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121 €, J = 7.0Hz, 3H)
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68432 3 S20nm g yg oMY, 4.01-378 (m, 2H), 2.96-2.76 (m, 2H), 173
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'HONMR (300 Mz, CDClad 7.84-7005  (m, GBI,
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KR i 450nm/ |[2H), 5,40 {d, J = 1THz, U3, 5.25 (d. J = 100,
OEL
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WONME (300 MHz, CDCLD & 7384600 (m. 100,
9 .Ph . 5 ; =
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BR4G 5
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N © 3.90 (s, 3H), 3.94 (s, 8D, .84 (5. 30, LM
(L, /= 7.0Hz, 30 s
HONME (300 MHz, CDC14) & 7,153 (dd, J = 9.0Hz, J
= 2.0z, M) 7.00 (d, J =280 W), 6.75 (d, J
k| meo §ioa dgonny | DU, T, 416400 (n. 2D, 376 (s WD,
j s i A 3.34-3,08 (m, 201, 2.41-2.28 (m, M), 2,04-194
\-\ . (m M), L.B8-1.57 {(m. 21}, L8 (1, J = 7.Wz,
20, LO0B-1.00 (m 2H), 0,96 (t. J = 7.1z 3D
0.80 (b, V=7:Mz 3H) :
i YONMR (300 Mz, CDCl) 7.24 (d. J = 900z, ).
? 7.04 (d, F = 220z, 1), 7.00 (ad, J - 9.0z, 7
KR M,D\@@‘{JE‘ 350nm/ 1220y, 1), 4.39 (. F= ToMMz. 2M), 4.08 (1, S -
67704 N a30nm (7.1He, 2D, 3,85 ds, 3D, 189182 dm, 20,
{ 179117 (m, 2H), 142 (¢, S7.00z. 20, 1.08
. (= 7.0 3 0.88 (1, J= Tz 30 |
WM (300 Mz, CDCLa) B 7,16 Cdd, 90Nz, J -
- e LA (" 2,22, W) 701 (d, = 2.2, 1), BTG (4, J -
A : h;i{ s 9.0Hz, 1H), 4,11 (a, J = 7.1Hz, M), 3.33-3.13
CaHia [m, 2H), 2.43-2.88 (m, WD, 215198 (m, 1H).
» 1.26-1.13 (m, 120). 0.99-0.80 {m, 0
HONMR €300 MHz, CDCla) & 7.7 (dd, /- 900z J)
= 2.z, WY 705 (d. 7= 2.4Hz, 1H), B.88 (d. /
i s 2o 460nm/ |= 900z, 1), 402 (q. 4 = 7.0z, 2, 397 (s,
3D, BE1-3.10 (e, 2D 250-2.44 (0. 1H),
T332 o ;
«L{] 560nm  [2.04-1.87 (o, 1), 116 (1. J = 7.0 3H).
1.14-1.05 {m. 1H), 0.71-0.57 (m, 210, 0.55-044
(m, 1), 0,38-0.11 (m, 6l1) .
HOMMR (300 Mz, CDCI} & 7.24 (d. o = 0.0Ha.
- 3L
KR 120m/ ;":;l;r ?-? ?= :f:de;ar;r ||112|:H:-;--4"'l:t; q:-mfm“'l:l;aﬁ J;:!
s b Oz, = 2.4z, W), 4,444,368 (m, AH) 5,96 (d.
(7853 Kt Jo= 70z, 20), 386 (s, 3D, L33 (t, J=7 1,

H), 1.32+-1.19 dm, 2H), O.71-0.58 (m, Z2H),

0.51-0.01 (m, 6H)

_13_
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[0089]

[0090]
[0091]

[0092]

[0093]

S=53 10-1343668
Br oH  a Br 0B B ; og: © Br i}
R M e 7 . A

- e O OTBORS Hed OTBOPS OTHDRS
: g ' . AR na *e_ Br\m_&m
o=t FON O i N o

{

0H

e
N0
{

AleF R 270 (a) S0, v, EtOH, #F; (b) POCl;, DMF; (c) mCPBA, p-TSA, CH.Cl,; (d) TBDPSCI, e]w]t}
<, THF, ¥ 5hr; (e) &2}, KPO,, Pd(OAc),, E#-o-Ed] X2, EtOH; (f) Nal, &dolo]tfol= DIF,

g5 3hr; (g) TBAF, CH,Cl,, & 2hr; (h) &Holo]otto]l= K,00;, o}A=, &F 10hr.

BhEA 5ol M=, 59 flAle] Agy] makE w7 ffstel oM dFE W
E-2-7hA%ke] 3w $1x9 ®©49 OH #87]E TBIPSE K335
reaction)& &3 4-vlEAHER tiAlstar, o] ™St A Aol d-VIE =JF F HEVE A7S
I 2¥ ghe 4dVE E=Yste] BHgte fFuAlE T 4 odvh. wbEA Sell o AlxH=

=29 Aol diste] 7= 2 A& 8] & 5ol HERUY.

Z5
2= | = i NUR o]}

B HONMR (300 MHz, CDCla) & 7.74 (d. J
= 8.9, 2.2 Hz, 1H), 7.46-7.42 (n, 2
}H). 6.97-6.87 (m, 3H), 5.96-5.85 (m.
KR 450nm/ ), 5.53-5.41 (m, 1H). 5.354.98
67718 S00nm  |(m, 3, 5.00 (d, 7= 10 Hz, 1H). 4.
19-4.08 (m. 2H), 4.02-3.82 (m. 2H),
3.82 (s. 1), 1.13 (t, J=7.1Hz, 3

)

_14_
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[0094] [¥H8-2] 6]
0
BrQ B g B
amm_\\w a 3 DEt b d OEt anum(m
l 4
J OH A OTBOFS QTB0RS OTBORS
o e D‘j:{ DBt g 45 § PR o { pe
N g — N D -— g = I § o
o @
I
u]
al u]:]
H O
[0095] <
[0096] Aok 2 24 (a) HS0, =vil, EtOH, ¥5; (b) POCls, DMF; (c¢) mCPBA, p-TSA, CH.Cl,; (d) TBDPSCI, o]wlth
=, THF, 3}5 5hr; (e) Hy, Pd/C, MeOH, 2hr; (f) NaH, &<®o}o]lotio]= DMF, 3+ 3hr; (g) TBAF, CHsCl,,
3F 2hr; (h) ¥Hololotto]=, K,(0;, oFAIE, #5F 10hr.
[0097] 132 ol A=, & S22 5-HESARIE FEAE AMESte] A AFE W fARE W o= 5¥ 914
£ WY 543 FEAE F8E ¢ Ak w32 60l o AxH= 2 UH sEEe] dHe digte] 7=
2 EAS 57 & 60 HeERRAT
X6
535/
e > : ] tlole
T= HIio NMR ©e] e}
NN (300 Mz, COCLy) & 7.43-7.29 (m, SH). 7.16 (o, |
Jo= B.8He, J o= Zo4Hz, W), T.02 (d, J = 2.4Hz, L),
678 (d, J = B.8Hz, 1H) 5.95-5.84 (m, W), 5 53-5.40
KR 8no et 440nm,/
| {a W), 5.34-5.26 (m, 1M}, 523519 (a, 1.
67738 8] _
) 560nm 5.17-5.11 (m, 1), 5.05-5.00 {m, M), 4.98 (s, 2H),
4.20-4.09 (m, 2H), 4.04-2.83 (m. 2H). 3.03-2.87 {n,
(), 1.20 (1, J= 7.1z, 3H)
| NME (300 MMz, €OCls) & 7.16 (dd, J = U.0Hz, J =
2.4z, W), 7.02 {d, S = 2.4Hz, WD), 6.78 (d, S =
|
KR Wog{é}m 4600m/ 9.0Hz, 1), 6.09-5.83 (m. 2H). §.53-5.11 (m, 6H), 1.98]
34 N o . (d, J = 108z, 1M), 4.47 (d, J = 5 3Hz. 20). 4.18-4.11)
678 k\\ 550mm 2 d 2 :
{(m, 2H), 4.01-3.8% (m, 2H), 3.08-2.87 (m, 20), L.20
= = [it, J = 7.1Hs, JH)
[0098]
[0099] upgha, B oubgo] 7B Aby] 3EA 1 B 22 BEAE 3-UEfE A £ 29 98 o]&ste] s
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[0131]

[0132]

[0133]
[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

SS90l 10-1343668

A AR5 e = Qo

2o o] A7) geha 1 e 22 3A)E 3-QlEEle FEAE AW Bojdow s FFS JEhiE=R, A
U A &, 79 5& AY E=E A4 B4 & 3, oE FARAY|e $H GES Fose A5, AA
U ¥3d =7 gAES 33 ovAEs T3 @A 4 o], Ao 48 gAaAYIE 2YE YEhle SR
FES ~Fgdsk=d f&3H AHeE S

olal, ¥ dlwo] o]g|E F7] Yoto] AAGE Bo] AAsA AR Il vk §17]19 AAdE B ody
o &S dAlshe Y B e AUt sy] AAldd gy e A ofyrh. B d e AAlde 34
Aol A B2 R4S 717 Aol Al B d g Bt A A dHstr] 98 AleEs Holth

AA G 1: g8 1,2-T1GE-5-1EA-3-& A0 5AU-2-F1E A H o] E (KR68425)¢] A=

[1-19A] 98 5-HEAJNE-2-FIEAH | E

5-H A QI E-2-7} A A (5g, 0.026mmole)S EtOH (40mL)ol] =< F Ak (4dml), SF2ZoA 10A17F =<
IHIAACTH, WESo] FTART, 7% FF53ta Bl =9 F 2N-NaOHZ pH 72 43 ths EtOAcE F&, Ax

o
[}

(NapS0y), o3 & 79 5538t A9 sgES A},
(3 114 5.5g, 96 %)

'H NMR (300 MHz, CDCl;) & 8.84 (bs, 1H), 7.30 (d, J = 9.0 Hz, 1H), 7.14 (dd, J = 2.4 Hz, J = 1.0 Hz,

), 7.07 (d, J =2.4Hz, 1H), 6.99 (dd, J = 9.0Hz, 1H), 4.40 (q, J = 7.0Hz, 2H), 3.85 (s, 3H), 1.41(t,
J =7.0Hz, 3H); LC/MS(M+H): 220.

[1-22A] od 3-TL-5-HFAUE-2-7HEA | E

o ol F o 2xFzTlel= (5.1ml,

e 5-HEAAE-2-7}EAHO|E (4.8g, 21.9mmole)S DMF (40mL g3
, 925 H7lske] 2N-NaOHZ pH 72 %

4.
54.75mmole)E Y¥al A-2oA 3AIZF F<F WA F T, Hh-So] FAEH

1l
o
dsla 3087F Wkl & AHE TAE oJFste] xA 9 IFES C

ﬂ!

f
3
i)

(34 317 5g, 92 %)

9.0Hz,

' NR (300 MHz, CDCl;) & 10.73 (s, 1H), 9.25 (bs, 1H), 7.90 (d, J =2.4Hz, 1H), 7.60 (d, J

1H), 7.07 (dd, J = 9.0Hz, J = 2.4Hz, 1H), 4.48 (q, J = 7.0Hz, 2H), 3.90 (s, 3H), 1.28 (t, J
3H); LC/MS(M+H): 248.

7.0Hz,

[1-32A4] 9 3-3=FA-5-wEAIIE-2-FI54Ho|E
g 3-¥E-5-H|EAQlE-2-7}5 g o] E (52, 0.02mole)= CHCl, (40mL)ell =<1 ¥ pTSA (3.8g, 0.02mole) <}
]_

mCPBA (7g, 0.03mole)E Wil A2olA 8A1ZF Ft wukAIZIT, wWkgo] FAE™, 4 w58t & =d F

EtOAc® F&, AE (NaS0,), ©3, A 5% vs & A=vt=ddqvu 2 Feste] 49 e ddn.

gul

(32 1A 4.6g, 88 %)

' NMR (300 MHz, CDCl3) & 7.70 (bs, 1H), 7.18 (d, J = 9.0Hz, 1H), 7.10 (d, J = 2.4Hz, 1H), 7.00 (dd, J

= 9.0z, J = 2.4Hz, 1H), 4.44 (q, J = 7.0Hz, 2H), 3.85 (s, 3H), 1.41 (t, J = 7.0Hz, 3H); LC/MS(M+H):
236.

[1-49A] 8 1,2-12E-5-H5A-3-S2AEU-2-71= A F o] E (KR68425)
dE 3-3|=EFA-5-HEA AN E-2-7I 2 AP o]E (100mg, 0.37mmole)=E o}AlE (GmL)oll =2 & K,CO; (235mg,

1.85mmole) &} & ofol@thol= (0.2ml, 1.85mmole)dl Eir SFxAA 5A7F FoF wWkAZ T, whgo] =4
i, 2 5 2o %9 F EtOAcE F&, 7Ax (NaS0,), o3, 7 553 vg ¥ AzvtEagyz

_18_



[0148]

[0149]

[0150]

[0151]

[0152]
[0153]
[0154]

[0155]

[0156]
[0157]
[0158]

[0159]

[0160]
[0161]
[0162]
[0163]

[0164]

[0165]
[0166]
[0167]
[0168]

[0169]

S=53 10-1343668
w3te] TAY sES ).
(&2 NA 15mg, 12 %)

LC/MS(M+H) = 236.

AAd 2 1 oE 1,2-0]¢E-3-SAAEH-2-71E A o|E (KR68426) 9] A=

e 3-3|=ZA-QE-2-7tE A o] E (50mg, 0.24mmole)E oFAE (GmL)o] =<1 K,CO; (610mg, 50.8mmole)

o

2

o 4 HEupol= (589mg, 50.8mmole) & Wil TR 5AZF S mkAIZIT wkgo] FAEW,
sEshaL Zoll 59l F EtOAc®2 F&, Ax (NapS0,), o3, st #53 v ¥ ARvteadye Loste] &

H

2

(2 A 22mg, 32 %)

LC/MS(M+H) : 286.

Al 3 1 dE 1,2-H((B)-F-E-2-99)-5-HFA-3-§4£A EH-2-71 A H o|E (KR68429)9] A=

e 3-3|=FA-5-HEAIJNE-2-7}E2AE ] E (100mg, 0.42mmole)E oFAlE (10mL)oll 51 F K.L0; (534mg,

6.3mmole)9} A 2E H=Zulo]= (0.65ml, 4.2mmole)E YWl HFZOA SAIZF FoF WHHAIAT. WkSo] 4
A, At sFsa B w9 3 EtOAcE FF, 12 (Na,S0y), 93, A% 553 v ¥ A=vEady=

wofate]l A9 s3HES ATt

(A2 A 15mg, 11 %)

LC/MS(M+H) : 344,

A 4 1 g E 5-HEA-1,2-H] 2(3-HE T E-2-od)-3-SAJAET-2-7I5 A H o[ E (KR68432)9] A=

e 3-3|EEA-5-HEA S E-2-7FE A H o] E (500mg, 2.12mmole)E oMHNEUEY (10mL)e] =91 ZF K04

(1.3g, 10.6mmole)$} TiM €y HRZwulol= (1.2ml, 10.6mmole)E ¥ 3FHZANA 547 S wHkAHTh
%3 o5 & 22w}

Hkgo] FAEW, A FFsta Bl %9 F EtOAcE F&, dx (NaS0y), o3, A 53
Eav R feste] A sES

(A A Tmg, 1 %)

LC/MS(M+H) = 372.

ag 5-HEA-2-3-HERE-2-9d)-3-SANEA-2-FIEHH | EZLE 33E KR68433S] FA

AAe] 5 1 " 1-4E-5-HEA-2-(3-HEFE-2-4d)-3-AAFH-2-71 5 H ]| E (KR68433) 9] A=

e  5-HEA-2-(3-HERE-2-0]d)-3- 40 EH-2-7} 22 Ho]E  (100mg, 0.32mmole)S oMAEUEH
(10mL)ell ¢l F K,CO; (419mg, 3.2mmole)e} ¢& BEwlo]= (0.3ml, 3.2mmole)E Wil FHFZXHANA 547+
L WHIA AT, W] AW, Y = 120 ¥ EtOAcE F=&, X (NaS0y), o7, 7 55

@ g ¥ azrtEade Bestel A0 SEES At

(24 A 10mg, 8 %)

}11

S

LC/MS(M+H) : 344.
e 2-gEH-5-1EA-3-2 AN EH-2-FE A | EZHE 33E KR684349] FA
AAd 6 : (E)-dE 2-gH-1-(FE-2-9d)-5-1|EA]-3-2 420 EH-2-71 E A J o] E (KR68434)2] A=

od 2-4H-5-HEA-3-LAAEU-2-7F2 Aol E (100mg, 0.36mmole)ES oFAEVUEZ (10mL)e] 3¢ F
KoCOs  (229mg, 1.8mmole)®t A Z"E H=Ewlo]= (0.19ml, 1.8mmole)el] Y ZFZHoA BAE Hot

WA ZIG, BEgo] FAF™, At wFeka Eoll %<9 - EtOAc®2 F&, Ux (NaS0y), o3, At 5%

o

A
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[0170]
[0171]
[0172]
[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

SS90l 10-1343668

& ¥ ARvEagR Roste] B4 SgES Aot

(&AM A=A 18mg, 21 %)

LC/MS(MH) : 330.

AA 7 WA 17 : Y 5-wIEA-1H-AE-2-FHE A Ho| EZ R E] 532 KR68456 WA KR67833] A
[7-12A4] © A€ 1-AZ-5-HEA-11-AE-2-FI 54 H o E

AE 5-HEA-IH-1E-2-7t5 Aol E (1g, 4.56mmole)E DMF (20mL)ol =91 % NaH(218mg, 9.12mmole)S ¥
Wld BRulo]= (Iml, 9.12mmole)E A3 H7lste] A4 5A17F 5t WA T, Hhg-o] FANH,
A7} & EtOAc® F=, 71X (Na,S0,), o3, 2 w53 g 3 A2vtEI 92 Fgste] ZA9 3}

I NIR (300 MHz, CDCls) 7.38-7.18 (m, 5H), 7.08 (d, J = 2.4Hz, 1H), 7.03-7.01 (m, 2H), 6.96 (dd, J =

9.0z, J = 2.4Hz, 1H), 5.81 (s, 2H), 4.32 (q, J = 7.1Hz, 2H), 3.84 (s, 3H), 1.32 (t, J = 7.1Hz, 3H);
LC/MS(M+H) = 310.

@ g 5-HEA-1-vEAE-2-7H R A E

WA BZufol= giale] wE HRulol|=5 AR [7-19A4]]9] OF T WHoz 34 IFES F78§ 66
%= AAT}.

b

H NMR (300 MHz, CDCls) & 7.29-7.25 (m, 2H), 7.05-7.00 (m, 2H), 4.37 (q, J = 7.0Hz, 2H), 4.04 (s, 3H),
3.84 (s, 3H), 1.40 (t, J = 7.0Hz, 3H); LC/MS(M+H): 234,
® 94 5-HIEA-1-Z2H-1H-A E-2-71E A F o E

Hd BRefol= gl 224 dRule]=gE ARESo] [7-197]]9] OF st HHoeR 34 3=
85 %= A},

-0
=

o

I NMR (300 MHz, CDCly) 7.28 (d, J = 9.0Hz, 1H), 7.20 (s, 1H), 7.04 (d, J = 2.2Hz, 1H), 7.00 (dd, J =

9.0z, J = 2.2Hz, 1H), 4.49 (t, J = 7.1Hz, 2H), 4.36 (q, J = 7.1Hz, 2H), 3.84 (s, 3H), 1.84-1.77 (m,
2H), 1.40 (t, J=7.1Hz, 2H), 0.92 (t, J =7.1Hz 3H); LC/MSQM+H): 262.

@ Y 1-A4-5-H EA -1 E-2- 7B A o] =

Wd BZulol= giale] A BRulo|=F AR [7T-19A4]]19] OF FUs WHoz 34 IFES 578 9%
%= AAT}.

b

' NMR (300 MHz, CDCls) 7.27 (d, J = 9.0Hz, 1H), 7.20 (s, 1H), 7.05 (d, J = 2.4Hz, 1H), 7.00 (dd, J =

9.0Hz, J=2.4Hz, 1H), 4.51 (¢, J = 7.1Hz, 2H), 4.35 (q, J = 7.1Hz, 2H), 3.84 (s, 3H), 1.79-1.74 (m,
2H), 1.40 (t, J = 7.1Hz, 3H), 1.35-1.30 (m, 6H), 0.91-0.84 (m, 3H); LC/MS(M+H): 304.

® 99 1-Alo| 2= = =2 d-5-HEA-1H-¢1 E-2-F1E A G o] E
il

JB=]

Zupol= tiile] Al edvE Baulo]Eg ARRSte] [7-187]]9] O3 4 wyew x4 3
LA,

[7-2€A]]1 © dE 3-olMEA-1-AF-5-1| EA-1H-2 E-2-7} 5 A F o] E

a4 B3
S (e}
FES

g 1-HlA-5-v| EA-1H-¢Q E-2-7F 2 A # o] E (500mg, 1.6lmmole)S oA EAF (20mL)el] ¢ F ool =ulAl
tolAH ol E (777mg, 2.41mmole)¥ ZE}E (1) olAHOIE (18mg, S5%mol)S Yir SF XA 1A7F 308 =
oF kAl T}, WHgo] AW, EtOAcS H7Iste] 5, 942 23] HojFx Ax (NaS0y, o3, At 55

@ thg @ AmviEadve Beste]l EAld HFBS A9

(A 221mg, 38 %)
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[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

[0207]

[0208]

[0209]

SS90l 10-1343668

' NIR (300 MHz, CDCl3) & 7.27-7.19 (m, 5H), 7.04-7.01 (m, 1H), 6.97 (dd, J = 9.1Hz, J = 2.4Hz, 1H),

6.87 (d, J = 2.4Hz, 1H), 5.76 (s, 2H), 4.29 (q, J = 7.1Hz, 2H), 3.83 (s, 3H), 2.42 (s, 3H), 1.28 (t, J
= 7.1Hz, 3H); LC/MS(M+H): 368.

@ A 3-obAHA-5- IS A -1 P A E-2-7H 5 e o] =

o 19145 % -1l E-2-AHE Aeol = dlalel e 5-uE -1 h el -0 Ao £ Abgte]
(72619 D% A BHon WA HFLE 4§ 66 42 A,

1H NMR (300 MHz, CDClz) & 7.27 (d, J = 9.0Hz, 1H), 7.02 (dd, J = 9.0Hz, J = 2.4Hz, 1H), 6.84 (d, J =

2.4Hz, 1H), 4.35 (q, J = 7.0Hz, 2H), 4.00 (s, 3H), 3.84 (s, 3H), 2.42 (s. 3H), 1.37 (t, J = 7.0Hz,
3H); LC/MS(M+H): 292.

® 1Y 3-oPAIS A5 BA-1-Z 2D 1A E-2-FHE A Ao =
A 1-1A-5-v] A -1H-Q E-2-7} 32w o] E thle] ol | 5-v A -1-ERB-11-91 E-2-7} 3 A o] EE AME
stod [7-29A1]e] O FUe WHoR A SFES F& 72 92 AT

HNWR (300 Mz, CDCly) & 7.27 (d, J = 9.0Hz, 1), 7.01 (dd, J = 9.0Hz, J = 2.2Hz, 1H) 6.83 (d, J =

220z, M), 4.44 (¢, J = 7.1Hz, 2H), 4.34 (g, J = 7.1Hz, 2H), 3.84 (s, 3H), 2.40 (s, 3H), 1.84-1.77
(m, 2H), 1.38 (t, J=7.1Hz, 2H), 0.92 (t, J = 7.1Hz 3H); LC/MS(M+H): 320.

@ D 3-obAHA-1- A5 S A~ 14- A1 E-2-7HE A o] =

NG 1M A5 BA-1H-Q15-2-7H 2 Ao E Aol oD 1-8-5-v BA-1H-Q1 E-2-7HE A e o ES g3
o [7-29A1e]l D3 SAF WHow TA AFEL T8 50 42 DA

1H NMR (300 MHz, CDClz) & 7.27 (d, J = 9.0Hz, 1H), 7.01 (dd, J = 9.0Hz, J = 2.2Hz, 1H) 6.84 (d, J =

220z, 1), 4.46 (t, J = 7.1Hz, 2H), 4.34 (q, J = 7.1Hz, 2H), 3.84 (s, 3H), 2.40 (s, 3H), 1.78-1.73
(m, 2H), 1.38 (t, J = "7.1Hz, 2H), 1.30-1.26 (m, 6H), 0.89-0.84 (m, 2H); LC/MS(M+H): 362.

® 1Y 3-opAISA-1-(Aho| S22 Wo| e )-5-T] 5A|-1H- A B-2-FHE A Ao =
NG 15T B A -1 E-2-7H A ol E Aol Bl 1-Ao] 2 22 Aol D50 HA-1H-Q1 E-2-7H Al
IEE AHgte] [7-2e]e] D% FUR WHOR EA AFES FH o7 42 AL

' NIR (300 MHz, CDClz) & 7.28 (d, J = 9.0Hz, 1H), 7.00 (dd, J = 9.0Hz, J = 2.2Hz, 1H) 6.84 (d, J =

2.20z, M), 4.42 (d, J = 6.7Hz, 2H), 4.32 (q, J = 7.1Hz, 2H), 3.84 (s, 3H), 2.41 (s, 3H), 1.27 (t, J =
7.1Hz, 38H), 1.30-1.26 (m, 1H), 0.50-0.37 (m, 4H); LC/MS(M+H): 332.

[7-3871] @ oY 1-M2-3-30] =2 A-5-W ZA-1-A F-2-7H 5 e o] =

AN 3-obAFA-1-9lH -5-H| F A -1H-?1 E-2-7H5 A g o] E (210mg, 0.59mmole)E MeOH/THF (10mL)ol] =<1 %
K:COs (73mg, 0.59mmole)E il ALoA 302 &/t MG, wgo] FAHW, sHsL =& H7eto]

BtOACE %, 95 23] HolF1 A% (NasS0), o2, U 55 0g ¥ Azvheadaz Bejstel £4)
o BgEe AU,

(LA 112g, 60 %)

I NIR (300 MHz, CDCl3) & 7.25-6.95 (m, 5H), 7.01 (dd, J = 9.1Hz, J = 2.6Hz, 1H), 6.98-6.95 (m, 2H),
5.54 (s, 2H), 4.35 (q, J = 7.1Hz, 2H), 3.85 (s, 3H), 1.27 (t, J = 7.1Hz, 3H); LC/MS(M+H): 326.

@ 1" 3-3tol =2A-5-H BA-1-H YA E-2-FHB U ol E

~OF A B A]-5-0] 5 A 1- vl & Q) E-2- 7}
AHo|EE ARgete] [7-39A1]9] O L WHer FA 3PS 78 91 9= I

o
v}
P

[
°
=X
I
>
0
=
i
')
k)
I
>

|
T
-
e
o
Y
X
Iz
>
Y
B

, Im
kS
>
o
2
i)
w



[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]
[0219]

[0220]

[0221]
[0222]
[0223]
[0224]
[0225]
[0226]

[0227]

[0228]
[0229]

[0230]

[0231]
[0232]

[0233]

[0234]

S=50l 10-1343668

1H NMR (300 MHz, CDCl;) & 8.58 (bs, 1H), 7.18-7.15 (m, 1H), 7.10-7.08 (m, 1H), 7.06-7.02 (m, 1H), 4.49
(g, J=7.0Hz, 2H), 3.85 (s, 3H), 1.45 (t, J = 7.0Hz, 3H); LC/MS(MtH): 250.
® A 3-310| =S A-5-H SA-1-Z 2 P-11-A F-2- AR A o) =

Q) 3-0b A% A|-1-M A5 % A|- 119 E-2-715 A e o]
2P| EE ALg el (73819 i BUR W R Al SIEE S 00 62 DL

@ AE 3-3to| =EFA-1-AL-5-HFA - IH-U E-2-7H5 A F 0| E

o e 3-0b A 5 A|-1-41 A -5 H A - 1H-Q) 278 A e o] £ g Alo] o & 3-0b 4] A]-1-9) 2-5-0] 5 Al - 1H-01 H-2-
ABAH) =S ALgste] (73919 D% AT PHOR BA| FFBL FF 80 42 AcH

© g 1-(Ae|E2Z2IrY)-3-310| =5 A|-5-H| SA-1H-U E-2-71 52 H o E

ol S—OM]E/\] 1-H1A-5-H 5A-1H-AE-2-7H5 A H o] E  tiale] od 3-olEA-1-(Alo]E2 X2 v E)-
S-HE A=}l E-2- 7 Ao ES A}%OM [7-3271]e] O L3 PYHom A4 gg=e +& 91 9= A
At

I NMR (300 MHz, CDCl3) & 8.65 (bs, 1H), 7.17 (d, J = 9.0Hz, 1H), 7.10 (d, J = 2.4Hz, 1H), 7.02 (dd, J

= 9.0Hz, J = 2.4Hz, 1H), 4.46 (q, J = 7.1Hz, 2H), 4.23 (d, J = 6.7Hz, 2H), 3.85 (s, 3H), 1.44 (¢, J =
7.1z, 3H), 1.25-1.14 (m, 1H), 0.47-0.28 (m, 4H); LC/MS(M+H): 290.

[7-49A]]
AAd 7 : g 2-2E-1-HA-5-v| FA|-3-& A0 EH-2-F1 5 A H o] E (KR68456) 2] A=

olel 1-WlA-3-3}o]| =2 A|-5-H EA]-1-Q1 E-2-F} A o] E (100mg, 0.3mmole)E o}AE (10mL)d] =<1 &
&wgﬂ%m,LMMMﬁ+%%°WBﬂME(0wm,me@ﬂE%l%%iﬁﬂﬁSMﬂ%ﬂ}ﬂ%ﬂﬁ@.

uhgo] FAEW, 7Y HEFST B 59 F EtOAcE FE, U (NaS0y), 93, Y H%3 g # F=n)
Eadv2 Raste 249 a3ES A,

(22 A 62mg, 61 %)

LC/MS(M+H) : 366.

AAle] 8 1 " 3-(LEEA)-1-ME-5-HEA|-AE-2-7HE A H o] E (KR68457)9] A=

AAd 79 e U ANER B4 FPES & 5 92 AT

LC/MS(M+H) : 366.

AA 9 @ dE 1,2-tHlA-5-mEA-3-SA2AEU-2-71 2 A G o|E (KR68458)2] A=

OLQ ofolettol= thilol wld ofo]erie] =5 ARGl AAl] 73 wUAF WHow FA SAFES FE 42 %
=2 AU

LC/MS(MHT) : 416.
AN 10 ¢ olE 2-2E-5-vEA-1-HE-3-5 22U SW-2-7HE A H 0| E (KR68459) 9] A=

og 1-W1-3-3ho] =5 A -5 % Al-1H-01 B-2-7h A e o] £ TjAle] of
HBAeol £ ALgste] Arlel T3 BAR WRoE HA HFRE F

LC/MS(M+H) : 290.
AA e 11 : od 5-HEA-1,2-T | d-3-S AN EP-2-F1E A o] E (KR68461)9] A|Z

el ofolortol= PAlo] HE olelortel =g ALgstel UAldl 103 BUAW WPWow HA FFRES FE 61
% 90T,

LC/MS(M+H) : 264.
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[0235]
[0236]
[0237]
[0238]

[0239]

[0240]
[0241]
[0242]
[0243]
[0244]

[0245]

[0246]
[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

[0256]

SSS0ol 10-1343668

AA ] 12 @ o€ 3,5-THEA-1-HE-1H-2A E-2-71 2 A H o] E (KR68462) ] AZ

Al 119 Wye] EuE YHER B4 FFES 58 33 92 IAT.

LC/MS(M+H) : 264.

AA A 13 1 g 5-MEA-3-22-1,2-T T2 YA EA-2-FIE A Fo|E (KR67703)2] A=

ANE 1-A-3-3o] mRA 5o A2 E-2- R eo] = HAle] oEl 3-so] mHA5-vHA-1- w2 -
oS0 PRI EE Ag et 2 clolortoln dlild 22 oelerel=g Agste] A4 73 5
At o TA IIFES S8 4 92 AU},

LC/MS(M+H) : 264
AAG 14 : 8 5-HEA-3-Z2ZA-1-X 2 Y- E-2-F15AF o] E (KR67704)9] A=
AAle] 139 W B AAER %A SFES FF 64 92 AU}
LC/MS(M+H) : 264
A 15 : o8 1,2-T A A-5-H EA-3-S AU EP-2-71E A H o] E (KR67796) 9] A=
g 1-MAE-3-3t0] =EA-5-H FA-1H-E-2-7FE A g o] E tialel] old 3-3fo] =5 A]-1-3 A -5-w| A -1H-2]
527H“‘11E£4£ﬂj°%§4ﬂ04ﬂ5 Aol @] ole]orttol =5 AREsle] Al 73 FUG 1
How w4 eSS F& 8 9= AT
LC/MS(M+H) © 404
AAld 16 : 1,2-8| (A S 2 X2 Y E)-5-H5A-3-S 20 EF-2-71 5 A F 0| E (KR67832)9] A=

og 1-#l-3-3o] =5 A -5-v] 5 A

-0l 5-2-7hE A e o £ glAlo] o8 1-(Alo] F2E2Uu]E)-3-3o]| 25
5 S A 191 F-2-7H R A el o E 8 =

}oaﬂ o olojorio]l= thAlo] Alo]EFRE WY olo] Qo] =2
Abgste]l Axe] 73 HT9E vhHoR A SHAES 58 3 92 ATt
LC/MS(M+H) : 344.
AN 17 ¢ dE  3-(A)EFRZE Y EA)-1-(Ao|EF2 X 29 E)-5-1| EA-11-A E-2-F1E A F o] E

(KR67833) 9] A=
Ao 169 Y wuE AAER A4 FFES 58 80 9= AAT).

LC/MS(M+H) = 344.

AAld 180 AAld 19 389 A G4 A3 A=E(BAWH)

W] G 3l fuAsl A g EkE dRla] el AAd 1] S wERA 5
29l Anets g Gastsnt,

TFAHR, A% oF, 1649, 309, 60Y, 1311’ 90do] At Alretsl4] suk 4 742t A ER Y4 (petri-
dish) 10mlell wi&kslar HAle] 19 3432 100 uM= A Zlske] 28.5Cl A 153t ARbSA7|= W o2 A3t
of Gttt A & AIZF At wE X]‘ﬂo ]E%ﬁ]—(admogenems)é 48 (MZ10F, Leica)o 2 #-za}
3, 2 A5 & 1o YERAT. = 19 A X CE A2 H e Wa EHolxe] A 22 A4 Zjii—a“ D
9 B mE Bl A 27 A ARE F R e vl FHeAY AW 237 d4 ARE e

o

3= 19 1 ¥ JE= A4 A AHS s-H e H(anti-perilipin) FA 2 FA3 AyE L}E‘r‘—H
T 19 K& AAld 19 g3HES At A= X—]% AN & Ay s 3 FE HAE:s ] FH ]
EA5tE AWzE GAS 33k Ao, T 19 L& Ar|9 1 FHo ]Ho}i]—]% gty dHs B8 #4493
Axtoltt. & 194 dpfE F

T 19 AFoA BE uiel o], Aol AW 4 = 15YA(E 3B AT T4 HFo=
WEEQI, F F 20494 30) o= AFE £ WA I T Aol vdEiwted, 4 F 15
AR el vluste] =4 F 2094 ABeF oA AWzAe 1 FUF Wolx|a AV|7F AAE o=

¢
2

g

O
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SSS0ol 10-1343668

debdeh, 9 F 302ACE 3)eIA sk Anelue AgFES, aelw AN WY o] gzl
Ag Fstgle. #4 F 0UAE D) 8 AN E AgxAe] REFest ut T

3 qstgo 9, 4%, 3, b AsAsde), meAsde), 3% F
al

- 1 = )
Ay P UG A2 19 T UA T Agel S47)we] Bxa
[e]

[0257] 3 e} A (Paraffin section)S Fa] A|Batg4] A HHAl
g, &k Abe]l AZAA Aol thEk AbAl Hofqd

X
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o
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32
v

[0258]  AmEsel Aeladelne, 2 Wol Agel me AW x4 waE Anusl dsel, £4 F 502
d AnenAE Astel U B Hold FA @x JloldHE fFEskdth. oW, £4 F s0dAe] B ¥
goll me Axe 19 BBz Aeste] AnenE Gastn, Jlobde 5UA, 1094 L 1A AP =
Ag ey, B2 A%s £ 20 G E 29] A UlA) DA B k) o], slelabtlsk WolAs
= Agzdol A A AL FAseda, LA AgxAo] $s Aetd BRAA gt AL ¢ &
AT, ol JlobgElA gA W AP AUANCE AgHATE AL YT, AY Mo BE L]
o} ol 71zke] AANA 14 FEYL o 5 drh,

[(0259]  wa, YISk @ol Azl Aekrl AnehnAl thAl Hold Fistel o RSlelx driuEel A
of vhA sk stk B A3, % 29 E R P4 mi uks}h Pol, vo] AR s AWE
Aol vhA] AATS & & otk AWEAo] Holukz FE AF Fow AN F $Agh. vl i
AR A ge REFIS AYxAS BAT F AT

[0260] A< 19:TielAZYAE oPAE AL eholA| 1DCATL) A 2Z2]d

0261] 7] A 19 SGFRS Fu R saedel AgE] 8, TR oFEE DGATL ANAE AHgete] 23
g e A,

[0262]  DGATIE Wi % wlwh 2e b FFE AR

v
enzyme)v 1,2-tjold I M
= Foh. DGATL Yobs whgsi
Awre] o AEolth. H dTE
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[0263] whebA 2 o] WygAEe A EA8kE DGATL AsA1Q] PF04620110(978 173 %13
of B ol AAd 19 $3FE(KR 68425, lipid green)e] o]& 2374 3= &
PF04620110- 5% ABHFIH = HAld 19 sHEZ AT, d7E5 T 3o Yeld S,

Lo

[0264] T 38 FzEE, B wgo] 35HE lipid green(HAld Dol 23] AAEJYE thza AlBeta] el A(A F
Z)& ZROFES] PF046201109] Ao o3& AR B ZHR)S 0

&4 Y. mEbe )Rk wkeh el
1

samel A Solx 92 B3

)& g
PF04620110¢] A 2]& <laf ABetuse] Auto] A3 FAES A
kel & 4 At
[0265] T3 X 4 ol ¥F P9 S 2 3
PF04620110¢] A= A3l FFo] FAHAL, ols FFo] Ay Aads &3 Al A
[e]
=3

o =35 X
= #5753

=

[0266]  elgom ¥ wwel A% R P A& vk, FUA B A4 Ak Aol glolA, elel@
TAY e A mFAGE AAAL Roluf, old] o) ¥ Wl WAk ARHE Aol okl He B
Aolch. mebd, ¥ wwe] Adxel W AYE AFFEN 5 SRl ool gelHrtn & ol

.
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SS90l 10-1343668

control

LipidGreen

PF04620110

LipidGreen

e
o

& &
Y o

RFU{Relative Fluorescence Unif)
=
bt

———

Control PF04620110
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