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D) 2H- AT E-3-FHEA E] =
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D)-2H-ATE-3-THF AR =

13) N=(2-(F| 2 7Ht R )~-4-B 2 2 -6-v 2 ¥ d)-2-(3-2 2 2 ¥ g d-2-<)-2H-
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17) N-(2-(e]AZ 2 PR Y)-4-B I H-6-A v d)-5-F22-2-(3-F2Z
g d-2-4)-7-H L -2M-A FE-3- 7 A =

18) N-(2-(H 27t d)-6-Eod)-5-222-2-3-22 29 d-2-9)-7-
Al -2H-QI S E-3- T 5 A =
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AR E) 3 d) FhetH o] E

35) H#WlEg  (5-FEE-2-(2-(3-ZE 23 gd-2-9)-20- }ZF-3-7} E A} 7]
T)-3-dgHd) 7t o] E;

36) olAa®d" (5-FE2-2-(2-(3-F2 23 dd-2-¢)-20- t}=-3-7} = A}n)
T)-3-dgdd) 7t o] E;

37)  Ad (5-EEE-2-(2-(3-F22YYU-2-9)-2H-A t}E-3-7} B A0
E)-3-dgHd) 7t o] E;

33) 2-HAlE A (5-EE2E-2-(2-(3-2E2ZHgJ-2-9)-2H-AFZE-3-7} A}
0 5)-3-H o d)vtntH o E

39)3-222=T2Y (5-E22-2-(2-(3-F=22ygd-2-9)-20-Q t}Z-3-7} &
Atu =)-3-d 2 Hd ) FHutr o] E; '

40) ¥¢98 (5-FEE-2-(2-(3-2E 293 d-2-9)-20-A}=-3-7} A}
=)-3-dg s d) 7ol E;

41) 2-B 229 (5-FR2-2-(2-(3-FE 2T d-2-¢)-2H-A T} E-3-7H 54}
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42) HE  (2-(2-(3-FZ 2T d-2-¢)-2H-A T} E-3-FHE Ao =) -5-A] o} i
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44) g (2-(2-G-ZEEIYU-2-Y)-2H-AFE-3-7HEAR B)-5-A] o}
-3~ e = d) 7o) E;

45) 2-HwEAld (2-(2-(3-2 227 g d-2-9)-2H- U }=-3-7H FA 0] & )-5-
Alotwe-3-vE 5 d) 7t o] E

46) 3-EREIZTZF (2-(2-(3-EREIyYU-2-9)-20-QA t}=-3-F+E A}H]
T)-5-Alote-3-m 3 d ) 7Hut e o] E

47) 4¥  (2-(2-(3-E2 2T d-2-9)-2H-A}E-3-7}FA 0] &) -5-A]of i
~3-9] g9 Q) el o E ; |

48) 2-B 2R (2-(2-(3-EEEFD-2-¢)-2H-AT}E-3-7H EH A £)-5-

Alot-3-tE #H d) 7l o] E
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49) Wg (3,5-1BR2E-2-(2-(3-F2 29 g d-2-9)-2H-A+E-3-7H5A 7]
=) d) 7t ol E |

50) ola%Fd (3,5-YBRER-2-(2-(3-E229gd-2-9)-2H-I}E-3-7}&
AtE =) d) Fhute] o] E

51) AE (3,5-082R-2-(2-(3-2 2252 1-2-8)-2H-2 FE-3-71 24} 7]
)3 d) 7t o] E;

52) 2-H|EAlld (3,5-TEHEE-2-(2-(3-2 229 g d-2-4)-2H-A}Z-3-7}
A )5 d) 7HebH o) E

53) 3-F 22T 23 (3,5-UBEE-2-(2-(3-F2 =Yg d-2-9)-20-2 v} &-3-
FHEARE 2) 3 d) 7hatE o E

54) €9 (3,5-UEEE-2-(2-(3-F2 29 d-2-9)-20-A}ZE-3-7} 5 A}
=)Fd) 7t ol E; |

55) 2-B. 228 (3,5-t] B2 R2-2-(2-(3-F = =¥ g d-2-Y)-20- t}Z-3-7}
EAM E) 3 d) 7hetH o] E

2 2o g 8y 19 duF FEAZA HE urg g e

FAH o 5719 gord, og A= A,

1) N-(2-(A IR d)-4-S 2 2-6-7 D 5 d)-2-(F 2] 9 -2- ) -2H-A & -3~
FHE AP =

2) N-(-(HEsmEY)-4-222-6-vLdAd)-6-FF L 2-2-(Fgd-2-
D)-2H-AHE-3-7F 7 A =

3) N-(2-(M27HEL)-4- 22 2-6-HE ¥ E)-2-(3- 22 29 g d-2-4)-2H-
AHE-3-7h5 AP =

5) N-(2-(FlE 7t 2 d)-4-2 2 2-6-v 2 ¥ d)-5-S 2 2-2-( 3 9-2-2)-2H-
AHE-3-7HE AP =

13) N-(2-(W &7 ) -4-B 2 E-6-m L5 d)-2-(3-2 2= ¥ 2 d-2-¢)-2H-
AHE-3-7HE AP =

26) N-(2-(H87HtEY)-4-B22-6-vdd)-6-B2e-2-(3-E2 27 d
—2-)-2H-ATHE-3-7H 5 A =

27) N-(2-(0o]|AZ 2 g ImE d)-4-B2E-6-HEHd)-5-8H2X-2-(3-F2 &
7
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of Chemical Research, (9), 530-533, 2008; %

iii) Insecticidal anthranilic diamides: A new class of potent ryanodine
receptor activators By Lahm, George P. et al., Bioorganic & Medicinal
Chemistry Letters, 15(22), 4898-4906, 2005.
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LABORATORIES, INC.)ol 7/WAl® HHoz dA4T & Ub.

3 4
7
_/(V)n _/(V)n / ‘/\(V)n
iz W), \ / " = B
+ — e Br —_— Br _DYN —_—n N
NZ B _ HN-N N P
| r HN—N o) N
S Br 7 N\ N~
NA ON_ < X
13 14 15 16 17 2a

(L
24
o
cs
2
=
=
(=)
=
=
%
w2
to,
o
%
>
—
wo
1o
R
ob
I
-\?i .
DU
b
K
AC)
T,
[0
—
q
(@%]
o

A}y

st2) 159 FFES CHLLol 59 F EtaNS ¥1 A2
o A 308~1A] b wEkgth, o]F OToA MY REFEL
Aol A 12~18A]17F kgt o] Hbg o2 dojx orMEsH 552 169 3
FEo CulE Tt tho]&Abe] =<1 &, 100~110Cell A 15~20A17F St mwk

3t

o
oX,
o
L]

o
>

=)
=

L
ol

o
-

ColgA 9& nYsE 35 179 HFE L MeOHol =9 H 5N NaOHE
3l 70~80T ol A 302~1A17F Tt wRbela, Ao CHCl,E ©ldled 2
71F oA 18~2447F mukstal AbStAlA sk 229 FES S TR

Z &3%: Synthesis of 2-Aryl-2H-indazols via Copper(I)-Catalyzed
12



15

20

WO 2012/081916 PCT/KR2011/009670

Intramolecular Amination Reaction, Rui Liu et al., Heterocycles, 2007, 71,

1755-1763) .

A7) aga 29 FES AxsE T s Al FEHAA, F7] u

34 53 2ol a7] et 2w HABL A=Y F Aok,
952 5
3
R\\ Cl 3
E N 4 H;/ — FEK = ==
4// ” X E/ ~. 7 _()
Cl R N N N
18 19 2b

shety 189} ATE Sl et 199 HIEEIds 27 (Na
= KC03) B DMF B¥iE Bstar, 80-125T el A 16~26413F 5wkl 2
ZRIYG7I7E N 33k 2pY duE FgFES €8 7 dH.

Ol

47 Sy 29 GFEE AzsE ® shie AA FejelA, o) W
$4 63 Zo] a7] a4 209 FHEL AT 5+ Avh.

Rte2 6
QL — OO -
PO - OO — 0
NO, , NO, =N
20 21 22 2c

slakal 209 2-UEZHIZAHE = gsha] 219 ofdy ! (Et;0)PE
t)&l3 70~80°CoA] mfo

12 =
Plol AR SO BE 108 §¢ A, sdo] Add &4 29 AHE 5
13

2YolBnE 2-58 T
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TES 98 & UK

synthesis of

o

Z &9 Microwave-assisted Cadogan reaction for the
2-aryl-2H-indazols, 2-aryl-1H-benzimidazoles,
2-carbonylindoles, carbazole, and phenazine, Creencia, Evelyn Cuevas et al.,

Journal of Heterocyclic Chemistry, 46(6), 1309-1317, 2009).

5
3, B 2R AR EREAM FEHY 4V 394 19 JdE E
T oY d& "#AS A Fwste A5A 2AAES ATIH
ob&e], & HE A7) 5y 1o mE #dE T oY €2 &
10 & EE o]9 AAA At J=7] B 255 YAste BHS AT
o
oj¢t & B o AuE f=A R olE Tiote HFA 2AH=L
Ne7] 2 257 g disw, 53 Aol Sof, WETF, wWF S,

g B
15 BEiAAV e g s 45 aE 2 ¢ A,

olst, & wg A7 ANAE Fabol AAaA A 2o, &
e AAdE B 2P dAse 2w, & ae] Yol srle] WA
o o3 FAHE AL o
20
olst AA Gl ALEHE The HFTEE o5ty Edle] AR Y
o wet Azd AL AT
i) 2-0}v) =-5-F 2 2-N,3-td gl Zo}ulo] = |
2-olu] -5-H 2 E-N-o] A X2 F-3-v el Zo}rloj = H
25 2-0}H) x=-5-8 2 BN, 3-t) | & ¥l Zo}wlo] =
—> &% [Method for preparing N-phenylpyrazole-1-carboxamides,
Shapiro, Rafael et al., WO 2006/062978, 2006.06.15]
ii) 2-olp|e-5-F 22 N-0|2Z2F-3-H gyl Zo}ulo] =
—> 3 [Design and synthesis of novel anthranilic diamides containing
30 5,7-dimethyl[1,2,4]triazolo[1,5-alpyrimidine, Dong, Wei-li et al.,

14
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Journal of Chemical Research, (9), 530-533; 2008]

111) 2-o}u]=-N-o] A X 2 F-3-v g Wl Zo}ujo] =

2-otu] =-N, 3-gH g gl=otnjol =

-> ¢ [Insecticidal anthranilic diamides: A new class of potent
ryanodine receptor activators By Lahm, George P. et al, Bioorganic &
Medicinal Chemistry Letters, 15(22), 4898-4906; 2005]

iv) 3,5-TE=22-2-UEZoldd
—> =& [Design, Synthesis, and Evaluation of the Antiproliferative
Activity of a Series of Novel Fused Xanthenone aminoderivatives in
Human Breast Cancer Cells, Vasiliki Giannouli et al, Journal of

medicinal Chemistry, 50(7), 1716-1719, 2007]

AAd 1: N-C-(NL7HE d)-4-2 2 2-6-HE s d)-2-(F 2 d-2-9)-21-Ah
Z-3- ;}_.k’_,\]_u]:

oA 1. 1-(-BErad
100mL 1% dL4z2 0CE w3E1 1.0M
1-(FJYPd-2-9)3)| =242 (2.62g, 24mmol)& ¥l
wksidtt. ©A] 0CE 2
HA(5.0g, 20mmol)E THF(6mL)E = %3]
A7ysetal, 58 ¥ Ao E S8 tA 2AZF agksilt. EE WSS TR
3 CHCl 2 5 F MgS0,2 d2en 7% & =1
A (Hex/FA = 9:1)E Relate] HAY B S FASFATH(LS F84 A%,
TE 99%).
"H NMR(300MHz, CDCls) & 8.16(d, 1H, J=4.2Hz), 7.58(d, 1H, J=7.8Hz),
7.49(m, 1H), 7.24(m, 2H), 7.13(t, 1H, J=7.4Hz), 7.03(d, 1H, J=8.4Hz), 6.63(m,

1H), 5.03(s, 2H), 3.97(s, 2H).

29
z
ol
2
£
[
(@]
Mz
o
o,
rfo o
[o
=
o
&
£
>
[u—
>
ﬁﬁ

A 2. 2-(FEd-2-9)-20-Ad =

2omL vt EYAIE N, 72 HAAA Faa, A7) 1-(2-B=2
15
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E
x=

e I S

o
2

2A)-1-(F g d-2-¢) 3] =2+ (4.4%mmo]
tsN(5.39mmol, 750u0)& 2o} Ao 308 o mutalyd
of @il olMEFTE(5.39mmol, 400u0)<
ettt W& FEA7I7] He B0 30mlE ZtE F CHCL
39 NaHC0:E 4

5 o] FFES 25mL FH
2 AN N 7t2E HAAAG. 9719 Cul(0.4mmol, 78mg) 2 CsyC03(10mmol
3.26g)% ¥ AxF tho| At 10mLol) &AL F

]

PCT/KR2011/009670

1.25g)€ CHyClo(45ml)el &3)A]7)

A48 e ¥

o}

SEREE

=27

A2 A 184]

105Col A 20A17F S
sl 225 U 3 AgstAR o335t Cul

9 Cs:C032 AABIRL, RS A8t §rE AASNG. oA gFeEs

100mL &<

°ﬂ A

, 70Tl A 308 Z¢F uwkalsich,

)2 AASI 300l B0E 7HelF & 20mL CHCLLE 3 2Z59
A 7HA A2 vLE Y] (BA/Hex =

71ZES MgSO, 2 AR3te 72 A A,
g ool EA $TEE FHAATHAN 3A,
'H NMR(300MHz, CDCls) & 9.11(s,

1:4)

S
=
4

=y

1H), 8.51(d, J=4.7Hz,

w7

[N

C1a=s ;E‘riﬂi %70 5 MeOH 35mLo] 83MA|71 3 5N NaOH 10mL-&
Ao A CHyCl5(30mL)

2} $7) %
murste] AFSWRSS AZTH 1847 B WA F

Pk ol

674mg, TE&: T7%).
1H), 8.29(d,

J=8.2Hz, 1H), 7.90(t, J=7.8Hz, 1H), 7.74(t, J=7.4Hz, 2H), 7.31(dd, J=13.9Hz,
7.1Hz, 2H), 7.14-7.05(m, 1H).

94 3. 2-(Fd-2-9)-2H-JA}E-3-7+ 5 A4t

ko]
BuL1

Ay

AZF THF(1.2mL)E 20mL wlo] &)l Yo Aox &3igt &
o}, o)7]o) LDAE A3 7FshA

W3l

22" THF(0.7mL) 2 do]AX ZHolvl(0.78mmol,

Y3 musty 59 $ -8CE 2EE %jOiEE%!E}.
(0.78mmol, 0.49mL)& H 3] ¥ 92 0CE & £d 35
st LDAS A Y. 2-(Fgd-2-9)-2H-2A9=(0

¢ wwtsty 2SS HEE QT
ME 2t (cannular)E ©l&3sly sFE (0= 3T

1=y

% Al
=
F4 o)

stHA Ao] AT Aoz WA a1

16

o] Z m=x] gl

f i

Tty ZEka 3

ol2{gt el A 14

1110)S 20mL ®}o)

0471011 1.6M

1A 7F Zot
65mmol, 127mg)3}

x eEg 78C2
1533tk 1A3¢
Cfojotol A E
FAo.  C07t

F Ft wwket
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4ﬂ
oL
o
g
2
[
AC
(g
>
ol
il

S A7 el -78TAA H0& T
k. E5E 30mlel SFES VEE F oEdHE 22 AAFUAT.
%%%pHﬁéﬂﬂ3%L%£Mi%%ﬂﬂMﬁ%§@5ﬂﬂ%H}% A
ZAY FFES FASIATH(AA 1A, 130mg, T&: 84%)& F5A.

'H NMR(300MHz, CDCls) & 8.61(d, J=8.5Hz, 1H), 8.56-8.47(m, 2H),
8.15(f, J=8.0Hz, 1H), 7.76(d, J=8.4Hz, 1H), 7.58-7.49(m, 1H), 7.46-7.38(m,
1H), 7.38-7.29(m, 1H).

9A 4. N-(2-(ME7tEd)4-F22-6-HdHd)-2-(F g ¥-2-9)-2H-2th
Z-3-7t AN =

2oml Fute S8t E N 7F22 HAAZRT. 2-(Igd-2-9)-2H-
AT}E-3-7+ =42 4H0.4mmol, 96mg)S oM EYED (MeCN) 4mLol] £3fA|Z1 I,
EtsN(0.4mmol, 56u)& ¥il 30& &< wuksilet. o]F, vasEdFE ol
=(0.4mmol, 31ul)E 7}&ta ALo)A 108 FoF wwrslgitt. 7)o 2-o}n
-5-F22-3-w 2wl ZAH0.4mmol, 74mg) Z EtsN(0.8mmol, 112)& ¥ 31 &
S ARG, A2l 241 T ug & AugsEdEEdgels
(0.4mmol, 31p)E ¥ ©] 7ksta A2olA 18A1ZF Tt wwtalgitt. REESE
of wldob1(ImL)3} THF(ZmL)& ¥l A2clA 3AZF Fek urksidny. A4
| Ao TAE JAHAZIAL NeOHE A oJFo], A dES A 1
A, 60.4mg, & 36%).

'H NMR(300MHz, DMSO) & 10.49(s, 1H), 8.46(d, J=3.9Hz, 1H), 8.31(d,
J=4.9Hz, 1H), 8.10(t, J=9.6Hz, 2H), 8.01(d, J=8.2Hz, 1H), 7.77(d, J=9.0Hz,
1H), 7.56-7.47(m, 2H), 7.46-7.37(m, 1H), 7.35(s, 1H), 7.31-7.21(m, 1H),
2.72(d, J=4.3Hz, 3H), 2.39(s, 3H).

MS(relative intensity) 419.1(33), 401.1(13), 391.0(4), 361.0(2),

324.9(1), 298.1(2), 244.1(3), 222.1(100), 195.0(7), 167.2(1), 139.0(5).

AA e 2: N-(2- (YA R Y)-4-2 2 2-6-] U )6~ 5 0 Z-2-( 2] W2-
Q)-2H- A E-3-7H B A =

17
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9A 1. 1-(2-BREEA4-ZF 2 2 E)-1-(Fgd-2-¢)s| =2k
FEER-2-(BERgeE)dd A 2-HRE-1-(B2RHE)-4-ZF
olatiys, AAld 19 @A 13 2 PHPo=Z TA
A& 70%).

' NMR(300MHz, CDCl3) & 8.16(d, 1H, J=4.2Hz), 7.50(m, 1H), 7.34(dd,
1H, J=8.1Hz,2.4Hz), 7.21(dd, 1H, J=8.6Hz,6.2Hz), 7.03(d, 1H, J=8.7Hz),
6.98(td, 1H, J=8.5Hz,3.3Hz), 6.64(dd, 1H, J=6.6Hz,5.4Hz), 4.98(s, 2H), 3.95(s,
2H)

X o}:o
o,
pats
tlo
)

A 2. 6-2F L E-2-(FYd-2-2)-2H-AH%E |

1-(2-B2 R F)-1-(Fgd-2-d) 3| =&k Al 7] AAld 29 @A
1A @48 1-(2-B2E-4-Z2 0 2 d)-1-(Fgd-2-9)3 =gt L A}
AL AYslas, AAd 19 @A 29 2 HHoZ TA IFES FA
(& 83%).

I§ NMR(300MHz, CDCls) & 9.10(s, 1H), 8.50(d, J=4.7Hz, 1H), 8.25(d,
J=8.3Hz, 1H), 7.90(t, J=7.8Hz, 1H), 7.71(dd, J=9.1Hz,5.4Hz, 1H), 7.36-7.28(m,
2H), 6.92(td, J=9.1Hz,1.8Hz, 1H).

ofo
(ot

].

ol
3%

2A 3. 6-EFL2-2-(F Y -2-9)-2H- A HE-3-7 54
2-(F2d-2-9)-2-AE il A7) AAld 29 @A 204 F9D
6-2FL2-2-(FP-2-D)-2H-AHES AT A& ALjstns, AAd 19
3% Zd< WHoR 34 sdes FASAH(TE: 78%).
'H NMR(300MHz, CDCls) & 8.17(ddd, J=4.8Hz,1.8Hz,0.8Hz, 1H),
8.16-8.04(m, 2H), 8.17(dt, J=8.0Hz,0.9Hz, 1H), 7.66-7.59(m, 2H), 7.29(td,
J=9.3Hz,2.30z, 1H).

GA 4. N-2-(HEFRd)-4-Z 2 2-6-dEHd)-6-=F L 2-2-(Fgd-2-
d)-2H-JNFE-3-7FEAF =2
Tl glo] L]  2-olu|:=-5-FZ Z-N,3-tyd eyl Zo}ulo] = (0. 44mmol ,

87mg), A7) GA 394 FAE 6-ZF o Z-2-(FYPP-2-Y)-2H-Q}E-3-71 &
18
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AAHO0. 4mmol, 103mg), 2 AZE MeCN(1.0mL)E Eyth. o7 3-m&Za
(1.2mmol, 0.12mL)& Y11 AL0A] 30& I nuksle IFIFEES dHds] &
A

A AT, olF veesZdZ2alol=(0.6mmol, 46u0)S T}EEAL oA nl
WET. 147 Fol K005 Wi SEE 50C2 et o Az
30 B mwE ¥ oga 2EE Aoz Uy nAE AT oE
H0/MeCN(1:5) EFE 6nLE A omA o3atdtt. o]E thA Me(N(2uL)OE
Aol Fol, BA AFES AAHEN 1A, 154mg, T&: 88%).

'{ NMR(300MHz, DMSO) & 10.54(s, 1H), 8.46(d, J=3.9Hz, 1H), 8.34(d,
J=3.9Hz, 1H), 8.22(dd, J=9.3Hz,5.5Hz, 1H), 8.10(t, J=7.1Hz, 1H), 8.00(d,
J=8.0Hz, 1H), 7.57-7.47(m, 3H), 7.57-7.47(m, 3H), 7.35(s, 1H), 8.21(t,
J=9.3Hz, 1H), 2.71(d, J=4.5Hz, 3H), 2.38(s, 3H).

MS(relative intensity) 437.1(27), 419.1(9), 409.0(4), 379.1(4),
341.0(1), 315.9(1), 240.1(100), 224.0(2), 213.0(4), 193.0(1), 166.9(1),
139.1(2).

AN 3 N CIUE )4 8226 A ) 2 (B2 2
Q)-2H-A1HE-3-7H R Ab] =

gA 1. 2-(3-E2298d-2-9)-20-A &

25mL Foulet ZEA3E AR HAAZAT.  o7)d 1H-¢IuUE
(2.49mmol, 300mg), 2,3-vyZE=2=238H(4.98mmol, 744mg), = NaH(498mmol,
19mg) & ¥ ¥ DIF FTE(8.0mL)E& Yol &3AIZT. o]|F 125Tol|A] 26
AlZE Bt WA ] gkeS FAA]7)V] Y8 EFAG S 2k S/
ok, 710 HO030mLE 7hellE F cEolAMEHo]E 20mLE 3¥ FF3H3Th.

' & ¥HE NaHCOE AoJF T FZ AL NS0, Az 7%

FARAT. F5EES 272 A=ntE 299 (EA/CHLCl= 1:19) 2 AAst] &
A GFEL AR 1A, 205mg, & 36%).

'H NMR(300MHz, CDCl3) & 8.57(d, J=1.0Hz, 1H), 8.55(dd, J=4.6Hz,1.6Hz,
1H), 7.98(dd, J=8.0Hz,1.6Hz, 1H), 7.82(ddd, J=8.9Hz,1.9Hz,0.9Hz, 1H),

7.74(dt, J=8.5Hz,1.0Hz, 1H), 7.42-7.31(m, 2H), 7.13(ddd, J=8.5Hz,6.6Hz,0.8Hz,
19

HN
off v 32
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1H).

GA 2. 2-(3-EFEZYYd-2-¢9)-2H-AE-3-7F 5 A4t
2-(FAEd-2-¢)-20-AE Al 7] AAlel 39 DA 144 FAT
2-(3-2 2298 Y-2-9)-20-A =L 2183 AL xﬂﬂé‘ht—, AAd 19 &
A 33 2 HoE TA FFES FASAT(FE: 81%).
' NMR(300MHz, CDCl3) & 8.55(dd, J=4.8Hz,1.5Hz, 1H), 8.20-8.11(m, 2H),
7.81(dt, J=8.8Hz,1.0Hz, 1H), 7.64(dd, J=8Hz,1Hz,4.8Hz, 1H), 7.50-7.45(m, 1H),
7.41-7.35(m, 1H).

oA 3. N-(-(AgEd)4-FE2-6-vdHd)-2-(3- T2 =2 Y d-2-
A)-2H-A T} E-3-FEF A o =

7L Hpo] Lol  2-olm|:-5-F 2 2-N,3-t]H| @ Wl Zo}wlo] =(0.32mmol
64mg), 2-(3-E 2 =298 d-2-¢)-20-A I} Z-3-7} 52 AH0.29mmo ], 80mg), &L 7
ZH MeCN(1.0mL) & ¥ATF. 7o) 3-3ZA(0.87mmol, 85u8)& Y -0l
A 302 Fb mustol i}?}%%% 25 gHARTG. olF dusEyze
o] = (0.44mmol, 34u0)E 7}ata ALolA muksldel.  1A1ZF Foll H;000.5mL)

Y3 255 50CE &3¥ H, 308 & wulgt & ofr] 255 2oz
d4 nAS AHAART. o2 HOMN(1:4) EFE GiLZ WOowA ofz
Sl oAl MeCN(ZnL)E ARojFo] A &d=d AU TA, 92ng, +
& 70%) .

' NMR(300MHz, DMSO) & 10.41(s, 1H), 8.54(dd, J=4.7Hz,1.4Hz, 1H),
8.42(q, J=4.0Hz, 1H), 8.27-8.20(m, 2H), 7.84(d, J=8.7Hz, 1H); 7.66(dd,
J=8.1Hz,4.7Hz, 1), 7.53-7.44(m, 2H), 7.39(q, J=6.5Hz, 2H), 2.67(d, J=4.6Hz,
3H), 2.17(s, 3H).

MS(relative intensity) 453.0(10), 425.0(5), 394.9(2), 325.0(6),
298.1(8), 278.0(7), 256.0(100), 175.0(3), 145.0(2), 117.9(1).

= mlo

Ao 4: N-(2-(HDFulEY)-4-F 2 2-6-H D3 d)-2-3 9-20-A T} Z=-3-7} &
AhE| =
20
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oA 1. 2-#d-20-QHE

-UEZ W =Yd3]E 453mg(3.0mmol )l o}Ed & 2.0mL(21.9mmol, 7.3eq),
2 (Ets0)P 1.50g(9.0mmol, 3.0eq)E T3}, 70CANA] wlo]AZ Yol E 28 F
A ZAMG ¥, 150CoA] mlo]ZZ ol BE 108 F¢ AT, °o] E¢=
S HEdZzetolsd B9 F FHRFE ML F715E NaSOE X ¥
£mls ZAgEFIAFG. FHES HAYsE HYE AEREIYHI(EA/Hex =
1:19)2 st TA FFEL FAAT(136mg, T8 23%).

' NMR(CDCls, 300MHz) & 8.42(1H, s), 7.91(2H, d, J=6.0Hz), 7.80(1H,
d, J=9.0Hz), 7.72(1H, d, J=9.0Hz), 7.54(2H, t, J=7.5Hz), 7.43-7.30(m, 2H),
7.12(1H, t, J=7.5Hz)

SA 2. 2-¥9-2H-A}E-3-7H 544

2-(Fd-2-U)-2H-AhZF Al 7] AAld 49 DA 1ol A ﬂ@@
2-Hd-2H- k=L A4 AL Astne, AAd 19 ©A 33 22
o2 BA SHFES FAFA(FE: 24%).

"1 NMR(300MHz, CDCls) & 8.17(d, J=8.3Hz, 1H), 7.93-7.84(m, 1H),
7.59-7.51(m, 5H), 7.48-7.33(m, 2H).

@A 3. N-(4-ERE-2-vE-6-(AE 7R D) s d)-2-H d2H- <A E-3- T
Altel =
7l Hpo]ge]  2-olm:x-5-F 2 E-N,3-y | @l =o}ulo] =(0.34mmol ,
82mg), 2-¥'d-2H-91t}=E-3-7} 54 4H0.38mmol, 75mg), ¥ ZH MeCN(1.0mL)
S Jddth. 7)o 3-3ZA(1.02mmol, 99u)S Y F2olA 308 B =
3l A Z1 o|F HegsEdEZ o] =(0.5mol, 39
1A 7 Fol H000.5mL)S ¥ 2EE
£ Aoz g nAE A
NOHA o Fakal thA] MeCN(2ml) &
Aol Fo] TA SFES AHIAN 1A, 24mg, T 17%).

MS(relative intensity) 418.1(60), 387.1(31), 360.0(3), 298.1(4),
21
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267.1(1), 238.1(5), 221.1(100), 194.0(7), 181.0(7), 167.3(1).

AAd 5: N-2-(9dihuEd)4-S22-6-HEHd)-5-F22-2-(Igd-2-
A )-2H-A}E-3-F} = A0 =

gdA 1. 1-(2-B22-5-F2 24 4)-1-(ggd-2-¢)3 =23
-B2R-o-(BErdeE)dd dii -HER-2-(REEdY)-4-S22

AL AL e AYstas, AAd 19 &A 13 22 WHo

FES R (FE: 70%).

I NMR(300MHz, CDCl3) & 8.17(d, 1H, J=4.8Hz), 7.50(d, 2H, J=8.7Hz),

7.22(d, 1H, J=2.1Hz), 7.12(dd, 1H, J=8.4Hz,2.4Hz), 7.02(d, 1H, J=8.7Hz),

6.67(dd, 1H, J=6.5Hz,5.6Hz), 4.98(s, 2H), 4.00(s, 2H)

of

G 2. 5-F22-2-(9gd-2-9)-20-J}=F

50mL 15 S2HtY EekLdo] 1-(2-B2E-
2)3 =431 (1.45g, 4.64mmol)F CHCl,E B3 W3S
TH3A CHLLE FF $F MgS0,E d=xsta
PHE 29 (Hex/BA=4: DR E23te] 84 1A 32 L £3E dul2 A,
U] sonl 1% Fawlet Zeladd BRFAE AP T N-(-HER-5-2
Z2EA)-N'-(F 2 d-2-Y ) ot Es| =etA =(1.48g, 4.17mmol)E ¥ 1,4-T4
0] 24H10.4nL) S Yol murstgith.  Cul(0.08g, 0.42mmol)3} CsyC0s(3.40g,

10.4mmol )& 2L ¥ 255 106CTE ST, 19A1%F & d38 Fs3t0 4
xﬂ?}i 2etod st o} 7)o wlE 5N NaOH(12.5mL, 62.55mmol)3} MeOH(50mL )<
Ye T 70TColA 1217 a2 F 7] FolA 24413 FF wRks}
gk, o] MeOHS Z2A7]32 CHLLE 35 F NgS0,E Azxstn 7 5%
3 =gES 49 ELEU}EJEHJJ(Hex/EA IDE &t 3-dAlo] ZA 9

o
IR -% BAT(EA A, FE: 720).
'H NMR(300MHz, CDCl3) & 9.06(s, 1H), 8.52(d, 1H, J=3.9Hz), 8.26(d, 1H,
J=8.4Hz), 7.91(m, 1H), 7.70(d, 2H, J=9.3Hz), 7.33(dd, 1H, J=7.2Hz,5.6Hz),

7.25(dd, 1H, J=3.9Hz,1.8Hz)
22
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@A 3. 5-FE2-2-(FFd-2-¢)-20-Q g =-3-71 5 A4t
o-(HPW-2-)-2H-AE A A7) w©A 2004 A 52z
o-(T Y B-2-)-2-ATHEL AFLF AL 2119]8}2%, A6 19 B 3%
2o WMoz TA TS BANAT(FE: 44%).
'H NMR(300MHz, CDCl3) & 8.59(dd, J=4.9Hz,0.9Hz, 1H), 8.15-8.07(m, 2H)
7.83-7.74(m, 2H), 7.66-7.59(m, 1H), 7.-41(_dd, J=9.2Hz,2.0Hz, 1H).

oA 4. N-(2-(FE7EY)-4-222-6-vEHd)-5-FR2-2-(F g d-2-
U)-2H-JZF-3-7 F A =

7mL  vlo] o] 2-olm|w=-5-FZ Z-N,3-yugul=o}lulo] = (0. 15mmol,
40mg), 5-FE2Z-2-(¥gd-2-9)-20-A}ZF-3-7} 52 4H0.16mmol, 32mg), =

AzE NeCN(0.5nL) S YUTh  ei7)o)] 3-32W(0.44mmol, 43u0) S Q3 L

o A 30 Bt wtste SHFEES EF SAZT. olF vEgeZdER
2}o]=(0.22mmol, 17u)E  7slm AL mweln, A" aAE
H0/MeCN(1:4) EFE 62 Ao®A o FHsi3iT 1%tw4mm@m) g
o] o, ZA9 SIFES A A 1A, 58mg, TE&: 87%).

' NMR(300MHz, DMSO) & 10.55(s, 1H), 8.47(d, J=3.9Hz, 1H), 8.41(d,
J=4 6Hz, 1H), 8.27(d, J=1.9Hz, 1H), 8.11(td, J=8.0Hz,1.8Hz, 1H), 8.01(d,
J=8.1Hz, 1H), 7.84(d, J=9.2Hz, 1H), 7.58-7.48(m, 2H), 7.40(dd, J=9.2Hz,2.0Hz,
1H), 7.35(d, J=2.3Hz, 1H), 2.78(d, J=4.6Hz, 3H), 2.40(s, 3H).

MS(relative intensity) 453.1(25), 435.1(7), 422.0(4), 395.0(3),
359.0(2), 332.2(1), 256.0(100), 244.1(9), 229.1(13), 209.0(4), 179.0(2),
167.0(5), 151.9(3), 139.09(7). |

AN 6: N-(-(MRFIEL)4- 22 2-6-1LH D) -5-FF 0 2-2-(3] 2 -2
Q)-2H-ATHE-3-7H B AbE =

9A 1. 2-(1-(2-BEE-5-ZF e 2uad)sl =gt d) g d
-FEER-2-(B2RrdeE)dd il 1-BEER-2-(BERYY)-4-ZF9
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2 H8E AL AdStns, A6 19 A 13 2 PP EA
% ﬁLMg—].oﬂD}( : 90%)
'H N\MR(300MHz, CDCl3) & 8.16(d, 1H, J=4.8Hz), 7.51(m, 2H), 7.01(d, 1H,
J=8.7Hz), 6.96(dd, 1H, J=9.5Hz,2.9Hz), 6.86(td, 1H, J=8.1Hz,3.0Hz), 6.66(m,
1H), 4.99(s, 2H), 4.01(s, 2H).

9A 2. 5-EFLE-2-(9gd-2-Y)-2H-A}=E
1-(2-B 22 A)-1-(Fgd-2-d)s =t thal 7] A 164 &4
& 2-(1-(2-BE2R-5-FFozwld)s| et d) v gd
, AA 19 ©A 29 ZE WHo=E A FFES FANANSTE:
91%) .
'H NMR(300MHz, MeOH) & 8.59(dd, J=4.9Hz,0.9Hz, 1H), 8.15-8.07(m, 2H),
7.83-7.77(s, 2H), 7.66-7.59(m, 1H), 7.41(dd, J=9.2Hz,2.0Hz, 3H).

|
| .

@A 3. 5-EFL2-2-(F 2 d-2-9)-20-A HE-3-7H 5 A4

2-(3) 2 8-2-2)-2H-AITHE WAl Br] v 20M A4S 5-ERem
2-(F P H-2-)-2H-IHEL A8 AL Adstne, AN 19 @) 33
re PPoz EA HTBL BARUHFE: 5.

"I NMR(300MHz, CDCl3) & 8.57(d, J=8.5Hz, 1H), 8.53-8.48(m, 1H),
8.20-8.09(m, 2H), 7.75(dd, J=9.4Hz,4.7Hz, 1H), 7.59-7.51(m, 1H), 7.22(dd,

- J=9.0Hz,2.2Hz, 1H).

GA 4. N-(2-(MEFHEY)-4-222-6-m P ¥ d)-5-EF 22 -2-(FFd-2-
D) -2H-ATHE-3-7h 5 A =

7L wlo]Qo]  2-o}m|i-5-F 2 2-N, 3-U) v el Zo}ulo] =(0.43mmol
85mg), 7] ©A 30M AFxD 5-ZFQ 7-2-(3FP-2-Y)-28- T} E-3-7} =2
A240.39mmol, 100mg), ¥ AZF MeCN(1.5mL)& ¥tk. <7)o)] 3-9=d
(1.17mmol, 113u0)S i A20A 308 ¢t uwtéle] AAEEL ZF 23
AR}, o]lF HeasZdZZ2o]=(0.58mmol, 45u)S 718t Ao A myk

st mAE AAAAZAT.  o]S H0/Me(N(1:4) EFE 8Lz QOoWA o3}
24
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3 TA] MeCN(2mL)2 Ao Fof, EAC eSS Y (A 314, 165mg,
S8 97%).

'H NMR(300MHz, DMSO) & 10.50(s, 1H), 8.47(d, J=4.4Hz, 1H), 8.39(d,
J=4.5Hz, 1H), 8.10(t, J=7.8Hz, 1H), 7.99(d, J=8.0Hz, 1H), 7.94-7.82(m, 2H),
7.57-7.47(m, 2H), 7.40-7.30(m, 2H), 2.74(d, J=4.4Hz, 3H), 2.39(s, 3H).

MS(relative intensity) 437.1(20), 419.1(5), 406.1(2), 378.9(2),
341.0(1), 315.9(1), 240.1(100), 224.0(2), 213.1(5), 193.1(1), 167.1(1).

AN 70 NQ-(AETRIE)4-F2 26U D)2 (- YT 2l T2
Q)-2H-QhE-3-7H AP =

@A 1. 2-(1-(2-R2Edd)s =2 d)-5-AE 98 d
1-(Jgd-2-dsl=gtz gl 1-(5-HE Y d-2-d)3 =0 & A&
Stal, HHSAIZHS 20A1F0 2 & RS AYstaEs, HAd 19 &4 13 2L
Wor A SAES FAA(TE: 84%).
'H NMR(300MHz, CDCl3) & 7.99(s, 1H), 7.58(d, 1H, J=7.8Hz), 7.32(d, 1H,
J=8.1Hz), 7.23(m, 2H), 7.13(t, 1H, J=7.1Hz), 6.94(d, 1H, J=8.7Hz), 4.98(s,
2H), 3.96(s, 2H).

-

A 2. 2-(5-vE g d-2-Y)-2H-A &

1-(2-B 22 d)-1-(Fgd-2-d)sl ekl dal 47 GA 104 FA4
& 2-(1-(2-E2Edd)s = a}ig -5 Pu e AT AL Astas,
Aol 19) @A 29 2 oz A FFEE UG 96%).

'"H NMR(300MHz, CDCl3) & 9.06(s, 1H), 8.34-8.90(m, 1H), 7.77-7.67(m,
3H), 7.35-7.28(m, 1H), 7.13-7.05(m, 1H), 2.40(s, 3H).

aA 3. 2-(6-vlEH g d-2-d)-2H-AThE-3-7H 5 A4
2-(Ad-2-d)-20-AeE Al 47] =l 201 @4 2-(5-mE
D-2M-AHES AT As 191'6}3%, AAld 19 @A 33 g

-2~
oz TA FFES AU HEFE: 34%).
25
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'H NMR(300MHz, CDCl3) & 8.51(dt, J=8.6Hz,1.0Hz, 1H), 8.47(d, J=8.6lz,
1H), 8.30-8.26(m, 1H), 7.93(dd, J=8.6Hz,1.7Hz, 1H), 7.77-7.72(m, 1H),
7.45-7.38(m, 1H), 7.35-7.28(m, 1H), 2.40(s, 3H)

5 ©A 4. N-(2-(MEIEY)-4-Z22-6-vEud)-2-(5-H e g d-2-
4 )-2H-QATHE-3-7F A =
7oL "lo] o]  2-o}m| :-5-F 2 2-N,3-t) g Wl Zo}ulo] = (0. 27mmol ,
54mg), 7] @A 3904 AzF 2-(5-FlEdH-2-¢)-2H-A}E-3-7 5244t
(0.23mmol, 57mg), 2 HZEE MeCN(1.0mL)E 2d. 7)o 3-gZF9
10 (0.75mmol, 73u0)& ¥l A2olA 308 F<k nutsle] IFJEESS ZF £3)
ANZATH. oF HasZdE2eto]|=(0.37mmol, 29u0)E 7}eta A4 uwk
st LAE BAAZAT.  olE H0/MeCN(1:4) EFE 6mLE oA o115}
3 A MeCN(2mL)Z Ao} o], BA dgES AANIN 1A, 88mg, F
£ 91%). |
15 1 NMR(300MHz, DMSO) & 10.47(s, 1H), 8.30(d, J=7.2Hz, 2H), 8.11(d,
J=8.5Hz, 1H), 7.93-7.85(m, 2H), 7.76(d, J=8.8Hz, 1H), 7.50(s, 1H),
7.30~7.20(m, 1H), 7.34(s, 1H), 7.30-7.20(m, 1H), 2.72(d, J=4.5Hz, 3H), 2.39(s,
3H), 2.37(s, 3H).
MS(relative intensity) 433.1(5), 415.0(3), 375.1(2), 323.1(1),
20 258.2(1), 236.1(100), 224.1(2), 208.1(6), 193.1(2), 137.9(2), 65.0(4).

AAld 8: N-(2-(MEilrd)-4-222-6-HEdd)-2-(5-E2 =¥ g d-2-
A)-2H-A}E-3-FHHAP =

25 SA 1. 2-(5-F 223 g d-2-9)-2-¢It}=
2,3-t122z38d gl 2,5-0F229 DL AHEE AL At
B, AAd 39 @A 13 e wiez A FREL FHYHFE:
30%) .
'H NMR(300MHz, CDCl3) & 8.79-8.74(m, 1H), 8.47(dd, J=2.6Hz,0.6Hz, 1H),

30 8.20(d, J=O.8Hz, 1H), 8.03(dd, J=8.9Hz,0.7Hz, 1H), 7.81-7.75(m, 2H),
26
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7.56-7.50(m, 1H), 7.33-7.26(m, 1H).

A 2. 2-(5-EEREFP-2-Y)-20-AFE-3-7H 5 A4
2-(Fd-2-9)-2H-AthE Al 7] DA 1olA FAed 2-(6-FE=
HJyd-2-9)-20-AFE L A AL AQstae, AAd 19 @A 37 72
Ao T EA sEES AT (FE: 23%).
'H NMR(300MHz, CDCls) & 8.48(s, 1H), 8.45-8.38(m, 2H), 8.06(dd,
J=8.9Hz,1.6Hz, 1H), 7.76(d, J=8.7Hz, 1H), 7.46-7.39(m, 1H), 7.38-7.30(m, 1H).

A 3. N-(@-(EFEY)-4-SF22-6-HEdHd)-2-(5-E2 29 d-2-
—2H-AThE-3-7F FAR =

mL  wpo]o]  2-o}u| w=-5-F 2 Z-N,3-tiydwl =o}lwulo] =(0.11mmol ,
22mg), 7] @A 2014 AzD 2-(5-F 229 d-2-¢)-20-Q }E-3-7} =2
AH(0.10mmol, 28mg), %L A=ZHF MeCN(0.5mL)S €Ak,  o7je 3-m =™
(0.31mmol, 30u0)& Y1 F2oA 30& Tt uwtste] FEES EF &30
ANAT. o]lF HeEZdE2ao]l=(0.15mmol, 12u)E 7F3Fal g
el nAE AAAAT. o]E HO0/MeCN(1:4) EFE 6nLE RowA o33}
3 ThA] MeCN(2mL)E Ao} o, EAY FFES AAHIAA 1A, 38mg, T
£ 83%).

'H NMR(300MHz, DMSO) & 10.49(s, 1H), 8.53(d, J=2.4Hz, 1H),

8.35-8.28(m, 2H), 8.23(dd, J=8.7Hz,2.4Hz, 1H), 8.11(d, J=8.7Hz, 1H), 8.04(d,
J=8.7Hz, 1H), 7.77(d, J=6.0Hz, 1H), 7.50(s, 1H), 7.47-7.38(m, 1H), 7.35(d,

J=2.1Hz, 1H), 7.31-7.23(m, 1H), 2.71(d, J=4.4Hz, 3H), 2.37(s, 3H).

MS(relative intensity) 453.1(6), 435.0(4), 425.1(2), 395.0(3),
325.0(2), 298.0(1), 278.0(6), 256.0(100), 228.0(6), 215.0(2), 193.1(6),
166.0(3), 145.0(3), 112.0(11), 102.0(2), 76.0(3), 58.0(3).

AAld 9:  N-(2-(o]AZX =R Y)-6- uil%sﬂl'é)—z—(s—aiirqalﬂ—z—
d)-2H-AGE-3-FHF A =

27
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7nL  Hpo]&ol]  2-o}m]|:-N-o] A X 2 H-3-w el =o}lrlo] = (0. 15mmol
28mg), AAld 39 @A 200A FAF 2-(3-F 2RI d-2-Y)-2H- }E-3-
7HE 4 AH0.13mmol, 36mg), © AZH MeCN(0.5mL)S ¥olth. oi7lo 3-HF
2(0.40mmol, 38ul)S ¥i ALo)A 308 T wwEd FFYEELS EF &
AR, olF HEEEIF 2] =(0.20mmol, 15u)E 7FSFIL AF-2olA 2
AlZb Eeb wwralgde. 7)o HO(1.0mb)E Y3 252 50C2 28 308
aL 0F 7HelE ¥ 30mL oﬂ%okxﬂEﬂO]Ei 3 FZ3H
k. F23 f715L ¥39 NaHC0:2 Aol F FE2AL MgSOE A%
a4 FFAAY. ol AYstA AZvlE T (EA/Hex = 1:2) 2 FAS E
Al SFES SAH(38mg, TE: 64%).

' NMR(300MHz, CDCl3) & 10.24(s, 1H), 8.52(dd, J=4.7Hz,1.6Hz, 1H),
8.23-8.17(m, 1H), 7.94-7.85(m, 2H), 7.50-7.38(m, 3H), 7.35-7.27(m, 2H),
7.16(t, J=8.9Hz, 1H), 5.92(d, J=7.9Hz, 1H), 4.20-4.12(m, 1H), 2.27(s, 3H),
1.18(d, J=6.6Hz, 3H).

MS(relative intensity) 447.1(18), 429.1(4), 419.1(7), 388.0(5),
361.0(10), 353.1(8), 335.1(3), 319.1(10), 303.1(4), 285.1(3), 256.1(100),
244.0(9), 228.0(6), 217.1(10), 208.0(2), 193.0(5), 181.0(1), 160.0(6),
111.9(7).

|

AN el 10: N (RARE D)6 DA D)2-(3-F 2 25 2] W-2-9)-24-Ah
F-3-718Atm) =

7ml. vlo] ol 2-o}u :x-N, 3-t v eyl = olmlo] = (0. 15mmol, 24mg), AA|
o 39 A 204 FAT 2-(3-F2=2FFU-2-Y)-2H-A}E-3-7+5
(0.13mmol, 36mg), 2 AZH MeCN(0.5mL)S €Tk,  oi7]e] 3
(0.40mmol, 38ul)S Wil LA 30% 5 wRksle] JHFEES BF £3)
A AT, olF HaEZIEZeto]=(0.20mmol, 15u)E 78t AL2oA 2
of IAE YA, ol AduEE HowA osld
%*91\:}(3&4 oA, 15mg, FE&: 25%).

, DMSO) & 10.51(s, 1H), 8.56(dd, J=4.7Hz,1.5Hz, 1H),
28

5 o
&
=
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8.34(dd, J=8.3Hz,3.9Hz, 1H), 8.29-8.22(m, 2H), 7.87(d, J=8.7Hz, 1H), 7.68(dd,
J=8.1Hz,4.7Hz, 1), 7.54-7.47(m, 1H), 7.44(d, J=8.3Hz, 1H), 7.40-7.34(m, 2H),
7.27(dd, J=8.4Hz,6.6Hz, 1H), 2.70(d, J=4.6Hz, 3H), 2.19(s, 3H).

MS(relative intensity) 419.1(23), 401.0(4), 384.1(21), 361.1(33),
353.0(9), 325.0(9), 309.0(2), 291.1(9), 275.1(20), 264.1(47), 256.0(70),
244.0(83), 229.0(14), 217.1(100), 193.0(5), 181.0(12), 158.0(5), 145.0(43),
111.9(6), 88.9(2), 63.0(8).

AAe] 11: N-(2-(0]|AZX2HFHIEY)4-F22-6-WEHd)-2-(3-E2 =25
d-2-U)-20-AEF-3-FH5AH| =

7l Blo]&o|  2-olm|w-5-FEE-N-0]AZ EF-3-w gl Zolulo] =
(0.20mmol, 45mg), AAldl 39 ©A 204 FAHF 2-(3-FEE2HYd-2-
A )-20-Q }E-3-7+ =2 2H0. 18mmol, 50mg), E A=H MeCN(0.6mL) & ¥ AT}.
7)o 3-7Z(0.55mmol, 53ul)S Wil Ao 308 Fo wutee] FFgE

S BE &HAZAY. olF vasEdE2eto]=(0.28mol, 21u)E 718k
b owmwaed mAE BHARTG. oF dueE RowA
o 3ste}, A FFES AAHAA 1A, S6mg, & 63%).

' NMR(300MHz, DMSO) & 10.31(s, 1H), 8.55(dd, J=4.7Hz,1.5Hz, 1H),
8.35-8.23(m, 3H), 7.86(d, J=8.7Hz, 1H), 7.68(dd, J=8.1Hz,4.7Hz, 1H),
7.54-7.46(m, 2H), 7.44-7.36(m, 2H), 3.95(dq, J=13.6Hz,6.6Hz, 1H), 2.19(s, 3H),
1.04(d, J=6.6Hz, 6H).

MS(relative intensity) 481.1(7), 453.1(3), 422.0(3), 395.0(5),
353.1(5), 326.1(3), 293.9(2), 278.0(8), 256.1(100), 228.0(5), 193.0(5),
166.0(3), 145.0(7), 111.9(14), 102.0(3), 90.0(5), 76.0(7), 58.1(4).

ox it
rlo
=2
R
o
R
N
N,
olft
o

il

AN 12: N-(2-(0]AZT2HFHIEY)-4-H 2R -6-vEd¥d)-2-(3-F2 =¥ T
2-2-9)-2H-=F-3-7} 8 A e =

7L Hpo]gel]  2-ojm|-5-HER-N-o| A X 2 F-3-w gl Zo}rio] &
29
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(0.20mmol, 55mg), AAld 39 WA 204 FAT 2-(3-EERZyEd-2-
)-2H-Q TFE-3-7F 2 A 2H0. 18mmol, 50mg), = AZH MeCN(1.0mL)& 23T},
o 7)o 3-3]Z&(0.55mmol, 53ul)S P Ao 308 F¢ wuksle HIE
S BT &3AFH. O]“—w&— JetEZ U E 2ol =(0.28mol, 21u)E 7}8laL
oo 247 Bk wHEg. AAE TAS dBeE AoWM o Hao
A FFES EANEY 1A, 5Tng, TE: 54%).

H NMR(300MHz, DMSO) & 10.32(s, 1H), 8.56(dd, J=4.7Hz,1.5Hz, 1H),
8.38-8.22(m, 3H), 7.87(d, J=8.7Hz, 1H), 7.68(dd, J=8.1Hz,4.7Hz, 1H), 7.62(d,
J=1.9Hz, 1H), 7.55-7.46(m, 2H), 7.45-7.36(m, 1H), 3.95(dq, J=13.4Hz,6.6Hz,
1), 2.19(s, 3H), 1.04(d, J=6.6Hz, 6H).

MS(relative intensity) 527.1(7), 525.0(5), 499.0(3), 468.0(3),
440.9(5), 399.0(3), 382.9(3), 339.9(1), 323.9(7), 296.9(10), 256.0(100),
238.0(3), 228.0(5), 203.1(1), 193.0(5), 165.0(2), 145.0(6), 111.9(10),
76.0(3), 58.1(3).

AN 13: N-(2-(E7tEY)-4- B2 R-6-H g d)-2-3-F2 29 ¥ d-2-
4)-ZH-AHGE-3-7HEAM =

Tl wholeke]  2-obmi--5-B RN ;- e g wil = otuto] = (0. 18mmol
13ng), AA G 39 BA 2004 FAH 2-(3-Z 22 WP W-2-Y)-2H-A TFE-3-
FFE A A0, 16mmol, 44mg), 2 H MeCN(1.0mL)2 €Stk 7] 3-9&
A(0.48mmol, 43u0)& Wi AL oﬂxi 308 EoF wulsld AFPTSL BT
AIAT.  olF vEEZEd I 2ol =(0.24mmol, 19u)E 7hskar AF2olA 2
AlZE Bt wRkET. AAdE IAE Oﬂ‘i‘r%i RNOAAN oAZste, EA 3
5L U@ 1A, 30mg, FE&: 38%).

'H NMR(300MHz, DMSO) & 10.43(s, 1H), 8.56(dd, J=4.7Hz,1.4Hz, 1H),
8.47-8.40(m, 1H), 8.30-8.22(m, 2H), 7.87(d, J=8.7Hz, 1H), 7.69(dd,

| J=8.1Hz,4.7Hz, 1H), 7.63(d, J=1.6Hz, 1H), 7.56-7.47(m, 2H), 7.45-7.38(m, 1H),

2.69(d, J=4.5Hz, 3H), 2.19(s, 3H).

MS(relative intensity) 499.0(5), 497.1(4), 471.0(3), 431.0(3),
30
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405.0(2), 386.9(1), 368.9(5), 342.0(7), 323.9(10), 296.9(10), 228.1(7),
203.0(2), 193.1(6), 165.0(3), 145.0(9), 129.0(1), 112.0(14), 90.0(4).

AXd 14: N-C2- (g RD)-4-F22-6-HE¥d)-5-F22-2-(3-E2 =Y
g 9-2-9)-7-H g-20-A FE-3-FHEAv| =

DA 1. -2 2-2-(3-F22H g d-2-¢)-7-"E-2H-A}ZE

AFstol|=g8to] =(72mg, 1.80mmol)E OFMEUEH(2.0mL)o] =< H
0C oA 5-F==2-7-w8-1H-9142(100mg,0.60mmol )2 7)1 ¥ LAL Fol5H
AAs) Yo FUh, 308 H 2,3-tZF2 2398 d(133mg, 0.90mmol)< @i 3
d B FFSAUYG. WEFEE F AGoER Ansta &g AAG H F
d A2vlEId 9 (EA/MMex = 1:9)Z AAst EA SFFES AJHEAN 14,
149mg, <& 98%).

TLC(EA/Hex = 1:2), R¢=0.50;

"1 NMR(CDCls,300MHz) & 8.56(dd, J=4.6Hz,1.5Hz, 1H), 8.45(s, 1H),
7.99(dd, J=8.0Hz,1.6Hz, 1H), 7.55(s, 1H), 7.42(dd, J=8.0Hz,4.6Hz, 1H), 7.07(s,
1H), 2.67(s, 3H).

WA 2. 5-222-2-(3-2 2232 9-2-9)-7-v Y-2H-9l T} E-3-7} 2 A 4}

A7) GA 1A AT 5-2RE-2-(3-FR R Y-2-9)-7-v| g-2H-
ATHE(200mg, 0.72mmol)S THR(2.4mL)oll 520 H -78CE LFUch. 7]
n-BuLi(2.5M &9, 43040, 1.1mmol)S A A3] A7}stgitt. 3A17F B3 -78TC
A b AIRl H 0, 7haZ 3AZE B MERAAT. o] FREWH AL
o2 HSEY 25E AMA3 23 H derId vgES YWY, pH 82
g (2N NaOH) ANEEl22 58 AFst. +5& oAl IN HC1E ©
43to] pH 22 BE T (HCLE FE8t IAY dFES AN 114,
125mg, & 54%).

'H NMR(CD50D, 300MHz) & 8.56(d, J=4.6Hz, 1H), 8.16(d, J=8.1Hz, 1H),
7.94(s, 1H), 7.67(dd, J=8.1Hz,4.7Hz, 1H), 7.22(s, 1H), 2.61(s, 3H).

B
l~

-
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94 3. N-2-(HE7hEd)4-F22-6-Hdud)-5-F2E2-2-(3-F2 21 g
H-2-4)-7-A g -2H- QI E-3-7H BAbr| =

A7) @A 204 A 5-ER2-2-(3-F 229 D-2-9)-7-vd-21-
A}E-3-7H5 4 2H(50mg, 0.15mmol)& SMHNIEYEZ(0.8uL)el =<1 H 3-3&F
U (42mg, 0.45mmol)E A 7}sIA T}, 0E H dHeEsEdE2olo]|=(26mg,
0.23mmol)E A7l 2-0}v|e-5-F 2 2-N,3-t v & ¥l 2 olulo] = (34mg,
0.17mmol1) & H7tak H A2olA vh3& Mttt AA38) w387 A
IAZE A7IE A2 Holl ¥hE TR AFHAE AMgste] Add nA s
FES AFsth. o] &R 3 MFH F upx]ge)] odoHIZR AH
5 H dzste] BA S@ES AU (EA A, 48mg, TE: 68%).

"1 NMR(DMSO, 300MHz) & 10.40(s, 1H), 8.57(dd, J=4.7Hz,1.2Hz, 1H),
8.44(d, J=4.6Hz, 1H), 8.28(dd, J=8.1Hz,1.2Hz, 1H), 8.18(s, 1H), 7.70(dd,

J=8.1Hz,4.7Hz, 1H), 7.49(d, J=2.2Hz, 1H), 7.40(d, J=2.3Hz, 1H), 7.32(s, 1H),

2.72(d, J=4.4Hz, 3H), 2.60(s, 3H), 2.18(s, 3H).

em o 15: N-(2-(o|AZ 2HF R Y)4-F22-6-1EdHd)5-F22-2-(3-F
2238 d-2-9)-7-vd-20-Q G} =E-3-F} EAln| =

2-olu| -5-ZF 2 2-N, 3-t] |l =olulol= Al 2-olm]-5-F 2 Z-N-
o) aTZP-3-H Yl Zzolrlo] =2 A& RS AL FaE, A6 149 @
37 & oz A SFEL FANUAW(IA 1A, 66mg, TE&: 83%).

H NMR(DMSO,300MHz) & 10.27(s, 1H), 8.53(s, 1H), 8.32(d, J=7.9Hz, 1H),
8.24(d, J=8.0Hz, 1H), 8.19(s, 1H), 7.68-7.64(m, 1H), 7.45(s, 1H), 7.30(d,
J=11.5Hz, 2H), 4.01-3.89(m, 1H), 2.56(s, 3H), 2.48(s, 3H), 1.02(s, 3H), 1.00(s
3H) |

AAd 16: N-2-(HaFuRd)4-B 22 -6-HEdHd)-5-F22-2-(3-E2 2 3
g d-2-d)-7-v g -20- }E-3-F} F A =

2-otv|-5-2 2 2-N,3-HH gl =otvio] = th4l  2-olm|x-5-BER
32
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N, -t gl 2olulo]| =8 ARt AL ALstas, Arld 149 ©A 33 2
WHog ¥A FES SR 1A, 63mg, TE: 77%).

'H NMR(DMSO,300MHz) & 10.37(s, 1H), 8.54(dd, J=4.7Hz,1.2Hz, 1H),
8.42(d, J=4.5Hz, 1H), 8.25(dd, J=8.1Hz,1.2Hz, 1H), 8.14(s, 1H), 7.67(dd,
J=8.1Hz,4.7Hz, 1H), 7.59(d, J=2.1Hz, 1H), 7.48(d, J=2.2Hz, 1H), 7.29(s, 1H),
2.68(d, J=4.5Hz, 3H), 2.57(s, 3H), 2.14(s, 3H).

flo

AA G 17: N-(2-(o]lAZ 27 Rd)4-B 2 R-6-H g5 d)-5-F22-2-(3-F
22y 8 d-2-9)-7-vd-20-QA - E-3-F} EAlv| =

2-o}lm =-5-F 2 2-N,3-t g Wl Zo}ulo] = tjAl 2-0}u|-5-H 2 B -N-
oAz 2P-3-vgdul=olulo]=E AR A& AQstie, AAld 149 TA -
37 2 Wy o s XA FAES FASA(EAA LA, Somg, TE: 64%).

'Y NMR(DMSO,300MHz) & 10.27(s, 1H), 8.53(dd, J=4.7Hz,1.3Hz, 1H),
8.32(d, J=7.8Hz, 1H), 8.24(dd, J=8.1Hz,1.3Hz, 1H), 8.19(s, 1H), 7.67(dd,
J=8.1Hz,4.7Hz, 1H), 7.58(d, J=2.0Hz, 1H), 7.44(d, J=2.2Hz, 1H), 7.28(s, 1H),
3.99-3.92(m, 1H), 2.56(s, 3H), 2.15(s, 3H), 1.03(s, 3H), 1.01(s, 3H).

AAld 18: N-(2-(WE7hulEd)-6-vEdud)-5-E22-2-(3-E2 2 g d-2-
A)-7-d€-20-AE-3-F1EA =

2-oln) =-5-F 2 2-N, 3-tH gl Zolulo] = thAl 2-o}u]=-N, 3-tjH &
Hzolvlo] =g AFES AL ALstaE, HAld 149 ©A 33 22 WHo=
BA FFES FHSAH(AA 1A, Sdmg, FE: TTH).

1 NMR(DMSO,300MHz) & 10.41(s, 1H), 8.54(dd, J=4.7Hz,1.3Hz, 1H),
8.30(d, J=4.6Hz, 1H), 8.24(dd, J=8.1Hz,1.3Hz, 1H), 8.17(s, 1H), 7.67(dd,
J=8.1Hz,4.7Hz, 1H), 7.33-7.23(m, 4H), 2.69(d, J=4.5Hz, 3H), 2.57(s, 3H),
2.15(s, 3H).

AA e 19: N-(2-(H eI R Y )4-E22-6-vEHd)-5-BE2RE-2-(3-§2 2]
33
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29-2-0)-7- 225 A THE-3- 7R AL =

@A 1. 5-HER-2-(3-E2 2y d-2-9)-7-7g-20-A =&

aEstel=gto] =(37.6mg, 0.94mmol)E oMHEYEZH(1.6ml)o =< H
0C ol 5-B=R-7-2D-1H-ATh=(100mg,0.47mmol )& 7| % HA& F2o)5H]
143 Yol Aok, 308 #H 2,3- QZiiqa}ﬂ(zos:)mg, 1.41mmol)& ¥l 3
] Fe BRET. WEEE F Ao ER ARsta &ujE AAT H ZH
] AEEIHY(EA/Hex = 1:9) 2 HAAst] ZA FES AATHAN 14,
149mg, <& 98%).

TLC(EA/Hex = 1:2), R¢=0.45;

'H NMR(CDCl3,300MHz) & 8.58(d, J=4.6Hz, 1H), 8.46(s, 1H), 8.00(d,
J=8.0Hz, 1H), 7.75(s, 1H), 7.43(t, J=6.0Hz, 1H), 7.20(s, 1H), 2.67(s, 3H)

P

o

GA 2. 5-HEE-2-(3-2R2EFYL-2-U)-7-vE-20-A }E-3-7H 5 A4
5-HER-2-(3-F2 2y d-2-9)-7-A & -20-¢1t}Z(110mg, 0.34mmol)

S THF(1.1mL)o] =% -78CE 2331, 7)o n-BuLi(2.5M &%, 2044,

0.51mmol )< A]A3] AT, o] & 3AIZF & -78T A WA FH CO,

ZFAE 3AZE B MEYAZG. dhgo] FREAY 4o ieEl 25F

MABl & H I35z BHEES 9. olE pH 82 %<& F (2N NaOH)
of| & o Eﬂii FEL $Z2S Al INHCI S o] &3to) pH 28 24

A
F (LLE FEstd FA dd=S AAH>A A4, 82ng, T&: 66%).
'H NMR(CDCls,300MHz) & 8.59(d, J=4.3Hz, 1H), 8.13(s, 1H), 7.99(d,
J=7.9Hz, 1H), 7.56(t, J=6.0Hz, 1H), 7.32(s, 1H), 2.67(s, 3H)

9A 3. N-C2-(AE 7 EY)-4-E 22 -6- Uﬂ%ﬂlé) 5-H2R-2-(3-F2 29
d-2-4)-7-v g -2H-A T} E-3-FHEA v =

d7] BA 2004 FAG 5-HER-2-(3-F2 2 d-2-9)-7-H g-21-
ATHE-3-71544H(50mg, 0.14mmol)S SFHIEYEZ(0.7nL)o %< & 3-4Z
H(39mg, 0.42mmol)S A7}, 308 H vaEZdZ2olo]=(24ng,

0.21mmol ) & A 7}sha 2-oln| =~5-F 2 2 -N,3-t & Wl Zo}u}o] = (30mg,
34
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0.15mmol)E H7hgh H AA2dA ¥3S& Iyttt AA3] vkgE-7]o A
A7F AA7IH 3AIZE Hell ¥h3& FES L AHAAE ALt AAHE A 3
Mg B3I, o] & AdeERE 3 AF £ upA|dol dEoH=E= A3
H Azxstd FA sdES AR 1A, 58ng, & 76%).
'H NMR(DMSO, 300MHz) & 10.39(s, 1H), 8.54(d, J=3.6Hz, 1H), 8.42(s,
1H), 8.31(s, 1H), 8.25(d, J=7.4Hz, 1H), 7.67(dd, J=7.9Hz, 4.7, 1), 7.46(s,
1H), 7.38(d, J=7.8Hz, 2H), 2.70(d, J=4.3Hz, 3H), 2.56(s, 3H), 2.15(s, 3H).

kl

i

II.

roL

AR 20: N-(2-(o] AT 2R Yd)4-E22-6-HEdHd)-5-BE2R-2-(3-F
223 g 9-2-9)-7-Hd-20-A T} Z-3-F} FAlv| =

2-olu| =-5-F 2 2-N,3-tr gl Zolvlo]l = tjAl 2-o}u]ke-5-F 2 2-N-
olaZTzg-3-m Bl =olutol =g AMRR Ao ALk, AAd 199 2
3% 22 WHez A e AU 1A, 6dmg, FE: 79%).

'H NMR(DMSO, 300MHz) & 10.26(s, 1H), 8.52(d, J=3.1Hz, 1H), 8.35(s,
1), 8.30(d, J=7.6Hz, 1H), 8.23(d, J=8.1Hz, 1H), 7.65(dd, J=8.0Hz,4.8Hz, 1H),
7.44(s, 1H), 7.38(s, 1H), 7.31(s, 1H), 3.96(d, J=7.2Hz, 1H), 2.55(s, 3H),
2.14(s, 3H), 1.02(s, 3H), 1.00(s, 3H).

A e 21: N-(2-( LR Y)4-BER-6-HDHd)-5-B 2w 2-(3-S2 2]
2 9-2-9)-7- G-2H-A THE-3-7H A H =

2-otu| =-5-8 2 2 -N,3-tHddl=olutol= il 2-0tH|k-5-HER
-N, -t gl zolulol 25 ARG AL AlQdtale, AAld 199 @A 33 2
< HHoE A FFES FAHFNATHIAA 1A, 62mg, TE: 75%).

H NMR(DMSO,300MHz) & 10.37(s, 1H), 8.53(dd, J=4.7Hz,1.3Hz, 1H),
8.41(d, J=4.7Hz, 1H), 8.30(s, 1H), 8.24(dd, J=8.1Hz,1.3Hz, 1H), 7.67(dd,
J=8.1Hz,4.7Hz, 1H), 7.59(d, J=1.8Hz, 1H), 7.48(d, J=2.1Hz, 1H), 7.39(s, 1H),
2.69(d, J=4.5Hz, 3H), 2.56(s, 3H), 2.14(s, 3H).
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AAe 22: N-(2-(0|AZZ2E IR Y)4-B 22 -6-tEdd)-5-HEE-2-(3-F
2238 d-2-9)-7-1d-20-A JZF-3-F+EA 0 =

2-0tH| =-5-F 2 2-N,3-tju| @l =o}ulo] = il 2-o}m| k-5-H E B-N-
olaX 2 I-3-vdulZolulo| =& ARG AL ALstaie, AAd 199 ©A
3% 22 WPoE FA e AR THIAN 1A, 64ng, TE: 74%).

'H NMR(DMSO, 300MHz) & 10.27(s, 1H), 8.52(s, 1H), 8.35(s, 1H), 8.31(d,
J=8.2Hz, 1H), 8.23(d, J=8.0Hz, 1H), 7.66(dd, J=7.3Hz,4.9Hz, 1H), 7.57(s, 1H),
7.43(s, 1H), 7.38(s, 1H), 3.97-3.95(m, 1H), 2.55(s, 3H), 2.14(s, 3H), 1.02(s,
3H), 1.00(s, 3H).

AAd 23: N-(2-(HE7hulEd)-6-vdHd)-5-B2R-2-(3-E2 29 d-2-
A)-7-w d-2H-A }E-3-FH F A =

2-ohH) -5~ 2 2-N, -t @il Zolulo]= g4l 2-o}H| x-N,3-T]
Hizolvlol =2 AMEE AL A, Al 199 DA 37 T W
A SFRES FAAAHEY IA, Slng, F&: T1%).

'H NMR(DMSO, 300MHz) . & 10.41(s, 1H), 8.54(dd, J=4.7Hz,1.4Hz, 1H),
8.33(s, 1H), 8.29(d, J=4.5Hz, 1H), 8.24(dd, J=8.1Hz,1.4Hz, 1H), 7.66(dd,
J=8.1Hz,4.7Hz, 1H), 7.39(s, 1H), 7.34-7.21(m, 3H), 2.70(d, J=4.5Hz, 3H),
2.56(s, 3H), 2.14(s, 3H).

=]
o

=

A4 24: N-(2-(H R d)-4-F 2 2-6-HEHd)-5-RER-2-(3-F =2y
g d-2-d)-2H- E-3-FF5 AP =

94 1. 5-BEE-1H-¢1gE

71 AAd 199 ©A 20M FAE 5-HEE-2-(3-FEREId-2-
A)-7-H D -20-Q T} E-3-7H5 2 AH(50mg,  0.14mmol)S oA EYEZ(0.7ml )
=2 H 3-HEZA(39mg, 0.42mol) S A7FsIY. 30%E H dWEsZEd =

o] =(24mg, 0.2lmmol)E A 7}st3 2-o}v| =-5-FZ 2-N,3-td@ulZo}njol =
36
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(30mg, 0.15mmol)& A7Fg A 24 wg& JAPsgct. A3 ¥587]
of A :AZ} A7 A Holl §EEg TRt AAAE AbEste] A4
1A FFES AT, ol & AEER F3 AFH F upA| g P H=
2 MEg | Axstd 24 3FES QAR LA, S8mg, TE: 76%).
1 NMR(DMSO, 300MHz) & 10.39(s, 1H), 8.54(d, J=3.6Hz, 1H), 8.42(s,
1H), 8.31(s, 1H), 8.25(d, J=7.4Hz, 1H), 7.67(dd, J=7.9Hz,4.7Hz, 1H), 7.46(s,
1H), 7.38(d, J=7.8Hz, 2H), 2.70(d, J=4.3Hz, 3H), 2.56(s, 3H), 2.15(s, 3H).

A 2. 5-EER-2-(3-F2 232 d-2-9)-20-U =

A F o] E8to] =(487mg, 12.18mmol) E oM EYE™(13.0mL)o] =<1 H
0C olA 5-E2E-1H-At}ZE(800mg, 4.06mmol)S 7| ETA-E Fo5tn M3
Qo] Foh. 30% H 2,3-yF= 2392 W(901mg, 6.09mmol) S ¥ 3Y T
FFAT. HEFE F AolER AFfsta FuiE AAT A Y A2
E# 9 (EA/Hex = 1:9)2 BASte] 439 BEEo] 4d YH4ES A
o] THEL dYotdElolE Sz AR TAl HTEL AATHAA 1
A, 437mg, T&: 35%).

TLC(EA/Hex = 1:2), R¢=0.3;

'H NMR(CDCl5, 300MHz) & 8.56(dd, J=4.6Hz,1.2Hz, 1H), 8.53(s, 1H),
8.00(dd, J=8.0Hz,1.2Hz, 1H), 7.92(s, 1), 7.71(d, J=9.2Hz, 1), 7.45-7.37(n,
2H) .

[(

O

@A 3. 5-BEE-2-(3-F2 2V d-2-U)-2-ATE-3-7ha A4t

7] A 204 Azd 5-REE-2-(3-FEE29gd-2-9)-2H-2 =
(150mg, 0.48mmol)-& THF(2.0mL)o| =<1H -78TC = Bt3il, n-Buli(2.5M &4,
248ul, 0.62mmol)& X A3l H7tstqint. ol & 3AIZF §¢ -78T oA wE
2 FH 07F2=E A7 T HEIAZT. §h3o]
o 2EE MA3E 28 H 45z BHSES 9y, o] pH 8E #F H
(2N NaOH) d"olel22 358 AHs}
pH 22 ZF F (HCLE F£39 A FEL AU (AN 1A, 72ng,
F&: 43%).
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"I NMR(DMSO, 300MHz) & 8.64(s, 1H), 8.31(d, J=8.0Hz, 1H), 8.25(s, 1H),
7.89(dd, J=9.2Hz,2.5Hz, 1H), 7.76(s, 1H), 7.64-7.58(m, 1H).

WA 4. N-2-(IE A R)-4-2 2 26D d)-5- B2 B2 (3-22 29
d-2-)-2H-AE-3-7h 5 Abv =

5-HER-2-(3-F 22 d-2-Y)-2H- A hZ-3-7H 5 4 (50mg,
0.14mmol)& oFHIEUEZH(1.0mL)o) =< ¥ 3-3 =2 (39mg, 0.42mmol)S 7}
st 302 H HEgeEdS 2ol =(24ng, 0.21lmmol)E H7}8EaL 2-ofv| e
-5-Z 22N, 3-tvl gl Zoluto] =(42mg, 0.2lmmol)E A7t H A2olA ¥t
& APk, wkg Fr)e AAE A4 AZE A7IE A Hell w
Faa AFAAE Agste] AHEQ TAE oFEgin. ol dueE
3 MH 5 oA o] doHEs AR H dxste] ZAS HFEL o
oH(E A 31A, 47mg, & 63%).

'H NMR(DMSO, 300MHz) & 10.43(s, 1H), 8.55(dd, J=4.7Hz,1.0Hz, 1H),
8.51(s, 1H), 8.41(d, J=4.2Hz, 1), 8.28(d, J=8.1Hz, 1H), 7.84(d, J=9.2Hz, 1H),
7.69(dd, J=8.2Hz,4.7Hz, 1H), 7.58(dd, J=9.2Hz,1.4Hz, 1H), 7.47(s, 1H), 7.37(d,
J=2.4Hz, 1H), 2.73(d, J=4.5Hz, 3H), 2.16(s, 3H).

olo

32 Ay

AX 6 251 N-(2-(0]2 22PN EA)4-BER-6-YAD) 5122232
2298 d-2-9)-20-AhE-3-F A =

2-otr =-5-2 22N, 3-tudWl=olrlo] = thi] 2-otu|x-5-F2E-N-
ola2Zzzd-3-vdflZolrlo] EE AR RS AlQstis, AAld 249 BA
4o 2L Mo R FA FgES FAHSATHAY 1A, 50mg, TE&: 64%).

'l NMR(DMSO, 300MHz) & 10.33(s, 1H), 8.56(s, 1H), 8.54(d, J=4.8Hz,
), 8.32(d, J=7.6Hz, 1H), 8.26(d, J=8.1Hz, 1H), 7.83(d, J=9.2Hz, 1H), 7.68(dd,
J=8.1Hz,4.7Hz, 1H), 7.57(dd, J=9.2Hz,1.3Hz, 1H), 7.46(s, 1H), 7.33(d, J=2.3Hz,
1H), 4.00(dd, J=13.5Hz,6.7Hz, 1H), 2.17(s, 3H), 1.06(s, 3H), 1.03(s, 3H).

AAld 26: N-(2-(HMEFHEY)4-HERE-6-HEHd)-5-HEE-2-(3-E2 2
38
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99-2-0)-2H-AHE-3-7HE A =

2-otn| e-5-F 2 E-N,3-t]f gl =o}ulo] = f4l  2-ofH|x-5-HEE
-N,3-tug i Zotulol =5 A& AL AQtiie, AAd 249 ©@A 49 2
< YHoE A FFES FAHSAR (AN 1A, 56mg, FE: 69%).

'H NMR(DMSO, 300MHz) & 10.43(s, 1H), 8.55-8.51(dd, J=4.7Hz,1.3Hz,
1H), 8.49(s, 1H), 8.42(d, J=4.6Hz, 1H), 8.26(dd, J=8.1Hz,1.2Hz, 1H), 7.82(d,
J=9.2Hz, 1H), 7.67(dd, J=8.1Hz,4.7Hz, 1H), 7.59(s, 1H), 7.56(dd,
J=9.2Hz,1.7Hz, 1H), 7.48(d, J=2.2Hz, 1H), 2.71(d, J=4.5Hz, 3H), 2.14(s, 3H).

AN 4 27: N-(2-(0]|AZ 2P TR A)4-B 2R 6-HE¥d)-5-H 2 2-2-(3-F
2298 9-2-9)-20-A}E-3-F1 5A e =

2-op =-5-F 2 2-N, 3-H vl =o}rto]l = T4l 2-0}P|ke-5-H 2 B-N-
oAz 2 P-3-vgdylZotulo]EE ARG A A|Qstas, AAld 249 G
1) 2 oz BA HEEL BAAAH@A DA, 62ng, FE 730).

' NMR(DMSO, 300MHz) & 10.33(s, 1H), 8.54(s, 1H), 8.53(d, J=5.4Hz,
1), 8.33(d, J=7.7Hz, 1H), 8.25(d, J=8.1Hz, 1H), 7.82(d, J=9.2Hz, 1), 7.67(dd,
J=8.1Hz,4.7Hz, 1H), 7.59-7.53(m, 2H), 7.43(s, 1H), 4.02-3.95(m, 1H), 2.15(s,
3H), 1.04(s, 3H), 1.02(s, 3H). |

>

AAd 28: HE (3,5-t]E22-2-(2-(3-F 229 d-2-U)-2H-¢}=-3-71 &
AHE) =) ¥ d ) FHulH| o] E

g7 1. W€ (3,5-0F22-2-UERZY)7ulv ol E

¢ [Design, Synthesis, and Evaluation of the Antiproliferative
Activity of a Series of Novel Fused Xanthenone aminoderivatives in Human
Breast Cancer Cells, Vasiliki Giannouli et al, Journal of medicinal Chemistry,
50(7), 1716-1719, 2007]°] 7RA1E ol we} Alzd 3,5-UE22-2-UEZ

obd @A (150mg, 0.72mol) T WE S22 X = o] E (2L, 0.36M)E V& ujo] o
39
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v
(EA/Mex = 1:4)2 Bste] A FEL F460TH(ed 34, 79ng, 5

'H \MR(300MHz, CDC13) & 8.24(s, 1H), 7.71(s, 1H), 7.23(s, 1H), 3.81(s,
3H).

&7 2. HlE (2-olu]x-3,5-U 223 d)JulH ol E

20mL  w}o] gl HE(3,5-1EZZ-2-UE 23 d) 7} o] E(79mg,
0.3mmol) ¢} THF(1.5mL, 0.2M)E Yo awtslglthk. T2 o] A F 3Jtol=
2490 E(603mg, 2.7mmol, 9.0eq)®t AF vlo]FLH Yo E(227mg, 2.7mmol,
9.0eq)E H0(3mL, 0.1M)ell o] ¥kg B Ao Yojx:dok. 7 F MeOH(0.5mL,
0.6M)& H7Heh & A2olA 2A% v3AIZT. 9§ T35 F AASTHIN=E
THF ¢} MeOHE A AT ¥ ol obMHo]E(30uL x 2)E F5% th& MgS0,= A
23 F A wFET. 2 F Ayhd 2 ARFEEIY A (EA/Hex = 1:4)
2 #estd EAY F3FES FAEGFAHE TN 1A, 30mg, F&: 43%).
'H NMR(300MHz, CDC13) & 7.34(s, 1H), 7.15(s, 1H), 6.41(s, 1H), 4.04(s,
2H), 3.79(s, 3H).

o

@A 3. "WE (3,5-yEF22-2-(2-(3-FZE29d-2-¢)-20-A}ZE-3-7- 5 A}
) =)# ) 7tutd o] E

TmL vRolgol]l 7l ©A 204 FAT HY (2-01F|x-3,5-T S22
d)7tutel o] E(27mg, 0.115mmol) &} A A4 39 @A 2614 FA S 2-(3-F2=
3 2} 9 -2-U)-20- 1 hE-3-7H5 4 4H(35mg, 0.127mmol, 1.1eq) R OMIEUER
(ImL, 0.1M)& ¥ 3 uvtaltiz} 3-32(0.02mL, 0.23mmol, 2.0eq) & ¥ UTh.
108 & vigbdxd £2°]=(0.0InL, 0.173mmol, 1.5eq)E ¥l g-oA 5

5

AZF Bk wwkEglt, Wy T8 % 7“’1%%71& SIHNEUEHS AAT &
E30mL) 3 o g olAEHOE(30L x 2)2 F&3 UL MgS0,E ARd & 7t
z359t. 2 3 Agsa A9 azeead 9 (EA/Hex = 1:14)2 2835}

40
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A e FASHIHFZA 1A, 20ng, F&: 520).

'H NMR(300MHz, CDCl3) & 8.53(d, J=4.6Hz, 1H) 8.21(s, 1H), 8.09(d,
J=8.0Hz, 1), 7.95(t, J=8.1Hz, 2H), 7.84(s, 1H), 7.51-7.41(m, 4H), 7.26(s,
1H), 3.72(s, 3H).

AA g 29: olARY (3,5-UFE22-2-(2-(3-F22¥ g d-2-)-20-2A }=-3-
FHE AL =) d) Fald o] E

9A 1. o]ARE (3,5-0EFR2E2-2-UEZH )70 E

V& nlo]ldd 3,5-tEF22-2-UEZo}ldA(310mg, 1.5mmol)d &4 &
ZEXEdo]E(10mL, 0.15)F ¥ il 243t F<t SFEFEAIZATE. W3 F5
3T AUEHIE &Y 222I200EE AAs:, EGmL)E tF H og
SFAEIO|E(30L x 2)2 23 TS MgSO,E AZEF F 2 FEIUY.
= AgstA A9 A2vtETH Y (EA/Hex = 1:14)E2 E3le] FA19 FgEL
FASATHAT =3 1A, 247mg, TE&: 54%).

I NMR(300MHz, CDCls) & 8.26(s, 1H), 7.68(s, 1H), 7.22(s, 1H), 3.98(d,
J=6.7Hz, 2H), 2.01-1.94(m, 1H), 0.97(d, J=6.7Hz, 6H).

DA 2. olARE (2-oln|x-3 5-TEREH YY)l E

1527 vy (3,5-"ZF22-2-UE=ZHY)7IutdHolE il 7]
Al 14 FAE ola¥d (3,5-UEERE-2-UEZH L) EE ALE
A QolEs AArd 289 @A 29 2L WHoE FAY FAY FFES
Aatlth (g =32 1A, $8&: 99%).

'H NMR(300MHz, CDCl3) & 7.37(s, 1H), 7.15(s, 1H), 6.43(s, 1H), 3.96(d,
J=6.4Hz,2H), 2.52(s, 2H), 2.05-1.93(m, 1H), 0.96(d, J=6.6Hz, 6H).

gt

@A 3. o]lAXRE (3,5-HERE-2-(2-(3-FE =Yg dU-2-49)-2H-Jd}=-3-7}
E Ao =) d ) 7hale| o] E
22222 dy (2-olvx-3,5-T) 223 d)7uluo]E 4l

Al 204 TS o]AXRE (2-olu|x-3,5-TIF 22 d)Ful o] EE A&
41
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'~

bt

Ol

E‘?—'(l

3

o
2

A 9ols AAldl 289 ©A 37 & o= EAY st
(A3 =2 1A, $&: 59%).

'H NMR(300MHz, CDCls) & 8.51(d, J=4.5Hz, 1H), 8.31(s, 1H), 8.10(d,
J=8.1Hz, 1H),7.92(t, J=6.0Hz, 2H), 7.81(s, 1H), 7.50-7.42(m, 4H), 7.23(s, 1H),

3.82(d, J=6.7Hz, 2H), 1.93-1.84(m, 1H), 0.87(d, J=6.7Hz, 6H).

AAe 30: AE 3,5-0E22-2-(2-(3-222Yd-2-U)-2H-UFE-3-7H5
A =) 3 d) 7t o] E

94 1. P (3,5-1EFE2E2-2-UEZH )78l o] E
3,5-0F22-2-UE=Zo}d A (52Img, 1.50mmol)S V¥ wmlo]do] ¥,

7)o e F2FZFE0]E(0.19mL, 4.50mmol)E ¥ F 20A]7+ 130Tl A

RESAIZAT. ¥ T8 F E(15mL) 7 " ofMHE(GL x 2)E FE3 o

& #7158 WgS0,E A= F AY FEAYG. 1 F A By 3=

ubE el 3] (BA/Hex = 1:99 = 1:49)2 £ 3te] FAl9 3F2S Ao

o ZgA A 43ng, FE: 83%). |

'{ NMR(300MHz, CDCl3) & 8.27(d, J=2.3Hz, 1H), 7.66(s, 1H), 7.22(d,
J=2.21z, 1H), 4.18(t, J=6.8Hz, 2H), 1.72-1.62(t, J=6.6Hz, 2H), 1.39-1.26(m,
8H), 0.93-0.85(d, J=7.1Hz, 3H).

G4 2. g (2-oluj=-3,5-tJE 229 d)Jutd o] E |

EUEEAZ A4 3,5-UEEE-2-HUEZHA )70 E g2l A7)
A 1elA FAe dE (3,5-UEFREE-2-UERH )7t o] EE A&,
A w SulES EA/Eex = 1:92 AFRE A 2ol= Ard 289 ©A 29 #
WHoR BAY JAES FASA(AN IA, FE&1 96%).

' NMR(300MHz, CDCl3) & 7.36(s, 1H), 7.15(s, 1H), 6.37(s, 1H), 4.16(t,
J=6.6Hz, 2H), 2.79(brs, 2H), 1.73-1.59(m, 2H), 1.41-1.21(m, 8H), 0.89(t,
J=6.3Hz, 3H). |

ol L

ﬂo

oA 3. Y (3,5-UEEE-2-(2-(3-FE 297 d-2-9)-2H-¢l t}=F-3-7} E A}
42
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) £) 9 d) vl e o] E

29242 vg (2-010|x-3,5-t S22 )7 o] E til A &
A 20l AT AL (2-0}0)w-3,5-T R EH D)oo ES ALH A 9
A AAe 289 ©A 37 2L WHoz mAY HFEL FAFUH =D
DA, FE 52%). v

'H NMR(300MHz, CDCl3) & 8.56(s, 1H), 8.15-8.06(m, 2H), 8.01-7.93(m,
2H), 7.86(s, 1H), 7.54-7.42(m, 3H), 7.33(s, 1H), 7.24(s, 1H), 4.12(t, J=6.0Hz,
2H), 1.68-1.58(m, 2H), 1.34-1.21(s, &H), 0.91-0.80(m, 3H).

AAd 31: 2-t|EAE (3,5-0)E22-2-(2-(3-F2 2T Yd-2-9)-20-2A}=
-3-7HE A =) ¥ d)FHulH o] E

SA 1. 2-HEAE (3,5-UERZ-2-UEZH Y)Y o] E

dg ZEeredolE fal 2-vEAdY ZEeredoES ALEF
A oole AAd 309 @A 13 Ze wgon FA HPEL FHSATY
3 A, FE: 42%),

'H NMR(300MHz, CDCl3) & 8.25(s, 1H), 7.73(s, 1H), 7.24(s, 1H),
4.43-4.32(m, 2H), 3.68-3.60(m, 2H), 3.42(s, 3H).

~~

9A 2. 2-FEA A" (2-0}9] =-3,5-T] 22 25 d) 7hutr| o] E

EUEAZ A4 B,5-UERE-2-UERHD)7H0lE diil 7] @
Al 1A FAT -t EAE (3,5-UEFRZ2-2-UERZHY)IulHEE A&
g R Qlolls AAld 289 @A 29 ZE WYPoR A9 FHES FAEA
(2 1A, T&: 72%).

'H NMR(300MHz, CDCl3) & 7.37(s, 1H), 7.25(s, 1H), 7.14(s, 1H), 6.51(s,
1H), 4.37-4.30(m, 2H), 4.01(brs, 2H), 3.69-3.60(m, 2H), 3.42(s, 3H).

27 3. 2-oEANE (3,5-0FEE-2-(2-(3-2 229 u-2-2)-2H-A =
-3-7HEAR =) 3 ) FhulH| o] E

292242 b (2-oln-3 5-tEZ 2 ¥ d)7uld o]l E YAl A7) &
43
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Al 20 A g 2-HEA N E (2-011]=-3,5-T S EEFH ) o] EE AR
ato] 2417 wh-$Ekal, BA/Hex = 1:22 AHAT R <ole AAld 289 @A 3
o 2o WgoR TAY sgEs FAAAR (=" IA, & 49%).

'H NMR(300MHz, CDCl3) & 8.60(d, J=4.3Hz, 1H), 8.14-8.06(m, 2H),
8.01(d, J=8.2Hz, 1H), 7.96(d, J=8.3Hz, 1H), 7.87(s, 1H), 7.55-7.39(m, 4H),
7.24(s, 1H), 4.29(t, J=4.5Hz, 2H), 3.60(t, J=4.4Hz, 20), 3.37(s, 3H).

A 32: 3-F22X2Y (3,5-UF2E-2-(2-3-2=229gd9-2-9)-20-2t}
E-3-7EA A =) B d) b o] E

oA 1. 3-Z2EX2Y (3,5-0222-2-UEZ )bl E

de Z2Z Y 2voE il 3-Z22IaY FRZIIZMo|EE AR
g A Qo AAld 309 @A 13 T Yo st BAY FFES
ARG (=F AA, & 38%).

'H NMR(300MHz, CDCl3) & 8.25(s, 1H), 7.71(s, 1H), 7.24(s, 1H), 4.37(t,
J=6.1Hz, 2H), 3.65(t, J=6.2Hz, 2H), 2.20-2.10(m, 2H).

DA 2. 3EEREITEY (2-0l9|=-3,5-1EE R H G )7t o] E
ZwEA2 vg (3,5-UF22-2-UEZHY)nteo]E Al A
A 104 g4 82222 Y (3,5-UERE-2-HEZH D)Mo EE A}
43 A Qo AAlo 289 TA 29 2 WHOoE FA adES A5
Aoh(otol B 1A, 75%).
'H NMR(300MHz, CDCls) & 7.35(s, 1H), 7.15(s, 1H), 6.46(s, 1H),
4.39-4.25(m, 2H), 3.71-3.58(m, 2H), 3.11(s, 2H), 2.22-2.09(m, 2H).

sUN

@A 3. 3-ERRZ2Y (3,5-4FRE-2-(2-(3-FREYd-2-d)-2H-UAthE
—3-7HE AR =) H ) ke e o] B

FLERE HE (2-otv=-3,5-t 2225 )70l E il 7]
Al 2914 AT -SREZ2D (2019 -3,5-HEZ 2 ) 0| ES At

£35}od 24A17F WE-G-8Fal, EA/Hex = 1:282 AAS A 2Jole AAld 289 @A 3
44
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I 22 ez 349 gEes A= A, T 44%).

'H NMR(300MHz, CDCI3) & 8.57(d, J=4.6Hz, 1H), 8.18(s, 1H), 8.09(d,
J=8.0Hz, 1H), 7.98(t, J=8.2Hz, 2H), 7.86(s, 1H), 7.55-7.43(m, 4H), 7.28(s,
1H), 4.30(t, J=6.0Hz, 2H), 3.59(t, J=6.5Hz, 2H), 2.11(p, J=6.2Hz, 2H).

AAd 33: ¢ (3,5-0F22-2-(2-(3-F2 29 g d-2-U)-2H-Q}E-3-7H 5
A =) d) Fute] o] E

av

A 1. €8 (3,5-vFE2E2-2-UEZHY)7ulr ol E

Z20EAE vy FEEILEGOE il ¢H SFEZIZTEVEE AL
ololl= AAld 289 ©A 13 Z& WHOE FAY IFES FAHIA
3k =@M 1A, & 36%).

"I NMR(300MHz, CDClz) & 8.26(s, 1H), 7.73(s, 1H), 7.23(s, 1H),
6.01-5.88(m, 1H), 5.41-5.30(m, 2H) 4.68(d, J=5.4Hz, 2H).

cls

oY

kv
2

(

oA 2. 4g (2-olv|xe-3,5-TF 2 2H ) vutH o] E

gugde g (350222-2-UERdY) el E B 47 @
A M g 28 3,5-UEFR2-2-HEZH Q)7 EE AL A 9
A= AAlel 289 @A 29 22 WHow mAY APEs FASAHEA
A, F&: 91%).

'H NMR(300MHz, CDCl5) & 7.37(s, 1H), 7.15(s, 1H), 6.40(s, 1H), 6.40(s,
1H), 6.01-5.90(m, 1H), 5.40-5.27(m, 2H), 4.68(d, J=5.6Hz, 2H), 4.02(s, 2H).

94 3. €¢¥ (3,5-1EFRE-2-(2-(3-E229d-2-¢)-20-A }&-3-7} EA}
H )3 d)7teH ol E

E9EAE v (2-olMx-3,5-T 222 )7t ol E tial Ar] &
Al 2014 AT ¢ (2-otn|=-3,5-T S22 ) JtulHo] EE ALE T A 9
o= AAlel 289 ©A 37 ZE WHoR A FFES FASIGAHAT
FZA A, FE& 59%).

-
'H NMR(300MHz, CDCl3) & 8.50(d, J=4.7Hz, 1H) 8.29(s, 1H), 8.10(d,
45
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J=8.2Hz, 1H), 7.92(t, J=6.9Hz, 2H), 7.83(s, 1H), 7.50-7.39(m, 4H), 7.24(s,
1H), 5.93-5.81(m, 1H), 5.32-5.20(m, 2H), 4.55(d, J=5.7Hz, 2H).

AAd] 34: 2-B2EAY (3,5-0F22-2-(2-(3-F2 29 d-2-¥)-2H-A}Z
~3-7HEAM =) 3 d) FHate o] E '

i
2

1. 2-B 2148 (3,5-yF22-2-UEZHd)7uldo]|E
4542 e FZRIEYoE Uil 2-B2Hod S X
E A143 A Qols AAd 289 @A 13 T2 WHPoE FAY IFES
AStATHE A A, $&: 94%).
1 NMR(300MHz, CDC13) & 8.22(s, 1H), 7.77(s, 1H), 4.51(t, J=6.1Hz, 2H),
3.56(t, J=6.0Hz, 2H).

ul

t:}-

97 2. 2m2RoY (2ol w-3 5-t] 22 25 d)Ftule] o] =

S2EdE fd 3,5-HEEE-2-UERIA )70l E il 7]
Al 1AM T 2-EREAY (3,5-HEE2-2-HEZAY)7HIFCIESE A
& R fol= Al 289 @A 29 2 WHoR FAst RAY ==
FASATHE A 1A, 86%). _

I NMR(300MHz, CDC1s) & 7.38(s, 1H), 7.16(s, 1H), 6.48(s, 1H), 4.50(t,
J=5.9Hz, 2H), 4.02(s, 2H), 3.57(t, J=5.9Hz, 2H).

av

94 3. 2-BEZRJE (3,5-U0FE2-2-(2-(3-FE2=2Ygd-2-¢)-20-2}=

3T B AR ) ) el ol 2

29285 A8 (2olwssaEzeddAudels g 4 B
A 2004 GAT 282 RAY (2-0p)i-3,5-0 2R uelo = ALE
& A Sl LAl 29 B 3% 2L YW EAY HYBE FAHY
THESA | 581 50%). |

I§ NMR(300MHz, CDCls) & 8.58(d, J=4.6Hz, 1H), 8.19(s, 1H), 8.09(d,
1=8.6Hz, 1), 8.01-7.94(m, 2H), 7.84(s, 1H), 7.54-7.42(m, 4H), 7.28(s, 1H),

7.03(s, 1H), 4.43(t, J=6.0Hz, 2H), 3.51(t, J=6.0Hz, 2H).
46
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AAd 35: HE (-FEE-2-(2-3-222¥gd-2-Y)2H-AHE-3-715AHH]
E)-3-d e d) 7 ol E

G 1. g-t-FE8 4-2E22-2-vd-6-UEZFd)o|n et IR Y o] E

50mL 5 ZEtaAd] 4-FRE-2-HE-6-YERod A (0.93g, Smmol) ¥}
THF(0.5M, 10mL)E Yo wukstgivt. 7)o ¢-t-F8 f7lRulo]E(2.40g,
2.2eq, 1lmmol)9} 4-tiwl€ opw|w=9]2]d(0.12g, 0.2eq, lmmol)s Hi &%
75ToA 3A17F Bk FFHGTY. dg TE T AUYFFIIE THFE AA
F E(50mL)3} olg olAMHO|E(20nL x 2)E FEI Y2 F715S MgSO2 7
2% T 4 0T, o AEitAd e IE9EI Y (EA/Hex = 1:9
> 1:4)2 g2t A Y dFES FAFRAFEE =3 uA, 1.92g,
£ 99%). ,

'H NMR(300MHz, CDCls) & 7.85(d, J=2.4Hz, 1H), 7.50(d, J=2.4Hz, 1H),
2.29(s, 3H), 1.40(s, 18H).

94 2. o-t-28 (2-olux-4-F2E-6-dEd)olr LIt R Y| Eg} t-F
g (2-olu| x~4-F 22 -6-vE 3 d)Iut o] E

2B0nL 2 Lebrel U-t-2Y (4-2R2-2-vg-6-UE23 Q)0
Tr) 7R Y0] E(5.8g, 15mmol) 9} ol &-2(0.2M, 75mL)E Eo] muksith. o)
o] B3}541(13.5g, 4.0eq, 60mmol)S Wil -l 2A)7F F<t myksigiTh.
e 28 F AASFIIZ de2E AAT F sat. NaHC0s(100mL)E A 7}st3A
T}, pHE 892 W1 g ofAHEMNL x HE FEF U TS
MgSO. 2 AZS T et wFsigth. 1 & Ay FdY Z2vtEIdy
(EA/Hex = 1:9)2 ¥&]8}a AZASA ¢-t-FE (2-olH|x4-Z22-6-v| 7
Dol ET) 7R U0] E(0.78g, F&: 15%)3 t-FE (2-olv|x=-4-F22-6-7
g d)7luld ol E (2.75g, & 710)S AN IAE LU

TE GgFME 2°9F AMESt LA A wgE 3, o
E 293%F ¢ dstm A2oA 2A1zF uwketd, t-t-F8 (2-olr|-4-2 R

-6-m g d) ol v 2 FFR W] E(0.95¢, F&: 55%)3F t-FB (2-olv|x-4-F
47
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Z2-6-w g g)7uloo] E(0.29g, & 230)2 ¥4& & Ur}.
U-t-32g  (2-olx—-4-FE2-6-vE3d)o|nEr R yo]E:  H
NMR(300MHz, CDCls) & 6.58(s, 2H), 3.72(s, 2H), 2.10(s, 3H), 1.41(s, 18H).
t-2e  (2-olu-4-F 2 2-6-rEud)7lulro]E: H  NMR(300MHz,
CDCls) & 6.61(s, 2H), 5.71(s, 1H), 3.93(s, 2H), 2.18(s, 3H), 1.49(s, 9H).

oA 3. t-%d dg (5-F22-3-9E-1,2-7dd) g7 ulHo| E

V&l upo|ol| Ab7] ©A 2004 AT -2E (2-o}m]x —4—§'§§*6*Uﬂ
god) 7t o] E(385mg, 1.5mmol)et 2] H(1.2mL, 15mmol, 10.0eq)S %3l
wakdlgTh, A7) HE S22 L E2090]E(0.23mL, 3.0mmol, 2.0eq)E ¥ 1L
80TCoNA 17A17F &<t nRkelgltt. REg 5 5 E(30.0mL)F o8 opAlH| o]
E(30.00L x 2)2 FEF g F71FE MeSOE TxT F Y w563
O % A A9 A2vlE 9 (BA/Hex = 1:4)2 B8] EAQ 3=
S FAdsAeH (@A 1A, 404mg, & 86%).

'H NMR(300MHz, CDC13) & 7.81(s, 1H), 7.24(s, 1H), 6.96(s, 1H), 5.81(s,
1H), 3.78(s, 3H), 3.21(s, 3H), 1.50(s, 9H).

A 4. " (2-obRle-5-2 2 2-3-w " d) 7t o B

100mL 2 Zg2F0) 47 @A 394 #A4% t-FE vE -2E=
-3-vlg-1,2-9d ) t] 7}u} v o] E (404mg, 1.28mmol) e} ©lE 2 | &k(6mL, 0.2M)
S v3 wdtagith. oj7jol EBEF Q2o EAM3mL, 38.4mmol, 30.0eq)&
d 3 Ao 3A7F FoF wutsldth, WS FEF sat. NaHC0; 2 pHE 8714
9HE T HEEIZYE(20mL x )E FEF e 7715 MgS0,E xR F
A w55t BAY FdHES FASFATEA A, FE&: 94%).

H NMR(300MHz, CDCl3) & 7.22(s, 1H), 6.94(s, 1H), 6.31(s, 1H), 3.79(s,
3H), 3.61(s, 2H), 2.18(s, 3H).

94 5. WEY (5-F22E-2-(2-(3-F2 298 y-2-4)-20-¢1 t} Z-3-7} E-A} 1)
gdad)7tnle o] E

|
4242 vy (2-o}u|x=-3,5-tEE2H )70l E thal A7) &
48
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A 4ol FAT WE (2-otne-5-FE2-3-mEHd)FulH o EE AlEET
EA/Hex = 1:22 AAT A Qo= AAlo 289 ©A 33 &2 WOz F A9
FFES FASAHI AN 1A, & 31%).

"1 NMR(300MHz, CDCls) & 8.52(d, J=4.7Hz, 1H) 8.10(s, 1H), 8.02(d,
J=8.7Hz, 1H), 7.94(d, J=8.3Hz, 2H), 7.78(s, 1H), 7.51-7.40(m, 3H), 7.07(s,
1H), 7.01(s, 1H), 3.70(s, 1H), 1.91-1.82(m, 1H), 0.85(d, J=6.7Hz, 6H).

l_l

AA ¢ 36: o]lARE (5-FE2E-2-(2-(3-F2E¥d-2-9)-H-IFE-3-71 %
Atel 2)-3-w D d)7tutH o] E

A 1. t-5E olaRd (5-F22-3-vE-1,2-#Hdd)gsntr o] E
EUEAZT vgd SZZI2Yo|E U4l oliARY FZEIEWo|EE
A Qole AAld 359 @A 37 2 WPoR TA SHES FA
SR THE N 1A, F8: 86%).
'H NMR(300MHz, CDCl3) & 7.78(s, 1H), 7.25(s, 1H), 6.95(s, 1H), 5.86(s,
1H), 3.95(d, J=6.6Hz, 2H), 2.24(s, 3H), 2.02-1.93(m, 1H), 1.50(s, 9H), 0.96(d,
J=6.7Hz, 6H).

A 2. o]ARE (2-olu|=-5-F2Z-3-wdud)7Iulr o]l E

t-29g vg (5-Z22-3-vg-1,2-d9A)t)stuteo|E Al A7) o
A 1014 FAT t-FE o]aRE (5-F22-3-vE-1,2-ddd)yFlul o] E
2 4183 547 BeE A o= Al 359 vA 49 Ze WHOT T
A9 FHES FASUHIN 1A, & 61%).

'H NMR(300MHz, CDCl3) & 7.26(s, 1H), 6.93(s, 1H), 6.29(s, 1H), 3.95(d,
J=6.6Hz, 2H), 3.62(s, 2H), 2.19(s, 3H), 2.01-1.93(m, 1H), 0.96(d, J=6.5Hz,
6H) .

@A 3. olafd (5-FER2-2-(2-(3-2Z2HYU-2-Y)-2H-A t}E-3-7HEA}
n2)-3-v g d) st o] E

22 EAZ dE (2-oln| -3, 5-UEZ2H )7t E il A7) &
49
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A 204 AT olaRY (2-0lv|-5-FR2-3-HEFH ) IuH o EE ALE
stal A" A7) €95 EA/Hex = 1:4 —> EA/MC = 1:93 AFE3H A Qo= A A
o 289] @A 37 £ WHoE TAY IdFgES PR HAT =T 1
A, & 27%).

'H NMR(300MHz, CDCl3) & 8.44(s, 2H), 8.01(d, J=8.3Hz, 1H), 7.87(d,
J=8.1Hz, 2H), 7.45-7.37(m, 4H), 7.05(s, 1H), 7.00(s, 1H), 3.70(d, J=6.6Hz,
2H), 2.29(s, 3H), 1.82-1.73(m, 1H), 0.78(d, J=6.7Hz, 6H).

AN 37: PR (-222-2-(2-(3-2 2272 P-2-)-M-ATFE-3-7H 2]
£)-3-dgn )b o =

DA 1. t-2E t-REAFELU-F22-2-(((E )7t Y)olr] 1= )-6-1)
g3g) 7l o] E |

VE uloldol] o-t-Fd (2-olHx-4-ZF22-6-vEHd)o|n TR
Y] o] E(535mg, 1.50mmol)$t &9 (1.2mL, 10.0eq, 15mmol)E ¥ i1 myw+&lict.

5 g 22X E0]E(0.56nL, 2eq, 3mmol)E Vi A2o)A 108 mwt

T ES g9x &1 80TolA 24X 7 wre AT, ¥ E5 F
2)3 o’ olAHlo]E(10uL x 2)E FEF v H7IF
d FFAUT. 1 F A ZH I=ZveE 79 (EA/Hex = 1:9)
el B4l S82e FAHATG(=FA MA|, 65mg, & 88%).

'H NMR(300MHz, CDClz) & 7.99(s, 1H), 6.93(s, 1H), 6.65(s, 1H),
4.23-4.05(m, 2H), 2.15(s, 3H), 1.74-1.65(m, 2H), 1.39(s, 18H), 1.37-1.22(m,
8H), 0.98-0.80(m, 3H).

o
filo

)

S

l

Y

B g
et

ni

ol
]
2
)

ol

A 2. FE (2-oln=-5-F 2 2-3-dEHd) 7 uld ol E

20mL  wiolgel @A 144 FAT t-FE t-FEAFELU-SER

—2-(((FE =) 7R d)olv| .)-6-w & 3 d ) 70} H| o] E (649mg, 1.3mmol) <}

CHoC15(0.3M, 4.3mL)3} TFA(2.98mL, 30eq, 3%9mmol)E Y1 2A17F Aol A mul

gk, wg FE ¥ gdstd CHCLY TFAE FF3IPD. I F sat.
z

NaHCO;(20mL) S ©3tar CHCly(15ml) & FE38t1 G728 MgS0, 2 2
50
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B sHsel EAY FTELS PR FHYe) WA, 378ng, FE:

'H NMR(300MHz, CDCl3) & 7.24(s, 1H), 7.93(s, 1), 6.26(s, 1H), 4.16(t,
J=6.7Hz, 2H) 3.61(s, 2H), 2.18(s, 3H), 1.72-1.61(m, 2H), 1.44-1.17(m, 8H),
0.89(t, J=6.4Hz, 3H).

gA 3. A (-ERE-2-(2-(3-222YYd-2-9)-20-ATE-3-715A T
T)-3-dE o d)7tute o] E

EUELS wE (2-019=-3,5-HEE2 2 ) 7lntH ol E il 7]
A 2004 FAT FE (2-olu|-5-F22-3-wEHd)JvulHo]|EE ALE3EIaL
3AIZE W53 A Qo AAl 289 @A 37 2 WHoE ®A Y IFES
FAEFATH (= A, FE&: 48%).

"1 NMR(300MHz, CDCl3) & 8.53(d, J=4.7Hz, 1H), 8.16(s, 1H), 8.03(d,
J=8.1Hz, 1H), 7.94(dd, J=8.0, 2.7Hz, 2H), 7.48-7.39(m, 4H), 7.08(s, 1H),
6.90(s, 1), 4.07(dt, J=6.7, 3.7Hz, 2H), 2.30(s, 3H), 1.53-1.52(m, 2H),
1.26-1.22(m, 8H), 0.88-0.84(m, 3H).

i

AA o 38: 2-HEAE (5-222-2-(2-(3-2229Td-2-U)-2H-AFE-3-
FHEAM] 2)-3-H 2 d) 7Hutul o] E

94 1. t-538 (-REAFNELU-ZF22-2-(((2-HEA A EA TR L) o}y
X)-6-o 2 d) 7t o] E

20242 f-t-5g Y S I 2do|E il 2-v|EA] Y ZF=2
ZX2U0EE AFES A 9ol AAld 379 T4 13 22 HOZ T A
SFES AT (EA 1A, FE&: 81%).

'H NMR(300MHz, CDCl3) & 7.96(s, 1H), 6.94(s, 1H), 6.75(s, 1H), 4.32(t,
J=4 .9Hz, 2H), 3.62(t, J=4.9Hz, 2H), 3.41(s, 3H), 3.14(s, 3H), 1.40(s, 18H).

A 2. 2-HEANE (2-0}n)x-5-F 2 2-3-0 & Hd)Fuld o] E

t-2g dg (5-F22-3-wg-1,2-7dd)t7utuolE Al A7) &
51
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A 1A S t-2E t-FEAFEDU-FEE-2-(((2-HFA o SA) 7R
Yol i)-6-HEu d)7luld o] EE AFEE A o= *‘Al@ﬂ 359 ©A 49}
Z2e wHoz TA SFBL FANAHES 1A, F8:1 99%).
1H NMR(300MHz, CDCl3) & 7.25(s, 1H), 6.93(s, 1H), 6.44(s, 1H), 4.34(t,
J=4 4Hz, 2H), 3.65(t, J=4.4Hz, 2H), 3.43(s, 3H), 2.18(s, 3H) (& 6§3.50]
A N2 HolE brs 3371 28 US).

9A 3. 2-HEANE (5-FRE-2-(2-B-FR=Igd-2-¢)-2H-A}E-3-7}
A 2)-3-t 8 7 d) 7t o] E

| E2E42 vdg (2-o}v|-3,5-UEZ 2 d)7tulo]E tiial Ar] o
A 20l FA7E 2-vSAE (2-0}0) e-5-2 2 2-3-0| D3 J)Fhutwl o] ES
AbgE A ol AAld 289 @A 37 Z& WHORE A HFES FA
st (=& 1A, & 50%). |

'H NMR(300MHz, CDCl3) & 8.56(d, J=5.0Hz, 1H), 8.15(s, 1H), 8.02(d,

J=8.3Hz, 1H), 7.95(dd, J=8.0, 3.0Hz, 2H), 7.52-7.40(m, 4H), 7.08(s, 1H),
7.04(s, 1H), 4.24(t, J=4.4Hz, 2H), 3.52(t, J=4.6Hz, 2H), 3.29(s, 3H), 2.31(s,
3H).

AN 39: 3-Z22X2Y (5-Z22-2-(2-(3-F2298d-2-Y)-2H-A}=
-3-7HE AR £)-3-s DA Q)7 o] =

DA 1. -3 (-BEXNFELU-ZEE-2-(((3-EERIEZA])7lEH)oln|
=)-6-d g Hd) 7t o] E

247 Y ZZEIZYolE il -FZ2I2Y FZIZI 2|
O|EE A}E3 A 9olv AHAld 379 ©A 1%} Z& WHoE ZAY StE
S FAFAG (=T A, F&: 36%). |

'H NMR(300MHz, CDC13) & 7.95(s, 1H), 6.94(s, 1H), 6.65(s, 1H), 4.33(t,
J=6.0Hz, 2H), 3.63(t, J=6.3Hz, 2H), 2.16-2.12(m, 5H), 1.39(s, 18H).

97 2. 3FERREIZY (2-olu|-5-F 2 2-3-wdHd) 7l o] E
52
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t-5g vd (-ER2-3-vE-1,2-Fdd)grnteolE il Z7] &
A 1N GG -2 -REAARDU-FEZ2-(-FEZIZEN)7
)opn|)-6-maH )7t ES ALR T A el AAld 359 @A 49
2o Pgoz TAS HUEL PANUHES 1A, 58 98%),

H NMR(300MHz, CDC1s) & 7.25(s, 1H), 6.94(s, 1), 6.36(s, 1H), 4.33(t,
J=6.1Hz, 2H), 3.65(t, J=6.5Hz, 2H), 2.19-2.10(m, 5H) (2% §3.57°] NH, = X
ol brs WA} B US

94 3. -ERRTRE (5-E22-2-(2-3-EFZ299-2-¢Y)-2H-A}Z-3-
HE AR 2)-3-v g 5 d ) 7hutr| o] E

22242 g (2-opv-3,5-HE2 2 D)7 olE il Ay &
A 2014 FA3 -EREEZEY (2ol -5-F22-3-vEud) 7t o] EE
Agatal, AEtA AYS FA/Hex = 1:28 3 A Qo Ao 289 &7 3
74 22 WHoz ZA FES FAFAH =T 1A, FE&: 47).

'H NMR(300MHz, CDCl3) & 8.53(d, J=3.2Hz, 1H), 8.09(s, 1H), 8.02(d,
J=8.8Hz, 1H), 7.95(d, J=8.2Hz, 2H), 7.55-7.41(m, 4H), 7.09(s, 1H), 7.01(s,
1H), 4.26(t, J=6.1Hz, 2H), 3.53(t, J=6.2Hz, 2H), 2.32(s, 3H), 2.08-2.01(n,
2H).

AAd 40: ¢ (5-222-2-(2-(3-2E 29 d-2-9)-2H-AGE-3-715A}v]
E)-3-H g d)7tutd ol E

oA 1. €498 t-3d (5-F22-3-1d-1,2-34dd)Ftulvol E
U422 MY ZEIIEV0|E dil ¢ EEE I 0E
3Fal EA/Hex = 1:4% AAIg A Qo= AAld 359 @A 33 & Wy
A FES FASIAT (AN 1A, F&: 85%).
'H NMR(300MHz, CDCl3) & 7.82(s, 1H), 7.24(s, 1H), 6.96(s, 1H),
6.01-5.90(m, 1H), 5.81(s, 1H) 5.39-5.25(m, 2H), 4.67(d, J=5.5Hz, 2H), 2.24(s,
3H), 1.50(s, 9H). |

18
=

[o ﬂ!lﬂl

EH

53



10

15

20

25

30

WO 2012/081916 PCT/KR2011/009670

A 2. €48 (2-olv|=-5-F2E-3-HEHd) ol B

t-2d dg (5-FE22-3-Wd-1,2-sldd)yshutvo]E thal A7) o
A 1A FAdg 4E t-2g (5-F22-3-mdE-1,2-3dA) g Futuo] EE A}
&3t A Qo= AAld 359 ©A 49 2 WHoE FAY FFES FAT
AH(BAA 1A, F&: 89%).

'H NMR(300MHz, CDCls) & 7.24(s, 1H), 6.94(s, 1H), 6.35(s, 1H),
6.01-5.92(m, 1H), 5.39-5.25(m, 2H), 4.67(d, J=5.6Hz, 2H), 3.60(s, 2H), 2.18(s,
3H).

94 3. ¢¥ (5-FEE-2-(2-(3-Z2 23 g d-2-9)-20-¢1 }E-3-7} 2 A}
g3 d)7hule o] E
22A2 dd (2-obvl=-3,5-tF 22 ) eolE il 37 @
PG 4Y (2-ofm|w-5-Z 2 2-3-v] L D)o ES AL,
Ao ANAL FA/MC=1:92 ALET A Qo= AA]o 28 «l oA 3
3 22 o gAY SES AN THAT =aY 1A, FE 20%).
'H NMR(300MHz, CDCls) & 8.44(d, J=4.5Hz, 1H) 8.39(s, 1H), 8.00(d,
J=8.4Hz, 1H), 7.87(d, J=8.0Hz, 2H), 7.47-7.34(m, 4H), 7.16(s, 1H), 7.00(s,
1H), 5.81-5.68(m, 1H), 5.21-5.09(m, 2H), 4.41(d, J=5.6Hz, 2H), 2.29(s, 3H).

o
ol

¢

AAd 41: 2-BE2RJY (5-F22-2-(2-(3-F2 297 d-2-9)-20-A}E-3-
FHEA 2)-3-H 23 d) 7tulH o] E

A 1. 2-B2RdY t-2g (5-F22-3-t2-1,2-H ) 7utr o] E

V& ulo] ol t-RE (2-0}u|x-4-F 2 2-6-v| & ) F}ule] o] E(385mg,
1.5mmol) ¢} EZ 2 ek(5mL, 0.3M)S P wyrstthzt 32l d(0.24nL, 3.0mol,
2.0eq) e LY. 7o) 2-B2RAE FZIZ ¥ W 0]E(0.21nL, 1.8mmol,
1.2eq) 5 Y3 2004 2422 St wksigich. whE T8 F 2(30.0mL) %
2229 8(30.0nL x 2)22 223 L §715S MgS0.2 Axg T 7+¢t
&Y. 2 ¥ Aestd 4y ZAEE 3N (EA/Hex = 1:9)E #8319

EA9 FEES AP (=T 1A, 512mg, FE: 84%).
54
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'H NMR(300MHz, CDCl3) & 7.78(s, 1), 7.25(s, 1H), 6.98(s, 1H), 5.84(s,
1H), 4.47(t, J=6.0Hz, 2H), 3.56(t, J=6.0Hz, 2H), 2.24(s, 3H), 1.50(s, 9H).

DA 2. 2-HERAE (2-0}u|x-5-F 2 2-3-v|gd i d)7ulH ol E

t-7d og (5-F2=2-3-v€-1,2-Fdd)stdolE Al 7] &
A 1olA e 2-BERAYE t-Fd (5-FRE-3-9E2-1,2-3d ) H 7l
OJEZ ALET A Qo AAd 359 ©A 49 22 WHozT TAY IFE
S FAABATH (=AY A, FE&: 86%).

'H NMR(300MHz, CDCl3) & 7.26(s, 1H), 6.95(s, 1H), 6.44(s, 1H), 4.48(t ,
J=5.9Hz,2H), 3.57(t, J=5.9Hz, 2H), 2.19(s, 3H).

@A 3. 2-BERY (5-E22-2-(2-(3-F229gd-2-9)-20- t}=-3-7}
EAle 2)-3-dwdHd) 7t o] E

FUEA2 Y (2-olv|x=-3,5-0F22H )70l E gial 7] &
A 204 FAAT 2-BEEAYE (2-olv|x-5-FE2-3-HE I d)FutHo| EE
AHER A Qele AAldl 289 DA 33 e WHoer FAY SFES T
sHth(A=T 1A, T8 20%).

"H NMR(300MHz, CDClz) & 8.48(d, J=4.3Hz, 1H) 8.25(s, 1H), 7.97(d,
J=8.3Hz, 1H), 7.92-7.87(m, 2H), 7.51(s, 1H), 7.47-7.35(m, 3H), 7.25(d,
J=7.5Hz, 1H), 7.03(s, 1H), 4.29(t, J=5.9Hz, 2H), 3.39(t, J=5.9Hz, 2H), 2.29(s,
3H).

AXd 42 vEd (2-(2-(3-E2 232 P-2-U)-2H-UHE-3-FHEA| E)-5-A]
ohx=-3-w ¥ d)7ute o] E

aA 1. g-t-Fd (d-Aote-2-HE-6-HERTHE)o|r| =T ILE Yo E
2R 4-FE2-2-vd-6-yEZopdY tial PCT FHAFTE A0

2007/56155 A1 (CHEMBRIDGE RESEARCH LABORATORIES, INC.)ol 7lAl® @WHo=

AzE 4-op| =-3-vE-5-UEZHZUEL S A_S A fde HAAld 359

9A 13 22 BHeE FAY ¥dEs s (ol Rl 1A, F&:
95
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95%) .
IH NMR(300MHz, CDCl3) & 8.15(s, 1H), 7.80(s, 1H), 2.37(s, 3H), 1.41(s,
18H).

SA 2. f-t-FE (2-o}r|x—4-Alolx-6-mHH d)o| R ET] 7L E o] E

ELELE MY B 5HERE-2-HERAE)7OIE A A7 &
A 104 BHE O-t-2" (4-2ohr-2-v " -6-1 E 23 d)o]u] Er]FFR 1] o]
EE AMgdte] 1A wbgata, AebA AolA EA/Hex = 1:22 2 E A
el & Al 289 ©A 29 Z& WHo=Z FAY F}ES FAHSATH(IA A
A, 2.90g, F&: 83%).

'H NMR(300MHz, CDCl3) & 6.89(s, 1H), 6.85(s, 1H), 3.89(s, 2H), 2.15(s,
3H), 1.41(s, 18H).

@A 3. t-

d) 74wt o]
SLEHEE 35-HEER-2-HEREY Wil A7) @A 204 4T

O-t-3¢g (2-o}u e~4-A ol e—6-w E H d Yol n| =T 7B Y| o] E

e AAd 289 @A 13 S wHoE M 1A AdES 4, TEEQ

ez g eAz ARSI

g {-EEXFRY (4-A o} -2 ((F EA| 7} B Y ) o} = )-6-1 & )

1=
1=

S4A 4. WE (2-o}F| =-5-Alo}-3-v € ¥ d ) FHutH| o] E
t-2e o (5-FE2-3-vg-1,2-Fd@d)gstutdolE il v &
Al 3A FAT t-FE t-FEATE LA o e-2-((A EA]FLE ) o}

)-6-dgud)Fulelo] ES ALEElD 5AIZE weE A elE Al 359

a4 49 22 o R N uA FFES F DA A4 BAY JFES
FAASFAHI A A, & 48%).

'H NMR(300MHz, CDCl3) & 7.40(s, 1H), 7.24(s, 1H), 6.11(s, 1H), 4.24(s,
2H), 3.79(s, 3H), 2.20(s, 3H).

DA 5. dE (2-(2-(3-F2 233 d-2-9)-2-Q FE-3-F} E A0 £ )-5-A] o} '
56
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325 9) vl o] 2

SYELE w8 (2-o}v]e-3,5-HEEEE) 7o E gl A7
Al 4ol A A7 W= (2—°}U]4—5—/\10};—3—1?1]%31]%)7}3}‘}1] °o|EE AlEstal,
dedxd S2gol= g4l ﬂ% 2ogdxd E2ol=E AT A
Qo= AAld 289 ©A 37} T2 2 BAY g A=
A A, & 51%).

I_H NMR(300MHz, CDCl3) & 8.51(d, J=4.7Hz, 1H) 8.35(s, 1H), 8.03-7.94(m,
3H), 7.82(s, 1H), 7.52-7.41(m, 3H), 7.36(s, 1H), 7.17(s, 1H), 3.73(s, 3H),
2.37(s, 3H).

i

A 430 o]laRd  (2-(2-(B-€2EVH-2-U)-2H-AHE-3-715AH|
E)-5-Alofe-3-vE 3 ) 7HulH o] E

@A 1 -2 - ALY (A ob 2 (0] £ E A 7)ok o] )6
g3 d) it o] = |
 suEdz -3y Qolea-2Ree-dgsd)uoE g A
Aol 429 WA 2004 BAT T-t-2Y (2-0bm] se—d-Alobi-6-0] & 3] D) o] 1]
SOARUOES ALEstn, WY 222 EedoE g4 oaky ZFzeye
WolES Agstn, Aelstd BY 2olE e AHAE EA/Hex = 1148
Ag @ A slol= AAld 359 @A 37 2 WMoz FAlS HFYBL FA
st A 1A, F&: 71%).

'H NMR(300MHz, CDCl3) & 8.31(s, 1H), 7.22(s, 1H), 6.73(s, 1H), 3.97(d,
J=6.8Hz, 2H), 2.21(s, 3H), 2.01-1.94(m, 1H), 1.38(s, 18H),.0.96(d, J=6.8Hz,

6H) .

s

A 2. o]aFE (2-otH| x-5-Aope-3-v| G 3 d ) Tl o E
t-F4d weE G-222-3-78-1,2-FdA)Hstulu o] E

1A FAT t-F8  t-FEATIR L (4-Aote-2-((o] & F-F A 7hE d ) o} ]

w)-6-v g ) 7tute o] ES AREstaL, 7AIZE bk A eldl= Al 359

9]
oA 49} 22 HRioR A9 seES AR A, 206ng, FE:
o7

121 EN R P I ]
EA
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78%) .

"H NMR(300MHz, CDCl3) & 7.41(s, 1H), 7.24(s, 1H), 6.13(s, 1H), 4.26(s,
2H), 3.96(d, J=6.5Hz, 2H), 2.20(s, 3H), 2.01-1.92(m, 1H), 0.96(d, J=6.6Hz,
6H) .

@7 3. olARE (2-(2-(3-FER2FYU-2-9)-2H-JA}E-3-7H5 A & )-5-4]
ol ic-3-v g H| d)7tutr o] E

ELEAZE vY (2-0lP|x-3,5-HEEEHE)7MEt ol E Al A7) &
A 20A AT o)AFd (2-otH] x-5-Alotm-3-HH I d ) FuE o EE
sta, detdxyd S2gos il EEFo2vadyryd S2o|=8 AL
3 A Qo AAld 289 @A 37 e
THeS 1A, $8: 42%).

"1 NMR(300MHz, CDCl3) & 8.53(d, J=4.6Hz, 1H) 8.44(s, 1H), 8.02(d,
J=8.2Hz, 1H), 7.95(d, J=8.1Hz, 2H), 7.78(s, 1H), 7.52-7.42(m, 3H), 7.36(s,1
H), 7.08(s, 1H), 3.88(d, J=6.7Hz, 2H), 2.37(s, 3H), 1.91-1.82(m, 1H), 0.85(d,
J=6.7Hz, 6H).

A 4: ¥E (2-(2-3-22 23 gd-2-9)-2H-AFZE-3-71 7 A = )-5-A]
ol=-3-v| ¥ d)FHulH o] E

9 1. t-F9E t-FEATRE (4-A o -2-(((FE S 7HE ) obr] 1 )-6-1)
gdrd)7hute o] E

=dt2de o-t-3dE (2-olvx-4-E22-6-vEHd)olr = 7R
o]E dj4l AAld 429 @A 204 FAT t-t-FE (2-0}7] =-4-A] o} = -6-1]
gid)olmEtytHUlo]EE ARGt 2A1ZF wk3 A Q= AAld 379
S 13 22 Hom ZA FFEL FASAHFA HA, FE&: 99%).

"I NMR(300MHz, CDCl3) & 8.31(s, 1H), 7.22(s, 1H), 6.74(s, 1H), 4.17(t,
J=6.7Hz, 2H), 2.21(s, 3H), 1.69-1.65(m, 2H), 1.38(s, 18H), 1.32-1.21(m, 8H),
0.89(t, J=5.9Hz, 3H).

o8
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@A 2. FE (2-otHe-5-Alote-3-m E F d ) 7t o] E

t-%4d g (-F22-3-vE-1,2-ddd)gFuiolE diA v @
A 1olA FAA t-FE t-EEAFR D (d-A ok e-2- (R E S A])7HR g ) o} ]
E)-6-d g d) 7t o] ESE AMES R Qole AAld 359 B 49 72 W
HoE A FES AU I 1A, FE&: 99%).

'H NMR(300MHz, CDCls) & 7.41(s, 1H), 7.24(s, 1H), 6.06(s, 1H),
4.24(brs, 2H), 4.17(t, J=6.7Hz, 2H), 2.20(s, 3H), 1.74-1.60(m, 2H),
1.40-1.23(m, 8H), 0.89(t, J=6.4Hz, 3H).

@A 3. #Ad (2-(2-(3-ER 29 YU-2-Y)-2H-A}E-3-71F A B )-5-A] o} .
~3-Al g #Hd) 7t ol E
FAE27 mE (2-oln)=-3,5-tJF 223 d)7ulro]E o
Al 2014 FA AE (2-017]| -5-Alote-3-wEH H d ) FtulH o] EE AME-3}aL,
Hagdxd Z2elols il EYESFOoEMEEEd S2gtol=E I
23k R 9ol Ao 289 @A 33 ZL WHoR FAY FFEL
A HFFA A, T&: 46%).
'HNMR(300MHz, CDC15) & 8.52(s, 1H), 8.40(s, 1H), 8.03(d, J=8.6Hz, 1H),
7.95(d, J=6.3Hz, 2H), 7.78(s, 1H), 7.47(t, J=9.2Hz, 3H), 7.36(s, 1H), 7.01(s,
M), 4.14-4.04(m, 2H), 2.35(s, 3H), 1.63-1.56(m, 2H), 1.31-1.16(m, 8H),
0.88-0.79(m, 3H).

3Nz

Ao 45: 2-HFEANE (2-(2-(3-E22¥ e d-2-U)-2H-A}E-3-7H5A}H]
£)-5-Alob-3-d| E#H d) 7t o] E

gA 1. t-FE -ESATFEE (- obe-2-(((2-F F A ol SA] ) 7hE ) o} ]
=)-6-HEHd)7Hne o] E

SAEAZ f-t-FE (2-olrx-4-F22-6-vdHd)o| v =] 7R
o|E Al AAlel 429 @A 2014 @A H-t-F=- (2-0}7| =-4-A]o}=-6-H]
dild)olr| =RV EE, I8 SEEIXEME il 2-HEA dE F

ze¥evoEg A48T 2 st AAd 379 A 13 2& Yo A
59
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9 gdEe FASAEA A, & 90%).
'H NMR(300MHz, CDCls) & 8.29(s, 1H), 7.24(s, 1H), 6.85(s, 1H),
4.39-4.29(m, 2H), 3.69-3.59(m, 2H), 3.41(s, 3H), 2.21(s, 3H), 1.40(s, 18H).

@A 2. 2-H =AY (2-0}u] x-5-A] o} = -3-v] D 3| D ) Fhul i o] E

t-2g g (5-Z22-3-vg-1,2-ddd)tFutuo]E blal Ay
A 1A FAE -38 t-REAFRD4-Aobe-2-(((2-H S A | A ) 7HE.
d)oluw)-6-H g H ) Ftutulo] ES ALET A Qo= AAd 359 GA| 49
Ze woz A9 AFEL FAHYH(IY 1A, F&: 97h).

'H NMR(300MHz, CDCls) & 7.44(s, 1H), 7.24(s, 1H), 6.28(s, 1H),
4.40-4.15(m, 2H), 3.69-3.59(m, 2H), 3.43(s, 3H), 2.19(s, 3H) (2 &§4.29°) NH,
2 HolE brs AV EFUS).

DA 3. 2-HEAAE (2-(2-(3-ZE2EFEH-2-Y)-2H-AhE-3-7F 5 AL
E)-5-Alof -3~ E #d ) 7tute o] E

SLEAZ dE (2-019-3,5-0 229 d)7tulr o] E il A7)
Al 204 FAAS 2-vFAINE  (2-0}F) =-5-A] obe-3-H € #H D ) FpHtH|
Atgsta, dedxd 2ol giil EEFoEdMuadxd ZEgfo
ALgsta, AY AZRvEDHT O HNEHE EA/Hex = 111E A& 2 9]0
AAd 289 @A 37 2L W TAY FFES AU (=T 1A,
S 20%).

'H NMR(300MHz, CDCl3) & 8.55(d, J=3.1Hz, 1H), 8.38(s, 1H), 8.02(d,
J=8.0Hz, 1H), 7.99-7.92(m, 2H), 7.81(s, 1H), 7.45(m, 3H), 7.37(s, 1H), 7.18(s,
1H), 4.27-4.25(m, 2H), 3.55-3.51(m, 2H), 3.30(s, 3H), 2.37(s, 3H).

I im

Iy
fe owe w8

AXd 46: 3-E22TX2Y (2-(2-(3-F 229 d-2-9)-2H-AFZ=-3-7}5A} 1]
E)-5-Alotie-3-d e ¥ d) FHute o] E

9A 1. t-58 t-FEAIEL2-(((-FREZTEZA|)7LE )olr] . )-4-A] o}

-6-m @3 d)hute ol E
60



10

15

20

25

30

WO 2012/081916 PCT/KR2011/009670

2022 f-t-Fdg (2-olnx-4-F22-6-m e d)oln =t 7R Y
2 Joll 429] ©A 20014 FAG -t-FE (2-0}7] =-4-A] o} = ~6-1]
g d)oln| =07 R Yo EE, 2 E2RIEYo|E il -F22Z2d &
ZRIXEWOEE AFRE A Qole Aild 379 9 13 22 WHOE HA
o] 3}HES FASIFTH (I 1A, FTE&: 72%).

'H MMR(300MHz, CDCl3) & 8.29(s, 1H), 7.24(s, 1H), 6.75(s, 1H),
4.41-4.30(m, J 2H), 3.69-3.60(m, 2H), 2.22(s, 3H), 2.18-2.13(m, 2H), 1.39(s,
18H).

oA 2. 3-2REXRY (2-0}7| -5-Alof-3-H D d ) Flut o] E

t-2E deg (-F22-3-vE-1,2-m5dd) g7 olE thal A7) o
A 1A FA8S t-FE t-FEAFNRDC-(((-ERRZZZA])7tEH)oln|
E)-4-Alol-6-HEH D)7l o| ES AFES A Lol AAld 359 @A 4
o 22 WYoE FAY FFES AT (= LA, F&: 99%).

'H NMR(300MHz, CDClsz) & 7.41(s, 1H), 7.24(s, 1H), 6.23(s, 1H),
4.41-4.30(m, 2H), 4.27(s, 2H), 3.73-3.57(m, 2H), 2.21(s, 3H), 2.17-2.11(m,
2H) .

A 3. 3-2E2IZ2g (2-(2-(3-Z2 23 U-2-9)-2H-9I T E-3-7} 2 A}w)
T)-5-Alote-3-v g3 d) 7hate o] E

EHEAZ WY (2-ovx-3,5-0FZ 25 d)7tH o] E il A7)
Al 24 A -ER2EZ2Y (2-ol]e-5-Alol -3 EH d ) Fhule o] E
Agsta, Rz ZEeols glil ExETozvadyd 2zl
Abgstn, AEl7td 29 AEetEaH T W89 E EA/Hex = 1:1 > EA/MC =
1192 AFEE A ol A d 289 A 33 22 WHoR FA9 JFES
AR (= 1A, & 16%). |

'H NMR(300MHz, CDCl3) & 8.53(d, J=5.1Hz, 1H), 8.34(s, 1H),
8.05-7.92(m, 3H), 7.84(s, 1H), 7.54-7.44(m, 3H), 7.37(s, 1H), 7.16(s, 1H),
4.28(t, J=6.1Hz, 2H), 3.54(t, J=6.4Hz, 2H), 2.38(s, 3H), 2.07-2.03(m, 2H).

s m[m (o
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ANl 47 EE (2-(2-(-FR 2 W-2-2)- 2 ATHE-3-7HE AL £ )54
obre-3-H 2 Q)7 o] =

97 1 t-28 (2-((LYSA) TR )oh] i) -4-A o -6-t D ) (-2 =
A7FE ) Auke o] £

o zwEae Ry (o-olu-4-ZEz-6-vgdd)ThulEolE gA A
Alell 4291 GA 20014 FAAT -t-FE (2-otv| -4-Alotx-6-HE T d) o] 1
TUFE U EE AlLeta, vlY FERXEd0lE i 48 FEE I 210
EZ 183 A gl AAd 359 wA 37 pe WHow waa na s
22 o} g B gl AHgstct.

DAl 2. &E (2-opr]k-5-Aloh-3-H B H d ) FHule| o] E

-9 WE (5-222-3-v2-1,2-sdd)tsulejo]E il gr]
A 1A g -R" (@-((FFAD TR )0 )42 ohie-6-1] D 5]
D) (-REAR D) ES AL, TEREE/H02 AZHF A
Sl = AAel 359 @A 49 2& WPo 2 EA AFEL FAAANAD
= 1A, & 55%).

'H NMR(300MHz, CDCl3) & 7.42(s, 1H), 7.24(s, 1H), 6.18(s, 1H),
6.01-5.90(m, 1H), 5.39-5.27(m, 2H), 4.67(d, J=5.7Hz, 2H), 4.24(s, 2H), 2.20(s,

3H).

@A 3. 94 (2-(2-(3-FER 29y U-2-Y)-20-AJFE-3-7HEAH| 2)-5-A] o}
-3-v g o d) a0 E
U222 by (2-olu|x=-3,5-t 229 d) 7ol E 4l 7] o

A, FEAT).
' N\MR(300MHz, CDCl3) & 8.52(d, J=4.7Hz, 1H), 8.36(s, 1H), 8.01(d,

J=7.9Hz, 1H), 7.96(d, J=8.0Hz, 2H), 7.82(s, 1H), 7.53-7.42(m, 3H), 7.37(s,
62
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1H), 7.17(s, 1H), 5.91-5.78(m, 1H), 5.30-5.15(m, 2H), 4.59(d, J=5.7Hz, 2H),
2.38(s, 3H).

A4 48: 2-BE2RAY (2-(2-(3-F2 29 g d-2-Y)-20-A }E-3-7} 5 A} 7]
E)-5-Alol -3~ E ¥ d) 7l o] E

B4 1. 3" (2-((2-BREEA) 7R Y ) ot )-4-A| o} i -6-1] G 3]
‘é)(t—‘ji/\lﬂi‘é)?}ﬁ}ﬂﬂolﬁ

29EAZ (-RY (2-olnx4-ZFZ-6-v D d)Fuvo]E Al A
Aol 429] @A 2011*1 T Y-t-2d (2-0}v]e-4-Alobe-6-n D 3 d) o] 1]
=07 RO EE Aol 4A1ZF whegk A Qlole Al 419 @A) 17 2
o ioz gAY FFES FAAHIAMN 1A, F&: 93%).

'H NMR(300MHz, CDCl3) & 8.29(s, 1H), 7.25(s, 1H), 6.87(s, 1H), 4.49(t,
J=5.9Hz, 2H), 3.56(t, J=5.9Hz, 2H), 2.22(s, 3H), 1.39(s, 18H).

@A 2. 2-BE2R|Y (2-o}v|ke-5-Aole-3-v B ¥ ) Fhute o] E

t-28g odgd (5-F22-3-HE-1,2-82d)g7utrolE thal 7] &
A 1A g% -38 (2-(((2-B2 R EA]) 7R Y )o}r] x )-4-A] o} .= -6-7
g d)(t-2E5A 7t )t o] EE AEshal, EA/HL0E AZAATE A o=
Ao 359 @A 49} FE AR oR FAY FHIFES FAAH(IN 1A,
5 61%).

'H NMR(300MHz, CDCl3) & 7.44(s, 1), 7.25(s, 1H), 6.27(s, 1H), 4.50(t,
J=5.9Hz, 2H), 4.25(s, 2H), 3.58(t, J=5.8Hz, 2H), 2.20(s, 3H).

A 3. 2-BREAE  (2-(2-(3-F22HdU-2-9)-20-AHE-3-7H 5 A1)
-Aot-3-vl e ¥ d ) Fhul | o] E

22247 vd (2-oln -3, 5-tFZ 2 d)Jtulu ol E diA A4y &

Al 204 FAdE 2-BERAE  (2-ohF]|e-5-Alotm-3-m g H ) 7hulH o] EE

Abgslo] 214)2F Wkt AEistd A9 a2vlEas 8§l 2 EA/Hex = 1:2

E AMETE A Qolls Ao 289 @A 33 e WRloE FA e &
63
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AR (= A, & 42%).
'H NMR(300MHz, CDClg) & 8.61(s, 1H), 8.44(d, J=4.5Hz, 1H), 7.97(d,
J=8.3Hz, 1H), 7.92-7.85(m, 2H), 7.81(s, 1H), 7.55(s, 1H), 7.46-7.34(m, 3H),
7.29(s, 1H), 4.33(t, J=5.8Hz, 2H), 3.40(t, J=5.8Hz, 2H), 2.34(s, 3H).

AAd 49: WE (3,5-UHER-2-(2-(3-22 29 g d-2-9)-2H-A}E-3-71%
A =) 3 d) Fhute o] E

9 1. g-t-F8 (2,4 HEEE-6-HEZIE)o|nEH IR Yo E
B4R 4-FEE2-2-E-6-HERZoIEH il 2 4-0BEF-6-UE
2oldAL AMgEl1 AeFtA Ay aZelEady e AL wWlE EA/Hex = 1:4
E AFRG A QolE Ao 359 @A 13 e WHoew XA JFEL T
AR THE A 1A, F&: 99%).
'H N\MR(300MHz, CDCls) & 8.10(s, 1H), 8.04(s, 1H), 1.40(s, 18H).

B 2. O-t-2g (-0} 6-T B2 Y)o]H ROy Fhu o] =
zw2dz WY (3,50222-2-UE2 A D)7k E Bal A7)
A 104 B4 O-t-2E (2,4-082R-6-UE2H3)ov Erjstro]E
g A el Al 2891 @A 29 2e PHoz B mA 3}
22 A 14, &8 61%).
IH NMR(300MHz, CDCl3) & 7.10(s, 1H), 6.82(s, 1H), 3.91(s,l2H), 1.38(s,

o
_Ea__
I:}

gA 3. t-FE t-FEAFNEE(2,4-HEERE-6-((HFAFFEE)obr| =) d)

SUEAE f-t-2d (2-ore—4-F22-6-mEH )0l =g IlE Yl
olE W4l 7] @A 204 ATt d-t-F8 (2-olv|x-4,6-T{EEEHY)o]
D27l Y0 EE Al43ln, 9 S22 YU 0]E X g S ¥ =1
O|EE. Alg3l, 6A1ZF WhEstn, AHEbA ZAY ABelEOYE EWE

EA/Hex = 1:42 A}2g A Qo= AAld 379 w4 13 Z& wH oz FA Y
64
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s AR 1A, & 26%).
"H NMR(300MHz, CDC15) & 7.46(s, 1H), 7.41(s, 1H), 6.49(s, 1H), 3.77(s,
3H).

S 4. WY (2-o}n|=-3,5-t B 2 25 d)F}ulv o] E

t-3d fg (5-F22-3-vd-1,2-#dd)gFuldo]E thal 7] o
Al 3lA FAAE t-FE t-FEAFIRD(2,4-T B EE-6-((HEA|7}E d)o}n]
=) D)l o) EE AFE-3la 2417 HESE A Qo AAld 359 @A 49}
Ze Aoz A FFES FASATHIAA 1A, FE&: 99%).

H NMR(300MHz, CDCl3) & 7.46(s, 1H), 7.41(s, 1H), 6.49(s, 1H), 3.77(s,
3H).

9A 5. HE (3,5-UHEEZE-2-(2-(3-F2 22 d-2-Y)-2H-A }E-3-71 5 A}
n) =) d) 7t o] E
SUEAZ dg (2-0l1]x-3,5-HERR2H )7t ol E Al A7) &

A 4ol AT A" (2-olwe-3,5-H B R EH ) tute 0| ES AMg St 24
AIZE wrSEta, AEstd 28 Z2vtE s §o) EA/Hex = 1:22 £
ool s Ao 289 @A 37 22 WHOoE FAY FFES FAHAAH (=T
A, & 52%).

- 'H NMR(300MHz, CDCls) & 8.56(d, J=4.9Hz, 1H), 8.15-8.10(m, 2H),
8.03(s, 1H), 7.97(dd, J=8.1, 4.6Hz, 2H), 7.58(s, 1H), 7.52-7.44(m, 3H), 7.35(s,

M), 3.76-3.72(s, 3H).

A 50: ojARdE (3,5-URERE-2-(2-(3-22 23 d-2-U)-2H-AHE-3-
FHE AL &) ¥ ) FHetH o] E

A 1. t-FE t-FEATIE G (2,4-H B 2 E-6-((0] AF-FA| 7L ) o}r) ) 7

%

FAELE (-8 (2o =-4-SEE-6-mE D) 7lutr o] E il A

Alofl 499] A 2014 TS Y-t-FE (2-0}7]x-4,6~-T] B2 EHd)o]u =]
65
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g ZF2IZTZUo]E il oliAlY FER2IFE

EE AL, 45TAA 1247 8r-83ta, AR o R EA/Hex/TI E 22|
1:10:18 A3t Agsta zrtEddsz 283 A Qds AAd

@A 33 S WYMo R

A ges FASATH(RA, F&: 73%).

'H NMR(300MHz, CDCl3) & 8.32(s, 1H), 7.45(s, 1H), 6.74(s, 1H,
3.96(d, J=6.2Hz, 2H), 2.04-1.93(m, 1H), 1.39(s, 18H), 0.96(d, J=6.4Hz,

9A 2. olARE (2-olnx-3,5-T)| B2 2 Hd)FutE ol E
t-2g og (5-F22-3-vg-1,2-7dd)gFntdolE tial Ay ¢

A 1A 4T t-FE -FFATIEE (2,4 HEEE6-((0]4F

obr] ) d) et o] EE
Qo= A Ao 352 ©A
A, =g 9T).

359]

NH),
6H) .

EAI7HE )
g5 TFAS 89% AL§stm, 1647 0 e A
ssh ge PYoE EAY HPEL THHUHAR

" NMR(300MHz, CDCls) & 7.51(s, 1H), 7.44(s, 1H), 6.31(s, 1H, NH),
J=6.6Hz, 2H), 2.04-1.91(m, 1H), 0.96(d, J=6.6Hz,

4.12(s, 2H, NHy), 3.96(d,
6H) .

9A 3. o]AXEE (3,5-TUBREHE-2-(2-(3-F 223 g d-2-9)-20-21t}=-3-7}

2] )

i)

|'d)7hutrl o] E

2242 vy (2-ol0|x-3,5-t 22 d)7HulH ol E Al A7) &

Al 204 FAT olaFE

(2-017] -3, 5-H B Z 23 ) FHutH o] EE AMG

40Col A 12A17F B+23 5 90CAA] 2A17F W&, AW FZwulE T

Qo2 EA/Hex/DCM = 1:5:15 AF&3 A Qo=

Mog gAY e FAsRTH (s IA, +&: 270).
'H NMR(300MHz, CDCls) &8.50(d, J=4.8Hz, 1H), 8.33(d, J=8.6Hz,
8.14(d, J=8.2Hz, 1), 7.99(s, 1H), 7.93-7.89(m, 2H), 7.54(s, 1H), 7.49-7.35(m,

4H), 3.82(d, J=6.2Hz, 2H),

1.91-1.80(m, 1H), 0.86(d, J=6.4Hz, 6H).

S

7))

AAle] 289 @A 337 e W

1H),

AAldl 51: AL (3,5-TEZE-2-(2-(3-22 =23 g d-2-Y)-2H-YhE-3-71 &

Ate| =)= d ) Fhate o E

66
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9A 1. t-82E" - EANRY(2,4-HEZE-6-(((AE A 7R ) o}
o) 1)) 7o o] E

ZwEAz oja¥y ZzzroolE oAl A
AHgE A 9oz AAld 508 BA 13 2 PWoR EAY SFHEL WA
A TH A, & 80%).

S| NMR(300MHz, CDCls) & 8.30(s, 1H), 7.44(s, 1H), 6.72(s, 1H, NH),
4.15(t, J=6.6Hz, 2H), 1.70-1.59(m, 2H), 1.38(s, 18H), 1.35-1.26(m, 8H),
0.87(t, J=4.7Hz, 3H).

@A 2. 92 (2-0v|e-3,5-0) B2 B d) a0l E

FEELE 7Y t-FEANELC 4 HERE6-((C|aFFAIFIE
o) d)7hate o] B il 7] gA 1eM FAd7 R t-FEATR
4(2,4-HB2E-6-((AB&AD)7tR D )otv ) H ) 7tulH o] ES A3 A
ool AAld 509 ©A 29 22 WHOR A FFES TSI
A, & 98%).

'H NMR(300MHz, CDCls) & 7.50(s, 1H), 7.43(s, 1H), 6.30(s, 1H, NH),
4.16(t, J=6.6Hz, 2H), 1.72-1.62(m, 2H), 1.39-1.23(n, 8H), 0.89(t, J=6.3Hz,
3H) .

)

94A 3. FE (3,5-UHER-2-(2-(3-FZ 23 g d-2-Y)-2H-A }E-3-7} = A}
o E)Hd) et ol E

29242 olaARd (2-0}7x-3,5-0HEEHI)F o2 WA A
7] @A 2014 AT A" (2-ove-3,5-TEEZ R )7t o] ES A&
R Qo= AAd 509 @A 33 & wWyoz ZAY IES FAIAG
(=& 1A, $£&: 24%).

'H NMR(300MHz, CDCls) §8.51(d, J=4.6Hz, 1H), 8.26(s, 1H), 8.13(d,
J=8.2Hz, 1H),8.00(s, 1H), 7.92(d, J=7.0Hz, 2H), 7.54(s, 1H), 7.49-7.39(m, 3H),
7.32(s, 1H), 4.04(t, J=6.8Hz, 2H), 1.62-1.54(m, 2H), 1.24(br, 8H), 0.85(t,

J=6.5Hz, 3H).
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AAle] 52: -9 EAl B (3,5-HERZE-2-(2-(3-FE22¥Fd-2-9)-2-IHE
~3-7HEAM =) 3 d) 7HutH ol E

DA 1. t-FE t-FEA 7RG (2,4-1 B2 E-6-(((2-FF A FA])7kE D)o}
m) i) ¥ d) 7t o] E

ZUEAZ O-t-2dg (2-olnx—4-F22-6-wE 5 d)olv =t FtE Y|
o]E tial AAld 499 ©A 1dA FA f-t-FE (2 4-1UEEE-6-HEER
HAd)olv| =0yt R o] EE A1&3ta, Y SEEXZHOE thil 2-H S Ao
g 7t2R = F2bolEE A&l 6417 vhgEta, HEsbA 43y A=2vlE
e S 2 EA/HEx = 1145 AHES R ol AAld 379 @A 13 22
o R A SES FASAN(H A, & 63%).

'H NMR(300MHz, CDC1s) & 8.29(s, 1H), 7.46(s, 1H), 6.91(s, 1H), 4.33(m,
J=2.09, 21), 3.62(m, J=1.92, 2H), 3.40(s, 3H), 1.39(s, 18H).

YAl 2. 2-HE Ao (2-0}v] -3, 5-0 B 2 B3 d)Fhue] o] &
t-Fd Wg (-F22-3-vg-1,2-Hdd)t7hntr o] E 371 &
Al 14 FAT t-FE t-FFEATE L (2,4 HEEE-6-(((2-F 5 A EA]) 7}
By)olm| ) Hd)7tntlo| ES ALE&ta 1,547 HE33 A Qo= AAld 35
o] A 49 2L Yo FTA9 IFES FASNIAIE 1A, F&: 97%).
'H NMR(300MHz, CDC13) & 7.51(s, 1H), 7.43(s, 1H), 6.53(s, 1H), 4.34(t,
J=1.68, 2H), 4.14(s, 2H), 3.64(t, J=6.39, 2H), 3.42(s, 3H).

o4l
=5

9A 3. 2-v|EAEY (3,5-THERE-2-(2-(3-EE 238 d-2-9)-20-Qt}=
-3-7HEAbE =) ) 7t o] E

EUEAE v (2-olv|x=-3,5-UEZZHE) 7Ol E il AU &
Al 201 @A - EANE (2-0}H] -3, 5-T B2 EHd)FIulH o EE ALE
3 A Qo= AAld 289 @A 37 e WPoR xA 9 FFEEL A
(A A, TE&: 8%).

'"H NMR(300MHz, CDCl3) & 8.58(d, J=4.44, 1H), 8.20(s, 1H), 8.13(d,
68
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J=8.13, 1H), 8.02(s, 1H), 7.95(t, J=4.86, 2H), 7.55(s, 2H), 7.44(t, J=6.91,
3H), 4.25(s, 1H), 3.55(s, 2H), 3.33(s, 2H).

A Ao 53: 32232y (3,5-JBREE-2-(2-(3-E2=2ygd-2-9)-20-2%}
E-3-7FE AR R) 3 d) FHtH o] E

24 1. t-FE t-FEEAIERE(2,4-HERE6- (2R 2 ZA))7tRY)
obr] )33 )7l v o] &

FLEHE H-t-Fe (C-oke-4-ZF22-6-vEdd)onEH 7R Y
O|E Al AAe 499 A 20 A FAF T-t-2" (2-0}n]n-4 6-T]BZ T
Fg)oln ErjR o] ES AHgstn, A8 SRexevos gl 3-ZREx
29 Ene2zdo B8 AL ste] 6AI7F Westn, dejstd AY 2=}
)3 (BA/Hex = L) E 2@ 7 ooz AAd 379 @A 13 2L WHo
2 g4 3PS BYSFATHATA, 58 83%).

1HNMR(SOOMHZ, CDCl3) & 8.28(s, 1H), 7.46(s, 1H), 6.79(s, 1H), 4.33(t,
J=6.0, 2H), 3.63(t,_ J=5.59, 2H), 2.14(m, J=3.09, 2H), 1.38(s, 18H).

9A 2. 3-EEEZEF (2-019|x-3,5-tHE R ) FHH o] E
-2 WY (5-222-3-92-12-8dA) g0l E Bl ] o
A 1A e t-FE t-FEAFNEL(2,4-HEER-6-(((3-E22ZZZA))
FtEd)otr| )T d) Fhute o] EE AL&35te] 2417 REZe A ojolE AAldl 35
o] oAl 49 22 WHo = ZA FES FAFAHIA LA, FE&: 98%).
H NMR(300MHz, CDC13) & 7.51(s, 1H), 7.44(s, 1H), 6.36(s, 1H), 4.30(t,
J=1.68, 2H), 3.63(t, J=6.39, 2H), 2.14(m, J=5.52, 2H), 1.27(s, 2H).

9 3. 3-EEETEF (3,5-UBRE-2-(2-(3-FEEYYU-2-¢)-20-A}=
~3-7tEA 0 =) d) FHub o] E

S2EZE vg (2-op7|x-3,5-tH 225 d)7tutH o] E Al A7)
A 20l FAET 3-ERR2ZRY (2-09|=-3,5-UEEREHH) 7t o] EE AL

L3t 6AIZF BHETE A QoE Ao 289 ©A 33 TS wHoz HA ]
69
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sgtee sl (EA 1A, s&: 15%).

"H NMR(300MHz, CDCl3) & 8.55(d, J=3.36, 1H), 8.18(s, 1H), 8.14(s, 1H),
8.11(s, 1H), 8.02(s, 1H), 7.96(t, J=4.62, 2H), 7.58(s, 1H), 7.48(d, J=7.77,
3H), 7.40(s, 1H), 4.27(t, J=5.13, 2H), 3.57(t, J=6.49, 2H), 2.08(t, J=6.10,
2H) .

AN 54 4 (3,5-HREE-2-(2-(3-F2 23 U-2-Y)-2H-AHE-3-715
Ao )3 ) s o) = |

S 1 -3 (2-((FYSA) TR )0kl )4, 6-H B2 R 3 D) (1-7F A7}
1) 7ol o] =

2842 o--¥2 (2-ol=4-2RE-6-o1gsd)olH =D Fry)
ol WA AN 498 B 2004 BAR O-t-3E (2-obvln-d,6-BRE
Mool tuvo| & g, Y ER2FadolE i %Y 2=
2¥edolEE Agdtel, 6A7 Wgsn, delid AW azvieas)
(BAMMex = LOE 22l@ 7 sl AAd 379 87 13} 2e Pz HA
o B PAFATHBN A, F8: 449).

"H NMR(300MHz, CDC13) & 8.30(s, 1H), 7.46(s, 1H), 6.80(s, 1H), 5.94(m,
J=5.39, 1H), 5.32(d, J=8.22, 2H), 4.67(m, J=5.61, 2H), 1.39(5, 18H).

A 2. € (2-019|x-3,5-t| B2 B d ) 7t o] E
t-7d WeE (5-F22-3-vd-1,2-ddd)ti7huteolE Al 37 &
Al 1elA @A t-FE @-((BFADFHEE) o =)-4,6-HEREHd)(t-
FEAFIRE) a0 EE ALEERIL 2417 vEERE A flelE Al 359 ©
Al 49t 2 BHeE BA dtEs FASAHR 1A, FE 64%).
‘HNMR(300MHz, CDCl3) & 7.51(s, 1H), 7.43(s, 1H), 6.36(s, 1H), 5.94(m,
J=5.58, 1H), 4.67(d, J=5.73, 2H), 4.09(s, 2H).

97 3. 29 (3,5-0BER-2-(2-(3-22 292 Y-2-U)-2H-A T} Z-3-7H 2 A}

Pl )3 d) 7hu o] 2
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E2UEAZ g (2-o}ux-3,5-t] 22 R )7t o] E gjal 7] &
Al 2014 FAZ L (2-olv|x-3,5-tHE R ) FHulH o] EE ALE3te] 24
AIZE ukesta, AE)gbA Ad F2elEady] fuj2  FA/Hex = 1125 AFR-3F
A Qolle AAld 289 @A 33 72 WHPoz A9 IFES FAIAG
v =@ 3A, FE& 52%).

"I NMR(300MHz, CDCl3) & 8.55(d, J=4.6Hz, 1H), 8.18-8.09(m, 2H),
8.04(s, 1H), 7.97(m, 2H), 7.58(s, 1H), 7.54-7.42(m, 3H), 7.39(s, 1H), 5.90(dq,
J=11.3, 6.8, 6.0Hz, 1H), 5.32(d, J=17.3Hz, 1H), 5.24(d, J=10.5Hz, 1H), 4.62(d,
J=5.6Hz, 2H).

flo

~~

A Ald] 55: 2-B 2R Y (3,5-THERE-2-(2-(3-F229gd-2-9)-20-A=
—3-7HE AL £)H ) A o &

A 1. t-F8 t-FEAFERL (2 4-HEER-6-(((2-BEEAEA]) 7R ) o}
o) wd ) Fhube ol E

FLEAE t-5FE (2ol -4-2RE-6-A L)t o] E thal A
Alefl 499] @A 20014 FAAT H-t-FE (2-otH|x4,6-THE R d)o|n =]
FHEMO|EE AME-8te] 4A)7 whgsta, Al AH IE2vE 29 (EA/Hex
= 1:4)E B3 A 9ol AAld 419 @A 13 & WHoez A9 I3
S AU (E A, & 78%).

'H NMR(300MHz, CDCl3) & 8.28(s, 1H), 7.49(s, 1H), 6.85(s, 1H), 4.48(t,
J=5.59, 3H), 3.55(t, J=5.85, 3H), 1.39(s, 18H).

97 2. 2-BE XY (2-o}u] -3, 5-t{ B2 2 Hd )7l o] E

t-%g de G-222-3-vd-1,2-ddd) gt ol E Al A7) &
A 1A FAG t-FE t-FEAFRD(2,4-HEZ2E-6-(((2-BE R EA]) 7}
Hd)olr ) d) 7ol EE ARR-sle] 2417 WhEE A 2jollE A Al 359
DA 49 2 Ao E FAY FEES FASIAT (I A, F&: 95%).

'H NMR(300MHz, CDCl3) & 7.51(s, 1H), 7.45(s, 1H), 6.42(s, 1H), 4.49(d,

J=5.92, 2H), 4.10(s, 2H), 3.56(t, J=5.98, 2H).
71
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A 3. 2-BERHY (3,5-UHEE-2-(2-(3-2229Yd-2-9)-2H-AtE
-3-FHE AR &) # d ) Fhute o] E

2548 by (2-oln|x=-3,5-tE2 29 )7l ol E g4l A7 o
A 2014 FAF 2-B 2R (2-0bu]:=-3,5-T B2 B H )7l o] EE AL
dn Ay A2vtEadve] FulE EA/Hex = 1:25 A3 A Qlole A4

289] w7 31 & WHoz EAY IFFES MG
S 33%).

flo

=& 1A, F

'H NMR(300MHz, CDCls) & 8.59(d, J=4.7Hz, 1H), 8.16-8.10(m, 2H),
8.04-7.94(m, 31), 7.60(s, 1H), 7.53-7.41(m, 4H), 4.43(t, J=6.2Hz, 4H), 3.51(t,
J=6.0Hz, 4H).

10

471 AAld 1 A 559lA Alzxd FFE9 3

srzALe 37 ¥ 19
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g7 Al Axd stgeEd W, stk 22 A H
o] g3t Wi Fiby, "EiAARIU, Hutelgol, MRl de 4584
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M
ol

W3 B 2000de] AFE AZolA AW F AKANA Tl AL
3 AAE AHEEIT  FulE(ttolohe] A& AR 5.8m9) YHOE
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F FUY AFTE ZAEGIY. BAVE 8] ek 1 2 29 Zo] A
gd 2EE 7|22 Ay ¥ HEE HASIA ol T FAE digt BAY
(F1 E&: A method of computing the

effectiveness of an insecticide. J. Econ. Entomol. 18:265~267. Abbott, 1925).

YA (FAY ASE-ALT ATE) / FAY T E x 100
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A7k 22 Ao s & 2o dAld 3, 13, 20, 21, 22, 23, 24,
25, 26, 2 279 =S 100ppmeE A st viF Fipdel iy dFEA
£ Age 23, 29 Fol 505 olde HAVE BT

4 T A AL
% MAE AREoksith. duiF(Tholop)e] Y& A7 5.8me] HHOE WHE
., %AV 4" 599 otdlE &l 3023 o

SA% SulF e AHBAVE 28 HEHYA(RAA 8.8m)ol Fi Bl AA A
H5< l0ehelg 33 w2 AEHUT. o)E B2 16:843F, 25%1T
D AYEE 50~60% ZAB A BAIR oW, BAE 24A3F, 48417, 72417 H

96417t 5 HuiAA e AFFE }—A}G}ﬁi‘:‘r. AA e WA Ay A

ﬂll

<
ok
[\)

24 gAbele] FASE T (Y] 84 1 9 2 2Hhan)
A7 e AFEHpHog AAd 3, 30 2 389 FFEL 100ppnl E
g ste] defA Mo dgk AL AFe A, 49 o 50% o]

Ado 3: Auto] Sof(Tetranychus urticae)ol] et AZ&A AF(EFEY)

Aete] ol 2001del AF AZolN AW F AKPNN ) A
A

=
s AMAE ALt AA 5.5me] HAEZ YA ES FES HA

i)
N
ox g o

g 23 2 9ol A7 2.8me] AET Ae AR F Ao o} A3
Z 20m2) 2 33 W AFAGG. olF, A} 4 589 oLE AL
2% BEIE olgdlolq HESAT. olF FxA 16:842, LE 8521T,
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T 50~60% FAdtlA BHstHA, FA|xE T 244
AZTE ZAIAY. WAV A7 34 1 9 29 Zo] AgAd 22 & 7]
22 A ¥ IAEE BASI o]E vA] FAH it BAH AFEZA A

t}
ge AFPPoR B @e] U] 2 L 39 FFZL 10ppn
3 of e 4EBHE AP A%, 29 Fol 508 o]
=1

HEPE 20070 AF A2oA AR F ARSAA Fo AL A
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A7) 47, FEA L AL 77 EPAHO0Z oo

2 CEFAR o

A1kl QoA
A7 X 2 Y7 24z 5g€A o |, 24, (e
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b}

A7)V @y Bz 2exoz gzl

o i
e 2l AE SHLE =

e

A1l QlojA,
A7) A7} N == CHO

&7 n R mo

H

Hoz 0 WA 39 Aol

2 824 E= € Zoln

47 X 2 7} 47 Aoz |, &2, (1,27 EE Aohwol;

7] 77} —C(=0)-NH-R' == -NH-C(=0)-0-R? o] 1

o714, R'& H Bt %70, RE Cz-a%zﬂ%lo]ﬂur, 24 TE (5%
FAE ASAHAY HAZE CZ 2] AE SHLE e FFE.

] 1
371 VR W AT =
]_ =

iy o
>
lo

ALg A, | -
871 e T o= stuolAY ol 99 AE BEALE 3= FHE
1) N-(2-(H 7t d)-4-2 2 2-6-v1 D 7 d)-2-(F] 2 2 -2- %) -2H-A3=-3-7}
FAo| =
2) N-(2-(ME 7 d)4-F22-6-7 Ll E)-6-FF L2 -2-(F 2| d-2-9)-2H-
DE-3-FHEA 0 =
3) N2 EY)4- 2226w Lo D)2~ (3-F 2 22} P-2-U)-2H-)
E-3-7HE A 2
4) N-(2- (MBI EL)-4-2 22 -6-0 B3 d)-2-9 d-2H-A}S-3-71 B A =
5) N-(2-(d| 87t Ed)-4-22 2-6-r Lo d)-5-F2 2-2-(F 2 d-2-L)-20-<)
BE-3-7H5 A B
6) N-(2-(W 27t d)4-F 2 2-6-7 L3 d)-5-FF L 2-2-(3 e} d-2-)-2H-
AHE-3-7h5A v =
7) N-(2-(EIRtEd)-4-F22-6-vE o d)-2-(5-rE v gl d-2-d)-20-9
E-3-7hE A =
8) N-(2-(H@rutrd)-4-222-6-v2dd)-2-(5-22 29 gld-2-9)-2H-2
E-3-7H5 A &

9) N-(2-(0]|aZ 2 dImrd)-6-vEdud)-2-(3-F2 29 d-2-4)-20-U )=
82
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-3-7tEAME =

10) N-(2- (v e 7mtRd)-6-H g v d)-2-(3-2 229 g d-2-9)-2H-A}E-3-7}
A E;

11) N-(2-(o]| AZ 2R Y)4-E22-6-HEHd)-2-(3-E2 =29 d-2~-
) -2H-AFZF-3-7F A =

12) N-(2-(o]AZEIgiurd)4-22R-6-vdHd)-2-(3-F2 25 g d-2-

D)2 E3TEEA E

13) N-(2- (A g7t R Q) -4-B 2 2 -6-v| g3 d)-2-(3-2 2 2 9] g d-2-%)-2H-<
E-3-7H5 A =

14) N-(2-(HE7hRY)-4-S22-6-VE 8 E)-5-T22-2-(3-F 22y g d-2-
2)-7-F L -2H- A& -3-TH A =

15) N-(2-(ol2Z2g7mlEYd)4-222-6-HEnd)-5-F22-2-(3-82 27
g d-2-9)-7-" g-2H-Q hF-3-7HFAe| =

16) N-(2-(HE 7R Y)-4-BER-6-FEHd)-5-FE22-2-(3-F 229 gd-2-
Ad)-7-Wd-2H- T E-3-7F AR =

17) N-(2-(0|AZE2H7MEY)-4-B 2R -6-wE8Hd)-5-F22-2-(3-F 22
g d-2-4)-7-w g -2H-/}ZF-3-7 JAA| =

18) N-(2-(FlE7lulEd)-6-vedd)-5-F22-2-(3-F2 29 d-2-9)-7-1
g-2H-Q1 & -3-7} 5 A0 =

19) N-(2-(WE7HIEY)-4-E22-6-WEHd)-5-EE2E-2-(3-E2 29 g d-2-
A)-7-d-2H-A}FE-3-7F AR =

20) N-(2-(o]AZ2Z7nRY)4-E22-6-HEdd)-5-BEF-2-(3-F22Y]
g d-2-9)-7-vd-2H-A I} ZE-3-FFF AP =

21) N-(2-(ME 7t Y)-4- B2 H6-vEFd)-5-HEE-2-(3-FE &9 g|d-2-
A)-7-vd-2H-A FZF-3-7F R AR =

22) N-(2-(O]AZ2 IR Y)4-HER-6-vEsd)-5-0H 2 R-2-(3-F 227
g d-2-9)-7-v g-2H- A th&-3-7H HA A =

23) N-(2-(dg@7htRd)-6-vE s d)-5-H22-2-(3-F 22T g d-2-¢)-7-1
g-2H-15E-3-7t H A0 = |

24) N-(2-(W & 7uEY)4-222-6-HEdd)-5-B2E-2-(3-EZ2=2H g d-2-
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W)-2H-Q1 e E-3-7H B Ape] =
N-(2-(0]AZ2AIMEY)-4-F22-6-HEHd)-5-HE2F-2-(3-E2 25
2 €-2-90)-2H-Q1 ThE-3-7h A =

26) N-(2-(H €72 d)4-B 2 E-6-uedHd)-5- B2 Z-2-(3-F 229 d-2-

27)

28)

29)

30)

4 )-2H-AHE-3-FFEAY &

N-(2-(0l2Z2E7MEY)4-B 2 E-6-HeHd)-5-B2E-2-(3-E22Y
2 9-2-U)-20-ATHE-3-7 EAv| =

A (3,5-"HERE-2-(2-(3-FR 2 U-2-¢)-2H-UIFZ-3-7t FA v &)
#d)7kate o) E

olafd (3,5-HERE-2-(2-C-2E2Yd-2-d)-20-AFE-3-7t 54}
Pl =) H ) Tt o] E :

dE (B,5-HERE-2-(2-B-2E29YP-2-9)-20-JATHE-3-7I AV =)
#d)7kutd o] B

31) 2-AEA0E (3,5-HE22-2-(2-(3-F 229 7| d-2-4)-20-AE-3-715

A %) 5] ) 7t o] &

32) 3-222Z2Y (3,5-HEEE-2-(2-3-ZE2E9gd-2-9)-2H-AhE-3-7}

33)

34)

35)

36)

37)

38)

39)

A =) # g ) 7ol o] B

4 (3,5-HERE-2-(2-(3-22 29 H-2-U)-2H-A}E-3-7} FAIV| E)
#Hd) a0 E;
-8 2R d (3,5-UER22-2-(2-(3-F2 29 d-2-U)-20-A}&-3-7} 5
Ate| ) B d ) FhebH o] E

e (5-222-2-(2-(3-22 232 d-2-4)-2H-AFZ-3-7} 5 A0 £ )-3-
g #H )7t o) E

olARY (5-FRE-2-(2-(3-FR 23y U-2-9)-20-¢ FZ-3-7} 5 A}

=)-3-dgd s d)7tutr o] E; .

Ad (-F22-2-(2-(3-2E2YYd-2-¥)-2H-AFE-3-7H 5 A0 =) -3~
v e 7 d) 7| o] E
-HEA Y (5-EE22-2-(2-(3-F22¥gd-2-¢ )—2H—<ﬂt}€——3—7}%A}u]
=)-3-vl e 3 d)Fhute| o] B ; '

3FERRZRY (5-ERE-2-(2-(3-2E 2 d-2-¢)-2H-AhE-3-7H5 A}
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40)

41)

42)

43)

44)

45)

46)

47)

43)

49)

50)

51)

52)

53)

54)

U = )-3-H o d) 7hatr o] E;

4d (5-22RE-2-(2-3-Z2EEIYI-2-9)20-A}E-3-71 A9 = )-3-
g3 d)7ute o] E;
2-BERAY (5-FR2-2-(2-(3-2 229 g d-2-¢)-2H-JQt}hE-3-7H 5 ALr]
%)-3-AgH D)7l ol o] E;

HE (2-(2-(3-F 2258 Y-2-9)-2H-Q ThE-3-7} B Abw] £ )-5-A] o} 13-
g #Hd)7Hube ol E;

o|2%Y (2-(2-(3-FE2 27 Y-2-9)-2H-AthE-3-7} B Abm] £)-5-A] o} i
-3-v g d ) 7hutvi ol E;

A2 (-(2-(3-2E2 22 D-2-9)2H-Q FE-3-7F H A9 E)-5-A] o 1=3-
e )it o] £ ; |

2-m|BA Y (2-(2-(3-2 22 5 2] D-2-2)-2H-Q THE-3-7H 2 A} £ )-5-4]
ol x-3-vd 7 d ) 7hutrl o] E;

3-222X2W (2-(2-(3-Z2 23 89-2-9)-2H-ATHE-3-7H2 A B )-5-
Alote-3-v g ¥ d) Fhut | o] E

DY (2-(2-(3-2 R ) D-2-2)-2H-2 THE-3-7HE A} E)-5-4] o} 13-
A g #Hd)7Hubd ol E;

2-BERAY (2-(2-(3-2 2292 9-2-9)-20-9 T E-3-7F B Abo] £)-5-A
ohi-3-v e d) 7hutv o] E;

A8 (3,5-0BER-2-(2-(3-2 2292 U-2-9)-2H- THE-3-7} BALD )
#H'd) 7t o) E

ola¥Y (3,5-08ER2-(2-(3- 22270 d-2-2)2H-ATHE-3-71 24}
n &) d)7tuH o] E

A9 (3,5-0ER2R-2-(2-(3-2 2 232 ¥-2-0)-2H- Ak E-3-71 2 A9 =)
#Hd)7lule o] E;
- EAel Y (3,5-0) B R B -2-(2-(3-2 2 23 ] Y-2-2)-2H-QI T} Z-3-7} &
AR =) B d ) ket o] E
FEREIEY (3,5-YEEE-2-(2-(3-F2 29 H-2-9)-20-A}&-3-7}
2ap8) £) 5 Q) 7 o]
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#d) 7t ol E; "
55) 2-BE R Y (3,5-HEEE-2-(2-(3-E2 29 d-2-2)-2H-IE-3-715
AR =) d ) 7tk o] E

7. A1l oiA,
8t7] B3E T ok stuolAY o9 A Ae SALE s Y E:

D N-(2-(g7hted)-4-2 2 2-6-F D3l d)-2-(7 2] 2 -2-9)-2H-A +&-3-7}
A E

2) N-(2-(WE 7R d)-4-2 2 2-6-v 23 d)-6-SF L 2-2-(F 2 d-2-<)-2H-
ATE-3-7H5 A0 =

3) N-(-(AgntEd)-4-222-6-vEod)-2-(3-22 29 d-2-¢)-20-¢
hE-3-7 B A = |

5) N-(2-(Al @7 d)-4-S 2 2-6-7 23 d)-5-F 2 =-2-(9 2| H-2-)-2H-<)
E-3-71 EAPR 2 |

13) N-(2-(dg7hutRY)-4-B 2 R-6-HEd 3 d)-2-(3-E 2 29 2| d-2-9)-20-<
hE-3-7H5 A = |

26) N-(2-(H B 7 Y)-4-B 2 E-6-1 D3 d)-5- B2 2 -2-(3-F 229 2| -2~
d)-2H-AThE-3-7HF A =

27) N-(2-(0)AZT2hIuRd)-4-B 2R 6-HEd¥d)-5- 02 8-2-(3-F2 2
2 d-2-4)-2H- A HFE-3-7FFAT =

30) AE (3,5-HE2E-2-(2-(3-2 229 Yd-2-4)-2H-AHE-3-715AP| =)
gd)stute o] B &

38) 2-vEAE (5-222-2-(2-(3-2 22 d-2-U)2H- U HE-3-715A}Y]
=)-3-d g d) 7t ol E.

8. A1 WA A7F F o= 3 o wWE AFEe HHYLLEAN FHE=

dEA 24

9. A1Y WA A7 F o= 3 o }E IFES FIAE T o] AMAA

o Agste] Jer] £e EF5< BAse WH.
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