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9)-5-(2-7 g E)-1-(3-ml ot 7t 2 W d 9 d)-1,2-tgfo] =R F 2| d-2-, 3-(2-A|o}=-3-F 2] )-5-(2-7] g
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d-2-2, 3-(2-Aloledd)-5-(2-ZE2LE 2.3-3-¢)-1-9d-1,2-TJs}o| =29 g -2-2, 3-(2-A|o}=5d)-5-
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E=HY)-5-(2-FF 2 Hd)-1-¥Hd-1,2-t 3ol =2y g d-2-<, 3-(2-Alo} =Y )-5-(E] 2 #-2- )-1-3 -
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298 d-2-2, 3-(2-HEAFEZRIHAD)-5-(2- g d)-1-9d-1,2-t o] =2 T gl d-2-2, 3-7d-5-(2-7]
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ATH. EF, WS Gufe] A stol dets Alo] wigtAlete | Abgete &vile R, AloF Fol wet
23, WS AdeA] @i FYELS o= AL geste Zlolw 5WHE] dAE A AN, npEAsAE
=2 v, HEgGse]=2Fe, o EAt | Fo] gla, T 2 whge A #9)7] 3 e 3 VR F
oA 3t Aol wghAstar, oy Aol ¥z ARk A @F 2 FE P 5)E IS S Utk &
T ukeE B4 5HE] SAHEA AN, ekt E, RIYER T oMHEAVER 59 3719 EA4 sl
g e ge=ste], Ay, Bastte]l T 7 S ES ol&ste] 60Tl 7FE g sk, nbsrA s
F100C =] 200Col A Fgtct.  ALgete |vlve SRYEE, AloF Fo e 23, E eSS AsA Zn
SUELAS o AL &alA7IE AolW 53 dAH A LAR, utgAsAE fudEFoln =, 584, zb
A, HEZH, fI=2dx, JEZHA o] vk, FRzst 4 frAete] A3 wkgS 583 dA Y
A AT, ¥RbEE, FAIUEF, FASEE, UYEFFSAIE EE ZEEFSAIE 59 d7E
ojg3ste], HlEgslo|ER2Fed e tHExFoln= Fof &nf Fo] WY A 7td S sF, vt AsAE
A2 ] 60ColA 33T}
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del 9, E wge AdeA 2t @ SWs #49A $Aw, vEAeAE YEFIIAe=, S8 |
EFWE A=, LJE o Sajo]= o

EXDEREYH FFEXNS AFsE T3 JEEXDI EYWEA RIS A7 &4 sl A wksA7]=
Aotk AMESE 97 EXdE, AMgeE & ol wel deAw, whg& Ak ke & 5] ¢
AE A FARE, nEAsHAE n-FEEE Tol Atk AREEE &uive SR, Ao Tl wep gk, W
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o g Ay, E 9hgS A3EHA] o EREAS o= AL K oW 53| dA A FARE, wiEA
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Foll A7 Fol= oF 30 pg A 10

7 ool wEkd wEAR
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4

] 0]
LIRS

Apol, Agte] A
g, vhgA
kg2

S

18] ®E F32 hre] Fol

1

FA} Fol® oF 30 g WA 1 g,
Z1
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=
=,
=
=
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L

.

L

L

H
57

o

o

kg

Blacs
JHEE Fholdak

Kol
-
el
-
wul
N

MPA <=-8-A

100 ug WA 5 g, d
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176 ¢
Faz, 80CelA 2A1%E &<

7}8

J

%

200 me2
[e RN e =

S w s S

=

=

h=]

=

[e]

F3HE 79.1 g

F3HE 40 g9}

S EAE 1000 me,
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1072-97-5] 300 g

°
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=

F 30 ml
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<157>

<158>

<159>

<160>

<161>
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<163>

<164>

<165>

<166>

<167>

<168>

op
=
=2
o
2,
>,
N
=
E‘ \1
O
3.‘1
>
)
T
m
il

S .RE 0
Zal, A EFOR pld. 0744 ?EE}OPL A AARE o3 AR 5, FAlskaL 60Tl sk St
=& Axste], #:A4 sE 102 g(FFA)E AAH

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.60(d, 1H), 8.14(d, 1H).

A3 2

5HER-1-Hd-3-8 9 51, 2-t]3o]| =2 v g-2-2

1
Br AN X
X0

e 1|4 4 5-HER-3-99%-1,2-tslo|=2Td-2-2 10.0 g, ¥d B2 10.0 g, FAEATE
8.1 g5 HEEEve 500 meel @esta, Edo”etnl 15 mie FH7Este], A2elx 5 Wyt get
ankabgleh, W el B 200 me, $FEYob: 50 mle ISk, AH3 ﬂﬂs& T, mEws ATE o=
sl Ak, HERRdgs FES], Yo Fidviadges 74561 3,

& OHAEATE - Fitom Y AAAste], A ShehE 6.54 g(7E 520)E D}

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.34-7.38(m, 2H), 7.44-7.52(m, 3H), 7.53(d, 1H), 8.10(d, 1H).

319 3

5S-H R R-3-(2-Aloledd)-1-#Hd-1,2-0 3o =2 F g d-2-2

Br = N'J:: ‘J

X

o
.CN

Fate] 2004 Ao 5-EHER-1-{4Y-3-29%-1,2-TelE2 g d-2- 11.69 g, 2-(2-AlolxdHd)-
1,3,2-tFAIR Yo E 8.0 g, BMHHF 16.0 g& HWEXFolr = 150 mfzoﬂ Hetsla, HEDI|AEHLEE
23 ZoE 3.0 g& HUbsta, HA #9171 shell 80TolA 243 B wwtekgivt. REEAE Eo i, oA
EjtEs &3 £, &, 23} AAFE &4 AAEe, b dartadlecs dxd & s 2 AA
sttt ARES A7 ZE aReEadfI(d@-olEAIEAD R BASte], oM EAM -S40 2 5
H AAAste], 1A S3HE 5.67 g(FE 520)E EAUTT.

1H—NMR(4OOMHZ, CDC13); & (ppm) 7.42-7.54(m, 6H), 7.61-7.65(m, 4H), 7.66(d, 1H), 7.74-7.77(m, 1H).

31 4
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<175>
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<179>
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<181>

S=50dl 10-0904011

5-(2-dgd)-1,2-t3lo| =2y gd-2-&

=z

NS

|

N7 N NH
X0

2,5-" B 2RI d[C
A 3AIZE &k alRk

rQL‘ o

-2] foa=e
, eta, whgdls B3 Jzoﬂ 747} -, 1’4011 dolH 2 9 2]
T2 33 AAsY, F¢ oo R Axg &, BvE 4 AASA. %&%%% e Eoln =
Lol g3lA171a, E N-FE-(2-1 2 D) E[CAS No. 59020-10-9] 900 g} HIE 2
gS HUbstal, Aa #9171 ske] 120TelA 3AIF <t aRkelivt,  whg s
°ﬂE‘°ﬂEﬂE 10 ¢ 2 FF3ta, 23} THVER F#8&9, X3} AA5=E &4 ,
o}, Eol 48% B 23854 589 800 mS A7Fsla, 110TColA 3A17F B wwukslg]

= qOﬂgoﬂﬁﬂg 3 LR MASI, A& 2 po o} Wi, 5N F2SERF fdo @ pHll.00 2 %
oA tofdef 2 3 g 2 AT, F5S e dake g pH7. 02 2HE3 T, tEEEdeor &)
Aok, BulE 7 AASIY AR 2EAE YoldolH2-di 3 gz MFHst, A SE 201.5 ¢

(& 69%)5 AU}

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.72(d, 1H), 7.20(ddd, 1H), 7.50-7.54(m, 1H), 7.73(dt, 1H), 8.12-8.15(m,
1H), 8.19(dd, 1H), 8.60-8.64(m, 1H).

A3 5

3-B2R-5-(2-9gd)-1,2-y3}o| =29 g d-2-

<

NS NANH
N0
Br

Fae 404 dojR 5-(2-9Y)-1,2-tslo]| = 2T g U-2-& 201.5 ¢& UHEZEolH = 1300 mlol 36}1/\]71
3, N-BERsAoln = 208.3 g& Hubelar, A& A 2/\17& Fob wHkEIT., WS dS ALE 4 Lo B
AAES o7 QFH ko], 50CoA 29 witor &3 Axste], Al 3FE 230 g(F& 799 AUt}
'H-NMR(400MHz, CDCls): & (ppm) 7.21-7.26(m, 1H), 7.52(d, 1H), 7.75(dt, 1H), 8.21(d, 1H), 8.61-8.64(nm,
1H), 8.67(d, 1H).

A3 6

3-HEr-5-(2-y g d)-1-(3-¥ g d)-1,2-t]slo| == v g -2-

Z =

| |

\N NN N
N0
Br.

e 5olA HolA 3-HR2R-5-(2-7Fd)-1,2-t])so| =2 g w-2- 18.75 g9 3-IFPREAF 18.36 gol
fZ2 =29 E 300 S >‘<47}6}j O-p-3fo] == 4-H| A [(N,N,N' N'-g| EgHEd o) 38| () 1 & =22
O|= 3.47 g& IS -, AFA BH7] ShelA 4 o b wwkelgith, WSS NI AT 2E ZR(o}
HEsE g£&)0=2 Xhﬂ% 5, suE 7 AlAGY AAE 2ZEAAS YodoUEzR AHeta, A 3k
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<185>

<186>

<187>

<188>

<189>

<190>

<191>

<192>

<193>

<194>

<195>

<196>

SSE43 10-0904011
B 24.26 g(F8 99%)S A},

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.23-7.26(m, 1H), 7.47-7.51(m, 1H), 7.52-7.56(m, 1H), 7.77(dt, 1H),
7.87-7.91(m, 1H), 8.19(d, 1H), 8.53(d, 1H), 8.59-8.62(m, 1H), 8.71-8.75(m, 2H).

A3 7

1-(2-9]2|d)-1,2-H3lo| =2 9] g -2-2

“

SN ON

X0
2-(1N)-T 8= 4.00 g, 2-2229Fd 8.00 g9 yHedEEolnc 25 ¢ {Mo| exZ-F 3.80 g} 8.0 =314
178 0.51 g& #H7Fskar, 120CelA 2A17F B9t wRksigity. HA2o2 HEd &, 55 HU7bsta, ofAEAL
g2 F23 F, oMHENNEZTE &, 23 TR AASG &, sRbnlvgeR Azt SvE 2
F5eta, RES A 28 AZ2vtEIGI(PHENE/ANt = 11DE AASIe], @34 o] 7
A 3EE 1.58 g2 Ao

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.31(dt, 1H), 6.67(d, 1H), 7.33(ddd, 1H), 7.40(ddd, 1H), 7.82-7.90(m,
2H), 7.96(dd, 1H), 8.57(dd, 1H).

31 8

1-(2-¥gd)-5-E2r-1 2-U3o| =23 gd-2-&

n
&
o
Ak

d)-1,2-tste| =29 g d-2-2 1.50 g tHEEFo=(15 me)&fell N-HE Rkl = 1,60
ank spoll Hrbetglnh. ERFE 2413 Eo Aol wukgk § B2 g4stal, op|EMER F
1%& “, x3} @‘?%?i A &, ol es Adxsiglvt. &uE A sSeka,
g/82 1:3)= AAlste], waA 2w w4 39w 1.13 g

0Q
il
o

o u
i

to %
>,
o
N
i
mﬁ
HU
o
i
M
)
A=)
o
X
m
r>~
9,

.

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.57(d, 1H), 7.34(ddd, 1H), 7.42(dd, 1H), 7.85(dt, 1H), 7.97(dd, 1H),
8.10(d, 1H), 8.57(dd, 1H).
31 9

1-(2-¥g49)-5-(2-¥ g d)-1,2-H3}o| =29 g d-2-2

“ ~
SNTNAONT SN
X0

1292 9)-5- 1 221, 2-T se] 22 ¥-2-€ 0.10 g, z—an ey S 0.30 g HvlgEFopr)
= 2.5 m o) tFEuiELAdEaT BetE & A7, 130TelA 247 Bk wukael,

o

g
d2or HEd F, 22 34stal, oM EAdER f‘r%@biﬂr T E =, 3} HdeE AT 5, %
Aviadiges Axsglit. ulE A s, AFes HeybA Z2d AzviEI (o EACE) =
gAske], HA 2o A SE 0.076 g& AU
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<197>

<198>

<199>

<200>

<201>

<202>

<203>

<204>

<205>

<206>

<207>

<208>

<209>

<210>

211>

S=50dl 10-0904011

'H-NMR(400MHz, CDCla): & (ppm) 6.77(d, 1), 7.22(dd, 1), 7.36(dd, 1), 7.61(d, 1H), 7.76(dt, 1),
7.87(dt, 1H), 7.97(d, 1H), 8.12(dd, 1H), 8.60-8.65(m, 2H), 8.67(d, 1H).

Fad 10

1-(2-¥ 2 d)-5-(2-¥ggd)-3-H2 21, 2-T]glo]| =23 g dd-2-2

7 7
SNTNAONTSN
X0
Br

2t A aRkeE
Aeld e &6kl S &, 23 AdTE AR F, vtadlses dx S
Fotal, IFES Ayrhd 24 ARvtEIG Y (R ELE/E) 3D E AAlste], wa EHe] x4 8%
£ 0.05 g& AUt

'H-NMR(400Miz, DMSO-ds); & (ppm) 7.33(ddd, 1H), 7.58(ddd, 1H), 7.83-7.88(m, 2H), 7.97(dd, 1H), 8.07(dt,
1H), 8.59-8.62(m, 1H), 8.65-8.80(m, 1H), 8.72(d, 1H), 8.81(d, 1H).

Z3d 11

3,5-tdBEER-2-mEA vl

Br N

//
Br

OMe

2, 3,5-Eg|HERIYY 30.0 g& 28% YEFHISAOI= 80 meoll W sl A 7hskal 50Tl A 2A17F 52t
drekglth. wkgele B SAeta ddddHeR FEe3lt. fU5E E3 AdsR AGE F, v 4
Artadiger Axste] &S 7S skl AT AFRES ey Z2d ARt u (ol ESI Y
/82 12002 AASk], ®A 3EE 18.5 g& AU

1H‘NMR(400MHZ, CDCls); & (ppm) 3.99(s, 3H), 7.93(d, 1H), 8.14(d, 1H).

A3 12
3-(2-¥g4g)-5-E22-2-u| EA gl

55513, ARES oMENdER FEadt. §7
zetgith. $UT 4% sHehm, AFBE HelAd 29 AzchEoe)(hH =

Zl
of ek Be] w4 sE 2.8 g& 9
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<212>

<213>

<214>

<215>

<216>

217>

<218>

<219>

<220>

<221>

<222>

<223>

<224>

<225>

<226>

<227>

<228>

SS90l 10-0904011

'H-NMR(400MHz, CDC1y): & (ppm) 4.02(s, 3H), 7.31(dd, 1H), 7.80(dt, 1H), 8.02(ddd, 1H), 8.25(d, 1H),
8.40(d, 1H), 8.71-8.74(m, 1H).

Zaef 13

3-(2-9g9)-5-9d-2-(1H)- g =

NH

7 N—¢ N\
=4

3-(2-9849)-5-HER-2-wEATZY 1.0 g, #dld B2 0.9 g, tF=2H|2EFHdEx~d ZaF 0.3 g,

Edodolyl 2 mo EFES Add 30 ml =olA B E7] skl 120TCeA 1.5417F E¢F awtaslict, A
202 HEYL, ofNELYER SN & 5 23} AAFE AAsty, sbulavgoeR Az, &

=
& 7t FESIaL, AFE 47% BEIFANS Hobstal, 70T 1A ok sF2ssin. W
sta, B2 A3 & egFoer FIAAT. AEI AAES o7 AFsY, =, odElEzz A4
o] g3ba Rkl A 3E 0.5 g2 AU

'H-NMR(400MHz, DMSO-ds): & (ppm) 7.30-7.37(m, 2H), 7.43(dd, 2H), 7.62(d, 2H), 7.82-7.90(m, 1), 7.87(d,
1H), 8.64-8.69(m, 2H), 8.57(d, 1H), 12.30(brs, 1H).

Fad 14

1-3g-3-YE=Z-5-(2-¥] 2] d)-1,2-t]3tc| == v g d-2-2

P 0
o |
N7 NN

S
NO,

o

(14a) 3-UE=-1-¥d-1,2-t3lo| =2 d-2-&

9.9 m¢, ¥
Yool Rar,
ANFH st , A

¢

2-3lo|EEA-3-UERYHY 5 g, #Hld BEA 7.14 g, ofHEATFH(I) 2.6 g, EgoEo}nl
5.8 m< HEZs| =25 100 meoll Hrhebar, s S adelt. whE EFELS <
ol EAME R FEFY, f7|5S FASHL, Axst, 553 5, odHE PEA
318E 4.71 g& AU},

b e
_&U
4, e
L}-El

ro

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.39(dd, 1H), 7.36-7.40(m, 2H), 7.49-7.54(m, 3H), 7.73(dd, 1H), 8.38(dd,
1H).

(14b) 5-HE2R-3-UE=-1-¥d-1,2-t]3lo|=23gd-2-2

sUEZ AU, 2-taolEad e v 1 go] HuEEEeluE 10 nt £9jo] N-H 2wk olu= 988ngS
Hrhsta, AedA sy Bok sta, oAl 50THA A% Bk W W EREL ALEA R

i, MEES o3 AFske], EA S 1.27 g2 I
'H-NMR(400MHz, CDCls); & (ppm) 7.36-7.39(m, 2H), 7.50-7.57(m, 3H), 7.88(d, 1H), 8.42(d, 1H).

(14c) 3-YE=Z-1-sd-5-(2-9gd)-1,2-t]3lo| =2 v d-2-&

5-HEH-3-UEZ-1-9d-1,2-t3lo]| =2y gd-2-2 1.27 g, 2-Eg-n-Fe2ud ¥4y 2.38 g, HEH7|~
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<229>

<230>

<231>

<232>

<233>

<234>

<235>

<236>

<237>

<238>

<239>

<240>

S=50dl 10-0904011

Aldzad ZebE 248mgS AL 20 meel FHErRskar, Ha 2971 ske] 120TelAM R F
S Td=s A2 e ARviEddI (oA EA "R/ A A = FAlste] A ShghE 6

W Lo
H =

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.28(ddd, 1H), 7.45-7.63(m, 6H), 7.80(dt, 1H), 8.61(ddd, 1H), 8.63(d,
1H), 9.03(d, 1H).
Fxd 15

3-obr] s-1-5] g-5-(2-5] 2] 2)-1,2-T] o] == 5] e wl-2-2

.
SNTNAN

\
NH,

0

3UER-1-9d-5-(3]2d-2-2)-1,2-H 3] al g2
100 mgEs H7Fshar, 4 29171 stellA] apswt &<k wwksklek. vy if&%
FEA SFE 411 mge AU

o 20 meoll 10% ZEHE-¢
Ae7HA o dhafal %%6?0%,

’HH—NMR(400MHZ, CDCl3); & (ppm) 4.36-4.42(m, 1H), 7.18(dd, 1H), 7.28(d, 1H), 7.44-7.54(m, 6H), 7.61(d,
1), 7.70(dt, 1H), 8.57-8.60(m, 1H).

34 16

3-(2-Aloksl9)-5-(F A2 R Y )-1-5 -1, 2-T] o] =25 e W-2- 2

MEOZC = N/©

NS

[0)
CN

6-slol =S AU Ae o 2 e FAH P o8 FAE 5HE
2 6.3 g2 HEGSIO|=RFE 200 meol] &3AF) L, oFAEX .
A 3uF Eob wukalglth,  wrgdle] olmi]olE HIbEhaL, Eiiiﬁoi 22390, $7]1=<S wa
T2 A F, B sviadlgor Hxste], &ulE ek skl
toleolegl2g AAst, WA AAY 3-HIZH-5-(HEA]7
AT 2 F 5 g2 HMEEFe= 100 meoll &AL, 2-(2-A] }iﬂﬂg)_l7372_]4&4_@%1]0@
4.6 g, BAFE 7.9 g, HEZI|2EYHLIEZAA FatF 375 mg% Asbsta. Ax 2ol s U0TAA 1A
ek wwstgieh, AeoR WA F oW 3, oMIENEE FE® ¥, B, X3 A5
A AAste], B4 Pvladgen A2 F, 8vE A AAST dFEe Al 29 AaeE
v (Aol EA B AN R AAS ], BA FFES 3.23 ¢ AU}

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.89(s, 38H), 7.42-7.55(m, 6H), 7.61-7.66(m, 2H), 7.75(dd, 1H), 8.14(d,
1H), 8.35(d, 1H).

Fxd 17

_56_



<241>

<242>

<243>

<244>

<245>

<246>

<247>

<248>

<249>

<250>

<251>

S=50dl 10-0904011

3-(2-2 2 259)-5-8o] S SA W G-1-5 -1, 2-T] o] == 5] e wl-2-2

HO /N:

N

0
Cl

3-H R R-5-HEA 2R E-1-9d-1,2-t]slo|ER2a g d-2-23 2-F2Edd RENogRE Fid 39 A
Hell whet e 3-(2-F22Hd)-5-wEAIFF 2R d-1-Hd-1,2-T]3lo] =20 g d-2-2 36 mgS =70 20 ml
of &3lAlA 78Tl Wzt &, ol AZ2HAFH|F T4 E(1.50 HEGSO| =27 &9) 0.1 mE 3
Aeto] HA7Fslth. -78TCAA H2o® 2L ASA7IHA stEd &< ke & IN d4kE HUbsta a
Wek 5, XAV ES FRA0R FIAZT. oMHEAER FET 5, X3 AYFE £ A
Aate], ¢ Finavleor Axd F, SwE Y ARG, IRES AdgIHA 29 I=EnEadgy
(FA-otAEALE AN 2 BAst], A 3= 12 mgs EAT}.

"H-NMR(400MHz, CDCls); & (ppm) 4.48(s, 2H). 7.25-7.29(m, 3H), 7.37-7.51(m, 8H).
ESI-AF; 312[M + H]

34 18
3Nt d-6-(2-329)-1-9]d-1,2-Telo| =z gg-2-&

1.
SNTNAON

AN

(0}
COzMe

2-Sto] ESAIYZRAAE 4.5 g7 Hd B
meol] &3AI71L, oA EAL ?E] 705 mget ¥EY 1 mS H7Fsta, ¥
of R UolE Hrlslal, FRIZXBOFT FE3QT).
oz Axso, L& et st AASIT. A ZA
55 tolEoHE2g Agste], WA Aol 5-HB2R-3-fEAJIERY-1-Hd-1,2-t]slo]| =2 3] g
59 g& ATk, 2 F 3.2 g& HWEEROME 100 meol &3A7IaL, ET N-FE-2-Td)FA
[CAS No. 59020-10-9] 7.7 g¢ HEZ7|~EgHAdEAA FokF 240 mgS HA7Fsta, 24 297 3¢ 110TA

2-slo| =AU AR o 2 e A

22 4.7 ¢& HEZS|=E2F T 200
715 kel Aol 3dwr Fob stk WkE-

it}
o
e
o
o
:ngl
e
ox
s}
T
=
HU

N
ofj
o
=
ot
1>
2
e
fr
>
o
o
o
e T
a
ot
24
=
u
=
5 o
O

A 3AZE ek ekl Ao 9AE F, whgole Bol Ru, opMEN YR 5 ¥, ¥, X5 4
ez 3 A, 4 BAhIFOR AXH TN et % deia omstan. ofwele 7
st AAS ] AEE AAE AH=, ARow AYH F, Axstel TA FTE 1.50 g& Ah

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 3.95(s, 3H), 7.22(ddd, 1H), 7.42-7.54(m, 5H), 7.62(dt, 1H), 7.76(td,
1), 8.52(d, 1H), 8.58(ddd, 1H), 8.85(d, 1H).

Fxd 19
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<252>

<253>

<254>

<255>

<256>

257>

<258>

<259>

<260>

<261>

<262>

<263>

<264>

<265>
<266>

<267>

<268>

<269>

<270>

S=50dl 10-0904011

3-(2-AokerlY)-5-UES-1-5Y-1,2-Tso| =2 vz u-o-&

ooy

CN

(19a) 5-YE=Z-1-#4d-1,2-Hslo|==2d e d-2-2

Farel 14-13F w9 ol o8 2-sfe]=5A-5-HERYZ Y 5 g2 HH %4 gz 5.93 g& AU

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.67(d, 1H), 7.39-7.43(m, 2H), 7.53-7.59(m, 3H), 8.18(dd, 1H), 8.68(dd,
1H).

(19b) 3-HEE-5-UE=-1-¥d-1,2-t]3lo|=23gd-2-2

Fare] 14-29F Lol "Wyl g8 5-UER-1-3d-1,2-tdlo| =2y d-2-2 5.93 go2HY TA I}TE
4.72 g& AA.

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.38-7.42(m, 2H), 7.54-7.58(m, 3H), 8.59-8.61(m, 1H), 8.66-8.68(m, 1H).

(19¢c) 5-HE=Z-3-(2-Alobresd)-1-3¥1d-1,2-t]3te| == v g d-2-2

Frard] 33k sl HHe o3 -HEHE-5-UEZ-1-Hd-1,2-tslo| =2y u-2-2 3 g ZHE XA FE
758 mge BT},

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.47-7.63(m, 7H), 7.63(dt, 1H), 7.80(ddd, 1H), 8.38(d, 1H), 8.78(d, 1H).

319 20
5o} -3 (2-Alobie 3l W)-1-3'd-1,2-T sl =2 5l 2] gl-p-2

HN__~ N/@

X

0
CN

aLd 159F sd9o W o 5-UEZ-3-(2-Alolmd)-1-9d-1,2-t 3ol =2y g d-2-2 708 mgl ZH-E]
A 3ETE 414 mgS ATt

=R

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.99(d, 1H), 7.39-7.49(m, 7H), 7.60(dt, 1H), 7.73(d, 1H), 7.75(d, 1H).

A A oql 1
#3=(2-Al b3 d)-5-(2-HEZ 9 d)-1-3d-1,2-t] dte| == vl g d-2-2

#5-H R W -3-(2-Alobe ¥ d)-1-9d-1,2-t]glo] =2 9] 2 -2-2 100 mg, 2-HE=IAHE RHEAL 60 mg, TiHAE
130 mge HWHEFOME= 10 meoll @Estal, HEHI|AEALELY FehF 20 ngs H7lste], A4 £9
7] ake] 120Toll A 4A13F Ft wnks 1S h=P
debadiger Axd §, SvlE A Ak, JIFEs YA 29 ARvtEIRI (A - oA ELb
A)E BASt] 1A 3= 35 mgs &

14

ol
¥2
v
o
o
N
i)
lo
12
tlo
d
2
M
k!
o
kY
[
24
9,
ut
fr
-1 4
i
ol
92

i o o
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271>

<272>

<273>

274>

<275>

<276>

<L277>

<278>

<279>

<280>

<281>

<282>

<283>

<284>

<285>

<286>

<287>

<288>

SS90l 10-0904011

1
H-NMR(400MHz, CDCls); & (ppm) 7.40-7.80(m, 14H), 7.97(dd, 1H).

Al ;\] Oﬂ] 2
5-(2-0ku] e 9 d)-3-(2-Alohre ] d)-1-5 -1, 2-t] o] =2 g wl-2-&

3-(2-Aolx=Hd)-5-(2-UEZHI)-1-79d-1,2-t] 5o = 2T 2] gd-2-2 32 mgS oA EALE 15 mie]] 2347
3L, 10% ZEE-7FE (S AE) 5 mge HA7FstaL, i #97] s AR A 1587 skt s o
I AAG &, &uE A AASt] ZA = 20 mgs AU

'H-NMR(400MHz, CDCLs): & (ppm) 3.95(bs, 2H), 6.76(dd, 1H), 6.80(dt, 1H), 7.14(dd, 1H), 7.17(dt, 1H),
7.41-7.55(m, 6H), 7.59(d, 1H), 7.62(dt, 1H), 7.74-7.82(m, 2H), 7.88(d, 1H).

AAd 3

3-(2-Aot= v d)-5-(2-Hd e X dotv| =9 d)-1-¥d-1,2-T3}o| == 3| g -2-&

5-(2-opv] =3l d)-3-(2-Alobiesd)-1-39d-1,2-Hsto| =29 2 T -2-2 16 mgS HWEEFoI= 10 meell &3l

A71aL, Edeldetnl 0.05 m} WigExdIRetols 3eS HUbeta, Aol 123 Fob mukskgitt.

Hhg- ool ofEAbIE S Hrteta, B, ¥t AdSrR AT &, §uE Ay AYsta, AREs A
=S

Ze] AzvtE ) (F - oA EAEAN = AgAlste] B4 ggh= 5 mge A

1H—NMR(400MHZ, CDCl3); & (ppm) 2.19(s, 3H), 6.88-6.95(m, 1H), 7.08-7.15(m, 1H), 7.38-7.55(m, 8H),
7.61(dt, 1H), 7.69-7.76(m, 3H), 7.91(d, 1H), 7.92-7.97(m, 1H).

<A ol 4

3-(2-222-3-929)-5-(2-3] el 9)-1-sd-1,2-t] o] =292 Pp-&

Zare] 63 FLo W o FAE 3-2Q%=-5-(2-¥gd)-1-9d-1,2-
22-3-I YR EA 130 mg, BAHAE 250 mgS tWEEEolm = 10 mio]
I ZEhE 40 mgs Hrbekar, Ha E917] sk 100ToAA 3417 E<t uvtkst
a1, oM ExtE R FEEle], R bulavgoz AR & fuE 7

o
H
H ARVEIHY (A - ok EAEA) 2 AGAlste] A stgtE 143 mgs AU

<o
_O‘L
In
&
=
T
¥
o
S

'H-NMR(400MHz, CDCls): 6 (ppm) 7.20-7.24(m, 1), 7.31(dd, 1), 7.44-7.59(m, 6i), 7.75(dt, 1), 7.91(dd,
1H), 8.25(d, 1H), 8.33(d, 1H), 8.41(dd, 1H), 8.59-8.62(m, 1H).

A4 5

3-(2-Aob= ¥ d)-5-(2-9 2 2)-2-v| FA| 5} 2| ]

5-(2-9glg)-3-Bar-2-mEA Y 0.50 g, 2-(2-Alo}xdd)-1,3,2-T) AL WO|E 0.42 g, EAMAE
0.82 g, "HHlEdEFotv= 20 me] Egtoel BHE7|AEYHdE 2y Aoy 0.15 g& F7betal, A4 £917
3te] 140CellA SAIZE &k wykativt.  A2olA WAe &, ofEAE S Hrletal, &, X3} AHFE A
Aete], FamtavlgoR AxsT. &uE Y w51, AFRES AR 23 aRrEIY(HE
Abel "/t 1:3) 2 GAlste] @34 3] A S3E 0.36 g& EAT.

ool

1H—NMR(CDClg, 400MHz); & (ppm) 4.03(3H, s), 7.24-7.28(1H, m), 7.46-7.51(1H, ddd), 7.57(1H, dd), 7.65-
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<289>

<290>

<291>

<292>

<293>

<294>

<295>

<296>

<297>

<298>

<299>

<300>

<301>

<302>

<303>

<304>

<305>

<306>

<307>

SS90l 10-0904011

7.69(1H, ddd), 7.72-7.82(3H, m), 8.31(1H, d), 8.66-8.69(1H, m), 8.83(1H, d).
Al ;\] Oﬂ] 6
3-(2-Aloh s Y)-5-(2-F &l F)-2-(1H)-¥ & =

3-(2-Alobes d)-5-(2-7] 2] &)-2- W H AT W 0.20 g3} BQEFHFEF 0.12 g9 SPAEVEZ 10 nt Ao
of FEEEAMYAR 0.1 M Arkska, AeelA 347 B wusgt. EGE £} BurLIEFE
o
q

S Whela, oAEAYR FZGch. ol EAL gé 2, ¥k A9FE Agsta, Pviadgos
Azadrt. &S 72 BEeta, AFES AesA 2y gEetEady(opEA e/ 1:1) 2 A A8}
of ©abal Rute] %A & 0.11 g2 AT}

1H—NMR(DMSO—d6, 400MHz); & (ppm) 7.26-7.30(1H, ddd), 7.55-7.60(1H, ddd), 7.66(1H, dd), 7.74-7.79(1H,

ddd), 7.80-7.86(1H, ddd), 7.89-7.94(2H, m), 8.28(1H, d), 8.37(1H, d), 8.56-8.59(1H, m).

AArd 7
3-(2-Aloksld)-5-(2-3]e]D)-1-s9-1,2-tl o] =2 5l 2f P-p-&

3-(2-Alolwesd)-5-(2-F g d)-2-(1H)-F 2] 0.11 g, #d REAF 0.12 g, oMAEAE 0.1 g, Eeldo}
700.3 meo] dstEgd 10 m PereS Ao shEt %OL et % dEYolg 5 ml, & 10 me¥}
SPNEAtAE 40 mS H7bsta, §715S wElste, B, X3 AdFE AR &, nladigoz A%
. &uE Ay w58, X&%%—% A7t e AZetE s (b Ext "/t 1:2) 2 FAste] @
A Bubro] FA4 315HE 0.06 g& AT

1H—NMR(DMSO—d6, 400MHz); 6 (ppm) 7.29-7.33(1H, m), 7.48-7.63(6H, m), 7.71-7.75(1H, dd), 7.76-7.83(2H,
m), 7.92-7.95(1H, m), 8.01(1H, d), 8.48(1H, d), 8.54(1H, d), 8.58-8.61(1H, m).

A 8

3-(2-Alokiesd)-5-(2-3]2]9)-1-(3- Y E23]d)-1,2-T|slo| =5 e|vl-g-&

AAe 73k Ao Pyel wet A FFEL A9

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.24-7.28(m, 1H), 7.49(dt, 1H), 7.63-7.81(m, 6H), 7.95-7.98(m, 1H),
8.31-8.37(m, 3H), 8.45(t, 1H), 8.60-8.63(m, 1H).

AAld 9

3-(2-Alohi sl )-5-(2-] €] )-1-(3-ckrl 3] )-1,2-Cl o] = & 5] e] Tl -2- &

3-(2-Aloledd)-5-(2-F 2 d)-1-(3-UEZHY)-1,2-tslo| =27 g ¥-2-2 317 mge] 2-ZEHE 10 m3} &

5 mee] &3 g AE 180 mg ¥ FFUE Yo}l 342 mgE HrIstar, 4A3F ok BFAIHG. W EFES
FEstaL, oM EAbE-Eo] Bujsla, 7|5 FA, Ax, $5F F, AFES AYstA £y A=2nED
] (P EAbl D /A A) = AAISte], A A e] A SHHE 235 mgs T

1
H-NMR(400MHz, CDCl3); & (ppm) 3.84(s, 2H), 6.75(dd, 1H), 6.82-6.87(m, 2H), 7.20(dd, 1H), 7.26-7.30(m,

1H), 7.45(td, 1H), 7.59-7.65(m, 2H), 7.72-7.80(m, 3H), 8.29(s, 2H), 8.56-8.61(m, 1H).
AAd 10

3-(2-Alol=dd)-5-(2-H A D)-1-3-rE ¥ dolu| =¥ d)-1,2-T]|Fo| =2 3] 2| Tl -2-2
3-(2-Alotedd)-5-(2-F) g d)-1-(3-olr| =9 d)-1,2-T]s}o]| =27 2| -2-2 31 mge| HEG&So|=
2 meell Egoldolnl 0.2 m¢ ¥rbsta, Wy sho weEEA S280l= 0.1 g Hskste], 1048
o N-FAIUESR 2 mE HUFeka, 5EFF AoA wgkgl & ofMEAtd-Fo FHlsta, {715
A, Az, &5 &, AFES Ag7d 48 A=ZetEa g (oA EAto Y/ AN = AgAste] A A
94 EX‘” §]’ E 38 mga \:}J\Tjr

h
:i
)
o
oft N 32 12
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<308>

<309>

<310>

<311>

<312>

<313>

<314>

<315>

<316>

<317>

<318>

<319>

<320>

<321>

<322>

<323>

<324>

<325>

<326>

<327>

S=50dl 10-0904011

1H—NMR(400MHZ, CDCl3); & (ppm) 7.22-7.31(m, 3H), 7.36(t, 1H), 7.43(t, 1H), 7.46(dd, 1H), 7.61(dt, 1H),
7.65(td, 1H), 7.73-7.78(m, 3H), 8.27(d, 1H), 8.31(d, 1H), 8.59-8.61(m, 1H).

AAo 11

3-(2-Alobes]d)-5-(2-9] el ©)-1-(3-v Fobrl 3 d)-1,2- Tl el = 2o el A2

-0} d)-5-(2-5] 2] ©)-1-(3-0}v] 3 )-1, 2-T) o] = 5] 2] H-2-& 50 mge] OPAIEAL § 3 ne] 3}
E‘ri%% 3ol = 41 mgsh EeoPABARASFAUMEF 119 ngHrbsta, AeelA sEu Fob wwsten
FEAE S A 2

MHEETE HUbetal, oHHEAER FE5H, f§715S A, dE, %i‘& % &%éé |
7 ARe eI (P EL Y/ AA) 2 GAISte] A Ao A 3HEE 11

'H-NMR(400MHz, CDC1s); & (ppm) 2.00(s, 3H), 7.11-7.14(m, 1H), 7.21(ddd, 1H), 7.35(t, 1H), 7.44-7.49(m,
2H), 7.59(d, M), 7.66(td, 1H), 7.70-7.77(m, 4H), 8.25(d, 1H), 8.51(s, 1H), 8.58-8.61(m, 1H).

AN 12

3-(2-Alot=3d)-5-(2-9 2 D)-1-(3-d o} =¥ d )-1,2-H3}e| =2 v g T -2-2

3-(2-Alot = d)-5-(2-1 & 9 )-1-(3-o}n =3 d)-1,2-1 dlo] =231 2] U -2-2 50 mg?] oFA|EAF A 3 oo 3}
g eddsiols 41 mget EolHEAFAFRAVESE 119 mgH 7}oh Ao 6417+ Bob ket
T, G Fadstol= 41 mgst EfoASAIFASEAUER 119 ngdrbetal, s St w3
MU EFSFE Hlsta, ol EAER FEsY, §715S A, Az, %%?‘& EAFES AysAa 29

AzvtEI Y (oA Eqteld /B A = AgAlste], Ak B FA 3HeE 38 mgs AT

1H—NMR(400MHZ, CDCl3); & (ppm) 2.99(s, 6H), 6.77-6.80(m, 3H), 7.18-7.21(m, 1H), 7.32-7.37(m, 1H),
7.44(t, 1H), 7.59-7.64(m, 1H), 7.71-7.83(m, 3H), 8.32(s, 2H), 8.58-8.60(m, 1H).

AAo 13

3-(2-A|oh el )-5-(2-3] 2] ©)-1-[3-(5-W| SA P2~ AV E T T 3=3-2 )- ] -1, 2-T] sfo] = 9] 2] ¥l 2-&

3-(2-Alobedd)-5-(2-F Z ) -1-(3-otn o d)-1, 2-t] 3l =2 T 2] I -2-2 38 mgo] oM EUEZ &9 6 ml
o A EHZ 0.01 m¢ 2 FRTAIYE 22 mgS HUFstar, Ao A wHEEFITE. 2417 &
YA EdHZ 0.01 m¢ B #LE=ATIUE 22 mgS H7FSEAL, 1A B9 Ao A wwkgk 3 50Tl
A 1AZE B wnkelgith. wbE EFES oA Bl E-Eo Rulsta, #71F Z
FES HEZS o= iﬁﬂ6nmﬂ%HMﬁ?ﬁﬂHﬂ]ﬂq532m%ihﬁ}

th. opAEAbE-Ee ®#ufsta, frles 7, dxR, 55 &

Elto "/ AN R AA S A3 wAe] BA 3HE 21 mgS AU

=
S

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.43(s, 3H), 3.64(dd, 2H), 3.97(dd, 1H), 4.09(t, 1H), 4.7(ddd, 1H),

7.22(ddd, 1H), 7.29(ddd, 1H), 7.46(td, 1H), 7.53(t, 1H), 7.59-7.79(m, 5H), 8.30(d, 1H), 8.31(d, 1H),
8.58-8.61(m, 1H).

A 14
3-(2-Alob=3)-5-(2-] 2] D)-1-(3- B A FHE B I D)1, 2-T] o] =2 5] 2] W2~ &
AR e 73k Qo] Pyol wet EA HFBL AT

'H-NMR(400MHz, CDCy); 6 (ppm) 3.94(s, 3H), 7.23(ddd, 1H), 7.47(td, 1H), 7.59-7.68(m, 4H), 7.73-7.80(m,
3H), 7.88-7.91(m, 2H), 8.31(d, 1H), 8.32(d, 1H), 8.59-8.61(m, 1H).

A 15

3-(2-Aloh s d)-5-(2-9 g d)-1-(3-HEopr| 72 B I Hd )-1,2-H] o] =2 v 2] I -2-&
3-(2-Aletwdld)-5-(2-F #H)-1-(3-H| 5A 7h2 R 7 d ) -1, 2-t]ste| =2 9] 2] d-2-2 10 mgS 40% wldolylo
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<328>

<329>

<330>

<331>

<332>

<333>

<334>

<335>

<336>

<337>

<338>

<339>

<340>

<341>

<342>

<343>

<344>

<345>

S=50dl 10-0904011

Mg 4o 6 meol Arbeln, AeolA a5y B ikt W EFEE 749t vEae] A% 149
3
aLn

o
A 3EE 10 mgS AUt

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.00(d, 3H), 6.51(brs, 1H), 7.23(ddd, 1H), 7.47(td, 1H), 7.58-7.68(m,
4H), 7.73-7.80(m, 3H), 7.88-7.91(m, 2H), 8.31(d, 1H), 8.32(d, 1H), 8.59-8.61(m, 1H).

A 16

3-(2-Alohie-3-5] €] 9)-5-(2-5] 9 &)-1-9] 9-1.2-t] sfo] = 2 3] el -3-&

(FE 1) 3-(2-F22-3-9gd)-5-2-Fgd)-1-4d-1,2-tle| =29 2| d-2-2 28] mgS UWEEFolv=
20 mlell &3NAA Azt 170 mg—a‘ H7¥skar, 130Coll A 10A17F &<k wkelgleh, whgols Ae7px] Wzt

uolrel o ERNE S Holsta, 75 Rujste], B2 AAea, ¥4 FAGEFoR Az
54, Ax2AE o3} AAS & 7&?} stoll FF3ta, AHFES A 27 ARetE e (Fi-ol A Eqtel "
A)E BAste T4 %Xéaégl A SEE 120 ngS UL

(FE 2) FHud 63 99 Wgdd wat Y -BER-5-(2-yyd)-1-sd-1,2-vslo] =2y d-2-&
2.9 g& Ade 200 meoll EHAA B A(EYREL) 5 e, HEDV2EYAIEAD FEHE 400 ngS H7Hs
3L, 140ColA 2A7F ZoF muketgtl,  3-RER-2-Alolwddd 3.2 g¥ HEZHIVAEIHIE~AT ZEE
100 mge M7Fekar, 140TCoNA 2417 Fob atelict. HEZHV|2Egud o ZeF 1.0 g3 20x38+
7] 800 mgE 1At AA 43]= Yol Hylsk & 3-HzR-o-Alolwddd 2 g8 H7}sta, 140ToA 3F
s wrsglty. WS AR27hA] W7bstal, &3 OMIE*POH < #Hrreta, fU1TS EdlEld, ER
MASIL, ¥4 FAHJEFOZ Axsa, AFRAE oA AAS Z, 7 st =5, FFES AgFA
Zsl aRvEIafI (Lol Eqtel A 2 FAlste] FA AP A4 SFHE 1.8 g& AU

'H-NMR(400MHz, CDCls): 6 (ppm) 7.24(ddd, 1H), 7.47-7.57(m, 6H), 7.63(d, 1H), 7.68(td, 1i), 8.22(dd,
1), 8.37(dd, 1), 8.43(d, 1), 8.59-8.61(m, 1H), 8.69(dd, 1I).

EST-2=: 35100 + H]

AN 17

3-(2-22239)-5-(2-7 2 D)-1-(4- B Al Y)-1,2-) o =2 5] g w2~ &

AAe 4sh Bl wel mebd EA HEES DA

1H‘NMR(400MHZ, CDCls); & (ppm) 3.84(s, 3H), 6.98-7.03(m, 2H), 7.19(ddd, 1H), 7.28-7.33(m, 2H), 7.40-

7.46(m, 2H), 7.46-7.51(m, 2H), 7.53-7.57(m, 1H), 7.72(ddd, 1H), 8.12(d, 1H), 8.29(d, 1H), 8.57-8.61(m,
1.

A 18
3-(2-E=2=294d)-5-(2-H g g)-1-(4-3o| =E2AH Y )-1,2-tFo| =2 ¥ g H-2-
3-(2-E2=299)-5-(2-Fd)-1-(4-HEA 9D )-1,2-t sl =27 2| A -2-2 440 mgS 48% BFIFAAE 5

off &3|A1A 1AIF 5 7HE FRAIFAT. A2dA] W & dbg S 3 B AUEF T80 3
Asle], ofAEAMER FE33T. f715E 22 AAS A, F¢ SMbvladgoe® AXsY. AXRAE
o7 AAT & I w5eta, A7t 28 A2elEa 3] (Aol ELE AN 2 Alste] 14 shitE
292 mgS AT},

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 6.67-6.73(m, 2H), 7.12-7.18(m, 2H), 7.19-7.24(m, 1H), 7.30-7.38(m, 2H),
7.47-7.53(m, 2H), 7.56(d, 1H), 7.70(s, 1H), 7.73(ddd, 1H), 8.18(d, 1H), 8.26(d, 1H), 8.57-8.62(m, 1H).
A A4 19

3-(2-22279)-5-(2-3 g )-1-(4-tH Fohr] o EA  Y)-1, 2-T]go] = 2 v 2] W -2-&
3-(2-F22d)-5-(2-7 g D)-1-(4-ste| =5 A d)-1,2-t] ste| =R A2 d-2-2 82 mg? N N-v]H|Lo}n] o]
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<346>

<347>

<348>

<349>

<350>

<351>

<352>

<353>

<354>

<355>

<356>

<357>

<358>

<359>

<360>

<361>

<362>

S=50dl 10-0904011

g S2eko|= 57 mgEs HWEHEFOME 2 meo] &AA 60Tl BAEE 55 mge H7behal 5w ok
2

pus o 1
WGtk wgele B2 fMa, oMEdeYR FEST. §713S 28k A94n Agsa, T

Avhdgo s Az, ARAF o3 AAR F, A FEe], NI Helshd AzvhE1e)s)(8i-oba
ExoldA) R AAlshel WA SEE 27 ng AU
1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.55(s, 6H), 2.76(t, 2H), 4.11(t, 2H), 6.99-7.05(m, 2H), 7.19(ddd, 1H),

7.26-7.34(m, 2H), 7.39-7.45(m, 2H), 7.45-7.51(m, 2H), 7.55(d, 1H), 7.72(ddd, 1H), 8.12(d, 1H), 8.28(d,
1H), 8.57-8.61(m, 1H).

AA e 20
3-(2-Aotemd)-5-(2-H g d)-1-(3-X2dHd)-1,2-tslo| =29 g d-2-&

Aol 73k Fdo] ol wEbA FAl e A9l

1H—NMR(400MHZ, CDCls); & (ppm) 7.24(ddd, 1H), 7.48(ddd, 1H), 7.63(d, 1H), 7.66(ddd, 1H), 7.72(dd, 1H),

7.75-7.82(m, 3H), 7.84-7.88(m, 1H), 8.00(ddd, 1H), 8.05-8.08(m, 1H), 8.32(d, 1H), 8.35(d, 1H), 8.59-
8.62(m, 1H), 10.08(s, 1H).

AA 21

3-(2-Aol=Hd)-5-(2-H 2 €)-1-(3-3lo| =EEA Y EHd)-1,2-tFo| =2 9 2| -2-
3-(2-Alol=Hd)-5-(2-9 g d)-1-(3-Z=2dHd)-1,2-tslo| = 29 g d-2-2 585 mgS WEFS 20 mlo] £3)A
7 WY Sl FASFEAUEE 260 mgS HUbsta, Ao a5y Hok
24 s|Astar, x3st AAFR A, T SAbntavlEo s Az
F55te] NH Ag7HA A2vtEa I (ol ERE) 2 AgAlsTt. 4o
Z2RE AZAAs ] A SFE 320 mgs AU

2} T
A
N
2 -
Ll
2

= O
2
)
e
ol
o

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 4.60(d, 2H), 5.37(t, 1H), 7.29-7.33(m, 1H), 7.42-7.47(m, 2H), 7.48-

7.55(m, 2H), 7.59(ddd, 1H), 7.73(dd, 1H), 7.78(dd, 1H), 7.83(ddd, 1H), 7.94(dd, 1H), 8.01(d, 1H),
8.48(d, 1H), 8.52(d, 1H), 8.57-8.61(m, 1H).

A Ao 22
3-(2-Aloh=39)-6-(2-9] 2] D)-1-(3-Aloh =] 3 d)-1,2-T o] = 2 5] e] 22

3-(2-Alobdd)-5-(2-F 2l d)-1-(3-3to] =5 A 7 )-1,2-t dfo] =2 9] 2] I-2-2 53 mg=
2 moll &3AA WY St Eoldeldl 60 m 2 vivkExdEFRe]s 20 M-S Hheta, Ao 34171
oF wwkelglth,  WhE NS ERMMFAUER FEANoR sAetal, ol EAYER FE3MY, F kvl
o7 Az, AXAE A% AAT F, T FFHs, FofX AFES tullEAFAL = 1 neel] &3
7131, AFSUYEF 3 mgS H7IShal, d2oA A7 Sl wnkekelth. wbg NS ol EAb”E R A5,
B AUYER 89, X8 AAFE AASY B4 sabbiadlges AxsY. ARAE o AAS
T, S wFE dofAE AR S oM EAt -t g g 2-a o 2 RE AAAste] ®A i 12 ng

=,

| Eg}slo] == 5F
1 1

>

40

i
2> ooy oft

1H—NMR(400MHZ, CDCl3); & (ppm) 3.85(s, 2H), 7.21-7.26(m, 1H), 7.41-7.81(m, 10H), 8.29-8.32(m, 2H),
8.59-8.62(m, 1H).

37 AN el 228k BAS Sl ool FES B

Ao 23

3-(2-A| okl d)-5-(2- 2] ©)-1-(3-op A Foprl em| sl )-1, 2-C) Bho| E 2 5] o] el -2 &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.04(s, 3H), 4.47-4.52(m, 2H), 7.22(ddd, 1H), 7.37-7.53(m, 5H), 7.61(d,

1H), 7.65(ddd, 1H), 7.72-7.81(m, 3H), 8.28(d, 1H), 8.31(d, 1H), 8.59-8.62(m, 1H).
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<363>

<364>

<365>

<366>

<367>

<368>

<369>

<370>

<371>

<372>

<373>

<374>

<375>

<376>

<377>

<378>

<379>

<380>

<381>

<382>

<383>

<384>

<385>

S=50dl 10-0904011

A Ao 24
3-(2-Aloh=3 ) -5-(2-9] 2] D)-1-(3-s B L X P o}l =l o W)-1,2- ] Bho] = 3 e wl-2-&

1
H-NMR(400MHz, CDCl3); & (ppm) 2.91(s, 3H), 4.36(d, 2H), 5.00-5.06(m, 1H), 7.22(ddd, 1H), 7.43-7.49(m,

3H), 7.50-7.55(m, 2H), 7.61(ddd, 1H), 7.64(ddd, 1H), 7.73-7.79(m, 3H), 8.28-8.31(m, 2H), 8.60(ddd,
1.

AA 4 25
3-(2-Alohe 3] d)-5-(2-3 2] 9)-1-(3- @od)-1,2-l o] =23 2] Tl-3-&

3-(2-Alotuld)-5-(2-9] 2| &)-1-(3-8fo] =5 A 9 d)-1,2-H o] =2 9] 2] T -2-2 56 mgell = oFAIEAL 1 ml,
ded 1 mes Frbstar, A2eA skt Eob wubeivk.  wkgelS ¢t w8k, N Hegpd AmviED
e (B Aot EAtel DA = FAsto]l 34 31e9E 30 mge LA

'H-NMR(400MHz, CDC1,): & (ppm) 2.13(s, 3H), 5.18(s, 2H), 7.23(ddd, 1H), 7.44-7.56(m, 5H), 7.60-7.67(m,
2H), 7.73-7.81(m, 3H), 8.30-8.33(m, 2H), 8.59-8.62(m, 1H).

A4 26

3-(2-Alob= ¥ d)-5-(2-9 2 D)-1-(4-H L E| £ 7 d)-1,2-HF}o| =29 H-2-2

AAjel 73 FAT ol wEkA FAl e A9l

'H-NMR(400MHz, CDCly): 6 (ppm) 2.53(s, 1H), 7.21-7.24(m, 1H), 7.36-7.79(m, 10H), 8.28-8.32(m, 2H),
8.59-8.61(m, 1H).

Ao 27

3-(2-Aob=¥d)-5-(2- g E)-1-(U-rld=E ¥ d)-1,2-H3o| =29 2 -2-2

3-(2-Alohesld)-5-(2-¥ 2] D)-1-(4-F B £ 5 )1, 2-tf sfe] ==l 2 -2-& 50 mge] AShedal &9 4 me
of Wy atol 70% wiEtE 2Lt 500 mgd 2 241 FoF A b wwaksith. ¥3} SEAAUER £
: % S

NS A7ksha, oAENCY-Re| Bulste], §71% FA, Ax, FHF F, AFES AU Y
e d] (P ERLN E /AN = A AIste] & aAle] FA4 BE 5 nge A

'H-NMR(400MHz, CDCLy); 6 (ppm) 3.11(Cs, 3H), 7.24-7.28(m, 1H), 7.50(dt, 1H), 7.61-7.82(m, 7H), 8.20(d,
2H), 8.30-8.33(m, 2H), 8.60-8.63(m, 1H).

AN 28

3-(2-Aloh=3W)-6-(2- £ 2 A E 2 A-3-91)-1-5 d-1,2-T] o] == S g W~ &

Aol 10] el wheba 2A BgteS AT

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.29(d, 1H), 7.42-7.57(m, 6H), 7.65(dt, 1H), 7.71(d, 1H), 7.77-7.82(m,
3H), 7.85(d, 1H), 10.10(s, 1H).

AA 4 29

3-(2-Al o3 Y)-5-(2-Tl Al Eobr e W E @ M-3-9)-1- d-1,2-Tl gl =2 ) ) 1l -2 &

3-(2-Alotedd)-5-(2- X 29U H . 3-3-¢)-1-9d-1,2-tsle| =29 g T-2-2 20 mg, 2M YelEolvl-HE=S
ol=RFT g 0.1 ml, oFHNEA 0.1 m] FlEZslo|=2F 2 ml £9S A2 158 wykd & Ego}
AFZABAGER 20 mgs F7FskaL, 3A1ZF B WRksigith. 2N FASIUGEFTE H7tete], oA EAER F
=, WS &, X3 AdeE AAst, Sibbadges dxsignt. &ulE Ay w59, ARES

NH-de7bd 23 Azvieadyz gaste] WA Zake] 4] stz 15 nge AU

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.38(t, 6H), 2.99-3.20(m, 4H), 4.57(d, 2H), 7.07(d, 1H), 7.40-7.58(m,
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<386>

<387>

<388>

<389>

<390>

<391>

<392>

<393>

<394>

<395>

<396>

<397>

<398>

<399>

<400>

<401>

<402>

<403>

<404>

<405>

<406>

S=50dl 10-0904011

8H), 7.60-7.67(m, 2H), 7.77(d, 1H), 7.87(d, 1H).
AAA 30
3-(2-Aloh= 3l 9 )-5-(2-3to] = A W P E] 0 A-3-91)-1-5f d-1,2-T] Sho] E 2 5] e] -2~ &

3-(2-Alohesl ) -5-(2-E 2 AE 2 W-3-2)-1-d-1,2-T] o =232 W-2-2 10 mge] HEetetolSEFH 2
nt ool EelobABARAIES 10 ng M7, 17 Boh W, 106 BAEFSEE Brkstel,

MAEANER FEen, §715& B, 5 4952 Agstn, FuvhnlgoR Az, 8§ 19

sEotaL, AFEs N-He7bd 2y AzviEadqy) 2 gAste] W Fae] 4] shghE 8 mge AU

U

1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.86(s, 2H), 7.11(d, 1H), 7.33(d, 1H), 7.42-7.54(m, 6H), 7.60-7.65(m,

1), 7.75(d, 1), 7.76-7.79(dd, 1H), 7.81-7.84(dd, 1H), 7.91(d, 1H).

MS(EST): 3850MH)

Ao 31
3-(2-Aloke3d)-5-(2- 7 2] ©)-1- -1, 2-T] so] =2 2 Pp-&

#3-(2-Alote | d)-5-(2-T] 2| D)-2-(1D)-T] 2] = 46 mgd} WlF & 36 mg 2 EHLdE~T 88 mgS HEDS}
o=z er 2 meoll &SAIA W stellA deldoetx trtERAdwolE 40% =< & 147 mgS H7lehaL, é?_
SollA IAIE e wnkekglth. WS 7l sk, A AaRetE e (Aol EAtd AN = %
X{]’S}Oﬁ‘ Ex‘ﬂ Q’ULH 12 mga \:}x}\Tjr

1H—NMR(4OOMHZ, CDCl3); & (ppm) 5.33(s, 2H), 7.18(ddd, 1H), 7.31-7.40(m, 3H), 7.42-7.48(m, 3H), 7.53(dd,
1H), 7.64(ddd, 1H), 7.68-7.79(m, 3H), 8.18(d, 1H), 8.30(d, 1H), 8.56-8.60(m, 1H).

AA o 32

3-(2-Alobisld)-5-(2-9] €] D)-1-(3-51 D)-1, 2-t ol = 23 wl-p-

- 2R -5-(2-3 g d)-1-(3-" g d)-1,2-tslo| =2y gl dd-2-2 5.39 g& frEESolu]= 200 mioll &3A]7]
I, BRARAIE 6.42 g, 2-(2'-Alolimd)-1,3,2-T AR ¢t 3.69 g, HEZV|2EHHIEATA FekE 949 ng
< #H7bskar, 120TColA 1A17F < wwksglet. whgds ALk Wztete], 53 ol EAtYE S HUtelar,
F715S sk, B2 Algsta, F4 SR EFoR dxsta, AxAE oA AAZ &, 4SE sl w5
stal, ZHHRES Asta 29 ARuEIHI(FA-otMEAEAN R FASt T FAYP] A SEE
8

'H-NMR(400MHz, CDCly): & (ppm) 7.22-7.26(m, 1H), 7.46-7.52(m, 2H), 7.62(dt, 1H), 7.66(td, 1), 7.74-
7.81(m, 3H), 7.97(ddd, 1H), 8.32(s, 2H), 8.61(ddd, 1H), 8.72(dd, 1H), 8.80-8.81(m, 1H).

ESI-A2k: 3510M + H]

7] ANl 13 Fdo] Wy E= oA
A A 33
3-(2-512]9)-5-(2-Alohe=sd)-1-Ad-1,2-t) o] = 2 ] e ul-2-2

N
gﬂ
s
o
rE
o
of
:0:2
2L
QL
Lo
o
o
it
o

o
o,
gﬂ
32
o

1H—NMR(400MHZ, DMSO-dg); & (ppm) 7.35-7.40(1H, m), 7.49-7.64(5H, m), 7.77-7.81(2H, m), 7.86(1H, dt),
7.96(1H, d), 8.22(1H, d), 8.51(1H, d), 8.66-8.71(2H, m).

AAo 34

3-(2-Alohe 3] d)-5-(3-3l 2] 9)-1-9d-1,2-Tslol =252 gl-p-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.38(dd, 1H), 7.45-7.58(m, 6H), 7.65(ddd, 1H), 7.72(d, 1H), 7.77-7.86(m,
3H), 7.94(d, 1H), 8.60(dd, 1H), 8.79(d, 1H).
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<432>
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AAe 35
3-(2-AlokslY)-5-(4-3] 2] D)-1-sd-1,2-tl o] =25l 2f P-p-&

*1H—NMR(4OOMHZ, CDCls); & (ppm) 7.44(dd, 2H), 7.46-7.58(m, 6H), 7.66(ddd, 1H), 7.81(dd, 2H), 7.84(d,
1H), 8.01(d, 1H), 8.66(dd, 2H).

AA 4 36

3-(2-Alobe3ld)-6-(2-Aloh s d)-1-31d-1,2- Tl so] =2 ]l -3-2

"H-NMR(400MHz, CDCly); & (ppm) 7.26-7.59(m, 7H), 7.62-7.72(m, 3H). 7.76-7.80(m, 2H), 7.82-7.84(m, 1H),
7.86-7.88(m, 2H).
ESI-AF; 374[M + H]

A Ao 37
3.5-0l9d-1-(2-5] 2 9)-1,2-t] o] =25 e]el-p-2

H-NMR(400MHz, DMSO-d); & (ppm) 7.36-7.40(3H, m), 7.41-7.47(4H, m), 7.52-7.56(2H, m), 7.74-7.78(2H,
m), 7.84-7.90(2H, m), 7.98-8.01(1H, m), 8.11(1H, d), 8.61-8.63(1H, m).

Ao 38

3-3d-5-(2-Aloh=d)-1-(2-¥] 2| d)-1,2-H3}o| =2 ¥ 2| d-2-2

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 7.34-7.40(2H, m), 7.40-7.50(3H, m), 7.53(2H, dd), 7.67(1H, dt), 7.75-
7.81(2H, m), 7.83(1H, d), 7.88(1H, dt), 8.02(1H, d), 8.15(1H, d), 8.59-8.62(1H, m).

AA 4 39

3-(2-Alobe3d)-5-3d-1-(2-5] 2 9)-1,2-Tsto =2 5] 2] P-p-2

*1H—NMR(4OOMHZ, DMSO-ds); & (ppm) 7.33-7.40(2H, m), 7.41-7.50(3H, m), 7.54-7.59(2H, m), 7.65(1H, dt),
7.75(1H, dd), 7.80(1H, dd), 7.88(1H, dt), 7.96(1H, d), 8.03(1H, d), 8.23(1H, d), 8.60-8.64(1H, m).
A9 40

3-(2-Alobisld)-5-(2-Alohi s d)-1-(2-9] e] &)-1,2-El o] S E 5] e] Wl -2- &

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 7.36-7.40(1H, m), 7.45-7.51(2H, m), 7.61-7.66(1H, m), 7.66-7.71(2H,
m), 7.75-7.80(3H, m), 7.86-7.91(2H, m), 8.05-8.09(1H, m), 8.34(1H, d), 8.59-8.62(1H, m).

AAe 41

3-(2-Aohesd)-1,5-0)5d-1,2-tlsto| = 2w gl wl-2-2

"H-NMR(400MHz, CDCls): & (ppm) 7.32-7.37(m, 1H), 7.41-7.56(m, 10H). 7.63(td. 1H), 7.69(d, 1H), 7.77-
7.82(m, 2H), 7.98(d, 1H).
ESI-AF; 349[M + H]

AR e 42
3-(2-Al ok )-5-(2-r] S Ao d)-1-31d-1,2-Tlfe| =2 el l-p-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.88(s, 38H), 6.95-7.04(m, 3H), 7.29-7.54(m, 7H), 7.58-7.64(m, 1H),
7.71(d, 1H), 7.74-7.79(m, 2H), 7.95(d, 1H).
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<458>
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A Ao 43
3-(2-Aloh s 9)-5-(3,4-t | S Al D)-1-H D1, 2-T] o] =2 3 el ) -p-2

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 3.91(s, 3H), 3.94(s, 3H), 6.92(d, 1H), 7.00-7.02(m, 1H), 7.04(dd, 1H),
7.40-7.59(m, 6H), 7.60-7.68(m, 2H), 7.76-7.79(m, 1H), 7.82-7.86(m, 1H), 7.97(d, 1H).

AAe 44

3-(2-Alohe3d)-5-(E|  -3-91)-1-3d-1,2-Tl so] =z v ]l -3-2

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.24(dd, 1H), 7.35(dd, 1H), 7.41(dd, 1H), 7.43-7.56(m, 6H), 7.63(dt,
1H), 7.70(d, 1H), 7.76-7.81(m, 2H), 7.96(d, 1H).

A 45

3-(2-Alohisld)-5-(2-E 20 2 9)-1-Ad-1,2-t) ol =2 5] 2 el-2-2

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.16(ddd, 1H), 7.23(dt, 1H), 7.29-7.36(m, 1H), 7.42-7.54(m, 6H), 7.60-
7.67(m, 2H), 7.74-7.81(m, 3H), 7.92(dd, 1H).

AA 4 46

3-(2-Alohe3d)-5-(E|  #-2-91)-1-5d-1,2-Tl so] 2 v ]l -3-2

'H-NMR(400MHz, CDCLy); & (ppm) 7.07(dd, 1H), 7.17(dd, 1H), 7.25-7.28(m, M), 7.43-7.56(m, 6I1), 7.64(dt,
), 7.72(d, 1), 7.74-7.80(m, 2H), 7.93(d, 1H).

A Ao 47

3-(2-Alot=3d)-5-3d-1-(3-F 2] &)-1,2-t sto]| == v g -2-2

'H-NMR(400MHz, DMSO-ds): & (ppm) 7.32-7.39(1H, m), 7.41-7.47(2H, m), 7.52-7.7.65(2H, m), 7.73-7.80(4H,
m), 7.94(1H, d), 8.06-8.11(1H, m), 8.20(1H, d), 8.25(1H, d), 8.68(1H, dd), 8.83(1H, d).

AA o] 48

3-(2-Alohe 3 d)-5-(3-F 2 FF)-1-7d-1,2-t]3lo| =2 ¥ g P -2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 6.55(dd, 1H), 7.42-7.56(m, 7H), 7.58(d, 1H), 7.60-7.67(m, 2H), 7.74-
7.79(m, 2H), 7.82(d, 1H).

A A e 49

3-(2-Alob=s W) -5-(2-F2F Y)-1-9 -1, 2- el =2 7] el Wl-2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.12-7.24(m, 2H), 7.42-7.55(m, 6H), 7.58-7.65(m, 3H), 7.66(d, 1H), 7.74-
7.77(m, 2H).

AAl4 50

3-(2-Alohe3d)-5-(2,4-tl | SA 3 2] u]T1-5-91)-1-9] -1, 2-t] o] =2 3 2] vl -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.03(s, 3H), 4.07(s, 3H), 7.42-7.57(m, B5H), 7.60-7.70(m, 3H), 7.75-
7.80(m, 2H), 7.86(d, 1H), 8.29(s, 1H).

A A 51

3-(2-Al ok 9)-5-(3-H B A A 2] -5-9)-1- -1, 2-T| o] =2 5 el -g-2
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<459> 'H-NMR(400MHz, CDCLs): & (ppm) 3.92(s, 3H), 7.30-7.34(m, 1H), 7.44-7.58(m, 6H), 7.65(ddd, 1H), 7.72(d,
1), 7.77-7.84(m, 2H), 7.95(d, 1H), 8.28-8.33(m, 1H), 8.36-8.40(m, 1H).

<460> A A o] 52

<461> 3-(2-Alot=dd)-5-(2-H Al H H)-1-(3-¥ g d)-1,2-T] d}o]| =2 ¥ 2] H-2-2

<462> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.89(s, 3H), 7.00(d, 1H), 7.03-7.08(ddd, 1H), 7.35-7.40(m, 2H), 7.46-

7.51(ddd, 1H), 7.63-7.72(m, 2H), 7.72(d, 1H), 7.77-7.80(dd, 1H), 7.82-7.88(m, 1H), 7.95(d, 1H), 8.47-
8.52(d, 1H), 8.75-8.80(m, 1H), 8.96(brs, 1H).

<463> A Al 53
<d6d>  3-(2-Alohesd)-5-[2-w BAl-5-(2-Al ek d)]-1-(3-3] 2] D)-1,2-TlSo] = 3] el Hl-2- 2

<465> 'H-NMR(400MHz, CDCl3): & (ppm) 3.97(s, 3H), 7.12(d, 1H), 7.41-7.50(m, 2H), 7.54-7.62(m, 3H), 7.62-
7.68(ddd, 2H), 7.70-7.80(m, 4H), 8.03(d, 1H), 8.32-8.38(m, 1H), 8.71-8.76(m, 1H), 8.93(brs, 1H).

<466> A Ao 54

<467> 3-(2-Aloh=vd)-5-(6-rB-2-¥] 2| 9)-1-9 d-1,2-T]Fto| =2 d-2-2

<468> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.56(s, 3H), 7.42-7.70(m, 10H), 7.71-7.78(m, 2H), 7.89-7.93(m, 1H),
8.46-8.54(m, 1H).

<A69> 7] Al 4st BAAL olo] Fahs Yo ojste SFRS FAHAT

<470> A Al 55

A7l> 3-(2-EAAE)-5-(2-9] P D)-1- -1, 2- T Sl =25 ul-2-2

<472> 1H_NMR(DMSO_d6, 400MHz): & (ppm) 3.76(3H, s), 7.00(1H, dt), 7.09(1H, d), 7.25-7.40(3H, m), 7.46-

7.60(4H, m), 7.76-7.84(2H, m), 7.94(1H, d), 8.23(1H, d), 8.38(1H, d), 8.55-8.58(1H, m).
<473> 21X 56
AT 3-(2-dZ A Y)-5- (- e W)-1-(4-E2 0 2od)-1,2-T S| =2 T e P2- &

<475> 1H—NMR(CDClg, 400MHz): & (ppm) 3.82(3H, s), 6.97-7.05(2H, m), 7.16-7.23(2H, m), 7.24-7.32(1H, m),

7.36(1H, dt), 7.44(1H, dd), 7.50-7.66(2H, m), 7.74-7.90(1H, m), 8.02-8.08(1H, m), 8.18-8.45(2H, m),
8.58-8.64(1H, m).

<476> A A ¢ 57
<477> 3-(2-FE29d)-5-(2-7gd)-1-¥Hd-1,2-t] 3ol =2y gd-2-&

<478> 'H-NMR(CDCls, 400MHz): & (ppm) 6.76-6.81(2H, m), 6.86-6.91(1l, m), 7.17-7.22(2H, m), 7.26-7.75(5H, m),
7.61(1H, d), 7.78-7.86(1H, m), 8.11(1H, d), 8.41(1H, brs), 8.60-8.64(1H, m).

<479> AN 58

<480> 3-(2-HEA 7t 2R I d)-5-(2-F g d)-1-9]d-1,2-t] o] =2 2 d-2-2

<481> H-NMR(DMSO-ds, 400MHz): & (ppm) 3.65(3H, s), 7.28-7.32(1H, m), 7.47-7.71(8H, m), 7.78-7.86(2H, m),
8.01-8.20(1H, m), 8.33(1H, d), 8.42(1H, d), 8.58-8.60(1H, m).

<482> A A o] 59

<483> 3-(B-Hdolr| =72 g3 d)-5-(2-7 2| 2)-1-3 d-1,2-t]3}o]| =2 v} 2| -2~
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<507>

<508>
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1
H-NMR(DMSO-dg, 400MHz): & (ppm) 2.65(3H, d), 7.26-7.31(1H, m), 7.40-7.45(1H, m), 7.46-7.53(5H, m),

7.53-7.59(2H, m), 7.80-7.86(1H, m), 7.96(1H, d), 8.06-8.12(1H, m), 8.22(1H, d), 8.37(1H, d), 8.57-
8.60(1H, m).

AAA 60
3-(2-88)-5-(2- g P)-1-Hd-1,2-t] o] EZ 5] el el-2-2

'H-NMR(DMSO-ds, 400MHz): & (ppm) 2.24(3H, s), 7.22-7.34(4H, m), 7.47-7.60(5H, m), 7.78-7.84(1H, m),
7.99(1H, d), 8.21-8.24(1H, m), 8.44-8.47(1H, m), 8.55-8.59(1H, m).

A4 61

3-3d-5-(2-¥ 2| d)-1-d-1,2-H3}o| == v 2 -2-2

'H-NMR(DMSO-ds, 400MHz): & (ppm) 7.28-7.32(1H, m), 7.35-7.40(1H, m), 7.41-7.47(2H, m), 7.49-7.54(2H,
m), 7.56-7.60(3H, m), 7.76-7.86(3H, m), 8.02(1H, dd), 8.42(1H, d), 8.44(1H, d), 8.58-8.61(1H, m).
Ao 62

3-(2-¥Ed)-5-(2-F g d)-1-9d-1,2-t]3}o| =2 F g H-2-2

1H—NMR(DMSO—d6, 400MHz): & (ppm) 7.29-7.40(2H, m), 7.50-7.63(5H, m), 7.80-7.88(2H, m), 7.99(1H, d),
8.50(1H, d), 8.54(1H, d), 8.62-8.66(1H, m), 8.70-8.74(1H, m), 9.31(1H, d).

A A 63

3-(3-Aloh=39)-5-(2-9] 2] D)-1-}d-1,2-T] o] =2 5] 2 Hl-p-2

'H-NMR(CDCl;, 400MHz): & (ppm) 7.24(ddd, 1H), 7.46-7.66(m, 8H), 7.78(td, 1H), 8.10(dt, 1H), 8.16(t,
1H), 8.25(d, 1H), 8.31(d, 1H), 8.61-8.63(m, 1H).

Ao 64

3-(4-Aohe s d)-5-(2-H g d)-1-Hd-1,2-t]slo]| =2 ¥ g H-2-2

1H—NMR(CDClg, 400MHz): & (ppm) 7.22-7.26(m, 1H), 7.47-7.60(m, 6H), 7.70-7.78(m, 3H), 7.95-7.98(m, 2H),
8.26(d, 1H), 8.33(d, 1H), 8.61-8.63(m, 1H).

A9 65

3-(3-22239)-5-(2-9] el D)-1- 31, 2-T] S| =2 5] g el-p-2

«H-NMR(CDCl5, 400MHz): & (ppm) 7.21-7.36(m, 3H), 7.47-7.76(m, 5H), 7.58-7.60(m, 1H), 7.71-7.75(m, 2H),
7.85(m, 1H), 8.23-8.26(m, 2H). 8.60-8.63(m, 1H).
«EST-2F; 359[M + H]

A Ao 66
+3-(4-F22AY)-5-(2-5 2 W)-1-s 91, 2-tl o] =2 3]l l-p-2

1
H-NMR(CDCls, 400MHz): & (ppm) 7.22(ddd, 1H), 7.37-7.41(m, 2H), 7.44-7.60(m, 5H), 7.72-7.80(m, 3H),
8.12-8.16(m, 1H), 8.21-8.25(m, 2H), 8.62(ddd, 1H).

ESI-Aek; 359[M + H]

AA A 67
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3-(3-¥gjd)-5-(2-F g d)-1-3d-1,2-H3}o| == v g -2-2

'H-NMR(CDCls, 400MHz): & (ppm) 7.22-7.25(m, 1H), 7.33-7.37(m, 1H), 7.45-7.57(m, SH), 7.59-7.61(m, 1H),
7.56(td, 1H), 8.24-8.27(m, 2H). 8.30(d, 1H), 8.59(dd, 1H), 8.61-8.63(m, 1H), 8.95-8.96(m, 1H).
ESI-Z2F; 326[M + H]

A Ao 68
3-(2-o}v]wert2 wd-3-5 & d)-6-(2-5 g &)-1-5]d-1,2-T] o] =2 el - &

'H-NMR(CDCI;, 400MHz): & (ppm) 5.46(brs, 1H), 7.19(ddd, 1H), 7.39-7.53(m, 6H), 7.55-7.58(m, 1H),
7.58(brs, 1), 7.71(ddd, 1H), 7.82(dd, 1H), 8.08(d, 1H), 8.21(d, 1H), 8.57(dd, 1H), 8.59(ddd, 1H).
Ao 69

3-(3-mIEAsd)-5-(2-F 2 g)-1-3d-1,2-Hso| == v g -2-2

H-NMR(CDCls, 400MHz): & (ppm) 3.84(s, 3H), 6.92(ddd, 1H), 7.20(ddd, 1H), 7.31-7.38(m, 2H), 7.42-
7.55(m, 6H), 7.57-7.59(m, 1H), 7.73(td, 1H), 8.23(d, 1H), 8.24(d, 1H), 8.60(ddd, 1H).
ESI-A2k; 355[M + H]

AAH 70
3-(4-mEA s E)-5-2-¥ g E)-1-9d-1,2-t]3}o| =2 v 2 T -2-2

"H-NMR(CDCls, 400MHz): & (ppm) 3.85(s. 3H). 6.94-6.98(m, 2H). 7.20(ddd, 1H), 7.42-7.55(m, 5H). 7.57-
7.60(m. 1H), 7.73(td, 1H), 7.77-7.8(m. 2H). 8.18-8.20(m, 2H). 8.59-8.20(m, 1H).
ESI-A 2k 355[M + H]

AA 71
3-(2- 22 29d)-5-(2-32|W)-1-31d-1,2-Tlso] =z el -3-2

1H—NMR(CDClg, 400MHz): & (ppm) 7.13-7.22(m, 3H), 7.31-7.59(m, 7H), 7.66(td, 1H), 7.74(td, 1H), 8.22(dd,
1H), 8.29(d, 1H), 8.58-8.60(m, 1H).

AA e 72

3-(3-B%.0 259)-5-(2-3] gl F)-1-9]d-1,2-t so] = 23] el ul-3-&

'H-NMR(CDCls, 400MHz): & (ppm) 7.03-7.08(m, M), 7.21(ddd, 1H), 7.35-7.63(m, 9H), 7.74(td, 1H), 8.23(d,
1H), 8.27(d, 1H), 8.59-8.62(m, 1H).

Ao 73

3-(4-EF e 2vd)-5-(2-9gd)-1-7d-1,2-t]3lo| =2 ¥ g P-2-&

*1H—NMR(CDC13, 400MHz): & (ppm) 7.08-7.14(m, 2H), 7.21(ddd, 1H), 7.44-7.60(m, 6H), 7.74(td, 1H), 7.78-
7.83(m, 2H), 8.21(d, 1H), 8.22(d, 1H), 8.60-8.62(m, 1H).

A 74

3-(2-2223d)-5-(2-7] 2] 2)-1-(3-s] B Al )1, 2-Tl o] =2 5] 2] - &

1
H-NMR(CDCl5, 400MHz): & (ppm) 3.84(s, 3H), 6.96-7.01(m, 1H), 7.04-7.11(m, 2H), 7.17-7.23(m, 1H), 7.26-

7.34(m, 2H), 7.40(dd, 1H), 7.46-7.53(m, 2H), 7.54-7.58(m, 1H), 7.73(ddd, 1H), 8.14(d, 1H), 8.29(d,
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1H), 8.57-8.62(m, 1H).
A 75
3-(2,4-HuSA 5 E)-5-(2- 2 d)-1-3d-1,2- 30| E2 v 2 d-2-2

"H-NMR(CDCls, 400MHz): & (ppm) 3.93(s., 6H), 6.93(d, 1H), 7.19-7.23(m, 1H), 7.33(dd, 1H). 7.41-7.57(m,
6H), 7.58-7.60(m, 1H). 7.74(td, 1H). 8.19(d. 1H), 8.22(d, 1H), 8.60-8.62(m, 1H).
ESI-A 2k 385[M + H]

Ao 76
3-(2-E202-3-9]2]9)-5-(2- g W)-1-Hd-1,2-t] o] EZ 5] el el -p-2

"H-NMR(CDCls, 400MHz): & (ppm) 7.20-7.28(m, 2H). 7.44-7.56(m. 5H), 7.56-7.60(m, 1H). 7.75(td, 1H),
8.19-8.21(m, 1H), 8.26(ddd, 1H), 8.30(d, 1H), 8.34(t, 1H), 8.59-8.61(m, 1H).
ESI-AF; 344[M + H]

AANA 77
3-(4-HEA-3-7] g d)-5-(2-¥ g B)-1-¥d-1,2-T] 3fe| == v g d-2-2

"H-NMR(CDCls, 400MHz): & (ppm) 3.98(s. 3H), 6.80(d, 1H), 7.22(ddd, 1H), 7.44-7.59(m, 6H), 7.72-7.77(nm,
1), 8.15(dd, 1H), 8.21(s, 2H), 8.50-8.52(m, 1H), 8.59-8.62(m, 1H).
ESI-A2k; 356[M + H]

AAe 78
3-(6-Alobe-2-] 2 d)-5-(2-¥ g B)-1-3d-1,2-T] 3fe| == v g d-2-2

1H—NMR(DMSO—d6, 400MHz): & (ppm) 7.30-7.34(ddd, 1H), 7.49-7.57(m, 1H), 7.57-7.62(m, 4H), 7.62-7.66(dd,

1), 7.82-7.87(ddd, 1H), 8.02(d, 1H), 8.39-8.43(dd, 1H), 8.59-8.62(m, 1H), 8.63(d, 1H), 8.65(d, 1H),
8.94-8.96(dd, 1H).

AAe 79
3-(6-Alob2-5] 9 D)-5-d-1-(3-9] e] 2)-1,2- T o] =2 7] el Wl -2-2

IH—NMR(DMSO—dﬁ, 400MHz): & (ppm) 7.33-7.38(m, 1H), 7.44(d, 1H), 7.46(d, 1H), 7.64(d, 1H), 7.65(d, 1H),

7.72-7.76(dd, 2H), 8.07-8.11(m, 1H), 8.30(d, 1H), 8.34(d, 1H), 8.42(dd, 1H), 8.68-8.71(dd, 1H), 8.82-
8.84(dd, 1H), 8.93-8.86(dd, 1H).

A A4 80
3-(2-EF 9 2-3-5]2]9)-5-(2-3] 2] 2)-1-(3-HZ A )-1,2-t] o] E 23] o] ¥l-2-2

1H—NMR(CDClg, 400MHz): & (ppm) 3.85(s, 3H), 6.99-7.10(m, 3H), 7.20-7.31(m, 2H), 7.40-7.47(m, 1H),
7.58(d, 1H), 7.76(ddd, 1H), 8.18-8.23(m, 1H), 8.23-8.32(m, 2H), 8.32-8.37(m, 1H), 8.58-8.64(m, 1H).
AA4 81

3-(2-m| S A-3-52 &)-5-(2-3]F D)-1-5 d-1,2- T ol = 23] el Wl-2-2

1
H-NMR(CDCls, 400MHz): & (ppm) 3.98(s, 3H), 6.96(dd, 1H), 7.18-7.22(m, 1H), 7.44-7.59(m, 6H), 7.74(dt,
1H), 7.90(dd, 1H), 8.17(dd, 1H), 8.25-8.28(m, 2H), 8.58-8.61(m, 1H).
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AA o 82
3-(2-2F 9 2-3-9]e]9)-5-(2-3 2| D)-1-(4-FF 0 2o d)-1 2Tl sfol =2 5] ¢ W-2-&

'H-NMR(CDCl5, 400MHz): & (ppm) 7.18-7.30(m, 4H), 7.46-7.52(m, 2H), 7.58(d, 1H), 7.76(ddd, 1H), 8.20-
8.27(m, 2H), 8.29(d, 1H), 8.31-8.35(m, 1H), 8.59-8.64(m, 1H).

AAo 83

3-(2-FF e 2-3-vgd)-5-(2-F g &)-1- (I el v]P-5-%)-1,2-t]F}o| =2 F &] T -2-

1H—NMR(CDClg, 400MHz): & (ppm) 7.25-7.32(m, 2H), 7.61(d, 1H), 7.79(ddd, 1H), 8.16-8.22(m, 1H), 8.24-
8.27(m, 1H), 8.29(d, 1H), 8.34-8.37(m, 1H), 8.61-8.64(m, 1H), 9.01(s, 2H), 9.32(s, 1H).

AAH 84

3-(2- 559 2-3-58D)-5-(2-9 g D)-1-(4-H| e £ W)-1,2-tl o] S =3 e wl-2-&

'H-NMR(CDCls, 400MHz): & (ppm) 2.53(s, 3H), 7.20-7.28(m, 2H), 7.36-7.43(m, 4H), 7.57(d, 1H), 7.75(td,
1), 8.19-8.27(n, 2H), 8.28(d, 1H), 8.33(t. 1H), 8.59-8.61(m, 1H).
ESI-k; 390[M + H]

AAd 85
3-(2-51 2] £-5-91)-5-(2-5] e] D)-1-]d-1,2-t) o] = 5] 2] el-2-2

1

H-NMR(CDCl5, 400MHz): & (ppm) 6.67(d, 1H), 7.21-7.26(m, 1H), 7.45-7.59(m, 6H), 7.75(td, 1H), 7.96(dd,
1H), 8.14(d, 1H), 8.26(d, 1H), 8.32(d, 1H), 8.62(ddd, 1H).

ESI-ek; 342[M + H]

AA 86
3-(2-2%22-3-989)-5-(2- & D)-1-(4-| 5 A-3-H & D)-1,2-] o] =2 7o) D -2-&

'H-NMR(CDCl;, 400MHz): & (ppm) 4.00(s, 3H), 6.88(dd, 1H), 7.22-7.29(m, 2H), 7.44-7.79(m, 5H), 8.20-
8.24(m, 1H), 8.27-8.29(m, 1H), 8.33-8.36(m, 1H), 8.61(ddd, 1H).

A Ao 87

3-(2-FEF e 2-3-vlgd)-5-7d-1-(3-¥g[d)-1,2-t] | =2 2 d-2-2

1H—NMR(DMSO—d6, 400MHz): & (ppm) 7.31-7.37(m, 1H), 7.41-7.48(m, 2H), 7.52-7.66(m, 2H), 7.71-7.76(d,
2H), 8.06-8.10(m, 1H), 8.16-8.28(m, 4H), 8.66-8.70(dd, 1H), 8.80-8.82(d, 1H).

A Ao 88

3-(2-2F 9 2-3-9]]9)-5-(2-3 2| D)-1-(3-FF 0 2o d)-1 2Tl sfol =2 5] ¢ -2-&

1H_NMR(CDC13, 400MHz): & (ppm) 7.17-7.33(m, 5H), 7.48-7.55(m, 1H), 7.56-7.61(m, 1H), 7.76(ddd, 1H),
8.20-8.27(m, 2H), 8.29(d, 1H), 8.32-8.35(m, 1H), 8.59-8.63(m, 1H).

Ao 89

3-(2-tlr|Qopu] e-3-v]elD)-5-(2- g I )-1-5 d-1, 2-r] o] =2 el W-p-2

1H—NMR(CDClg, 400MHz): & (ppm) 1.70(s, 6H), 7.19(ddd, 1H), 7.41-7.60(m, 7H), 7.71(td, 1H), 7.82(d, 1H),
8.08(d, 1H), 8.21(d, 1H), 8.57(dd, 1H), 8.58-8.60(m, 1H).
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ESI-22F; 369[M + H]

H7) Arel 73k Qe o olske] BYBS G
A A 90
3.5-T31d-1-(2-9l2l9)-1,2-tlsto] =23l elTi-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.33-7.40(3H, m), 7.41-7.47(4H, m), 7.54(2H, dd), 7.76(2H, dd), 7.86-
7.90(2H, m), 7.99(1H, ddd), 8.11(1H, d), 8.61-8.64(1H, m).

A9 91

3-(2-Alobes)-5-(2- T 2] )-1-(-FF e 25d)-1,2- T ol =27 el 0o

H-NVR(400MHz, CDCly); & (ppm) 7.18-7.25(m, 3H), 7.44-7.55(m, 3I), 7.59-7.67(m, 21), 7.72-7.81(m, 3H),
8.27-8.33(m, 2H), 8.58-8.63(m, 1H).

AN 92

3-(2-Alohes]d)-5-(2-9 2 &)-1-(3-FF 2 25 d)-1,2-Hsto| =2 v e d-2-2

'H-NMR(400MHz, CDCly): & (ppm) 7.15-7.25(m, 2H), 7.28-7.36(m, 2H), 7.44-7.54(m, 2H), 7.58-7.68(m, 2H),
7.72-7.82(m, 3H), 8.28-8.33(m, 2H), 8.57-8.63(m, 1H).

Ao 93

3-(2-Alok=¥d)-5-(2-H g 9)-1-(4-A| o} )-1,2-H sl | E2 v g 1 -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.23-7.26(m, 1H), 7.49(dt, 1H), 7.61-7.86(m, 9H), 7.28-7.30(m, 2H),
8.60-8.62(m, 1H).

A 94

3-(2-Alohe3d)-5-(2-3] 2] 9)-1-(3-Alohesd)-1,2-tlglo| =2 o2 - &

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.23-7.26(m, 1H), 7.49(dt, 1H), 7.61-7.89(m, 9H), 8.30(s, 2H), 8.60-
8.62(m, 1H).

AAe 95

3-(2-Alobe3d)-5-(2-] 2] ©)-1-(4- o] B Al D)1, 2-T] o] = 2 5] 2] ©l-p- &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.86(s, 3H), 7.02(d, 2H), 7.21(ddd, 1H), 7.42-7.80(m, 8H), 8.29(d, 1H),
8.31(d, 1H), 8.58-8.60(m, 1H).

AAA 96

3-(2-Alohe3]d)-5-(2- 3 2] 9)-1-(3-A Z Al )1, 2-T] g =2 o2 - &

'H-NMR(400Milz, CDCly); 6 (ppm) 3.85(s, 3H), 6.95-7.03(m, 1H), 7.06-7.10(m, 2H), 7.20~7.22(m, 1H), 7.41-
7.81(m, 7H), 8.31(s, 2H), 8.59-8.61(m, 1H).

AAd 97

3-dg-5-(2-7 g D)-1-(3-ZF L 2¥d)-1,2-g3}o| =25 g -2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.15-7.24(m, 2H), 7.26-7.33(m, 2H), 7.34-7.40(m, 1H), 7.40-7.53(m, 3H),
7.57-7.62(m, 1H), 7.72-7.82(m, 3H), 8.20-8.23(m, 2H), 8.59-8.63(m, 1H).
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<611> A Ao 98
<612> 3-Hd-5-(2-9Ed)-1-4-ZF 2 2¥d)-1,2-t3lo| =2 ¥ FH-2-&

<613> 1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 7.18-7.24(m, 3H), 7.34-7.39(m, 1H), 7.40-7.45(m, 2H), 7.46-7.52(m, 2H),
7.57-7.61(m, 1), 7.72-7.77(m, 1H), 7.77-7.82(m, 2H), 8.19-8.23(m, 2H), 8.59-8.62(m, 1H).

<614> AA 4 99

<615> 3-(2-E2=2Hd)-5-2-HD)-1-(4-EF 2 2o d)-1,2-t|3}o| == ¥ g H-2-2>

<616> 'H-NMR(400Milz, CDCly); 6 (ppm) 7.16-7.24(m, 3H), 7.29-7.35(m, 2H), 7.45-7.54(m, 4I), 7.56(d, 1H), 7.70-
7.76(m, 1), 8.12(d, 1H), 8.28(d, 1H), 8.58-8.62(m, 1H).

<617> A4 100

<618> 3-(2-Aloh=d)-5-(2-9 g D)-1-(4-F =29 3 d)-1,2-13}o| E 29 ] gl -2-&

<619> 'H-NMR(400MHz, CDCl); & (ppm) 7.22-7.27(m, 1H), 7.48(ddd, 1H), 7.60-7.69(m, 2H), 7.72-7.82(m, 5II),
8.03-8.09(m, 2H), 8.29(d, 1H), 8.33(d, 1H), 8.58-8.62(m, 1H), 10.10(s, 1H).

<620> AAd 101

<621> 3-(2-Aotedd)-5-(2-HHE)-1-(2-F =2 d)-1,2-t] o] =29 g d-2-&

<622> 'H-NMR(400MHz, CDCls); & (ppm) 7.20-7.25(m, 1H), 7.44=7.52(m, 2H), 7.61-7.70(m, 3H), 7.73-7.83(m, 4H),
8.06(dd, 1H), 8.31(d, 1H), 8.36(d, 1H), 8.57-8.60(m, 1H), 10.05(s, 1H).

<623> AAd 102

<624> 3-(2-Aot=HY)-5-(2-H e d)-1-(3-F2 27 d)-1,2-f o] =29 g d-2-&

<625> 'H-NMR(400MHz, CDCls); & (ppm) 7.21-7.25(m, 1H), 7.43-7.50(m, 4H), 7.55-7.58(m, 1H), 7.59-7.68(m, 2I),
7.73-7.81(m, 3H), 8.27-8.31(m, 2H), 8.58-8.62(m, 1H).

<626> A A4 103

<627> 3-(2-Aohedd)-5-(2-H & E)-1-(3-EFH)-1,2-t]3lo| = =¥ g d-2-&

<628> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.43(s, 3H), 7.20-7.23(m, 1H), 7.26-7.35(m, 3H), 7.39-7.48(m, 2H), 7.60-
7.66(m, 2H), 7.72-7.81(m, 3H), 8.31(s, 2H), 8.58-8.61(m, 1H).

<629> AA¢ 104

<630> 3-(2-Alobdd)-5-(2-9 2 H)-1-(3-E T FEvdd)-1,2-H3lo| =2 v 2] Tl -2-2

<631> 'H-NMR(400Miz, CDCly): & (ppm) 7.22-7.25(m, 1H), 7.47(dt, 1), 7.61-7.82(m, OH), 8.31(s, 2H), 8.59-
8.62(m, 1H).

<632> A A4 105

<633> 3-(2-Aopedd)-5-(2-H 2 9)-1-(E| e #-3-¢)-1,2-t]glo| =23 g -2-2

<634> 'H-NMR(400MHz, CDCls); & (ppm) 7.22-7.25(m, M), 7.37-7.49(m, SH), 7.59-7.67(m, 3I), 7.74-7.80(m, 3I),

8.27(d, 1H), 8.40(d, 1H), 8.60-8.62(m, 1H).

<635> 2 Aol 106
<636> 3-(2-A ot ¥ d)-5-(2- 2 D)-1-(3-F EF)-1,2-T{3|o| E2 v 2| -2-2
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'H-NMR(400Miz, CDCls); & (ppm) 6.83-6.86(m, 1H), 7.19-7.26(m, 1H), 7.48(ddd, 1), 7.52(dd, 1H), 7.60-
7.69(m, 2H), 7.73-7.82(m, 3H), 8.21(d, 1H), 8.27-8.30(m, 1H), 8.47(d, 1H), 8.61-8.65(m, 1H).

AN 107

3-(2-AlopesY)-5-(2-H 2 d)-1-(4-EF)-1,2-T]3lo| =29 g g -2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.41(s, 3H), 7.18-7.22(m, 1H), 7.30-7.46(m, 5H), 7.59-7.65(m, 2H), 7.71-
7.80(m, 3H), 8.29(d, 1H), 8.31(d, 1H), 8.58-8.60(m, 1H).

AAld 108

3-(2-Aohsd)-5-(2-M & D)-1-(+-EP EF 2 2u| s d)-1,2-T)so| =2 7] 2] 1l-2-

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.22-7.25(m, 1H), 7.48(td, 1H), 7.61-7.82(m, 9H), 8.30(d, 1H), 8.32(d,
1H), 8.59-8.61(m, 1H).

A A4 109

3-(2-Alohe3d)-5-(2-3] 2] &)-1-(2-¥1 H Al 2 9-5-91)-1,2- Tl Sho| E 25 2] Tl -2-&

'H-NMR(400MHz, CDCls): & (ppm) 4.00(s, 3H). 6.88(d, 1H), 7.23(ddd, 1H), 7.47(td, 1H), 7.59-7.62(m, 1H),
7.65(td, 1H), 7.73-7.82(m, 4H), 8.28-8.31(m, 3H), 8.60(ddd, 1H).
ESI-A2k; 381[M + H]

Ao 110
3-(2-Alohe s d)-6-(2-5] e 9)-1-(2-Al ok d)-1,2-t] o] =2 ] gl ©)-9- &

'H-NMR(400MHz, CDCly): & (ppm) 7.26-7.35(m, 2H), 7.52-7.58(m, 2H), 7.64-7.71(m, 2H), 7.72-7.85(m, 5H),
8.51(d, 1H), 8.68-8.72(m, 1H), 8.77(d, 1H).

AAle] 111

3-(2-Alob= ¥ d)-5-(2- 2 2)-1-(F g v d-5-9)-1,2-H 3} o| E= 3| g T -2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 7.24-7.32(m, 1H), 7.48-7.54(m, 1H), 7.61-7.72(m, 2H), 7.73-7.85(m, 3H),
8.31(d, 1H), 8.33(d, 1H), 8.60-8.65(m, 1H), 9.04(s, 2H), 9.32(s, 1H).

AA4 112

3-(2-Alohe 3 d)-5-(2- 2] 9)-1-[2- (3] £ 2 -1-9)-3 2 -5-9|-1,2-Tl sfo] = 2] 2] -2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.01-2.07(m, 4H), 3.49-3.52(m, 4H), 6.44(dd, 1H), 7.21(ddd, 1H),

7.45(td, 1H), 7.58-7.67(m, 3H), 7.72(dd, 1H), 7.76-7.88(m, 2H), 8.23(dd, 1H), 8.28(dd, 2H), 8.59(ddd,
1H).

ESI-Z2k; 420[M + H]

AA4 113
3-(2-Alokie g )-5-(2-3] 2] 2)-1-[2-(4- A A 5 o] 2} -1-9)-SA @ -5~ |1, 2-F] g o] 1= 2] 2] -2 &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.57(t, 4H), 3.63(t, 4H), 3.57(s, 2H), 6.70(d, 1H), 7.21(ddd, 1H), 7.25-

7.38(m, 5H), 7.45(td, 1H), 7.58(d, 1H), 7.63(td, 1H), 7.68(dd, 1H), 7.73(dd, 1H), 7.75-7.79(m, 2H),
8.26-8.29(m, 3H), 8.58-8.60(m, 1H).
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Ao 114
3-(2-Aloh sl d)-5-(2-3] 2] 2)-1-(2-M A S| o] B A A 2] W-5-9)-1 2-T] o] = 2 9] 2] €l -2 &

1
H-NMR(400MHz, CDCls); 6 (ppm) 3.84-3.87(m, 2H), 4.55-4.58(m, 2H), 4.64(s, 2H), 6.93(d, 1H), 7.23(ddd,

1H), 7.25-7.40(m, 5H), 7.47(td, 1H), 7.60(d, 1H), 7.65(td, 1H), 7.74-7.82(m, 4H), 8.27(d, 1H), 8.28(d,
1H), 8.30(d, 1H), 8.59-8.61(m, 1H).

ESI-Ak; 501[M + H]

AAd 115
3-(2-Alobe3d)-5-(2-] 2] ©)-1- (3-8 S A v D3] 2] ¥1-5-)-1, 2Tl sho] = 2. 9] 2] (-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.64(s, 2H), 4.66(s, 2H), 7.23-7.26(m, 1H), 7.26-7.38(m, 5H), 7.48(td,

1), 7.61(d, 1H), 7.68(td, 1H), 7.74-7.81(m, 3H), 7.95-7.98(m, 1H), 8.29(d, 1H), 8.32(d, 1H), 8.61(d,
1H), 8.69(d, 1H), 8.72(d, 1H).

ESI-A2F; 471[M + H]

A 116
3-(2-Alobesd)-5-(2-] €] D)-1-(2-| FE| 0 ] ] -5-91)-1, -] Sho| S 2 v ¢ Wl -2- &

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.41(t, 3H), 3.23(q, 2H), 7.23(ddd, 1H), 7.29(dd, 1H), 7.47(td, 1H),

7.60(dt, 1H), 7.65(td, 1H), 7.72(dd, 1H), 7.74-7.80(m, 3H), 8.28(d, 1H), 8.30(d, 1H), 8.57(dd, 1H),
8.60(ddd, 1H).

AAH 117
3-(2-Al okl Y)-5-(2- 2] 2)-1-(4-5 & P)-1,2-T o] =2 w2 P-2-&

"H-NMR(400MHz, CDCls); & (ppm) 7.23-7.26(m, 1H). 7.49(td, 1H), 7.55-7.57(m, 2H). 7.61(d, 1H). 7.67(td,
1H), 7.73-7.81(n, 3H), 8.29(d, 1H), 8.30(d, 1H), 8.61(ddd, 1H), 8.82(d, 2H).
ESI-AF; 351[M + H]

Ao 118
3-(2-Alohe3d)-5-(2-9] 2] &)-1-(3-¥] %Al 2 9-5-91)-1,2- Tl Sho| E 25 2] vl-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.91(s, 3H), 7.22-7.27(m, 1H), 7.46-7.51(m, 2H), 7.60-7.64(m, 1H),
7.66(ddd, 1H), 7.74-7.82(m, 3H), 8.30(d, 1H), 8.32(d, 1H), 8.38(d, 1H), 8.43(d, 1H), 8.60-8.63(m, 1H).
A Ao 119

3-(2-Alob= ') -6-(2-] 2] D)-1-(2-3ho] £ S A o] B Al 5] 2] Y1-5-91)-1,2-T] o] = 3] e wl-2-&

1
H-NMR(400MHz, CDCl3); & (ppm) 3.04(brs, 1H), 3.97-4.03(m, 2H), 4.51-4.54(m, 2H), 6.93(d, 1H), 7.23(dd,

1), 7.47(td, 1H), 7.61(dd, 1H), 7.65(td, 1H), 7.74-7.80(m, 3H), 7.84(dd, 1H), 8.27-8.30(m, 3H),
8.61(ddd, 1H).

ESI-A2F; 411[M + H]

A A4 120
3-(2-Alohisld)-5-(2-9] 2] ©)-1-(2-F £ 23] G ¥l-5-91)-1,2-E] o] = E 5] ] 1l -2- &

1
H-NMR(400MHz, CDCl3); & (ppm) 7.23-7.28(m, 1H), 7.47-7.52(m, 2H), 7.61(d, 1H), 7.67(t, 1H), 7.72-
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7.81(m, 3H), 7.95(dd, 1H), 8.28(d, 1H), 8.30(d, 1H), 8.59(d, 1H), 8.61(dt, 1H).

ESI-ek; 385[M + H]

A Ao 121
3-(2-Aloh=3)-6-(2-9] ] D)-1-[2- (4-+ B3] | eh1-1-9))-5] e] B-5-9]-1,2-T) o] = 3 e wl-2-&

1H—NMR(4OOMHZ, CDCls); & (ppm) 2.37(s, 3H), 2.54(t, 4H), 3.66(t, 4H), 6.73(d, 1H), 7.21(ddd, 1H),

7.46(td, 1H), 7.59(d, 1H), 7.64(td, 1H), 7.70(dd, 1H), 7.72-7.79(m, 3H), 8.27-8.29(m, 3H), 8.58-
8.60(m, 1H).

ESI-A2F; 449[M + H]

A Ao 122
3-(2-Alob=39)-6-(2-9] 2] D)-1-(3-ter t-F AT M B A A S A | @] 2] ©1-5-91)-1,2-t) sho] = 3 e wl-2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 0.13(s, 6H), 0.95(s, 9H), 4.85(s, 2H), 7.24(dd, 1H), 7.45-7.81(m, 7H),
7.88(s, 1H), 8.29(d, 1H), 8.32(d, 1H), 8.61(dd, 1H), 8.68(d, 1H).

AA 4 123

3-(2-Alobe3ld)-6-(2-9 2] ©)-1-(2-EF 0 25 2] 9-5-91)-1,2-T] o] EZ 3] ¢ tl-2-&

"H-NMR(400MHz, CDCls): & (ppm) 7.11(dd, 1H), 7.25(ddd, 1H), 7.42-7.84(m, 6H), 8.08(ddd, 1H), 8.30(t,
oH), 8.41(dd, 1H), 8.61(ddd, 1H).
ESI-A 2k 369[M + H]

AAe 124
3-(2-Alohe3d)-6-(2-3 2] &)-1-(2-ol @3] 2 ¥-5-9)-1,2- Tl she] = 2w g] 122

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.36(t, 3H), 2.91(q, 2H), 7.23(m, 1H), 7.33(d, 1H), 7.47(td, 1H),

7.60(d, 1H), 7.65(td, 1H), 7.73-7.80(m, 3H), 7.86(dd, 1H), 8.30(d, 1H), 8.31(d, 1H), 8.60(d, 1H),
8.68(d, 1H).

ESI-A2k; 379[M + H]

A4 125
3-Hd-5-(2-¥ g d)-1-(2-A o} =¥ d)-1,2-T]glo| =2 F g H-2-&

1H—NMR(DMSO—d6, 400MHz): & (ppm) 7.24-7.54(6H, m), 7.62-7.81(4H, m), 7.93(1H, dt), 8.11(1H, d),
8.57(1H, d), 8.69-8.72(1H, m), 8.89-8.94(1H, m).

A Ao 126

3-(2-Alobesd)-5-(2-3] 2] ©)-1-(2-] B Al D)1, 2-T] o] = 2 5] 2] gl &

IH—NMR(DMSO—dﬁ, 400MHz): & (ppm) 3.80(3H, s), 7.12(1H, t), 7.24-7.33(2H, m), 7.44(1H, dd), 7.49(1H,

dt), 7.59(1H, dt), 7.71(1H, d), 7.75-7.86(2H, m), 7.90-8.00(2H, m), 8.42(1H, d), 8.47(1H, d), 8.56-
8.60(1H, m).

A7) A6 325k el olstel SRS WA
AAo 127
3-9]d-5-(2-3] 2] 9)-1-(3-9] el 9)-1,2-t) ol =23l el Wl -2-2
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1
H-NMR(400MHz, CDCls); & (ppm) 7.23(ddd, 1H), 7.36-7.50(m, 4H), 7.60(td, 1H), 7.75(dd, 1H), 7.76-
7.80(m, 2H), 7.94(ddd, 1H), 8.22(d, 1H), 8.24(d, 1H), 8.62(ddd, 1H), 8.71(dd, 1H), 8.75-8.79(m, 1H).

ESI-A2F; 326[M + H]

A 128
3-(2-g=2=29d)-5-(2-¥9gg)-1-(3-H g d)-1,2-H3lo| =2 v g -2-2

1

H-NMR(400MHz, CDCly): & (ppm) 7.23(ddd, 1H), 7.31-7.36(m, 2H), 7.41-7.51(m, 3H), 7.56-7.59(m, 1H),
7.75(td, 1H), 7.96(ddd, 1H), 8.15(d. 1H). 8.30(d, 1H), 8.60-8.62(m, 1H), 8.69(dd. 1H). 8.80(d, 1H).
ESI-Aek; 360[M + H]

A Ao 129
3-(2-rl B Al D) -5-(2-3] 2] D)-1-(3-5] & F)-1,2-tl o] =25l 2l P-p-&

1
H-NMR(400MHz, CDCl3); & (ppm) 3.84(s, 3H), 6.98-7.05(m, 2H), 7.21(ddd, 1H), 7.37(td, 1H), 7.41-7.49(m,

2H), 7.56(d, 1H), 7.74(td, 1H), 7.94-7.97(m, 1H), 8.13(d, 1H), 8.25(d, 1H), 8.58-8.60(m, 1H), 8.67(dd,
1H), 8.79(d, 1H).

ESI-ek; 356[M + H]

AAle) 130
3-(2-x=HE e A-3-9)-5-(2-¥] 2| d)-1-(3-¥ 2] F)-1,2-t3}o| =2 v 2| d-2-&

«'H-NNR(400MHz, CDC1y): & (ppm) 7.24-7.28(m, 1H), 7.46-7.52(m, 2H), 7.57(d, 1H), 7.50-7.79(m, 2H),
7.92-7.96(m, 1H), 8.24(d, 1H), 8.30(d, 1H), 8.61-8.63(m, 1H), 8.74(dd, 1H), 8.79(d, 1H), 9.99(d, 1H).
Ao 131

3-(2,4-HE=2=94)-5-(2-9 2 d)-1-(3-¥ & 9)-1,2-T3}o| E2 J 2 -2->

"H-NMR(400MHz, CDCls); & (ppm) 7.22-7.25(m, 1H). 7.32(dd, 1H), 7.41-7.61(m, 4H), 7.74-7.79(m, 1H),
7.93-7.96(m, 1H), 8.15(d, 1H), 8.29(d, 1H), 8.59-8.63(m, 1H), 8.69-8.72(m, 1H), 8.79(d, 1H).
ESI-AF; 394[M + H]

AN 132
3--EdEF e z2vdsld)-5-(2-¥ 2 d)-1-(3-H g d)-1,2-t] 3| =2 v g ol -2-&

"H-NMR(400MHz, CDCl): & (ppm) 7.22(ddd. 1H), 7.44-7.56(m, 4H). 7.59-7.63(m. 2H). 7.72-7.78(m. 1H),
7.94(ddd, 1H), 8.04(d, 1H), 8.30(d, 1H), 8.59-8.61(m, 1H), 8.69(dd, 1H), 8.78-8.79(m, 1H).
ESI-AF; 394[M + H]

AA 4 133
3-(H2M-3-9)-6-(2-5 I D)-1-(3-3 2 D)-1,2-T] st =252 P-p-

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.24(ddd, 1H), 7.39(dd, 1H), 7.50(dd, 1H), 7.60-7.63(m, 1H), 7.65(dd,

1), 7.77(td, 1H), 7.93(ddd, 1H), 8.15(d, 1H), 8.32(dd, 1H), 8.44(d, 1H), 8.62-8.64(m, 1H), 8.72-
8.73(m, 1H), 8.77(d, 1H).

ESI-A 2k 332[M + H]
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A ¢ 134
3-(I-tert-FFHA|ZF2 B I3 £-2-9)-5-(2-¥ g B)-1-(3-¥ g &)-1,2-H s} o] = =] 2] Tl -2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.47(s, 9H), 6.25(t, 1H), 6.36-6.34(m, 1H), 7.21(dd, 1H), 7.37(dd, 1H),

7.43-7.48(m, 1H), 7.57(d, 1H), 7.72-7.77(m, 1H), 7.88-7.92(m, 1H), 8.06(d, 1H), 8.22(d, 1H), 8.59-
8.61(m, 1H), 8.68(dd, 1H), 8.76(d, 1H).

ESI-A2F; 415[M + H]

AAle) 135
3-(2.6-dH g d)-5-(2-9 g D)-1-(3-7] 2| d)-1,2-H o] =2 v g -2-2

"H-NMR(400MHz, CDCls): & (ppm) 2.23(s, 6H), 7.11-7.27(m, 3H), 7.45-7.55(m, 3H), 7.65-8.02(m, 2H), 8.20-
8.33(m. 1), 8.59-8.61(m, 1H), 8.68-8.81(m, 3H).
ESI-Aek; 354[M + H]

A9 136
3-(B-oHAd olr] =3 d)-5-(2-3] 2] 9)-1-(3-¥ g F)-1,2-HF}o| =23 2D -2-2

1
H-NMR(400MHz, CDCls); & (ppm) 2.08(s, 3H), 7.21-7.26(m, 1H), 7.34(d, 1H), 7.44-7.49(m, 2H), 7;. 58-

7.61(m, 2H), 7.75(td, 1H), 7.82(brs, 1H), 7.86(m, 1H), 7.89-7.92(m, 1H), 8.20-8.23(m, 2H), 8.59-
8.61(m, 1H), 8.69-8.71(m, 1H), 8.77-8.78(m, 1H).

ESI-Aek; 383[M + H]

A A ¢ 137
3-(2-AlobxE] 0 A-3-91)-5-(2-5] & D)-1-(3-5] & F)-1.2-t| o] = 2 5] g o &

1

H-NMR(400MHz, CDCls): & (ppm) 7.23-7.26(m, 1H), 7.50(dd, 1H), 7.61-7.74(m, 3H)7.79(td, 1H), 7.91-
7.94(m, 1H), 8.36(d, 1H), 8.57(d, 1H), 8.60-8.61(m, 1H), 8.74(dd, 1H), 8.79(d, 1H).

ESI-Aek; 357[M + H]

A Ao 138
3-(2-A|oki-6-w] A d)-5-(2-5] & D)-1-(3-5] e] 2)-1, 2-T] o] S 25 e 1l -2-&

1
H-NMR(400MHz, CDCl3): & (ppm) 3.82(s, 3H), 7.18-7.27(m, 2H), 7.35-7.38(dd, 1H), 7.43-7.50(m, 2H),

7.60(d, 1H), 7.74-7.80(ddd, 1H), 7.98-8.02(m, 1H), 8.16(d, 1H), 8.35(d, 1H), 8.59-8.62(m, 1H), 8.67-
8.72(dd, 1H), 8.83(d, 1H).

AA 4 139
3-(2- 820 2-3-5]2]9)-5-(2- g W)-1-(3-9 2] D)-1,2-T o] =25 el Fl-2-2

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.21-7.29(m, 2H), 7.45-7.52(m, 1H), 7.59(d, 1H), 7.78(dt, 1H), 7.91-

7.95(m, 1H), 8.19-8.25(m, 2H), 8.30(d, 1H), 8.35(t, 1H), 8.60-8.63(m, 1H), 8.70-8.73(m, 1H), 8.79(d,
1H).

7] AN 155 ol shel olste] RS TN
A A ¢ 140
3-(2-cbrl w7k v o d)-5-(2-5 g 2)-1-3] 9-1,2-tl o] = 23 gl el-9-&
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'H-NMR(DMSO-ds,  400MHz): & (ppm) 7.17(1H, brs), 7.26-7.31C1H, m), 7.40-7.64(10H, m), 7.82(1H, dt),
7.96(1H, d), 8.21(1H, d), 8.36(1H, d), 8.56-8.59(1H, m).

471 Aol 183} o] ofske] shgtES AT

AA4 141

3-(2-3to| =EEA F YY) -5-(2-F g F)-1-9d-1,2-t] dte| == ¥ 2 d-2-2

1H—NMR(DMSO—d6, 400MHz): & (ppm) 6.87-6.93(2H, m), 7.22(1H, dt), 7.30(1H, ddd), 7.38(1H, dd), 7.48-
7.60(5H, m), 7.82(1H, dt), 7.99(1H, d), 8.41(1H, d), 8.45(1H, d), 8.57-8.60(1H, m), 9.43(1H, s).

AA ¢ 142

3-(2-3to| =AY )-5-(2- P D)-1-(4-FF L 25 W)-1,2-t] Sho| S 23 e]-2- &

'H-NMR(DMSO-ds, 400MHz): & (ppm) 6.86-6.93(2H, m), 7.22(1H, dt), 7.30(1H, ddd), 7.36-7.44(3H, m), 7.62-
7.68(2H, m), 7.83(1H, dt), 7.98(1H, d), 8.40(1H, d), 8.45(1H, d), 8.57-8.60(1H, m), 9.40(1H, s).

AA 4 143

3-(2-2229d)-5-(2-9 2 2)-1-(3-Fe| ESAA Y)-1,2-tFo| =2 H g -2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 6.71-6.76(m, 1H), 6.85-6.91(m, 2H), 7.19-7.34(m, 4H), 7.41-7.50(m, 2H),
7.56(d, 1H), 7.74(ddd, 1H), 8.17(d, 1H), 8.23(d, 1H), 8.58-8.62(m, 1H).

47 AAel 195k ol olste] BFES TS

A Ao 144

3-(2-2 2 239)-5-(2-] 2] 2)-1-(3-Tl v o}w] o] BAI )1, 2-T] o] = w2 9] 2] (-2 &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.89(s, 6H), 3.41(t, 2H), 4.54(t, 2H), 6.99-7.04(m, 1H), 7.13(dd, 1H),

7.14-7.18(m, 1H), 7.21(ddd, 1H), 7.30-7.35(m, 2H), 7.43-7.51(m, 3H), 7.58(d, 1H), 7.74(ddd, 1H),
8.15(d, 1H), 8.28(d, 1H), 8.59-8.62(m, 1H).

Ao 145
3-(2-2=2=29d)-5--vE)-1-(4-trd ot = T2 J GA 3 d)-1,2-t] gfo| = = 9] ] -2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.98(tt, 2H), 2.26(s, 6H), 2.46(t, 2H), 4.06(t, 2H), 6.97-7.03(m, 2H),

7.19(ddd, 1H), 7.28-7.33(m, 2H), 7.39-7.44(m, 2H), 7.46-7.51(m, 2H), 7.53-7.58(m, 1H), 7.72(ddd, 1H),
8.12(d, 1H), 8.28(d, 1H), 8.58-8.61(m, 1H).

A Ao 146
3-(2-22 23 9)-5-(2-]e]2)-1-3-Tlrdo}r] =2 2 Y A W)-1,2-T Sho] = 3] 2] -2

1H—NMR(4OOMHZ, CDCls); & (ppm) 1.96(tt, 2H), 2.25(s, 6H), 2.44(t, 2H), 4.05(t, 2H), 6.95-7.01(m, 1H),

7.04-7.11(m, 2H), 7.17-7.24(m, 1H), 7.28-7.35(m, 2H), 7.36-7.43(m, 1H), 7.45-7.53(m, 2H), 7.56(d, 1H),
7.73(ddd, 1H), 8.14(d, 1H), 8.29(d, 1H), 8.58-8.63(m, 1H).

A7) A 213t ol olstel BFES B
AA o 147
3-(2-3tol =2 A Y5 d)-5-(2-9] 2] 9)-1-5d-1.2-Tl sl =25 g el-p-

1H—NMR(DMSO—d6, 400MHz): & (ppm) 4.46(2H, d), 5.04(1H, t), 7.24-7.60(10H, m), 7.78-7.84(1H, m), 7.96-
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8.00(1H, m), 8.25(1H, d), 8.45(1H, d), 8.55-8.59(1H, m).
AA 4 148
3-(2-Aloh= sl 9)-5-(2-3] 2] 8)-1-(4-3t | EZ A @] d)-1,2- Tl She] =2 5 2] Wl-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.81(t, 1H), 4.78(d, 2H), 7.19-7.24(m, 1H), 7.46(ddd, 1H), 7.51-7.55(m,
4H), 7.59-7.66(m, 2H), 7.72-7.80(m, 3H), 8.28-8.32(m, 2H), 8.58-8.61(m, 1H).

A Ao 149

3-(2-Alob=3 ) -5-(2-] 2] D)-1-(2-So] ESA v s @)1, 2-T o] =2 5] 2] W2~ &

'H-NMR(400MHz, CDCls): 6 (ppm) 3.35(dd, 1), 4.52(dd, 1H), 4.62(dd, 1f), 7.21-7.24(m, 1H), 7.35(dd,
1), 7.46-7.57(m, 3H), 7.60-7.69(m, 3H), 7.72-7.81(m, 3H), 8.26(d, 1H), 8.36(d, 1H), 8.58-8.62(m, 1H).
7] A 229k o] o]ste] shetES ST

A 150

3-(2-Alote i d)-5-(2-H & H)-1-(4-Al o} =" o d)-1,2-T] o] =2 F B H-2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 3.84(s, 2H), 7.23(ddd, 1H), 7.47(ddd, 1H), 7.49-7.54(m, 2H), 7.55-
7.63(m, 3H), 7.65(ddd, 1H), 7.73-7.81(m, 3H), 8.28-8.32(m, 2H), 8.58-8.62(m, 1H).

A A4 151

3-(2-Aloh= W) -6-(2-9] 2] D)-1-(2- Aok 3 d)-1,2-T el E 25 e] 22

1H—NMR(4OOMHZ, CDCls); & (ppm) 3.81(d, 1H), 3.91(d, 1H), 7.24(ddd, 1H), 7.39-7.44(m, 1H), 7.46-7.58(m,
3H), 7.62(d, 1), 7.64-7.71(m, 3H), 7.73-7.81(m, 2H), 8.22(d, 1H), 8.34(d, 1H), 8.59-8.63(m, 1H).

A7) A 275t ol oltel BFRE B

AA 4 152

3-(2-Alohes]d)-5-(2-] 2] 2)-1-(2- | @& L I3 el W-5-9)-1 2-r o] = = 5] 2] Hl-2- &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.36(t, 3H), 3.47(q, 2H), 7.26-7.29(m, 1H), 7.51(td, 1H), 7.63(d, 1H),

7.68(td, 1H), 7.71-7.82(m, 3H), 8.23-8.29(m, 2H), 8.31-8.33(m, 2H), 8.61-8.63(m, 1H), 8.97-8.98(m,
1H).

ESI-Z2k; 443[M + H]

AAo 153
3-(2-EF e 2-3-92d)-5-(2-9 2 D)-1-(4-r| D& T o d)-1,2-] sfo] = 7] 2] -2- &

'H-NMR(400MHz, CDCly); & (ppm) 3.11(s, 3H), 7.24-7.30(m, 2H), 7.60(d, M), 7.75-7.80(m, 3H), 8.12(t,
1H), 8.14(t, 1H), 8.17-8.24(m, 2H), 8.30(d, 1H), 8.35(t, 1H), 8.61-8.63(m, 1H).

ESI-2; 422[M + 1]

371 Aol 299t ol olste] shE-S PGt

AA e 154

3-(2-gr gt e m g d)-5-(2-H e P)-1-Hd-1,2-t]Fo| =2 g d-2-2 o] TR} =

1H—NMR(DMSO—d6, 400MHz): & (ppm) 2.06(6H, s), 3.37(2H, s), 7.25-7.39(4H, m), 7.44-7.61(6H, m), 7.81(1H,
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<812>

<813>

<814>

<815>

<816>

<817>

<818>

<819>

<820>

<821>

<822>

<823>

<824>

<825>

<826>
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<829>

<830>

<831>

<832>
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dt), 7.96(1, d), 8.24(1H, d), 8.43(1H, d), 8.55-8.58(1H, m).
A e 155
3-(2=Alohe s d)-5-(2- 2 D)-1-2-dr D o}r e E s d)-1,2-H 3| =2 v] 2] -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.16(s, 6H), 3.30(d, 1H), 3.46(d, 1H), 7.18-7.23(m, 1H), 7.34-7.38(m,
1H), 7.40-7.49(m, 3H), 7.55-7.66(m, 3H), 7.70-7.79(m, 3H), 8.21(d, 1H), 8.37(d, 1H), 8.58-8.61(m, 1H).
A Ao 156

3-(2-Aloh=39)-6-(2-9] 2] D)-1-(4- T s Golr] e Ao @)1, 2-T] o] =2 5] 2] W2~ &

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.28(s, 6H), 3.49(s, 2H), 7.22(ddd, 1H), 7.43-7.49(m, 5H), 7.59-7.66(m,
21), 7.72-7.81(m, 3H), 8.30(d, 1H), 8.33(d, 1H), 8.58-8.61(m, 1H).

AA 4 157

3-(2-A opae3d)-6-(6-Tl | Pofn] o P-2-3] 2] D )-1-d-1,2-T] o] == 3 2] fl-2- &

'H-NMR(400MHz, CDCls): & (ppm) 1.49(6H, t), 3.10-3.33(4H, m), 4.36(2H, brs), 7.46-7.60(7H, m), 7.63-
7.68(2H, m), 7.79-7.89(3H, m), 8.28(1H, d), 8.39(1H, d).

7] Aol 313} o] olske] BgtaE st

AAle) 158

3-(2-Alot=¥d)-5-(2-H g d)-1-Al&-1,2-t 3o =2 v g -2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 3.18(t, 2H), 4.33(t, 2H), 7.19(ddd, 1H), 7.22-7.34(m, 3H), 7.39(d, 1H),
7.43-7.50(m, 3H), 7.62-7.74(m, 4H), 7.96(d, 1H), 8.18(d, 1H), 8.56-8.60(m, 1H).

A A4 159

3-(2-Alokiesld)-1-(2- 2] 2)-6-(2- & Y)-1,2-T so| 2w g P-2-&

1-(2-92d)-5-(2-¥ g d)-3-H e r-1 2-tsto| =29 gd-2-2 0.05 g, 2-(2-Aleb=dd)-1,3,
UlelE 0.04 g, HEZ7|2Edd¥ 2y ZebF 0.02 g, TAHAF 0.1 g9 £3ES tvldxFoly]

= ol
Az B97) Sl 120CeIA 2407F FQ wwgY. B2 453, opMEsdgR FEddn. #7152
B, X8 4952 A4F F, niges Axsgd. §08 49 $E%a, AFEL A0 2

2P o5 (b A |/A = 31D gAstel WA Fekel EAl SFE 0.04 g AUTH

1H—NMR(4OOMHZ, DMSO-ds); & (ppm) 7.33(dd, 1H), 7.56-7.64(m, 2H), 7.75(d, 1H), 7.78-7.83(m, 1H), 7.84-

7.90(m, 2H), 7.95(d, 1H), 8.00(d, 1H), 8.07(dt, 1H), 8.50(d, 1H), 8.61(d, 1H), 8.70(d, 1H), 8.83(d,
1) .

A Ao 160
1-(2-Alohesld)-3-(2-5] 2 &)-5-d-1,2-Tl o] E 2 3 el ) -p-2

S-(2-¥2d)-5-dd-2-(1D)-¥ &= 0.26 g9 HWEEFo= 5 m &ho F2IUEF 0.04 g&
A7kegich. 1% -, 2-EFe2MEYEd 0.15 g3} 2 skl 0.10 g5 8
2AIZY E)t A wakeglth, deom HEda, BR 345t o EAER %%6}91@. 715
¥3h A AgE §, bvtadiger Hdxsta, guls sk A, ARES

st (O EA | /At 1:2) = Aol gk o] A 343 0.03 g AU

o,

mﬂ

1H—NMR(4OOMHZ, DMSO-ds); 6 (ppm) 7.34-7.42(m, 2H), 7.45-7.50(m, 2H), 7.70-7.78(m, 3H), 7.84-7.90(m,
2H), 7.96(dt, 1H), 8.11(d, 1H), 8.31(d, 1H), 8.47(dd, 1H), 8.71-8.74(m, 1H), 8.88(d, 1H).
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<833>

<834>

<835>

<836>

<837>

<838>

<839>

<840>

<841>

<842>

<843>

<844>

<845>

<846>

<847>

<848>

<849>

<850>

<851>

<852>

S=50dl 10-0904011

AA 4 161

1-¥1d-3-(1-Fld oA g d-2-9)-5-(2-F & d)-1,2-t] 3o =2 H g U -2-2

-1 2 R-1-3Hd-5-(F g ¥-2-9)-1,2-t] o] = 27 g P-2-& 100 mg, FdotAEa 55 mg, Le=377(1) 1
mg, UEFZZuA(EFAdE ) FebE 4 ngd Edoddolyl 1.5 M tuEzEom= 1 ne] E3F Lo
H7yetal, da H%’M 3le] 50ColA s Fok wRksI. whs EIES oA EAtE-Eo Eulslal,
7155 FA, Ax, 553 &, IFE2S A7 25 A2eE g (o EAE /) 2 AASY ®
ﬂ]ﬂﬁﬁ“?m% Aot

'H-NMR(400MHz, CDC1y): & (ppm) 7.22(dd, 1H), 7.33-7.35(m, 3H), 7.46-7.60(m, 8H), 7.75(dt, 1H), 8.26(d,
1H), 8.34(d, 1H), 8.60(ddd, 1H).

Ao 162

5-(5-¥ 2 9-2-9)-3-(2-Alob= ¥ d)-1-9d-1,2-T|}o| E2 v 2 -2-2

(162a) 3-(2-Alobedd)-1-39-5-(Eg-n-F B 2RH)-1,2-H 3| =&V ] T -2-2

5-H 2 H-3-(2-Alolx=Hd)-1-dd-1,2-tsle| =292 d-2- 5.50 g, H|AEZHFEE 45,5 g, HEZI|XEF
Adz A3 FebE 907 mge LA 60 md] HFrbetn, A —Erﬁﬂ 3k 120 coﬂxi 4087 wukslglth, WS
Z}ES AT 2§ F2vE It EAME /LN RE AgAlste] Al SHtE 3.42 g& AT

'H-NMR(400MHz, CDC1s): & (ppm) 0.90(t, 9H), 1.07-1.11(m, 6H), 1.30-1.39(m, 6H), 1.52-1.60(m, 6H),
7.29(d, 1), 7.39-7.47(m, 5H), 7.49-7.52(m, 2H), 7.60(d, 1H), 7.71-7.75(m, 2H).
(162b) 5-(5-¥2|d-2-9)-3-(2-Alo}=¥d)-1-Fd-1,2-H3}o|=2¥gd -2-&

3-(2-Alotiedld)-1-9Ad-5-(Egn-F e =wd)-1,2-t3lo| =29 g d-2-2 3.42 g, 5—2-E229d 1.57
g, HEZI2EgudE2d Febg 352 mgs AL 40 meoll 718tar Aa B97] 2] 120TColA 8.5A1%F &
b mytelgitl. whg E3ES AybA A ARnEIHI(MNEAE/ AN R FAEtY BA SEHE
953 mge AT}

'H-NMR(400MHz, CDCLy); 6 (ppm) 2.36(s, 3H), 7.44-7.56(m, 6H), 7.62-7.68(m, 3H), 7.77-7.80(m, 2I),
8.27(d, 1H), 8.28(d, 1H), 8.40(dd, 1H).

AA 9 163

3-(2-Aloh 3 d)-5-(5-3to| =EA 9 # T -2-9)-1-Fd-1, 2-T]dlo| =2 F g T -2-

5-(5-F 2l d-2-¢)-3-(2-Al o} =7 d )-1- Jﬂé 1,2-t]slol =2 9@ H-2-2 953 mg, EMFZH 192 mgS v
neol] A7} ALo]A 3087 wWuks Tk mEre 50 pil- 747}0}_1_ 40°ColA 15837 aRkskg ).
FES MEAER A sk, AFbAR oAl oJFAs Y FFHsa, oEE-wEEA
Adste]l A ShHE 786 mgs AT

LA
o
:]z oo ffo
o &

f

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 7.19(dd, 1H), 7.49-7.52(m, 1H), 7.55-7.61(m, 5H), 7.71(dd, 1H),
7.78(dt, 1H), 7.82(d, 1H), 7.93(dd, 1H), 8.14(d, 1H), 8.34(d, 1H), 8.37(d, 1H).

A A ¢ 164

3-(2-Alobes])-1-5d-5-(2-5] g v] 2)-1,2-T ol = 23] el Wl-2-2

HEHS =2 50(1), 275, (1994)] wabx] A3 2-Erid & uﬂal g 63 mg, 5-HER-3-(2-Aloln-Hd)-
1—§ﬂ%4_—1 2-talo| =20 d-2-2 50 mg, HEZ|ZEYALEAY FhF 5 mgs AL 2 mell H7bshaL,
A 9171 she] 120Col A sheit St wwksigict. whg E9E ; qe7hA e G RubE 2] (oA EAE
e /aAMANZE HA st ¥A 33HE 10 m g Aot

1H—NMR(400MHZ, CDCl3); & (ppm) 7.15(t, 1H), 7.44-7.54(m, 6H), 7.64(dt, 1H), 7.72-7.78(m, 2H), 8.70(s,
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<853>

<854>

<855>

<856>

<857>

<858>

<859>

<860>

<861>

<862>

<863>

<864>

<865>

<866>

<867>

<868>

<869>

<870>

<871>

<872>
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1), 8.71(s, 1H), 8.72(d, 1H), 8.76(d, 1H).
A A4 165
3-(2-3tol =2 A5 9-6-91)-1-5d-5-(2- & D)-1.2-t o] =25 p- &

3-(2-vEA T H-6-2)-1-Fd-5-(F 2] d-2-<)-1,2-Ts}o] 21 2] d-2-& 20 mgS 5N A4 3 meo] H71stxn
3NZE S TFE #RSte], g @4 0.5 ms HUFSRaL, FUF 1AIZE Qb wwekglth. RES E3ES Oy

FHsa, oH= Agste] B4 RFES AFHoE AT,

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 6.44(d, 1H), 7.08(brs, 1H), 7.47(dd, 1H), 7.52-7.62(m, 6H), 8.02-
8.06(m, 1H), 8.18(d, 1H), 8.62(d, 1H), 8.68(dd, 1H), 8.82(dd, 1H).

A A ¢ 166

1-(2-0k o] s M 2] o} F-6-91)-3~(2-Alob el )5~ (2- 9] e] ©)-1,2-E o] = 2 9] ] 1l -2-&

1=(3-obv] =9 d)-3-(2-Al op =3 ) -5-(2-9] 2] 2)-1,2-H]
& oMAEAL 2 meell Hrbetal, A2elA 123 Ftb ank
E]

ol =2 g H-2-2 150 mg, E]LAIQHOIRE 63 mg

N
off

o

-0,
Kl

us

ol
ol

2

3 & HE 0.022 M HUFskar 147 B9t awtskd
o WS EFES oM EAE-E #ulstal, 20% BHAMLE SENez FEest. fU15E A, HE,
FES F, AFES HAYA 29 aZefEa I (ol EL Y /A AN Z GAIste] A SFHE 58 mgs &
Sk,

'H-NMR(400MHz, CDCl): & (ppm) 5.37(brs, 1H), 6.76(d, 1H), 7.20-7.24(m, 1H), 7.41-7.80(m, 8H), 8.28-
9.40(m, 2H), 8.59-8.61(m, 1H).

Ao 167

1,3-t ¥ d-4-vg-5-(2-7] 2 d)-1,2-T]s}o| =2 ¥ d-2-2

2,5-HBEr-4-vdygdogie Fae 4, 5, 6 2 AAd 320 Fte] FA SE(FE 2T AU

'H-NMR(400MHz, CDCls): 6 (ppm) 2.10(s, 3H), 7.27(ddd, 1H), 7.30-7.51(m, 12H), 7.76(ddd, 1H), 8.66-
8.70(m, 1H).

AAle] 168

1-9d-3-[N-(N'-s - A &) [-5-(2-F g d)-1,2-H 3o =2 v g A -2-2

3-obr -1-dd-5-(2-9 gl )-1,2- st =29 2] Hd-2-& 50 mg¥} o]AAIQMHIE-25 mgs EBlEgsto| =2 T
1 meoll &a|A171aL, AoA 2A)12F 5k 60 CoZM 2A|7F &9 wHksith, WS NS AL71x] Wy § ot
e H=ZE Hrlsta AN AAS o AFHS TA SFE30 mgS DAL

ul

1H—NMR(400MHZ, CDCls); & (ppm) 7.03-7.14(m, 3H), 7.17-7.33(m, 4H), 7.38-7.44(m, 2H), 7.45-7.50(m, 2H),
7.59(br s, 1H), 7.68-7.76(m, 2H), 8.02(d, 1H), 8.54-8.57(m, 1H), 8.58(br s, 1H), 9.00(d, 1H).

Ao 169

32 obr] 1e-1-9] d-5-(2-5 2 ©)-1,2-T] o] = 23] g -2-&

3-obH| =-1-#d-5-(2-9 g d)-1,2-H3lo| =2 T 2l d-2-2 30 mgs AWM EH 1 m¢ E Fd 1 meol] &3AA
Wy atoll dshilzd 19 mgs H7bstal, A&olA shERE e wnksgivt. REE NS F53taL, ofA|EAbE
2 gAste x3} FRAIVEESZ AAFselt. §7158 ibrtadse NI AEj7bd A =RuE
g (P EAE) R FAS A, &uiE w5 F, AV A4S OHﬂE&Oﬂ%‘—@VJP_i Al ste]l A
3}3HE 35 mge AU

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.23(ddd, 1H), 7.47-7.60(m, 8H), 7.70-7.80(m, 2H), 7.95-8.00(m, 2H),
8.12(d, 1H), 8.57-8.61(m, 1H), 9.28(d, 1H), 9.35(br s, 1H).
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<873>

<874>

<®75>

<876>

<877>

<878>

<879>

<880>

<881>

<882>

<883>

<884>

<885>

<886>

<887>

<888>
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AAle 170

3l opw ie-1-¥d-5-(2-5| 2] d)-1.2-S}o| == v 2 -2-2

3-otr]e-1-3d-5-(2-¥ g d)-1,2-t gt =2 9] 2] d-2-2 40 mg¥} FAJUEF 10 mgs 57 1 m(% I i47}6}
, 70CoA Ashild 30 mgs A skl H7takSiTt 30%7& WREeE F- F7F 1ARE E <k

A= *&77}11 T F, oPEAIER A st =, E3F AdTR

21z NH Ae)7hl Az vke e a] (opA Eqtel & -3 4kA])

o =

r°1'

1H—NMR(400MHZ, CDCl3); & (ppm) 4.48(d, 2H), 5.60(br t, 1H), 6.86(d, 1H), 7.15(ddd, 1H), 7.26-7.32(m,
M), 7.34-7.40(m, 20), 7.40-7.56(m, 9H), 7.66(ddd, 1H), 8.55-8.58(m, 1H).

AAo 171

3-(2-Alobesd)-1-Ao| 22 AL -5-(2-A 2 P)-1,2-T] slo| =2 2 Pp-&

3-HEF-5-(2-ggy)-1,2-tslo|ER2n g d-2-2 2.00 g& YER 1, HEFAlo|F2AE 5
F 5.50 g& ol&3t= S W o3 N-&Zslsle], 3-HEE-1-Afo 1% HAe-5-(2-9gld)-1,2-t3lol =
238 d-2-2 506 mg= Fil, 150 mgl ZFE AA]d 320] F3to] TA 3I}EE 120 mgg AT}

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.73-2.02(m, 6H), 2.23-2.35(m, 2H), 5.37(quintet, 1H), 7.20(ddd, 1H),

7.45(ddd, 1H), 7.57(d, 1H), 7.64(ddd, 1H), 7.70-7.79(m, 3H), 8.11(d, 1H), 8.36(d, 1H), 8.59-8.63(m,
1H).

AAd 172

1-{3-[1-(f1A 2 A 7l2 B d) I H g P-4- U S A [ H 9 }-3-(2-Al o} = A H)-5-(2-1] 2] & )-1, 2-T] slo| =2 v] 2] -
2-2

it 6 il FAE 3-HRR-1-G-W5ANY)-5-(2-9D)-1,2-t el =Ry g d-2-2 1.02 gO =Y E
el 180 wel 3-HRE-1-(3-3to] =5 A FH)-5-(2-F g d)-1,2-t]slo] =2 I g -2-& 0.99 g& AAUT}.
121¢ dEgstol =2 30 m7 NN-tlHEESolu = 10 meol §8A713, ExjsldEsm 1.52 g, -1
A7F2 R d-4-9#d g v s 1.36 g& H7Estar, WY stel dedozt 2R AYolE 40% EF< &4 2.52 g

ARt Hrpstar, A2olA sEaE St whkelelth, whg NS 7ot wFeha, AesbA #E A=vtED
o] (P EAb G- h) 2 FAste] 1-{3-[N-(NA A 7F 2R ) 9 d| 2] d-4-A A |9} -3-H =R -5-(2-9] g
9)-1,2-tslo]l =29 g ¢-2-2 0.98 g& LAk, £, o] FFFEREE AN 320 wpel A4 FLE 0.85 g
< AT}

(o]

MO o

1H‘NMR(400MHZ, CDCls); &6 (ppm) 1.73-1.87(m, 2H), 1.88-2.02(m, 2H), 3.43-3.52(m, 2H), 3.70-3.80(m, 2H),

4.50-4.58(m, 1H), 5.14(s, 2H), 6.98-7.02(m, 1H), 7.06-7.11(m, 2H), 7.22(dd, 1H), 7.30-7.38(m, 5H),
7.40-7.49(m, 2H), 7.60(ddd, 1H), 7.64(ddd, 1H), 7.72-7.80(m, 3H), 8.29(d, 1H), 8.31(d, 1H), 8.58-
8.61(m, 1H).

AA 4 173
3-(2-Alobe3d)-6-(2-3 2] D 1-&Ato]=)-1-5]d-1,2-Tlgle| =2 S 2] P-p-&

3-(2-Alotwedd)-5-(2-F 2l d)-1-7d-1,2-t)slo| =2 ugd-2-2 1.00 g& FEEIXE 30 mo] &3 T,
60% WEl-ZF 2RI A 0.99 g& H7eta A-2oA 2417F Fob wwkela, 60% HE-F 22 EA 1.00 g5
H7bskar 3AI3E st wksglvh. wkg Ao IN SRS ER #4850 mfz" H7bskaL, oA EAME® FE56t
Pk FUISE X3 AR AR F, B iviadlges Adxste], &ulE s stell AlAsHAH
FEs o EL G-t aze AdAsto] A 83E 0.46 g& AU

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.21-7.27(m, 1H), 7.36(dt, 1H), 7.43-7.48(m, 2H), 7.50-7.54(m, 4H),
7.61(dd, 1H), 7.63(dt, 1H), 7.78(dd, 1H), 7.81-7.85(m, 1H), 8.10(d, 1H), 8.21(dd, 1H), 8.83(d, 1H).
+AA e 174
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<890>

<891>

<892>

<893>

<894>

<895>

<896>

<897>

<898>

<899>

<900>

<901>

<902>

<903>

<904>

<905>

<906>

<907>

<908>
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3-ddojr| =-5-(2-¥] 2] d)-1-¥d-1,2-H 3}o| =2 9] 2| A -2-2

3-B2RW-5-(2-9#d)-1-#d-1,2-vsto]| =29 Y d-2-2 53 mgF} o}dH 23 mgS EF 10 meoll &HAA of
HNEA ZEkF 2 mg, 1,1'-Ala(Hald 229 2)d 24 7 ng, YEF tert-F5Ao|= 23 mgS H7Fstar, 110T
oA FFEH Tt wukelgivl. wRE S AR7A Wrhek & Ay oqHsta, JAHER AAgste], oo
S A% stddA 8ME AAUY.  JIRES A ZE AReESHINH AT (al-oAEAbe "
AR AAst] BA 3EEE 47 mgs FUTT.

1H‘NMR(400MHZ, CDCls); & (ppm) 7.06(tt, 1H), 7.15-7.19(m, 2H), 7.29-7.31(m, 2H), 7.38(tt, 2H), 7.43-
7.56(m, 5H), 7.67(d, 1H), 7.69(td, 1H), 7.75(d, 1H), 8.58(ddd, 1H).

ESI-Z2F; 340[M + H]

A Ao 175
3935 A]-5-(2-3 2] D)-1-31d-1,2-Tsfo] =2 vl el el-3-2

3-H 2R -5-(2-3gd)-1-9d-1,2-t]3lo] = 2 9] 2] d-2-2 100 mg¥} = 58 mgg UM ¥EFolu= 10 meol] &
A7) 3, EE 84 mg, 22816 mgE H7Fslar, 150TCoA 5A17F ot mukslgdn).  wkSolS ALy
A W74 §, dEUelE bt ofAEAYER FEE. §715S X3 AdFE A &, 3
davtadiees Hzsta, e S sl AT AFES Aebd 29 AzvkEaw e (3d-okA
ExtolgAD 2 AAlste] T4 33E 66 mgS AU}

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.13-7.19(m, 3H), 7.26-7.27(m, 2H), 7.36-7.54(m, 7H), 7.60-7.61(m, 1H),
7.66-7.71(m, 1H), 8.03-8.04(m, 1H), 8.54-8.57(m, 1H).

ESI-A2F; 341[M + H]

A Ao 176
3-(1-clrhrgotr]x)-5-(2-5] g D)-1- d-1,2- T ol = 2] el vl-2-2

3-H 2R -5-(2-3gd)-1-9d-1,2-t]3lo| = 2 v 2] d-2-2 27 mg¥} 1-ojt}vteloelwl 130 mgg T ESoln=
10 meol 83N 7IaL, FASUER 20 mgs M7k H, A& F97] skl 130T 2% <t wnkslgict.
WS A A27A] ¥zhek &, ¥3193t AR F58a7 ES Hrteta, oMHEAER FE3%T. fU15E
>3t APFER AR &, 5 vlavlse R Az, §uE et stel AASGY. JIRES A

Ze] AzvtE ) (F-opA Bt A AN = gAlste] 24 gHgh= 3 mge AU

il

1H—NMR(400MHZ, CDCls); & (ppm) 1.19-2.29(m, 16H), 7.06-7.33(m, 3H), 7.34-7.61(m, 5H), 7.66-7.69(m, 1H),
8.08-8.11(m, 2H).

ESI-ek; 398[M + H]
A A o] 177
3-[4-C-Ael=H ) A RA-1-d ]-5-2-FH 2 &)-1-# d-1,2-13lo]| =2 ¥ 2| J-2-&

3-HER-5-(2-7)gd)-1-7d-1,2-t]slo] =292 d-2-2 29 mg¥} 1-(2-Alolx=ad)FF etz 200 mgoll £3]A]
7 130TColA 72417 ok 7t wkg S Aerix] W¥A4d & S Hrista, ol EAdYR FEE)
Rk RES T3 AAFE AT & R4 Fviadigoer Axsta, 92 29 st AASN .

TRes Aehd 29 azvtead v (Fik-op Bl EA) = AAlste] #A4) shghe 8 mge AU

1H—NMR(400MHZ, CDCl3); & (ppm) 3.20-3.22(m, 4H), 3.50-3.56(m, 4H), 7.00-7.13(m, 3H), 7.32-7.61(m, 10H),
7.79-7.84(m, 2H).

ESI-A2F; 434[M + H]
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<909>

<910>

<911>

<912>

<913>

<914>

<915>

<916>

<917>

<918>

<919>

<920>

<921>

<922>

<923>

S=50dl 10-0904011

AA ¢ 178
3-(1-olthar@)-5-(2-5] 2 D)-1-9 9-1,2-t) o] =25 g wl-9-&

3-HER-5-(2-9 8 Y)-1-9d-1,2-tte| ==y 2 d-2-2 40 mgS HEZS|=2HFE 10 meol] &A17]aL,
[1.1-vl=(Oad a2l g2 23 ebs (1) 5 ngt £2=shra(D1.2 ngE H7iskal, da #9197
aho] Aol A anbsiiA 1-ofrinte g8 2eto] =(0.5M HESto ) =RFd &) 0.4 mlS 545}k ﬂﬂ%}

gk, Az B skl MedAM HEW B wu F, gEUclsEE ks, oMY
FEAAL. 47152 E3 AAFE A4 T, TE BPbnIGoR Axsa, §uE 49 s 171«»}03
o RERS Qs 29 AsvEIds(AA-oldENEA)Z AAlstel, A HFES 12 e
29,

1
H-NMR(400MHz, CDCls); & (ppm) 1.44-2.19(m, 15H), 7.13(ddd, 1H), 7.31-7.55(m, 6H), 7.66(td, 1H),
7.93(d, 1H), 8.05(d, 1H), 8.55-8.58(m, 1H).

ESI-ek; 383[M + H]

AA 4 179

3-(1,1-tAlo| S 2 A -1-3o| = EA W & )-5-(2-F 2| & )-1-7d-1,2-H 30| = 2 9] 2] -2

3-HEAFE R I-5-(2-9FY)-1-7d-1,2-t o] =27 g Pd-2-2 13 mgS HEgslo|=z e 20 mio] {304
A Ax BY7] slollA W wRksEHA Aol EF2 A nlay|gE Rl =(2.0M-td o H 28 H) 0.05 mE
A5t A7k, A27x] RS AeshdA A Fob matdt & 3 AU EE FE9Es
A71slaL, oA EAER FE3G . f715S 23 AAGFE AAT &, F sivliadlg e dxskd,
=S 7 stoll AASAY. FFES AuFA 2y A2utEad ] (dat-olH Exld g A 2 A At EA
5]‘ E 8 mge C/\/\T;]—

1H—NMR(4OOMHZ, CDCls); & (ppm) 0.89-1.84(m, 20H), 2.72-2.90(m, 2H), 7.12-7.06(m, 1H), 7.25-7.49(m, 8H),
7.59-7.63(m, 1H), 8.50-8.54(m, 1H).

ESI-A2F; 443[M + H]
A X ¢ 180
3-(2-Al b d)-5~(2-9] 2] ©)-1-(1-918-1,2,3,6- | Edkalo| = = 5 2] ©1-6-2))-1,2-t] sfo] =z ] ] vl 2- &

3-B R F-5-(2-9 8 d)-1-(3-F 2l d)-1,2-tslo| =2 3] g H-2-& 718 mg oHAEUEZ 40 mlol] &A1 A
Zulol= 383 mgE H7bekal, 70TelA epwh &b wnkeigivh. wld v 2rlo]= 383 mgE F7F %7}5}3

rE

TollA 2 v BoF wuksideh.  A271x] W4sk & 11k sho] &, FFES WEE 30 ol 830 1 1

I, 0ColA Wz wslgtt,  FASJEAVEF 265 mgS HA7telar, 0CoA AL7x] L2 s AsliA &)

Sk wgkslelth. B& HUbete], 7 sl §WlE AASIA, oMAEAER FEEUT. fU15S X
o) Kol

rﬁ

Zub <

st APFER A F, 5 SAbvtadge R Axsta, §uE 7S sl AlA OPC’W ‘%”—'r% A7t
ARvEDY Y (Fi-olH EqtEA) 2 FAste] 3-HEE-5-(2-92]d)-1-(1-11%-1,2,3,6-E| Eg}slo| =

23 gd-5-9)-1,2-1&to] =2y g d-2-2 550 mgS AUk, °] F 270 mgS © 1%&.—50}1:]5 20 mM &3

17 2-(2-Aop=dd)-1,3,2-t AL Yo E 179 mg, THAkA4 313 ng, HIEZI|2EFHdE2T ﬁ‘a‘r% 15

mgS H7Feta, 120CelA 1AZE 59 Wikt A27kx] WAs & B& Hrlsta, ofMELbd

T, f715s 23t AR AR &, 55 AvadEe® dxsta, e Ay sl AlA o?SiiE}.

TRes Aehd 29 AzvtEad v (Fi-ok Bt g = AAlste] #A4 shih= 174 mgd I AT

72

~

olr

1H—NMR(4OOMHZ, CDCls); & (ppm) 2.40(m, 2H), 2.70(t, 2H), 3.43(d, 2H), 3.68(s, 2H), 6.05(t, 1H),

7.21(dd, 1H), 7.24(m, 1H), 7.30(t, 2H), 7.36(d, 2H), 7.44(t, 1H), 7.54(d, 1H), 7.63(t, 1H), 7.70-
7.77(m, 3H), 8.19(d, 1H), 8.23(d, 1H), 8.60(dd, 1H).

AA4 181
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<924>

<925>

<926>

<927>

<928>

<929>

<930>

<931>

<932>

<933>

<934>

<935>

<936>

SS90l 10-0904011

3-(2-Aloh=3)-5-A dobr moh 2w P-1- -1, 2- T el =2 T el Wl -2-2

3-(2-Alohesll d)-5-(M A 72 B d)-1-9l -1 2-tsto| R v e f-2-2 9] o mEl2r]E Thpatsfete] dojxl
FrEEAMG 41 mgE HSEREvE 5 mol SajA7]ar, Wy sholl SAHI Rl 25 mg HEREME &
& Adteta, Svige] drEEgo =g drbete], Aa E917] kel ALl 1R gob wukskginy. w
A& At sl wFeta, HEERvel &asigitt. o] &S W shell obd¥ 13 mg¥ Ez|edotv]
03 mee] HEFRRWE Gl HAste] Hrleidt. A/ 2EE AT, A w917] shell A 3A%E
(ﬂ_

RS, WSS Y sl ESRAFAGEF FEe] Ra, opAEMNER FEAAG. #7]
8 AA5E AR® F, P Pueon Axstn, §uE 2 sl AASUT. AREe A
bl 23 AErhEne s (Aa-obd EAt g A) . GAlste] WAl A4l EA HFE 11 ngd AUch

H-NMR(400MHz, CDCls): & (ppm) 7.15(tt, 1H), 7.33-7.39(m, 2H), 7.55-7.42(m, 6H), 7.56-7.60(m, 2H),

7.65(td, 1), 7.73-7.79(m, 2H), 7.85(brs, 1H), 8.06(d, 1H), 8.25(d, 1i).

AA A 182

3-(2-Alohesd)-5-(1-Fl W = o] vt} E-2-U )-1-9 d-1,2-T] 3o ==y g ol -2-2

3-(2-Alohedl ) -5- (A EA 7FE B d)-1-9d -1, 2-T] sfo] =& 9] g d-2-29] o =H27]E 7teiaate] deixl

ZFEEAS 24 mge TERRAE 20 meell &A171aL, W st SAPITReo|= 16 ngo] HESRRWE &

g AHststa, Fulge] tWEXFotn=s HUbeta, da £97] e A2olA 147 Sb awkEgi

g NS ZSE el sFsta, vFREdetd skt o] &H&, W ol N-vd-1,2-ddt]ebdl 21
ZR2der g FHste] A teigitt. AL REE AEA7IAL, Ai E917] stelA 8
sl vFREHEe A st A, oRAEAL 10 mE H7FsEAL, 1004 523 &

sl AR7A W7 §, oM EALS A shell Al ske], wbENE WY el XStEFAUER

s

10, ofo

=
(oA

Rk

o . SHEREE FEln. B15E 2 Ade ATE $RE e dis,
gl A sol AASGE. ARRS Qe 2 AR (Aol SR DA 2 GAlske] w4
Aol EA SEE 18 nge A9

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.19-7.30(m, 4H), 7.33-7.37(m, 1H), 7.39-7.43(m, 4H), 7.44-7.45(m, 1H),

7.46-7.47(m, 1H), 7.55-7.61(m, 3H), 7.61-7.66(m, 2H), 7.68(d, 1H), 7.71(dd, 1H), 7.81-7.84(m, 1H),
7.87(d, 1H).

ESI-A2k; 465[M + H]

A A4 183
3-(2-2 225 9)-5-(AZE|0}E D )-1-9]d-1,2-t] o] =25 Wl-g-&

F-HER-5-(HEAZIERY)-1-Hd-1,2-tsto| =2 d g d-2-23 2-F22dd HEoRRE Fid 39 +
ste] 3 E 3-(2-EEEIAY)-S5-(HEAIFIERY)-1-9d-1,2-t3lo| =29 2 d-2-29] o ~EH27]E TF5iEd]
sl Adojzl FF2EAIMT 19 mgE UEFZ2HEE 20 meoll {8|A7]aL, WY Slo] AL F 2ol 11 mge] U
S22dg &HE AHelste], FujFe] tdEXFoln =g Hrbsta, HA E97] ke A4 1A1E F<t
Rkt Hhg S ZQE Sholl w5etal, tEEEd e §3AIFTE. o] &ds WY Sfol 2-opn] il XE
= 22 mgo] HEFZEWE & HAste] Hrleigit. H27A 2=E ASATAL, HEEEA % Eagig S
of AAstA, ZFEQUAF 1 ms H7leka, 180CelA ab&wt w< wwksigley.  A27HA] Wz &

T
o,

O ol o
o 1=
WY sl 1N SUSIER SEos 2o BURAUEE FEAS ol gste] FoeR, MRt T3

gk, f715¢ Es QAFE AGE T, P4 Fuvkdaon Azstel, uE At sl AAsRG.
AREe AL 2y AzvhEad s (Aol A =R YA R FAste] WA Age] EA B 4 ngd @
slek
AR .

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.32-7.35(m, 2H), 7.37-7.41(m, 1H), 7.46-7.51(m, 4H), 7.51-7.55(m, 4H),
7.87-7.89(m, 1H), 8.00(d, 1H), 8.14(d, 1H), 8.42(d, 1H).

ESI-Z2k; 415[M + H]
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<937>

<938>

<939>

<940>

<941>

<942>

<943>

<944>

<945>

<946>

<947>

<948>

<949>

S=50dl 10-0904011

A A 184
3-(2-22 2 Y)-5-(2-NESAED)-1-H -1, - o| =2 vl gl el-2-&

3-HER-5-(HEAZIERE)-1-7d-1,2-tslo] =x v g d-2-23} 2-F22dd HENoRRE Fhaid 39 3
ARl Fate] A E 3-(2-FREAD)-5-(HMEAZIERY)-1-3d-1, 2-H dto] R I g H-2-29] A AHET]E
HEslate] dolxl FFEEAMA 19 mgE UFERE 20 mol &8iA7]a, WY do] AR FREe|= 11
mge] HEE2vg &S g §, Fvige] tuEEFev|=E HUbstar, da 2917 she] AeA 14
b Eqh wwtegint. wbgelS 3ok stell wFsta, yaEREvEe] gafsilt. o Soe
== 19 mge] Dlﬁiiwﬂﬂ imoﬂ ﬂﬁ%}cﬁ %7%«%}0*3} AEeNA g FeA7aL,

6— [e:

S U Sel 1 SRR S8 w} QUEAIE R F498 olfdlel Fathn, SRR F
st §71%2 E3 A94E A4E F, T4 PunisoR Axsa, gulE A sl
AASRGYE. AFES Qe 2 AzvhEods (A-ob B EA)Z Aol WA A4l EA B

'H-NMR(400MHz, CDCly): & (ppm) 7.31-7.38(m, 4H), 7.45.7.57(m, 8H), 7.69-7.71(m, 1H), 8.29(d, 1H),
8.49(d, 1H).
ESI-A2F; 399[M + H]

A A4 185
3-(2-22259)-5-s 5 A g-1-5]d-1,2-sto] = 2 ] el ul-3-&

#3-(2-F 22 d)-5-3lo| =2 A E-1-9d-1,2-tlo| =29 2] Pd-2-2 24 mgS HEZSIO|=2F 10 meol
SaA 71, HE 9.4 g, EYALEAAZYY (3 mol/g @Z) 33 mg, 1,1'-o}2H| AN, N-t & £ E5opn| =)
17 mgS #H71eta, 60CoA 3F&u SoF wukalgdty, e, EgddEAAZE ™ (3 mol/g #17A) 50 mg,
1,1'-opxH] (N N-tHd £ Fobr| =) 30 mgE FH7lskar, 60ToNA af5 ‘ﬂn‘ b wyksigivk. AL7bA Wyzkgh
5, oMAEARE S HUbstar, AetelE oiE Fi EuldE2AqE5WE AlAstaL, oFds & BN
AEGER FEAow AFste, §75S X3t AdFE AR §, v %‘r vhavlgo R Axsta, gvE
et soll AABIGTE. IRES AstA 2 ARvEHI (Ao EAEAN R AAStY B4 IFE
12 mge C:/\/RT;]'

"H-NMR(400MHz, CDCls): & (ppm) 4.87(s, 2H), 6.97(dd, 2H), 7.01(dd, 1H), 7.26-7.34(m, 4H). 7.40-7.51(m,
7H), 7.54-7.56(m, 1H), 7.60(d, 1H).
ESI-Z2F; 388[M + H]

A Alo] 186
3-(2-Aloh=3 ) -65-(1-#9-1,2,3,6-H| Eeteh o] = = 5] 2] Wl-2-)-1- -1, 2-T] 3] = = 5] 2] ¥~ &

3-E R R-5-(2-7d)-1-#d-1,2-t|sto] =2 92 Pd-2-& 99 mg oPNEUEZ 10 miol]l &HAIA WAL EA
9 2 meS H7kskar, 100CANA 27k &<k wuksglty,  AL7px] Wzt & 2 skl glE AAsIY. 2t
Fe=s vehE 10 meell &3AIA 0CoA Wz wntelglet.  FA3HEAUEF 1 gs 5ARtl 23 53] H7kst
Sk, HE, 0TCAA & ot wukek F, 7k skl &lE AA, 23t dsdEE FEAS HUbsh,
ol EAtE R FE3STH. #7115 S T3 A9 E AAS F, F4 Sibnlavgos Axste], $wE 7
& st AAsGT.  FFRES A 2 AReESHI (Ao EANEAN R AA Ete] 3-HEE-5-
(1-9€-1,2,3,6-H Eg}s}o 1Eij4alﬂ—2—%l) 1- ﬁﬂg_ 1,2-tlatol =292 d-2-& 107 mgs AUt o3RS T
e ZEolu= 10 mol] Ra|AHA

2-( -1,3,2-t) A R Yo E 81 mg, ©AHAIE 142 mg, HEDY
~EHd A EehE 7 mgd @7%«%}1 % w9171 ko] 140TAA 24t Fok atebginh. A27hA Y
2 ¥, we HUsha, opHEAL Atk f7l5E E3t 4R A F, v dbvbade
o2 Axsta, SuiE Y sl AAST. ARES Auybd 29 A2etEId] (SRk-ok EAt Y A)
2 AAste] TA 3FE 41 mgd

rul
e
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<950>

<951>

<952>

<953>

<954>

<955>

<956>

<957>

<958>

<959>

<960>

<961>

<962>

<963>

<964>

<965>

<966>

<967>

S=50dl 10-0904011

1
H-NMR(400MHz, CDCls); & (ppm) 2.26(s, 3H), 2.30-2.50(m, 1H), 2.90-2.98(m, 1H), 3.15(dd, 1H), 3.31-

3.40(m, 1H), 3.85(t, 1H), 5.72-5.78(m, 1H), 5.79-5.85(m, 1H), 7.40(d, 1H), 7.40-7.57(m, 5H), 7.60(td,
), 7.64-7.70(m, 1H), 7.72-7.73(m, 1H), 7.74-7.75(m, 1H), 7.76(d, 1H).

A A 187

3_(2_:\q':qgoﬂH]%)_S_(z_ﬁ]ﬂg)_l'ﬂ]‘é‘LZ—E]%}"]Eiﬁ]E]L:l_—z—%

3-B2 H-5-(2-3 el W)-1- -1, 2-vlsfo] B2 sl el d-0-& 23 g oPAEMEY 20 mel $3417]3, opilER
ZebE 0.2 mg, E¥-0-EZEAT 4.3 mg, EFdEold 0.04 M H7bsbaL, éilﬁh]ﬂﬂlwcﬂﬁé}
N Eeh wakskgith. 2-nidylEd 9.2 mgs Mrbehar, A #9171 kel 110TlA 5AIRE g ot awkegict.
A7 A Y24e F, kg AE Fofl R, olMELMdER FE33 . %71%€ 25 Aelan AdE 5w
T g]o_ Alnl Y| o 2 AXS al, Sm= 7ot o] AAFAL

o
Hu
e
tlo
_@
X
ﬂé
mﬁ
fr
o
=
i
M
)
«
e
F

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.12-7.16(m, 1H), 7.18-7.23(m, 1H), 7.36(d, 1H), 7.44-7.51(m, 3H), 7.51-

7.55(m, 2H), 7.57-7.60(m, 1H), 7.64(dt, 1H), 7.70-7.79(m, 1H), 7.78-7.82(m, 1H), 8.03-8.07(m, 1H),
8.24(d, 1H), 8.28(d, 1H), 8.57-8.63(m, 2H).

ESI-AF; 352[M + H]
AAd] 188
3-(-E=z=9dE|Q)-5-2-FId)-1-7d-1,2-t]slo] =23 H-2-2

3-8 2 2-5-(2-9] 2 9)-1-5 d-1,2-tl sl = 9 e W22 25 ngd TP EEobu = L&
HIEF 5 g, 2esie 2 s Aln, 45 BA) dAe 150TAA SRE B awadd. Aet
=] 2]
q

A QR wgee gl i, GRS Pokshn, eplEde FEeslt.
F2 AAE F,RE PboR azslel, SuE At sl AASUT. AFE
2OhE e8] (-0 BN FAD 2 AAISe] A SHEHE 8 ned AU
1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.17(ddd, 1H), 7.30(d, 1H), 7.39-7.56(m, 9H), 7.61(d, 1H), 7.67(td, 1H),
8.08(d, 1H), 8.52-8.54(m, 1H).

ESI-AF; 391[M + H]

A A4 189
5-(2-2223d)-5-Afo| 2284 1-9]d-1,2-ste| =z veltl-3-2

5-HEH-1-Hd-3-825-1,2-T]3to| 2T g d-2-27 2-F229d BHEACRHRE Fad 39 FAdH|
gto] dojzl 5-HER-3-(2-F22¥d)-1-9 d-1,2-tsto] =2y gjd-2-2 30 mgS ElEZSO|=2FT 20 n
of &eiA7]aL, ASHL,3-HA(HAd 29 2R YA(T) 1 ngs F7beta, A 917 sholM umnksh

MN

=

A, Aol BRI GEEAGZE 00 o2 SN 01w B4kl s AL w7 a4
2ol X SEW B W F, 1A B A BRAAG. AL Whstn, s dsgny 84S

A7Fsla, oA EAER &3, f715S 23 AdgE AAS &, F ieladlges dxskd,
LSS A Stol AASE Y. JFES Ay 2 ARuEIYY(SRRIE-HELADE Gt EA
3= 6 mgs AAULT.

o

"H-NMR(400MHz, CDCls): & (ppm) 1.15-1.47(m, 5H), 1.53-1.93(m, 5H). 2.35(m. 1H), 6.99-7.34(m, 3H), 7.36-
7.60(m, 8H).
ESI-2F; 364[M + H]

A A4 190
3-(1H-¥ =] 1| hE-2-90)-5-(2-5] 2 D)-1-9] -1, 2-C] Sho| =23 wl-g-&

_90_



<968>

<969>

<970>

<971>

<972>

<973>

<974>

<975>

<976>

<977>

<978>

<979>

<980>

<981>

<982>

3-wZ A F 2R -5-(2-9 2 E)-1-9 d -1, 2-T sfo| m R v g el -2-&- 9] o~ 27
dlo] Aol AA2HATY 25 ngE YIRZWE 20 meell A7), WY Sl SAPIRee|= 16 mgo] T
FREVE NS Hoket 57, FuiEe] uudEgel =g Hvleta, da #4917 o
Wbtk wbES et Shel] wHata, tIREZUTS AUkt o] &9& W Sl o-sddltepnl
17 mge] HIR2de gl dAste] drhsidnt. Ae/A 2EE AL, da 297 & il
&Rk kel Ft stel AAstaL, Hges AUk A, Q i e
27 AR o U 23 SR UEF 8 Ra, opEAtddR 5

x3h A A §, F %JU}:LHI%OE Azxste], SulE A sl AAstET. Aiws A
27 ARntE I (Fa-opA Edt AN = AAlste] WA A o] TA =

it
offt
ox
lo
ok
i
o
k=)
i
i)
f
fol

(

N

Pm d

v

SRS
(e}

T

2. on
°

{

F

1H‘NMR(400MHZ, CDCl3); & (ppm) 7.10-7.94(m, 13H), 8.57(d, 1H), 8.60(m, 1H), 9.43(d, 1H).

ESI-Z2F; 365[M + H]

AAe 191

3-(2-3 2 E-1-9)-5-(2-¥] 2| D)-1-¥d-1,2-t] 3ol =2 v 2]l -2-2

3-HRZR-5-(2-3)d)-1-9d-1,2-t|sto| =2 9| 2Tl -2-2 40 mg¥} 2-3to] =FA T W 23 mge vl P EF o]
= 10 meol &AIA SAHEE 34 mg, 2=k 3 ngE %7P5b~ HOTCoA sF5it &<t wutsigint. Wt
SHE A2 BAF F, GEUolsE Hrhshi, oMEAYER FEgt f715E 23 AUFE A
A F, F Rvbadlgor Axeta, §vilE ek sl AA oPOﬂE}. Aies Aeybd 29 a=vED
Aol (W A7 (222 EF-veSA) 2 AAste] %4 88 10 nge AT}

1

H-NMR(400MHz, CDCls); & (ppm) 6.24(td, 1H), 6.69(dd, 1H), 7.22(dd, 1H), 7.37-7.42(m, 2H), 7.45-7.57(m,
6H), 7.73(td, 1H), 8.33(d, 1H), 8.36(d, 1H), 8.58-8.60(m, 1H).

AAo 192

s-Alol 22885 (2-3]9)-1-51d-1,2-tllo| =252l T--2

3-8 R-5-(2-7) el W)-1-9 -1, 2-tl o =20l @] ©l-2- 34 mg® W|Eetelol =R F 10 neel §3HA]
SH[1,3-H A(A w0 ) T2 AL 1 ngd B74sha, A 2917) stel A aetnsl, Alol2 =
P GERelE (2,00 AHE §9) 0.1 ntE AHse] ARG, Az E97] s LM 147
oF W F, 723 $Q kA BFAZG. AeAN WAsm, BE Akl ohlENd YR FE
F15S 28 495 A4S F, T FAbIGoR Axstn, §uE 4 sl AAddG. wRES
Dok 29 Amchade)(FeEE-leaA)E Asel B4 HUE 5 s 29

offl mz o

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.22-1.52(m, 5H), 1.73-1.80(m, 1H), 1.81-1.89(m, 2H), 1.97- 2.04(m, 2H),

2.90-2.99(m, 1H), 7.18(ddd, 1H), 7.53-7.55(m, 6H), 7.71(td, 1H), 7.78(dd, 1H), 8.04(d, 1H), 8.59(ddd,
1H).

Ao 193

3-[2-(5-7€-1,2,4-SA ] 0} 2-3-91) #d |-1-9 F-5-(2-F] 2| D)-1,2-t] o] = = 9| 2] Tl -2-2

3-(2- Aol d)-5-(2-¥ e D)-1-vd -1, 2-Hsfo]| == 9 2] T -2-2 53 mg= 20% ¥ ol¥E 10 meell &3)A17]
i, atste|=sAdotwl 19 mg¥ oA EANGEF 17 mge XUPOPE, 24N EQk 7k ERAIAT. EE, At
slol=%dotwl 19 mg¥ oPMEAEF 17 mgd H7Fka, 3641k Sk 7k RAAG. HAex 374
F A sl wFeta, HEet] Yo A4S e ARE A, dxste] o =SAAl 50 mgE oI AH s
ATk ©lF 20 mge EFA 4 meell SIMATIAL, B4 oFAEA 16 g 747P6P 7, 9621 Tok 7k #FAIA
o A2 @R 5 9 el ek e R Fstela, opEMHER 253 ¥, =, 23} AdeR ¢

A AFgetaL, e sbmtavlger dxg 5, SvlE A AlASHI T 7&%‘%% Ag7hA 75l JEvtED
o) (oA EAtel DA = AAlste] A 313tE 4 mgs AU

1
H-NMR(400MHz, CDCls); 6 (ppm) 2.56(s, 3H), 7.18(ddd, 1H), 7.38-7.59(m, 8H), 7.72(ddd, 1H), 7.71(ddd,
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<983>

<984>

<985>

<986>

<987>

<988>

<989>

<990>

<991>

<992>

<993>

<994>

<995>

<996>

<997>

<998>

<999>

<1000>

<1001>

<1002>

<1003>

<1004>

<1005>

<1006>

<1007>

<1008>

SEE36 10-0904011
1H), 8.08(ddd, 1H), 8.11(d, 1H), 8.27(d, 1H), 8.58(ddd, 1H).
EST-2 2 41000 + H]
B AAel 13 U7 W e old FEshe Wl wt o5k setEs At
AA A 104
3-(2-Alob=sd)-5-(1-v g ¥ &E-4-)-1-7d-1,2-F}e| =2 d 2 d-2-&

1
H-NMR(400MHz, CDCls); & (ppm) 4.01(s, 3H), 7.46-7.56(m, 8H), 7.62-7.68(m, 3H), 7.78-7.81(m, 2H).

AA 4 195
3-(2-Alobe3d)-6-(6-+ @3] 2 ¥-2-9)-1-9d-1,2-T] o] EZ 5] 2] l-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.56(s, 3H), 7.07(d, 1H), 7.40-7.66(m, 9H), 7.76-7.80(m, 2H), 8.28(d,
1), 8.30(d, 1H).

A A ¢ 196

3-(2-Aloh=3W)-5-(5- B3] G ¥l-2-9)-1-5] 9-1,2-T] o] =2 5] e wl-9-&

'H-NMR(400MHz, CDCl); & (ppm) 2.36(s, 3H), 7.42-7.56(m, 8H), 7.63(dt, 1H), 7.76-7.80(m, 2H), 8.26(d,
1H), 8.28(d, 1H), 8.41-8.42(m, 1H).

AN 197

3-(2-Alohx i d)-5-(4-H " d g P -2-¢)-1-5]d-1, 2-T]slo]| == vl g H-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.36(s, 1H), 7.43-7.57(m, 8H), 7.63(dt, 1H), 7.77-7.80(m, 2H), 8.27(d,
1H), 8.28(d, 1H), 8.41-8.42(m, 1H).

A Ao 198

3-(2-Aloh=3 ) -5-(3-3ho] E S| 3] ] l-2-9))-1-9] -1, 2- Tl Bhe| E 23 e vl -2-&

'H-NMR(400MHz, CDCls): 6 (ppm) 7.20(dd, 1H), 7.31(dd, 1H), 7.51-7.60(m, 6H), 7.68(dd, 1i), 7.75(dt,
1), 7.83(dd, 1), 8.11(dd, 1H), 8.51(d, 1H), 8.55(d, 1H).

A 199

3-(2-Aloh s d)-1-9d-5-(2-F &} )-1, 2-t] slo| =2 vl g H-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.46-7.57(m, 6H), 7.66(dt, 1H), 7.75-7.81(m, 2H), 8.33(d, 1H), 8.35(d,
1H), 8.50(d, 1H), 8.55(dd, 1H), 8.93(d, 1H).

xZ Al 200

3-(2-Aloh s 9)-5-(2- A B A A 2 -5-9)-1- -1, 2-T| o] =2 5 el -g-&

'H-NMR(400MHz, CDCly); & (ppm) 3.69(s, 3H), 6.67(d, 1H), 7.18(d, 1H), 7.44-7.66(m, 8I), 7.78-7.81(m,
2H), 8.27(d, 1H), 8.34(d, 1H).

A9 201

3-(2-Alote i d)-1-7d-5-(2-Elo}x H)-1,2-T] o] =2 v g d-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.31(d, 1H), 7.45-7.56(m, 6H), 7.65(dt, 1H), 7.72(dd, 1H), 7.77-7.80(m,
2H), 8.18(d, 1H), 8.25(d, 1H).
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<1009> AAA 202
<1010> 3-(2-Aot= ¥ d)-1-3d-5-(4-] 2| | d)-1,2-H3}o| E2 ¥ 2| FA-2-2

<1011> 'H-NMR(400MHz, CDCl); & (ppm) 7.46-7.59(m, 7H), 7.66(dt, 1H), 7.76-7.81(m, 2H), 8.31(d, 1H), 8.56(d,
1H), 8.74(d, 1), 9.16(d, 1H).

<1012> A A4 203

<1013> 3-(2-Alote i d)-1-7d-5-(5- gl u|d)-1,2-T] o] =2 F g d-2-2

<1014> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.47-7.58(m, 6H), 7.66(dt, 1H), 7.75(d, 1H), 7.78-7.81(m, 2H), 7.92(d,
1), 8.92(s, 2H), 9.22(s, 1H).

<1015> A A4 204

<1016> 3-(2-Alot=3d)-1-9d-5-(3-¥ g|42)-1,2-H3lo| =2 ¥ g -2-2

<1017> 'H-NMR(400MHz, CDCl); & (ppm) 7.46-7.56(m, 7H), 7.66(dt, 1H), 7.77-7.83(m, 3H), 8.32(d, 1H), 8.54(d,
1), 9.15(dd, 1H).

<1018> A A4 205

<1019> 3-(2-Alotedd)-1-7d-5-(4-H 2} )-1,2-T] o] =2 v g d-2-2

<1020> 'H-NMR(400MHz, CDCls): & (ppm) 7.48-7.61(m, 7H), 7.67(dt, 1H), 7.79-7.83(m, 2H), 7.92(d, 1), 8.00(d,
1), 9.23(dd, 1H), 9.40(dd, 1H).

<1021> A A 206

<1022> 3-(2-Aohi=3d)-5-(2-vIFA| ¥ 2| F-6-%)-1-¥d-1,2-HI}o| E2 v 2 H-2-

<1023> 'H-NMR(400MHz, CDCLs): & (ppm) 3.96(s, 3H), 6.67(dd, 1i), 7.18(dd, 1H), 7.44-7.66(m, SH), 7.77-7.81(m,
2H), 8.27(d, 1H), 8.33(d, 1H).

<1024> A Al e 207

<1025> 3-(2-Alohesd)-1-3d-5-(E] o} &-4-)-1,2-H Fo| =2 ¥ 2| d-2-2

<1026> 'H-NMR(400MHz, CDCls); & (ppm) 7.46-7.57(m, 6H), 7.66(ddd, 1H), 7.72-7.81(m, 3H), 7.87(d, 1H), 7.97(s,
1), 8.76(s, 1H).

<1027> A A< 208

<1028> 3-(2-A o H9)-5-(3-& A-1-Ato| 2 A A-1-YU)-1-H d-1,2-H 3ol =23 7] T -2-&

<1029> 'H-NMR(400MHz, CDC1y); & (ppm) 2.12-2.19(m, 2H), 2.46-2.50(m, 2H), 2.65-2.69(m, 2H), 6.36(s, 1H), 7.45-
7.57(m, 6H), 7.62-7.70(m, 2H), 7.76-7.79(m, 2H), 7.88(d, 1H).

<1030> A A4 209

<1031> 3-(2-Alot=Hd)-5-(5,6-t]3}o| ==-1,4-T] &A1-2-)-1-Hd-1,2-T] &}o]| =2 H] 2] I -2-2

<1032> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.12-4.14(m, 2H), 4.21-4.23(m, 2H), 7.42-7.78(m, 12H).

<1033> AAA 210
<1034> 3-(2-Alob= ¥ d)-5-(1- = &)-1-(3-¥] 2| d)-1,2-H3}o| =2 v 2| d-2-2

<1035> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.41-7.67(m, 9H), 7.55-7.83(m, 2H), 7.88-7.94(m, 2H), 8.02(ddd, 1H),
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<1036>

<1037>

<1038>

<1039>

<1040>

<1041>

<1042>

<1043>

<1044>

<1045>

<1046>

<1047>

<1048>

<1049>

<1050>

<1051>

<1052>

<1053>

<1054>

<1055>

<1056>

<1057>

<1058>

<1059>

<1060>

<1061>

S=50dl 10-0904011
8.11(d, 1H), 8.70(d, 1H), 8.83(d, 1H).

ESI-Z2F; 400[M + H]

A Ao 211
3-(2-Aloh=3 W) -5-(2-4 2 Q)-1-(3-9] el D)-1,2- T ol =2 7] el Wl -2-2

"H-NMR(400MHz, CDCly); & (ppm) 7.44-7.58(m, 4H), 7.61-7.70(m, 3H), 7.78-7.82(m, 2H), 7.83-7.90(m, 2H),
7.92(d, 1H), 7.95-7.96(m, 1H). 8.00(ddd, 1H), 8.12(d, 1H), 8.72(dd, 1H), 8.83(d, 1H).
ESI-Z2F: 400[M + H]

A4 212
3-(2-Alobe 5] d)-5-(8-F el )-1-(3-3] el &)-1,2-C) o] S 2 3 ] wl-g-&

"H-NMR(400MHz, CDCls): & (ppm) 7.43-7.50(m, 3H), 7.60-7.69(m, 2H), 7.77(m, 1H), 7.81-7.87(m, 2H), 8.03-
8.10(m, 21), 8.18(d, 1), 8.23(dd, 1), 8.68-8.72(m, 2), 8.87(d, 1), 8.98(dd, 1I).
ESI-A2F; 401[M + H]

A Ao 213
3-(2-Aloh=3)-6-(3-9] 2] D)-1-(3-9] e] D)-1,2- T o] =2 7] el Wl -2-2

1
H-NMR(400MHz, DMSO-ds); 6 (ppm) 7.45-7.51(m, 1H), 7.59(ddd, 1H), 7.64(dd, 1H), 7.75-7.82(m, 2H),

7.94(d, 1H), 8.10(ddd, 1H), 8.15-8.20(m, 1H), 8.28(d, 1H), 8.39-8.41(m, 1H), 8.53-8.56(m, 1H),
8.69(dd, 1H), 8.84(d, 1H), 8.98-8.90(m, 1H).

ESI-Aek; 351[M + H]

A 214
5-[ (1= A% ¥ D) A1 E-2-9]-3-(2-Alohe s W)-1-(3-51 g &)1, 2-t] Sho] = 2 )] w12~ &

'H-NMR(400MHz, CDCls); & (ppm) 6.70(d, 1H), 7.23-7.43(m, 4I1), 7.45-7.56(m, 5H), 7.65(d, 1H), 7.68(td,
o), 7.78(td, 2I), 7.83(d, 1), 8.02(ddd, 1), 8.30(dd, 1), 8.72(dd, 1H), 8.79(d, 1H).

ESI-Aek; 529\ + 1]

A7) AN 29k AT WY EE ool Fohe wyel we olstel HFTL AU

AN 215

1-(4-0}v] ]9 )-3-(2-Al ok )-5-(2-3 2] D)-1,2-Tf ol =2 o e gl-2-&

'H-NMR(400MHz, CDCLs): & (ppm) 3.86(brs, 1H), 6.76(td, 2H), 7.20(ddd, 1H), 7.28(td, 2H), 7.44(dt, 1),
7.60(td, 1H), 7.64(dd, 1H), 7.71-7.80(m, 3H), 8.28(d, 1H), 8.29(d, 1H), 8.60(ddd, 1H).

AA 9 216

5-(3-otr =¥ 2 9-2-9)-3-(2-Al ke d)-1-9d-1,2-t] slo]| =2 g H-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.05(brs, 2H), 7.07-7.08(m, 2H), 7.42-7.47(m, 2H), 7.51-7.53(m, 4H),
7.62(ddd, 1H), 7.75-7.78(m, 1H), 7.79-7.82(m, 1H), 7.99(dd, 1H), 8.06(dd, 1H), 8.15(dd, 1H).

AAH 217

5-(5-0}w] 5] 2] ¥1-2-)-3-(2-Al o] W)-1-3 d-1, 2-T] o] = 2 5] e] Wl -p- 2
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<1062>

<1063>

<1064>

<1065>

<1066>

<1067>

<1068>

<1069>

<1070>

<1071>

<1072>

<1073>

<1074>

<1075>

<1076>

<1077>

<1078>

<1079>

<1080>

<1081>

<1082>

<1083>

<1084>

<1085>

<1086>

<1087>

S=50dl 10-0904011

'H-NMR(400Miz, CDCl); & (ppm) 3.77(brs, 2), 7.04(dd, 1H), 7.39-7.52(m, 7H), 7.60-7.64(m, 1H), 7.76-
7.80(m, 2H), 8.08(dd, 1H), 8.13(d, 1H), 8.22(d, 1H).

AA o 218

1-(3-o}v] =5 d)-3-(2-A| o} =¥ d)-5-(2-¥ 2 u] & )-1,2-T] slo]| =2 ¥ g -2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.85(brs, 2H), 6.76(ddd, 1H), 6.84(t, 1H), 6.86(ddd, 1H), 7.14(t, 1H),
7.27-7.31(m, 1H), 7.45(dt, 1H), 7.63(dt, 1H), 7.71-7.78(m, 2H), 8.69-8.71(m, 3H), 8.75(d, 1H).

A4 219

3-(2-obvl =5 d)-1-5 d-5-(2-5] 2 D)-1,2-T o] = 5] g A-p-

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 7.23-7.37(m, 3H), 7.40-7.47(m, 1H), 7.47-7.56(m, 2H), 7.56-7.66(m,
5H), 7.838(ddd, 1H), 8.08(d, 1H), 8.46(d, 1H), 8.58(d, 1H), 8.59-8.64(m, 1H).

A A4 220

3-(3-obe =3 d)-1-31d-5-(2-5] 2 9)-1,2-T st =2 S 2] P-p-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.70(br s, 2H), 6.68-6.72(m, 1H), 7.13-7.26(m, 3H), 7.42-7.56(m, 5H),
7.56-7.60(m, 1H), 7.64-7.76(m, 2H), 8.22(s, 2H), 8.58-8.61(m, 1H).

A A ¢ 221

3-(4-ovl =5 )-1-5 d-5-(2-5] 2 D)-1,2-T o] = 5] g A-p-

'H-NMR(400MHz, CDCly); & (ppm) 3.77(br s, 2H), 6.70-6.76(m, 2H), 7.17-7.21(m, 1H), 7.42-7.60(m, 6I),
7.64-7.75(m, 3H), 8.15(s, 2H), 8.58-8.61(m, 1H).

AN 222

3-(2-Aloh 3 d)-5-(2-9 B D) -1-(2-o}r] e EFN-4-U)-1, 2-T] Fto]| =2 ¥ & T -2-2

'H-NMR(400MHz, CDC1s); & (ppm) 2.21(s. 3H), 3.76(s. 2H), 6.78-6.83(m, 2H), 7.17(d, 1H), 7.20(ddd, 1H),
7.44(td, 1), 7.58(d, 1H), 7.63(td, 1H), 7.73(td, 1H), 7.78(td, 2H), 8.29(s, 2H), 8.59(ddd, 1H).
ESI-A2k; 3790M + H]

47) AN 33 FAE W =
2 Ao 223

Al Edolu] e-1-9 d-5-(2-F 2 d)-1,2-t] o] == g d-2-2

rr

ool Fahiz el wet olste] st FAHAL.

'H-NMR(400Miz, CDCls); & (ppm) 7.22(ddd, 1H), 7.31-7.33(m, 2H), 7.44-7.60(m, 7H), 7.76(dt, 1H), 7.92-
7.95(m, 2H), 7.97(d, 1H), 8.21(d, 1H), 8.56-8.58(m, 1H).

AN 224

3-(2-Alot=d)-5-HAEF dopr| =-1-¥d-1,2-t o] = 2 v 2 d-2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.26-7.27(m, 1H), 7.30-7.33(m, 2H), 7.41-7.65(m, 10H), 7.70-7.73(m, 1H),
7.83-7.86(m, 2H).

A A4 225

3-(2-Alobe3ld)-6-[ (3-v & L ofm] ) 9 2] ©1-2-91]-1-5d-1, 2Tl sho] = 2] 2] -2
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<1088>

<1089>

<1090>

<1091>

<1092>

<1093>

<1094>

<1095>

<1096>

<1097>

<1098>

<1099>

<1100>

<1101>

<1102>

<1103>

<1104>

<1105>

<1106>

<1107>

<1108>

<1109>

<1110>

<1111>

<1112>

S=50dl 10-0904011

'H-NMR(400MHz, CDC1y): & (ppm) 3.40(s, 3H), 7.43-7.48(m, 4I), 7.50-7.54(m, 4H), 7.64-7.66(m, 2H),
7.74(dd, 1H), 7.95(d, 1H), 8.20(d, 1H), 8.77(dd, 1H).

AA A 226

-[2-(Esxdotr ) ]-1-s]d-5-(2-¥] 2| & )-1,2-t] gto| =2y F -2-2

'H-NMR(400MHz, CDCly); 6 (ppm) 2.96(s, 3H), 7.25(ddd, 1H), 7.30-7.35(m, 1), 7.43-7.63(m, OH),
7.76(ddd, 1H), 8.30(br s, 1H), 8.33(d, 1H), 8.39(d, 1H), 8.60-8.64(m, 1H).

Ao 227

3-[4-(geX dopr] =) d]-1-Hd-5-(2-F g &)-1,2-H o] =2 v g d-2-2

'H-NMR(400MHz, CDCl3); & (ppm) 3.01(s, 3H), 6.57(br s, 1H), 7.20-7.28(m, 3H), 7.45-7.61(m, 6l),
7.77(ddd, 1H), 7.79-7.85(m, 2H), 8.22(d, 1H), 8.24(d, 1H), 8.60-8.64(m, 1H).

AA o 228

-[3-(rgtEEd o] o)A d ]-1-3d-5-(2-F g &)-1,2-t] slo| =2 v g P-2-2

:ﬁH—NMR(400MHz, CDCl3); & (ppm) 2.92(s, 3H), 6.98(br s, 1H), 7.20-7.32(m, 2H), 7.36-7.61(m, 8H), 7.69-
7.78(m, 2H), 8.22(d, 1H), 8.26(d, 1H), 8.59-8.63(m, 1H).

A7) Anel 113t FAF Wy E olo] Fah WPoR ojske] BYBL T

A Ao 229

5[ (6-obAl Dok r] )] el ¥l-2-91]-3-(2-Al b3 )-1- d-1, 2-T o] =2 5] 2] W2~ &

'H-NMR(400MHz, CDC1y): & (ppm) 2.22(s, 31, 7.33(dd, M), 7.44-7.80(m, 10H), 7.85(d, 1H), 8.08-8.12(m,
1), 8.24(d, 1H), 8.28(d, 1H).

A A 230

3-[2-(otAEeln ) A d ]-1-Ad-5-(2-F g P )-1,2-t] Fo| =2 vl 2] -2-2

1H—NMR(4OOMHZ, DMSO-ds); & (ppm) 1.96(s, 3H), 7.19-7.26(m, 1H), 7.30(ddd, 1H), 7.34-7.40(m, 1H), 7.40-

7.46(m, 1H), 7.48-7.56(m, 1H), 7.56-7.64(m, 4H), 7.72(d, 1H), 7.83(ddd, 1H), 8.01(d, 1H), 8.32(d, 1H),
8.50(d, 1H), 8.57-8.61(m, 1H), 9.16(br s, 1H).

A A4 231
3-[2-(H et " otr =) Fd |-1-9 d-5-(2-] 2| F)-1,2-t dte| =2 g g d-2-2

'H-NMR(400MHz, CDClo): & (ppm) 2.28(s, 6H), 7.18(ddd, 1H), 7.23-7.27(m, 1H), 7.42-7.60(m, OH),
7.71(ddd, 1H), 7.95(d, 1H), 8.35(d, 1H), 8.54-8.58(m, 1H).

Ao 232

3-[3-(tAE otr] ) ¥ d |-1-9 d-5-(2- 2| &)-1,2-T] 3l o| E2 v 2 -2-2

'H-NMR(400MHz, CDClo): & (ppm) 2.11(s, 3H), 7.19-7.23(m, 1H), 7.34-7.40(m, 1H), 7.42-7.56(m, 6H),
7.60(d, 1H), 7.64-7.77(m, 3H), 7.83-7.87(m, 1H), 8.24(d, 1H), 8.26(d, 1H), 8.58-8.62(m, 1H).

Ao 233

3[4~ otr] i) 3 d | -1-9 d-5-(2-H ] 9)-1,2-H3lo| E2 v g Tl -2-2
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<1113>

<1114>

<1115>

<1116>

<1117>

<1118>

<1119>

<1120>

<1121>

<1122>

<1123>

<1124>

<1125>

<1126>

<1127>

<1128>

<1129>

<1130>

<1131>

<1132>

<1133>

<1134>

<1135>

<1136>

<1137>

<1138>

S=50dl 10-0904011

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.15(s, 3H), 7.21(ddd, 1H), 7.34(br s, 1H), 7.44-7.57(m, 8H), 7.59(ddd,
1), 7.74(ddd, 1H), 7.80(d, 1H), 8.21(s, 2H), 8.59-8.62(m, 1H).

7] AAel 123 FAF WY = olo] Fahs Pel weh olskel SRS AT

AA o 234

5-(4-tlmgolulier d)-1-9g-5-(2-52|D)-1,2-tl o] =2 w2 T-3-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.00(s, 6H), 6.75-6.80(m, 2H), 7.19(ddd, 1H), 7.41-7.54(m, 5H), 7.57-
7.60(m, 1H), 7.73(ddd, 1H), 7.76-7.81(m, 2H), 8.14-8.17(m, 2H), 8.58-8.61(m, 1H).

7] AR 155 FUR P EE olo] Zake Yoz olatel AFES AT

A A4 235

5-[ (6-0}P] 3 7h2 1 ) 3] 2] Wl-9-91|-3-(2-Alohae A d)-1-3d-1,2- ] Bho] = 2 5] €] €l-2- &

'H-NMR(400MHz, CDCly); & (ppm) 7.46-7.60(m, 6H), 7.64(dt, 1H), 7.74(dd, 1H), 7.80-7.83(m, 1H), 7.91-
7.95(m, 2H), 8.14-8.17(m, 2H), 8.52(d, 1H).

71 Al 169 FE 13 sdg Wy e ol Faks WHo R o]ske] ItES st

AA o) 236

3-(2-Alobe s d)-5-(2-Alole ¥ g H-6-YU)-1-9d-1,2-1] F o] =2 ¥ 2| d-2-

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.46-7.57(m, 6H), 7.60(dd, 1H), 7.66(dt, 1H), 7.79-7.83(m, 3H), 7.89(dd,
1H), 8.29(d, 1H), 8.41(d, 1H).

A Ao 237

3-(3-3to| =S Al Y)-1- d-6-(2-F] el D)-1,2- T ol =2 ] el Wl -2-2

'H-NMR(400MHz, DMSO-d¢); & (ppm) 6.74-6.78(m, 1H), 7.15-7.26(m, 3H), 7.27-7.32(m, 1H), 7.47-7.61(m,
5H), 7.83(ddd, 1H), 8.02(d, 1H), 8.41(s, 2H), 8.57-8.62(m, 1H), 9.43(br s, 1H).

A Ao 238

3-(4-3to| =EEA F H)-1-9 d-5-(2-9] g d)-1,2-t] dte| == 2 d-2-2

1H—NMR(4OOMHZ, DMSO-ds); & (ppm) 6.79-6.84(m, 2H), 7.28(ddd, 1H), 7.47-7.59(m, 5H), 7.61-7.66(m, 2H),
7.82(ddd, 1H), 8.00(d, 1H), 8.33(d, 1H), 8.35(d, 1H), 8.57-8.61(m, 1H), 9.57(br s, 1H).

47 AN 6] 193 Bl Wy o olshe] TS B

A Ao 239

3-(2-Alohsd)-1-[3-(cl v el o] ZA) A W] -6-(2-5] 2 D)-1,2-T]ho] = 2 9] 2] €l -2-&

1H—NMR(4OOMHZ, CDCls); & (ppm) 2.34(s, 6H), 2.74(t, 2H), 4.10(t, 2H), 7.01-7.05(m, 1H), 7.07-7.11(m,

2H), 7.21(ddd, 1H), 7.42(dd, 1H), 7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-7.81(m, 3H), 8.30(s, 2H),
8.58-8.61(m, 1H).

Ao 240
3-(2-Alohesd)-1-[3-(F gt A FAD A d |-5-(2-F 2 H)-1,2-T] o] = = 9] ] Tl -2-=

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.39-1.48(m, 2H), 1.56-1.64(m, 4H), 2.46-2.56(m, 4H), 2.78(t, 2H),
4.14(t, 2H), 6.99-7.03(m, 1H), 7.06-7.11(m, 2H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd, 1H), 7.59-
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<1139>

<1140>

<1141>

<1142>

<1143>

<1144>

<1145>

<1146>

<1147>

<1148>

<1149>

<1150>

<1151>

<1152>

<1153>

<1154>

<1155>

<1156>

<1157>

<1158>

<1159>

<1160>

S=50dl 10-0904011

7.66(m, 2H), 7.72-7.81(m, 3H), 8.30(s, 2H), 8.58-8.61(m, 1H).
AA 4 241
3-(2-Alohe s d)-1-[3-(s] B2l o] o] EA) A ]-5-(2-3] 2l &)-1,2-T] Sho] = . 9] ] ¥l-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.76-1.86(m, 4H), 2.57-2.70(m, 4H), 2.92(t, 2H), 4.16(t, 2H), 7.03(ddd,

1), 7.06-7.11(m, 2H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-7.81(m, 3H),
8.30(s, 2H), 8.58-8.61(m, 1H).

A Ao 242
3-(2-Aloh sl 9)-1-[3-(clo] A X 2 Popr] o] SA) 9 |-5-(2-3 el W)-1,2-T] sho] =29 2] Hl-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.03(d, 12H), 2.83(t, 2H), 3.04(heptet, 2H), 3.92(t, 2H), 6.97-7.01(m,

1H), 7.04(dd, 1H), 7.07(ddd, 1H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-
7.82(m, 3H), 8.29-8.32(m, 2H), 8.58-8.61(m, 1H).

Ao 243
3-(2-Aotsd)-1-[3-(Hrdopr = T2 D EA) | d |-5-(2- g &)-1,2-H]slo| = = 9| 2] Tl -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.96(tt, 2H), 2.24(s, 6H), 2.44(t, 2H), 4.05(t, 2H), 7.00(ddd, 1H),

7.05-7.09(m, 2H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-7.81(m, 3H),
8.30(s, 2H), 8.58-8.61(m, 1H).

A Ao 244
3-(2-Alok sl 9)-1-[3- (sl el = X 2 8 & A)) D ]-5-(2-] 2] ©)-1,2-T Sho] = 3] 2] -2

1
H-NMR(400MHz, CDCls); & (ppm) 1.37-1.50(m, 2H), 1.53-1.64(m, 4H), 1, 97(tt, 2H), 2.30-2.45(m, 4H),

2.47(t, 2H), 4.04(t, 2H), 6.97-7.02(m, 1H), 7.04-7.09(m, 2H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd,
1H), 7.59-7.66(m, 2H), 7.70-7.82(m, 3H), 8.31(s, 2H), 8.58-8.62(m, 1H).

Ao 245
3-(2-Alohesd)-1-[3-(REE = S L ]-5-(2-F 2 d)-1,2-H o] == ] 2] T -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.48-2.65(m, 4H), 2.81(t, 2H), 3.68-3.80(m, 4H), 4.15(t, 2H), 6.99-

7.04(m, 1H), 7.06-7.13(m, 2H), 7.22(ddd, 1H), 7.42(dd, 1H), 7.46(ddd, 1H), 7.61(dd, 1H), 7.64(ddd,
1H), 7.74(ddd, 1H), 7.78(dd, 2H), 8.28-8.33(m, 2H), 8.58-8.62(m, 1H).

A Ao 246
3-(2-Alohsd)-1-[3-(cl ] ol o] ZA) A W] -6-(2-5] 2 D)-1,2-T]ho] = 2 9] 2] el -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.07(t, 6H), 2.64(q, 4H), 2.89(t, 2H), 4.08(t, 2H), 7.01(ddd, 1H), 7.05-

7.10(m, 2H), 7.21(ddd, 1H), 7.41(dd, 1H), 7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-7.81(m, 3H), 8.31(s,
2H), 8.58-8.61(m, 1H).

AA o 247
3-[3-(Hugotr e S 3 d ]-1-#d-6-(2-¥ g d)-1,2-T] 30| E2 v 2| -2

*1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.34(s, 6H), 2.74(t, 2H), 4.13(t, 2H), 6.92-6.98(m, 1H), 7.19-7.24(m,

1), 7.33(dd, 1H), 7.37-7.42(m, 1H), 7.44-7.56(m, 6H), 7.57-7.62(m, 1H), 7.75(ddd, 1H), 8.25(s, 2H),
8.59-8.63(m, 1H).

Ao 248
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<1161>

<1162>

<1163>

<1164>

<1165>

<1166>

<1167>

<1168>

<1169>

<1170>

<1171>

<1172>

<1173>

<1174>

<1175>

<1176>

<1177>

<1178>

<1179>

<1180>

<1181>

<1182>

<1183>

<1184>

<1185>

S=50dl 10-0904011

3-[4-(He ot = SAD H H [-1-3 9-5-(2-¥] g &)-1,2-H 3o =& 3] g -2-=

'H-NMR(400MHz, CDCIy): & (ppm) 2.35(s, 6H), 2.76(t, 2H), 4.12(t, 2H), 6.95-7.00(m, 2H), 7.20(ddd, 1H),
7.43-7.54(m, 5H), 7.59(ddd, 1H), 7.73(ddd, 1H), 7.76-7.81(m, 2H), 8.17-8.20(m, 2H), 8.59-8.62(m, 1H).
Ao 249

3-(2-Aot=¥d)-1-[3-(4-Fl2 = B D-1-EA) 3 d |-5-(2-F] 2 d)-1,2-t] to| = = 9] ] T -2-2

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 1.38-1.46(m, 2H), 1.54-1.61(m, 4H), 1.62-1.71(m, 2H), 1.75-1.83(m, 2H),

2.30-2.43(m, 6H), 4.01(t, 2H), 6.97-7.01(m, 1H), 7.03-7.08(m, 2H), 7.21(ddd, 1H), 7.40(dd, 1H),
7.45(ddd, 1H), 7.59-7.66(m, 2H), 7.72-7.82(m, 3H), 8.30(s, 2H), 8.58-8.61(m, 1H).

47) AN 205 AW W EE ole] okt WHoE olshel STES FAHA
A A ¢ 250
3-(2-Alob=sld)-1-[3-(3] B2 o] e W) S W] -5-(2-5 ] D)1, 2-T] Sho] E 2 3 2] w2~ &

'H-NMR(400MHz, CDCly); 6 (ppm) 1.74-1.84(m, 4H), 2.48-2.58(m, 41), 3.69(s, 2H), 7.14-7.25(m, 2I), 7.38
7.51(m, 4), 7.61(d, 1), 7.63(ddd, 1H), 7.72-7.82(m, 3H), 8.30(d, 1), 8.32(d, 1), 8.58-8.62(m, 1H).
A A4 251

1-{3-[(4- A E o] sl e} x| == ) vl & | ] W } -3~ (2-A o ¥ ) -5-(2-9] @] ©)-1,2-T] 3} o] = 2 5] & Tl -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.07(s, 3H), 2.45(dd, 4H), 3.45(dd, 2H), 3.58(s, 2H), 3.63(dd, 2H),

7.22(ddd, 1H), 7.40-7.54(m, 5H), 7.60-7.67(m, 2H), 7.73-7.80(m, 3H), 8.29(d, 1H), 8.33(d, 1H), 8.58-
8.62(m, 1H).

37 A el 323t FAF Y EE ol
A Ao 252
3-(2-Aloked Y)-1-(4-HEZ I Y)-5-(2-F g F)-1,2-t] o] =29 gl -2- 2

she wpgow olstel BgES TS

HN

'H-NMR(400MHz, CDCls); & (ppm) 7.24-7.30(m, 1H), 7.47-7.52(m, 1H), 7.61-7.82(m, 7H), 8.31(dd, 1H),
8.42(d, 1H), 8.60-8.63(m, 1H).

A Ale] 253

1-9g-3-(2-9] 2t4)-5-(2-] 2 )-1,2-T o =2 v e -2-2

H-NMR(400MHz, CDCLy): 6 (ppm) 7.21-7.25(m, 1H), 7.49-7.59(m, 5H), 7.72-7.79(m, 2H), 8.46(d, 1H),
8.54(d, 1H), 8.61(ddd, 1H), 8.65(dd, 1H), 9.14(d, 1H), 9.87(d, 1H).

Ao 254

1-9d-3-(2-9 2| ¥ 2)-6-(2-9 g d)-1,2-T| 3} | E 2 v 2| -2-2

'H-NMR(400MHz, CDCly): & (ppm) 7.20(ddd, 1H), 7.25(t, 1H), 7.44-7.54(m, 4H), 7.66(d, 1H), 7.75(dt, 1H),
8.45(d, 1H), 8.58-8.60(m, 1H), 8.82(d, 1H), 8.88(s, 1H), 8.89(s, 1H).

A Ale] 255

1-9d-5-(2-9 2] 9)-3-(2-E|*}£Y)-1,2-T3lo| E2 v g -2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.22-7.26(m, 1H), 7.48-7.57(m, 6H), 7.78-7.80(m, 1H), 8.00(dd, 1H),
8.52(dd, 1H), 8.59-8.61(m, 1H), 9.29(d, 1H).
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<1186>

<1187>

<1188>

<1189>

<1190>

<1191>

<1192>

<1193>

<1194>

<1195>

<1196>

<1197>

<1198>

<1199>

<1200>

<1201>

<1202>

<1203>

<1204>

<1205>

<1206>

<1207>

<1208>

<1209>

<1210>

<1211>

S=50dl 10-0904011

A Ao 256
1-¥d-3-(4-9 g d)-5-(2-¥ g 2)-1,2-H3}o| E2F g d-2-2

'H-NMR(400MHz, CDCly); 6 (ppm) 7.22-7.26(m, 1H), 7.48-7.59(m, 5H), 7.77-7.82(m, 2, 8.53(d, 1H), 8.60-
8.62(m, 1), 8.73-8.77(m, 2H), 9.27(dd, 1H), 9.40(d, 1H).

AN o 257

1-sd-3-(5-9 g v d)-5-(2-F g g)-1,2-t]slo]| =2 vl g H-2-2

'H-NMR(400MHz, CDCls): 6 (ppm) 7.24-7.27(m, 1H), 7.48-7.61(m, 7H), 7.77(dt, 1H), 8.28(d, 1), 8.37(d,
1H), 8.63(ddd, 1H), 9.21(d, 1H), 9.22(s, 1H).

A Alo] 258

1-9d-3-(3-9 2 t}d)-6-(2-9 g d)-1,2-T 3} o| E 2 v 2| -2-2

'H-NMR(400MHz, CDCls): & (ppm) 7.22-7.25(m, 1H), 7.48-7.58(m, 6H), 8.55(d, 1H), 8.60(m, 1H), 8.78(dd,
1H), 9.14(dd, 1H), 9.34(d, 1H).

AA A 259

1-99-3-(4-9 g }H)-5-(2- & &)-1,2-t]3}o| =2 d g I -2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.24-7.28(m, 1H), 7.47-7.62(m, 6H), 7.78(dt, 1H), 8.16(dd, 1H), 8.33(d,
1H), 8.53(d, 1H), 8.63-8.65(m, 1H), 9.23(dd, 1H), 9.62(dd, 1H).

A A ¢ 260

3-(2-W B A5 2] ©1-6-91)-1-5] d-5-(2-51 2 D)1, 2-T ol = 25 wl-p-2

'H-NMR(400MHz, CDCly); 6 (ppm) 4.07(s, 3H), 6.73(dd, 1), 7.46-7.56(m, 5H), 7.62-7.70(m, 2H), 7.78(ddd,
1H), 8.35(dd, 1H), 8.39(d, 1H), 8.66(ddd, 1H), 9.21(d, 1H).

AA A 261

3-(2-Alohesd)-1-(3-H 2| d)-5-(2-¥ gl u] & )-1,2-T] slo| =2 ¥ g d-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.18(t, 1H), 7.46-7.52(m, 2H), 7.65(dt, 1H), 7.71(dd, 1H), 7.74-7.80(m,
1H), 7.99(ddd, 1H), 8.72-8.75(m, 5H), 8.82(dd, 1H).

A A ¢ 262

3-(2-%%.0 23] eld-3-9)-1-5 9-5-(2-9] el F| &)1, 2-T] o] = E 5] e wl-p- &

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.16(t, 1H), 7.24-7.27(m, 2H), 7.48-7.57(m, 5H), 8.19-8.23(m, 2H), 8.69-
8.76(n, 3H).

A A4 263

3-(2- 220 252 9-3-91)-1-(3-5 2 D)-5-(2-3 ]| &)-1,2-T] o] 223 2] -2-&

H-NMR(400MHz, CDCLy); & (ppm) 7.19(t, 1), 7.26-7.30(m, 1), 7.47-7.52(m, 1H), 7.94(ddd, 1I),
8.17(ddd, 1H), 8.70-8.80(m, 7H).

A 264

3=(2-Alo}=¥ B d-3-)-1-9d-5-(2-F| g v| d)-1,2-t] dte| =2 vl g A-2-2
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<1212>

<1213>

<1214>

<1215>

<1216>

<1217>

<1218>

<1219>

<1220>

<1221>

<1222>

<1223>

<1224>

<1225>

<1226>

<1227>

<1228>

<1229>

<1230>

<1231>

<1232>

<1233>

<1234>

<1235>

<1236>

S=50dl 10-0904011

'H-NMR(400MHz, CDC1y); & (ppm) 7.17(t, 1), 7.47-7.56(m, 6I), 8.14(dd, 1H), 8.70(dd, 1H), 8.72(d, 1H),
8.80(d, 1H), 8.85(d, 1.

A A4 265

3-(2-Alo}x ¥ B H-3-U)-1-(3-9 2| 9)-5-(2-F gl u] &)-1,2-t} slo| =2 o g o -2-2

'H-NMR(400MHz, CDCl): & (ppm) 7.20(t, 1H), 7.52(ddd, 1H), 7.58(dd, 1), 7.97(ddd, 1), 8.11(dd, 1H),
8.71-8.76(m, 4H), 8.78(d, 1H), 8.81(dd, 1H), 8.66(d, 1H).

A A o 266

3-(2-Aol=Hd)-1-3-YE=Z#Y)-5-(2-F g rH)-1,2-H3}o] =25 g H-2-2

'H-NMR(400MHz, CDCl); & (ppm) 7.20(t, 1H), 7.49(ddd, 1H), 7.65-7.80(m, 5H), 7.98(ddd, 1H), 8.36(ddd,
1H), 8.46(t, 1H), 8.73-8.77(m, 4H).

AN 267

1-99-5-(2-9 8| 9)-3-(E] o} F-4-9)-1,2-T] &lo| =2 v g d-2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.24-7.28(m, 1H), 7.48-7.58(m, 5H), 7.64(td, 1H), 7.79(dt, 1H), 8.23(d,
1H), 8.58(d, 1H), 8.64-8.66(m, 2H), 8.85(d, 1H).

A A ¢ 268

43-(3-% - 1-ALo| 22 8141-1-9)-1-9] W-5-(2-3] ] &)-1 -l Sle| =2 3 eldl -2- &

'H-NMR(400MHz, CDCLs); & (ppm) 2.09-2.16(m, 2H), 2.48-2.51(m, 2H), 2.87-2.91(m, 2H), 6.53(t, 1I),
7.22(ddd, 1H), 7.43-7.57(m, 6H), 7.75(dt, 1), 8.17(d, 1), 8.25(d, 1H), 8.60(ddd, 1H).

A 269

3-(5.6-tlato| =& -1,4-t| $A1-2-91)-1-7F-5-(2-9 2] D)-1,2-H] 3| =2 9 7] I -2-&

'H-NMR(400MHz, CDCly): 6 (ppm) 4.18-4.20(m, 2H), 4.30-4.32(m, 2H), 7.19(ddd, 1), 7.41-7.54(m, 5H),
7.63(td, 1H), 7.73(dt, 1H), 8.02(s, 1H), 8.28(d, 1H), 8.58(ddd, 1H).

A Ao 270

3-(2-HE=d)-1-9d-5-(2-7] 2 d)-1,2-H3}o| =2 v 2| d-2-2

'H-NMR(400MHz, CDCLs): & (ppm) 7.22(ddd, 1H), 7.40-7.61(m, 8H), 7.68(ddd, 1i), 7.74(ddd, 1H), 8.06(dd,
1H), 8.22-8.25(m, 2H), 8.60-8.63(m, 1H).

AN 271

3-(4-vsd)-1-sd-5-(2-9] g Fd)-1,2-t]3le| =2 ¥ g P -2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 7.20-7.25(m, 1H), 7.33-7.40(m, 1H), 7.42-7.57(m, 6H), 7.60-7.79(m, 7H),
7.90-7.95(m, 2H), 8.25(d, 1H), 8.30(d, 1H), 8.60-8.64(m, 1H).

AA o 272

3-(2-okA DA W)-5-(2-9] el D)-1-} 91, 2-T] o] =2 5] 2 Hl-p-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.59(s, 3H), 7.16-7.21(m, 1H), 7.40-7.60(m, 8H), 7.63-7.67(m, 1H), 7.68-
7.75(m, 1H), 8.16(d, 1H), 8.22(d, 1H), 8.57-8.61(m, 1H).
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<1237>

<1238>

<1239>

<1240>

<1241>

<1242>

<1243>

<1244>

<1245>

<1246>

<1247>

<1248>

<1249>

<1250>

<1251>

<1252>

<1253>

<1254>

<1255>

<1256>

<1257>

<1258>

<1259>

<1260>

<1261>

Ao 273

3-G-HE=HY)-1-¥Hd-5-(2-9 g =)-1,2-H3}o| =23 g -2-2

1
H-NMR(400MHz, CDCls); 6 (ppm) 7.24(ddd,

8.27(d, 1H), 8.37(d, 1H), 8.61-8.65(m, 1H), 8.69(dd, 1H).

AAd 274

11,

7.46-7.64(m,

1-39-3-(4-v g B)-5-(2-¥ g &)-1,2-T] 3}o| =2 v] g A -2-2

S=50dl 10-0904011

7H), 7.76(ddd, 1H), 8.20-8.26(m, 2H),

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.24(ddd, 1H), 7.46-7.62(m, 6H), 7.73-7.81(m, 3H), 8.28(d, 1H), 8.39(d,

1H), 8.61-8.64(m, 1H), 8.66(dd, 2H).
HAAd 275

3-(U-HE=ENAY)-1-9d-5-(2-¥ g =E)-1,2-H3}o| =23 g -2-2

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.22-7.26(m, 1H), 7.47-7.58(m, 5H), 7.60(ddd, 1H), 7.76(ddd, 1H), 8.01-

8.06(m, 2H), 8.26-8.31(m, 3H), 8.38(d, 1H), 8.61-8.65(m, 1H).

A4 276

1-[3-(A A A 99 -3~ (2-A ohed] d)-5-(2-3] 2] D)-1,2-tl o] =2 32wl -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 5.10(s, 2H), 7.05-7.14(m, 2H), 7.17(dd, 1H), 7.21(ddd, 1H), 7.30-7.48(m,

7H), 7.60(ddd, 1H), 7.64(ddd, 1H), 7.71-7.81(m, 3H), 8.29-8.32(m, 2H), 8.58-8.61(m, 1H).

AA o 277

1-(3-oAE ¥ d)-3-(2-A ok =3 d)-5-(2-¥] 2| 2 )-1,2-H3lo| == ] 2| T -2-2>

'H-NMR(400MHz, CDCls): & (ppm) 2.66(s, 3H),

7.24(ddd,

11,

7.48(ddd, 1H), 7.61-7.69(m, 3H), 7.74-

7.81(m, 4H), 8.07(ddd, 1H), 8.11(ddd, 1H), 8.32(d, 1H), 8.34(d, 1H), 8.59-8.62(m, 1H).

A4 278

3-[4-(tert-Feotr &2 )3 d]|-1-9d-5-(2-H 2 9)-1,2-H3F}o| =2 2] T -2-

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.26(s, 9H), 4.46(s, 1H), 7.24(ddd, 1H), 7.46-7.58(m, 5H), 7.58-7.61(m,

1H), 7.76(ddd, 1H), 7.90-7.99(m, 4H), 8.26(d, 1H), 8.33(d, 1H), 8.61-8.64(m, 1H).

AAd 279

3-(1-u=zd")-5-(2-9 g 9)-1-(3-¥ g d)-1,2-H3}o| =29 g d-2-2

1
H-NMR(400MHz, CDCls); & (ppm) 7.21(dd, 1H), 7.42-7.50(m, 3H), 7.51-7.61(m, 3H), 7.71(td, 1H), 7.81-

7.85(m, 1H), 7.87-7.90(m, 2H), 7.96-7.99(m, 1H), 8.20(d,

8.84(d, 1H).
ESI-Aek; 376[M + H]

A A9 280

1H), 8.37(d, 1H), 8.60(d, 1H), 8.67(d, 1H),

3-(-y=9)-5-(2-d g d)-1-3d-1,2-H3}o| == v g -2-2

1
H-NMR(400MHz, CDCl3); 8 (ppm) 7.19(ddd, 1H), 7.38-7.59(m, 9H),

1H), 8.39(d, 1H), 8.59(ddd, 1H).
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<1262>

<1263>

<1264>

<1265>

<1266>

<1267>

<1268>

<1269>

<1270>

<1271>

<1272>

<1273>

<1274>

<1275>

<1276>

<1277>

<1278>

<1279>

<1280>

<1281>

<1282>

<1283>

<1284>

<1285>

<1286>

<1287>

S=50dl 10-0904011

ESI-A2k; 375[M + H]

AAd 281
3-(8-FA=gd)-5-(2-9 e 2)-1-(3-¥ 2 d)-1,2-t]3}o| =2 v 2T -2-2

"H-NMR(400MHz, CDCly); & (ppm) 7.18-7.23(m, 1H), 7.38-7.56(m, 3H). 7.84-7.58(m, 3H), 7.86-8.01(m, 3H),
8.19-8.23(m, 1H), 8.30-8.36(m, 2H), 8.56-8.62(m, 1H), 8.66-8.70(m, 1H), 8.91-8.97(m, 1H).
ESI-A2k; 377[M + H]

A Ale] 282
3-(&-FA=ed)-5-(2-F 2 d)-1-3d-1,2-H3}o| == g d-2-2

"H-NMR(400MHz, CDCls); & (ppm) 7.18(dd, 1H), 7.39-7.54(m, 4H), 7.55-7.65(m, 3H), 7.66-7.73(m, 2H),
7.85(dd, 1H), 7.98(dd, 1H), 8.2(dd, 1H), 8.34(d, 1H), 8.36(d, 1H), 8.58(d, 1H), 8.94(dd, 1H).
ESI-A2k; 376[M + H]

A A4 283
3-(2-1Z")-5-(2-9 2 D)-1-(3-3] el &)-1,2-t] o] E2 5 e W-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.23-7.28(m, 1H), 7.48-7.53(m, 3H), 7.64(dt, 1H), 7.78(td, 1H), 7.85-

7.91(m, 4H), 7.97(ddd, 1H), 8.25(d, 1H), 8.35(s, 1H), 8.38(d, 1H), 8.64(ddd, 1H), 8.72(d, 1H), 8.81(d,
1H).

ESI-A2k; 376[M + H]

A Ao 284
5-(2-12g)-5-(2-3 @ P)-1-9]d-1,2- o] =z slelnl-3-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.21(dd, 1H), 7.44-7.50(m, 4H), 7.53-7.56(m, 3H), 7.62(dd, 1H), 7.72-

7.77(m, 1H), 7.83-7.91(m, 2H), 7.92(td, 2H), 8.25(d, 1H), 8.37(d, 1H), 8.39(brs, 1H), 8.61-8.64(m,
1H).

A Ao 285
3-(2-3] ¢t =5 2] ©l-5-91)-5-(2-5] F D )-1-5 d-1, 2-T] o] S 25 el Wl -2- &

'H-NMR(400MHz, CDCls): & (ppm) 2.00-2.04(m, 4H), 3.50(t, 4H), 7.74-7.78(m, 9H), 8.03(d, 1H), 8.06(d,
M), 8.21(d, 1H), 8.57-8.60(m, 2H).
ESI-ek; 396[M + H]

A A ¢ 286
3-(2-Z2WE|© H-3-9)-5-(2- & D)-1-9]d-1,2-C] Sfo| =2 3 e wl-9-&

"H-NMR(400MHz, CDCls): & (ppm) 7.21-7.29(m, 2H), 7.46-7.57(m, 6H), 7.73(d, 1H), 7.75(td, 1H), 8.22(d,
1), 8.31(d, 1H), 8.60-8.62(m, 1H), 10.00(s, 1H).
ESI-Aek; 359[M + H]

A A ¢ 287
3-(2-2 2252 8-5-9)-5-(2- g D)-1-9]d-1,2-] Sfo| S Z 3 e wl-9-&
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<1288>

<1289>

<1290>

<1291>

<1292>

<1293>

<1294>

<1295>

<1296>

<1297>

<1298>

<1299>

<1300>

<1301>

<1302>

<1303>

<1304>

<1305>

<1306>

<1307>

<1308>

<1309>

<1310>

<1311>

S=50dl 10-0904011
1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.24(ddd, 1H), 7.37(d, 1H), 7.44-7.51(m, 3H), 7.53-7.60(m, 2H), 7.64-
7.70(m, 1H), 7.76(td, 1H), 8.24(d, 1H), 8.26(t, 1H), 8.31(d, 1H), 8.62(ddd, 1H), 8.75(d, 1H).

ESI-Ak; 360[M + H]

A A ¢ 288
3-(2-5 %9 25gW-5-9)-5-(2-9 J D)-1-9]d-1,2-C) o] = E 3 wl-g-&

'H-NMR(400MHz, CDCly); & (ppm) 6.99(dd, 1H), 7.24(dd, 1), 7.47-7.57(m, SH), 7.59(dd, 1H), 7.76(tdd,
1H), 8.25(dd, 1H), 8.30(dd, 1H), 8.37(td, 1H), 8.57-8.58(m, 1H), 8.63(dt, 1H).

A 289

3-(2-d " e e v d-5-9)-5-(2-9 g d)-1-sd-1,2-t]slo]| =2 vl g H-2-2

'H-NMR(400MHz, CDCl,): & (ppm) 1.39(t, 3H), 3.20(q, 2H), 7.20~7.24(m, 2H), 7.44-7.59(m, 6H), 7.75(td,
1H), 8.08(dd, 1H), 8.23(d, 1H), 8.26(d, 1H), 8.61(ddd, 1H), 8.78(d, 1H).
ESI-A2k; 386[M + H]

A A4 290
3-(2-Aloke39)-6-(2-T 2] ©)-1-(2-1} = 8)-1,2- Tl so| 2T gl 22

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.22(ddd, 1H), 7.47(td, 1H), 7.53-7.60(m, 2H), 7.62-7.67(m, 3H),

7.76(td, 1H), 7.81(td, 2H), 7.88-7.94(m, 2H), 7.98(d, 1H), 7.99(s, 1H), 8.34(d, 1H), 8.43(d, 1H),
8.60(ddd, 1H).

ESI-A 2k 400[M + H]

AAo 291
3-(2-Aloke39)-6-(2- T 2] ©)-1-(1-1} = 8)-1,2- Tl so| =2 T gl l-2-2

"H-NMR(400MHz, CDCly): & (ppm) 7.21(ddd, 1H), 7.45(td, 1H), 7.54-7.65(m, 6H), 7.65-7.83(m, 4H), 7.93
8.02(m, 2H), 8.30(d, 1H), 8.46(d, 1H), 8.57(ddd, 1H).
ESI-A 2k 400[M + H]

AA o 292
3-(2-Alohe s d)-6-(2-5] e D)-1-(8-AEe d)-1,2-t] o] =2 vle] -2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.18(ddd, 1H), 7.43(td, 1H), 7.48(dd, 1H), 7.61(td, 1H), 7.63(d, 1H),

7.69(dd, 1H), 7.72(td, 1H), 7.78(dd, 1H), 7.86(dd, 1H), 7.92(dd, 1H), 7.98(dd, 1H), 8.26(dd, 1H),
8.36(d, 1H), 8.43(d, 1H), 8.55-8.57(m, 1H), 8.95(dd, 1H).

A A ¢ 293
3 [(1- A EEY) I E-2-9]-1-5d-5-(2-] g D)-1.2-T| o] =25 g wl-p-&

1
H-NMR(400MHz, CDCl3); & (ppm) 6.95(d, 1H), 7.21(ddd, 1H), 7.22(ddd, 1H), 7.26-7.33(m, 3H), 7.42(dt,

1), 7.44-7.49(m, 2H), 7.50-7.56(m, 4H), 7.60(dt, 1H), 7.71-7.77(m, 3H), 8.07(dd, 1H), 8.20(d, 1H),
8.34(d, 1H), 8.60(ddd, 1H).

AAd 294
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S=50dl 10-0904011

<1312> 3-(2-Alob=y g P-3-9)-5-(2-¥ g 2)-1-(3-¥ g & )-1,2-H3}o| == | g T -2->

<1313> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.20-7.28(m, 1H), 7.51(dd, 1H), 7.58(dd, 1H), 7.64(d, 1H), 7.79(td, 1H),

7.94-7.97(m, 1H), 8.18(dd, 1H), 8.35(d, 1H), 8.44(d, 1H), 8.60-8.63(m, 1H), 8.72(dd, 1H), 8.74(dd,
1H), 8.81(d, 1H).

<1314> ESI-Aek; 352(M + 1]

<1315> A A 295

<1316> 3-(2-Aloh=dd)-5-(2-H B d)-1- (I E-3-9)-1,2-3}o| =2 9 g H-2-&

<1317> 'H-NMR(400MHz, CDC1,); & (ppm) 6.46-6.50(m, 1H), 6.79(dd, 1H), 7.21(dd, 1H), 7.29-7.32(m, 1H), 7.45(t,

1H), 7.60-7.66(m, 2H), 7.72-7.80(m, 3H), 8.23(d, 1H), 8.47(d, 1H), 8.61(d, 1H), 8.72(brs, 1H).

<8 ) AAd) 1629} FAE P E o] Faks PO olskel sEe RS,
<1319> A A4 296

<1320> 3-(2-Alohx s d)-5-(3-HE Z ¥ 2 d-2-YU)-1-7d-1,2-t] 3| =2 g2 d-2-&

<1321> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.43-7.54(m, 7H), 7.62-7.67(m, 2H), 7.73-7.76(m, 2H), 8.03(d, 1H),

8.24(dd, 1H), 8.82(dd, 1H).

<1322> A Ao 207
<1323> 3-(2-Alok=¥d)-5-[2-(2,6-H D E-1-9) ¥ 2| -6-9 |-1-¥d-1,2-Hdlo| == v 2] Tl -2-&

<1324> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.17(s, 6H), 5.91(s, 2H), 7.12(dd, 1H), 7.45-7.56(m, 6H), 7.61(dd, 1H),
7.65(dd, 1H), 7.78-7.80(m, 1H), 7.88(t, 1H), 8.35(d, 1H), 8.40(d, 1H).

<1325> A A4 298

<1326> 5-(2-o}u] =3 g 9-6- % )-3-(2-A| oh e Y )-1-9 -1, 2-T o] =2 9] g P -2-2

<1327> 'H-NMR(400MHz, CDC1y): & (ppm) 4.44(brs, 21), 6.43(dd, 1), 6.96(d, 1H), 7.42-7.54(m, 7H), 7.63(dt,
1), 7.76-7.78(m, 1), 8.24(d, 1H), 8.26(d, 1H).

<1328> A Ao 299

<1329> 3-(2-Aoh=3d)-5-(5-HEZ ¥ 2 d-2-9)-1-¥d-1,2-HI}o| E2 v 2 H-2-2

<1330> 1H—NMR(4OOMHZ, CDCls); & (ppm) 7.47-7.59(m, 6H), 7.67(dt, 1H), 7.75-7.82(m, 3H), 8.35(d, 1H), 8.52(dd,
1H), 8.55(d, 1H), 9.39(dd, 1H).

<1331> 2A1A1¢) 300

<1332> 5-(2-B.2 Ry g Hd-6-9)-3-(2-Al o}l =g d)-1-Hd-1,2-t]Fe| =23 g -2-&

<1333> "H-NMR(400MHz, CDCls); & (ppm) 7.39(dd, 1H), 7.45-7.67(m, 9H), 7.78-7.80(m, 2H), 8.23(d, 1H), 8.34(d,
1H).

<1334> AA ¢ 301

<1335> 3-(2-Aokerd)-1-Hd-5-(5-E& T2 ¢ 2rd v g dd-2-9)-1,2-tslo| = v 2| d-2-&

<1336> 'H-NMR(400MHz, CDCly): & (ppm) 7.46-7.58(m, 6H), 7.63-7.68(m, 1H), 7.72(d, 1H), 7.78-7.81(m, 1H),

7.97(ddd, 1H), 8.33(d, 1H), 8.44(d, 1H), 8.83-8.84(m, 1H).
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S=50dl 10-0904011

<1337> A Ao 302
<1338> 3-(2-Aol=Hd)-5-(2-REZF = gd-6-d)-1-#1d-1,2-0 o] =27 g d-2-&

<1339> 'H-NMR(400MHz, CDCly); 6 (ppm) 3.55(t, 2H), 3.83(t, 21, 6.57(d, 1), 6.97(d, 1H), 7.43-7.66(m, SI),
7.77-7.80(m, 2H), 8.18(d, 1H), 8.31(d, 1H).

<1340> 2A1A1¢) 303

<1341> 3-(2-Alohesd)-5-(2-vISA 7t 2 B d g d-6-U)-1-9d-1,2-T] 30| == v 2| ] -2-2

<1342> 'H-NMR(400MHz, CDCly): & (ppm) 3.99(s, 3H), 7.44-7.57(m, 6H), 7.65(dt, 1H), 7.78-7.81(m, 3H), 7.91(t,
1H), 8.04(dd, 1H), 8.30(d, 1H), 8.37(d, 1H).

<1343> A7) Aol 1642 FUI W EE old F8l= WHORE o]sle] FES A

<1344> A Ao 304

<1345> 5-[4-(tert-F o] e ¥ ) ¥ d |-3-(2-Al b= Y)-1-(3-F g F)-1,2-t] sl o] = 2 7] ] T -2-2

<1346> 1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.25(s, 9H), 4.72(br s, 1H), 7.47-7.54(m, 2H), 7.60-7.71(m, 4H), 7.73-
7.83(m, 2H), 7.93-8.02(m, 4H), 8.73(dd, 1H), 8.79(d, 1H).

<1347> 471 Aol 1673 AT WY = ofo] Fake W oR oldte] gEs AT

<1348> A A4 305

<1349> 3-(2-Alot i d)-4-wE-1-9d-5-(2-9] 2| d)-1,2-t] o] =2 ¥ 2 H-2-2

<1350> 1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 2.12(s, 3H), 7.28(ddd, 1H), 7.38-7.52(m, 8H), 7.59(s, 1H), 7.66(ddd,
1), 7.75-7.80(m, 2H), 8.66-8.70(m, 1H).

<I351> 7] Ao 1687 FUR W EE olo] Fak e oldle sFgEe A,
<1352> A Ao 306

<1353> 1-99-3-[N-(N' -3 I el @ e A A W) |-5-(2-5] e] D)-1,2-T) o] = 2 F gl wl-2-&

<1354> 1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.19-7.24(m, 1H), 7.26-7.36(m, 3H), 7.37-7.54(m, 7H), 7.70(d, 1H),

7.78(ddd, 1), 7.92(br s, 1), 8.09(d, 1H), 8.55-8.59(m, 1H), 9.33(br s, 1H), 10.03(d, 1H).
<1355> A A 307
<1356> 3-(2-AloteHd)-1-Hd-5-[N-(N'-s| ¢ L d)]-1,2-t] o] == d-2-2

<1357> 'H-NMR(400MHz, DMSO-d¢): & (ppm) 6.95(dd, 1H), 7.25(dd, 1H), 7.41-7.61(m, 8H), 7.65(d, 1H), 7.71(d,
H), 7.77(dd, 1H), 7.92(d, 1H), 8.03(d, 1H), 8.56-8.66(m, 1H), 9.02-9.10(m, 1H).

<1358> A4 308

<1359> 3-{4-IN-(N'-FE g dd ) d]}-1-Hd-5-(2-F g D)-1,2-H o] =2 H 2 -2-&

<1360> 1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 0.90(t, 3H), 1.32(tt, 2H), 1.42(tt, 2H), 3.09(dt, 2H), 6.16(br t, 1H),

7.29(dd, 1H), 7.44(d, 2H), 7.47-7.54(m, 1H), 7.54-7.60(m, 4H), 7.69(d, 2H), 7.82(ddd, 1H), 8.02(d,
1H), 8.35(d, 1H), 8.39(d, 1H), 8.53(br s, 1H), 8.58-8.61(m, 1H).

<1361> A7) AAle] 1693 T WY i oo Fale WHoR ot 3dES ST
<1362> A1 Ao 309
<1363> 3-(2-Alol=dd)-1-Hd-5-(2-F Fd 72 H d ) olu] -1, 2-T] 3}o| =2 H B H-2-2
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<1364>

<1365>

<1366>

<1367>

<1368>

<1369>

<1370>

<1371>

<1372>

<1373>

<1374>

<1375>

<1376>

<1377>

<1378>

<1379>

<1380>

<1381>

<1382>

<1383>

<1384>

<1385>

<1386>

<1387>

S=50dl 10-0904011

1H—NMR(4OOMHZ, CDCl3); & (ppm) 7.42-7.54(m, 7H), 7.63(ddd, 1H), 7.74-7.79(m, 3H), 7.92(ddd, 1H),
8.20(d, 1H), 8.58(d, 1H), 8.59-8.62(m, 1H), 9.80(br s, 1H).

A A4 310

1-99-3-[2-(1-] § 2]t ) P Fo e ] -6-(2-9 2 D)1, 2-T] o] E2 gl el 2 &

'H-NMR(400Miz, CDCly); & (ppm) 1.78-1.86(m, 4H), 2.66-2.74(m, 4H), 3.36(s, 2H), 7.20(ddd, 1H), 7.44-
7.56(m, 5H), 7.66(d, 1H), 7.75(ddd, 1H), 8.07(d, 1H), 8.54-8.58(m, 1H), 9.12(d, 1H), 10.15(br s, 1H).
A A 311

1-7d-3-{3-[1-(4-F o] H &} A 1) | L2 9] @ Ho}m| = }-5-(2-F 2] D)-1,2-H] s} o] =2 T 2] T -2-&

1
H-NMR(400MHz, CDCl3); & (ppm) 2.66(t, 2H), 2.69-2.76(m, 4H), 2.80(t, 2H), 3.30-3.36(m, 4H), 6.81-

6.86(m, 1H), 6.90-6.97(m, 2H), 7.18(ddd, 1H), 7.22-7.29(m, 2H), 7.40-7.53(m, 5H), 7.62-7.67(m, 1H),
7.73(ddd, 1H), 8.03(d, 1H), 8.53-8.57(m, 1H), 9.11(d, 1H), 10.56(br s, 1H).

Ao 312
-(E-FEtrTzy e d)otr] x-1-3d-5-(2- g B)-1,2-H 3| =2 g I -2-2

H-NMR(400MHz, CDCy): & (ppm) 1.80-1.88(m, 4H), 2.58-2.67(m, 6H), 2.86(t, 2H), 7.17(ddd, 1H), 7.42-
7.54(m, 5H), 7.65(d, 1), 7.73(ddd, 1H), 8.03(d, 1H), 8.53-8.57(m, 1H), 9.11(d, 1H), 10.91(br s, 1i).
A7) AAlel] 1709 AT W Es olel]l Tk W olste] dhetws SISl

AAld 313

5-Wl A opn] e-3-(2-A b d)-1-9d-1,2-t]3}o| =2 gl 2] Tl -2-2

'H-NMR(400MHz, CDCly): 6 (ppm) 4.15(s, 2H), 6.70(d, 1H), 7.30-7.36(m, 1H), 7.36-7.43(m, 8H), 7.43-
7.49(m, 31), 7.59(ddd, 1), 7.72-7.77(m, 2H).

Ao 314

-t dotr]e-1-3d-5-(2-¥] 2| d)-1,2-H3}o| E2 v 2 d-2-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 4.52(s, 4H), 7.12(ddd, 1H), 7.16-7.33(m, 10H), 7.37-7.54(m, 7H),
7.63(ddd, 1H), 7.80(d, 1H), 8.50-8.54(m, 1H).

A A4 315

3-(2-A|ohes 9 )-1-(3-3to] EEA 9D )-5-(2-3 2] D)-1,2-T sol =2 o] & 5l -2-&

1-[3-C8 25 A1) 34 -3 (2-Al o] d)-5-(2-] 2] &)1 2Tl sho = 2]l Wl-2-& 52 mg} 56 FebE-whi 20
ng® WEE 3 ol AL, S B9Y) el Aeold shw Bok wukslt. B8RS N ¥, 4
5sha, Qelshd 2 AmehEad (chEA d-s) R AAste] TA S5 26 ng AT

1
H-NMR(400MHz, CDCl3); & (ppm) 6.76(dd, 1H), 6.87-6.92(m, 1H), 6.93(dd, 1H), 7.22-7.30(m, 2H),

7.44(ddd, 1H), 7.60-7.67(m, 2H), 7.73-7.80(m, 3H), 8.25(d, 1H), 8.32(d, 1H), 8.33(br s, 1H), 8.59-
8.63(m, 1H).

A7) QA6 1715 BAF W EE ol Fah WHoR olstel GBS A
A Ao 316
1-918 A F-3-(2-Aloh 3] W)-5-(2-5] 2 D)1, 2- Tl ol E 25l e -

b

ol
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<1388>

<1389>

<1390>

<1391>

<1392>

<1393>

<1394>

<1395>

<1396>

<1397>

<1398>

<1399>

<1400>

<1401>

<1402>

<1403>

<1404>

<1405>

<1406>

<1407>

<1408>

<1409>

<1410>

<1411>

<1412>

S=50dl 10-0904011

1H—NMR(4OOMHZ, CDCls); & (ppm) 4.76(s, 2H), 5.63(s, 2H), 7.22(ddd, 1H), 7.26-7.42(m, 5H), 7.47(ddd,
1), 7.57(d, 1H), 7.64-7.80(m, 4H), 8.23(d, 1H), 8.34(d, 1H), 8.60-8.64(m, 1H).

AA 4 317

3-(2-Alohes]d)-1-Ao| 2 AGr]W-5-(2-7| 2] &)-1,2-tlslo| =2 e T2 &

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 1.32-1.42(m, 2H), 1.55-1.64(m, 2H), 1.65-1.75(m, 2H), 1.76-1.86(m, 2H),

2.53(ddd, 1H), 4.10(d, 2H), 7.21(ddd, 1H), 7.45(ddd, 1H), 7.58(d, 1H), 7.64(ddd, 1H), 7.71-7.79(m,
3H), 8.16(d, 1H), 8.28(d, 1H), 8.59-8.63(m, 1H).

A Ao 318
1-[1-(tert-2 BN k2 8 Y) 5] 2] -4~ | o D-3-(2-Al b ) -6-(2-S] 2] €)1, 2-F) e o] = 2] 2] (-2 &

1
H-NMR(400MHz, CDCls); & (ppm) 1.22-1.35(m, 2H), 1.45(s, 9H), 1.68-1.78(m, 2H), 2.14-2.27(m, 1H), 2.61-

2.76(m, 2H), 3.90-4.25(m, 4H), 7.22(ddd, 1H), 7.46(ddd, 1H), 7.58(ddd, 1H), 7.65(ddd, 1H), 7.73(ddd,
2H), 7.78(dd, 1H), 8.17(d, 1H), 8.21(d, 1H), 8.59-8.63(m, 1H).

A A4 319
1-[1-(A18 $ A7k 2 5 ) 3]sl 2] T4~ o D=3~ (2-Al b ) -5-(2-] 2] )~ 1, 2-F] Sfo] = 3] 2 vl -2-&

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 1.25-1.38(m, 2H), 1.68-1.81(m, 2H), 2.17-2.30(m, 1H), 2.70-2.86(m, 2H),

3.92-4.08(m, 2H), 4.15-4.32(m, 2H), 5.12(s, 2H), 7.22(ddd, 1H), 7.28-7.38(m, 5H), 7.46(ddd, 1H),
7.57(d, 1H), 7.65(ddd, 1H), 7.69-7.79(m, 3H), 8.17(d, 1H), 8.20(d, 1H), 8.59-8.62(m, 1H).

47 AN 6] 17434 BAT W EE o] F3hz PHoE olste] BFES T
A Ao 320
3-(312-1-9)-5-(2-5] 2 D)-1-9]d-1,2-T] S| =2 52 wl-2-2

'H-NMR(400MHz, CDCls): & (ppm) 6.33(t, 2H), 7.22(ddd, 1H), 7.36(t, 2H), 7.45-7.57(m, 6H), 7.74(td, 1H),
8.10(d, 1), 8.12(d, 1), 8.61(ddd, 1I).
ESI-Z2F; 314[M + H]

A Ao 321
3-(2-A okl o}v] 1) -5-(2-5] & F)-1-5 91, 2-t] o] = Z 5] e] Wl -2- &

1

H-NMR(400MHz, CDCls): & (ppm) 7.06(ddd, 1H), 7.21(ddd, 1H), 7.41-7.65(m, 9H), 7.71(td, 1H), 7.76(d,
1), 7.88(d, 1H), 8.60(ddd, 1H).

ESI-Aek; 365[M + H]

A A ¢ 322
3-(-vEdotr=)-5-(2-9 2 H)-1-3d-1,2-H3}o| =23 g -2-2

1

H-NMR(400MHz, CDCls): & (ppm) 6.80-6.86(m, 2H), 7.20(dd, 1H), 7.44-7.58(m, 6H), 7.70(d, 1H), 7.77(td,
1), 7.87(d, 1H), 7.96(s, 1H), 8.37(d, 1H), 8.59(d, 1H), 9.29(d, 1H).

ESI-Z2F; 341[M + H]

A A4 323
3-(1-0ld A EGobrie)-5-(2-5 & F)-1-59-1,2-t] o] = = 5] e] Wl -2- &
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<1413>

<1414>

<1415>

<1416>

<1417>

<1418>

<1419>

<1420>

<1421>

<1422>

<1423>

<1424>

<1425>

<1426>

<1427>

<1428>

<1429>

<1430>

<1431>

<1432>

<1433>

<1434>

<1435>

<1436>

SE53 10-0904011
"H-NMR (400MHz, CDCl3); & (ppm) 7.15-7.24(m, 3H), 7.46-7.59(m, 5H), 7.66(t, 1H), 7.77(d, 2H), 7.80(td,
1H), 7.97(d, 1H), 8.10(d, 1H), 8.25(d, 1H), 8.61(d, 1H), 9.11(s, 1H), 9.60(d, 1H).

ESI-Aek; 391[M + H]

A Ao 324
3-(1-1hE)-5-(2-9] 2] D)-1-9d-1,2-t] sl =2 5 e wl-2-2

"H-NMR(400MHz, CDCls): & (ppm) 6.52(dt, 1H), 7.06(ddd, 1H), 7.22(ddd, 1H), 7.31(td, 1H), 7.36(ddd, 1H),
7.43-7 57(n, 7H). 7.75(dt, 1H), 8.03(s. 1H), 8.09(d, 1H), 8.50(dd, 1H).
ESI-ek; 3650M + H]

A A ¢ 325
3-(9-7h2 12 9)-5-(2-9] 2] D)-1- 91, 2-T] S| =2 5] g Hl-p-2

'H-NMR(400MHz, CDCly); 6 (ppm) 7.22-7.29(m, 4H), 7.35-7.63(m, OH), 7.52-7.57(m, 1H), 8.12(dd, 2I),
8.43(dd, 1H), 8.46(dd, 1H), 8.61(ddd, 1H).

A 326

3-(R1E1-9)-5-(2-¥ g d)-1-7d-1,2-t]3}o| =2 ¥ g H-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.68(d, 1H), 7.17(td, 1H), 7.20-7.26(m, 2H), 7.47-7.55(m, 7H), 7.62(d,
1), 7.66(d, 1), 7.74(td, 1H), 8.27(d, 1H), 8.34(d, 1H), 8.61(ddd, 1H).

ESI-AF; 364[M + H]

A A4 327
3-(2-P|P-5-1d 5] §-1-9)-5-(2-5] 2 D)-1-9]d-1,2-T] Sfo| =2 5]

24
3o a-1-9d-5-(2-3] g 2)-1,2-t]dto] ER I ¢ H-2-2 25 mg& EF<l 10 meel &3A17]aL, 1-9d-1,4-30
GE 20 mgd p-EFAEEN(FIE) 0.2 ngs HA7FSHA, AR ¢ 7t BFAAG. A274A] W7ske,
HEe X3 B AUER FEod ta, oMEAER FEat. /715 I AdsR AFE
T Bmiadigo s lxste], &HlE A skl AAsSSY. AREE duybd 2E AReiEog
(Srt-opA EAtel AN = AAlste] A 82 12 mgs AU

rlo

_2_

oy
=2
o

o

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.26(s, 3H), 6.10(d, 1H), 6.34(d, 1H), 7.21(tt, 1H), 7.17(ddd, 1H),

7.21-7.27(m, 2H), 7.28-7.32(m, 3H), 7.39-7.54(m, 5H), 7.66(td, 1H), 7.83(d, 1H), 8.31(d, 1H),
8.53(ddd, 1H).

¢

A7) AR 3279 FAG PP EE olo] Fahs PHom olste] SgEe AT
A A ¢ 328
3-(2,5-tlm 95 8-1-9)-5-(2-5] ] D)-1-5] 9-1.2- ol =5 ] Hl-2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.16(s, 6H), 5.92(s, 2H), 7.22(ddd, 1H), 7.56-7.43(m, 6H), 7.75(td, 1H),
8.07(d, 1H), 8.37(d, 1H), 8.60(ddd, 1H).

A A4 329

3-(2-Alobe3d)-1-(A sl el 5l-4-2) o &-6-(2-7 2] 2)-1,2-Tlsfel =zl al 922

1-[1-(01 8 541 7h2 5 9130 2] -4- 9 ] o -3~ (2- A oh sl ) -5-(2-3] 2 )1, 2-T 8o E 23] 2] ¥-2-& 500 mg
oZVE 106 BEF-BAES ol §eh B Yol ue Fu)H Fa WS old HA HTE 382 ned

n2
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<1437>

<1438>

<1439>

<1440>

<1441>

<1442>

<1443>

<1444>

<1445>

<1446>

<1447>

<1448>

<1449>

<1450>

<1451>

<1452>

<1453>

<1454>

<1455>

S=50dl 10-0904011
AT,

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.22-1.34(m, 2H), 1.62-1.77(m, 2H), 2.08-2.20(m, 1H), 2.55-2.63(m, 2H),

3.05-3.13(m, 2H), 4.00(d, 2H), 7.21(ddd, 1H), 7.45(ddd, 1H), 7.58(ddd, 1H), 7.64(ddd, 1H), 7.70-
7.79(m, 3H), 8.17(d, 1H), 8.21(d, 1H), 8.59-8.63(m, 1H).

A7) AAd 3209 BAT WY = olo] Fahiz WEoz ojske HEES AT
A Ao 330
3-(2-Aohe9)-1-[3-(4-3] s 2] ] 3. 4 A) | s -5~ (2-3] 2] D)-1,2-T sfol = 9] 2] ¥l -2-&

1
H-NMR(400MHz, CDCls); 8 (ppm) 1.60-1.73(m, 2H), 1.98-2.07(m, 2H), 2.69-2.77(m, 2H), 3.08-3.17(m, 2H),

4.39-4.46(m, 1H), 6.98-7.02(m, 1H), 7.04-7.09(m, 2H), 7.21(ddd, 1H), 7.38-7.48(m, 2H), 7.58-7.67(m,
2H), 7.72-7.81(m, 3H), 8.29-8.32(m, 2H), 8.58-8.61(m, 1H).

A A4 331
1-(1-912 9 5] 2] 91-4-91) ] -3~ (2-Al o9 ) -5-(2-3 ] &)-1, 2-T) o] = .3 2] Wl -2-&

3-(2-Aob e d)-1-(3) 2 W -4- ) W & -5-(2-3 2 &)-1, 2-T) ol S 2] e F-2-& 30 mg FEEIE 2 ntol
A3, Y sl EelDoln 0.04 n D FSMEYD 19 ngS FrSA, LA 243 FF wuksrl
32 %

o, wsds FrRIEoR N, 3 THAVEFS, X3 AA5E AT, 77
oz Axs T 4 s5sta, destd 23 A2vtEad (ol EAE-aah 2 HAste] ®A4 3g
& 25 mgs AAH

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.22-1.52(m, 2H), 1.65-1.78(m, 1H), 1.80-1.98(m, 1H), 2.28-2.41(m, 1H),

2.70-2.86(m, 1H), 2.88-3.06(m, 1H), 3.70-3.88(m, 1H), 3.90-4.23(m, 2H), 4.65-4.87(m, 1H), 7.22(dd,
1H), 7.36-7.42(m, 5H), 7.46(dd, 1H), 7.55-7.60(m, 1H), 7.62-7.72(m, 2H), 7.72-7.79(m, 2H), 8.16(d,
1), 8.22(d, 1H), 8.59-8.63(m, 1H).

7] A6 3315 FAF WY EE olo] Fah WPOE ojske] HFEL TR
A A4 332
1-(1-o} A9 ]9 2] 9-4-91) ¥ -3~ (2-A] ka3 ) -5-(2-3 ] D)1, 2-T] sho = ] 2] wl-2- &

1
H-NMR(400MHz, CDCls); & (ppm) 1.22-1.38(m, 2H), 1.75-1.86(m, 2H), 2.08(s, 3H), 2.20-2.35(m, 1H), 2.50-

2.60(m, 1H), 2.98-3.08(m, 1H), 3.79-3.87(m, 1H), 3.95(dd, 1H), 4.05-4.15(m, 1H), 4.61-4.70(m, 1H),
7.23(ddd, 1H), 7.47(ddd, 1H), 7.58(d, 1H), 7.63-7.71(m, 2H), 7.72-7.80(m, 2H), 8.17(d, 1H), 8.21(d,
1H), 8.59-8.63(m, 1H).

A A4 333
1-[3-(N-opA 8 7] 2 9-4-0 & A )9 -3~ (2-A ope W )-5-(2-3 2| @)1, 2] sfo] = 9] ] ¥l -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.77-2.02(m, 4H), 2.12(s, 3H), 3.37-3.45(m, 1H), 3.59-3.72(m, 2H), 3.75-

3.83(m, 1H), 4.57-4.62(m, 1H), 7.01(ddd, 1H), 7.07-7.12(m, 2H), 7.22(ddd, 1H), 7.43(dd, 1H), 7.46(ddd,
1H), 7.61(ddd, 1H), 7.64(ddd, 1H), 7.72-7.80(m, 3H), 8.29(d, 1H), 8.31(d, 1H), 8.58-8.62(m, 1H).

A A ¢ 334
1-[3- (-1 A 5] S 2] Tl -4- 9 £ A 3 D ]-3-(2-Aloha= D) -5-(2-5] 2] D)-1,2-t] sho] = 2 9] 2] 22

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.75-2.13(m, 4H), 3.30-3.47(m, 1H), 3.58-3.72(m, 1H), 3.75-3.87(m, 1H),

3.88-4.03(m, 1H), 4.56-4.68(m, 1H), 6.99-7.03(m, 1H), 7.07-7.13(m, 2H), 7.20-7.25(m, 1H), 7.38-7.49(m,
7H), 7.59-7.67(m, 2H), 7.72-7.80(m, 3H), 8.28(d, 1H), 8.31(d, 1H), 8.58-8.62(m, 1H).

- 110 -



<1456>

<1457>

<1458>

<1459>

<1460>

<1461>

<1462>

<1463>

<1464>

<1465>

<1466>

<1467>

<1468>

<1469>

<1470>

<1471>

<1472>

<1473>

<1474>

<1475>

<1476>

S=50dl 10-0904011

AAld 335
1-[1-(A =¥ d) v # 2| d-4-A | d&-3-(2-Al ob= ¥ d )-5-(2-F g & )-1,2-t] sfo| =2 9] 2] T -2-2

3-(2-Alobesl ) -1-(I g d-4-) W e -5-(2-F 2 &)-1, 2-Hslol =2 9 2] -2-2 30 mgSs EREEF
ge1A715, W shol Eeleloln 0.04 ne R FHMALEN 23 mg WAL, AeolA 243

Lol oft i
to 1% o
El
z

sholh. w3l FEREgow Astel, 5 FMIEGS, =8 495z Agsdt. #7135 3
MigoR A% F, 4d FEHehm, 2esbd ¥ AsrhEdsl (s g-ah . gAlstel £
32 30 ng AT

1
H-NMR(400MHz, CDCls); & (ppm) 1.41-1.60(m, 2H), 1.77-1.85(m, 2H), 1.95-2.06(m, 1H), 2.20-2.31(m, 2H),

3.80-3.88(m, 2H), 3.98(d, 2H), 7.22(dd, 1H), 7.45(ddd, 1H), 7.48-7.68(m, 6H), 7.70-7.79(m, 4H),
8.15(d, 1H), 8.17(d, 1H), 8.59-8.63(m, 1H).

A7) A6l 3355 BAT W e ol Faht WyoR olstel SFEBE TN
A A4 336
3-(2-Alob=sld)-1-[1-( £ ¥ ) sl 2] 9-4- L | ] W-5-(2-51 2] D)-1,2- v sho] = =.5] 2] W22

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 1.43-1.56(m, 2H), 1.83-1.92(m, 2H), 2.17-2.30(m, 1H), 2.63-2.72(m, 2H),

2.77(s, 3H), 3.80-3.88(m, 2H), 4.03(d, 2H), 7.20-7.26(m, 1H), 7.44-7.51(m, 1H), 7.55-7.61(m, 1H),
7.63-7.72(m, 2H), 7.73-7.82(m, 2H), 8.17(d, 1H), 8.21(d, 1H), 8.59-8.64(m, 1H).

AAo 337
1-{3-[1-(AA =X D) 2| d-4- LA S A | # D }-3-(2-A o} =¥ D )-5-(2-F] | & )-1,2-T] efo| == v gl -2-

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.90-2.10(m, 4H), 3.10-3.23(m, 4H), 4.38-4.45(m, 1H), 6.87-6.92(m, 1H),

6.98(dd, 1H), 7.05(ddd, 1H), 7.22(ddd, 1H), 7.38(dd, 1H), 7.46(ddd, 1H), 7.52-7.66(m, 5H), 7.72-
7.80(m, 5H), 8.25-8.28(m, 2H), 8.57-8.60(m, 1H).

A A4 338
3-(2-Alobe 3 d)-1-(3-[1- (sl gk £ £ ) 3|9 2] 94~ A 51 }-6-(2-5 2] 2 )- 1, 2-T] sho] = 23] 2] (-2

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.98-2.10(m, 4H), 2.81(s, 3H), 3.30-3.41(m, 4H), 4.56-4.62(m, 1H), 6.98-

7.02(m, 1H), 7.08-7.13(m, 2H), 7.23(ddd, 1H), 7.44(dd, 1H), 7.47(ddd, 1H), 7.61(ddd, 1H), 7.65(ddd,
1), 7.73-7.80(m, 3H), 8.28(d, 1H), 8.32(d, 1H), 8.59-8.62(m, 1H).

A Ao 339
3-(2-Alobesd)-1-(1- N3] o2 -4~ o D=5~ (2-5] & D)1, 2-Tlgfo] = 2 5] 2] ¥l-2- &

3-(2-AJobredld)-1-(F A g d-4-D) vl D -5-(2-F] g d)-1,2-Hslo| =29 2l -2-2 80 mgs SEEEF 2 mlol
Hlzekdslo] = 73 mg, EFolMEAIFASFAUESR 97 mg B oM EAL 41 mgs H7bebar, A-eA
etk wWhE S FRExEoR IMetal, ¥3t FEIUERST, ¥3 AT AT

R84 L ==
7158 vt os Az §, A sFskal, N Akl 29 asetE gy (ot d-dah) 2
Ak A B 80 mgE AT

1
H-NMR(400MHz, CDCl;); 6 (ppm) 1.44(ddd, 2H), 1.68-1.76(m, 2H), 1.92-2.06(m, 3H), 2.37-2.93(m, 2H),

3.48(s, 2H), 4.01(d, 2H), 7.18-7.25(m, 2H), 7.27-7.32(m, 4H), 7.45(ddd, 1H), 7.56(d, 1H), 7.64(ddd,
1H), 7.70-7.78(m, 3H), 8.16(d, 1H), 8.19(d, 1H), 8.58-8.61(m, 1H).

A7) AN 3393 BAT W E olo] Fohs WHoR olske HYwe FAsATh
A A4 340
3-(2-Alobe sl d)-1-(1- @3] o2l -4~ W P-5-(2-5 @ D)1, 2-T] gl =2 5] 2] ¥l-2- &
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<1477>

<1478>

<1479>

<1480>

<1481>

<1482>

<1483>

<1484>

<1485>

<1486>

<1487>

<1488>

<1489>

<1490>

<1491>

<1492>

<1493>

<1494>

<1495>

<1496>

<1497>

<1498>

S=50dl 10-0904011

1
H-NMR(400MHz, CDCls); & (ppm) 1.38-1.50(m, 2H), 1.65-1.80(m, 2H), 1.88-2.05(m, 3H), 2.25(s, 3H), 2.82-

2.92(m, 2H), 4.01(d, 2H), 7.19-7.24(m, 1H), 7.43-7.49(m, 1H), 7.56-7.60(m, 1H), 7.62-7.68(m, 1H),
7.70-7.80(m, 3H), 8.17(d, 1H), 8.20(d, 1H), 8.59-8.63(m, 1H).

AA 4 341
1-[3-(v-A R ) 2] W -4- U 4 A 9 ]-3-(2- Al ohe AW )-5-(2-F 2l P)-1,2-T] sfo] =2 3 ] 1l -2 &

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.80-1.93(m, 2H), 1.97-2.08(m, 2H), 2.23-2.37(m, 5H), 2.60-2.73(m, 2H),

4.33-4.42(m, 1H), 6.97-7.02(m, 1H), 7.04-7.10(m, 2H), 7.19-7.24(m, 1H), 7.38-7.49(m, 2H), 7.58-7.68(m,
2H), 7.72-7.82(m, 3H), 8.28-8.33(m, 2H), 8.58-8.62(m, 1H).

A A ¢ 342
1-[3-(N-¥1 2 v o 2] A -4-A S A]) D | -3-(2-A| o} =3 )-5-(2-F g &)-1,2-H] sfo] = =9 2] T -2-2

1
H-NMR(400MHz, CDCl3); & (ppm) 1.78-1.88(m, 2H), 1.97-2.06(m, 2H), 2.26-2.35(m, 2H), 2.58-2.76(m, 2H),

4.33-4.41(m, 1H), 6.97-7.01(m, 1H), 7.04-7.08(m, 2H), 7.21(ddd, 1H), 7.24-7.28(m, 1H), 7.30-7.34(m,
4H), 7.40(dd, 1H), 7.46(ddd, 1H), 7.60(ddd, 1H), 7.64(ddd, 1H), 7.72-7.80(m, 3H), 8.30(s, 2H), 8.58-
8.61(m, 1H).

A A4 343
3-(4-A%}2 Y5 d)-1-51d-6-(2-5] 2] &)-1,2-Tlso] =2 ]l -3-2

3-[4-(tert- 9ol g2 W) 9 ]-1-9 d-5-(2-] 2] &)-1,2- ) sho] = -2-2 80 ng% EYEFFORM
EA 3 meol $3A715, 17 Bok HE BFAZT. A P T, oS obdEd v Egtelol
2o 45, = FWRUERSE, Td 4952 A4sdd. #715¢ FAGeE A%
284S opEN DR APstel TAl HFE 60 ngd

ww

)

LB wESL, A

Jor |
o,
rﬂ

1H—NMR(4OOMHZ, DMSO-ds); & (ppm) 7.31(ddd, 1H), 7.49-7.61(m, 5H), 7.82-7.90(m, 3H), 7.97-8.02(m, 2H),
8.03-8.07(m, 1H), 8.48(d, 1H), 8.54(d, 1H), 8.59-8.62(m, 1H).
A7) AR 1819 FAE PP EE olo] Fahs PHom olste] SuEe AT

A Ao 344
3-Ahol 22 8 Y obr] w7bE 1 J-5-(2-5 2] W)-1-5 d-1,2-t) Sho] S 2 7] e] o &

rr

1
H-NMR(400MHz, CDCls); 6 (ppm) 1.12-2.10(m, 10H), 3.97-4.04(m, 1H), 7.23(ddd, 1H), 7.43-7.58(m, 1H),

7.49-7.59(m, 4H), 7.74-7.77(m, 1H), 7.79(td, 1H), 8.55-8.56(m, 1H), 8.57(d, 1H), 9.18(d, 1H), 9.64(d,
1.

ESI-Aek; 374[M + H]

A A ¢ 345
3-(2-Aloh=3W)-6-(1-o} ket o}v] wmrbe 1 )-1-s 91, 2-T| o] =2 5 g W2~ &

'H-NMR(400MHz, CDCLy); & (ppm) 1.77-1.56(m, 7H), 1.97-2.15(m, 8H), 5.63(s, 1H), 7.42-7.54(m, 6l),
7.63(td, 1H), 7.74-7.78(m, 2H), 7.88(d, 1H), 8.12(d, 1H).

AN 346

3-(1-ottputg ol e gt2 W d)-5-(2-9 2] d)-1-d-1,2-t]slo| =2 ¥ g P -2-

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.50-1.72(m, 12H), 1.99-2.15(m, 3H), 7.21-7.29(m, 1H), 7.43-7.49(m, 2H),
7.48-7.60(m, 4H), 7.75-7.80(m, 1H), 8.47(d, 1H), 8.55(d, 1H), 8.60(ddd, 1H).
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<1499>

<1500>

<1501>

<1502>

<1503>

<1504>

<1505>

<1506>

<1507>

<1508>

<1509>

<1510>

<1511>

<1512>

<1513>

<1514>

<1515>

<1516>

<1517>

<1518>

<1519>

<1520>

<1521>

<1522>

S=50dl 10-0904011

AA o 347
3-{1-[4-(2-A o} ) B F A = | FF2 B d }-5-(2-F] g 2)-1-H -1, 2-H Fo| = 9] 2] -2-2

1

H-NMR(400MHz, CDCly); & (ppm) 3.12-3.31(m, 4H), 3.59-3.79(m, 4H), 6.99-7.06(m, 2H), 7.22(dd, 1H),
7.27-7.62(m, 81), 7.75(td, 1), 8.29(d, 1), 8.37(d, 1), 8.58(ddd, 1I).

ESI-A2F; 462[M + H]

AN 348
[(-Hd3lol=aA )Tt d |-5-(2-H g d)-1-#d-1,2-t]3lo]| =23 g -2

< H-NMR(400MHz, CDCly): & (ppm) 6.53(d, 1H), 6.89(t, 1H), 6.94(d, 2H), 7.20-7.30(m, 3H), 7.62-7.47(m,
5H), 7.71-7.77(m, 1H), 7.80(dd. 1H). 8.56-8.57(m, 1H), 8.64(d, 1H), 9.16(d, 1H), 11.23(d, 1H).
ESI-A2F; 383[M + H]

A Ao 349
3-dd ol =72 B d-5-(2-9] g d)-1-3¥d-1,2-t]3o| E= v g T -2-2

'H-NMR(400MHz, CDCls); & (ppm) 7.06-7.17(m, 1H), 7.23-7.28(m, M), 7.31-7.37(m, 2I), 7.46-7.62(m, 5I),
7.73-7.83(m, 4H), 8.58(ddd, 1H), 8.63(d, 1H), 9.29(d, 1H), 11.86(brs, 1H).

A X 4] 350

(3504) 3-(2-2=2=3d)-5-(4-S2 23 d)-1-(3-¥2g[d)-1,2-1] o] = = 9] -2

(350B) 3-(2-E=2=294)-5-(4-F22AE¥d)-1-(3-¥g)-1,2-t3lo| == v 2] T -2-2

3-(2-22294)-5-(4-F22HdE 2)-1-(3-F g d)-1,2-tsle| =2 g d-2-2 38 mgS TZZ2ZHE 10 ml

q f3|A 713, WY ol WEIEFRERMEA 15.4 ngS ﬂﬂ&ﬁ,%m 2ol A 147 FQF uwkekgitt,
HetE 2 2ozt 10 ngs H7ekar, W stell A 2A13E &9k ugkek § 30 mee] oM ELtE R 345t
<#lN¢&ﬂ%Eﬁ%%ﬂ°i*M%Pﬁ+ T7l5S E3F A4 ii%@ﬁ?l%?%&ﬂlﬂﬁziﬁi

star, Suls gsh stell AASSG. AREe Ae7H Z2F ARvtEIHI (G-t EREA) = A st
ol Al 3FE 3-(2-FRzd)-5-U-S22iAdEYd)-1-(3-9 g E)-1,2-"slo| =29 2 d-2-2 9 mg?} 3-
(C-2Rzdd)-5-U-222lAlaxd)-1-(3-¥ g 2)-1,2-tsto| =29 g d-2-2 6 mgS AU,

(3504)

'H-NMR(400MHz, CDCly); & (ppm) 7.27-7.33(m, 3H), 7.36(d, 1H), 7.40-7.44(m, 1H), 7.48-7.57(m, 3H), 7.63-
7.67(m, 20), 7.87-7.92(m, 1), 7.97(d, 1H), 8.70-8.76(m, 2H).

ESI-2; 441[M + 1]

(350B)

'H-NMR(400MHz, CDCly); & (ppm) 7.30-7.37(m, 2H), 7.44-7.52(m, 3H), 7.56(t, 1H), 7.58(t, 1H), 7.34(d,
1H), 7.84-7.88(m, 1H), 7.89(t, 1H), 7.92(t, 1H), 8.24(d, 1H), 8.71(dd, 1H), 8.75(dd, 1H).

ESI-22; 457(M + H]

71 Ao 1823 FUE W HE olof] Fohs WO R olste] detES ST

AA 9 351

3-(2-Aloh o d)-5-(5-H F-1H-l 2 o] W]} F-2-1)-1-9 d-1, 2-T] B} o| E2 7] ] T -2-&
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<1523>

<1524>

<1525>

<1526>

<1527>

<1528>

<1529>

<1530>

<1531>

<1532>

<1533>

<1534>

<1535>

<1536>

<1537>

<1538>

<1539>

<1540>

<1541>

<1542>

<1543>

<1544>

<1545>

<1546>

<1547>

S=53 10-0904011
"H-NMR(400MHz, CDCls): § (ppm) 2.45(s, 3H), 7.05(d, 1H), 7.34-7.43(m, 7H), 7.57(td, 2H), 7.62(ddd, 1H),
7.68(ddd, 1H), 8.18(d, 1), 8.27(d, 1H).

ESI-A2F; 403[M + H]

A A4 352
3-(2-Alobie D)5~ (4-v B-1-M 0] B] L} F-2-1)-1-9] -1, -] Sho| S 2 v e Wl -2- &

1

H-NMR(400MHz, CDCls): & (ppm) 2.50(brs, 1.5H), 2.63(brs, 1.5H), 7.02(d, 1H), 7.14(t, 1H), 7.30-7.40(nm,
7H), 7.52-7.58(m, 2H), 7.65(d, 1H). 8.18-8.23(m, 1H), 8.24(d, 1H).

ESI-Z2F; 403[M + H]

A A ¢ 353
3-(2-Alohuesl)d)-5-(5,6-1] & 2 Z- - 0] | thE-2-¢1)-1-5] d-1,2-E] o] = = 9] e] {l-2- &

"H-NMR(400MHz, CDCls): & (ppm) 7.39-7.49(m, 6H), 7.52-7.54(m, 1H), 7.60-7.66(m, 2H), 7.70-7.72(m, 1H),
7.72-7.74(m, 1), 8.21(d, 1), 8.37(d. 1H).
ESI-A2F; 457[M + H]

AN 354
3-(5,6-HF2E-11-HIZX o] v t}=Z-2-4)-5-(2-F g d)-1-Hd-1,2-t] dlo| = = 1| ] 1 -2-&

1

H-NMR(400MHz, CDCls): & (ppm) 7.27(ddd, 1H), 7.48-7.63(m, 6H), 7.82(td, 1H), 7.83-7.89(m, 2H). 8.59(d,
1H), 8.60(dt. 1H), 9.38(d, 1H), 12.15(s, 1H).

ESI-Z2F; 433[M + H]

A A4 355
3-(6-F 2 2-1H-N= ol vt} E-2-9))-5-(2-3] el &)-1-5] d-1,2-E] o] =& 5] o] 1l -2- &

1

H-NMR(400MHz, CDCls): & (ppm) 7.22-7.28(m, 2H), 7.50-7.63(m, 6H), 7.78-7.88(m, 3H), 8.58(dd, 1H),
8.61(ddd, 1H), 9.40(d, 1H).

ESI-ek; 399N + H]

A A ¢ 356
3-[1- (] 2] Wl-4- ) W = 0] | b -9l | -5-(2-51 & D )-1-9] -1, 2-T] Sho] = 2 v ] w2~ &

1

H-NMR(400MHz, CDCls): & (ppm) 7.10-7.13(m, 2H), 7.22-7.28(m, 2H), 7.31-7.46(m, 8H), 7.69(dt, 1H),
7.77(td, 1), 7.91(dt, 1H), 8.43(d, 1H), 8.59(ddd, 1H), 8.73-8.75(m, 2H).

ESI-A2F; 442[M + H]

A Ao 357
3-[1-(1- 453 ] ¥-4-)) W =] 7] thE-2-9 | -5-(2-5] & D)-1-9] -1, 2-T] o] = 3] e Wl -2-&

1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.01-2.20(m, 4H), 2.56-2.66(m, 2H), 3.02-3.07(m, 2H), 3.58(s, 2H), 4.09-

4.18(m, 1H), 7.21(ddd, 1H), 7.24-7.30(m, 3H), 7.31-7.36(m, 2H), 7.45-7.50(m, 4H), 7.52-7.60(m, 3H),
7.64(d, 1H), 7.74(td, 1H), 7.77-7.84(m, 2H), 8.48(d, 1H), 8.49(d, 1H), 8.58(ddd, 1H).
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<1548>

<1549>

<1550>

<1551>

<1552>

<1553>

<1554>

<1555>

<1556>

<1557>

<1558>

<1559>

<1560>

<1561>

<1562>

<1563>

<1564>

<1565>

<1566>

<1567>

<1568>

<1569>

<1570>

<1571>

<1572>

<1573>

<1574>

S=50dl 10-0904011

ESI-A2k; 538[M + H]

A 4] 358
3-(2-Alo}xHd)-5-(5,6-t)Fto| =2 -4h-ol vt} 2[4,5,1-1, i | AEA-2-U)-1-9d-1,2-t]3lo| =2 v 2| Tl -2-2

'H-NMR(400MHz, CDCly): & (ppm) 2.30(qu, 2H), 3.02(t, 2H), 4.47(t, 2H), 7.04(dd, 1H), 7.20(dd, 1H),
7.45-7.57(m, 7H), 7.65(td, 1H), 7.79(dd, 1H), 7.81(dd, 1H), 8.10(d, 1H), 8.22(d, 1H).
ESI-Z2k; 429[M + H]

A 4 359
3-(5,6-t]&o| =2 -4f-ol vt} 2 [4,5,1-1, j | AEH-2-4)-5-2-F & HD)-1-9d-1, 2-t]slo| = 23| 2| -2~

'H-NMR(400MHz, CDCly); & (ppm) 2.20(qu, 2H), 2.98(t. 2H), 4.35(t, 2H). 7.03(d, 1H). 7.18-7.23(m, 2H),
7.44-7 58(m, 5H), 7.62(d, 1), 7.70(d, 1H), 7.75(dt, 1H), 8.52(d, 1H), 8.57(ddd, 1H), 8.70(d, 1H).
ESI-A 2k 405[M + H]

A Ao 360
3-(1-s] gz o vl chE-2-91)-5-(2-3] 2] @)-1-9] d-1.2-t o] =2 5] ] wl-p- &

"H-NMR(400MHz, CDCls): & (ppm) 7.05-7.21(m, 3H), 7.25-7.45(m, 6H), 7.47-7.65(m, 7H), 8.10(d, 1H), 8.54-
8.59(m, 1H), 8.85-8.95(m, 1H), 9.22(d, 1H).
ESI-Z2k; 441[M + H]

Ao 361
3-(2-22 20 9)-5-(6-FZ2-1H-Mzo] v thE-2-9)-1-9]d-1,2-T] She] = = 5] 2] Wl-2-&

'H-NMR(400MHz, CDCls); & (ppm) 6.92(td, 1H), 6.97-7.07(m, 4H), 7.11-7.14(m, 2H), 7.18-7.24(m, 3H),
7.25-7.29(m, 2H), 7.94(d, 1H), 8.24(d, 1H).
ESI-AF; 432[M + H]

Ao 362
3-(2-Aob=¥d )-5-(Ih-ol v }Z [4,6-c] ¥ B F-2-%)-1-¥ d-1,2-H 3o E = 3] 2] T -2-2

'H-NMR(400MHz, CDCls): & (ppm) 7.04-7.09(m, 1H), 7.28-7.31(m, 1H). 7.44-7.60(m, 5H). 7.66-7.70(m, 2H),
7.74-7.78(n, 1H), 7.80(d, 1H), 7.93-7.96(m. 1H), 8.01(d, 1H). 8.40(d, 1H), 8.51(d, 1H).
ESI-A 2k 390[M + H]

A4 363
3-(6-HB-1H-W= o] vt} E-2-%)-5-(2-¥] 2| 2 )-1-9d-1,2-T] 3}o]| == vl g I -2-2>

'H-NMR(400MHz, CDCly); & (ppm) 2.50(s. 3H), 7.08-7.15(m, 1H), 7.23-7.26(m, 1H). 7.45-7.69(m, 7H),
7.81(td, 1H), 7.88(d, 1H), 8.56(d, 1H), 8.59(ddd, 1H), 9.40(d, 1H), 11.95-12.07(m, 1H).
ESI-A 2k 379[M + H]

Ao 364
3-(5-m - 1H-W = o] W] }2-2- )-6-(2-¥] g &)-1-¥'d-1,2-H o] E=F gl T -2-2
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<1575>

<1576>

<1577>

<1578>

<1579>

<1580>

<1581>

<1582>

<1583>

<1584>

<1585>

<1586>

<1587>

<1588>

<1589>

<1590>

<1591>

<1592>

<1593>

<1594>

<1595>

<1596>

<1597>

<1598>

<1599>

S=50dl 10-0904011
1H—NMR(4OOMHZ, CDCl3); & (ppm) 2.49(s, 3H), 7.12(t, 1H), 7.24-7.27(m, 1H), 7.31-7.72(m, 7H), 7.80(td,
1H), 7.87(d, 1H), 8.56(d, 1H), 8.59(ddd, 1H), 9.40(d, 1H), 11.94-12.07(m, 1H).

ESI-Aek; 379[M + H]

A A ¢ 365
3-(2-Alohes ) -5-[1-(1- 2 3] A el -4~ ) W = o] m] Tk -2- 9 |-1-5 -1, 2-T] S o] = 2] 2] €l-2- &

1H—NMR(4OOMHZ, CDCls); & (ppm) 1.92(dd, 2H), 2.36(t, 2H), 2.75(ddd, 2H), 3.05(d, 2H), 3.62(s, 2H),

4.58(tt, 1H), 7.26-7.41(m, 7H), 7.44-7.51(m, 2H), 7.52-7.56(m, 4H), 7.65(td, 1H), 7.70(dd, 1H),
7.72(d, 1H), 7.73-7.81(m, 3H), 8.01(d, 1H).

ESI-Ak; 562[M + H]

A Ao 366
3-(2-A ob= ) -5~ (5-¥ B Al -1H-# = 0] v thE-2-91)-1- -1, 2-T] o] = = 5] 2] W2~ &

"H-NMR(400MHz, CDCly): & (ppm) 3.83(s, 3H), 6.85(dd, 1H), 7.24-7.47(m, 8H), 7.50(d, 2H), 7.60(dt, 1H),
8.15(s, 1), 8.16(s, 1I).
ESI-A2F; 419[M + H]

A A ¢ 367
3-(1H-o]m| bz [4,5-c]9] 2] 9-2-9))-5-(2-5] 2] D)-1-3d-1,2- Tl she| E 2 5] 2] W12

1
H-NMR(400MHz, CDCl3); 6 (ppm) 7.19-7.28(m, 1H), 7.48-7.63(m, 4H), 7.69-7.90(m, 2H), 8.08(d, 1H),

8.12(d, 1H), 8.16-8.22(m, 1H), 8.34(d, 1H), 8.59(d, 1H), 8.58-8.62(m, 1H), 9.44(d, 1H), 12.20(brs,
1.

ESI-ek; 366[M + H]

A Ao 368
3-(2-Aloh=3)-6-[1- (7] 2] Wl-4-91) = o] m] th-2- 91 -1-3 d-1, 2- T Sho] = 9] 2] 22

'H-NMR(400MHz, CDCIy); & (ppm) 7.29-7.34(m, 4H), 7.35-7.51(m, 8H), 7.59(td, 1H), 7.69(d, 1H), 7.73(dd,
1D, 7.82(d, 1), 7.84(dt, 1H), 8.91(dd, 2H).

ESI-2F; 466[M + H]

A7) AN 1835 FAT P EE olo] ok wHew olsel BFES AT

A Ao 369

3-(2-2225d)-5-(5-Ee] T 0 Zul YWz o} F-2-9))-1-sd-1,2-T] sho] = 23] 2] -2- &

1

H-NMR(400MHz, CDCly): & (ppm) 7.32-7.37(m, 2H), 7.47-7.58(m, 7H), 7.61(ddd, 1H), 7.99(d, 1H), 8.14(d,
M), 8.21-8.23(n, 1H), 8.39(d, 1H).

ESI-A2F; 483[M + H]

A A4 370
3-(5-Ee] E20 ZrlgEE] o} -2-91)-5-(2-5] 2] D)-1-3d-1,2-t] Sho| =2 5] ¢ €l-2- &
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<1600>

<1601>

<1602>

<1603>

<1604>

<1605>

<1606>

<1607>

<1608>

<1609>

<1610>

<1611>

<1612>

<1613>

<1614>

<1615>

<1616>

<1617>

<1618>

<1619>

<1620>

<1621>

<1622>

<1623>

<1624>

<1625>

S=50dl 10-0904011
1
H-NMR(400MHz, CDCl;); 6 (ppm) 7.26-7.30(m, 1H), 7.51-7.64(m, 6H), 7.81-7.87(m, 2H), 8.08(d, 1H),
8.39(s, 1H), 8.63(d, 1H), 8.64(t, 1H), 9.50(d, 1H).

ESI-A2F; 450[M + H]

A A4 371
3-(AzxEo}Ed)-5-(2-v g d)-1-¥d-1,2-H3}o| ==y 2 -2-2

1

H-NMR(400MHz, CDCls): & (ppm) 7.26-7.30(m, 1H), 7.41(t, 1H), 7.50-7.60(m, 6H), 7.84(t, 1H), 7.88-
7.94(m, 1H), 7.98(d, 1H). 8.12(d, 1H), 8.60-8.63(m. 2H). 9.48-9.52(m, 1H).

ESI-ek; 382[M + H]

A A o] 372
5-(flzEo}=d)-3-[2-(HlxE o} =H)H d]-1-¥d-1,2-t|3}o| = 2F g H-2-&

'H-NMR(400MHz, CDCly); & (ppm) 7.09-7.14(m, 2H), 7.25-7.33(m, 4H), 7.37(td, 1), 7.42(td, 1H), 7.46-
7.52(m, 4H), 7.80(ddt, 2H), 7.90(ddt, 2H), 7.95(d, 1H), 8.12(d, 1), 8.30(d, 1H).

ESI-2; 514N + H]

A7) AR 1843 FAR W EE o] Fahe Yo olstel S AU

A A ¢ 373

5-(2-NESALEY)-3-[2-(2-NESAED) oG ]-1-9]9-1,2-T]Slo| =23l ©)-2- &

"H-NMR(400MHz, CDCls): & (ppm) 7.22-7.42(m, 7H), 7.44-7.73(m, 9H), 8.26(d, 1H), 8.34(d, 1H), 8.48(d,
1H).
ESI-A2F; 482[M + H]

A Ao 374
3-(2- =LA EY)-5-(2-F D)-1- -1, 2- T el =2 ] el el -2-2

"H-NMR(400MHz, CDCls): & (ppm) 7.22-7.28(m, 1H), 7.29-7.32(m, 2H), 7.42-7.46(m, 2H), 7.48-7.50(m, 3H),
7.54-7 .58(m, 1H), 7.70-7.80(m, 3H), 8.55-8.60(m, 2H), 9.03(d, 1H).
ESI-Aek; 366[M + H]

A9 375
3-(2-222WY)-5-(5-F2EWEGAE-2-9)-1-9d-1,2-Te| =2 v vl-2-£

1

H-NMR(400MHz, CDCly): & (ppm) 7.27-7.35(m, 3H), 7.41-7.51(m, 4H), 7.52-7.57(m, 4H), 7.67(d, 1H),
8.25(d, 1H), 8.49(d, 1H).

ESI-A2F; 433[M + H]

A A ¢ 376
3-(5-222NE SN E--91)-5-(2-] 2] D)-1-9] -1, 2-T o] = 2 o] g lp-&

1
H-NMR(400MHz, CDCls); & (ppm) 7.26(ddd, 1H), 7.33(dd, 1H), 7.47-7.58(m, 6H), 7.72(dt, 1H), 7.79(d,
1H), 7.79(td, 1H), 8.55(d, 1H), 8.62(ddd, 1H), 9.12(d, 1H).
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<1626>

<1627>

<1628>

<1629>

<1630>

<1631>

<1632>

<1633>

<1634>

<1635>

<1636>

<1637>

<1638>

<1639>

<1640>

<1641>

<1642>

<1643>

<1644>

<1645>

<1646>

<1647>

<1648>

<1649>

<1650>

<1651>

S=50dl 10-0904011

ESI-22k; 340[M + H]

A7) AA 6 3155 FAF W E old] Faht Wo® olate) HABe s,
AN 377

5-[1-(s 2} §1-4- ) = o] n ch -2~ |-6-(2-9 2] ©)-1-9d-1, 2-Tsol =2 5] 2] w2~ &

1H—NMR(4OOMHZ, CDCl3); &6 (ppm) 2.01-2.15(m, 2H), 2.42-2.52(m, 2H), 2.66-2.84(m, 2H), 3.20-3.30(m, 2H),

4.21-4.40(m, 1), 7.19-7.83(m, 12H), 8.49(d, 1), 8.52(d, 1H), 8.56-8.59(m, 1i).

ESI-22k; 448[M + H]

A A 378

(3784) 3-(2-Alot=dd)-5-[1-(I gl d-4-) M=ol m|t}E-2-L]-1-Hd -1,2-T]slo] =29 d-2-2
(378B) 3-(2-Alot=dd)-5-[1-(1-HE o # g d-4-d) W= o] vt} E-2-¢] -1-7d-1,2-t] o] =2 T 2] d-2-2
(3787)

"H-NMR(400MHz, CDCls): & (ppm) 1.90-2.02(m, 2H). 2.65(ddd, 2H). 3.01(t. 2H), 3.28(d, 2H), 4.69(tt, 1H),
7.27-7.29(m, 2H), 7.47-7.55(m, 6H), 7.67(td, 1H), 7.71(d, 1H), 7.67-7.83(m, 4H), 8.05(d, 1H).

ESI-AF; 472[M + H]

(378B)

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.90-2.00(m, 2H), 2.35-2.40(m, 2H), 2.41(s, 3H), 2.73-2.87(m, 2H), 3.00-

3.10(m, 2H), 4.51-4.62(m, 1H), 7.26-7.30(m, 2H), 7.44-7.54(m, 6H), 7.65(td, 1H), 7.70-7.83(m, 5H),
8.03(d, 1H).

ESI-2 2k 486[) + H]

AN e 379

(3794)  3-(2-Ao}besd)-5-(2- & d)-1-(A ] P-3-9)-1,2-t] o] =2 v 7] I -2-&
(379B) _3-(2-Alobx¥d)-5-(2-3 2 & )-1-(N-{l A F Fl 2] 9-3-¢)-1,2-Y 3} 0| = 2 9] 2 ¢l -2-
(3794)

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.90-2.05(m, 2H), 2.13-2.22(m, 1H), 2.35-2.44(m, 1H), 2.70(td, 1H),

3.05-3.12(m, 1H), 3.37(d, 1H), 3.60-3.72(m, 1H), 4.97-5.05(m, 1H), 7.21(ddd, 1H), 7.45(td, 1H),
7.57(d, 1H), 7.64(td, 1H), 7.68-7.78(m, 3H), 8.13(d, 1H), 8.48(d, 1H), 8.62(ddd, 1H).

ESI-A2k; 357[M + H]
(379B)

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 1.65-1.75(m, 2H), 1.92-2.05(m, 2H), 2.45-2.60(m, 2H), 2.70-2.80(m, 1H),

2.97(dd, 1H), 3.55(s, 2H), 5.15-5.20(m, 1H), 7.22(ddd, 1H), 7.27-7.32(m, 1H), 7.40-7.49(m, 4H), 7.52-
7.5(m, 2H), 7.61-7.77(m, 5H), 8.15(d, 1H), 8.65(ddd, 1H).

ESI-Zek; 447[M + H]

A A4 380
3-(2-Aloke39)-5-(N- 3 s 2] ©-2-%0)-1- -1, 2-t] o] =2 o 2] - &
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<1652>

<1653>

<1654>

<1655>

<1656>

<1657>

<1658>

<1659>

<1660>

<1661>

<1662>

<1663>

<1664>

<1665>

<1666>

<1667>

<1668>

<1669>

<1670>

<1671>

<1672>

<1673>

<1674>

S=50dl 10-0904011

1
H-NMR(400MHz, CDCls); & (ppm) 1.24-1.39(m, 2H), 1.73-1.85(m, 2H), 2.04-2.14(m, 3H), 2.16(s, 3H),

2.63(dd, 1H), 3.00(d, 1H), 7.37-7.56(m, 5H), 7.59(td, 1H), 7.64-7.70(m, 2H), 7.72-7.74(m, 1H), 7.74-
7.76(m, 2H).

ESI-2; 370N + H]

d7) A 73 sdo] o R o]ste] FetES ST

AA 4 381

3-(2-Alohesd)-5-(2-3] 2] D)-1-(2- U EZEFA-4-9)-1,2-T] o] ER T ] Tl -2- &

'H-NMR(400MHz, CDCl); & (ppm) 2.69(s, 3H), 7.23-7.28(m, 1H), 7.48(td, 1H), 7.56-7.51(m, 1H), 7.62(d,
1), 7.66(t, 1H), 7.74-7.81(m, 4H), 8.21(d, 1H), 8.30(d, 1H), 8.32(d, 1H), 8.61(d, 1H).

A Ao 382

(3824) 3-(4-S=Z2HAEId)-5-(2-F & d)-1-9d-1,2-t]3e| =2 v d-2-&

(382B) 3-(4-Z22WA&¥d)-5-(2-Hg)-1-7d-1,2-t]dol =2 g d-2-&

3~(4-F22AYE Q)-5-(2-F g d)-1-Hd-1,2-tslo| =29 gdd-2-& 6 mngS CFZ2uE 3 ol
GalAl71a, W Sl HWEFEZERANEA 3 ngs HIFE &, Y 2EoA 3087 wRksIITE. ARolA 5
Az SoF wRkEE F 10 mee] olAExER FMEta, IN FAEUEF FEN02 AAEATY. fU1ES
xsh AYrR AR &, S dimtavla o s dxstal, e St kel AAS Y. ARES At
Z4 ARvETRT (Lol EL YA E AASY, A FFE FU-SEREAAETE)-5-C-HYd)-
1-3d-1,2-tJ3le| =29 gd-2-2 1.2 mg¥ 3-(4-F22HlAlexd)-5-(2-7 2 d)-1-9d-1,2-t] 3l =2 7] &

H-2-2 1.5 mgS 4.

(3824)

'H-NMR(400MHz, CDCLy); & (ppm) 7.23-7.29(m, 2H), 7.37-7.54(m, 6H), 7.72(dt, 1), 7.79(td, 1H), 7.87(t,
1H), 7.89(t, 1H), 8.44(d, 1H), 8.57-8.60(m, 1H), 8.69(d, 1H).

ESI-22F; 407[M + H]

(382B)

H-NMR(400MHz, CDCl); & (ppm) 7.22-7.30(m, 2I), 7.37-7.40(m, 2H), 7.42-7.52(m, 4H), 7.67(dt, 1H),
7.80(td, 1H), 8.09(t, 1H), 8.11(t, 1H), 8.58(d, 1H), 8.60(ddd, 1H), 9.06(d, 1H).

ESI-2; 423[M + 1]

7] A e 3823 FAF Wy =
A A< 383

(3834) 3-(2-d€&yd¥ad-5-9)-5-(2-¥ g d)-1-9d-1,2-t) o] =2 o] 2| -2-2
(383B) 3-(2-d€&¥d¥ad-5-9)-5-(2-¥ g d)-1-9d-1,2-t) o] =2 o] 2| -2-2
(3834)

rr

oel Faoh= WHoR ol setEs sl

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.24(t, 3H), 2.96(dt, 1H), 3.21(dt, 1H), 7.23-7.27(m, 1H), 7.48-7.58(m,

5H), 7.60(d, 1H), 7.77(td, 1H), 8.03(d, 1H), 8.28(d, 1H), 8.38(d, 1H), 8.44(dd, 1H), 8.64(ddd, 1H),
9.04(d, 1H).

ESI-AF; 402[M + H]
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<1675>

<1676>

<1677>

<1678>

<1679>

<1680>

<1681>

<1682>

<1683>

<1684>

<1685>

<1686>

<1687>

<1688>

<1689>

<1690>

<1691>

<1692>

<1693>

<1694>

<1695>

<1696>

<1697>

S=50dl 10-0904011
(383B)

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.33(t, 3H), 3.44(q, 2H), 7.25-7.28(m, 1H), 7.49-7.62(m, 6H), 7.78(dd,
1H), 8.14(d, 1H), 8.31(d, 1H), 8.41(d, 1H), 8.51(dd, 1H), 8.64(ddd, 1H), 9.13(d, 1H).

ESI-A2F; 418[M + H]

AN 384

3-(2-d g g d-5-9)-5-(2-7 g & )-1-¥d-1,2-H3}o| == ¥ g d-2-

3-(2-Fz 238 w-5-4)-5-(2-F g d)-1-9d-1,2-t]slo| =2 9] F§-2-& 13 mgS TWEXEolH= 20 miol
S 7)aL, EALE 10 ng, HEHI2EYHLE~AA ZaE 2 ngd Frleta, dix 297 sk AL A
wEtelE A EoE Rl (1.0M HEZSo|m2Fd 9)S HAHste] Hrlsliek. Ax B9)7] dke]l 100l
A 1AZE Fot 7k mdtslal, WS AS A271x] Wzbek & BS 3U1e F, oM EAbER FE3 Y. #
715 ¥x3 AESE Ay &, 55 ivlaodlgos Axste, §uE g st AASES Y. ARES
Ag7tA Ze] g2vlE gy (dal-old EALE AN Z AAlste] TA] TES 4 mgs AAL}.

'H-NMR(400MHz, CDCl3): & (ppm) 1.33(t, 3H), 2.87(q, 2H), 7.20-7.24(m, 2H), 7.44-7.60(m, 5H), 7.64-
7.70(m, 1H), 7.75(td, 1H), 8.18(dd, 1H), 8.25(d, 1H), 8.26(d, 1H), 8.61(m, 1H), 8.84(d, 1H).

A Ao 385

3-(2-2=2=2¥d)-5-(4-F22HHEQ)-1-(3-9 g E)-1,2-H 3ol =2 H g d-2-2

71 AAAld 1883w Wer #A sEe AU

'H-NMR(400Mz, CDCls); & (ppm) 7.23-7.50(m, SH), 7.52(d, 1H), 7.55-7.58(m, 1), 7.72(d, 1H), 7.86-
7.93(m, 1H), 8.66-8.76(m, 2H).

Ao 386

3-(2-Alot=Hd)-5-(I-l = o] ] t}£-2-)-1-7 d-1,2-H3lo] =2 ¥ 2| A -2-&

7] Al 1903 o] W er skl

1H‘NMR(400MHZ, CDCl3); 6 (ppm) 7.22-7.28(m, 2H), 7.32-7.50(m, 7H), 7.54-7.76(m, 4H), 8.20-8.21(m, 1H),
8.28-8.34(m, 1H).

ESI-ek; 389[M + H]
A A o] 387
3-(2-olehee)-5-(2-lel g )-1-Hd-1,2-Tste| =2 ol elwl2-

7] Al 1783 o] W er skl

1H—NMR(400MHZ, CDCl3); & (ppm) 1.21-2.06(m, 12H), 2.48(s, 2H), 3.25(s, 1H), 7.18(ddd, 1H), 7.33-7.52(m,
5H), 7.54(d, 1H), 7.72(td, 1H), 8.09(d, 1H), 8.11-8.13(m, 1H), 8.60(ddd, 1H).

21 A <] 388

3-(2-Alohesd)-5-(4-r G-l |tk [4,5-b] W] el Tl-2-9)-1-9] d-1,2-T] o] = 2. 9] 2] ¥1-2-&

3-(2-AlobHd)-5-(1H-°o W]t} 2[4, 5-c] ¥ HH-2-d)-1-H -1, 2-Ts}o| =23 2T -2-2 3 mgS oMAl&E 3 ml
afA7laL, ee=stid 2 ms H7ME 5, ARolA S wot wwksiglth. 3 bl wFska, IR
y E

ol

& = 1 w2 Yste], FABIER20 mgs H7betar, Aol 4A3tF Fot wnteig]
=, X3} HAFE AAsta, 4 daviadlaoR Ax
it dies de7bd 23 AazvtEada (N A27h) (St-opA Exb g A]) =
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<1698>

<1699>

<1700>

<1701>

<1702>

<1703>

<1704>

<1705>

<1706>

<1707>

<1708>

<1709>

<1710>

<1711>

<1712>

<1713>

<1714>

<1715>

S=50dl 10-0904011

o
ne

Aste], A sdES 2 ng At

"H-NMR(400MHz, CDCls): & (ppm) 4.31(s. 3H), 7.07(dd, 1H), 7.43-7.61(m, 7H), 7.64(td, 1H), 7.72(dd, 1H),
7.76(dd, 1), 8.09(d, 1), 8.71(d, 1), 8.73(d, 1H).
ESI-AF; 404[M + H]

A A4 389
3-(2-A| ok Y)-1-5d-5-(3-99-1,2,4-& A t] o} E-5-91)-1,2- Tl so] =z 9] 2] ¥l -2-&

3-(2-AJobmul ) -5-(HFAI 7L E R ) -1-9d -1, 2-Hsto| B2y 2Tl -2-2-9] Zhedaf whgel]l ofs ol 7=
AR 31 mgs HESRRWE 20 meoll &A7]aL, W sl SA-IFEGo|= 20 mge] HERRWE A&
Aatstar, Fujgke] fudEFotn| =8 Hrletar, A4 B97] eko] A2olA 143 et mukskgity. wkg-of
& A sl FFcte], dERzved &efsisivt. o] &S WY st Wl=oln =24 16 mgy E]oHo}
©00.05 me] EFA &qel AAste] Hupsklth. Aeshx] 2EE ASA7IAL, A 297 stelA sk
Qb wdkskgltk. 100Col 1AIZE &9t ZhEskar, A2k ¥R §, vk 28 *ﬂxéébl, T7sE E3
AArz A 5, Fo Rvtadlges Axste], SvlE At stell AlAsIY. AFE 28 mgE EFA
10 meoll &8fA17]aL, 5AIRE E<F 7FE SRAIZAT. A27HA dAs 5, &S ZHSE Shell A7 ske] WA AR

o ¥A HFES 2 ngS AT

1H—NMR(4OOMHZ, CDCls); & (ppm) 7.40-7.66(m, 9H), 7.68(dd, 2H), 7.80(dd, 1H), 8.12(dd, 2H), 8.32(dd,
1H), 8.52(dd, 1H).

A A4 390

3-(3-319-1,2,4- S AL 0}E-5-9))-1- A d-5-(2-5 2] D)1, 2- Tl Sho| 23] ¥l 2 &

A7) AN 3899 weka Al BFES Qe

'H-NMR(400Miz, CDCly): & (ppm) 7.25-7.29(m, 2H), 7.46-7.59(m, 7H), 7.70(d, 1), 7.81(td, 1H), 8.20-
8.23(m, 2H), 8.59(d, 1H), 8.63(ddd, 1H), 9.14(d, 1H).

A 391

3-(2-AohE]l 2 #M-3-Y)-5-(2-F 2| d)-1-¥d-1,2-t] | =2 9 d-2-2

3-(2-x =¥ e d-3-U)-5-(2-9 2| 2)-1-d-1,2-Hslo| =2y 2T -2-2 22 mgs oll®h& 20 meel &3A]7]aL,
Abstol=F ol 6.4 mg, oMAEAIUESE 10.1 mge H7bskaL, 80 C°ﬂ/‘1 34
<7 Wzhe 5, 23b @A AUER S8 i, oMAEAE R FESAT. fUS5E

2 AR 5, F Fidviadiees dxste], s A st AASY. SAARAM dojxl AF= 25
mgE HWEEFoME= 10 meol &siAl71ar, Egfoldelyl 0.02 ms H7bstal, W¥dE 5, 1,1'-7k2HdHo]
HtE 43 mgs H7eRlTh. 60TolA 1’\1 o wRbEE 5 A2 7starn, &8 H7bsto], opA|Extd]
g2 F23s3lt. #71sS 3 AR AR 5, B Rvtadlge® dxste], SvilE At stel Al
Astltt. IR=s AY7h2 2y ARvtEI Y (HA-okEAC YA 2 AAste], #A seE 15 nge A
AT,

3 o~
ot
252
N
N
iieA
ol
ol
32
ui
)

> oo

"H-NMR(400MHz, CDCls): & (ppm) 7.23(ddd, 1H), 7.46-7.58(m, 5H). 7.59(d, 1H), 7.65(d, 1H), 7.77(td, 1H),
7.78(d, 1H), 8.38(d, 1H), 8.57(d, 1H), 8.59(ddd, 1H).
ESI-A 2k 356[M + H]

AN o] 392
3-[2-(5-&A1ER) 9 d]-1-9d-5-(2-¥] g d)-1,2-T] 3| == v g -2-2

3-(2- X203 d)-5-(2-3 2 D)-1-91d-1,2-T)sfol =22 W-2-2 13 mgS WlTS 10 meol Sa)A7] 3, B
Hol Aol E 11 mgsl VAL 8 g WrMELEL, SR B A4 BRAAT. WSS AL7i Yne
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<1716>

<1717>

<1718>

<1719>

<1720>

<1721>

<1722>

<1723>

<1724>

<1725>

<1726>

<1727>

<1728>

<1729>

<1730>

<1731>

<1732>

<1733>

<1734>

S=S3 10-0904011
EE W, dA=UAYL e 47198 & X8 402 49T F B4 dibbagee
xS, NI delsha R Aeba ol & g

l,d stol, #A 88E 9 mge AU

o HU o
H
2
:\_I‘
2

N

1H—NMR(4OOMHZ, CDCl3); & (ppm) 6.98(s, 1H), 7.20(ddd, 1H), 7.36-7.51(m, 7H), 7.54(dt, 2H), 7.72(ddd,
2H), 7.84(s, 1H), 8.11(d, 1H), 8.30(d, 1H), 8.59(ddd, 1H).

A A ¢ 393

3-[2-(5-2 A2 2 )E| 0 W-3-91]-1-A d-5-(2-5] g &)1, 2-T] Sho] = E 5] el wl=- &

A7) AA 3923 o] WHoR %A FHIES AU

'H-NMR(400MHz, CDCls): & (ppm) 7.14(s, 1), 7.16-7.76(m, 10H), 7.82(s, 1), 8.16(d, 1H), 8.29(d, 1H),
8.58(d, 1M).

A A o] 394

3-(2-Alotesd)-5-(2-H g Prt2 B d)-1-7d-1,2-t] 5| =2 d-2-2

(394a) a-(2-HISAIHHA-5-)-2-F A&

- EA-5-HERIAHY 3.00 go] HEZSI|E2FT 50 M &NE 78Tl WS, n-FEYHE(1.6M I
gD 10 mE WAse] AT, AR FRE T, S AFUddse|= 1.70 g§ Hrhskm, 78T
AN 1R Fob wu §, AAE Aedl HEHn. Za 9aRE 89 WA, oEddgs &

29 3, opMEAYFS B, o A5 A4S F, Pvidson Axsdr. S8 49 BEs)
B, ARES AU 29 AnviEadsRIESd )R AAlstel, B8 wAle EA HEF 153 g
0-1041j[.
= AA .

'H-NMR(400MHz, CDCls): 6 (ppm) 3.93(s, 3H), 5.87(brs, 1H), 6.72(d, 11), 7.24(d, 1), 7.31-7.36(dd, 1H),
7.55-7.59(dd, 1H), 7.74-7.80(dd, 1H), 8.21(d, 1H), 8.62(d, 1H).
(394b) 5-(2-¥E 72 R Y)-2-HEA F o

a-(2-HEA T Fd-5-2)-2-9 2 A EH-L 0.83 g oFAE 20 m¢ §No] A o)Al 1.70 g ,
Ao A 30 S A3 wRksIGITE. HAES AL, olAELE AAHT &, oHNE FHdle], WA
TAY FA ITE 0.80 g2 FAT).

o

1

H-NMR(400MHz, CDCls); & (ppm) 4.04(s, 3H), 6.84(dd, 1H), 7.48-7.54(ddd, 1H), 7.89-7.95(ddd, 1H),
8.09(d, 1H), 8.36-8.40(dd, 1H), 8.70-8.74(m, 1H), 9.09(d, 1H).

(394c) 5-(2-¥ddst2rd)-1,2-t)slo| =2y g dH-2-(1H)-&

5-(2-m g d7t2Rd)-2-wHEA Y 0.79 g2 48% BE3ZF2A 5.0 meol] &siA )AL, 70TColA 30%3F nwt
sttt WW 3 B2 FAsta, ebAEeR Fokste], AEd IAEE A7 AFS H, =, dGoeE A
Ao, Azxste] WA ko] ¥4 3FE 0.51 g2 AU

1H—NMR(4OOMHZ, DMSO-dg); & (ppm) 6.45(d, 1H), 7.65-7.70(ddd, 1H), 7.95-8.00(dd, 1H), 8.05-8.20(m, 2H),
8.68-8.75(m, 2H), 12.17(brs, 1H).

(394d) 5-(2-¥gdyl2rd)-3-B251-1 2-U3}lo| =23 g d-2-(1H)-&

5-(2-7gdyt2rd)-1, 2-t)sle] =2 9 g d-2-(1H)-& 0.23 g¢] THExEoln= 2.0 m Ao Ao N-
HaREAeu = 0.21 g& H7bsta, 143 &<t %ﬁ@ﬂ—«aiA“&ﬂ**§}@@%§GH+ﬂﬁaﬂ,
giﬂﬁﬁwaﬁiﬁﬁ,%%ﬁ%gﬁgﬂ‘ﬁ—026g A},

1H‘NMR(400MHZ, DMSO-ds); 6 (ppm) 7.67-7.71(ddd, 1H), 7.99-8.03(ddd, 1H), 8.04-8.08(dd, 1H), 8.47(d,
1H), 8.73-8.75(m, 1H), 8.79(brs, 1H), 12.72(brs, 1H).
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<1736>
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<1738>

<1739>

<1740>

<1741>

<1742>

<1743>

<1744>

<1745>

<1746>

<1747>

<1748>

<1749>

<1750>

<1751>
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(394e) 5-(2-¥Ed72HY)-1-7d-3-H 2 H-],2-1]3}o| = 2o g d-2-2

5-(2-¥gu7t2nd)-3-2 2% -1 2-tslo] =23 g d-2-(1H)-2 0.24 g, #d HEAF 0.23 g, oMEAT
0.30 g, Efelgoeldl 1 me] HEZSlo|=2Fe 10 mb dgHE Ao A a9 5k wwksglet.  zlgk 9F
FEUol4(3 me), E(30 m)2} ofAEAFE (100 me)S H7}s } , 7158 2EEd, B, 23 Ad5E A4
5, bl adgo R AxEQT. 8ME Y wFc, JIFES A9 ZE ARmELH I (A EA
g/3aih 2 AAste], WA Eae] A4 e 0.21 g mﬂ.

LJ

"H-NMR(400MHz, DMSO-dy); & (ppm) 7.50-7.60(m, 5H), 7.64-7.68(ddd, 1H), 8.02-8.09(m, 1H), 8.57(d, 1H),
8.66-8.70(m, 1H), 9.00(d, 1H).
(394f) 3-(2-Aol=dd)-5-(2-FgHdFt=2 v d)-1-Hd-1,2-t]Fe|= 23 I d-2-&

5-(2-v]gld7t 2R d)-1-9d-3-H 2 ¥ -1 2-t]&to] =2 v g d-2-2 200 mg, 2-(2-Alobw=vd)-1,3,2-t] &AL
o] E 130 mg, ©AMAIE 400 mg, YHWEXEoIH = 6 me] &3t HEG72EZddyx2d ZebF 60 mgs
A7psta, AL w97 sk 130TelA 5AIZE 9k wnkElth. Aoz Wyzhst § oA EAE S
A7betal, =, X3 AATR AAste], bvladeoR Axegit. SuE A w8k, dies A
7 25 ARvtEI I (o EAt R/ EMh) = AAste], g o] w4 3HghE 45 mge AT

1H—NMR(4OOMHZ, CDCl3); 6 (ppm) 7.40-7.58(m, 8H), 7.62-7.68(m, 1H), 7.75-7.78(d, 1H), 7.89-7.94(m, 1H),

8.11-8.15(d, 1H), 8.47(d, 1H), 8.65-8.68(m, 1H), 9.16(d, 1H).

A A4 395

5-(2-¥ g a7tz v d)-1-#d-3-Hd-1,2-t3o| =2y d-2-2

5—(2—EJE]E17}EE%J_)—1—§1]%J_—3—H ZR-1,2-T]3tol =20 d-2-2 10 mg, Eﬂé BE2F 10 mg, ¥HAE 40 mg,

EfVA~EQHLdEAT ZEF 6 mg, UHEESOE=E 1 e NS A B97] 39 130TeolA] 2A1%F
R Y. ARoA Wz & oA ENtE S MUlstal, &, X3 Ad4E AAsH, beladle

16}@3}. s A sFctn, IRES A 2 AZ2nfE YT (o EAtE /A 2 GA

1H‘NMR(400MHZ, CDCl3); & (ppm) 7.32-7.58(m, 8H), 7.75-7.79(m, 2H), 7.88-7.94(ddd, 1H), 8.09-8.13(m,
1H), 8.42(d, 1H), 8.63-8.66(m, 1H), 9.01(d, 1H).

A A4 396
3-(2-Alob= A 9)-5-(a-8to] ESA-g-5] 7 Q)-1-9]d-1,2-t] o] =2 S ] ¥-2-&

Aotedd)-5-(2-F g d7tard)-1-dd-1,2-t]3lo| =2 1 g d-2-2 25 mge] WetS 5 ml &N 43}
EH 2 ngs WY stelA Hrkergler. 30% ¥, x3) %&TiurEL*i 3| MstaL, ofAEAE R S
. oM EAEET S &, X3} A AS5R AAsta, bvtadlo s dxsigivh. &ulE st 55
FES AY7td 23 a2efEd (ol EAE) 2 gAlste], B34 B2 1A IFE 15 mgS A

-(2-
2
)

)

o

[e:
M

UE
3
s

32 R oM o

1H—NMR(4OOMHZ, CDCl3); & (ppm) 5.72(brs, 1H), 7.32-7.72(m, 13H), 7.80-7.92(m, 1H), 8.57-8.65(m, 1H).

A A ¢ 397
3-(2-Aloh=3)-6-(2-9] el l-2- ] @)-1-5] 9-1,2-T] o] =2 5] e Wl-9-&

3-(2-Alotwsd)-1-9d-5-H 2 ¥ -1, 2-t] o] =2 I 2 d-2-2 100 mg, 2—Hléu’4£}ﬂ 100 mg, °HEAFZEE 6
mg, E¥](o-E2)EAF 17 ng, Egjoldetnl 3 meo] TS da 29171 8ke] 130CellA 22413k F<t antat
¥ *

Aok, Ao Yzisk &, oM EAES Hutsla, &, E3 AAFE AASIY, lulavgoz AxsS
o gulE 3 FESa, IAFES A 29 ARnEag I (oA EA Y /A 2 GAste], WA F
o] EA EFE 16 mgS At
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<1753>

<1754>
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<1756>

<1757>

<1758>

<1759>

<1760>
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<1764>
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1H—NMR(400MHZ, CDCl3); &6 (ppm) 6.95-7.00(d, 1H), 7.16-7.21(m, 1H), 7.26-7.35(m, 1H), 7.44-7.60(m, 7H),
7.62-7.81(m, 5H), 8.03(d, 1H), 8.57-8.61(m, 1H).

A Ao 398

3-[(2-I SN2 1) M g e @ A-3-91]-5-(2-3] P &)-1-5] -1, 2-T] gl = 2 7] 2] - &

Yol QS Erol A ERNE 7.5 ngsl BlETSolS 2 §olol, Ak 2917 Sl WsEA FashiE
F 1.3 nge A7Ha, A%ete] 3-(2-E2WE 0 A-3-2)-5-(2-51 2 D)-1-9 d-1,2-t) o] =23 wl-2-& 10
ngel HlETS SRR S92 AAse] Wrhskdrh. Ak $9I7] s Lol LAF F w5, B

& A7kstar, ofAEAM"E R FESAT. frlse 3 AR AR F, F FAviadees dxs
of, §viE #st stell AASAT. FFes A2 24 ARvtEI v (Ft-ol A Bt b AN 2= AgAlsko],

A sEES 4 mgs AU

[‘l

1H—NMR(4OOMHZ, CDCl3); & (ppm) 1.28(t, 3H), 4.21(q, 2H), 6.34(d, 1H), 7.19-7.23(m, 2H), 7.34-7.41(m,
2H), 7.43-7.56(m, 5H), 7.74(td, 1H), 7.88(d, 1H), 8.00(d, 1H), 8.30(d, 1H), 8.58-8.60(m, 1H).

ESI-Zek; 429[M + H]

A 4 399
5-H 2 R-2-WlEA MY

N” >OCH,

5-UBE2RuEd(200 g), 28% YEFVISAlo|=uEr-E §A(1535 g)& 30w3F 71 &3 &, A271x] Jzt
STk, E(1.6 0)¥ tert-FEUEHINHZE (1.6 ¢ )2 A F=H3a, Ao
5} 5 7

33 AR 5, T MgSO= shW et At Axd

FA B (2 ) S I
'H-NMR(CDCl3, 400MHz): 3.91(3H, s), 6.66(1H, d), 7.64(1H, dd), 8.20(1H, d).

MS: MH 188, 190

A A ¢ 400
6-v5Al-3-5] ] A1 €2

OCH

SrHEE-2-vEAMU(152 g)& F HESS)ERZFe(1520 mo)oll A 917 stell A nnt Sa)Al7]an
Wi 2= -75.1C7HA 3zbekgich. wk g7t Stell 2.46 mol/ ¢ o] HEF SN (380 m)S HHste] Hrtst
Atk ololM, ESHMEAIE(192 no)E @@6}01 ket Aske FEsta 30w F, WAEE
star, Aol sFu Bet wwkalitt. ted, W Soll 2 mol/ 09 FAE(L5 )& FrEta, 1.5
mol/ ¢ o TSP ER —?%@1*(460 ne)& H7FsRAL FIAZT. ol3lel opNEAteE
o& CHIEAANEA )R AFE, vﬂ%% FHAM 10% HE(1 )R 2

Favbavlgo R Axd & g F5ske], 105 g(88%) ] A = (]

ol
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1H—NMR(CDC13, 400MHz): 3.83(3H, s), 6.74(1H, d), 7.98(1H, dd), 8.10(2H, s), 8.50(1H, s).

Ao 401
2-rlEA-5-s g g-2- g g™

]- , 2282 RIET(90 g), oMHEAZEE (3.21 g), EFHAIE2TA(15 g), ©
237 g), 1 2—E1uﬂ%/\]°ﬂ%(9oo me), (900 ml)S WHElAA 5AIZF 408 Fot 7tE SFAF T WS
7

E%’(
NE gk & oM EAE( )& HUtsta FESAUT. 7SS 105 @3 %“}_ﬁ Qo1 ¢), 10% <
BUol(1 £), 10% AG45(1 )= AR =, 729 =231 126 g(87%) 2 A 3TES A},

1H—NMR(CDC13, 400MHz): 4.00(3H, s), 6.85(1H, d), 7.21-7.26(1H, m), 7.67(1H, d), 7.75(1H, dt), 8.25(1H,
dd), 8.66-8.70(1H, m), 8.74(1H, d).

+
MS: MH 187

A Ao] 402
-9 g d-2-d-2-(IN)-T 2 &

]
SNT N NH
X0
2-P 5 A -5-9] 2] T -2- 9 T (550 g) ¥} 4 mol/ ¢ FAbF(2.4 0)°] EFEE AR w71 @A
LS Y3l ﬁ, tert-FEHEAEHZ(2.2 ¢)E HIse] AT, F50l 8 mol/ L FAFUER
A(1.1 ) & W dtol H71E 3 tert-FEWEAEE(2.2 ()R 23 AASAL. olojA, 3

AH(310 me)ﬂr 8 mol/ ¢ ’“*Pa}L}EE FEAN(100 m) o & pH8E %=AF 3 1-Fe2(4.5 0)F 3} A4
(1.8 0)E 78l 2 FE38I9t. 758 1-382U.5 )E AFEst, o4 4715% 1
F(45-50C)3kolth. o] ¥F FFE tert-FEHEAHZ(2.2 ¢)E HUE ARES AEAA T o7 A
Hakdok., Aol AAS 60CAAH $F A3 5, =(1.6 () Hrpstar, 719 &3 5, st 424
sh& skl A& 244S Ay o9 AFHste], $F Ax60T)ske], 188 g(66%) 2] EA ShHEHE (3] A
AH)& Ay}

'H-NMR (DMSO-ds, 400MHz): 6.42(1H, d), 7.19-7.26(1H, m), 7.74-7.81(2H, m), 8.11(1H, d), 8.17(1H, dd),

8.52-8.55(1H, m).
+
MS: MH 173

A A9 403
1-¥d-5-7 2| d-2-94-2-(1H) - | &=
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<1786>

<1787>

<1788>

<1789>
<1790>

<1791>

<1792>

<1793>
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-d-2-(1)-3 2] +=(185 g), PhB(OH)»(261 g), Cu(0Ac)2(19.4 g), FH& (173 m¢), DMF(1480 ml)E

AL il; Mol 2.0 e/ o] f&og FUE FFste] WS ST, ukS MAERY 7
AZE Foll Am7E 26% ol & W, ¥ $FE& FAEY weE FHsdt. ool 19 35 Al
shef whg-& AANE —?F, 5.5A1%F Hell ‘3517} 0.57%7H4] ABEAS ] JFEAS dSER vﬁﬂr?z} 10% FE o}
?(7.5 )l B, NMAKGE AEAIZT. AEES Y 93 AFs, B@ )R AASAY. doixl HA

S 10% SEYol(3.6 ¢ )l Ll AE g 7 AAs A, 2@ )R

& SolA 1R Bt Ae mue §,
=]

Al
=
HVQOPS’iE‘r. dojxl AR s Bk % AFsY, 187 g(68%) 2 *

2,

s=(2d4)S A

1

H-NMR(CDCls, 400MHz): 6.77(1H, d), 7.19(1H, dd), 7.42-7.48(3H, m), 7.49-7.55(3H, m), 7.72(1H, dt),
8.04(1H, dd), 8.21(1H, d), 8.57-8.59(1H, m).

MS: MH 249

e 404
3B F-1-5d-5-5] 2] d-p-9)-2-(1H)-S] ] £

. QO

N ZN \\
N N0
Br
1-Hd-5-9 gl 2-(1H)-¥2]=(186 g), N-BHEZRZLAo|n=(141.7 g), N N-THEXEE o} =(900 ml) S

-2-d-
G AL sloA wukslgth. 2,547 ¥ NBSE 6.45 g FUtelgith. 9B AAS Feld & g8
Wzh stAA wEgAS E(4.5 ¢)o Ha, A9 AuU(eF 4C)dA s & uRksit. AEd 2
A

79F o3 AfFskaL, IPA(3.25 ¢)F H 200650 me) o= 71 fafatdth. &3 & F o w xAs]
g 5, dE= YA olojAM, AL Aol s st wwksta, AMEd AAS Y o3 A sk

60CAM && A=xate] 191 g81%) 2] %A 33HES AU

1
H-NMR(CDCls, 400MHz): 7.19-7.24(1H, m), 7.42-5.56(6H, m), 7.74(1H, dt), 8.19(1H, d), 8.51(1H, d),
8.58-8.61(1H, m).

MS: MH 327, 329

A7) Ao FolME 53] whEA g eSS 59, 3-(2-Alotwdd) -5-(2-mE e dolvmdd)-1-3d-
L2-tatel=2aegd-2-2, 3-(2-F22-3-392d)-5-(2-F g d)-1-v1d-1, 2-t]ste| =R I g -2-2, 3-(2-4]
o d)-5-(2-9 ] d)-1-#d-1,2-t3le] =2y 2] T -2-2 | 3-(2-Ao}dd)-5-(2-T 2| d)-1-(3-HEZH )~
1,2-gsle| =29 g e-2-2, 3-(2-Aleledld)-5-(2-T g d)-1-(3-o}v| = d)-1,2-tsto| =29 22—, 3-
(2-Alotwmd)-5-(2-F g &)-1-(3-HEd & x ot d)-1,2-Hle| E 2T 2] d-2-2, 3-(2-Alo}=ud)-5-(2-
g d)-1-(3-meoln s d)-1,2-t]elel =2 g d-2-&  3-(2- /\]O}iiﬂé)—S—(z—ﬂﬂE]‘“é)—l—(S—E]Uﬂ‘éo}uli
Hd)-1,2-gstol = 2d 2 d-2-2, 3-(2-Aloledld)-5-(2-H 2 d) -1-[3-(5-HlEA HE-2-& A Z 2] ] =-3-9 )-
Hd]-1,2-tsto| =2y gl d-2-2, 3-(2-Alohwud)-5-(2-¥ 2] d)-1- (3 HEA7I 2R d)-1,2-t] 50| = 2 5
Fe-2-2, 3-(2-Alotmd)-5-(2-H g E)-1-(3-HEolr =yt 2 R g d)-1,2-t]le| =23 2l d-2-2, 3-(2-4]
obr-3-3] g d)-5-(2-9 g &)-1-7d-1,2-t]sto| =29 g -2-2, 3-(2-FE2HH)-5-(2-F g d)-1-(4-3}o| =
Z2AFE)-1,2-gsto| =z gd -2-2, 3-(2-FZ23d)-5-(2-3dd)-1-(4-tiddo}n| o A # d)-1,2-1]
ol =22 d-2-& 3-(2-AlobwHd)-5-(2-9 2] d)-1-(3-F=2E | d)-1 2-t]eto| =2 7] 2] d-2-&  3-(2-A]o}
o d)-5-(2-9 2D )-1-(3-so| EZ A HE H I )-1, 2-sle| E 2T 2 d-2-2,  3-(2-Alofwdd)-5-(2-H &)~
1-(3-Alol=m g s d)-1, 2-t] o] =2 7] ] T -2-2 | 3-(2-Alobewd)-5-(2-7] 21 & )-1-(3-o} A & o} ] - m &
d)-1,2-tstel =z v g d-2-2 3-(2-Alob=dd)-5-(2-9] g & )-1-(3-vl e L F d ol v €l 9 d )-1, 2-T] &lo] =
2Hgd-2-&, 3-(2- A]O}Liﬂé) 5-(2-9 g e)-1-(3-md i d)-1,2-tste| =29 gl d-2-2, 3-(2-Alofedd)-
5-(2-FE)-1-(4-vWdE 2 d)-1,2-Hsle| =2 T2 d-2-2, 3-(2-Alotxad)-5-(2-9d)-1-4-MEeEEE
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)1, 2t shol B3 2 H-g-2, 3-(2-Alohes ) -5-(2- L= E 2. -3-9)-1-5] -1, 2-v] sfo] = 23] el Wl-
2-2, 3-(2-A|ohw3 ) -5-(2-t] o] Wopr] ] G B 2. A1-3-9)-1-5] -1, 2-v so] = 2] 2] W-2-&, 3-(2-A o}
9)-5-(2-3ko] S EA WY E] ©.8-3-21)-1-5d-1,2- T o] S 2 9] 2] fl-2-2, 3-(2-Aohwesl d)-5-(2-3] 2] &)1
A-1,2-tstol ER M -2-&, 3-(2-Alohws)-5-(2-9 €] B)-1-(3-9 &) 9)-1, 2-H el s 2 el Wl-2-2, 3
(2-Aobseal ) -5-5] d-1-(2-9] 2] &)-1,2- ] Sho] S22l W-2-&, 3-(2-Alohes| d)-1,5-E] | d-1, 2] Sho| = 2
e e-2-2,  3-(2-Aohwsd)-5- (- A D) 1-od-1 2-Tlefe| B W-2-&,  3-(2-Alohwes )5
(3,4-1 o E A A D) -1-A 91, 2 T gpo] E 2 el 2, 3-(2-Alohes d)-5-(E] 81-3-2)-1-3]d-1,2-T) 3]
caved-2-8, 3-(2-Alohusdd)-5-(2-FF L2 W)-1-9 91, 2-tl so] = 23] &) 9-2-2, 3-(2-Alo}uesd)-
5-(E 2.81-2-9)-1-7 -1, 2-T|sfo| ER S W-2-&,  3-(2-Alohs]d)-5-(3-F2F)-1-7 d-1,2-T|sfo] =
S R-2-2, 3-(2-Alobedd)-5-(2-F2FA)-1-9 D1, 2- se| = 25 e H-2-2, 3-(2-F223d)-5-(2-5]
JE)-1-9d-1 2t stol SR W2, 3-(2- BN R Y)-5-(2-9] 2] &)~ 130 I, 2-T] Sfo] = 2 9] ]
W-2-2, 3-dd-5-(2-F el d)-1-sd-1 st =R e a0, 3-(2-FF0. 2l d)-5-(2-] el W)-1-5 U -
Lo-vstelc2vled-2-, 3-(2-FREAY)-5-(2-9 2 &D)-1-3-W S A D)1 2-vl o =R o e -2- 2, 3-
(2-F% 9 2-3-9]2]9)-5-(2-9) 2] &)-1-30 2-1,2- Tl Spo] =2 9] ] B-2-2, 3-(4-v HA-3-3] 2 ) -5-(2-3] &l &)~
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<1831>

<1832>

<1833>

<1834>

<1835>

<1836>

<1837>

<1838>

<1839>

<1840>

<1841>

<1842>

<1843>

<1844>

<1845>

<1846>

<1847>

<1848>

S=50dl 10-0904011

<ilFzz7d> A 18Y9] EQ HIZEH Uy IHdS dA

ok 10%9) dHS EstE MEMO R AES RFAA, vl 1

A AFEE EYroR Hf*ﬂlﬂ 969 ZeolE ol dFetrt. 157Y HH°k -?F | 3% AE7F v s
2] %]

tilo
o N L ox ¥

ke 1 skt 8Y WA 109 o]
wjoksl A AEZS ALESFTH
[AMPA 2 A7 AEZU ZF FY dARE]
AEWR ZE F98 24 1589 F344 Fura2-AlE AHgste] SA3ITE. Fura2-ANS X33t ol
A= 1AIRE ﬂﬂ%}l AEZEUNE FY9EA 3 Fo], 1 pMe] MK-8012 ¥3talE Tyrode §H 02 waslar, 2 p
Mol AMPAZ Ap=3kgivh. Ao e ZEde] ¥ske of7] 7% 340/380 mmoll Ao HFAES WHEtRA =
datlth. 9¥ 5}3 o Ay ITES FIeA P Tyrode EHo] H71E APACIA A7]E w88 iz

24 ks,
Avke ¥ 1-30) Yehict

=z 33tEEA GYKI52466(Le Peillet, et al., Brain Res., 571,115, 1992)S AR&3}tl.  GYKI524669]
[C50& 9.02 upMe]Sitt.

Add 2
[SAMPA H FH 28]

g =S 0.5%9] HE AERe s &9 B WVE a 5

(25 mg/ke) S Za &Y Astdet. AT Fo 302 F = IAZF Fo| APAS =W HA ol A

FU(2 nmol/5 wb/&/vF-22)8ke] HAS Fdskink.  adE APA A& Tl s Aol ATzt

AR A 482 Fa B

<Az B owgel M 4] A(DoR WHE HRES S48 PFALES JehiA. g 5w, 2
Ale 4, 7, 9, 12, 16, 32, 41, 47, 57, 61, 76, 78, 91, 126, 128, 137, 139, 164, 199, 261, 262, 264, 270
% 2089) EA SHBE 53 S5 A4S Ueha, Kol AAS A,

Al 3

[Td =9 s =]

v e w2 SRl diE, H W el FA7] Azel A F8Ae o] Alfem Felagitt
=%, 4% Sprague Dawley HES] S1FFWNFE WASHE AvA, Aes ozl 4-0 749 YA sHaS U
deH BVIRNH 17 mm AATeRA, TuE s g 3 : E

Longa et al., Stroke 20: 84-91, 1989). AMe] A7|= 9 2mm F4¢ I &
of o] GAER = FEo WHS SAFTo=M Huisdo. IY BHe ane
AX 2 9 Ed (AT Abele] A7]E vuwsto 2R A 5Tt

2 A, E gl mEs ggtee Hdd Aol FA4719] ARARA e A8S eI
Al 4
[(Fegsea 28]

(S)-(H-N, a-trEglodolrl(o]sl, wEHE, oz} THE &
3 ﬁ&%‘(T) SCANET SV-10)E& o] &3l At 255S SAHsIY. HE

Heploel] o3k A 5o 4z AL JAES AREA FAEEW XzFozA o FAE HUISITHK. E.
z

X
Vanover, Psychopharmacology 136: 123-131, 1998). ¥&d Edo] gL gw| T3y} vludte] 2yt %k
o] A 28-S F3 st

o oAs, Byl el B3Ee S5 PuEsen 482 Gt
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(72 A9 fa2e 1A 4de 45 2]
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B OAFO Ez 53 5 %
AdS T3l & 2o mE2e sgEo] 58 dEQt A4S JHAE Aol FRIFHA.

[6-stol=SA B2 SAHZA 3] 2]

6-llydroxydopamine(6-0HDA)E A o] FdFo=H HSSHMY AXE IFAAZ HEI  L-

dihydroxyphenylalanine(L-DOPA)10 mg/kg(3}F FH)& AU HW Fogto=zn uy s wiy)
A %59 4SS L3 uH(C. Marin et al., Synapse 36(4): 267-274, 2000). o] @ E &v] T I3 33
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<1871>

<1872>

<1873>

(485 Atagy 19549 2]

Chaerles RiverolA 4473 <2 Lewis #E(205+ 10 g)& 373 Aol 2A(HYL Alo]E 24 64-2F, 6A];
22-24TC; FE 45—55%) D 2 g2 - S5 8t 1Al01A] HE 2vtE Y *}?0}91‘4 9y FETS 9vkE] WX
12vtg] o] FEE ?“451 Ath WEE 50 pgo] RERE ulo]dd V14 WMA(HFT TE 2 mg/ m) B A
o H 37Ra(H#+ 3% 5.5 mg/ ml; Difco LaboratoriesAh)E sl GHAZZAE FHoF(Aanp-L=g| XA} o

2HE Axd %j?"” 20 WA 50 wes Supeel Mgtk I FEol A= Wd AT S AEE

oo, FA4L(0) = T 92 (1) = g9 oty AT #TAa; (2) = a% 4 AF AAE Fishe S
<07 Ask (3) = AvkEle] gk mhals (4) = vk, oS diebe]; (5) = APRoR 2FolE vzt
BlEo], mele] @k Fue] o]ghs el F&ES (0.5); Jug #F9] vhulE (2.5); Jdviy @S Fule)
= Aol &d vHlE (3.5)22 AFstEAY.  F Fo 7)zF FeH(HY F 109 WA 169), IH TE
< 7 23od dig ok 5 &3 wiAlEy] flste]l wiA e SHES Folg & 15A17F Fol] 210
= iRk, 9y FEZe old TEAUAQEINE o] &35ta, 0.5%9] vWE AEZoxd &3 e
galgitt. We AEE e~ wiA(2.5 mi/kg) E=E 5, 10, 20 mg/kgd] IFES AT TS 23 HYENA F
o33l T,

<Ad> AFA AZPEGA HHFE R glojx, # Ay mas jHES 5 28-S JEhdaL,
& 59 AAle 7, 32, 76, 139, 164, 261, 262 B 264°] A SFE wjA Folwt vlaste] ¢ GIE

LR 2T
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<1874>

<1875>

[¥ 1]

MA| TCso (uM) [JAAIGI] ICsy (LM [[AAIGH] ICs, (M)
1 0.8 42 0.2 92 0. 05
-2 1.8 43 0.5 93] 1.9
3 0.3 44 0.3 94 1.5
4 0.1 45 0.2 95 0.3
5 0.6 46 0.4 96 0. 06
6 9.3 47 0.6 97 0.4
7 0.1 48 0. 04 98 0.6
8 0.1 49 0.2 99 0.1
9 0.03 52 1.1 100 0.4
10 0. 05 55 0.8 101 0.2
11 0.06 56 3.2 102 0.02
12 0.1 57 0.2 103 0.03
13 0.2 58 0.1 104 0.2
14 0.1 60 1.7 105 0.03
15 0.05 61 0.2 106 0.07
16 0.1 6 2 3.1 107 0. 07
17 0.7 63 1.1 108 0.03
18 0.02 64 2.8 109 0.01
19 0.08 65 0.6 110 2.0
20 0.04 66 2.4 111 0.4
21 0.03 6 7 6.5 112 0.6
22 0. 06 69 0.9 113 1.2
23 0.2 70 3.1 114 0.6
24 0.2 71 0.05 115 0. 06
25 0.03 72 0.7 116 0.2
26 0.02 73 1.2 117 0.4
27 0. 05 7 4 0.2 118 0.1
28 0.2 76 0.1 119 1.7
29 0.1 77 0. 02 120 0.2
30 0.04 78 1.4 121 0.6
31 0.1 79 2.6 123 0.2
32 0.1 80 0.3 124 0.7
33 0.7 81 2.7 126 0.3
34 3.1 8 2 0.8 127 0.4
35 3.1 8 4 0.9 128 0.07
36 1.1 86 1.9 129 2.6
37 0.7 87 1.2 130 0.9
38 . 6.3 88 0.3 131 3.7
39 0.3 9 0f 0.7 132 3.1
41 0.08 91 0.05 133 0.3
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<1876>

<1877>

[E 2]
AU ICsy (uM) [RAMUE| ICsy (uM) |[RAMH] ICse (M)
135 0.04 199 0.7 251 0.9
137 0.05 200 2.0 252 0.3
139 0.3 201 0.2 253 4.7
140 6.6 202 0.7 255 0.5
141 0.7 204 1.6 256 1.2
142 2.2 206 0.5 257 3.7
143 0.1 209 7.0 259 2.0
144 0.01 210 5.9 260 2.7
146 0.2 211 3.6 261 0.08
147 1.6 215 0.1 262 0.3
148 0.8 216 2.4 263 1.0
149 0.1 217 1.3 264 0. 05
150 0.3 218 0.1 265 0.7
151 0.3 219 3.7 266 0.1
152 4.0 220 0.5 267 1.0
154 5.0 221 7.1 268 4.2
157 0.5 222 0.2 269 1.9
159 1.6 226 9.5 270 0.14
163 8.2 227 1.8 272 3.3
164 0.08 228 2.7 275 6.1
165 0.4 229 4.2 276 1.9
166 0.3 230 4.0 277 0.6
171 2.3 232 4.3 278 2.8
173 4.2 234 0.9 279 3.7
174 3.3 235 4.4 280 1.3
176 5.4 236 0.6 282 9.0
178 2.0 237 1.5 284 2.8
180 0.5 238 0.6 285 7.2
182 6.0 239 0.3 286 0.3
184 2.3 240 0.1 287 5.6
185 1.7 241 0.4 288 1.2
187 6.1 242 0.5 290 0.2
188 8.5 243 1.2 291 0.14
190 0.6 244 1.8 292 3.3
192 1.1 245 1.2 293 3.3
193 0.4 246 1.1 294 0.6
195 0.2 247 3.6 297 4.2
196 0.3 248 3.4 298 0.3
197 2.9 249 0.3 299 4.4
198 0.3 250 0.9 300 0.3
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<1878> [E 3]

AAM | 1Cs0 (uM) RAIG| I Cse (oM [AAC| ICse (uM)
302 0.3 334 0.6 367 0.6
303 0.9 337 0.7 371 0.6
307 2.0 338 0. 4 37 9-B 6.4
308 1.6 341 0.2 381 0.4
309 4.1 342 1.3 38 2-B 2.3
313 5.9 342 3.2 385 1.1
314 4.6 344 4.1 386 3.5
315 0.08 346 3.7 387 7.0
316 2.1 351 3.3 388 2.9
317 0.6 352 1.6 390 1.0

318 3.1 354 1.5 391 0.1
319 2.0 355 0.2 392 0.1
320 2.3 356 2.1 393 0.3
321 4.0 358 1.4 394 1.4
326 0.9 359 2.3 395 0.9
327 8.0 360 3.1 398 0.2
330 0.4 362 3.7
333 0.3 365 2.7 o -

<1879>
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