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[0152]

[0153]

[0154]

[0155]
[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]
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271 A (11a)e] Aele} =Yo|tr},

A7) G AR 204 ALgEhE W SulRAE, B 2 871 gul F AolE on e 5 4 Ak %71 &
MEAE, WEe, dlgE, A3 TEe 5o dmed o, HESSS2¥e, 14 qs.—&, EEEEEES
dolaxzddee, 1,2-UuEAde S daeA gul, NN-UidopiEchu=, N N-tHEE el =,
NrlE-2-s 2 E Sol ojmeA] gul, WA, R, 2AU So WY vEsL ﬁwﬂ CEEEE S
52 5 5 Atk B, 052 £F WA AT FE Atk 53 MYA® WS §ujEAs, B, b=
SERFe, 14-01S4, deldelee, tolazzdou, 1,2-tiSAcg 5o de=A w2 5 5 9
o}

3, A7l B8 AR 204 AR He A7) A (bR A S sEEe, ddd olsket 2 wkg 23]
e S RS AR 3l wEA Az o v

X
N
HO. O OVO HO. O
(VL) X
R’ NH R’ NH
R RO RE R?
(Do) (Ib)
=, A7 A (T2 FAE s &y, 248437 4 (VII) &, X& Cl, Br =+ I°]tE 0T WA 50
Coll A 1AIZE WA 5AIZE RESAIZ o284 A7) A (ITIh)E FAIHE ﬁﬁ%% AL £ k. w3, A ure
7% JeEpd R, R 2 Re A=, 47 A (11a)e] Aelel Edsi),

A7) A AR 34 g W
WAL, des, dwe, AsE *
delaszdoe, 1,2-t]u5 A
N-rlg-2- B E SO oprl=A &

=O = X =0 S
e ' T v BY, oES &Y

< EAs, & 2 #5789 T Aok o= suE & F A 771 &
e oo daeA v, HESEEFS, 1,4-4Sat, Hedr LEL
% 5 27 &mf, NN-tjuHopEoln| = N N-tjHE X Fofn| =,
o, A, S5, Add Fo] WIS wEkeid] &, fugdEas

G2 AFEE S k. 53] nbeA g vy A=, HEZS =
23T, 1,4-154 HegdEHE, folaxZzgdeH =2, 1 2-tjuSAlde 5o og24 &wl, NN-tj#go}
AEotm =, NN-trdZ Folr =, N-v"d-2-9]52]= 59 o= &viE & 5 U,

-S| EE A -6H-MF [c] 2R A-6-2 FEA>

e E=ek, 3] A (Ila)2 BAEE 98 T 1 H(3-3)
@E} 1EM = 2] 3=

p.

RE R?

A7 A (1Ta)elA, R, R, R E= RS, 843 alazbxolty, 47 4 (1la)eA, R, R 2 Ro] 42 9

A2 ey | AF A7, o}™r], AF LIZAY] Ei ofhAALA S YEhhE Ao ulerd it
w3, A7) A (1) A, R, R 2 RO 44 942 ez, R o] Wer], #Ad7], tert-REA7] E= ul
A2 A712 JeEp): Ao mr} ulekd s

2 Iy 3-3=ESEA-6H-RIE[c] A2 -6-2 FEAY 53] g o ZA=, oldte] woRHE AYHE=
FeE = 0 9S54 Ay

- §-olA| EolH| E-3-3| EEA|-6H-/I Z [ c | A= -6-2.
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(ITTa) &

Y, gEyolste)

e
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[c]Azu-6-& FEAs, 4 4= 1224 e

A2 1-3)° Yeh}

(Ilb)

St /Ké

4 gda (2 g9 Alas)e] =4

2

2

[0177]
[0178]
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[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]
[0189]

[0190]

ZIHSd 10-2014-0002735

ozH, A (Ia-DE BAHE 2[4 24 (111a) =, R 2 Ro] Hel 321 99 5 9}, =

A7) A A= 130049 R 2 RS, AL 4 (11a)e] Aot Sdsi,

FY A2 1394 AgsHE W SulEAE, B 9 7] 80 F A% o shtg & 4 Atk §7] 8l
BN, AEE, dRE, A FRE 59 GmaA §ul, AEANEEES, 1Leoat, dodaHe, o
oz aoHl=, 12 EAAE Sol AE=A g, N N-rlEobEel s, N N-r e o, N
Me-2-sEelE Sl opwEA gul, WA, BT, 294 ol PR garad ), JuLAEAE 5
2 5 4 Q. E9, ol5S £F §0024 488 £E . 53 ugEd wg guEAe, dEdsse
Fe, L4082, gz, dolazaddee, 12-tuSAdw 5o A §ul, NN-vudeld
E

, NN-grd 2 Fotm =, N-vd-2-v 52 5o ofnj=A &, #Al, =74

= REFLIECIS S
wEad guE 5 5

E3h, 2wl 3 ESAS- T[] ARH-6-2 fFRAE A WHeRAM, A olste] kg 23]
(34 A= 100 tehbs vhet 2 s § 5 Qo
(4 A= 1-4)
o}
HO 0._0 |-|2NJLR10 HO 0. _0
3 Billae
LA
Hal ITIJ\Rw
H
(Ic) (Ila—2)

= 4 (Il FAHE 32047 4 (11D %, R, R, R, R 2 R B, R0 Hal(&=72 9242 9|
sHQl FRME ], oM Eoln= Fo A (V)E FAIHEE olv= fF=AE 203+, 284 2 AEF
o EA 3}, oln|= AZY HEIAIZ|E Aol 98, 24 (111a-2)2 FEAHE IF=E(47] 2 (111a-1) = R7F 1

o BhahEle 9 F Aok wE A WY AR 1A RS, AET A (a9 el FUF,

=
O

8 AR 1A ARk whe &
2Ae, W, dwd, A3E Fe
ojax IR, 1,2-tuFA g =4
AE-2-vEeE gl obnl=Al &, WA, =%
<

% o= g & & Atk £7] &0
2FS, 14054, delddHz, o
1 oA Eclr =, N N-TlH g E gl =, N-
A, 2A9 SO PEE Weead S, UuEaEAs 5

S £ 4 Atk EW, 5L £ $WEA ST £E Uk 58 wEAd wg guiEds, dEdscE
Feb, 1,4-0=2k, golgdda, golAX2doHE, 1,2-UdEAE 52 deHZ4 &ul, N N-tuEolA
ol N N-EE o, NovlEo-nHelE S oA SIS & 4 At

3, A7) A (111a-2)2 FAE+ 31852, Tetrahedron Letters, 45, 2004, 2311-23159] 7RA|E W w}
5

ofsel, X Wl AzelE Ve, EF o5 dAlt £ W@ weh @ olsjely] 9@ solH, £ Wy
= o] opy,

<Z3d 1: 5-olue-2-B 2y olAlEA(HT FEFE 1)>

3-o}m|x QFAEEAH(3.00 g, 21.9 mmi)Y] N N-TlHEZEo0ln|=(18.0 nl) &N, 5C o]stolA] N N-TIHEZE
Ol =(9.00 mL) &} N-H 2R ZHRAe|n=(4.09 g, 23.0 mmol) ] &3 &NME AHstatgvt. 5C olstellA A7 =
Hksk ol 2(60.0 mL)2 7}sked 5T olsallA 12413 wwtelal, AFsldieh. o3 FdES E(5.00 mL)Z T
AR & Azxste], 817] T 1o JeERE T7] 23 38E 1(3.68 g, & 78%)S AT},

_22_



[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

ZIHSd 10-2014-0002735

* 1
5-0H0| le-2-H 2 1 OFAI g A 'H—NMR (4 0 0MHz, DMSO—Dy)
(R SEE 1) 8:5.49 (s, 2H), 6. 59 (dd,
HO 0 J=8.5, 2. 9H=z, 1H), 6. 93

(d, J=2. 9Hz, 1H), 7. 25 (4,
J=8. B8Hz, 1H), 13. 04 (s,
1H) .

2 +878%

Br

<At 2-1: 5-(tert-F-HA| 7t 2R ol o)-2-B 21 ok g (. 33tE 2-1)>

NI

5-o}m)e-2-H 2 W QFAERAN(Fa FFHE 1, 25.8 g, 0.119 mo) I E(78.0 nl) o] EFE] 4 FAFUEF
€ N(30.0 mL, 0.120 mo), oJ&tt]-tert-F€(36.0 mL, 0.157 mo)& 7}star, A-2ollA 40417+ wukelsic),
SN Fsta, I 9AH0.120 L, 0.120 mD) <& 7kte] F3tabn, ofAlEARIE(0.400 L), £(0.250 L)&
glo] FEau. §715S X3 IV EF F88(0.200 L)oE AA T, FEFela, dojzxl mAES oA EA
gz kel 23 fuj(olAEAbE: #A=100:1, 0.200 L)&E AR &, Axsle], sl7] E 20 YEfE Hl

u!

ﬂ‘l
ir& al

o2

e ®7] #al 3gE 2-1(34.5 g, 8 92%9)2 AU},
#£ 2
5-(tert-S SAI2EYOH0 £)2-H2%2 | 'H-NMR (4 00MHz, DMSO—D,)
OFAISEM (B3 BHEIE 2-1) §:1. 47 (s, 9H), 7. 46 (dd,
J]=8. 8, 2. 6Hz, 1H), 7. 56
HO 0 (d, J=8.8Hz, 1H), 7. 92 (d,
J=2. 8Hz, 1H), 9. 66 (s,
Br 0 1H), 18. 36 (s, 1H) . )
/U\J< MS m/z (APTI—ES) 314 ([M—
N 0 H] ), 316 ([M+2—H] ")
H +892%

<Gare] 2-2: 5S-WIASAIZIE R ol m-2-H 2 & QEA (AL 31ehE2-2)>

5-otu)--2-8B 2 5 ok gk ( o 33HE 1, 3.00 g, 13.9 mmo) I} E(35.0 mL)2] EFE 4 FASYEHE
L(3.65 mL, 14.6 mml), FZ2FE A (3.95 mL, 27.8 mmo)& 7}5FaL, A-2oA 18A17F wwHkelgt). ul
NG Fystar, 6M FAH(2.50 mL, 15.0 mmd)S 7F8te] FEkelar ottt o FJES E(10.0 nL), B
al(5.00 mL)Oi AR F, Azxste, s7] & 3o vERE vket 22 27] Fa sEE 2-2(4.29 g, & 88
)E AT

=

Z 3
5-HIASAF2ZHYOI -2-E22 '‘H-—NMR (4 00MHz, DMSO—Dy)
CHAIBFA (1 B8 E 2-2) 6:5. 16 (s, 2H), 7. 33—7.
Ho 0 45 (m, BH) , 7. 51 (dd, J =

8. 8, 2. 6Hz, 1H), 7. 61 (d,-
Br J=8. 8Hz, 1H), 7. 91 (4, J
)J\ =2. 6Hz, 1H), 10. 08 (s, 1
N 0 H), 13. 37 (s, 1H).
H A@ MS m/z (API—ES) 348 (M
—H] ), 8350 ((M+2-H] )
+888% '

<H31ef 2-3: 5-WlFYolu|w—2-H 2w orAlEkA (- 3EE 2-3)>

S-ofm-2-H 2% ¢F23EAH(3.00 g, 13.9 mmo) I E(35.0 mL)e] E¥Eo| 40 FABIYESF $84(3.65 nL,

_23_



[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

ZIHSd 10-2014-0002735

14.6 mmol), T4 QFAEEAH(4.73 g, 20.9 mmo)S 7F8ka, Ao 18A17F mutElgtl. vl NS ZuElar, 6
A2H(2.50 mL, 15.0 mmo)<S 7}8le] Fsta o Hslich. o FdES E(10.0 L), EFAM(5.00 mL)SZ Al
3. =

3 F, Azdtel, 7] E 4o UEhlE vk 2 E/] B3 FE 2-3( Asick
I 4
ZQOH| -2-H 25 OHAISEAH 'H—NMR (4 00MH z, DMSO—D,)
(22 582 2-3) §:7.55 (t, J=7. 4Hz, 2H),
HO 0 7.62 (tt, J=7. 4, 1. 8Hz,
1H), 7. 70 (d, J=8. 8llz, 1
Br H), 7. 89 (44, J=8. 8," 2.

9Hz, 1H), 7. 96—7. 99 (m,
2H), 8. 26 (d, J=2. 9Hz, 1
H), 10. 50 (s, 1H), 13. 41
(s, 1H) .

MS m/z (AP1—ES) 320 (M
+H]1 %, 322 ([M+2+H]H
2885%

==

<GRae] 2-4: 5-olHECINEg-n 2R A A5FE(RT BT 2-4)>

5-obu)m-2-H 22 QkA gk (Fa ﬁ}ﬂ“ 1, 30.5 g, 0.141 mo)¥} £(0.360 L)9] &rEol W 3, 40 A3}
UEH $89(37.1 nL, 0.148 m), ¥ oFbAIEAH20.5 mL, 0.217 mi)E 7}8ta A2elA 4x7F wuksgict
HhS-olS Al Wustar, 6M 94H26.0 mL, 0.156 ml)S 7}8te] F3kslar o st o3 FoJ&ES E(20 m

DE g A3 =+, ﬁiﬂ@, 871 3% 5l vEblE mbel e 7] Far SRhE 2-4(38.1 g, FE 8D E I
t}.
# 5
5-OlM| E0IO| E-2-H2 3 OtAISFA - ‘H—NMR (4 00MH z, DMSO-Dy)
o512 (2 SHEHE 2-4) §:2. 05 (s, 3H), 7. 61—7
HO.__O 64 (m, 2H), 8. 02 (d, J= 1.
Br o “H30 8Hz, 1H), 10. 19 (s, 1H),
JK 13. 39 (s, 1H)
- N +8298%

<Frare] 3: 5-ofA Eopr]| E-2-(2,4-H 3| 5 A A ) -FA FAHEF (L SHeE 3)>

g-olH| Eoln| &-3-3| E 2 A -6H-MZ[c] AR H-6-2(F1 FTE 1-1, 0.128 g, 0.475 mmo)oll =(5.00 mL), 4M
FAZGEF F89(0.119 mL, 0.476 mmo)S 7F8FATh. 60ColA 3A%F 79 nwkslk Fo] HkS-olS. o y}slar
o3 ZAES Axste], 7] & 60 YeElE vlel 23S 7] FH1 3HEHE 3(0.081 g, & 55%)S AUt

X6

5-OtHl EOLD| E-2-(2,4-LI 5| ESAHY)- | 'H—NMR (500MHz, D,0)

CHAISIMLIEE (Rt 1 8§ E 3) §:2. 19 (s, 3H), 6. 16—86.
18 (m, 2H), 6. 91 (d, J=8.
A 9 Hz, 1H), 7. 34 (d, J]=8

HO NG H. . :

O 2 Hz, 1H), 7. 40 (d, J=2.

i 0 1 Hz, 1H), 7. 44 (dd, J]=8.
OH N/u\ 2, 2.1 Hz, 1H) .

H |+855%
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[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

SIHS31 10-2014-0002735

<Al 1: §-otA| Eotn] =-3-3| EEA-6H-H [ c] A2 H-6-(3}3E 1-1)>

5-olEoln|m-2-H 2R okl gkal - A5 sE(Fal SFEE 2-4, 30.0 g, 0.109 mdl), #EREA=(38.4 g, 0.349
mol) B EF(40.7 g, 0.384 m) 2] EFHEo] (300 mL)S 71&tar, 50TolA 71D anwkalsicl. 50Tol &

=352](6.64 g, 0.035 m)E 7}8taL, 5AIZF 7k wakekloh. wkg-S W F, of¥stal, o3 FAoES
g(soo mE o AR $, Adxste], a7 & 79 YERE viek 22 17

®7] 3stE 1-1(23.5 g, & 30%)=
ATF.
X7
8-OLM E0HTI E-3-5| EZA-6H-#ZE[c] | 'H—NMR (4 0 OMHz, DMSO—D5)
22W-6-2 (S8 S 1-1) §:2. 10 (s, 3H), 6. 74 (d,

J=2. 4Hz, 1H), 6. 83 (dd,
J=8. 8, 2. 4Hz, 1H), 8, 00
(dd, J=8. 8, 2. 4 Hz, 1H)

8. 08 (d, J=8. 8Hz, 1H), 8.
21 (d, J=8. 8Hz, 1H), 8, 5
0 (d, J=2. 4Hz, 1H), 10.

25 (s, 1H), 10. 32 (s, 1H) .
MS m/z (API—ES) 270 ([M
+H] %)

+880%

<AAle] 20 g-ofH Eon] =-3-3| =5 Al-6H-Ml 2 [c] A 2 Wl-6-2 (3 FE 1-1)>

S-olA Eolu|=-2-B 27 oFAISEAN( R 3}etE 2-4, 1.00 g, 3.88 mmol), #FEA=(1.28 g, 11.6 mml), =
(10.0 mL)o] &3=o] 4 FAFIEF F=E4(0.969 mL, 3.88 mmo)S 7}slaL, &3 o F AU EEH
(0.945 g, 8.92 mmo)S 7F3be], 50TColA 71E adtelict. A&aA 50TCoAA 82=3878(0.221 g, 1.16 m
m)E 7Fska, 8AIZF 7FE nRESE Fo WS NS ofFsiH, g3 FqES E(10.0 mb)E o MA F,
Azste], A7) & 7ol vebd upel e ¥7) 3¢S 1-1(0.856 g, & 82%)S AUt}

<A Ao 3t 8-ofA|Eoln| =-3-3]| == A|-6H-H Z[c ]| A2 W-6-2(3gE 1-1)>

5(1.50 L), @lZEAE(192 g, 1.74 ml), 5-oHMEcln]=-2-H 2w oFAlaa(al s43% 2-4, 150 g, 0.581
mo) o] EgHEo] 4N FASUEF $8N(145 mL, 0.580 mo)S 7Fetar, &3] el I AU EF(142 g, 1.34
mo)S 7Fsk | 50Tl 7 wekslgdnh. AL 50Tl 29 =378(33.2 g, 0.174 m)E 7FshaL, 154
7F 7k mwkelby | wkgdle] 4N AU ESR $88(750 mL), B(3.00 L)& 7}eka, 50°ColA 3AZ 7k myt
3 Fof| ojylete] BEES AASH. WWsE, o ofNEYE-(450 mL), 12M A4H(519 mL)& 7skar 1
AZE kg Foll . A E nAE ojuely, o3 FdES E(750 nb)E Y AA F, Axste, 47 & 79
bl vle} 2o 7] IEE 1-1(117 g, & 7592 It

<HAld 41 8-oFA EotH] E-3-3| EEA-6H-Hl = [c | A2 Wl-6-2 (3} 1-1)>

n&

5-olM| Eoln| =-2-(2,4-T) 3| =HA|H ) -0k gAY EF (AL 33HE 3, 0.435 g, 1.41 mmo)oll &(15 mL), 6M

AH0.704 mL, 4.22 mmol)S 7}F8FiTh. N—%ﬂH 1A1ZE 30 nHESE o] Hb-g NS oJ3slal, o3} FAES &
(7.50 mL)E o Mg &, Azxste], A7) & 79 YepdE vk} 22 17 3FE 1-1(0.319 g, & 340)S o

ATF.

ojst, FaL shgtE 2-2, 2-3, 2 A
(A& 3H3HE), 2-BER-4-wEdA (A 513HE), 2-HER P FH(A % 5}& 4-BRE o] ATy
< iE]

it = i
(A 3}ehe), 2-BRE-5-20 & PAF(AR 3etw), 2,5-HBRE ShAgt(A ﬂﬁl%) EE 2-HRR
-5-UER ek gak(Al 33E)S Abgsta, IEE 1-19 Al Wl Fstof(HAd 10 7AE W), 3}
& 1-2, 1-3, 1-4, 1-5, 1-6, 1-7, 1-8, 1-9, 1-10, 1-11 ¥ 1-128 A4}
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[0217]

[0218]

ZIHSd 10-2014-0002735

* 8

8-WIASAIFIEH Y0 -3-3 EFA-6
H-#IZ[c] 32 H-6-2 (3t E 1-2)

IH-NMR (4 00MHz, DMSO-Dy)
§:5. 20 (s, 2H), 6. 74 (d,
J=2. 2Hz, 1H), 6. 83 (dd,
J=8. 8, 2. 2Hz, 1H), 7. 34
~7. 47 (m, 51}, 7. 91 (dd,
J=8. 8, 2. 2Hz, 1H), 8. 07
(d, J=8. 8Hz, 1H), 8. 21 (d,
J=8. 8Hz, 1H), 8.°38 (d, J
=2. 2Hz, 1H), 10. 20 (s, 1
H), 10. 24 (s, 1H)

MS m/z (API-ES) 360 ([M
—Hl ")

+875%

8-l =21 00| = -3-5] E E Al -6H-#I = [c]
I2M-6-2 (342 1-3)

'H~NMR (4 0 0MHz, DMSO—Dg)
§:6. 77 (s, 1H), 6. 85 (4,
J=8. 0Hz, 1H), 7. 57 (¢, ]
=7, 3Hz, 2H), 7. 63 (t, J=
7., 8Hz, 1H), 8. 01 (d, I=7.
1Hz, 2H), 8. 13 (d, J=8. 0
Hz, 1H), 8. 28 (s, 2H), 8

73 (s, 1H), 10. 29 (s, 1H)

10. 62 (s, 1H) .

MS m/z (API—-ES) 332 (M
+H] %)

+859%

X9

| —HI"

1 +E891%

TH—NMR (500MHz, DMSO—Dy)
§:6. 77 (s, 1H) , 6. 85 (d,
J=8. 2Hz, 1H), 7. 80 (td

J=8. 7,°3. 2Hz, 1H), 7. 89
(dd, J=8. 7, 3. 2Hz, 1H),
8. 16 (d, J=8. 2Hz, 1H), 8.
36 (dd, J=8,7, 3, 2Hz, 1H),
10. 36 (s, 1H) .

MS m/z (API'—ES) 229 (M

8-(tert-£ S A 22824 00| £ )-3-
S| EEAN-6H-HI X [c] 3 20-6-2
(St 2 1-5)
Ho l 0. 0
ik
0

N
H

IH—~NMR (40 OMHz, DMSO—Dy)
§:1. 51 (s, 9H), 6. 74 (d,
J=2. 2Hz, 1H), 6. 82 (d4d,
j=8. 8, 2. 2Hz, 1H), 7. 85
{dd, J=8.8, 2. 2Hz, 1H),
8. 06 (d, J=8. 8Hz, 1H), 8.
17 (d, J=8. 8Hz, 1H), 8. 4
1(d, J=2. 2Hz, 1H), 9. 79
(s, 1H),, 10. 22 (s, 1H)
MS m/z (API—ES) 328 ([M
+H] %

+873%
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[0219]

[0220]

£

ZIHSd 10-2014-0002735

10

3-5|EEAN-10-UE2-6H-H X [c]3=2
Hl-6-2 (382 1-6)

HO

IH—NMR (4 00MH z, DMSO—Dg)

‘6:6. 81 (d, J=2. THz, 1H),

6. 84 (dd, J=9. 0, 2. 7 Hz,
1H), 7. 34 (d, ]=9. 0Hz, 1
M), 7. 73 (t, J=7. 9Hz, 1
H), 8. 27 (dd, J=7., 9, 1. 3
Hz, 1H), 8. 45 (dd, j=7. 9,
1. 3Hz, 1H), 10. 74 (s, 1
H) . :
MS m/z (API—ES) 256 {[M
—HI )

+863%

3-5| ES A -9-MH &-6H-H = [c] 32
-6-2 (& 1-7)

HO

IH—NMR (40 0MH z, DMSO~Dy)
§:3. 33 (s, 3H), 6, 74 (d,
J=2. 4Hz, 1H), 6. 84 (dd,
J=8. 8, 2. 4Hz, 1H), 7. 39
(d, 7=8. 1Hz, 1H), 8. 08 (4,
J=8. 1Hz, 1H), 8. 10 (s, 1
H), 8. 15(d, J=8. 8Hz, LH)
10. 32 (s, 1H).

MS m/z (API—-ES) 227 ([M
+H] )

+2100%

*

11

3-5| ESA-6H-H X [c] 32 H-6-2
(e 2 1-8)
HO 0. _.0

'II-NMR (4 00MHz, DMSO—Dg)
§:6. 76 (s, 1II), 6. 85 (d,
J=8. OHz, 1H), 7. 57 (t, I
=7. 3Hz, 1H), 7. 89 (t, I=
7. 3Hz, 1H), 8. 18 (¢, J=7.
3Hz, 2H), 8. 27 (d, J]=8. 0
Hz, 1H), 10. 35 (s, 1H) .
MS m/z (API—ES) 213 (M|
+H1 %) '

+8100%

IH—NMR (4 0 0MH z, DMSO—Dy)
§:6. 78 (d, J=2. 2Hz, 1H),
6. 88 (dd, J=8. 8, 2. 2 Hz,
1H) ,°8. 22 (d, J=8. 8Hz, 1
H), 8. 82 (dd, J=8. 4, 1.
8Hz, 1II), 8, 37 (d, J=8. 4
Hz, 1H), 8. 68 (d, J=1.8 H
z, 1H}, 10. 658 (s, 1H), 13.
25 (s, 1H) .

MS m/ z (API—ES) 255 ([M
—H] ") :

TE39%
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[0221]

[0222]

[0223]

[0224]

[0225]

[0226]

SIHS31 10-2014-0002735

H* 12

8-RQ2E-3-53|E=2A-6H-HE[c]32 | 'H-NMR (400MHz, DM30O—-D;)
Hl-6-2 (3e= 1-10) 8:6. 75 (d, J=2, 4Hz, 1H),
6. 85 (dd, J=8. 8, 2. 4 Hz,
1H), 8. 06 (d, I=8. 5Hz.
H), 8. 16 (d, ]=8. 8Hz,
), 8. 18 (dd, J=8. 5, 1.
Hz, 1H), 8 43 (d, J=1. 7
z, 1H), 10..43 (s, 1H)

MS m/z (API—-TS) 339 ([M

o e

+111 )

*BT74% .
8-H201-3-5|EEAN-6H-HWZE[c]22 |['H-—NMR (500MH 2z, DMSO—Dy)
B-6-2 (SHEHE 1-11) 5:6. 76 (d, J=2. 4Hz, 1H),

6. 85 (dd, J=8. 9, 2. 4 Hz,
1H), 8. 05 (dd, J=8. 9, 2.
4Hz, 1H), 8. 18 (d, J=8. 9
Hz, 1H), 8 24 (4, J=8. 9 H
z, LH), 8. 25 (d, J=2. 4Hz,
1H), 10. 45 (s, 1H) .

MS m/z (API—ES) 291 ([M
+H] Y, 298 ([M+2+H] 9

+E887%

HO:

* 13

8-LIEZ-3-5| C=EA-6H-WE[c] 32M | 'H—NMR (40 OMH 2, DMSO—D,)
-6-2 (3182 1-12) §:6. 81 (d, J=2. allz, 11D ,
6. 91 (dd, J=8. 8, 2. 3 Hgz,
1H), 8. 29 (d, J=8. 8Hz, 1
H), 8. 50 (d, J=9. 0Hz, 1
H, 8. 61 (dd, J=9. 0, 2. 5|
Hz, 1H), 8. 82 (d, J=2. 5 H
z, 1H), 10. 76 (s, 1H) .

MS m/z (API—ES) 256 ( [M
—H] ")

+865%

<H|nld] 1: 8-opA|Eoln E-3-3| =2 A|-6H-H X [c] A2 W-6-(3dE 1-1)>

HESEA 1o 71A" WHez, 47 & 6o Jetd sgE 1-1S A
2-HEH QA - A5t E (L SH3HE 2-4, 0.221 g, 0.801 mmol), @
UYEF(0.075 g, 1.88 mmoD)oll 2(1.00 mL)S 7F3kaL, 100TColA 7}E
(0.337 mL, 0.106 mmo)S 7Fakar, 1AIZF 7+E wwbsiglch, whgos v
1.96 mmo) &2 F3}slal, oHsieitt. oy I ES E(3.00 mL)Z Y Al
1(0.084 g, & 39%) S LT}

shltk(Hlale] 1), 5-ofM|Eojun] =-
EA1%(0.179 g, 1.63 mml), A3}
Wkl wEk 5% SAke] S8

Wztalar, oA EAN0.112 nL,

T, Axste], ®7] sekE 1-

=z
=z

2]

<H|nld] 2: 8-opA|Eoln| E-3-3]| =2 A|-6H-H X [c] A2 W-6-(3dE 1-1)>

53173 1o 7]A1E WA, vk 55 50T 8 2oz, A7) & 60 YEbd sgE 1-18 Ax33
th(RlaLd] 2). 5-ofA|EotH|E-2-H 2R FAFA - d4EE (L sHEE 2-4, 0.200 g, 0.724 mumdl), HREA
(0.160 g, 1.45 mmoD)oll 4M FAFSFUEF 89(0.398 mL, 1.59 mml), £(0.600 mL)S 7}&taL, 50°CelA 7}
o wkstick. I 10% ke =299(0.116 mL, 0.073 mmol)S 7Fetar, 5AIZF 74 mwkslgich, whg-olS
Wy 3 wzbekar, 6M 94H0.267 ml, 1.60 mmo) o2 F3}star, o]#siivt. o3 Fe &S E(5.00 mL), e
=(5.00 L& B MA F, Axste], 7] FFE 1-1(0.067 g, T& 340)= FAT}.
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