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TAA gAHoRAM, 2R F3E(0.25mmol), Yol L Z Y o]E(0.75mmol), Tempo(0.5mmol), o}t}etet7}E2Al
2H(30 mol%) S oFAEUEZ(0.4M)0] ¢l E3Eo (S)-2-[vdd(EaWadAdEA]) e |3 =29 (20mol%) 2}
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o EngYCOZEt
1 ; 80 % (99%, >95%
HJv/\Ph HJ\;/\Ph b (99% b)
Tempo
1a 1b
o M%)QCYCOQMe
2 ; 30 % (90%, >95%
HJJ\/\Ph HJ]\:/\Ph o (90% o)
Tempo
1a 2b
0 Etoozc\_/COZEt
3 HJ\/\Q\ HJ\/:\©\ 79 % (98%, >95%)
OMe Tempé OMe
3a 3b

Et0,C COzEt

4 J\/\©\ 73 % (98%, >95%)
Tempo
4a
EtOZC COQEt
5 J\A“ 65%(96% >95%)
Tempo
EtOZC . COEt
6 )K/\Q J\/\@\ 53 % (99%, >95%)
0, Tempo
6a
Etozc COzEt
7 M@\ 67 % (98%, >95%)
Tempo
7a
Etozo COZEt
8 k/\@ 62 % (99%, >95%)
Tempo
8a
& Etozc COzEt
9 LN S s 69 % (98%, >95%)
W
Tempo
9a
[0074]
[0075] E 14 B 4 %], oA oW HSF(enantiomeric excess) 90% ©]4, UololxEHlElew
(diastereomeric excess)< 95% o]Ao 2 uf$- 953 1A Aol EAstE AL B 5 Qr).
[0076] <AAd 2>
[(0077)  @7le] wkgA) 29 WHEEI xR WS FaAstdow, s el W W FEAS WEo] S5
A FPE AS A 5 A
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NH,Bn N OH
NaBH;(CN) Q/\
=~ "“Ph
OH
1 4
E= CO,Et

3_;]_;1,/%7 E{/O/E "777—'777'2/5’, Pjgl'g 29/ gl-/g]

WA o, B-X3E Ly = 3gdE 1(0.55mmol , 1equ1v ), W o} (0.825mmol, 1.5equiv.) B ATk ofA
EARS thol &k (10m) el 9l $9E& 0CE WZs &, &F Alojolir Zdlo]=gto] = (NaBH;(CN), 0.65mmol,

1.3equiv.)E H7bsh3lth. whg 40C= 523 % WAl (obernight) RESAIZTH. 1§ whg EFHEo] ©ikse

VEH(NaHC03) 23}48< 10mlE #7Fskal 10ml o] olEolAH o] E(EtOAc) 2 FE3H T #715& U E
(Na2S04) .2 &5 AlA 0}1 |E 7 FLA7I AA AAHFC on silica gel)S AAH A AHo =2 3-
7Ha Aol E vded s9E 28 LA FE).

3-s]EFAm e Zye]y] 315lE 39 Y

3-7HEAdolE AHgd 88E 2(0.30mmol, lequiv.)E THF(8 ml)o] Holal, -78ColA F¢Frlwatel =t
o] =(LAH, 7.2mmol, 24equvi.) THF(12ml) &84S FH7tellvh. L $ RS Z3FES 65TColA mwukelHAl HAj
REEAIZIE. 1§ i EEel S EENa2504) 8 HUlste]l WS TR F odHEs FE59
. f71%9 FES SMMEFNa2S04) o2 AAstT &S 74 ZHA 72 AA A (FC on silica gel)S
A A Ao R 3-7HRAYolE AHYd 3FE 35 ARG ).

2,

s3-8l= e, 5-3l=2a) el B34 49 Gy

E yHgd 3gHE 3(0.45mmol, lequiv.)S 3:1:19] AcOH/THF/H20 (5ml)ol 5o)ar, AR&ojA
HPO}W]H 0]—% w4 (Zn dust, 5.31mmol, 11.8equiv.)& &%¥ H7lelirt. 71 F 60CE S35t 4A7Hs
RS g8 F W47 a DEEe] oS JFor FHAZATY. O F 1559 $HAEF &
2HER A RS HMFEF(Na2s04) o

N AR o7 3-3|=EAMY 53 =5 A 39

W
W
X
e
Z

el
zfa ?5}}\] 7|1 HEAE2 G =R FEUY. FU1TS
AAB AL EE3FA k. AA FAFC on silica gel) & AA 2
3EE 42 AATHETE F5).

(o1 S R

37 o] E, 5-3] =5 sA]H FEE 59 4

3-7IEAg el E JHAgd 3% 2(0.32mmol, lequiv.)S 3:1:12] AcOH/THF/H20 (5ml)ell *Holal, oA L
HhslHA] o}l BH(Zn dust, 1.76mmol, 11.8equiv.)S A%A FH7lskgith. 2 § 60CE S-23he] 4A7Hs<t
Hhaiglch, wkg g8 F W77 A AEE] RS AFor FHRAAT. 1 F 1559 BAUER 589
o FIA|L dMEdERge|mr FEAT. §715S AFER AHL SRS MIEFNNa2S04) o=
13 3 AAH o= 3-FHE A0 E 53 =EFA] dHEd

AAsL FsF3sATk. BA FAH(FC on silica gel)<
58 AATH35% T&).
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<AFHd 1>

AAe 2004 A E -FMEAHE dHd 3gE 20 thste], ABTS izt kol A4 A (ABTS radical
cation scavenging activities) A¥& AT, WA, 7TmM ABTS®} 2.45mM potassium persulfateE ol Zt
Zh =k, g Zs 441717 HEiA Ao &S 101 H[ERE AojFa W] o3t #od ARE A3}
3l7] fleke] o] T oA 7-12A13HEel wASEiYh. 1Mo FFE 2= 1000 M, 500 uM, 250 M, 125uM,
62.5uM 59 s==2 SA3elth. ABTS £d3 wereS HAs A A5t WVEF=rt 1.0000] H=% =73}t
Ak, 2 3 AP 0.9m19] ABTS €4} 0.1nl HIAE 3FES Ao]Fr}t. AojdF EIES UV cellol] ¥
o} FaL 734mmell A BHe FENH HA 3W wHEste] SAEY. 1§ WEFEE o]835ke] inhibition %#tS
Tttt 2 A= 8] ¥ 2 2 % lo] JERAAT. 2 A3, IC( Mol 63.17% vel daksl @4do] ¢
G5 Ao VERT)

X* 2
1 2 3 B 7 Inhibition(%)
Control 0.699 0.738 0.729 0.722 0
0.78uM 0.719 0.758 0.725 0.734 -1.66
1.56 uM 0.715 0.719 0.738 0.724 -0.28
3.125uM 0.707 0.706 0.708 0.707 2.08
6.25uM 0.675 0.67 0.662 0.669 7.34
12.5uM 0.649 0.618 0.623 0.630 12.74
25uM 0.56 0.521 0.497 0.526 27.15
50 u M 0.438 0.395 0.363 0.399 44.78
100 u M 0.293 0.246 0.228 0.256 64.59

Aed g 2 gale, -sEEAMY Ay SFE 32 AF AL A
_ e

X 3
1 2 3 ¥ + Inhibition(%)
Control 0.776 0.714 0.755 0.748 0
0.0525uM 0.617 0.574 0.543 0.578 22.76
0.105uM 0.603 0.527 0.474 0.535 28.55
0.21uM 0.508 0.427 0.333 0.423 43.52
0.42uM 0.439 0.301 0.227 0.322 56.93
0.78 uM 0.325 0.218 0.166 0.236 68.42
1.56uM 0.25 0.13 0.086 0.155 79.24
3.125uM 0.154 0.071 0.048 0.091 87.84
6.25uM 0.11 0.049 0.024 0.061 91.85
12.5uM 0.128 0.018 0.007 0.051 93.18
25uM 0.042 0.007 0.013 0.021 97.24
50uM 0.026 0.014 0.011 0.017 97.73
100 uM 0.03 0.016 0.018 0.021 97.15
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