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OH O Q J<
OQNMO

sl Al 0CE W¥zhgh 250mee] & Zefadol Alxd 1 9 244 Axgk (R)-3-3EFA-5-HEZH
(14.4g, 100mmol)< THF 100m¢ol] =<1 ¥ Ezjodo}wl(120mmol ) S 7}atal 10%-3F wnkalic). o]

g Add S 2 eto] =(TMSCL, 110mol)& A A3 7Fshar Zd-2ellA 12417 &<t i = 2

o] A A3} iE} o2 2560me] S Z823Fo) Zn powder(7.8g, <10 micron, Aldrich, 120 mmol)& ¥
150meol] =91 5 = ek (4mg, 0.4mmol)< 7}0}"7 2087 SRSt Y] Alxd £ 2 t-FEHg
AE ] E(20.6g, 114.4mmol)= THF 50meel]l =2 F Zn7} EoldE &od 713tk 2535 29 547 B9 3
wHk & 0 WX 5CE P27 $ 3N HCL &9 200meS A48l 7hakar 3A1zE &<t wwkelgict. dEolAlH ol E

]
=

-
__a
Eg
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[0108]

[0109]

[0110]
[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]
[0119]

[0120]

[0121]

[0122]

SS=50dl 10-0980379

WE 23 2% F 4715 T GARAGEF £ 0z 23 AT, #7158 b GoR Az
S, ggFReel AUoAHOIEE AAR F AUARCHE 1o (oA E O E/n- B =1/2)F o] §3}o]
E5E (R-tert-FH-5-5 S BN ER-3-S 2 eheol o EE ATk, FE: 77

b NMR(300MHz, CDCls): 4.42(s, 2H), 3.28-3.53(m, 3H), 3.01(m, 1H), 2.80-2.90(m, 2H), 2.02-2.10(m, 2H),

1.48(s, 9H); Mass(M+H): 262

Az 50 (R)-tert-FE-5-3| =2 A -7-UE 2-3-2 4 e} ol o] EQ] A Z-2
oH O 8] k
OZN/\/K/“\/“\O

47 Az 404 (R)-3-3EFA-5-UERARIED o4l R)-oY-3-5EFA 5L EZAFIED S AL S
A At AT WS Ags] FEE (R-tert-FE-5-3 2R AT ER-3-% 2 e oo

ne o

E=
=

1
H NMR(300MHz, CDCl;): 4.42(s, 2H), 3.28-3.53(m, 3H), 3.01(m, 1H), 2.80-2.90(m, 2H), 2.02-2.10(m, 2H),

1.48(s, 9H); Mass(M+H): 262

Az 6: (R)-5-oFA E-3-3| =EA|FREZH ] Az

OH
N3/\)\/CN
oA 250mle] T ZEaFe (S)-2-(2-B R R|E)SA 7 ¢1(15g, 100mmol)< DMF 100meel] &A1 & A
FOM=(6.6g, 105mmol)E 7}skal 3AIZF &<k AH3tA wkek & 2u & iﬁi 35 WA 40ColA] 1A]7F &<t
WRESFATE. o] §o] XEERF Aloffo] (7. 2g, 110mmol) & & 20meel Il & AMA3] 7}star 255 28 60
TollA 6AIZE & wEkelith, vhe T8 = 300mle] =3 dEolMEH o E 300m-S 71t F&3 § dojxl
7152 200me] 22 23] AU, F715S Sitvladlgos Axsta, 4 SRSl oM H o EE
AAG & A B §lo] thg W& FAFAUTE. & 65%

b NMR(300MHz, CDCl3): 4.08(m, 1H), 3.60-3.70(m, 2H), 3.17(bs, 1H), 2.98-3.05(m, 2H), 1.90-1.95(m, 2H);

Mass(M+H): 141

Az 70 (R)-tert-F8 7-o}A E-5-3| EZA|-3-L 2 FE} o o] EQ] A%

oH O O k
o

A7) Az 4011*1 R)-3-3|=EA-5-HEZAGUEZH thal  (R)-5-o}A] E-3-3| =S A A e EE (14.0g,
100mmol)& AHE® A& A9fstas $UdT WHoR &7 R)-tert-FE 7-0PAL-5-3| =5 A-3-5 23 B
ool ES OQMB}. %%: 63%

I NMR(300MHz, CDCls): 4.39 (s, 2H), 3.16-3.33(m, 3H), 2.98 (m, 1H), 2.75-2.85(m, 2H), 2.02-2.13(m,
2H), 1.49(s, 9H). Mass(M+H): 258

Alzd 8: (R)-5-(1,3-HF 40| A% EH-2-U)-3-3| =FA AU EL ] A%

Q oH
iEN/\/k/CN
(@]
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[0123]

[0124]

[0125]

[0126]
[0127]

[0128]

[0129]

[0130]
[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

SS=50dl 10-0980379

A7) A Zzd 64 AF olAE UlAl Zetoln| = X EFFY(19.0g, 105mmol )S A3 ﬁ—% AL slars U3 vk
Moz =43 (R)-5-(1,3-H &40 20 EH-2-U)-3-3| ==2AFAHUEHS At} 70%

1H NMR(300MHz, CDCls): 7.35-7.80(m, 4H), 4.20-4.31(m, 2H), 3.65(m, 1H), 2.78-2.85(m, 2H), 1.75-1.84(m,
2H1); Mass(M+H): 245

Al

PN

d 9: (R)-tert-52 7-(1,3-1 40| AN EH-2-U)-5-3| =FA|-3-F AL NEF - 0] EQ] A%

hAl (R)-5-(1,3-H =404l

=Y
F3 (R)-tert-38 7-(1,3-t] 2 40| A0E5H-2-Y)-

= 5 =
“3-S2FehedolES A2 5 AT FE: 55%

1H NMR(300MHz, CDCls): 7.32-7.78(m, 4H), 4.35 (s, 2H), 3.15-3.38(m, 3H), 3.01(m, 1H), 2.73-2.83 (m,
2H), 2.01-2.12(m, 2H), 1.48(s, 9H); Mass(M+H): 362

Az 100 (S)-4-(MAZA)-3-3| =EFA FEUEZH ] A%

tho\/?i/cw

2ol A 250mee] Tt ZEkaAe] (S)-2-(E22WE) A F91(18g, 200mmol)-S DMF 100meol] §-3iA1%] 5 A=
oF 572 (195mmol ) ¥ EMAFZE(220mmol ) S 71etal %5 &9 45 WA 50CoA 6A17F o uwkslgith, =d &
Toll A XZElFAOIIO = (14.3g, 220mmol) S A A3F] 71Elal LEE 28 70 WA 80°CAA 5A17F Fob AH3H
A & ooz Wzsigt W F8 F 300me] =3 ool E|olE 300mlS 71kl FE3 F Adoixl
7152 200me] B2 F ¥ AHSIGTH §715S SAvtadlge s Axstal, Ay SH5te] ogolAH el E
& AAT = ZAAHA glo] vhe vgS APt

Aol 11 ()-tert-8-6-(MASA)-5-5] 5% Al -3-% 2 alapeof o] £9] A%

oH O ®]

tho\/f\/u\/u\ok

B7) Azel 44 (R)-3-5E2A-5-UEZARIED A (S)
3 AgaRetE Y (oo E/n-SA=1/5)E &7 2
)

tert=F-E-6-(MA5A)-5-3| =5 -3-F Ao o] ES Al

b NMR(300MHz, CDCl3): 7.10-7.30(m, 5H), 4.51(s, 2H), 4.28(m, 1H), 3.35-3.48(m, 2H), 3.37(s, 2H),

2.95(bs, 1H), 2.75(d, 2H, J=6.9Hz), 1.48(s, 9H); Mass(M+H): 309

90§ Ty

wowmge Az wpgel ojstw, A@Hel weldy wgel bssul, Ay AwniEady £t 4249 ge
A Y glol AW FA AFES ART + Qor], TG ofgd FA selA FANE Belold WL F
A A% 94712 g @i Lake 2ol N FRBHS 2t 5 EHA-3-SaAGmooE FEAS A%
g 5 AT webd, ®ouge] we Az He Aug Ade kB WAd o 85t FRNL 2 59
2A-3-S2geheol ol B fEAl AYH W gao] f-&3heh
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