz) ,3.98-3.88 (4H,m) ,3.66 (3H,s) ,
2.62-2.54 (1H,m) ,1.04-2.4 (26H,m) ,1.56 (3H,d,J=6.9Hz) ,0.91 (3H,d,J=6.0Hz) ,0.81
(3H,s) ,0.62 (3H,s) .

[0226]  szjitafsl11: X (XVa) [193-48AX-6- V. £ F&-5B-JH ke - 24~ & F Bis ) & Ak

[0227]  FEAU 2 iR BE vt 8] U VA U6t 28 (9 50mL = 351 B8 3 b, 44 Sz it 451 1.0 Hh i 3k 45 30 £ =X
(VITa) J3-12[1,3] ~4 I -6- £ FE-58-HkE-24-FR F g (1.30g,2.83mmol) fEE A
VR T B (15mL) AIHC1 5% (5mL) VRGP 8 I TR &4 FHG 04 bk 28 7E = iR F 6
/NI, SR 5 25 VR HH DA, S LR R 4 ) VR B 20 (10mL) ARk o 445 281 1 [l 44 1 8 , FHH:20 (3
X 10mL) Peifk , H HAES0°C B2 T4/} o DLE B = A5 2 1. 18g 3 (XVa) 13-4~ (62) -
.2, A -5B-IH i -24- PR H g

[0228]  'H-NMR (300MHz,CDC13) 8:5.25 (1H,q,J=6.6Hz) ,3.66 (3H,s) ,2.78-1.04 (26H,m) ,
1.53(3H,d,J=6.6Hz) ,0.92 (3H,d,J=6.3Hz) ,0.88 (3H,s) ,0.66 (3H,s) .

[0229]  sizjtafsl12: 3 (XVIa) ) 3a-F23E- (67) -1 £, 2:-58-AH b 242 H R 1 & BX

[0230]  7E%E 4% A7 15 B T AT [E] 7 VA k28 1 50mL = F5Upe i , 4 Sz Jta 491 1 1 7 Pk 45 1 =X
(XVa) [ 3-8 AR-6-1 £ F-5B-JHfi—24- TR H [ (1. 18g,2.85mmol) 7E % ild I M T H
i (6mL) FITHF (6mL) FIVR G P 415 B EHA A1 2 0°C , FF H 43 o A\ [ & NaBH4
(0.108g,2.85mmol) KR AEO CHEFE30 7B, SRS LEOCHINIM HC1HT¥ K (10mL) H o Ky
BN FIIR ST L5280, 4R 5 FICH2C12 (2 X 10mL) ZEHL W& H A MR W 45 , I FL
BRI R A WAL Rt Ak, (FF 2 DR =95:5) , $24£900 X (XVIa) f)3a—$13E- (67) -
W2, Fe-5B-fE ki -24-B2 H g , 7~ 276 % .

[0231]  'H-NMR (300MHz,CDC13) 8:5.20 (1H,q,J=6.9Hz) ,3.54-3.72 (4H,m) ,2.40-1.00
(26H,m) ,1.54 (3H,d,J=6.6Hz) ,0.91 (3H,d,J=6.3Hz) ,0.78 (3H,s) ,0.63 (3H,s) .

[0232]  sEjafsl13: 30 (XTa) HI3a, Ta- 323~ (6F) -3 £, 3E-5B-HH fi—24- TR F R &
[0233]  7F 3 4% A5 T B 11 AT 0] 9 V4 ek 2 ) 50mL = Fipe i b, ZE IR AEUSR , B S 5] 1.2
1521 XVTa) B 3a—F2FE-6-T £ FE-5B-JHki-24-FR H fiE (0.9g,2. 17Tmmol) & T —w%&
5t (15mL) 5o I JK (60uL) F1Se02 (289mg,2.60mmol) , 7 H ¥ S M IR SN E60°C . 1t #E
LN S o B VB RO R R 4 o SR T 5 B BR A3 W AECH2C 2 (10mL) FH20 (10mL) 2 [8] 43K , 4 5 %%
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FH, 3F B A HUA Y e i o 8 an e 3R A5 1 Rk 8 i i i 44k (CH2Cl2 - TN =80:20) , 15
F|500mg =, (XTa) {13a, Ta- "8I~ (6F) — I £ 3E-58-H )5t -24-TR F lig , F= 250 %

[0234]  'H-NMR (300MHz,CDC13) 8:5.49 (1H,q,J=6.9Hz) ,3.96-3.86 (1H,m) ,3.65 (3H,s) ,
3.56-3.44 (1H,m) ,2.40-1.00 (24H,m) ,1.59 (3H,d,J=6.9Hz) ,0.91 (3H,d,J=6.0Hz) ,0.73
(3H,s) ,0.62 (3H,s) .

[0235]  sEjitifsl14: 30 (XTa) [ 3a, Ta- 2~ (6E) —MF. £, 3:-5B-H ki —24-FR 1 & A%

[0236]  {E s 4% A7 15 B TH AN [E] 7 v Bk 2 1 50mL = F e b , 76 58 IR ARV 452 i ] 1 3
B3I XTa) H3a, Ta- " $85E- (6F) V. £ FE-5B-Hki—24-2 H i (500mg, 1. 16mmol) & T
FEE (5mL) H . IANaOH 30% (687mg,5. 15mmol) , 3 FL¥ e b 7E 25 i FE B B T 34T 16 /M)
IR JE WV W FHC1 37 % BR AL 22 pH 1, /K (10mL) #iks , I H FHCH2C12 (2 X 5mL) ZEHL o #4511
AHUARNRE A4, 7T H A4 15 B R At i (i 44k (CHaCl2:MeOH=90:10) , 4 £]300mg
1 (XTa) f)3a, 7Ta- 23— (6F) -\ £ 3 -5B-AH k24—, 77 % 62% .

[0237]  'H-NMR (300MHz,CDC13) 8:5.49 (1H,q,J=6.9Hz) ,3.92-3.96 (1H,m) ,3.46-3.56
(1H,m) ,2.40-1.00 (24H,m) ,1.59 (3H,d,6.6J=Hz) ,0.92 (3H,d,6.0J=Hz) ,0.73 (3H,s) ,
0.63 (3H,s) .

[0238]  sijitafs15: 30 (VITa) ) 3a— (2,2~ —HI R E) - (67) - £ 3 -5B-H ki -24-FR H
[IfibkEg

[0239]  7F 3 4% A5 T B 11 AT 0] 97 V4 Bt 2 U 50mL = Ji e b , 76 == IR AU R #3. 38g
(8.11mmol) NS fti 5 12+ 15 2 i) 38 (XV1a) () 3a-F53E- (67) -3 £ 358 H 5t - 2418 H i ¥4
F-THF (20m1) H o IIATEA (3. 4mL ;24 . 3mmo 1) FIHT K EESA (2mL, 16. 2mmol) , F H K s MR A
YIMARZ R B4 16 /N I A4 V5 TR 9 4 - 28 i 5 B ik R ) FHE t0Ac (30mL) #FE, 3F A
FHHC1 5% (20mL) \NaHCOs 7 A& (20mL) ATH20 (20mL) 155 o K A AL AR IS T 4 4 , 15513 . 17¢
2 (VITa) {13a— (2,2 ~F RN EERL) - (67) — W £ JE-58-HH 24T H g , 77 2R 78 % .

[0240]  'H-NMR (300MHz,CDC13) 8:5.20 (1H,q,J=6.9Hz) ,4.80-4.66 (1H,m) ,3.66 (3H,s) ,
2.40-1.00 (38H,m) ,0.91 (3H,d, J=6.3Hz) ,0.79 (3H,s) ,0.63 (3H,s) .

[0241]  SZHEMI16: 3 (XVITa) f3a—(2,2- " FH LR IEEL) —Ta-$23E- (6E) - 2, F-58-H
Fi-24-TR FH R A Bk

[0242] 75 35 4845 T B 11 A 0] 9 v Bk 2 i 50mL = Fi e rh , 78 S IR MBS R, 440 . 5¢
(Immol) Bns it 515 75 B[ 28 (VITa) [ 3a- (2, 2- — FH LA EERL) - (67) -3 £ 34 -5B-H ¢ -
24-TR W figvs T — w4t (7.5mL) &1 . AN JK (20uL) A1Se02 (133mg, 1. 2mmol) , I HoKf ke v V&
EINFAZ60°C , H HIEFE2 /NI, S8 J5 R IR Af o 4 e 3RS 1 Rk 2 ek i e v i, (RO
TB=97.5:2.5) ,15%]100mg =, (XVITa) f13a— (2,2- — FHRE P BERL) —Ta—$2 3 (6E) -2,
Fe-5B-H L -24-TR H I, = %620 % .

[0243]  'H-NMR (300MHz,CDC13) 8:5.49 (1H,q,J=6.9Hz) ,4.66-4.54 (1H,m) ,3.94 (1H,s) ,
3.64 (3H,s) ,2.40-1.00 (37H,m) ,0.91 (3H,d, J=6.30Hz) ,0.75 (3H,s) ,0.63 (3H,s) .
[0244]  szjtifs)17 . 20 (XVI1Ta) i 3a—F23-7-48 4%~ (6F) . 2 58— H ki —24- B2 1) & 1% fe
HEAL R Ta) (1) 5 ULHER

[0245]  7E20mLXNSBE I A , 78 % il AT, 440, 1g (0. 19mmo 1) S5t 451 16 H 75 21 1)
3 (XVITa) f3a— (2,2~ —HIFE ISR -Ta-F2 - (6F) -V £ FE-58-H i —24-1% F Big % T THF
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(ImL) o I QIPCT/EP2016/070883 71 24 F- il £ 1 2— RS I 2K Y % (1BX) 5 M mbk (1) in - 4
(80mg,0.20mmol) , 3 H ¥ S SR S 50°C , I HAERE2/N L SR Ja i i, 3 HL R o
9658 )5 » TR R FHCH2CL2 (2mL) #4E , 7 HLFHHCL 5% (2mL) \NaHCO3 1 FI¥5 ¥R (2mL) ATH20
(2mL) Bevs o WA MUAH I e 4 , 15 21 105mg S AL, 4 9 T~ H I (2mL) 1, 3F H HNaOH 30%
(0.5mL) &b BE K IR R BEAS/NISE , SR J5 FIHCL 37 % Be AL B2 iA BpH 1, I HIRE IR SE 415
B AR AW 2 b g (o 1 44k, (CHoCl2: TR B =95:5) , 5 5]43mg X (XVIITa) A 3a—$2 7%
- (6E) —3. £, £ -5B-fH At -24-F% , F=%53% .
[0246]  'H-NMR (300MHz,CDC13) 8:6.18 (1H,q,]=6.9Hz) ,3.70-3.58 (1H,m) ,2.60-1.10
(29H,m) ,1.00 (3H,s) ,0.94 (3H,d,J=6.3Hz) ,0.64 (3H,s) .
[0247] AR 07775, AT LK (XVITTa) 1) 3a—F22E-T-4 K- (6F) -V £, 3:-5B- ARkt -24-
iAo (Ta) (1 58 DUIEER o 451 4, w] LA AP/ CRIAL 0K 30 (XVITTa) ) 3a—F2 274X~
(6E) I 2, 3%-5B-H e -24- TR (FIUIIRAREP 1 888 6143KUS 9,238,673 #(F) , 3 H
WA I W 5 it 5] 1 2P I ik FINaBHA 34 52
[0248]  WIIEFEME , o DUARYE 1A 0K 0 (XVITTa) (1 3a-F224-7-5 4%~ (6E) -
£ HE-BB- IR -24-BRFE A N HCi-Cobr ZE R , SR Ja iR O Aoy vZd i (6E) - LB A Ak 7-
SRR IR 38 R R R PR O DR 3ok FLAR A 9 =X (Ta) 1) BE DUIETR
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