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Az Aol B3] AEE A2 97]= NaHMDS 2 KOtBuo]th.

Ae A2 gl == EtOAc, IPAc, NP, DMF, DMAc, IPA, MeCN, MeOH, MTBE, PhMe, THF, MeTHF % 19| %3&
et e FAHA v, 53] A A2 vl DVAcolH.

o AAFHNAE, AT A2 A5 10 B 19 129 70% 23] ko] dojd wizpx] 1' 3 [¢] EFE 4
A2 Grfell H7rgeh. @ AA G, 10 B 19 EF=S 1" % 19 129 756 23ke] dého] dojd of
7HA A e A2 |71 2 A2 Gvlel MUkt @ AAlGEelM =, AR A2 |7IE 1T R 19 129 80%
Z3ke] Hgho] dojd w7k I' B 1] Ed= R A2 &ujol Hrbevh. @ AAGEdAE, T # 19 9
=g ' 819 129 85% 3o d&o] dojd wizbA] A3 A2 17] B A2 Gofel] Hrpdvh. & AAY
oM, ' 2 19 35S 1" 2 19 129 90% 23] Hghe] dojd wizpx] A3ak A2 7] 2 A2 &
of A7bavh. 3 AAGEelM=, 11 R 18 EFES I B 19 129 95% 2] Hdghe] dojd wizkx] 23t
g A2 271 %2 A2 ool A . @ AAGHeA =, T R 19 ERES 1 R 19 129 960 2ol A
Fo] dojd wizbA] Hd7 A2 A7) B oA2 el HUMET. g AAGEHAE, 11 R 19 Efes 1T ¥
1] 129 96% Z3te] dgke] dojd wi7hx] g A2 7] o A2 ool H7pdvh. & AA G =, T
1o EFES 11 % 19 129 97% 23e] Ho] dojd wi7hx] A3 A2 A7) R A2 Sviel HIbd
S AAGFEAE, ' B Io] EFES 1 R 19 129 98% xIe] Hgho] dojd wizhA] Hed A2 4] 3
A2 Grfell H7rgTh. @ AA G, 10 R 19 EF=S 1" % 19 129 99% 23ke] Hého] dojd of
7HA A A2 @71 B A2 Sl H7EE

DPP-1V A Al o] Az

o] A8 PAst= Al 3] Th 2 ek Ve AE FAA ofnw3lE Fa e 119 e IA
3 oA 2@ A 119 BETE AAs] 3382 [1a9 SFES FAsE dAS sk, 3182 [1a9
DPP IV &JAlA| 9] Az WHhe] stk ol

N
. = N-SO,R2 < -SOR? <\ ~SOR?
XH HN(:L/N SOR NeyS02 Noy-502
ho p-fi N FN D”
P—HN O A o3} *(j’ ens 2 U
N W

A0 IV
<g}stA 1la>

NH,

C N
=N
\

N
“SO,R?
7] AelA, Are 1 UK 5719 R Ar]e lelw Astw #do)i;

Zzte) R'e myHoR

e

AS]

)

=
T
2

2

)

1 WA 579 EFooR oz XdH G ¢, ¥
1 YR 5719 2o o=m o=z A3H (5 LA

2 o]Folxl FoRRE AMelE
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[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]
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=
9 AAe zaE}, o]ER AR FErh T U2 AASHA, RE G ASFEIGZoltt. Hie AF
2aA2E NEFExed ANEFEREY AZFEdAdY 9 ANF2IAS Z3s, o5 R LA e
Al SHAE gdRFsla 384 19 31829 98 FAste Aotk A2 GAE 38k 19 3= d FH
2 HEs AES AE5te] YA ofvst RS T3 s8] 119 SES FASe Aotk mpA R wHA
= 3t 119 3gE9 B3V AASY 382 [1a9 35S FAss Ao
EA AA oA, Blo] 7AE FFEL, obvl BEIE zter. AHEI 13 olwl BIU|e ,
S AFtE2RY (Boc), WMIALAZIE2HY ((Bz), -ZF o dduE-SA7t21Hd (FMOC), olME, ¥, ez
, Azxd, Hd, AF 42, g8 =g, dd x£E 2 dS F3eh, olER ] =
o, ou RIVE ARSI Aol W, A FAE WHE ol&ste HEVE AATE & Q).
2 3k 2 A1
gl

1o
lo
2
i
T
4z

Pol'

71
B3 717 AAEE ZdAel AE s o & g4 o} ARl A
71e] AA g de] dAdoltt. ol wErle] § AAFEH= 54 HCL, BSA, TSA, 4 S,
oPAEANT 2 A =1 skl 7] vl Tl AAD 9= Bocolth. AtomRE O Al 2%
5 o #ol 583t

N 2 (X-H) _N,

Agtel o wE A, EEF QRO EL, HBr, HCI, R5SO3H (4714 RFT‘:‘ T4, Cs €, G A1 ZF2EZ

T oS xS, oleR IAHHA #= Aed Ao RE wEgsEgt, p-EFAdEEAt (TSA)

2wl EAE (BSA)S E3sh, o= I A S%Lﬂr HpEA gk ¢ BSAo|th.

A3tst 82 = EtOAc, IPAc, NMP, DMF, DMAc, i-PrAc, MeCN, MeOH, MTBE, PhMe, THF, MeTHF % o]&¢] 3%

S Xk, 52 AHA vk, vk §ulE i-PrAc (3184 1h (]7]4] X = PhS0;)) ol T},

& AN FHel A, vhF AR @O BSAlL Bl i-Pracelw] ehE BSA o] AAH U

olold WetE G ARF AT 2ol HAY ol WS B 34 119 FFES YV, @

94 otviestE ThsstAl sk ARY AR YEF Exﬂovﬂiﬂiio}ﬂ Zlol=, JEF AlobeR 2F
= ]

ol=glo]=, YEF HEslo|=glo] d
ofA gnsste] s}ty 11a9 sES At 354 [lad 35tEs 72 Xélﬂ%‘ T Ak, wpEA
o] J !
3.

Lot

A e shebA [1ad] AdA
o HF FH H A = A A 2 2
EtOAc, i-PrAc, NMP, DMF, DMAc, MeCN, MeOH, MTBE, PhMe, THF, @&, &2k, MeTHF & ol59 23S XF

]

sl

T O}‘
W, olgz IAHA v, AAGEHNA AR A7 2-9 A (FE DA (FE DR shehy 11
o] s}3hEe] AAl= THE/ g oAl A =€),
AT PUS olGske MEAY AF A el AAsHe] Atk A BAS sla), thge] AxdE
2-(ME=3xd)-2,4,5,6-HESS| =29 52 (3 4-c|IetEe] Az el #3 Aoty ey, & 22 3
7] 1A Aol A o] 54w E 9 whg 2o ® AN A ke
o‘tﬁ;
Ar = o}d
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[0108] Boc = tert-FEZAI7I2HY
[0109] Bs = WlAl&Ed

[0110] (DI = 1,1'-7}=2H dr]oln|t}E
[0111] CHLl, = tE22 e

[0112] Cp = A Z &3]

[0113] Cs:00; = BR2EA

[0114] d = d(E)

[0115] DABCO = 1,4-tjolrpRIA|E2[2.2.2] %%
[0116] DBU = 1,8-T]o}RH| Al Z 2 [5.4.0] 8] 2=-7-41
[0117] DMAC = N N-T]H & o}A| Eolr] =
[0118] DMAP = 4-t]w|&olr] =y gld
[0119] DMF = N,N-tjW& £ Foln|=

[0120] DS = g% ate] =

[0121] Et = &

[0122] EtOAc = ol olAElo|E

[0123] h = A7HE)

[0124] HPLC = 1A% A Z=2rfEe) ]
[0125] i-PrAc = o] A 23 ol o] E
[0126] Pr = ol&A=Z2d

[0127] PriigCl = o|AZ2dnlad4 F2do|=
[0128] L = gE(E

[0129] K:PO, = QAL E

[0130] K,CO; = BAHZ&

[0131] KOtBu = ZE t-F5A=

[0132] LDA = 2§ Yeo|Ax2goln=
[0133] MeCN = oM EYEY

[0134] Me = g

[0135] MeOH = w&k-2

[0136] MeTHF = vl e Ee}s| =2 F ¢
[0137] min = (&)

[0138] mL = HeH(E

[0139] Ms = v

[0140] MTBE = W& tert-3d oe|=
[0141] Na,C0; = BRI EH

[0142] NP = N-vE-2-9] 5 2]
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[0143]
[0144]
[0145]
[0146]
[0147]
[0148]
[0149]

[0150]

[0151]

[0152]
[0153]

[0154]

[0155]

[0156]

[0157]

[0158]
[0159]

[0160]

[0161]
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Ph = sl
PhMe = ddm &
rt = A&

t-amylOH = t-o} <=

TEA = Eg]o|go}ql
THF = HEzZ3| =25
™G = 1,1,3,3-HEgWE oy

S0 B4 9 ke AREAL 88 A wi 55 2o A0 Ao, A GAut, 48 B
B

&uf
il |

e 1119 e 97 2

% 97 2 gl AEnh. Qzews £TdAAE AU, Al gwe F oz
(bath)2 A A3}, Asto] gud = 3

H ,SO,R?
W] N\N @7, &+ N, =N, )
— ——’ — ] —
p P w-N ] N . W N::l;/N SO,R

i

shea] 111¢] stEs 7] 9 &ufddl 7k, st sxdsds et bt 4849 § 25
AAG,  AFe] gEE F uee AN, AHE ' P 1o EFBL 551 A2 9] 2 S 3
o3
PA

T

7}ttt
AP 01 1
N NaHMDS, MsCl _N
B°°N<I//N THF/DMF BOCNi:l;/N—Sone
lla le

100 m¢ Z&232 2.09 g9 334 1119 &= 2 21 mf DIFE QY. A" g98 I 16.5 mol
NalMDS &< (THF F 1.0 #H7Fste] Ti<-12T7F =AUk, o]oja] &AqS Ti=20CT=E Y7318, o]ofA
1.718 g©] MsCl& 4 holl 24 H7bsiqivt. AA® &q& 16h &F Ti=20TNX =3A A, 95% A& 2 22:1
Aejge] ol2A =T},

(40 m0)S ARgste] WS AT, A" £9S B ZdVIE2 &7]3 iPrAc (30 mb)E
Z3oh. S B, F4/DF A4S i-Prac (10 )2 FZF3kch. &9 iPrac 4& 2.5 ¢ T A
(83% AY)ell thsf 4ak3ict.

w4 o

i-PrAc €95 10% LiCl (2 X 5 md), o]oJA 94 (5 m)E AF3AT. F7] AHS MgS0, Aol A AZxA7)aL

o8l 7 ml F FIE FEAZT. olF 1 w9 [-PrAcet A 50 m¢ SAIAE SAT. AW AAIE
FEaGT WY (14 n0)2 2hel Z2A HUler. AW LUE Uh 59 =3AZT. AYES o3
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[0162]

[0163]

[0164]
[0165]

[0166]

[0167]

[0168]
[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]
[0176]

[0177]

ZIHS3d 10-2014-0034862

Oﬂ 94 _(—SH %‘j/] '3}93\3}- ) LC-MS: 288.25 (M+1).

A E 2
@A 1
'f:ll $0,Me
BOCN/\:E;N MsCl, EtaN N N
—_— M =
/ MeTHF BocN | /N + BocN(];/N-SOzMe
0-10°C, 10 &
llla (>99.5% A &) Id le
51

50 m¢ Z2}2=3E I1la (2.09g), MeTHF (16 mé) 2 EtsN (1.21 @) o2 93 AAHE gAS WxoA JZAH
ok MsCl (1.26 g)& AA3] F7retdet. A7 g83d &, 98 108 T =3AA, 99% 237} A3ty
Slct.

2 (6 S AHgSe] e A

ot

3

71 &= NgS0y el M A=A §-, o Fsbal DMAcE Sl H3hE AAISIT.

e ANAAY. 7 A4S E3 95 4= ARSI

LC-MS: 288.25 (M+1).

k!
4

oA 2

SO;Me

N N N

. =N, NaHMDS =N,
BocN(I//N . BOCN(l/N—SOZMe a BocNC[;/N—SOZMe

DMAG, 0-10 °C
I
Id e le

50 mé AH L71E AZAZ DMAc (12 ml) fHoZ 93, o2 7/=10C=Z Y5k,  NalMDS &< (THF
Z 0.5 ml)S Hr7bskoth, A" fAS 16 h e 7/=10CA =3A AT, le:1de] H|&LS 1 of 96:4%
o 1 mee 15% AlEZAFS ARl WhSS AASkar, o]ojA H0 (16 m)E AA3 M7tekdet. 2h &, 2
A AE [eB A o3 sttt AolaE 6:4 H0:DMAc (10 me), °o]olA H,0 (10 m)= X3 A FH

5}-95\1;]—, Zi}—}‘]%] 2.15 gg] [e2 5’\__‘_;'_6_}_95\]:]_' LC-MS: 288.25 (M+1).

AAo 3
oA 1
H SO Me
5 N(I"i\N MsCl, EtzN N N
SRR , =N,
oc y VeTHE BooN. ]| N+ BocNij;/N-SOZMe
0-10°C, 10
llia (>99.5% A %) id le
15

Aol 20 Z1AE wkeh o] MsCl B Et:NS AR&SHe] MeTHF TollA @A 15 sl $A2E =33

s LA Fa/en 24 skl NeTlFE AHES S7E Sl (15 m) o] HF FI7bA] dxAl7]aL, &
S

=
232 L]_i_|4 }\] ﬁ]’;}_ LC- MS: 288.25 (M+1).

@A 2
SO,Me
N N N
\ =N, KOtBu =N
BooN [I N | BocN/\:L/N—SOzMe - . BocN/\:L/N—SOZMe
MeTHF, 0-10 °C
le
Id . le

50 md AH 8718 ARZA MeTHF (12 me) fMoZ A3, ol 7/=10CE WZs+gtt. KOtBu (0.056 g)
S aAZA HIFeA.

B

e

3h & 15 8% 54 AEZ2F (2.5 M) A}

ofo
2L
a2
ofo
2
[o

NG AR, ool Aeow JpRAFY. e



[0178]

[0179]
[0180]

[0181]

[0182]

[0183]

[0184]
[0185]

[0186]

[0187]

[0188]
[0189]

[0190]
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(

slar, A4 AS MeTHF (2 m) 2 FE3AT. &3 f7] A4S v (4 nO) = AFZ 3, MgS0, Aol Az

I

LC-MS: 288.25 (M+1).

Al713 o3t A E S-S AT 2.43 ¢ WshE AALE Te (85% 78).
24 4

F

NHBoc MsCl NHBoc

ﬁ NaHMDS @
—_——
°© N THF/DMF F O N
=N =N
\ 0
b NH \

\
N
If O,S\

1L ¥-¢ 8712 3= [1Ib (33.9g, 81.0 mmol) 2 DMF (362 m)E A}, AAPHE &AL 7/=15T
S}l NaHMDS €9 (THF 5 1.0 M 133 m)S 30 A H7Feksith. NalMDS $349] ¢85 &, &9 T/=
15CoA] 208 o wwtslgitt, dweesyxd 2 dol= (10.04 ml, 129 mmol)E 5 A|re] A A7),

S-S =7} 12h B9 =8A AT, WS 2R E T/0CE 243, olojA] B (108 ml)S 1hel ZH A7 s
o, 2FES A7k, A0S 1:1 DMF:E (125 m)Z X3 AHsla, olojA] 2 (108 m)E X3 A=
=

AE Ax T, AYHES FHY XEZHEH FASGC. FES 319 g9 If (79% F&)olATt.
LC-MS: 499.10 (M+1)

/‘1}\01 5

oA 1

1L ¥ £7]12 9= [1Ib (10.0 g, 22.6 mmol) = DCM (180 me) o= AT, AAHE LAE F9 2To|A
AR oz mutalgdty, oloja] EgoEHolwl (3.43 g, 33.9 mmol)E H7IEIGT. SHS F9 Lo 208
4 =

71 A N
U wdtslal, $&5F o2 T/x0TCE Yzslgly., degsxrd F=2gel= (3.36 g, 29.
3! I 48], HSES Y SxolA w3A7| 208 Fo wHkEkAT),

IN HC1 (180 me)& AHgshe] ¥Hg-& AAHsta, &4 ZAd7=Z A, A48 283 5, §7] DA & & (180
ml) =2 MH3AT. DS A Fdol o) AAS AAE EFES THF (300 me A F3)= &n) A
At THF & Ig 2 Ifo] B3 &% (If:Ig = 1:9)S @7 22 AyPA A, LC-MS: 499.10 (M+1).

o

A 2

F
NHBoc NHBoc NHBoc
,,1 KOtBu ,
’ —_—— ‘0
o SN THF

F F O
N S N
%"' © P =N 0
Ig =N if \ N&S\ If \N=ST

500 m 8715 Ig/If &= & A, olojA THF 5 KOtBu®] &< (IM & 9.5 m¢, 9.5 mmol)S 7}t

o AdE 8§98 16h FF mukste], If:Ig = 99:19 H]Eo] HUrh. o]ojA e (80 ml)S 302 HA
ks Lol Hrtelsdct.

TEES At AolAZ 9:1 THF: e (10 m) o2 X8 Al star, ojojA ek (10 m) oz X3+ A
sk, AF Azx T, AAHES IE iEi—rH =AY, FEL 8.4 g9 If (75% F&)o|urt. HE
/\g@%% If:Ig = 1637119] H]%% L}E]rkﬂﬁ]— LC-MS: 499.10 (M+1).
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[0191]

[0192]

[0193]
[0194]

[0195]
[0196]

[0197]

[0198]
[0199]

[0200]

[0201]

[0202]

[0203]
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A 6
ol o] & A

PhSO5H

N ; N
=N —_— =N
BOCN%N‘SOZME P SO3H- HN&/N—SOZMe

le

300 mt FeF~AE 16.18 g9 Boc-HEE HWAstE I#3EF E -PrAc (110 m)E NG, WAEENS -
Pric 59 &9 (40 m) o 2A H7Fetict. Hr7ksE ¢h85sk &, NS 2h B9k 7i=30C=E 7}d3s}
&S 79 22 AA3 YAAI7]a 14h 5 wdtelity. &8 E AFedt.  AelaE -PrAc (40
ne) = H]*—?OPS’iU‘r. olojA] Alo]AE 6h F AXANAT. 19.5 g9 WA nHES FAFGI

'H NMR (400 Mhz, ds-dmso): & 9.80 (s, 2H), 8.13 (s, 1H), 7.63-7.57 (m, 2H), 7.35-
7.28 (m, 2H), 4.43 (s, 2H), 4.36 (s, 2H), 3.58 (s, 3H); LC-MS: 188.20 (M+1).

A 7

N.p-SO:Me
4
BocHN 0 NaBH(OAC); ,jﬁ'
F. \E\//r N, DMAG, -10 4171 -5 °C; BochiN N
N7k BSA'HN&/NMS —_— F .
. NH,OH, H,0 \©\ o]

500 m¢ 37 SeAA (SWE= Wk, N, FUT, 2 A7 FHE)E 8.25 g AT, 9.8 go] AAld 49
TetE 4, 2 124 m9] DMAcE A9-31, AAE 7L3 9 7i=10C=2 YA FATE. 6.94 g] NaBH(0Ac)s S
AAZA AFH JArbekdth. AE AHEe] 986 o] AtdS SFAIA WA REEES Ti=10ToA =3}
AZTH. NHLOH (8.3 me) 2 10 (16.5 m0)9] £FES AEste], =7 AVE B8 uhe &ejas AFsn).
AR &2 S 7ish0CE 7Hde 3 7i=22°C =& YZHA A}

<89 E A, AlelAE 5:1 DMAc:H0 (65 m) 2 X3+ A2 3
Fo] HO07F 10% o8tz 2 wizbA] AelaE AZXA AU} 10.

g ARGt

D *{0{'
&

(&)
o~
(o)}

ol

g

~

il

ﬂ’?‘é}‘(}j\q LC-MS: 499.10 (M+1).

S 11: Boc-BH S

N\N,SOZMe /N‘N .SO;Me
o HyS04 -

BocHNUN DMAG/H,0; HZNUN
—_—
F\@\ o NH,OH, H,0 F\@\ o
F F

200 me 37 AR FekeaA (eWE= wyk N, FY, 2 EddvE HulEH)E A obvwest 4A4E (10.35
g) Z DMAc (31 m) ¥ & (41.4 mO)E A3, AHE &Y E 71=20TCNA wREsIATE. 1SS0, (12.2 me; 12
9 H 00 (20.7 me) o] &S 3.5 Algkell A AAE] Hrbsiolvt. APE EYElE 15417 B =3AA
. olojA gAS Ti=0-5CE WZAAHC. AN phrt 10.27F @ wizbx] NHLOHE H7bsisich. <38 E
Wztela oatelgdet. HFo&AAE F 0 (17.5 m)E A8 AHE 5 HO0 (17.5 m) & Seje] AHS AA
sktt. 3 nYES AxAFA, 6.73 g (98.8% w&, 88.6% T8 NIFES FE5EQT.

"H NMR (500 MHz, CD,0D): 1.71 (g, 1H, J = 12 Hz), 2.56-2.61 (m, 1H), 3.11-3.18 (m,
1H), 3.36-3.40 (m, 1H), 3.48 (t, 1H, J = 12 Hz), 3.88-3.94 (m, 4H), 4.30-4.35 (m, 1H), 4.53 (d,
1H, J = 12 Hz), 7.14-7.23 (m, 2H), 7.26-7.30 (m, 1H), 7.88(s, 1H). LC-MS: 399.04 (M-+1).
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[0204]

[0205]

[0206]

[0207]
[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

SIHS31 10-2014-0034862

e 8

ANAA: vbg 8715 THF (300 me) 2 38.8¢2] AAld 79 setE= Y. A 7/=H5CE 7IEstn 3
k. A" S0 AYsta 1hr 59F Ti=5ToA =347 & Zr%’% 2EZ AAE BAAHY. &g
2 ~200 mME FFAIZ n-FE (380 m)S MAE] Ak 55 A7) 98 FAsta, 2:1
n-FEHTHE (120 mO)= X3 A H3tar, o]ojA n-#'E (80 m) o= X3k xﬂﬁ%}?it} AZAFA 34.8 go] AA
E (g8 DS 53390,

A 9

&:J

MsCl, EtzN, MeTHF; PhSOH
3
KOtBu, MeTHF N, -PrAc _N,
BooN| | N-SO,CH, ————=  SOsH-HN_ | N-S0,CH,
wAB

BocN

}\ ZT
Z

¢A A

R BocHN

w{ Yo
gAC Q o}

F
NaBH(OAc);, DMAc

¢ N..,.SOMe
— PhSO3H, CH,Cly: v N
HzN N i-PrAc/ & =
U - BocHN N
oS T

2-vEHEgs =2 FT (384 kg) F tert-FH 4,6-T3|=g29FZ([3 4-c] 9 E-5(1H)-7t=2 A o] E (30.0
kg, 143 mol) 9] €N Axetgct. Egoldolwl (25.0 g, 0.247 mol)S H7leta wix|E -10-5C&E WA %
o, 2 e, Hesxd F2gol= (21.4 kg, 187 mol)E 2hol AA MA3 H ekt ALolA 1h F
Qb kel $ & (150 k)& 5-15TColA Asl #H7tskgivk. o] Fe pHrt 70 & wi7}#] IN HCl &H4-& #H7ts)
Ak, APE TS BYsta A4 TE 2-vEHEGS ERFT (106 ke) o= FEFS. 7 f7] T X
3 A4 (2 X 150 kg)E A A 3L, Na,SO,= AZFAZ]aL, oJ¥star, 60-90 L2 &FHAH T

N

e 2528 2-HYHEGS|EE2F T (381 kg)ol EaA 7] THF 5 ZF tert-FEA =2 &4 (6.6 kg
THF 5 805 g)o = AT, AA dfo ALoA 1h B¢ wwd 3 THF 5 ZF tert-3FSA|= (3.0 kg THF
% 329 @& ¢ 7ista 1h B¢k wREEIIY. BAE B4 tert-%E 2-(WEHEEXY)-2,6-UI =2V ER
[3,4-c]9FZE-5(4H)-7t2E Aol ET} wWolx Fx A3 (regioisomer) S RT3, A E3} A
(154 kg)& oloA #Hrtetdeh., & wnk & & Bl 7] 52 X3 94 (2 x 155 kg) & A3
o j3 A4 H7] S5 oloA 2-vHHEgS| =R (103 kg) o2 FE3IATE. &3 f7] S A

H:

(8.75 kg)o2 Hgldtxm, o33ta, Na,S0, 2 AZA| ). S o]E oFsta 60-90 LE EEAZTH
olojx nHES &3A7]7] el o] £ S 40-50CE 7FEstal n-FeS HFUFTE (34 ke). 2-4h Bk A
2o YA & n-Ae (156 kg)& FH7Ista oA & E 2-4h 52 0-5TolA JM*‘B} £HEE
og3stal AolAE n-Hete 2 AHEGY. THES FF ol 45-55TAA HAERAIA tert-FE 2- (uﬂ%%g
9)-2,6-Y3| =2 E (3, 4-c]YIE-504l)-FI2EA Y| EE AlFstt.

oA B

ol Elo]E (289 kg) 5 tert-F¥ 2-(MlE%xd)-2,6-U3| =20 FZ([3,4-c] 9 &E-5(4H)- 7};&
2 .1 kg, 111 mol)e] &oMo] MAIEEA (35.35 kg, 223 mol)S H7FsHlth. ¥HSES 39 FoF
2o Al wkek § 0-10TCE WZtskar F7F 1h &k wiksisict. AdE &elgEs Adsta AolaE o|h-=
JolAlgo|ER A, 1P ES v AF oMl Aol AEAA 2-(HEEEd)-2,4,5,6-E EZ}3]
3,4-c]¥]gE-5-0 % MAlE o] E

o,
o
1m
w
M 0

lﬂ HU m>

M

471 N N-tdgolMEolul= (520.6 kg), 2-(WEw¥Xd)-2,4,5,6-HEZHIN =29 EZ[3,4-c|IZE-5-°]%
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WAl olE (30.0 kg, 86.8 mol), & tert-%& [(2R,39)-2-(2,5-UZF ¢ 29d)-5-2 A Ed}s| = 2-2H-
T &-3-d]7t=nkHo] E (131.2 kg, 95.3 mol) = zH Itk ARoA &3AIZ §, &S 0-10CR WZbeka o
EF EfolAEARESIo]=Elo]= (24 kg, 113 mo)E 4719 FU3 EFo = o] 408 vtk H7Fsksich.
o]ojA | ATE.  &AE olojA 5-15CTE PZstar

= & 1-2hell 2A H7peiglv. e E2EE oldsta Alolas NN-HudoAEoln R, =2
7 W, 2 oo n-Ferow A&sto] AHslY. g Es ARAA tert-FE {(2R,35,5R)-2-(2,5-H
=T RAd)-5-[2-(MEsxd)-2,6-H3| =29 E2[3,4-c| I eHE-54l) - H Egts| = =-20-9] ¢-3-Y } 7} =
vhH| o] EE Algakltt.

@A D:

A MBS WA deow heAsln %7} sh B Wi
].
[

WAl e 22k (32,95 kg, 271 mol)S A& hol HEFZ2WlEr (1020 kg)oll &A1k, = tholl, 830ge] &

7130 £ KF7} 0.2%7} HA9t}. 1 t}L-9 , tert-5-

{(2R,3S,5R)-2-(2,5-UZF 2 2Hd)-5-[2-(HME&=xd)-2,6-t =2 I EZ[3,4-c] I =541 -L | B EE} 3

C2-00-v#-3-d}7l=n o] E (38.4 kg, 100 mol)E 3719 FL3 EF oz o] 3089 AH Hrleid.

ojojA] HHEES WA *‘ioﬂﬂ E3AE T, 2 ggoll, & (733 kg)& 1hel AA HUbeta wEES 1h B9
HE5]

e
=
€]
T =

T8 wHkslglr. oA FTE EEEtL, 2 f7] & AVIANAY. A4 Tol "dEEZ=dE (510 ke),
olojx Egldgolnl (22.4 kg, 592 mol)S ¥tk Wl & =& Hystu A =& YFEE9E (510 g)
o8 FZ39ct. 8 F7] =L 7% F4 NaH00; (2 X 410 kg) 2 5% A (386 kg) &2 A A}, o]o]A

6 kg) =
H7] 2L Na,S0, 2 AFA713, Adsla, FAE (6.2 kg C-941)0.2 AHEstar;. @422 oAgsyz o7
ES T sl 154-193 L2 FFAIH . o] 84L& o]oJA 30-35CE 7F2AFth. 1 ggoll, o]a-X2Ho}

Ho]E (338 kg)& H7lstar £8S Ao 1.5h F¢F wwedet. = gSol, n-qe (159 kg) & A%
3h &<k wykslglth,  &EElE oo oAt Ao|AE n-FEOE AT, o]o]A o]

71l A-5-aL
& AlolaE ArlelA el o] I zarde §ajA7]a oja-E R HE R n-Fes H7hstar, o3
stal, n-fEew AHdomy tr] AZAsY.  nFEs A skl dx:AA ZAAE (2R,35,5R)-2-

239)-5-[2- (&2 )-2,6-T) 3 = 23] 2 [3, 4-c] 9] 2 E-5(41) -2 | o = 28] = 2-20-5] -
3-obel S AFHAT 2 E0AC/AHOE AHetol BA TS WPFRA FHAA

'H NMR (500 MHz,
CD,0D): 1.71 (g, 1H, J = 12 Hz), 2.56-2.61 (m, 1H), 3.11-3.18 (m, 1H), 3.36-3.40 (m, 1H), 3.48

(t, 1H, J = 12 Hz), 3.88-3.94 (m, 4H), 4.30-4.35 (m, 1H), 4.53 (d, 1H, J = 12 Hz), 7.14-7.23 (m,
2H), 7.26-7.30 (m, 1H), 7.88(s, 1H). LC-MS: 399.04 [M+1].
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