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E(3:97) 01t A FA oA, o] 5/ EtOAc/oE EFEoltt

AR FA o)A, A (6)olA o|BFEIF ©ElE (i-a) F4% AASAL (ii-a) 7145 FFste] 1A &
g JBFEHS ATgozs G, A FAA, {7142 @A 1A vAA o|HFE|Ho] ¥Fd}
L5 55 wAE 9 AA"G. dF FAelA, olnFEHe WElE (i-b) S AAS AL, (ii-b) #7]
48 FF3ka, (iii-b) DMSOE F7lshe] dej® o] HFEIY/DNSO &S AFgdozn GAfrt. 2 MAuE
oRRE, A (ii-belA F718e FF A, B¢, L/EE Foll, DMS02 #H77F o]FoA = o=
olgHitt. U FAdlol A, DMSOE ©A (5)9 WEelA ALEHE f7] Sujolth. o]k FA| oA, F71A
& DMSOE defAo=m Hubdrh, 54 FA A, NSO F71de 27 5% o HrbeE.

Ax Aol A, @A 6914 FAHE o|HFEIH/DNSO &= thE Syt AdAKHow EASA] Gerh. i
TA oA, DA o7 ZA5FR] F=(substantially free)S 5% = 1wk 4% B 7 w|wk 3% T 1
ulgk 26 EE 1omwk 1% = 7 omRk EE 0.5% e 1 omnke] ZrbAel §7] ful(v/v)E A A ST

Ay FAANA, AW AzvtEaANE FEE FANE F o= A @A (i) EE ((i-b) olAe
gelgon T,

oA (5)llA 3Heta 89 OV‘ﬁ}” g 2xolM FdE g vk AR FAldlA, @A (5)A Beta 8
o] opdsl= 40T wRke] 2roollA vk, AR FAldlA, wA ()l BgtE 8] ofdsh= oF 20 A
30Ce] oA et

FAE daE g, B gL
(2) 371 SE 112 7] ST 99k AIAA WS B

X1
==
(3) ®bg =S mEn vhg 202 Agste] §17] sehE 12 B a7] SFE 12285 F5e 9 32
%=
=
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OPh OPh

=R Bke e 1967 HxE HaE dy ZX ¥ ﬂfi} 2 M3 (chemical transformation)©]Th[Mitsunobu
S, Bull. Chem. Soc. Jpn., 40 (10): 2380-2382 (1967)]. BAAE, &7 (3)9 nmR=wi w& xro] B34y
o7], EgHdEsdA, &, 9 olxtItRAdY o EE iﬂo}—t— Ae AT Aol 0}11’47}1*‘ JolEx H
od olxtItE A o] ESE A} tolhx 2 olxt 7AYo EstE 1‘4 o] 2 AFE A
greth, 4R FAA, @A (3)9] vEwy wg 2de BEA b7

29 ofxtIHRAHEE Eéz}f‘&ﬂr. EZA U7e HAa, o2
XJ%La]_ H:Sc]-/ﬂ 7}/\E_ E‘L_‘c;)‘___}ﬁ‘]— :;: 9}]\‘:]' ?j_]\ﬂ iﬂcﬂoﬂz\i %ﬁ]—xc-)]

U1

W7 (D)) Fzey e telaxea olxrARAdel =S HE 113 HEF 99 B¥Be WGow
| e oAAw, olel@ shekd Make 4Aom Fas] Sl 54 sl m: HEEY Wt dad
I J

AL ofyth., AdF FA A, sEE 113 i‘r?ﬁ% 99] E3ELS EEY di7] stdAl 7] &wl S

L=, F71 &0 Fol {8 ol FUIEAHEE IFFE 119 FFE 99 EFE %iﬂ%Tﬂr. AR A
dof A, olxt7tEAHclEx vhE E3E AAs] HrbEc. =9 Hrbe ¢F 3.0 wl/E, ¢F 2.7 wl/+E, ¢F
8 mL/%, ¢F 1.3 mL/%, 0.88 mL/&, = ok 0.66 nl/%9 £EE W Z3Eo] AJeko) ‘Lé— Al H7ME
3

flo

Al (3)Y W= f qbge tket XA Fed 4 k. A FAd A, @Al (3)Y vEeF 5-g
0 WA 30Ce 2

©
Do

33hE 12 2 33E 1229 -y Yuld(3-piperidineyl) FoloE]e] AARRE HI7V|E AAS AL 3}
12a2]  dFFvd  RoloJE]le] g  a1g]  of¥l(exocyclic amine) &.EFEH  EELEAXTT
(triphenylphosphoranimine group)E& #|A3F7] A% ©Al (4)olAe] BR 53} A= 38 ok d9eo &+
B ol 93 —’F—%BQ F ). o= o], FFE 12 B FFE 1225 d5H¢) F HAR grR53tE ¢ 9
ok AAE, ﬂt‘“j 2 et 12av A7 2 7] &ulet FEiAA V18 gRs v ERES FA4T
2 Fd, Zito]l MUt A gHE vkE EES FAST. A5 FA A,

A (4)01]*14 E‘fl‘iiﬂ e (1) 33= 12 9 33¢E 12a8 2 stol =AM =(NaOH) F = €h-2 (MeOH) 2+
=

ot
NN

detel V14 BRE W EFES IYHL () R Fo FHFRUCHE F/1Y PRI WS EYE
of Wrketel A BT g ERES FASE AL TP AvHown, FRE o Hle, W guE
W EFE pih 0 Hw A oF 69 WA W A4 BRE WS EFT YA

o = pli= oF -2 WA oF 2, oF 0 WA oF 2, oF 2 WA oF 4, o 0 WA 4

A FA A, GHT ,
= oF 4 WA oF 69] Heloltt.

A7 GRS Wy EFES oF 8 A oF 149 pHe HAY F k. dF FAddA, d78 GRS e
=3=9 pie oF 13 WA ¢F 16, °F 12 W#] °F 14, °F 10 WA ¢F 12, °F 10 WA oF 14, & oF 8 WA ¢F
119] w9oeltt, AR FA oA, A ())& oF 20 WA 30CoAH FFATH. A5 FA| oA, A
(D (ii)= ¢F 40 WA 55CelA] et

a2 89 F7F & % XéxﬂE °“iﬂ—@.‘iﬂ =, 5&‘?3 AzvtEady, 2 AASE xiets D)
KR 1 ol
= l

4
i
oo i, ~
"
ox
oo
2
>
L
N
QL
£
Lot
B

o
b
é
lm
,_P
o
=
(@]
~ O
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[0112]

[0113]

[0114]
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AHgE
AUE B8 WA WA WES HTE & AL, ST AF PAAA, (1) (5)3Sel=5A
A o= IRt S B EeEFOREN F5EN Fel BFE 112 FYFoEH A2 5 9
o}

SR 119 obush: te %7 8 AHgelel B4E + dvh §7] $ule OFEede, OuiuEgel
W=, odH el SRR Ei olne] £He 4 AN, o) ARNA @it 2 FAANA, $7]
grle vZRedaclt. 9y FAAM, BE 89 Axt Eddelne FE AT IUAE,
$ AEES A B4 EE ARSEE 54 St SR 119 IYOIN Fask gk g A48 A
ok, A AN, EEFOROPAEL thAlo] el WYL ALEG REE P ol FA
B qlele f8d A w37d 5+ AT

SR 119 271 % % AAE -9 35 ¥ AP AsvhEaduE £geks Ge) Lokl gole] 34
d 598 olgstel £9Y + k. dB Hol, Wsol $aY Fol, W Aol Artel oaf AYH:, ofF
o, AA-A F&, BF, L AY AZCRETYNE oojd & Ark. Y FAAA, W& I HCIS A7
2 AQATh, AP PAdNA, SR AA-AA FF FF AARL. A FAeNA, AA-AA FF F 2
Fohe #7158 EAD, oFPosA 47 SU0ES EFES Agsel Qs AY FlA FAHD. A
3 Al A, ol B A n-HE/EOA EFE (4ol

BAE oA, ¥ oage s P& 12 % S PR 120 BE BFES TP A FERS AT
o}

OPh OPh

ThE FElelA, I HAd FHe] o] BREPY Alx e At
A5 Al A, g FEje o] HFEHS Axshs e
&

(a) Hrld HFApo]=of o]B

o

_?_
() ¥/ (RRE Y FEE S B 424 0P o|BRUYL S5 wAS 2P,
Ay FAAA, 1GA Feje] o BFEPL AxHE TS

() ¥ (EREe) A JBRE Y ofnsrd] ofvhd WA o|BFEYS $5aE wAE Fle 2@
st

QR AN, WA FH) o HTE YL AxSE THE

(@) WA (EFEe] ojste MgA o NFE NS oLAE/E EFEL AN &8 AolAs FHsHE WA
\:7%

() && AT BBY /A2 AYstn 4¢ slA ARAA 7] N4A Feel olnTEPe PP
AR Fhe X3 4 9

A5 A, BAgE FEe] o]BREYS Axdhe sAHS

(1) (938l =gADele sfolendneiolns EERoRAEL F52 o] o7 HFE 11
s B,
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[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]
[0125]

[0126]

[0127]

[0128]

ZIHS3d 10-2018-0063339

(4) 3}9hE 12 % 39E 1228 2RI 3Et] §h7] SH9E 88 FA ek 9L

(5) 3FE 8& F7] A7 EA FlollA olaERYd F=2olrel Fsle] ofidd whg EIES HAS:=

oA

(6) 7] o3l kg EIEZRE oHFEHS WA A wEld oBFEHS AFeE dARA, dElE o]

BRE]Jo] o] HEEY/DNSO &8-S x3al=
=

gt

Hil

(7) S]BFEIH/DNSO &S =3 HEAA QA o]HTFEYS F55= SAE

OPh OPh

OPh

at71ol A FAIE =olH A @ dAlEel Weke], 7] Sese] e

B2 ()04 BHH olHFEW/DUSO SN A7) olnTEe] FHoIA %H oo Fere
98 £ A 2 cRFEel 8 ERERNE QAN R P 9 FAAER I TR

il
it
2
o,
—U

o ) Ao, @A (5)% SEE 88 Axay] fl8 AeHE BARE SPden FaE 5 gl
o olelg FAldelA, WA ol nFEYe
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[0129]

[0130]

[0131]

[0132]

[0133]
[0134]
[0135]

[0136]

[0137]

[0138]

[0139]

[0140]
[0141]
[0142]

[0143]

[0144]
[0145]
[0146]
[0147]
[0148]

[0149]

[0150]

[0151]

SIME3 10-2018-0063339
(5) 3FE 8& F7] 7Y EA FlollA olad=ERd F2olrel FEle] ofidd whg EIES HAS:=
oA

(6) 7] ofal3l vbg EFEZHE oHRE|HS TAA wEld o|BREHYS AFEE GAEA, dEH o
BEEHo] o] BFEY/tHE HEZALO]=(DNSO) &4& *3s
(7) o]BFE]H/DNSO €4S B3 HEAA BAA oBFEIHS 53k dAd 98] Azwc).

FAAE, ANRANG AZHE B4 16D B RADE 22 L 16 MY AnFEUE A=
s B4 48 Jbsaith Ae 4% Aolth,

Th

Ay FANAA, WA Fee] o|HFENS AR THE T,
(®) @A (DEFEe P o HFE RS ofnstel ojzhy WP o|HFEYS FEHE wAT LIV
R FANAA, WA Fe o BFEYE AxFHE THE

Fstoln mgA olnRE g AxAA 47) HRA Felel oluFEde Yy wAE Fhw E3

QR Aol A, Bo] 71=H F4el o) AxH WA Fejel olnFE el ATt Lol 1&H vl
A4 Fe9) o|BTEYE AdAow ¥ 2 AE wle} e B x-A 34 o] o8 SAHY

A FAlelA, WL FASHoR S8He FPA B e Vled g4 o8 Axd wAdd Ju
o] o] HZE|YS FIdE ZAES A3

IV. A4
oS F7tR qAsky] fa s A7 AlFEA R, ol B o] dstx] gkt
A9 By

X-A B 3A eSS Cu Kal WAMAM0 kV, 40 mA), ©6-206 TYL P El(goniometer), U V4o Tz~
(divergence) @ 8 £33, Ge T ZEMWo]E (monochromator) = LynXEye AE71E AFE3e] Bruker AXS D8
Advance 3]&7] oA FHEFATE. NE A XRPD FES FH =7 slollA =3}

203 shetrlE o] AFAe sk
Zt& W9l 5 UlA 40

2¥l A7](Step size): 0.02°

290 £ 0.6 Z2/2H

AAld 1. 3gE 119 A=

(S)-3-slo]| =2 YAy slol=aFZebo|=(13.7 g, 99.5 mmol) 2 DCM(68 mL)E LA H(thermal couple)
2 eWI= nWE7](overhead stirrer)7} &E A e wk-g-7]o] 7R TE. EtaN(55.5 mL, 397.9 mmol)S- 30

CTAA E3HE9 Hrlegitt. Bk £3ES 0 J1#x 10C2 ¥2skgith. DOM(27 ml) 3 TFAA(18.01 mL, 129.3

mmol)e] &HE 10T Hrlssith., dojxl 8BS 20 WA 30C7HA] 7F2A17]1aL, 20 WA 30TCollA] 3AZE o]
A Bor mkEith, TLC £4o o8] AAs s ZFfo wso] 48EAS w, 1M HCI(aq)(55 mL)2] H7lel ¢
[e]

S ARANAT. EFES 20 WA 30TAA 10 WA 208 B wwkelar, o] Fo, AE& wHssct.
e A, §715S #HS 8t 45Tl A ifﬂ"*\:} ZFES - /EtOAc(4 DE Azt A 4
Joll A A znte v sle] 332 11(16.6 g, 85%)S Al--3tiTh.

A )

H NMR (400Hz, MHz, CDCls) & 3.91-3.79 (m, 2.5H), 3.59-3.27 (m, 2.5H), 2.02-1.88 (m, 2H), 1.71-1.66(m,
2H).

AAe 2. 3§E 89 A=
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[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]
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3}eFE 11(39.08 g, 198.2 mmol), 3}+&HE 9(20.0 g, 65.95 mmol), EHIE~AA(51.81 g, 198.2 mmol), =
THF(500 mL)ES A4 &, 30 Coﬂﬁ ZNAA wkr] 2 LA} me 47 FTbe EEks :uﬂoﬂ A 78l
THF(40 mL) Z vlolaz 2 o}lzu7lE A o] E(40 mL, 198.2 mmol)&] &N wke Z8E 225 30TAM
ASFHA 1.5A1F 713kl AA A3 H7Fekdth. & 20 YA 30Tl A 3AIF Eet wnksgitt. HPLC 4]
of os AAst= AF wkgo] S4EFHAS W, NS 740 WA 50 torr) 3F, 45ColA oF 120 mL7kA] ¥F
39 Th. MeOH(240 mL)E 30TColA ¥He &3t2d] H71sldct. wAA 332 12 2 32 12a/MeOH &0,
25% NaOH(32 g, 198.2 mmol)e] &S 30Colx Hrtsetgith. £AS 20 WA 30ColA 242+ FoF
wHkaklth, HPLC Aol ofs AAshe 45 whgo] 4u=qs #f, 5M HCl(aq)(66.95 mL)S &%EE& 55TeA
FrAstAA A Al &

e 45 WA 55°ColA 3A1%E Fob wwkakgich. HPLC 24l olef A+ sh=
749 Rkgo] 5SS uf, v E}ES (10 WA 50 torr) 3F, 45CelA oF 140 nL7kA] FFIUTE. &
(280 mL)& W3 E3FE] H7ieta, &S 74910 WA 50 torr) 3F, 55CelA °oF 140 mL7M=] &5 3}Sltt.
0CoNA Whg &35 M7ttt £FES 20 WA 30TolA 10 =] 20+

E(240 mL) % EtOAc(400 mL)E 3 2
St wykelal, o] o, AES wEleta, FASS Al WM HC1(200 mL)& F715el H7bekar, 20 WA
30ColA 10 WA 208 Feh wRkEAY. FES WEsha, %71 T AASY. FAEATES T
EtOAc(200 mL, 10 vol)E 30ColA &8t $A4ZSd Hrpsioint. 38 20 A 30Tl A 10 WA 208 5
HPo}OﬂB} A BYsta, §715S AAST. 25% NaOHS Z&%é}—t— Az Hrlele] 252 20 Y
245tk Wb EFES 20 WX 30TCoA 3AIF HF
(23 mL) 2 A Hst. F& AL MF H A& &}, 50T v

o,

Nl
o
ko)
jemm}
it
oo Of
R it
R
—
—

HU
N

H NMR (400Hz, MHz, DMSO) & 8.24 (s, 1H), 7.68-7.64 (m, 2H), 7.47-7.41 (m, 2H), 7.21-7.11 (m, 5H),
4.71-4.65 (m, 1H), 3.09-3.06 (m, 1H), 2.97-2.90 (m, 1H), 2.50-2.45 (m, 1H), 2.16-2.01 (m, 2H), 1.77-
1.74 (m, 1H), 1.61-1.52 (m, 1H),

AAld 3. o]HREHY AX

H0(28 mL, 5 vol), 3}g= 8(5.58 g, 14.45 mmol, 1.0 F=), K.(05(2.20 g, 15.9 mmol, 1.1 9E=F), =
DCM(75 mL, 15 vol)& 20 WA 30ColA ] 2 W= wwtr|7} g uks-7]o % }o}oﬂq fpg_gsm
S| =R A EFQI(BHT) (32 mg, 0.14 mmol, 0.01 B&)S 20 WA 30ToIA W
DCM(11.16 mL, 2 vol) & Z=F4 olad=d F=2¢o]t=(1.17 mL, 14.45 mmol, 1.0 BH)E {3+ LHNE &
T2 30ColA FAshEA wke B8] 0.547F Y7kl AA MAF HIbskSk. £98 20 WA 30TelA
0.5A17F &<t atslith, HPLC &4e o8| ZAAs= A9 whso] 455 dS w, 4ES 735
AASA . F715S A st 45TolA 553t FHFES MeOH/DCM(3:97) 2 A Agghae] A7l Aol A
AzvtEa gy ste] o] BRE|IY(7.29 g, 91%) S A|-&3F ).

1H NMR (400Hz, MHz, MeOH) & 8.24 (s, 1H), 8.27 (s, 1H), 7.68 (d, J = 8.4 Hz, 4H), 7.42 (m, 4H), 7.19
(m, 2H), 7.15 (d, J = 8.4 Hz, 4H), 7.10 (m, 2H), 6.67 (dd, J = 16.6, 10.6 Hz, 1H) , 6.83 (dd, J =
16.6, 10.6 Hz, 1H), 6.22 (d, J = 16.8 Hz, 1H), 6.15 (d, J = 16.8 Hz, 1H), 5.78 (d, J = 10.4 Hz, 1H),
5.64 (d, J = 10.4 Hz, 1H), 4.86 (m, 2H), 4.65 (d, J = 12.4 Hz, 1H), 4.22 (m, 1H), 3.838 (dd, J = 13.0,
9.4 Hz, 1H), 3.51 (m, 1H), 4.28 (m, 1H), 4.12 (m, 1H), 3.33 (m, 1H), 3.22 (t, J = 10.4 Hz, 1H), 2.23
(m, 2H), 2.38 (m, 2H), 2.08 (m, 2H), 1.72 (m, 2H)

AAd 4. HIBA FE 9] o]BFEH Ax

2 g9 o|BHFEIHS oF 23Tl 16 mLo] DMSOel FH7bebqivh. dolxl £3dES sl &3d w7A wweql
o, 9743 £33 EIES 200 rpmol Al mEHEEA oF 23°CoA 100 mL Eof Awg] A7 sk, waks ok
0.5A7F B¢t A&ttt dojxl detl s ojystar, nHES ok 0.3X7F B¢ ¢k 50 nle] 5% AT/ E(v/v
= 5/95)2 A&Ygstste #& Aolas: F5EIUT. F& Aolas: oF 0.5/‘]7J Bt Aiw HAS I,

o]Fe, F(100 torr) 3, 40Tl 16A1ZF Bt AZAIA °F 1.25 g9 H|AHA o|LFE IS ATt

T 2% Aed Ad S olgete] wHE vAAE Fuo oHRE W g X-Ad 2% IH AHS =Ae
A o]

AAd 5. 3E 119 A=
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(S)-3-3lo]|=E Ay g slol=2FEe}o]=(13.7 g, 99.5 mmol) & DCM(68 mL)S A9 2L = wuty]
7} AR Age wgrlo] WA EtaN(55.5 nl, 397.9 mol)S 30ColA EFZo] ST, W &

&
YA 10C7HA] BZHA 2 ek, DCM(27 mL) 5 TFAA(18.01 mL, 129.3 mmol)e] &
(e}

F=E 0 95 10T H7tatal

o doj gAS 20 WA 30T7HA ZF2A17]a, 20 WA 30TlA 3417 o]aF e wukaith. TLC A4

o8 AAs= A5 dkgo] fEEJS wl, M HCl(ag)(55 mL)2] H7tel o8] wke-S AAsAT. EFES 20

WA 30CelA 10 WA 203 FoF wwkstar, o], FE& EYsiith. F45E AAT. f715S AY
P

&3t < H
8, 45CelA sFsklth. FES EtOAcst 37 Hejhdel As Zolx AzvteEddaste] Et0Ac 5 313

' NMR (400Hz, MHz, CDCl3) & 3.91-3.79 (m, 2.5H), 3.59-3.27 (m, 2.5H), 2.02-1.88 (m, 2H), 1.71-1.66(m,
2H).

Al 6. 35E 89 A=

EtOAc % 3}3E 11(39.08 g, 198.2 mmol), 3}FHE 9(20.0 g, 65.95 mmol), EFFALEAA(51.81 g, 198.2
mmol), Z THF(500 mL)E &A 3}, 30TCeAl 71AA wRby] @ 2XA7F aE 47 Fdute S| 3
7Vatdth. THF(40 mL) & tlolAZ 23 olzT|FFEAH o] E(40 nL, 198.2 mmol)E 353 &S vl-g Z3E
XE 30CelA FAAIIHA 1.5AF 717kl AX Az H7Fstth. A& 20 WA 30TelA 3A17F &<
WHFEEITE, HPLC #A oj& Agsts 49 Wkgol ¢aFAS u, §94S 7940 WA 50 torr) 3f, 45Tl
A9k 120 mL7kA] FESATE. MeOH(240 mL)E 30TCollA] HkE %?2% of Artativt. MAA = 12 E g}
& 12a/MeOH &-<foll, 25% NaOH(32 g, 198.2 mmol)®] & A& 30TCeA FH7tairt. &HE& 20 =] 30CTeAA
2AIZE &t wRESEITE. HPLC Aol o8] A4 st A9 vkgo] dnHAS =, 5M HCl(ag)(66.95 ml)S &%
= 55CoAA FAEHEA MM HAArednt. EFES 45 WA 55TA 347 B¢t wwkslgdtl. HPLC 244
o AAsE A wgo]l SEHAS W, ¥ EIES Y10 WA 50 torr) 3F, 45TolA 2F 140 mL7}A]
29T, B(280 nl)S HFE E3HEo %7}%}3, SNS 7HU(
&SI, 2(240 mL) 2 EtO0Ac(400 mL)E 3 A RS EE AU, EFES 20 WA 30THA
10 WA 202 5t wRksar, o]fof, FE& l‘ﬁsﬁlé}i Xi%é}oﬂu} 1M HC1(200 mL)& H71% A7}
skar, 20 UlA] 30TColA 10 WA 20% B wdtsldint. AES Bsta, §715S AASAG. FESTE
s, EtOAc(ZOO mL, 10 vol)E 30TCelA 3t —’F*é%%ﬂ] A7)bsrany. &3 20 WA 30CNA 10 W

34

10 WA 50 torr) 3F, 55CelA ¢F 140 mL7}A]

= =] 2
HE = 20 WA 30Tl 16}1?&*1
P%é}% TS H7rske]l 59 pHE 8 WA 112 zx%a}aidr. kS 359 20 WA 30TColA] 33X =

[e
i, §8% Aoas %(23 m)E AFsAT. & AoaE E ® Ah §)

H NMR (400Hz, MHz, DMSO) & 8.24 (s, 1H), 7.68-7.64 (m, 2H), 7.47-7.41 (m, 2H), 7.21-7.11 (m, 5H),
4.71-4.65 (m, 1H), 3.09-3.06 (m, 1H), 2.97-2.90 (m, 1H), 2.50-2.45 (m, 1H), 2.16-2.01 (m, 2H), 1.77-
1.74 (m, 1H), 1.61-1.52 (m, 1H)

AAd 7. o|HREH A=x

H0(28 mL, 5 vol), 3}g= 8(5.58 g, 14.45 mmol, 1.0 F), K.(04(2.20 g, 15.9 mmol, 1.1 TH),
DCM(75 mL, 15 vol)& 20 Wl#] 30CelA dAd) 2 ez wRty|7p F2E wkgr)e H7ishadvh. F-estkd
SO EZ A ZFA(BHT) (32 mg, 0.14 mmol, 0.01 F=)S 20 WA 30ColA ¥kE E3Eo| H7lsksitt.
DCM(11.16 nL, 2 vol) & ZF¥ otad=d F=Zebo|=(1.17 mL, 14.45 mmol, 1.0 T E T/ &9 &
S5 30CeA fFAsEA 0.5A%F 717kl AR REg EFEC] AAE HIFSIITE. &HE 20 WA 30TCelA
0.5A17F ¢t wRkslSITh. HPLC 4ol 93] 2% } A9 Wkgo] S4RHAS o, FES FHAIIL, F4TF
< AAST. fU1eS 7Y 8k, 45T F THFES EtOAc/oHAl =3 A dujzbae] Ad Ao
A AzRntEIHFEGT. )R 2EYS S Q‘é% Feta, St sk, 40TelA wF3ksivh. DMSO(1 vol)
£ 40CoA H7reladvh. S/HE] HAEHA && WA FY 8h, 40TodA FF3k3ivh. DMSO(7 vol)E #H7ta)
o] o]|EFE|Y/DMSO &HS F53H51T).

)

[¢}

'H NIR (400Hz, MHz, MeOH) & 8.24 (s, 1H), 8.27 (s, 1H), 7.68 (d, J = 8.4 Hz, 4H), 7.42 (m, 4H), 7.19
(m, 2H), 7.15 (d, J = 8.4 Hz, 4H), 7.10 (m, 2H), 6.67 (dd, J = 16.6, 10.6 Hz, 1H) , 6.83 (dd, J =
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16.6, 10.6 Hz, 1H), 6.22 (d, J = 16.8 Hz, 1H), 6.15 (d, J = 16.8 Hz, 1H), 5.78 (d, J = 10.4 Hz, 1H),
5.64 (d, J = 10.4 Hz, 1), 4.86 (m, 20), 4.65 (d, J = 12.4 Hz, 1), 4.22 (m, 1H), 3.88 (dd, J = 13.0,
9.4 Hz, 1H), 3.51 (m, 1H), 4.28 (m, 1H), 4.12 (m, 1H), 3.33 (m, 1H), 3.22 (t, J = 10.4 Hz, 1H), 2.23
(m, 2H), 2.38 (m, 2H), 2.08 (m, 2H), 1.72 (m, 2H)

AAe] 8. HIBE Fe9 o|HFEHY A=

DMSO & ©]HFES it ojv] Az EFES oF 237C/200 WA 300 rpmell Al Eol A A3 Hrbstal, o] %
& AelaE WE st 40CoA HEAA HA3

A& 3kl o
A7) B oddge] olgle] WEAS s dAl B AANCE o] gste] A¥ AAE ZEHAAT, A= Ay
B9 ol 54 w4 B Jide]l Adeld S vk S AT ok, E3, Zdo] Algd 7 Fasd
& 7 FrEde] M- or Huw ¥FHE A% FUdg Arg 12 Ao Fun xFdvt. B FA9 24
of Al FaEd 7ol AFEHw Fio] EAste A9, & Edo] 94 Ao,
=3y
=30

OH

TFAA, NEt; Q oF
—_— 2
NeHCI YU+
0

(S)-3-stolEsA A H el el
ol E2gRgo|= 11

1. 25% NaOHag), MeOH
2. 5M HCligqy

OPh OPh
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EH2

ofl,

ef

Lo

x4 2% 5@ ofa) 5HRAE HEE 9 (broad peak)E e WA A
ojnFE ol ek X4 B 24 e

3
T O O

Lin (Cps)
1
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