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wa Mee A 47180 FA 5 T UA AL, MEAaE 0 WA 5 T LEHgelA o
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w5 7] 718 RE HEdstl =
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A7 A e FolAMe BEES g § AF So|EFAClE §HoR pHE 6 WA 8 MR g F3A
715 Aol uighAsich
A7) B2 odgo] Az s I ALLEE A7) e 119 AR FFES FAE WIS 5
337 A|2010-0076640% #HZ2)S o]&dte] AxE % a, T 7] ws4 6olMe e FAH o A
zE = vk
(W54 6]
OR, OH o}
/’ _— - —_—
RO R1O/\Q R1O/\é
R,O R,O
(12) (13) (1)
A7 Aol A, Ry D RyE b A o)E upel 2k
%(('I') IDCZBH) = HZOZS)’]' 1_]_'%}\]

BAEAE WA, sHekA] 129 AtolZEAE SES (H)-HolAav =g dn

1 %, A%z FER HSEFR(HA 139 Ao|ZLATE HFTI PR oladwBH L] EFE)S
A, A, = ST o BESLA FE2EWE FE5n, AW BE 47158 BY SaL(AF Sol
MES 59 1 1A 1 3 FPue EFER ARste] PR oliunTies AUHOE AAS D
A3} §oI= ARRFORA BT 139 Al FRAVS FFES APY AR Az

a
N

W 7] (+)-TpeBH B WO Zh2t sk 129 Alel2EAd gE 1% FF] tstel 1 WA 3% IF 3
1A 78 e ofow AbEak: Zlo] metHst,

3 d3L] TFER HIZW, =3 O—Ji%O THEZ 1 0 1 WA 1 39 |y el H3A A
F 4 o9len, ®Wu o wpgASAE 1:1, 1:1.5, 1:2, 1:2.5 2

w3 AV AAE fulze S, e 2 Sk} 32 wEleAA S weke, deke, olxxzAUYTE F
T [e) g_

A7) wee HEE fr)gu FolA 0 WA 40 T 2% ®lolA 3 5= Q).

olojAl 371 AzE slsh] 139] Alo]ERIAEE IFES, Tl AMEHW DP(d2 viE HEe

martin periodinane))ell ]S AH7folw <tHAE v wl - S0; 2HA|, Edolnl H riyE&EEAjol=

3} Akl vkgA oz gska 119 AE FFES Az, AxE I 119 AE FFES 5HEI AA

Slo] & wukgo| o849 4 9

71 I d - S0, #Al, Eddeyl 9 gdeZAlolni= 27}k g1ek4] 139] Ale|E RS 3FE 15 I

of thalel 1 WA 38 F&F, 1 WA 48 = L 1 A 108 FFo| Fo g AFEstE Zo] utag s,

A7) wkse AEkek f7]8m FolA 0 T WA A2 % oA =8 = gl

o AzA gt AFEEE At F3HAIQ A 34sk] 29 dul-ofl 4w
o)

] —E_‘ T
gl SR, B 79 WE-oladgd BFE, S84 89 o Fabol= SFE, B8 9 Al Zw
o EelEY Agdel= H3E, L 84 139 A4Y AolFRARL HALL A4 AT

, BrukerAHADA] 10 % ool FARLEE 74 IAES 8.5, 8.6, 9.3, 9.6, 10.3, 11.4, 12.1, 12.7, 13.6,
14.6, 15.3, 15.5, 15.9, 17.0, 17.4, 17.6, 18.2, 18.7, 19.4, 19.6, 20.8, 21.4, 21.9, 22.3, 22.6, 23.2,
23.5, 25.1, 27.5 % 28.79] A7t (20% 0.2)o4 YEll= AAE sgfEolvh. Hg stek2] 139 A3 F
Aol F 2R ere 3§ £ 20] yEbhd ukel o] X-A FE BEAA 10 % o) vAREE JXE daEs
8.5, 8.9, 10.4, 11.8, 13.2, 13.6, 14.0, 15.7, 17.3, 17.9, 18.4, 18.9, 19.4, 20.2, 20.6, 20.9, 21.6,
22.0 2 25.29] 3Hd7 (20+ 0.2)A Ve
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B ogwe B@ 7] S8 19 GHES GBI =OIN) 8 FAA $AA F Agsetn, o
o3 9 Azshs WAR Fh AANTORM ) B4 e Aesp= DIF SelsEe Azshs Wy, 2
= &

N
N - DMF
N N/)\NHZ

HO

71 AelA DNF= HH e EFobv] =o|tt,

o

ol, AP &uistE T DNF= 10 WA 40 T 0=
b A ow DIF 1 fuslE R Ax= 4 9t}

xstd 4 qlom, o] gufstEe AL HEAJY HUb
T3 A7) fuiltEe T 30 yebd nlel o] X-A 3FH BAoA 10 % oA HIaFREE JXE Yas
10.2, 14.4, 14.5, 16.6, 17.9, 18.8, 19.3, 19.8, 21.4, 21.9, 24.5, 25.5, 25.8, 26.7, 29.3 2 30.22] 3|
H7b (204 0.2)0)A YERTE.

H, T A7) Azd dele guses
AAgst wel ola) ngwel delshm=g Az 4 o

lo b

R

i)

> of
O,

O 0%

AA Y 1-1: EFYEZEFL2Z2WSAEA 4-(tert-FE-UHd-AadSA))-5-EF S A md-1-Alo| F 28 HY o
2" 2(33H] 109 FJHE)Y A=x

3-(tert-F-g-tjud- *‘E}éikl) 2-Egid S A M E-Ato] SRS 31 g (50.7 mmol)S T4 E|Egslo]| =2 5F
& 310 mloﬂ |aA & -78 CTE YAANA Axg &0 2§ I AT 17.0 ¢(101.5 mmol)S A7}
skl =78 TolA 1A ZHEQE wRkste] WhSERES AZSQIT. 7] WgERE N-#HJEE 0 =(N-
phenyltrifimide) 23.6 g(66 mmol)& H7ks & X3 o= AFe-o A Wk wEkskglTh.  whgol
AR A& glgk & 23l F %@1‘ 310 ml = ﬂﬂék%iﬂr. AR F5E 9 Z3E dEolAEHlE
310 ml& Yo F=% ¥, F K

APF2rlE T2 At B @}?;f}g 33.5 g(88.9 %)= LAUr}.

o

NMR(300MHz, CDCl3): & 7.36 (m, 4H), 7.09-6.99 (m, 21H), 5.50 (s, 1H), 4.14 (d, 1H), 2.89 (dd, 1H),
2.68 (s, 1H), 2.59 (dd, 1H), 2.37-2.34 (m, 1H), 2.15 (d, 1H), 0.80 (s, 9H)

AA A 1-2: tert-5FE-UH2-3-EHEAdvE-2-EE A v d-ALo]| S2HE-3-GSA])-A # (332 99

A7) AN 1-1eA Az 3ehA 109 43S 33.5 g(45.1 mol) S tlelPel el 2 335 mle] &34
oo HebE HEAELAYEAT 2.6 g(2.25 mol)S FLAA HrhG T 0 T2 WAA weEgE
o 1M EgdEddrtadg FE22o]= 90.2 m1(90.2 mmol)S A7}

T

z
o[o
flov ¥

o |
o

Al 0 T2 ¥ZhA7)aL, &

=
L geeld INES mastdnh, Sl $AE AL FAW F NSEFERS
8 F& &9 335 g A7ksa AT, Aol WEES AzelE ofn F A HopAEol =R A s
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T4 2gddelER Axsta, sy, et sF5sY. A9E 53 A4S APasviEagdE AA
3to] EASE 26.99 g(87.4 $)E AT,

NMR(300MHz, CDCl3) : & 7.59 (dd, 4H), 7.33-7.14 (m, 21H), 5.06 (s, 1H), 4.33 (d, 1H), 2.90 (dd, 1H),

2.78-2.73 (m, 1H), 2.64-2.62 (m, 1H), 2.26-2.24 (m, 1H), 2.09 (d, 1H), 1.50 (d, 1H), 1.23 (d, 1H),
1.00 (s, 9H), 0.01 (s, 9H)

AN 1.3 3-(tert-FE-tud-dedSA)-1-Erg et d i d-2-E S A W E-6-SA}-H]| Afo| F 2
[3.1.0131H(&3H4 89 gjHE)<] A=

A7) AN 1-2014 A x3 ek 9] 3}gHE 708 g(1.03 mol)S o] AL RAAFTE 16 Lol LA A AT
gHS 0 T2 Y7tsla, AFE2HE 2214 g(15.59 mol)< @ﬂﬂl 0101 A 77 % HE-FRRASA] Wz
A 699 g(3.11 mol)S H7ste] WHE-E %% 1 sk, AxzE S EFES 0 TollA 2417 St wuket
*, APE A dFste] BA4FEN AFE2AoEY EF iiﬂ 724 g& FE3IATH

NMR (300MHz, CDCl, + D,0) @ & 7.65-7.22 (m, 25H), 4.74 (t, 2H), 3.44 (q,1H), 3.27 (dd, 1H), 3.13 (s,
1H), 2.88 (t, 1H), 2.42-2.41 (m, 1H), 1.99-1.88 (m, 2H), 1.02-0.93 (m, 9H), 0.15-0.13 (m, 9H)

AAe] 1-4: 1-(S)-4-(tert-FE-t | d-Aed SA)-2-ddA-3-EE SA WP Ato| S 2 M (882 79 3}

%10?l Ya

mol) %

3
=
=y
T
ll
fu
il
&
do
>
=
BN
iy
i o )
O
%

NMR(300MHz, CDCls) : & 7.84-7.58 (m, 5H), 7.33-7.18 (m, 39H), 5.40 (s, 0.2H), 5.18 (s, 1H), 5.11 (s,

0.2H), 4.99 (s, 1H), 4.65 (d, 1H), 4.13 (g, 2H), 3.02 (m, 3H), 2.87 (m, 2H), 1.88 (d, 1H), 1.00 (s,
17H)

AAe] 1-5: 1-HlZ2Y-4-(tert-FE-t o d-ded SA))-2-vEA-3-E D SA A d-Alo| F 2 G F3}E (33

2] 2¢] 33HE) 9 A=

EgidEAd 311 g(1.18 mol) S HEZStol=2F& 4.9 Lol &3l F 0 CE dgste] Axd g v

o] R ol 72 A o] E(DIAD) 233 ml(1.18 mol)E X*ﬂo} 0 ColA 1A13E &<k untate] de s

Azstdk. A7) AN 1-494 AzxD 332 79 IFFE 494 g(O 79 mol)@} WZAF 145 g =

ol HEZGS =27 4.9 LE H7MeE 3, 44 Axs Eudrayy) fo|aZ 2otz st2 54y
112_] H

)

=
EOUDS g 0 CAA Aok, & LA 0.5 s wsd. dhe S5E MR 99
sl gl AASIL, AHCLHEHOIE 4.0 LE A7hE F 0.5 N &F selEAlols Fgelon A,
Anz £EP BA AFHMCES AR F oldsa, BEF F, wS 4.9 LS Avtstel AYHAA.

AR BAE et nAYY] £4383E 369 g(68.6 %) TSI
NMR(300MHz, CDCls) : & 8.09 (dd, 2H), 7.56 (dd, 5H), 7.33-7.20 (m, 23H), 5.60 (t, 1H), 5.26 (d, 2H),

4.11 (g, 1H), 3.13-3.08 (m, 1H), 3.02 (d, 1H), 2.85 (q, 1H), 2.24-2.18(m, 1H), 1.94-1.88(m, 1H), 1.54
(s, 8H), 0.99 (s, 9H)

AN 16 1-R)-4-(tert-¥ BTl d-Aefd & A)-2- AL A-3-SH DA LAl o S 2 AR S SR (32
39 HFB)Y Az
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7] A 1-50A4 Az 3leha] 29 5}%5 367 g(0.5 mol)ell 1 % &F Sto]=FAlol= wWghe &9 7.34 L
HeaZzeo|= 3.7 L& H7lslaL, Ad-2oA] 5A17F F<t Hnglﬁ . HESo] 9Aw 5 Aulw 5%
WS ssteo & 7.3 L H7behaL, Paﬁeia} 12 7.3 L2 5% FE39u. Z234=2 5% Edd 4§

Aol EE HUbetar, Az B odete] B2 sketE 404 g(>100 %)—g F53191
NMR (300MHz, CDCly) @ & 7.65-7.60 (m, 4H), 7.39-7.17 (m, 21H), 5.35 (s, 1H), 5.10 (s, 1H), 4.30 (d,
M), 2.97 (s, 1), 2.88-2.79 (m, 2H), 2.73 (d, 1), 1.78(t, 2H), 1.02 (s, 9H)

AA 1-7: 9-[4-(tert-FE-tH - SA)-2-H L A-3-EL L SA v D-Alo| 22 AL ]-6-F = Z-0H-F -
2-d olRl(3}e4] 59 FgE)9 A=

Sl gz AT 13.37 g (50.88 miol) S FlES|=RFE 240 mio] SN F 0 T2 Wt AxH &
ool tjegelzr] 7k 2 52 g o] E(DEAD) 8.3 m1(50.88 mmol)E H7kskal 0 CellAl 1AIZF F<b ankate] gy
S Azt A7 Aol 1604 AlxE 3h3HA 39 3HehE 15,93 g(25.44 mmol) 3} 2-obv| -6-S R 2
8.64 g(50.88 mmol)e] EFEol ElEafslol=RFF 160 mlE H7kskar, ololr oA Az Eddra
JollRolxr]7t2 B A o] E(DEAD) ] @etelS 0 Colld A7be F % L:olA 1Az ok wukagint. ks
o] ¢y %, ddolAlElo]E 400 mlS H7}sta, 0 CollA 0.5 N &F dto]=ZAtol= $28-9 400 mlZ 33
AFBGG. Avtel B4 B aFAdoER Az, ofdd F 4 wHIn, AYaRvEgYR
AAste] B4 5182 12.8 g(64.7 ) S AUt

NMR(300MHz, DMSO-ds) : & 7.82 (s, 1H), 7.61 (d, 4H), 7.49-7.20 (m, 21H), 6.69 (br s, 2H), 5.53 (t,

1), 4.91 (s, 1H), 4.57 (s, 1H), 4.40 (s, 1H), 3.19-3.13 (m, 1H), 3.08-3.03 (m, 1H), 2.83 (s, 1H),
2.13-2.10 (m, 2H), 1.03 (s, 9H)

A ¢ 1-8: 4-(2-o}F|=~6-F 224, 5-T 30| E2-FT-9-A)-3-vd A-2-Eg D A v d-Alo] F 2 AMeh (3} 5
2 69 3§E) AX

1-7e) 4 AzH &38h24 59 33E 3.2 g(4.12 mmol)S -5 BlETslo| =2 &t 32 mlol] &3AHA
I, 1M HEgR YIRnEZEodlo|= g EZSo|=2Fa 29 8.24 mL(8.24 mmol)S A7tk A
THES F2olA 13 AREEeE

> shgich wgo] AW AL HAW
Az 2=

Tl e k-2
S8 WS ES odolAEolE 30 mlE FE3EAL, T LFAHIER
6 %

32 ml FolA uwkste] E43gtE 1.6 g(71

O

o

L

A
dl

# 5
N

«H m
=,
A

o Jl‘l
=

NMR(300MHz, DMSO-ds) : & 8.19 (s, 1H), 7.98-7.25 (m, 15H), 6.84 (s, 2H), 5.44 (t, 1H), 5.07 (d, 1H),
4.88 (s, 1H), 4.54 (s, 1H), 4.25 (s, 1H), 3.30-3.17 (m, 2H), 2.64 (s, 1H), 2.26-2.08 (m, 2H)

AN 1-9: 2-0}¥] m-9-(4-3Fo] =5 A]-3-3to| =F A -2-T D A-Alo] F2HE)-1,9-T slo| = 2-F-6-2(3}
4 19 dEstulE)e) Az
7] Aol 18l Az 3454 6] SHEHE 1.38 g(2.56 mol)ol SHAEUEY 30 mlgh N Aol 23.3
nlS A7kt AxF MSEFES 82 TR 74dste] 1247 B9k WA whgo] fAE F, Aze]
ERES geow IANAL, ddotdHe =R AXste] EdstEg AASAY. Adz F5E 2d

° 53

e HeE =

S 3N &F do|=EAjol= T%° 13.6 mlZ pH 6.82 F3A)71 Z, 90 CollA 1A17F =<k wrksbAA &34
A |Ae AZFIY. AxH S9S AHI] Foz YZshAA wuksta, thA] Aol A 147 Fob mwt
sto] AAS AT F 6 T2 Y473, 1A Bt wnksle] uAae] A EgHE 0.554 g(73.1 )& F5
33

NMR(300MHz, MeOH-dy) : & 10.6(s, 1H), 7.78 (s, 1H), 5.53 (t, 1H), 5.26 (t, 1H), 4.82 (t, 1H), 4.43-
4.40 (m, 1H), 3.81 (d, 2H), 2.70 (s, 1H), 2.47-2.38 (m, 1H), 2.27-2.20 (m, 1H)
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AR 1-10: 2-0}F] -9~ (4-3 o EZA-3-3ho| = A v B-2-v| G A-Abo] ZEAD)-1,0-T) Bho = 2 F R~
NN-TEES NS SulaE (e 1o HRE)Y Az

A7) AN 1-991 4 AzH 3FE 1 go NN-UHEdESoln= 5 nlE F7Fetar, A-204 247 FHoF unks)
Rtk o= A 0 TolA 142 B9 wwtdl 3 ofste] A mAAte] BH3eE 0.95 ¢(85.6 9)& 53

it
NMR(300MHz, MeOH-d,) : & 10.6(s, 1H), 7.95 (s, 1H), 7.67 (s, 1H), 5.36 (t, 1H), 5.10 (t, 1H), 4.87

(d, 1H), 4.83 (t, 1H), 4.56 (t, 1H), 4.24 (s, 1H), 3.54 (t, 2H), 2.89 (s, 3H), 2.72 (s, 3H), 2.50 (m,
1), 2.21 (m, 1H), 2.04 (m, 1H)

AAd 1-11: AFE 2-op] =-9-(4-3}0| =& A|-3-3l | EEA H g -2-v dd-Al o] S 23" )-1,9-t] 3o =2-F ™

-6-2 1 35884 19 3E)Y Ax

Aldl 1-10014 #Azg 3484 149] 3= 1.1 goll THS 16.5 ml=S 7}k 95 CollA 1A17F &<k awtk
AT YA e ARS AN, o EW 10 ColA 1A17F B¢k Wk Y. 1A S

z8le] A mAde] B45EHE 0.9 ¢(96.9 %) 99.8% o] LEER 5T

o
N

AAd] 2-1: 3-(tert-FE-tud-dFd SA)-2-E DS A v E-Alo]| S22 (31314 139] 83E) Y A=
A 7)F Stoll Al 2M BHDMS HIE#tstol=23F& & 210 ml(0.924 mol) ¢} F4 HIEZslo|==2F T 300 ml=
Wg7lel Wil 5 T® vﬁﬂrf\lﬁt} (-)-a-3dl 155 m1(0.924 mol)E 0.5A1%F F<F A7kskadch. AAE (4)-
IpcsBH ZAS €% 35 TR 523k, 38k 29 318EQl tert-FE-tdd-(2-Eg Ay E-Alo]| & 2-2-
5 L2 0 YA 10 TE FASHEA] 3N
2F ﬂOLﬂAME 8 196 mli A2 &3 A7skdet. o]of, ﬂﬁﬁ} 2 105 mlE 1AI7F o] A 7tst
A7 S wukskgith,  wRk €2 & 10 % NaHSO; 250 ml19} 8 % NaHCO; 250 mle] &3F&oHS A rlste] 3}
S AAsGITE. HbeEO 3 0 mlE 718l F&3taL, f715S &9 vege EdE= O
1:1.5, 1:2, 1:2.5 % 1:39] FHHZ W3IA7|HA 53] A|H3le] o)A &s
FEoha, ek 300 ml2 A3 & 0 ColA AFste] 2AY AR F4 33HE 67 ¢ (7%

NMR(300MHz, CDCls) : & 7.57-7.21(m, 25H), 3.91-3.81(m, 2H), 3.12(dd, 1H), 2.74(br, 1H), 2.68(t, 1H),
2.34(m, 1H), 1.77-1.72(m, 3H), 1.53-1.48(m, 1H), 1.01(s, 9H)

m.p. : 95.6 C-97 C

AAd 2-2: 3-(tert-FE-H3d-dd SA)-2-EGE A v E-Alo| SRAS2 (334 119 315E)9 A=

A7) AA e 2-104 AlzH 3482l 139 33E 60 g(97.9 mmol)S DMSO 36 mle} WlEaAlZFEato]= 300 ml<}
Z3sitt. A3z Az £98 0 T2 YA F NN-fo|aZ2 Ao &ol7l(DIPEA) 59.7 ml(0.343 mol)
S , Y-S0, #A 31.2 g, F Y 15.9 ml, DMSO 36 mle] E3H&HS 74k vhS 3087 WA I
3} dsletnyE 89 oM HCl, F2Y, 2F

[e]
g

: % Z¥zF 300 ml= 7152 AHE $
dAolEr Axstal o3 g ¢t FFste] 54 shekE 60

=
(& 99%)& AAT}.

g
rO
olr
R
x2

XL
e

<

E al

N

=~

NMR(300MHz, CDCls3) : & 7.62-7.18(m, 25H), 4.53(q, 1H), 3.34(dd, 1H), 3.02(dd, 1H), 2.53(m, 1H),
2.32(q, 1H), 2.18(m, 1H), 1.99-1.88(m, 2H), 0.89(9H)

Ao 2-3: EFEFLEHGEEAN 4-(tert-FE-tdAd-AAdSA)-5-EESA A E-1-ALe| E24EHE 9
2H 2384 109 FgE)e A=
W EE e Aetd gEgstel =2 FY §o 2.62 L(2.62 mol)E ¥-g7lel 7bsta 0 TR Wzhekin.
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ZolH|= 608.4 g(1.70 mol)¥} F4= HEZSo| =257 2.4 Lo T8I 1AL &
A Al o] 2-20] A xﬂza a2 119 38HE 800 g(1.31 mol) ¥ F4+ HETIslo| =25

2.4 L9 982 1 oA L5 S A7k 0 Tl 1A% maAzeh wgel 9AE A A 5
36 $2 #8008 LS WHn, 9E BSEREel AULIHoIE 8 LE Wol 23R F, #7158 Vo
EFUAIER dxha ol oL A% FRAAE. A WG 6 L% AAIECelite) 800 g% S, Fe

[¢) o
WG F A of3tale] o BAL AARAY. #715S WL Bl 6:1 EFEAFYH)
5.6 L2 7 W AHsa, P 2FAMEL AxsT o3 D A FEHeel BH FFE 802 g @

NMR(300MHz, CDClz) @ & 7.36 (m, 4H), 7.09-6.99 (m, 21H), 5.50 (s, 1H), 4.14 (d, 1H), 2.89 (dd, 1H),
2.68 (s, 1H), 2.59 (dd, 1H), 2.37-2.34 (m, 1H), 2.15 (d, 1H), 0.80 (s, 9H)

AN 240 tert-$E-THd-(-E gAY e-2- BN d-Ato] 2= W A-3-A & A))-2A (S5 9e]
e Az

Pl (turning) 33 g(5.22 mol)& F5 HEZSI)=RF e 2 Lol B, 1,2-tRERE 8 nlE 7heta
1587 kAl g, of7)d] FRzddee]ddast 364 ml(2.61 mol)F 45 BlEZEto|=2F S 0.6 L] &
el 1083 ARSI BRSNS 40 T/ st AWAA Eddgddddeis 2Rkl
= o] golo] A7) AAe] 2-30A Az sk 109 TR 392 g TEtE HETI|AEdDH
(0.0 mol)3% ¥ HA=AFI=2HAL 4.5 Lo EFFAL 280 27152 G241
AT, e 97 8ol T o TR WZHA ]57_, 3% T2 &Y 8LE %ﬂﬂ"”ﬂr. EReE
Aglo]E(Celite) oupat F o dolAl e 1E 4 L= A A

]
o} wuksk

FE )

6 LSt Aeho] = (Celite) 400 g& Wi 2413 Heb wiket m—a}z 4% 2 L2 AFANT. §7132 A
&3 Bel 611 EFFAN(FPU) 5.6 L2 T 0 AHS:, T4 AFAACIER A% % ofnd F LY FH
gtk AAE olaxmddnes Bo EREE A4sdse] 248 DAR B4 HE 786 gL AT

NMR(300MHz, CDCl3) : & 7.59 (dd, 4H), 7.33-7.14 (m, 21H), 5.06 (s, 1H), 4.33 (d, 1H), 2.90 (dd, 1H),
2.78-2.73 (m, 1H), 2.64-2.62 (m, 1H), 2.26-2.24 (m, 1H), 2.09 (d, 1H), 1.50 (d, 1H), 1.23 (d, 1H),
1.00 (s, 9H), 0.01 (s, 9H)

m.p. : 57.8 C-59.0 C

AAd  2-5:  3-(tert-Fd-tHg-dad 2 A))-1-EdWd A d v g-2-ET D &AW H-6-LA-H| A} o] E =2

[3.1.013A4(3}512] 8] FFE)Y A=E

7] AA e 2-4o| A AzE 38 99 3FE 786 g(1.14 mol)S o|AXZHATL 12 Lo {IAA AxTH

NS 0 TR WY7Hsla, AFE2HOE 2,78 kg(19.58 mol)S 7 slar, ololA 77 % WE-S 2239 2 A #lz
92.5 g(1.31 mol)% A7Fska 2,547 Bt WNAIA NEEEFMES AFRsGT. AE 1AE AHstd
2 3}l 23l AEF AT o|ES Ed 14 3.25 ked =AY},

NMR (300MHz, CDoCl, + D20) : & 7.65-7.22 (m, 25H), 4.74 (t, 2H), 3.44 (q,1H), 3.27 (dd, 1H), 3.13 (s,

1H), 2.88 (t, 1), 2.42-2.41 (m, 1H), 1.99-1.88 (m, 2H), 1.02-0.93 (m, 9H), 0.15-0.13 (m, 9H)

J&ﬂ o o

AA e 2-6: 1-(S)-4-(tert-FE-t] | d-AedEA))-2-v e A-3-E A HEAlo| F 2 A2 (381 79 3
FE)Y A=

7] Al 2-5oll A AlxE sFEHA] 89 FEEY AFELTCIESY £33 1A 3.25 kgl WEHE 8 Lo} |
Z2glo)lE 4 LE 29T, A7) 77 % WE-SF RS A] WA 292.5 ¢& 7t 1 WA 1547 B

G, W &d F olaete] g EAdolES Ak, WEdEReelE 4 L2 aAE AlHslY. R
el 20 % 2F HpolduolE 8 2.4 L9 6 % T & 4.8 Lo LS Avbsta Hdsii. #71
se wdd ¥, o WEHAISEGoE 4 L2 FEslY. 9% §UISE 28 AUOER Ux, ofid ¥
"ok wHke]l 54 shgtE 587.3 g(34ehA 39 SFERFE vl Gl 23 & 72%)& 53T
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NMR(300MHz, CDCl;) : & 7.84-7.58 (m, 5H), 7.33-7.18 (m, 39H), 5.40 (s, 0.2H), 5.18 (s, 1H), 5.11 (s,

0.2H), 4.99 (s, 1H), 4.65 (d, 1H), 4.13 (q, 2H), 3.02 (m, 3H), 2.87 (m, 2H), 1.838 (d, 1H), 1.00 (s,
17H)

AAd 2-7: 1-Azd-4-(tert-FE-HA-ddSA)-2-vLA-3-EE S v E-Alo| S 2D 3= (58
4 29 B¢E)9 A=

HEgslo| =252 10 Lol A7l AAld 2-6oA Az 3}sk2] 79 385 500 g(0.8 mol), EgdAdFE~S

314.8 g(1.2 mol) # WAl 146.7 g(1.2 mol)S 7}st & 0 T2 YZAA[ATE, HEE8 o tjo]AE 2 HolzxT]

FHEA 7 o] E(DIAD) 242.7 ml(1.2 mol)E A7}elaL 0 CollA 1AIZF S wutelglnt. whe 9bA Fel & Ayl

2 F5H SES AU & AASaL, dEoAHOIE 5 LE e & 0.5N &F SO|EFAlols 4
@,

&9 5 L2 AFsin. #7150l aFddelEE HUlsta Ax, o3 % s F
H7rete] S22 o, HWEre 4 LE HUiste] AAgeidint. A" uAE
408.3 g(F%& 70.0 )< 530},

NMR(300MHz, CDCls) @ & 8.09 (dd, 2H), 7.56 (dd, 5H), 7.33-7.20 (m, 23H), 5.60 (t, 1H), 5.26 (d, 2H),

4.11 (g, 1H), 3.13-3.08 (m, 1H), 3.02 (d, 1H), 2.85 (q, 1H), 2.24-2.18 (m, 1H), 1.94-1.88 (m, 1H),
1.54 (s, 3H), 0.99 (s, 9H)

m.p. . 142.3 CT-144 C

A 2-8: 1-(R)-4-(tert-FE-UdHd-AFESA)-2-AdA-3-E D SA|HDArlo| 2SS (3152
39 33HE) Y Ax

w370 AF dlo]=EAlo]l= 80 g(2 mol) & HWEHE 4.0 LE AHE 713 3 ALoa Ay] AA o] 2-7004
AzQ 348t 29 335 400 g(0.5487 mol) T HEAZFEetol= 2.0 LE Hrlsta, A2olA 5A17F B¢t v
AR, Wkge] fAdd &, AR F5H BEEFE & 2 LS 718t AFHET. U5 AFAdeE
= A7hsta, Az B ojste] 54 g 341 g(F 99 b= TSkl

NMR (300MHz, CDCly) : & 7.65-7.60 (m, 4H), 7.39-7.17 (m, 21H), 5.35 (s, 1H), 5.10 (s, 1H), 4.30 (d,
1), 2.97 (s, 1H), 2.88-2.79 (m, 2H), 2.73 (d, 1H), 1.78 (t, 2H), 1.02 (s, 9H)

AAle] 2-9: 9-[4-(tert-FB-HHd-AeH SA)-2-MeA-3-E D SA v E-Alo| S 2HE]-6-S 2 =-0H-F -

2-9 opal (33 59 BE)| A=

Erllﬁﬂé_.‘.j_*ﬁ] 216 g(0.823 mol)& EH|Eztatel= % & 3.43 Lol &alA7 F 0C R Wy7hste] A3 g9,
tlef ol ] 742 e o] E(DEAD) 130 m1(0.823 mol)E F7FskaL 0 Col Al 1413F =

Ack. A7 AN 2-8elA Azw 5}EHA 34 3135 341 g(0.5487 mol)¥ 2-o}n|w-6-FE R

g(0.823 mol) o] EFE| HEDZSI|=2FT 3.43 LE H7bstaL, o]oja] oA Az

OPZE 7hE A o] E(DEAD) o] @EelE 0 ColM #7he § 5 2ol 1A13E gk wwks}

olgolAElolE 3.43 LE F74kaL, 0 CollA 0.58 &% sto]==2Ale|= S8l 3.43
HHow AYY BAL B 2FAWER Axsa, oJuF F Y wFHelo] 5 SPE 426 g
5 AIAT).

NMR(300MHz, DMSO-ds) : & 7.82 (s, 1H), 7.61 (d, 4H), 7.49-7.20 (m, 21H), 6.69 (br s, 2H), 5.53 (t,

1), 4.91 (s, 1H), 4.57 (s, 1H), 4.40 (s, 1H), 3.19-3.13 (m, 1H), 3.08-3.03 (m, 1H), 2.83 (s, 1H),
2.13-2.10 (m, 2H), 1.03 (s, 9H)

AR 2710t 4-(2-obH mo6-2 2 E-4,5-T) 0| ER-F2-9-0)-3-ol D e-2-E 2| A S A| | -Afo] F R AT (3}
&4 6o BFB)9 A=
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S 7 HEZSto =23 4 Lol &3iAA
ol= HEZstol=2F & & 1.1 L(1.10 mo])S H7Ie & A&
° o ZH4 2. o LE 7}5}3 o &olA]

NMR(300MHz, DMSO-ds) : & 8.19 (s, 1H), 7.98-7.25 (m, 15H), 6.84 (s, 2H), 5.44 (t, 1H), 5.07 (d, 1H),
4.88 (s, 1H), 4.54 (s, 1), 4.25 (s, 1H), 3.30-3.17 (m, 2H), 2.64 (s, 1H), 2.26-2.08 (m, 2H)

AAe] 2-11:  2-0}v|:-0-(4-3}0| EZA]-3-3o| EEA v d-2-v| D A-Alo] F2AL)-1,9-T] SO =2-F&U-6-2
(3}82] 19| dEsH2)e A=

247) Ao 2-10014 Az 88H4 69 HEHE 200 g(0.372 mol)ol oFHEUEY 3 L9}
H7bek & g2 C R 7tdste] 12417 S wukA|ZTh. WkSo] A _%r S ESE S A
dolAlglo]E 3 L2 Mt EdyMss AAG Y. AHoz 4

F& 1.2 L& AR&3te] pHl 72 F3HAIXL F-, 90 CellA 1A17F &<t uyh
Az goe W Feow WrsuA awtsla, thl AedA 141§
T2 YZAIA A7 S ugkete] wade] 54 3ghE 80.2 g(F& 73%) S
NMR(300MHz, MeOH-d,) : & 10.6(s, 1H), 7.78 (s, 1H), 5.53 (t, 1H), 5.26 (t, 1H), 4.82 (t, 1H), 4.43-
4.40 (m, 1H), 3.81 (d, 2H), 2.70 (s, 1H), 2.47-2.38 (m, 1H), 2.27-2.20 (m, 1H)

WS 4] ANdE FHoE st ARatgont ol oAl Avkd ohsii, ¥ wge
pe [e)
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