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9)-5-(2-7Yd)-1-(3-H5A Hd)-1,2-tslo| =23 -2-2, 3-od-5-(2-9 2 d)-1-(3-EF .25 d)-
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3-(2-Alotredd)-5-(2-F 2l d)-1-(4-2 =28 Hd)-1,2-t o] =20 g d-2-2, 3-(2-AlolxHd)-5-(2- g d)-
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2, 3-(H231-3-4)-5-(2-9 2| D)-1-(3- g & )-1,2-t] o] =2 3] g I -2-2,
3-(2,6-tmgHd)-5-(2-F 2 D)-1-(3-7 g &)-1,2-H o] 2T g d-2-2, 3-(2-A]o}t] 2.31-3-¢)-5-(2-7]
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5-(2-Holx4)-1,2-tslo| =2 g d-2-2, 3-(2-Alo}xdd)-5-(2-m 5 A F 2 d-6-Y)-1-9d-1,2-t]3lo| =&
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&, 3-(2-AloheE 2 8-3-9)-5-(2-¥ 2 D) -1-¥d-1 2-Hsfo| =R ¥ 22—, 3-[2-(5-5AER) v d ]-1-9d
-5-(2-¥ g d)-1,2-Hslo| Ry g d-2-2,  3-[2-(5-FAER) B 2 9-3-d |- 1-9 E-5-(2-¥] ] d)-1,2-Hs}o| =
2agd-2-2, 2 3-[(2-AF5A7E ) HLE . 3-3-A |-5-(2-F] ¢ D) -1-¥ -1, 2-Hsle| R v U -2-2 0 2
o] Folx= wol M AEE = o shie] Bgh=]l SHetE i 19 9 EeE 59 ke, (23) 4

ia
A3a A
= N//
“~ (VD
<27> o
28> 7] AelA, A" 2 ATE zhzh B9 mE gold AowA, 77t AR AAT AL F AE Gy TIE
Bl s 47 B 59 UX U9 FEE Ba840]E Yey] o2 m75E s§tE w2k 9 9 dw7
8 o] AEets AL SA0R e 4
1a
A3a A
= N//
(VD
\ O
w
<29>
<30> d7] Aol A, A" 2 A= zhzt Ao Aels} Bl ouE Yehin; Wi el 922 Uey] o8 %7
g setE w19 o) Az Wy, (24) 4
A3a
~~ “NH
QUi
\ o
<31>

_13_



3a

32> 37) AelA, AM: 27 grlel gelsh BAR ovE UEa] o ®oHe 89 wx a9 9 4

ABOH), [47] AelA], A 22 Ma12 /I 98 5 Gl Gy W3S 9aleaday] £ 59 Ul 14

(VD

(o]
<33>
<34> [(47) HelA, A 8 ATE 27 471e) Aelsh 599 oJulg dehd] o8 ®/)¥ sEE mE e 9
E
<35>
<36> (7] Aol A, A A71e) Aelsk BAg eJulg YEhln: 2 e $F vl nEU)E uehd] o7 %7
Wy S@E B 0] 9% URE MSAReRA Axd 4] QuADeR E78% g £ 19 9
34 A'BO), (471 HelA, A'e 4719 Aelst 59 g Jey] o ®/)¥e nEd fEAE 7
sarzel 24 sl AZDAIE AL BHow s A7) (24) A4 Az B, (26) A
(HO),B 7
(X)
\ z
N 02
<37>
<38> (7] AdA, 7€ 7ol Aot BUd g el 07 ®rl¥E Bed §EA Et el 93 4
A7 ) AelA, ATE el gelst BUE o vehie; e 224 94F e o2 ®%E
s mE o) 4L BebE e B4 seld AZY wsARoRM Axd ] QU0 E7]H
oagE wE 0o 98 2uE wsel Hgsory ] JuA(DoR E/HE dEE wE 1 9%
Az 9, 47 SFEOD E= ) Gk 4 ABOH, [47] HelA, A 4719 golst FA@ ug 1}
Bhi] o EU15E BEN FEAS 7Y R 24 sld AZYAE AL EFOR s 4] (20)
1AL Az g, @27 A
wl
(X1
N 0z?
<39>
<40> [47) Aol A, 2& 4719 Aok FA@ ofulg ehel; e 2220 948 dehd) o2 ®/9E aaE
T o] v Bl BARAL drle B stelA WeAPoRM 3r] dMH(0oR BrHE EE =

_14_



<41>

<42>

SS90l 10-0869271

= a9 9g Az F, A7) RFEE EE 29 Q3 A A7 (7] A, AT R 7 A1l Felg g
A v vehy]) o7 BrlHe e wm oo 98 BE e &4 omw 7
7] AA(X)es #7158 e Ee a9 98 Axd §, 7] e (X) Ee 19

l AOmer /e e wE a9 9 Azsw, 2o A SYEODI A
A'BOOR), [47] AolA, A" 4719 gelsh 5@ ovg depd] o2 Hr5E HEN FEAS T2 8%

29 A stellA AZHAT= Aes SHSE sk 7] (24) 7149 Az, (28) A

AN
o
=
o
A
ifiea
iz

w* F
' (X1
\
N wtl
(27 AellA, W' 2 §re 59w dold oA, izl 922 Jeh] o2 mrHE SE £E 1

o] A3k 24 Z0M (A7) AelA, 7 Av1e Aelet BAe onZ Yehv; NS e 2% 9A4E e ]
02 ¥7HE FFES WA OZA A 7] di(XD R ¥U|HE EE e 19 d3 EfvE
ARTHS G7]9 EA stollA RESAIF =M 7] Ayt 1( X)oz2 ®7|¥E s == 19 d& Az H,

= = SAo BN 7] AWA(X) o2 H7
e g EE—t— 194 de Az 5, A7) FFE(X) EE 19 A8 s ks 8oy Ay o
A (D OR H7)HE 338 T 19 A8 Axsa, 2o Ay =Y (M), [A7] 2ol A]
AE 1ol Aolel BAH oulE UEh] o7 HUuE BEN SRS T sfiEe] 24 sold AZSY
A71E RS Eqor s A7) (24) 71A19 Az Wy, (29) A7) (24) YA (28) F o= @ & s|Ao Az
o] ofd] Az Ay AVA(VDoR F/HE e w19 dL A WA AS EFow
s 471 (23) 1Al AlE B, (30) Wb BE A4 EE aos a9l 4] (23) EE (20) A9 Az
Wy (31) SEE(V) = 19 98 ARs] 9% dRAs uhSo] (1) N-HRREGAo|uE i ol EA-
HES o] &3hs BE3 vk, EE (2) N-RoESAoE EE 2058 o] &3}

(23) = (29) 7129 A

%=
NN-tHE X Folr| =5 o] &a dsh= Ae SHOE dh= 7] (23) T (29) 714 A

B

f
g
-
)

3 — -1 =
AF A7 B Ee eld AerM, AWNE AT e & e Ad7,

td”r], FgAd7], geldr], EolEdr], ¥
e

=47], HxEolEd7]

)

B, (30 AT R AT 77 B mE gold AowA, AME AT YS 4 AE AdY], T, I
gduAd7], dentdr], A7), gedy], gelEdy], ¥y, Uzer] s, o|iaFEds], <l
=27], fzontEYs], WMEElELY], MESAIELY], ongzydr] £ sEuEdr|el 47 (24)

4
2 |
WA (28) F o= & F 71A9] Az W, (35) SFEO) EE 29 dS o] gdkE AZY ke o] &
T8 sEE] oMMEATY EE U-u- 5} |=Z -0 A (NN N' N'-BlEgvdodeltyo}nl Z
=21 7] (24) WA (29) T o= gk & VA Ax W, (36) SFHEND EE 1Y A olgste AZ
H A9 EA stollA detE AE EHOZE k= 4] (24) WA (29) F o= g F Ay Az

2 ukso )
H(37) 9717 Eglddelyl, vgd ke g Egudddddoelviel A (36) 71 Ax Y, (38) 3%
(VD) ®E 19 98 o]8ds AZY w3e ZujgM NN-tugE2o =g olgd sl AL Edow
= A7) (24) WA (29) = o= @ F J)Ae] Az WH, (39) Zo] (o A7) EE ofzerzlz|el 47

F ol @ & V1A A% W, (10) HPRIX) EE 29 go] FuE W3 A9 £4 3
Sq0w shs ] (25) A (29) AAS Az B, (1) Aol Bad w7 W) 7149

Az PE, (42) FFE EE 29 9L olgE ABY w3el YolMe] Fulsk opE

QEANQ AS BAow s 471 () 0N (29) 7149 A W, (43) SHIEK T 194

_15_



<45>

<46>

<47>

<48>

<49>

<50>

SS90l 10-0869271

B AEY S 7] E4 slolA Hales A4S ERoE = A (26) WA (29) 7S] Az W, (44)
A717F kA, S ER Ev SEY A7) (43) 719 Az g, (45) W7F BE QA 4] (27)
A (29) F o= gk F 71A9 Az W, (46) IFFEXD EE 19 93 EYUSARTE ukgof o] &5
E 9717 -8 ERD A7 27) WA (29) 71AY Az B, 47) WO WU 2R AR A7) (28) e

N

(20) 7149 Az W, (48) A ZOMeR ErHE shgEe] UEFHEA S Ei EFo|BAlo|=el 4]

(28) &= (29) 71A9 A= W9, (49) 4

=

(VD

(7] AellA, D &, E & 2 W 22 7)o Qs sdd onjs yedl] o2 #7]¥= s £ 19

Aol Az W, (50) 4

/
D
Ny ~“ NH '
(VI
\ O

(471 Aold, D & A7 AHoet U3 ogn= Yely] o2 FrEe IgE e 29 I3 4
PhB(OH), [47] AelA, Phis 75 7IA2 S = J& dd7E YEpd] 22 ®7|5He BEM A
T2 3= 4 slolA AZHAIE AS EFOR = 4

=
D

NN

AN

(VD'

0
(47] A4, D 8 % E B 27 4r1e] sk FAF Ang ved] o B8t SHHE wE 19 ¢
o Az WE, (51) 4

_16_



SS90l 10-0869271

<51>
<52> [37] Aol M, B & 2 7' Ao Aeet BoAe ou2 ek o8 ¥r|EE 83E w= 1o 99 g
T WkSA Ao 2 AR, Ay Ak 'z ¥|HE FIE w:= a9 o3 A PhB(OH), [47]
Aol A, Phis 4719 Aoje} U gus e o7 BHE BHEN FEAS 7Y g8 EA selA
AZYA 7= AL EFoR s 7] (50) 71Ae] Az W, 7] (52) 4
(HO),B y
X)
‘\\ .
N 02
<53>
<54> 7] AolA], 7'e 4719 Aelel BAF omE Yeh] o8 ¥r|HE R 54 B 10 d1 X8
2 AT Qe F e -FRAnYd B 70 Q48 BaF Hujo] EA4 stlA AZY AP =M
Azeta, A7) AubA(X)' o2 ¥/HE 3HHE i 10 98 9nE whge] Hfstomn v Ak
(I)'o® ¥75E 882 £ 79 49 Axd 5, 47 2O’ == 19 A3 2 PhBON), [47] A
oA, Phi= A71e] Aol FAe o2 eyl o7 ®|HE BEA SEAS e siEe =4 stlA
AZYA 7= AL EFoR a1 7] (50) 714 A% W, (53) 4
WI
()
N 0z?
<55>
<56> [37] AelA], 7o 719 Aelel B ouE Yehu; ' 2 942 U] o7 ¥/]HE 83E

EE 19 97 EUEARGE A7) EA ol A WhEAIA 7] kA (X) R 27]EHE

A& AxstaL, oloA A7) FFEX) T 29 Gy AIVE AL Y F e 2-TEA =TT
o A& ZEkE Fvle EA4 Sl AZH wEARoEN Y] diA(X)' o2 BV HE £

S Az H, A7) SFE(X) EE 19 98 g9RE S Hgdtoan ] durA (VD' oR %7]H

e e 19 98 Alxsta, o2 7] SFEND'Z 2 PhB(OH), [47] 2elA, Phe %

==t
FAT guE eh) oz
. -

_17_



<57>

<58>

<59>

SS90l 10-0869271

w‘
=
(X10)
N
N Wﬂ

(7] Aol A, W B WS U s Aol Ao Izl dx4E yedl] o2 ®7]H= 3eE £ 19
3

A3k A 200 (7] HelA, 7 E N vle] gelsk BAG ol vehy] o7 ¥/HE HFEL AT
o2 AzF A7) dub(XDoR ®75HE 3gE £ 19 93 EuEARGS d7)o EA4 sl ut
SAA A7l A (XeR B7EE SgE e 19 48 AxE H, 7] AFEN BE 19 dn X3
2 A QS F dE -gERARYEY BE 19 98 ks Sl E4) sleld AZY uksAPoRN
A7) AUHA(X)' o2 ®7)EE SE T 19 98 AxS H, Y] SaFE(X) BE 19 948 gHE W
ol AgFoEM 7] AvHA (VD' o2 %7HE 3gE EE 19 fd& Axsta, Fo= 7] =
T} 2 PhB(OH), [“47] 2Jelld, Phiz 719 Ao U3 ouE yepg] o2 %75 BEd A8 4
slgtEel EA stelA AZFHEAIIE S EHSR sk A7) (50) 7IAS] Alx: W, (55) A7) (29) A
(32) & o= g 3 71A9 Ax Wl of& AFE 7] ukA(VD'e R #V|HE FFE £ 19 48 T
28 wgA7IE A EAOR Fh= 7] (25) 7IAlY] Alx W, (56) WF BE dr BE 20E 49l
471 (49) E=E (55) 714 Az Wy, (57) IFFEOD T 29 948 Axsy] 93 FEAs wh-So] (1)
N-HE W aloln = Ei ofa| EAb- %e o] getE BMES HkS EE (2) N-QeESHANE EE 20ES
o] g3t= 8=t Wl 7] (49) &= (55) 7IAle] Alx W, (58) FFHE(VD) EE 19 A& AlxsH]
A% FzAE WSS FHulEA NN- Eluﬂ EEoEE o8 e S 5FHoR e AV (49) EE
(55) 7149 Az Wy, (59) A" R A A7 BY mE Hold AN, ABINE AAL AL F AE H
971, FEydr], dguaAdr], dEnddr], gdeExdr],  Heldrl, HelEdr], FE7], uzd)
A=dr], oaFELr], ALY, WzonttELy], WREIELY], WNESAELY], ovdxIegdr] %

= AhEnEg)el 47] (49) EE (55) 714 Az W, (60) AT @ AL 77 B mi Aols oA
B AL 4 Qe A4y, deds], mwmaﬂ seln 7], wgAdr], Eedr], olx
g7), F47), yzey) Audr], oaAEdr], A5y, wzolugEas] wzEEAs], WMEAEY
1, olntfzdedr] & FtEREHE 7| A7) (50) HA (54) F o= & F 71AY Az wH, (61) SFHE
(V) E 29 d8 ojgshs AZY whgo] ol g¥: 1l 3jgEo] olEATE EE - p-slo] =% 41|
AN NN N -ElEgh o g alt)olgl) 2] (1) ]2 2efo] =el 4] (50) WA (55) & o= & & 7|49 A%
W (62) SFBI) Ei 19 PO o] i ATY WS v 24 stelA W= A
A7) (50) WA (55) F ol @ & s1Ale] Az W, (63) A717F Eedoll, Y E gl
Arjobyiel A7) (62) 71Ale] Az How (64) SR Eo c19) A8 ol gkt ALY WSS EujnA
NN-TIH R ESolu] =2 o843 Pt A EFo = 4] (50) UIX -
W, (65) 2] Cip &27] Hi ofzebA7]el A7) (51) WA (55) & ol 3 & 7149 A% W, (66) 8%

B(X) EE 19 99 BHE e ) E4) selA Bse 3
o Az W, (67) AFol ALl 7] (66) Z1AS] A WE, Y] (68) SAFE(D E 19 42 ol gk
= o

AZH 8o JojA el Fujrt ofEANEEE 2 Efudrzadl] ASs EFOR e 4] (52) WA (55)
Z1A1e] Az B, (69) SFEX) v 29 9L ol&dte AEY WS 4719 EA stllA dt= AS 5
Ao sk A7) (52) WA (55) 1A Az WY, (76) 2
Aaa A1a
= Pd’/
(XI1D
\ O

_18_



<60>

<61>

<62>

el Aaghay] e 59 A 149 WIS B35 vUEhde; RS A dA Be 220 s YERY
] o2 #UEE s e 19 o, (77) 2 AL 77 B mE golsk AowA, 77 AR E AA
AAE g e ddrl, gEdr], FdEuAdr], deuadr], dexdr], geldr], EelEdr], F97],
Urelr], F=dr], oliaFwdr], dEdY], wzolnuEHY], HixyolEHY], MlxSAIEHY], otz
gd7] Be 712 =
AogA, 7247} A&7E /I As F AU H 711
(76) 71A19] sHE = 19 o1, (79) Ro] 4 A e HE ARl A7) (76) 7149 sihE we 19
A, (80) A

)
=3
fu
)
N
(o,
ox
N
3
2
N
2
lo,
)

9{;
e
t
ally

I
lo
2
3
*
:>>—A
e
:>b:
&
N
N
N
oft
e,
t

¥
ox
o
ot

R5
4 1
R~ N/R
(1)
R3 \ Q
Rz

A7) AelA, @ NIL 0 i SE YERfI R, R, KL R R RE Y EE Al AowA
3]

27 A7k, Crg EA7] e A XA (7] AdA, X G924, A37E AL dE F AE G ¢

wt

71, AZE T & F e G GAIHT], X375 7 UE F AE G &7IE#Y], -0-, -S-,
-C0-, -S0-, -0, -N(R)-, -N(R)-CO-, -CONR)-, -N(R)-CH,-, ~CH,N(R')-, ~CH,-CO-, -CO-Cl,~, -N(R )-
S(0)s=, ~S(0NR -, ~CH-S(0),-, -S(0)~Cll-, -CH-0-, -0-CHy, -N(R )-CON(R')- & -NR )-CS-
NR- 37 Ao, R, R, R, R, RLRLRLR, R, R 2R 2 97, O &7 EE O O3

R
= 47 SEAoR A 0, 1 B 28 yehd] & YEdi; A 7 A3

, PR
g 7L s e Gy AlERdAY], G AlelE2d71d7], 59 WA 149 AP @s 5284 7], G

1

FRE weandr] EE 59 U4 4 PEF LB Je) o2 ¥/)8E 718 deha |, R
3

R.R R 2R 2 3709 71= a4 29 m Aoldh Aoz -X-AZ vEha, UuA 279 7= b 4
2 AR, T2 YA BE G E27E UEY] 22 37HE SEE e 19 ¥ BE O8Y FIES
ol ooF 2AE, (81) a-ol|=-3-3}o| =EA]-5-HE4-0| 2 ALE 2] 2AH(o]s}, TAMPA, k3L 8F) <

1 (80) 71AHe] ek A=, (82) AMPA F&A Aa|AI%] 7]
| AsiAlQl 71 (80) 71A1e] eoF A=, (84) AMPA 84| &=
T AGARD 7] (80) 7IAS] ooF 2=, (85) FholdAl
&¢71 (80) 71A1e] ooF =&, (86) w4 AEWA de] As
717 el ook 2A4E, (87) HEwAN FA47], FH o, A &, Atiel 9
gelle] AsA Ex Al A7 3 g

[¢] o | fui
= AEAIRD 7] (80) Z1Ae]l ook 2w, (89) d=stolmHy, yIEW, dHE
Z T

¢

(80) 71AHe] ook A&, (83) FholdAlt &%
¥ A4

RS

=

A B/EE heldit A AsAQ] A
&4

A

[e]
A & A
1} 2] ]
d

oo
N

N

N
=)
Q2
prL
rlr
DT
ot
10
R
M
3!
rlr

J
o 8
ot
of\
t
rlr
I
N
[N
M
rE
oX,
of\
1o
R
il
X
=
rlr
2
oz
N
rO
oz
N
»
S
NS
E
1o
o
12

173579 A3A =E Al A7) oF 2AE, (92) A HAFd] HIVAE HA 540 4
7] (91) 7149 o)oF A&, (93) B2 A3 Au5A e oAl 7] (80) 71419 ooF =&, (94)
gz Aol ¥, A4 A HHeA, oy Az, 94 Ry A, d¥-we S5
(Guillain-Barre syndrome), "Hd 954 @524 thd A4 4el, nf27vtul-vaum gy FA4 Husz 5
NF, AN ZeA, A, 2, HIVA FA5eE3, HILVA 28835, 13849 thaa wdy s £ 2
A Bz 28 A7) (93) 7149 9 2AE, (95) 234 424 Aol (NS Fukd 3, 244 o



10-0869271

s==4
CHAAE, FE, el )

T

i
T

T

as
as

h=]

=
h=]
=

ol

B
Sy

7}ol
e

71%) = 8t
7%= 8t

-
It

-

[
-
It

TC

(Do=

o]gho 2 M AMPA -8 A
(Do=

al
Al
al

A
o glojA] TAMPA =&

<63>
<64>
<65>

or
oA
23

o

BESE

=4

[9)

, &0l

3= 7%

[<)

el el gAlA el A 7] A
L R R G R

o

°]

<66>
<67>

Pjo
=

ﬁo

pal

A

0

Ar

o

o
Plo

No

vtebd oj7h ARk, 2

=

=

gk o] A

A==

<68>
<69>

)

S A] 7k

g8 x &3

2]

A, R

p

L

f=lo] A7 =

o

A=}

LU

(1) == 19

Aol Yelel =

s

E
=

A4 €]

‘WO

ol
o

ER=R=:

94

o];}
= BAA A AL

3L
€]
=

3

71, tert=2d7], -], 1,10 d
71, n-#47], 12—

)
=3

=

3L

7], 2-o€g

A7, BE QAo
_Té
1_

=

W EFes 94, 94 94, nE 94, 29 94
hva

g
71,
71, 1,3-Hv

o X~
=

& et
23]

3L

LAt
71, 1-9

=

=

23

1,1,2-E8H4g
7], 2,2-t]d

L

271,

=

71, 2,2-tvd
71, 1,2-tv

i
=
3T

=

1-olg-2-m g

271,

=

237, 1,2-"Hd
1,1-t

= A A

3L

<70>
<71>

o
o
o

fmyl
-
m

g5y

=

Al

g-1-x
-3l
)

Hd7], 1

J

Rl

z3d7], 3-v

=
-1-%

=

€]
=

z23d7], 2-v

hy A
At

278 WA 6709 &Ad 7
2~

_20_

2¥d7], o
2947, 1-§FeEd7], 2-FeEd7], 3-FHI7], 1-

— 3L

— 3L

-2

=

2Hdr], 2
El

Cos EAE7, & &

1-=

)

271
z29d7], 3-4

¥
=

ok

— 3L

Aol A A

]

Ad7], 2-vd-2
971, 1,3-83tdeldr], 1,6-83tHeldr] 55 5 -

<72>



<73>

<74>

<75>

<76>

<77>

<78>

<79>

S=50dl 10-0869271

2 GAMA ARRE = TCs E71E7] & B 270 WA 6710 L471dE7IE vERaL, wbgrE e v2E

1S 9 olEld”], 1-Z223d7], 2-2239d7]|, 1-FEd7], 2-FEd7], 3-FEd7], -vE-1-Z23d7],
1-dgd-2-229dy], 2-"ed-3-Z2z2udy|, 1-fEdr], 1-dAd7], 1,3-3x]ody], 1,6-aAr]eld]

S = 2= 9]
=<

2

i

= T

ofrt

e "HAAA ALEHE Cg EFAI7] & &5 D WA 6718 EFA71E YERlaL, o E 59 H5A
71, AEAZ], n-Z2EA7], iso-EZEZEA]7], sec-EZZEA]V], n-FEA iso-FEA7], sec-FHA]7],
tert-F-5A17], n-ALEA7], iso-AEEA7], sec-AL KA 7], n-F 454 iso-& A7), 1,1-t gz
2EAEA7], 12-UWEZR2ZA7] ) 2 2-UHEZ 2P EA)7], 2-fEZ2Z A7), -HE-2-fdIZ2ZA7], 1-
e-2-wEZ2EZA7], 1,1,2-EWYEIZ2 LAY 1,1, 2-EdWEZI2ZA7], 1, 1-GdEEEA7], 1,2-td

FEA7], 2,2-tMEREA7], 2 3-tHERE A7, 1,3-tHeRESAY], 2-EdFE-FA17], 1,3-tHEH

71,
71,

EA17], 2-WduEEA 7], 3-wduEA7], AAAT] & & F Q).

2 Aol AFREE (Cpy SALSAZ] & Ba5 27 WA 6718 SALESAZS e, wgz s
ZIZE dZ EW udSAY), dFEAY], -2 IEAY], 2-Z2H YA, olATEHILAY], 2-vE-
-Za2HdLA7], -Hg-1-ZRHI2A7], 2-Hgd-2-Z2HILA7], 3-HE-2-Z2HILA 7] 1-FHdS
A7), 2-REld &A1 7], 3-FEHESAY], 1-HHE A7), 1-AAE A7), 1,3-83ted A7), 1,6-8Akt] o
d847] 58 & F At

A HAA AFEEE TCg Aol ZF2L A7, & 378 WA 8709 &4 Az 7Y Ao F2977]|E e
iz, ds S¥ Afe|2RE Y], AP|ZRRYY], A|FRAYT], Ae|ZREAY], Ale]F 2], Alel2
2297 55 5+ 9

= WAACNM AREEE TG APl RAAD 7] & 378 WA 870 ' AR FAE Cos Aol E

715 vehfia, dE 59 AfelgRredl-1-d, Alo]FRLad-3-d, Ao S RFH-1-Y, Afe]FRNH-3-4,
1,3-Ate] 22T e l-1-d, Ate]ZRAE-1-Y, Ato]F2AMW-3-U, Afo]E2Hel-4-4, 1,3-Ato]2=2 et
d-1-, 1,3-Ato]2 = Her]dl-2-d, 1,3-Ate]Z=2 AMetrd-5-4, AtelZ=d4-1-d, Afo]E =3 4l-3-4
AolgzEal-4-d, 1,3~ APO]%E@‘MMO&&—%, 1,3-Atel 228 H A-2-, 1,3-Ato] SR I-5-4, 1
AplFEEAYRI-3-A, 1, 4-At]FRAACI-1-, Al SR -1, A]FRIAW-3-d, Afo]FEPH-
4=, APl ERE-5-, 1,3-Ate|FRHE-2-9, 1,3-AlS2E -1-d, 13- A 23 <l-5-4, 1
APRIZF 2B RI-6-A, 1, 4-AF] S 2P A-3-, 1,4-AelF=JEH <d-2-<, 1,4—A}01%E@E}ﬂ°ﬂ— -4,
1 4-Ate] 22 et Ql-6-9, 1,3,5-At ] Z2HEELA-3-, 1,3, 5-Alo]F2FEtEFN-2-Y, 1,3,5-At0] 2=
FetE<d-1-d, 1,3,5-Al S 2FEELN-7-A, A]F2SH-1-A, AP|SESE-3-U, Ao]F25H-4-4,
APl 22 SH-5-A, 1,3-APl S 2 SEH<l-2-, 1,3-A]FRZEEHA-1-4, 1,3- o] S 25E T <l-5-4, 1,3~
APISEZSEI-6-U, 1,4-AlS2SEHA-3-9, 1 4-A]22SEHA-2-, 1 4-A| 2258 d-1-,
L4-Atel 22 5EHA-6-, 1,420l S 2SEHA-7-U, 1,5-A| S 2SEHA-3-9, 1,5- o] S 25 E ] <l-2-
d, 1,3,5-AtlFRSEHEZA-3-, 1,3,5-A0| 22 SEEHA-2-9, 1,3,5- A0l 22SEEd-1-d, 1,3,5-
Aol F RS EEYA-7-Y, 1,3,6-A0| 2 RSB EA-2-Y, 1,3,6-Al|FRGEEA-1-9, 1,3,6-Alo]F RS
EFEZQI-5-2, 1.3,6-Al S RSEHEI-6-U7] 55 & 7 At

e WA AgEE (59 WA 149 MRS BASAY), @ Ax 94, F 4% D Ak A2 olF
AL Fom oot wold AN RAUAE Sht ol Fhe G, 284 £r 3949 59 1)
A 149 MRS BaaAE 2. 6% /18 PAdeR oF 5 Agdnds], 989, Aslad
1SR, olvtEd), seEeds], ontEeas], BEEds), HEdselmeFds], HEds
oeEsebdyl, Mgy, HstolERFUs], Heteluuetds], ojntEeds], SAENds] $& E

E] = =
gk, ER, Y] NFE BABAV)E JYEIFOILNE FEHE 7], mE aGEYY FRB(AS
L T
o

O

2 AN AFEEE TG TS " afA 7 B TEE]) & 6 WA 14709 B A2 A
TS "etra@Ar|E dvista, @87, 287] 9 387] o H9sE ¥ g 7= AL
d& 59 dAdr], dudr], 1], 2-uEdr], opFddr], Ereld ], MHJ AckAld7], opAlnt
7], EFeddr], ddudr], ddudr], dESAET], AlolFRAE | ZRSHE Y], Aol R RS

_21_



10-0869271

s==4

<80>

M_Eﬂ,ﬂ,ﬂ%é%%%ﬂ oK AR %ﬂﬂﬂﬁ%#
R T o .0 KoM WL ihi
%@uﬂeuﬂeﬂﬂﬂiﬂﬂi Ao i o %ﬂ%ﬂc_a
W o ME W = e
&mﬂ ﬁ%ﬂ@,%ﬂﬂ 73;M7ﬂﬂ,%
1 fr — — — — o
P ET R ST S
R RER TN I N A
0 — :/‘mL v,._ 7ﬂ | _§ ‘Nﬂ 1n} 7‘|1_ﬂ_|
SEscEEEIEE TritizTiz
T ~H T R o i
4TBRSATRT R ME g T Ey _on
WL o e o o Ko v Mg N
. A s = Mo I N g @
b WE = NG o 1 m o= W Jﬂ% .
B D ™o o Nooomo 4 TR ML
g S5 G - S - W e ‘L| ~ RS
o =S -~ B TR LT o N ok - B
7 W - ~ | ~ - N H7 X -
CildrLs sy Lﬁc - WKW E
I B o - T B e
W TP TE TR TNg N LRI e LR
e e e AN TS - s S
ww L oo BT B oy N ol N ° 9 a1
W,ow T P A o oS Eﬂgéua %ﬂ%
— . ) = . o oR o~ R Y
oW rmaMe o O G TR T g
ﬂW%EWﬂ;Wﬂ%%uﬁ 3A%7u% BT omM
?ﬂﬂhﬂ%ﬁwﬁ%ﬂ@ﬂ O wmaaﬂﬂﬂ,
TEIRRERGes L oy M ER @l
W oA =T M T B PR _owg X
el T N = -~ = KX = N T N "
"EEAS Iy 0w S L 2R TN hw /g | i
T .WE W ,_LmoxAﬁ ,ﬂxy Anyéeﬂw.xquezq‘m] /
® mm N o ﬁm N - OV (N S Eacy %@ = =
ﬂwaeﬂﬂ_.i owuaaz.*ae &I‘_@_ @Jﬂ]_t o = K
eI E Ry X F o - N
Rl = ol ~ o) - R — N =z =
= Qieq‘_ﬂ»ﬂuﬁ: ATOOr"m \lyHL_v ) 7ﬂ1r\_17r \ / Lf
ELETS T4 mAn TR o BTN D=4 J
ThTdAmrmam ey SR . B 2 — - H
WS L TUIE T .. xS L M=R oy
Ng R Mmoo xR O N S
TP WETER S Ry PP T RN ~ _ o
HW_oMTETT RN R W - L N /
LT HTER AP X TP R <X / /v /_
O R I B B P R — —
= — S X T T T
R R T S I R
o WA TTT oW . o R F X w Z\ Jo
TR TR T T R R ¢ SN w N rT |© |A|\N
PN O BT TH N~ WMo TN T H - =
SRWH N TR WA WP RN TN FH R
A
(o2}
\Y

<82>

71¢] T3] %7]
— 90 _

L
o

Ao ey

ul
=

2

1

A, AL A

o,

12k, HERY], HE=RY] T2 7]

s

(D

A
A

&7
il

A

<83>
<84>
<85>
<86>



ol
=

=
=

10-0869271
g7, Cis

-
X

PN
=

s==4

71, Cos EALEI 7], Cos

g47], G 71

-
X

94, BE 94, 2o A 5

Ad=

=

ok
BN
] A}

s

]

7], Cos

92, BE

SRS

dzs EF202 A,

)
TR AAE ol glofM o] nigrA R dEs EFeE A

7IdEl 271, otvx7], A
Al71, el E Eot

CG* 14 HO]—

71

<87>
<88>

o

71, 2,2-

7], 1-d
7], 1,1-t4]

b}
=

=

v

A=)
39

71, 2-9€
2|

T2
g7], 2-4

kA

1=}
g

7], 1-d

71, 1,2-"Hd
jé]

=

7
7], 2-+|

3L

=

3L

71, 1-H€
7], 1,1,2-Eg|v ¥

71, 1,3-tv

b}
=

SR

RyA

-2-wlg

g
g7], 2-9

71, 1-9

jé]
o v

o

7], 3-HEHd]

o
o

o
o
jmyl

fmyl
-
]

o
jmyl

AL 9 s Cos 27171 ol SlolA o] wt

=

=

3L

—zEsd], o)k

71, 1

org)
= =2

Hd 7],

Bih)
o5

7]

[e)
iso-F 2%

)

2yd7], FEd
2EZA7], 1,1,2-E

— 3L

3L

=g, oz

-3

W, Eleldr], #4271, d9

71, Cos &71d7FE 0L

-2-ulg
Al7], 2-9

=
=

= =

[e)

23d7], 2

= G &7197]0 ol oAl nf
5]
Al7], 1

71(l

A
ZEA7], n-FEA7], iso-F-FA7], sec-

3L

AEld7], 1
Al71, 2,2-H 7

o -
Wk 5%
=
-

=]
5

dotr7], Crg GAFERLSAT], Gy EALTIZR

Al71, sec—

€]
=

ST
X

2z

=

=

7Id<=

ok

Al71, 1-vE-2-o "

A7), 1,1-tH)

3Z

=

=

2z

=

S
=

3L

dopr 7], Cop

7, UE"Y], BRA A%, N-Cop DT, NN-E-Cg P71, N-Coy
A7), Crp BARAZBESGAT], O @

dAd ot 7], NN-H-Cos LM =7], N-Cog LTI OF 7], NN-T-Cos E7IHOI 7], Cony B

g

ST
X

Al7], 2-old

3Z

=

=

hva
Al71, 11,2

3Z

=

=

3L

A17], tert-§-5A17], n-

71, 1,2-Hvid

o
Ll

o ofFolAi oA AeEE st o]kl 1B
El_

dotr 7], G EAdE

d
2]

<89>

o
Hjo

El27], n-HEEL7], iso-

)
=

=

hyA

J

hy A
AL

2~

El27], iso-

BEYSA7,
i

SR
- 23 -

3

7], n—
2HdE 7], °f

-3

23987,

— 3L

2
2HELT], 1

ok

ER7|R o]FojA=

239847,

—3
=i
=

1
27, tert-
£, "HdE ],

e
(&

e}

Eld5A17],
12k, HE-Y]

<90>



<91>

<92>

<93>

<94>

SS90l 10-0869271

dEl 7], 1-ZeydE ], 2-22IdE ], FEEE], AELEY], FALE L] )E & 5 UL
471 TAEE stERdT] o dojA ] wpgrA g dE 5, A -C0-W (7] AdlA Wel dEm= G EA7,
Cos EAE7], Cos E7147], Cis €271, o 7], N-Cig &Eobr 7], NN-U(Crg &A=, N-Coss

dAo 7], NN-T(Cog AP 7], N-Cog IO 7], N N-T](Cos 1) =7], N-Ciy &2

o) o7 e Ve ' AUk
e ] RIS I o B - o B B I B i e i 2 o B i o
971, G E71971, G EBEELY], G SAIdEE Y], G EYIdE
xd7], G EETFERLY], G SALTIEREY], G E71L7IER Y] TOo2 o] F0
Ul E== 279 7E ;871 Cre EA7], Cog EAET], Cog E7197], Cg EHEEHY], Cop S
de3xdr], G &7Idexd7], G €A7tEREY], (o €972 Y] 2 G E71E7F2 R 7] 3l
Aol TAZ7], o AR d2es #2417, 227 94, HERY], G 32471, G E-HE Y] 55 5

Aok, A7 A

et
»
pass
=

& 7L A& F AT oM=r], o FE niEAd d& FAFeE &9
Hedolu| 7], odojn| 7], iso-EZEoln| 7], p-Fdoln|7],  iso-FEolr 7],
tert-F-gopr|=7], n-HMEolu| =], iso-HEolu|7], HoHALoln| ey, n-dHolu| 7], 1-wEEZFolr]
7], l2-yde=zagoln|y], 2-oldx2doln| 7], I-WE-2-dgdz2gdoln 7], 1-dg-2-Edz 2o}
vx7], 1,1 2-EguezEdotu| ey, I-wEfdou|y] 2-wdREoiner], 1, 1-tHE R ol 7],
2, 2-vudfeoln| ey 2-ddRgoln| 7], 1, 3-tiudREotn 7], 2-vEddon| =], 3-wWEAolr| e
7], NN-te|€olr| 7] N N-tJedoln]=7], N N-tl(n-Z2H)o}r]=7], N N-t(iso-ZZH)o}r]=7], N,N-t]
(n-F&)olv 7], NN-t(iso-F&)otn|x=7], NN-Y(tert-F&)otv=7], NN-t](n-HE)o}v|=7], N,N-T]
(iso-3g)otr 7], N N-t(deAE)oln|=7], N N-t](n-FA)o}n|=7], N N-t](1-HedZZH)o}u|=7], N,N-
g1, 2-vegz2d)oln 7], N-dlg-N-odo}n 7], N-og-N-(n-Z=2&)oln| 7], N-we-N-(iso-Z=2 %)
obn| 7], widotn| 7], dHolw|y], (1-Z2Hd)oln| 7], oAz EH don 7], (1-FEl-1-)ol| 7],
(1-F-"-2-d)opn| =7], (1-Fdl-3-e)otm 7], (2-FEl-1-d)o}n| 7], (2-Fel-2-¢)olm 7], N,N-tjH]do}
v x=7], NN-t]&don| 7], N N-T](1-Z2#Hd)otr 7], N N-o]aXg2Hdoln| 7], N-H|'d N-&Ho}u|=7],
e dotr 7], 1-Zgudolu| 7], 2-Z23doln|y], FEdolu|x=r], #HEjdoln|r], FA|dolu| 7],
N.N-telEdolu 7], N N-(1-Z23d)o}n| 7], N N-(2-Z=23d)o}n| 7], N N-YFEdolu=7], N N-tjzl
Edolu|=7], N N-t&rdolu| 7], slo]eZ A mdoln| 7], 1-3lo]=F Ao Holu| 7], 2-3o] EF Ao "o}
Hx7), 3-3fo]EFZAln-Z2E7], WEdsxdolv| ], dEsxdoln|y], p-ZEIEF o7, {so-E
2dexdop ], p-FEHEXHoH Y], tert-FesXdol| ], Hdexdonxr], ddsixdolr| e
7], iso-ZEHAdEE ol 7], iso-HMEd=Edoln| 7], dEdErdotn]| =], HEst2r doln|7], of
gylzrdolr] 7], n-EX2I7l2rdolu 7], iso-T2IItEH ol 7], n-FE7l2Rdolu|=7], tert-
FeztzHdoln|y] Ridst2Hdoln| Y], G2 Hdoln| Y], iso-ZEIEIFERHol| 7], iso-HH|
d7tERdoln| 7], oEdt2Hdolv| Y] 5& & 5 Ut

o

71 TARVIE T e e G EHEERxEYL, TAE A e e G SAlIdEEY
710, TASE ML S 5 e G EYIdExdY]L , TASE AL S e G E2 e
715, TARVIE 7L e e G EIEEYEdY) 2 TASRVE T e e G 2

d7], iso-Z2HdEXdr], iso-FH
d7], iso-Z2IE3d7|, n-FE£T

7], iso-dMEHIEY 7], odEdEy]

d
&
X9, n-ZEIUEIEY], iso-TEI%
3z d
¥ d

)
o
-
&z
i)
i
=)
T,
N
=
e,
e
i)
T,
)
e -
e
e
K=
T,
)
@
9
H
fu
é_l“
e,
e

47) Tel=ilzl, R TslEzelaAUs, o QolMel g dF EW, WAy, WY,
grgdes], Gagdds], degids], dedegs], Bedugl, geddds] $¢ & 5 da, 3]
hRAAS A, o) Mg Azt WASAY], AALSAY], AYTZASAY), FEEHESAY], v
gAESAY], BELZERSAY] B E 5 A, Y] Ao aASA], o nEAe et vl



10-0869271

s==s5

=g
= =2

R

or
)

Al71, olmHE—

or
)

Al71, SEE

or
)

Al71, SEm e

or
)

Al71, S

o
1]

<95>

HEZY], Cis

44,

Z27],

z=2

A7, sec—

z2x

iso—

A7),

z=2

o HEA7], AEA7], n-

= =
= =

Al71 (el

o)=L
=

=i}
=

7], AelgRAds], AolgRair], Ao FRAerds] §)

ZaAd 7],

=
=

z29d7], AtelF25EdY], AlelE2dEd Y], Afel

FEX

W Aol

=
=

Cy AFOIEZLAL 7] (A &

Aol 22 FHE 7]

<96>

!

r CG* 14

o, e vk g

3L

gd7], o], v

N
ol
i
=y
Bih)
oo
- H
N
T
I
4 7
iy
i
n50

o
CEny

|

= 1=
= =

A2

o
el

er AA 5), UEHY], (i
7], tert-%&7], n-

u A

Q

A, A AA, BE 9A,

=

3=
=T

il

A=)
39

71, n-¥27], iso-

=g

7], iso—

n-xz2d
) s Cl*G

B

Z A7), sec—

z=2

A7, iso-

B

A17], n-

E
=

LA 7] (HEA] 7], o
A71, sec—FEA7], tert-F5A]7], n-

=4
[e)

Aotr) )% g

[e) =<4
=

T Qs e obiy], &9 obveT],

=
=

1o}

S

IEEHER IR

ISR=

A=

Ueha, uhgr

=
=

NH, 0 &=+ S

p
L

271 Aol do1A, Q

<97>

WE

®71HE 7

3
o

2 X

2

1

, X, X

= Al gloA X

<98>

~CH,-

9

-N(R")-CHs-,

8

-CO-N(R)-,

7

-N(R )-CO-,

F1d@7], -0-, -S-, -C0-, -S0-, -S0,-, -N(R)-,

ol
=4

= Cos

o

P
-

NR'™D-, “CHC0-, —CO-CH-, -N(RD-S(0)u=, -S(0)-NR )=, ~CH=S(0),=, -S(0)~CHy=, —-CHs=0-, -O-CH-,

13 14 15‘:” 160
, R, R HR =

Oﬂ}\i‘ Rﬁ, R7‘ R8, RQ‘ Rl(), Rll‘ RlZ, R

)= B2 A

16

15

-N(R )-CS-N(R

.
EE

14

13

-N(R )-CO-N(R )-

=1
=

YebHIL; m, n, p

=
=

A7

<99>

_25_



<100>

<101>

<102>

<103>

<104>

<105>

<106>

SS90l 10-0869271

oM 53 wgAd vl= gag 27 e 3o dAdArleld, dE 5w -CH=CH-, ~CH=CH-Cl-, ~CHy-

CH=CH-, -C(CHy)= CH-, —CH= C(CHy)- 52 5 2= glth. A7) oy 271delr], o YolA 53] wpekash 7=
B 27l e 309 gridiv]eln, dE W €=C-, C=C-CH-, (L,C=C- & & F& At =, X,
X, X 2 Xom wrdE TA82 AT e 4 A O, XAV, TABNE AT e 5 e

Cog &AL, &= TXIVE 7HH AS

2E 27 dAdE &9 2FeE 9, o
= o
}6]'7] Rﬁ, R7, R8, R&J, RIO, RH, RIZ‘ Rl.’i, R14‘ R15 ‘;% Rlﬁ_g_i 37]§4}:. 7]i H]—%]‘ZS‘]?} FCI_G %_}'ﬁ7]J i% U‘ﬂ%7],

71, n=Z2A7], iso-ZRAV], n-§E7], , HFEARE TG EEA B

g g Il =
HEAT], EA], n-EREAY], iso-EREAY], n-REAY], tert-FELA Y] 54 5 5 ),
A7 A, X, X, X 2 Xl glolAe] netd s]ms ©AAS, ~CH-, ~CHOH)-, ~CH(ON)=, ~CH~CHo-
, —CH(OH)-CH,-, -CH(CN)-CH,-, -CH,-CH(OH)-, -CH,-CH(CN)-, -CH=CH-, -CH=CH-CH,-
CH(CN)-, -CH(OH)-CH=CH-, -CH(CN)-CH=CH-, -C=(C-, -0-, -S-, -SO-, -SO,—

, —CH=CH-CH(OH)-, -CH=CH-

, —C0-, -NH-CO-NH-, -NH-CS-NH-
T £ 7 Jdx, By uigg V2 9d94¥, -CH-, -CH(OH)-, -CH(CN)-, -CHy,~CH;-, -CH(OH)-CHs-,
-CH(CN)-CH,—, -CH,-CH(OH)-, -CH,—CH(CN)-, —-CH=CH-, -C=C-, (0- & & ¥ U1

o= = T 1, H“-(')-T H]’%LZ]% 7]\—‘:‘ @
A%, ~Cl-, ~CH(OM)-, ~C0-°laL, 7Fg whabAgk e dddddoln.

B oage) w4

RS
4 R1
R =6 N

432 (I)
R3 \ Q

F}Z

47 HelA, @, R, R, R, R R RE 247 471e) 4els 598 o2

2 yeiy] o7 F7HE 3gE w
a9 @ T 259 FEE oA etk JHE 5W¥E dAE A o, I FolME ulEz g

Sl R(Z, FelEse] 1 9ol 4 X-A [X 2 A= 719 golol HAF ouZ by

e e

rr

L

Zlela, A B, R, ROE R % 2 A XA X 2 As A1) gelsh B9 ouig deh] o %
M slela, B e $a 94, R A EE G, 2479 e me

N

il
I
>,

[’ | (1)
X2 \?‘&a

_26_



7%=

hya
ar

10-0869271

s=s3
e o®

=

=

@ o

[e]

=
o

(1)

;XL X, X, A A AR

A

(%71

<107>
<108>

= X T 111,
ﬂNl R_U = .ﬂw . LOE .ﬂw <N o EIE :.L
N By oy ogr o £, T 0
5 o ot gy wroof <) o =
% - = W o L HTE
= o 7 B go < 4r 2
o Al i S e~ = ™
: % E o R
= - = XOE O G ok Sk 8
=} N R_u =y < <A i ™
= W A PR
T M % LW%%%?%%W
< o . Wom B o o -
A e R ~ TR N
' o B T o= 2 LW o H
g=d 2y = N oMW TR
i w R
nll pRE Tt
Ea EE iy :.L ~ n@l ‘Mu basst ET < "
z = o TEQ o
0 — ff T R 1_1\_ 7] —~
: B s P vgeBhRy,
= w X P TET LE W
Xl o e iy o s X ~ N A 2~
a o [
* o R
o X0 T T B M Mr i} SRS
) a N Ew g leramE®
& m_v.o = n NJrWMrn - e T
D w5 8 L
o Rl I T S I
= N o BK %ﬁrwu%%ﬁ .
o e ~ fror e R~ T el T BA
i Tw CESE T
ﬂ N AT o =) O.:! PL = T
(- B o= R o RGO
w2 a . U S N )
o o U T o omA S N
Pl < T N = L1 =
, —~ H X - 4 woup TR
1 N =K <0 E ) ﬂp »AL ;i E# E._ i~
< - o N B o M
I N . N B @y o -7 D i
g Nr : o ~ AR T N
T oy - = ¥ % Z o T B Wy T
o < oo ooy W opw M i &
T v =N A LY
1 x o ~ M ﬂﬂ g 1:‘_ ! M’ ‘,Wm - ,El‘_ ‘Nlu_l :.L
[t < J ™ T n O~ mp ® O mq
BE % R D% S - P
— ~ - - ~ Jo~ =
= OT_ o ~ > E.E ﬂlx_ / 0 < BR o} - mﬂl ;i ‘m_m“mc EO 17rE bagal
o X—< T 5 Z oy R a
B \ =~ B x X <o Ewm )
R N = M — 1) I
ﬂ < < ]q ~ ok EO B < llant os
T o W N\ / SENTEE SN
Mo < ~ T = _ow e X BT Ao
o ~N < = —_— a8 ‘ul -
™ 3\ -y I LI NI E R ] ol
O < 8 % G S I B
;Ot et A [ ~ g il ‘m_l OL
o A - P e I N
s < £oa 4
<< vV kY,

_27_

7%= gt

(Hhe= 3%

A)
=1

<114>



10-0869271

s==4

1

Ax "

<115>

o)
N o~
X —<
/
o
NN
R —<L
Y

(I-D

<116>

g

<117>

i, X, X

1448 Lheh)
Aol Vg ke )

o
el

= 7HA

2| 2k7]

= 77t

=i
=

2

ol 9lolA A, A

my

o]
—

e =) 48 B2

s M=

2

L/

o A8 7

of Mz= 3gE(I-1)

A

B

or

qr
jat

m

Al

14 ot IFEE(iS

oz A

1 €k5]

HAsH A= %

AR, wh

o)
)

!

L
o

7N2A A=

2

Hy =

i

wjr

™ oo

ao] =5 w2

-u-3

r]

opHlEAL TR,

[(NNN' N'-el Egte oD it]elrl) 72 (1) | 22 2ol =

I
olo

)
—_—

el

B
o

o

i
Bl
w

I

i
o

mﬂ
TH

4
»A
o]

<
S

ks

o B

ZFE, oHAEMY Fol 9

o=

Eg

tZZ 2 v e,

A=

AR, HhE

o}k
5

5] ]

Uo

B/

A%, kg

<23
5

_28_



10-0869271

s==4

H
o

K
o

50 WA 160C o]},

7] B2 3}

L
o

[e]

i

St

=K

=)
3= (i) &

2+ A]

spolar, v}

[e)

p=
i

=

F

}

2

WA 7k
AL EY e Y

o

L.

FHE(I-1)

—_L
=

|

Zo

Fr A ko]

Z2A3} o

Plo

ol

2

Az

<118>

o
T
Z 4
N\ /
[}
9
o
<«
N
(o}
=
72\
nw.nl
ﬂ\
[52]
N
o
=
72\
N

el 717 v

ul
=

2

o 9ol A’ A

H
e st (iv)el

L

.

(I-D
7HA

=

07’8

=1

Gw
(vii)
DD D S W S

&7 Al A

<119>
<120>
<121>

I

B

or

A

A

A, Agks

Ly
a

[e]

T

23 wgo] ATFoA 4
= g okl

25
",

EHAEA

L

L

HAI

5

ka5

ijl

X

_29_

==

L

SHAl =

0|

A,

o

(e 3

5]



10-0869271

S==g
7s gnzate e 8

A

o

3EE(vii)

o

.

50 WA 160°Colt},
3Fghe (vii)

stod & (vii)
oA

h
o]
H

L

p

L

H

5o aomEsA Fol itk

SHAI

[<)

78 &
3

2

167

Folan, whes
pZs

°©

A5k, kg

5

o)

skt (vi)oll

WA 7tE &5

x

=

%
Protecting groups in organic synthesis 2nd Edition, T. W. Greene and P. G. M. Wuts(1991)o] 7]zj=o} <)

sk},

REBHTELTW S EE TERBEHDTE T WD
?Mmﬂ%ﬂwm%mﬂ_mﬁﬂ,ﬁ%A%%ﬂ%%%%ﬁéﬂwxh
P oo I O . o TG U - B}
G uFTT _WHEE gy EXEEVELTTDD 43
— ° o o — =
R RN TR - RO TR O TR S
o woN A b —_— LW e X H
i e o | o e op LR H oo 76 ) o o
ey T ME T g TR o M T W oy My e .
D T AN - o FT XN g T Ty
E R X EFpE®T AT R W TE g Ty g
}Muﬁﬁ.ﬂﬂlmﬁc;tc,ﬁ LCOEOE oWiLﬂulqgﬁTﬁolezuﬂ
< b = o L~ 2o S W 1] R oY
o p EER AN R Ay R s HE
‘HL,ﬂOIByo.»u W Lm_lﬁwuﬂ_lm‘ml ELQEM@‘O':H _AMW oWﬂE;lmE
goP,_ﬂN,e] < e EMaU&Eoﬂ%ho»C X
(I 7ﬂl H_._ rou I ou# ﬂwa_ﬂyl J¢ LCEE]
MEAWEON‘IMMA#QEWHMﬂﬂLLC tdﬂmﬁr‘_ﬁaqﬂm m‘.*,ﬂAllﬂAl
o — ~ F 5 oy o S <
EWWMMM%AT:U@E OMamu,Lt M_.#;Eo#oﬁﬂwﬂﬂ‘_mﬁ]‘_ﬂwg:mﬂ
X X = ~ A =% = o WO R e roudike
- o N o X T Y
ﬂzwwiﬁw%%a;TT%ﬁﬂwag%%%wﬂﬂw
NIMML.aEm & m o Loaﬂﬂ,ziﬂ,o .iﬂozo
b T.,ohﬂ&ﬂ%moﬂ X P ?ﬁm%Eﬂﬂ P8 e w
R T S S M ~ 0 Mol =
%%%ﬂﬁﬂvﬂyo%i% @mo%%&ii%xﬂﬂaﬂ
Pl g e oe AR R P o sn Fad
T I e L B R I
s .ﬂ_ioﬁe;ﬁ 0 D= | . AHELE_UH o~ o
N~ o = WK o = T =
- < U T = - T oEw
A A R B R e X TR m £
P T W, RH oy oy R ®
ERCT phg =y FL TR RO E m oy
oo ®I ~ A 20" — Mo x = S olo e iy T
ﬂ%WDﬂmﬂﬂHL%MZLEMLOWEAﬁibﬂ‘_%,@ﬁﬂmmL,wr%m ﬂmﬂ‘%
A o R 2 Mo ovzf%ﬂWWDﬂ,ﬁm n 3
T X1r££7L“\u/4 (_sz}aai@uJ.Pztl\evﬂwwom%
AEoﬁamEEnM.mﬂwgth Mo I REW W
WX oz X gp N kTR AL ST B ) oMr
R R BT A R S
T . R T Sl I R TR A
Enznﬂ, %?ﬂ o ﬁri%ﬂﬁr%Au]e%ﬂﬂﬂmu%%
T LRI RAEL bR  pXELTGFET 4B
oo T W T Ry TR B aw T TN
= ],Ha o =y o#a _E o __ E N -~ XX Eo ,mwu < < =
T hL LB R AR a3 TEEN 2T o 00
3 . o 24 B oKX ~ny ol o _ .o %0 X _T
o}v%mqumzﬂzwwHLﬂMWOﬁW%%%EM%%14%
ﬁo#oﬂ - o o ,ao:] g =i XL T
W o B W W g _%om@ﬁ %7EAT%E1WWEM%WWEEH,
g 5 id N =R X = o | Yo B o w5 oF =
) = ) wr = X 1:‘_ wir o O 2y X A I
o HE LM IR o B oo 3y G o™ L N
oy ﬁo X oR — © I jor - o . = T ,zT.: ny <
4 % m D Wk m Wb T P rer oy
FralrRreslHI® o @ ATFTAFTPEWPS® o o

_30_



10-0869271
el 3lofA

Hol—

s=s5
e, B oAz

=

=

A1a
Aia
(o] (I-D

A1a

0
}7)e] Aelet BAG ofu

A N7
(ix)
Z >N~
(x1)
A3a
1 2 3

3

———

< NH

1

3
OH
XL X, X, AVALA L

R

2

F
\
1

7] Aol A
A, A

Az ¥

<122>
<123>
<124>

TR

o

el

K

2

fol== AT 2o A, A

2-79]

KeX
<

= SE(-D

oz A

=y
A

o

= Egogopnl,

a7

L
L

]_
Ak, v

5

olu) ALg

7,

T2 g

s

ol k. AHS

1

Rl

Bl b e o] ezl o] of

seld,
ohiEATH, b

LR

oF
g

4w A

ol

Jo] == 2-u] A< [(N,NN' N'-e| Egtu| ol & alt] o} 7l ) 2]

_1_1_-5—

L
o

Boll gloA HFAR o

EFREeE 58 5

fron

Ao Sol g gEAe

o
wr

ez
™

)

.
jo

=
9

ajo
4

O

]

ojp

1A ek

3 &

HeS A

3

N
. Mo

N
&y

~
lo

mﬂ
H

4

BRI EF T oA EA

b,

o
gud

wr

ol
olo
ot
—_~

o

ox

A
ojp
GH
il
Hlo

0

Fol, 60C

°©

Q.

°|-8

o

=

o Tl e

=4

o

F3tary, BESE

20=817e,

100°C WA 200Co A 33

L

s

TC

L
o

St

T

[e)

3k,

(e}
# , wher

719l EA4

}

=
gl

[<5]

o
[

==

%
SRR

E

3

44 AR, npEy

o

o

wr

P
- o

=

=
=

1

=

gy W= 7k

o,

SEE(x)ol A

, HEFFEALo|E E=

_31_

fsi3
=

A

3]

9o WA 60CTolH AT,
o e

- A
L

HAI

S

R o, whate

}

&

Balolv= S HEREAY, o



10-0869271

s==4

I

B

or

Aqr

g o

dr

N

|83

=
=

ol

Ast BAE &

(e}
=

}‘\l_

wr
w

il

X

T o

wr
o E
o X

e
jo

% o

or

™
o

o3 W
=

wp T X
TmE
o e
"o B
= X
5 do oR
RS
m aw
s . T
ol iy HA_.
o)
I
)
i+ A
o e ur
=0
ST e
O T
— X
o
T _x
T
S FE 2
2T
noRN
= ﬁ el
ﬂ_OI ;OE W_#-w
K fal
R MW .
= XM
. X
B R
o Mo W
o
o) A
U o =3
o =
o5
=2 Mo
N
1umw
= = 0
o) oy %%
< \m dlo
EoNs e
o mh .
. PR
Beg
0 HE
G
o
x oF
m T

Ulo

o] HERSAY, 890, N-

M=

al

A

)

B

or

il

R T =
¢ U
o = oF
®
= mﬂw NF
Woge I
of L 1w
o X
sz M
Exﬁ Enw o
o
T
T A ol
T Qo
= R
g
g oF
% R
o .
5 o B
— 0|
o
Ho 2w °
R X
X
T o
oo X
m "
%wma
Hjp il
e wm wjr
B
d BTy
[
%mﬂmu
2o
Mok &
g X
=
oy N o
Gl olo
o
C
o .
= M
Mo R
of oo T
—_
TS gy
»A
AR
o T

.

Ulo

el
ot

il

T
)

NI

o] mr} vhgh

o]

stoll foh=

X
o

50C WA

L BT,
REREE

=

ST
X

=k
WA 7kE & stol™, nh

REREE
e
AR (xi) S

S x] SARE, w}
<

%o of
oy

X
o B
ﬂo
—_
wr %

) je

M

0
— Eo

G ®

)
B

alil

ok

7] B4 st

)
T

o
=

3EE(1-1)

)

4

Az

<125>

(ﬁw

(xiii)

<126>

_32_



L
o

744

=

10-0869271
3 S

=02

2

1

Z, 7

s==s5

17]

&

|

X

o

L.

o wEE FE(I-1)

K

(xvi)
(I-1

ul
Aol S

o

=

2

1

3B (xiii)

o

Aol A w

3

2
[e)
Ll

=i
=

2

A

1

DT D G W W WA

gl

)

1

e

o

e 8HghE (xiii) ol

7] Aol
o glelAl A

(xiv)

<127>
<128>

il
=%
N
b
el

—

o

o
o
wr

@

03
BINE

Al

T

[e]

T

LS|

el

N

el
,ZT.:
)

)

viel

X
!

o
il
wjr

B
™

)

i
o

viel

S
!

o

wjr
I

0
Hlo

e tuE EE5otv]
WA 7+d g stoln], npEA

S

Ak, v

o)
=)

5] ]

3o] 3

i

3

FEE(xiv)oll A S =

50C WA 160°Co]t}.

p

L

SHAI

°

18

=

&

, &

al

o)
=)

il
=%
N
b
H

w o

A, Al

A

J

A
ol

A, dAd B

X
© o

EREEY
- A
X0 fatin
N Mor
N i
o} R
olo =
= A
=

ot B
X
Moo
) 3
) W
TS
R
o
A 0
il -
o el
ali o
IR
b )
Y
Y =
W L %
X 1A
ﬂo

o ]
Dlo "y
v oy
oy W
,ma alh]
B Gl
< 0
I =
,HE m,w
‘W —
™ X
i} o
<] 3
™~ b3
oy o
ww olo
JEAY MWL
I .
= iy
1) ﬂ

_33_



<129>

<130>

<131>

<132>

<133>

SS90l 10-0869271

YT o=, B, AU

F steld, wtEAS A= 50T WA 160C olg. 7S ¥R3I3Y JFE+ e (xvi)e AxRshe dhee ¥

M TR W osiA F3E 4 Jdon, dxA WHoRgA oS 5 Protecting groups in organic

synthesis 2nd Edition, T. W. Greene and P. G. M. Wuts(1991)el] 7]A= o] &= EA4tY WS & & Qrh,
1

AR
2 ad mE2s S-S Axshs JAF 242 e 49 BE

o 22 FEAE T SES o
£33 AZY whg, dEAE dd fFEAete] &9 vg i dRAs dd fuAd dig X3 wh-gol| AFg
oM AL Rt AT 4 AT, ARESHE OF BEN SEAE 2098, ARSsHs &0 S e o
231, §g& AdetA] e ¢ 54838 dAEA gdon, AdHo] s g e Hd BEA FEA, A3 o
Ye 5 Yt Bad HEN FEA 5, Ldsks Ad ggat 78 Ve HE 4Y HEN FEAS
AREEE otk B uESS 4719 EA Sl Ak niEA e Ays 9d& 9, ol AMEsheE Ve &
A5, AMgehe &l Soll weEl g2, WS AdEkA v & 53] S EA AT, v sAE Ed
odolvl, dEd, HEWE Aol Fol gk, A& ] FFHEC o] wpEA g o2& of
AEAFE], O-p-sfo]=&2o] 2u (NN N' N'-HEgWEdgdat)eld) (1) ]F2o| = 5& & F
ATH. EF, E WRE Gufe] A stol dets Alo] wbgtAlete | Abgete &vile FUdE, AloF Fol wet
23, WS AdelA] @i FUELS o= AL geste ZleolW 5WHE] dAE A ZAN, npEAsAE
g2 v, HEgGse]=2Fe, o EAt | Fo] gla, T 2 whge A #9)7] 3 e 3 VR F
oA st Aol wpghAstar, o]y Aol ¥z Ak A @F 2 FE P 5)E IS S Utk &
T oukbeE B4 53] SAHEA A, ekt E, RIYER T oM NEAVER 59 93719 EA4 sl
g e ge=stte], Ay, Basttel T 7 SEES ol&ste] 60Tl 7k g sk, nbsrA s
F100C =] 200Col A Fgtct.  ALg3te |vlve SRR, AleF Fo wef 23, E eSS AsA Zn
SUELAS o AL &A7]IE AolW 53 dAH A LAR, uigAsAE fudE o=, 584, z
A, HEZH, fI=2dx, JEZHA Fo] vk, FRzst 4 frAete] A3 wkgS 583 dA Y
A AT, ¥R, FARISUEE, FASEE, UYEFTSAIE EE ZEEFSAIE 59 d7E
ojg3ste], HEgSlo|ER2Fe e UHExFol= Fof &uf Fo WY A 7td S sF, uiEA s AE
A2 =] 60ColA 33T}

7] Aol A, AT 2 A" B gvle] AYet AR ouE ) o® BIEE Az B0

(Az W 5oz A2 5 ot

rlr
o
ol
ol
Lo,
o
oL

Az WY 5

w'\(j\ W'\(j\ (HO)zB\(j\
SN we Sy oz Sn oz
(X)

1D an
‘ 3a 3a

_34_



<134>

<135>

<136>

<137>

<138>

<139>

<140>

SS90l 10-0869271

3a 1a 3a A1a
A A NN
| AP . N
w
(VD (VD)

A7) AGA N, R e Y EE Aold g2al 4% vehln, Jbg g e 2 1E Aol

SHIE(XI S A WY T o F=dk= Wl mebs golshdl Ax & = e dols, Al =2 EA
=

=
& A48 Jul o A7)E WeATE TG, AV Qe LR, Agss ) S
del 9, E wg s AdeA 2t @ SWs F49A GAW, vEAeAE YEFLIAe=, S8 |
EEWE A=, LJE o Sajo]= o

EXDEREYH FFEXNS AFsE T3 JEEXDI EYWEA RIS A7) &4 sl A wkesA7]=
Aotk AMESE 97 EXdE, AMEStE & ol wel deAH, whg& At & & 58] ¢
AE A FARE, nEAsHAE n-FEEE Tol Atk AREEE Suive SRR, Ao Tl wep gk, W
= AslstA ¥iL FLEAS ol A= &dste Aold 5Es| HFEA FARE, wigA s A= HEgS)o|
EE2FTE 9 dEERFeltt. QVIEA n-FEHFES ol&ste AT 449 Wl wEk 94t 59 ie=
S TEAL F dY

FHZ(ORREH FFR(X)S Axsts 24 200 F £gahs 23] Ao fehs 2wty wi
A ERoIE S 7] 9 ZetE o] EA StollA AEH wSAIF RN SFE(X)S AFdhe 373
ojty. ol gdtE et Fvle 593 AHXA FA R, ulEAS dF EW, oM EANZHE/ERAdE~A
vl & 5 F 2 AHEeE Ve EdE, ARESE & T ukel EEkA WS ABEHA e
gk 53| A=A AN, AR Al EkAlg, S ER, BHEEE ol A =g, 2 3L 2%
4 - anbgde] #Ao A &ujo] EA) sollA sk o] mpgAEta, o]&ste &l FUUR, Ak Tl uf
o g Ay, E 9hgS A3EHA] o1 EREAS o= AL Kt oW 53| dAHA FARE, wiEA
A= 1,2-tu|EA g, YuExFoln|=, EF, A, A Fo] k. wE e 5WHI] dAHA
¥, B4 AL WA 7tE #F o, e A= 50T WA 160Cot)

(X)) EFH FFED S Axse 342 JFE(X)Y 7S 1T vhgo F8ss 3ot & 3H
2 oy FAE W oA AT 4 glon, dF 54 AFE(X)E A A dat )9 E4 el
A 7kE RseE WS £ 4 i, 7IE Ui WwHo2x o E £W Protecting groups in organic

P. G

[e)
LML Wuts(199D) el 71A1= o} Q= B WS & 4 Qo

Lot
D
d
E
fr
4z
)
oty
e
o
g
o
>
N
ol
rlr
of{
ox
rlo
Lot
D
i
E
i)
1>
D>>—‘
gm
o
=
T
|
N
i
rlr
ne
i)
f
rhu
24
o
ki
2
it

o
A g
T o=

H
__)&‘
(e
ox
nE

= 4ol AgeE 29
}_ >~
-

> Jo
o
f
(i
2 oft
o
o
__>ﬂ‘

2

ol
ol
rlr
N
Ll
o 1o
ik
N
il
2
N
N
>
rlr
mo
ik
f
rhu
r>
£
k1
2
Ll
>
>
oo
i)
&
%0,
re
2
rlo
2
)

EA st A =
B, E e 3
Aehlt Edolgeln, Wg, .
@ a2t ohENTY, T-p-shol= [OVN N N Bl E el o] e e of
o gule] £A sholA Wk ol whgrelsha, Abgal

i3 =
of wheb debAH, WS AsetA Fal FLEES o= Ak &gk Zlold 51EE]
-

ogolo

=
o
Sy
o ok olo
y,
A
o (i
e
i
>
b
o
o H
o
=)
>
oo
QL'
rir
2
N
rlr
i
o
T
(o
il
>
&‘1-4 el

g oo
ol
ol
s
o OFO

ol
ro

e

i
ol
o
o2l
i,
>
o}
™
>
d
I,
jun
z
o
X,
(<0
o,
X
IF o
of
M
%
Bl
>
ofrt

il
o
My yo H 2

2

o
(m
2o
=)
n
2
[y
@,
v
o
I,
ofrt
9,
20
>
ofo
o
als
-
=)
ot
oo T T
o 2
o I =
i
I m.ml
e S
PR
T T 19 go N o pfl lo

oo ol of
o N
QL
N
s
=
-
- O
=
i
(
o
o
=)
(11
SUE)
il
il
fu
=2
o
o
[
kv
QL
9,
(11
u
=
o
o
by
im
2
2,
ik
9,
b
=
t
=
i



10-0869271

s==53

BT < TR R = =
= o o T W T W _l}h 1H ,
Moo 2D mwgrﬁmﬂag}m WORE O RET Yy
wE BT R0 CEIRSIES = LS w N Y - E o
~Fa PR Tomp ot Lfﬂawrmoﬂ o gy T o ™
| T © —
2 = Mmow < Mrbﬂ Eﬂ_ﬂuwbtgo Ho mML@. o}/ dlm#rw%oﬁcﬂ
P S ET Y ow S E Y R I Ca idy
o — o K = = o = o S N o] W A
T <o 2L - ﬂz%],,mw_l —, X m " o#m_woﬂﬁ °
o L e w AR B * N m oG M
% o RO 3 o . % g
%%LE R T WER LR B PhEaw
o B < T E % Yz “owm BN mﬁ g
I o ™ H op ™ =7 % - Jo Wy B o
mﬂ_@%ﬁr dr.ﬂaazh X X T B = 0 - oo
TuiR LTk TEpTheen e i
%Mﬂﬂ mem;x._@ Wy i& dm%%_mmﬂ mrﬂﬁE dr.mﬂm%%ﬂ%
~ 7 — ~ X i —
Gl I~ i) o ~ P <& N Al Wn T .= - ] ) ™ R i ,.ﬂA,o R w of
e mu o o of K o) o o8 Hn
Bom o g M AT ey TN MY
! G 9 f oz = - < X il
o B U NOE oy E G : LS B vl
LB W A R« P e E Boon Py
o co T of L Mo T Ty N RN K o H _ A
—~ jalig s il f “_l;o X
=X %o zzut_mm @urwa ﬂaa?w.afr aﬂ%% %%%%%%
O wglg of wT = F L wE g T Ny o oow¥ o w
TR R = ™ K N .- C RO o o) ~
WW@E H o < T H&.%Hﬂmoﬂaﬂ,% JMNMH mmoﬂ%%cﬂwmﬂ
e Ty 7o %Eﬂéogoé e - T
B pY wTBS o SE_vx N wRE X b oo ® e
N i oW oap © Mm — W™ .ﬁ .E_ A_ == N 7 (i ﬂ e
P g =R B ) T My AR I Zo o
poPe gpal i fw etz == 3zfield
o o I W N —_ ~o = ﬁl% K _ow Y
- ~ o oo = ™ I U ) w
g Trou gRey 5 el Tws el g S A R
% $FEY TgTx = AN S SR SN )
S G - N %Mu.uz% \ : m -
A+ (W\ﬂjf ,Jﬁd%( .;_n_wm_su ~ Mﬂﬁ < P 37 ) 7 O T
T g BN BT N v BEa T
o oo X Mﬂaﬂm_ﬂﬂ,r < Mn wm_@@rr%ae% 7 e u|ﬂﬁ “ - e T
womm BT g s R ) \ 9 - R 0 B T QW
L BN o) s Wy eem T BT z D - T <P
go HOX i TS \ < ok ® = ° W = NN, A A w o T x5 e
- iomui o s z N 1l P e N\ / X —>= o N = mA.w._m <) =
oW o, = N T N TN WT . < R
B A X T S €« Wﬁmyﬂﬁ%%ﬂ;ﬁ @ R R iy
w S PR Mmoo N\ // S R S TR T Ymman
PaaPy T NE Tat nTTr 2% R R
L BPeTE T »E s O L LU B \A — w3 R B kM
=i f —_— ~ l f \IG — 1),
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<141>
<142>
<143>
<144>
<145>
<146>

=

kel

=X (Mitsunobu) ®¥HZolu}
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; BEAEA vhgA

s==4
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i
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<150>

Foll A7 Fol= oF 30 pg A 10

7 ool wEkd wEAR

o

4

] o]
LIRS

Apol, Agte] A
g, vhgA
kg2

3t

18] ®E F32 o] Fol

1

FA} Fol® oF 30 g WA 1 g,
Z1

7}

=
=,
=
=

100 xg WA 100 mg
100 xg WA 30 mg

L

.

L

L

H
St

o

o

kg

Blacs
/R Fhol Ak

Kol
l
el
-
ul
N

MPA <=8

100 g WA 5 g, d
100 g WA 500 mg, U
A

L

.

A

-
1t

L

=2

Gl

SHAI

o

ot
wul Xﬂﬁi %?

<151>

o
ofp

umo
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ﬁo
e
o
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ijl

MAA R S8, o=
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X
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s B4 HIVA
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2y HIVA
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=

=

e 4]

<152>

‘.ﬁo
.

o
wjr

I

A Aol e

i
o

fres!
o
ﬁo
el

7o WMol o 7HA

aA171aL,

F3L, 80TCel

Q

[¢)

o

A7}

=]

=

g grjell

=

176 ¢
Faz, 80CelA 2A1%E &<

7}8

J

%

200 m¢<
[e RN e =

aL Y.

=

=

h=]

=

Q

F3tE 79.1 g

F3HeE 40 g9}

O EAE 1000 me,
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S|
A

]

1072-97-5] 300 g

°

A1

o

=

F 30 ml

A
Qs

(¢

i3

]

s
<!

1

Bl

[<)

5FHE2R-3-Q 0 &-1 2-Tt]dlo] =2y g d-2-2

2-opn| x--5-8 2 1 3 2] A [CAS No.

Fad
Rk
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<157>

<158>

<159>

<160>

<161>

<162>

<163>

<164>

<165>

<166>

<167>

<168>

SS90l 10-0869271

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

o .RE 0
WAL, FASEFOR pld. 0744 ?EE}OPL A AARE o3 AR 5, FAlskL 60TolA sk St
=& Axste], #:A4 sE 102 g(BFA)E A

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 1o]4 4L 5-HEHR-3-89%-1,2-tslo|=2 T d-2-2 10.0 g, ¥d B2 10.0 g, FAEATE
8.1 g5 HEEEve 500 meel @esta, Edel”etnl 15 mie FH7Este], A2elx 5 Wyt get
agkabgleh. W el B 200 me, $FEYob: 50 mle H7Fska, AH3 ﬂﬂs& T, mEws ATE s
sl Ak, HERRdEgs FE8], Yo Fidviadgos 74561 3,

& OHEAE - Fito Y AAAste], A ShehE 6.54 g(47E 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).

31 3

5-H R R-3-(2-Alol=dd)-1-#d-1,2-0 3o =2 F g d-2-2

Br = N'J:: ‘J

X

o
.CN

Fate] 2004 G 5-EHER-1-{4Y-3-29%-1,2-tsolE2 9T d-2-2 11.69 g, 2-(2-Alolx#Hd)-
1,3,2-tFAIH Yo E 8.0 g, BMHHF 16.0 g& HWEXFolr| = 150 mfzoﬂ Hetsla, HEDI|AERHLEE
23 ZohE 3.0 g& HUbsta, HA #9171 stell 80TolA 243 FeF wwtekgivt. REEAE Eo i, oA
EjtEs &3 $, &, 3} AUFRE &4 AAEe, F dartadlecs dxd & s Y AA
stk ARES AgrbA ZE aReEIaI (Aol EAEAN R BAEte], oM EAt -S40 2 5
H AAAste], 1A S3HE 5.67 g(FE 520)E EUTT.

1H—NMR(4OOMHZ, CDCl3); & (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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<169>

<170>

<171>

<172>

<173>

<174>

<175>

<176>

<177>

<178>

<179>

<180>

<181>

SS90l 10-0869271

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

=z

NS

|

N7 N NH
X0

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

rQL‘ i)

-2] foa=e
, Weta, whgdls B3 zoﬂ 747} -, 1’4011 doH 2 9 2]
T2 33 AAsY, T oo R Axg &, BvE 4 AASA. %&%%% e Eoln =
ol g3lA71az, E N-FE-(2-7 2 D)= [CAS No. 59020-10-9] 900 g} HIE 2
gS HUbstal, Aa #9171 sk 120TelA 3AIF <t aRketivt, w3 s
°ﬂE‘°ﬂEﬂE 10 ¢ 2 FF3t3, 23 TRV ER F£8&9, X3} AAFE &4 ,
o}, Eof 48% B 2844 589 800 mS A7Fsla, 110ColA 3A17F B wukslg]

= qOﬂgoﬂﬁﬂg 3 LR NASI, A& 2 po o} Wi, 5N F2SER fdo @ pHll.00 2 %
oA todefe 2 3 g 2 AT, S e dake g pH7. 02 2HE3 T, tEFEEdeor &)
Aok, |ulE 7 AASH Ao 2EAE YoldolH2-di 3 gz MFHslY, A SHE 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-U3}o| =29 g d-2-

<

NS NANH
N0
Br

Fae 404 dojR 5-(2-9Y)-1,2-tslo]| = 2T g U-2-& 201.5 ¢& UHEZEolm = 1300 mlol 36}1/\]71
3, N-BERsAoln = 208.3 g& Hubelar, A& A 2/\17& Fob wHkEIT., WS dS ALE 4 g B
AAL o7 QFH ko], 50CoA 29 witor &3 Ax3dte], 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| == 9] 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 EgdEqdatol) 78| () | & =22
O|= 3.47 g& IS -, AA BH7] StelA 4 oyt b wkelgith, WSS NI AT 2E AR (o}
HEsE g£&)0=2 Xhﬂ% 5, guE 7 AlAG AAE 2ZEAAS YodoUEzR AHeta, A 3
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<182>

<183>

<184>

<185>

<186>

<187>

<188>

<189>

<190>

<191>

<192>

<193>

<194>

<195>

<196>

SEE3 10-0869271
B 24.26 g(F& 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 ] gl -2-2

“

SN ON

X0
2-(1N)-3 8= 4.00 g, 2-2229Fd 8.00 g9 yHedEEoln = 25 ¢ gMo| exbZ-HF 3.80 g} 8.0 =314
178 0.51 g& #H7Fskar, 120CelA 2A17F B9t wRksigity. Ao ® HEd &, 55 HU7bsia, ofAEAH
g2 F23 5, oMHENNEZTE &, 23} TR AASG &, sRbnlavgeR Azt S§vE A
F5eta, ARES A 28 A2ulEIGI(PHENE/EANE = 11DE AASIe], @3 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-T3o]| =23 gd-2-&

n
&
o
Ak

d)-1,2-tste] =29 g d-2-2 1.50 g P Fo=(15 me)&fel N-HERZEA kel = 1,60
ank spoll Hrbetgleh. ERFE 2413 Eo Aol wukgk § B2 g4stal, o EMER F
1%& “, x3} @‘?%?i A &, mtadlgor Axsiglvt. s A sSeka,
g/82 1:3)= AAlste], waA 2wl 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

1-(2-72)9)-5- 1 221, 2-T so] 22 ¥-2-€ 0.10 g, z—an e S 0.30 g HvlgEFopr)
= 2.5 m o) HFEuiELAdEAN BehE & A7Sa, 130TelA 247 Bk waksel,

o

g
d2or HEd F, 22 3Hstal, oM EAdER f‘r%@biﬂr T E =, 3} AR AR 5, %
Aviadiges Axsylit. SulE A sE5sha, AFes Heybd Z2d ARviEI Y (o EACE) 2
gAske], EA 2] A SgE 0.076 g& AU
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<197>

<198>

<199>

<200>

<201>

<202>

<203>

<204>

<205>

<206>

<207>

<208>

<209>

<210>

211>

SS90l 10-0869271

'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-¥gd)-3-H2 21, 2-T]lo]| =23 g d-2-2

7 7
SNTNAONTSN
X0
Br

2t A aRkeE
Aeld® &3kl Fles &, 23 AR AR F, vtadlses dx S
Fotar, AFES Ayrhd 24 ARvtEIY Y (R ELCE/E) 3D E AAlste], waA Sl x4 8
£ 0.05 g& AUt

'H-NMR(400MHz, 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-bEA vl

Br N

//
Br

OMe

2, 3,5-Eg|HERIYY 30.0 g& 28% YEFHISAOI= 80 meoll W sl A 7hskar 50TCelA 2A17F 52t
drekglh. wbgele BR SAsta ddddHeR FEEglt. f75E E8 AdsR AGE F, v 4
Artadiger Axste] &S 7S skl AT AFRES Ay Z2d ARt u (ol ESI Y
/82 12002 AASk], BA 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 cMENdER FEadt. §7
zagdth. 8UT 4% sHehm, AFBS el 29 AzchEoe) (b=

Zl
of ek Be] w4 sE 2.8 g5 9
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<212>

<213>

<214>

<215>

<216>

217>

<218>

<219>

<220>

<221>

<222>

<223>

<224>

<225>

<226>

<227>

<228>

SS90l 10-0869271

'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-(H)- g =

NH

7 N—¢ N\
=4

3-(2-989)-5-HE2 R -2-wEATZY 1.0 g, #dld B2 0.9 g, UEF=2ZH|2EgHdx~d ZaF 0.3 g,

Edodolyl 2 mo EFES Add 30 ml =olA B E7] skl 120TelA 1.5417F E¢F wwtaslict, A
2o HEL, ofNELYER SN & 5 23} AdFE AAstn, sbulavgoeR Az, &

=
& 7t FESIaL, AFE 47% BEIFFAAS Mobstal, 70T 1A FoF F2Esin. W
sta, B2 A3 & egFoer FIAAT. AEI AAES o7 AFsY, =, odElEz A4
o] &b Rute] A 31E 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]3lc| == 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 Har,
ANFH st , A

¢

2-3lo|EEA-3-UERYHY 5 g, #Hld BEA 7.14 g, ofHEATFH(I) 2.6 g, Egogo}rl
5.8 m< HEZs| =25 100 meol]l Hrrebar, s S adelt. wkE EFEL ¢
ol EAMER FEFY, {7|5S FASHL, Axst, 553 5, odHE PEA
318E 4.71 g& AU,

ONC
_&U
4, e
L}-El

o

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-1-d-1,2-talolEad v 1 go] e Eelu= 10 nt £9jo] N-H 2wk olu= 988ngE
Hrhsta, AedA sy Bek ska, oAl 50THA 3AIE Bek Wk, W ERHEL ALEA R

i, MEEL o3 AAske], 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 ¥4 2.38 g, HE#H7|~
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<229>

<230>

<231>

<232>

<233>

<234>

<235>

<236>

<237>

<238>

<239>

<240>

SS90l 10-0869271

Aldzad ZebE 248mgS ARdR 20 meel FErRska, HAa 971 ske] 120TelAM R F
S Td=s A2 e ARviEddI (oA EA "R/ A A = FAlste]l 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,
1), 9.03(d, 1H).
F3d 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 5] al g2
100 mgEs FH7Fshar, 4 29171 stellA] apswt &<k wksklet. vy if&%
FEA SFE 411 mge 2T

o 20 meoll 10% ZEHE-¢
Ae7pA 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)-1-5d-1,2-T] o] =25 e -2- 2

MEOZC = N/©

NS

[0)
CN

6-slo| =AY RO 2 e FAE Syl o3 FdE -8
2F 6.3 g& HlEgSlo|m 2R 200 miol] £8A7)a, ofAES .
A 3uF Eob wukalglth,  wrgdle] olmi]olE HIbEhAL, Eiiiﬁoi 2zz90. $7]1=< wa
T2 A F, B aviadlgor Hxste], &ulE ek skl
to o 22 A, WA AR 3-HzRH-5-(vEA Péi‘é)—l—»ﬂ\éq —ﬂﬂo]Eiﬁ}a}\a—z—% 7 s
AATk. 2 F 5 g YWgdzEolu= 100 mlell &&A171L, 2-(2-AlohwFd)-1,3,2-tSALE o] E
1.6 g, WAE 7.9 g, HEDIIAES LT 2N BebF 375 ngS WIS, A2 2] Se) MoTAA 14
b oEeh abEGith. Aeow WA F, qbgds T Jal, oMEMER FEI F, =, X3 AUFE
a2k AAse], B4 Ealulaylgos Axd TognE e AAsd. RRES AgA 2Y genE
g (-l Ext DA 2 AASe], FA sHEES 3.23 g ATt

1H—NMR(4OOMHZ, CDCl3); & (ppm) 3.89(s, 3H), 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
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<241>

<242>

<243>

<244>

<245>

<246>

<247>

<248>

<249>

<250>

<251>

SS90l 10-0869271

3-(2-2 2 259)-5-8o] S SA W G-1-5 d-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|ER2H g d-2-23 2-FrEdd RENoRRE 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 mgSs =70 20 ml
of 83lAlA 78Tl Wzt &, ol AZ 2 AT H|F 4= (1.50 HEGS =27 &9) 0.1 me 3
Aeto] H7Fsltk. -78TCAA H2o2 2L ASA7IHA stEd &<t ke & IN d4kE HUbsta a
Wk 5, XAV ES FR90R FIAZT. oMHEAER FET 5, X3 AYFE £3F A
Aete], ¢ Firtavleocr Axd F, &WE Y AAEGT. IRES A2 29 I=EnEadgy
(FA-olAEALNE AN 2 BAst, A 335 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
3 A2 g6 (2-52D)-1-9]d-1,2-Tglo| =z g g-2-&

1.
SNTNAON

AN

(0}
COzMe

2-to] ESAIYZRAE 4.5 g7 Hd B
meol &3|AI71aL, oA EAL ?E] 705 mget Y 1 mS F7Fsta, ¥
of R UolE Hrlslal, FRIXBOFT FE3QT).
oz Axso, L& et st AASIT. A ZA
55 toEoHEg Agste], WA AAol 5-HB2R-3-fEAJIERY-1-Hd-1,2-t]slo]| =2 3] g
59 g& AT 2 F 3.2 g& HWEEROME 100 meol &aA7Ia, ET N-FE-(2-Td)FA
[CAS No. 59020-10-9] 7.7 g¢ HEZ7|A~EgHAdEAA FekF 240 mgS HA7Fsta, 24 297 3¢ 110TAl

2-slo| =AU AR o 2 e A

22F 4.7 ¢& HEZSI|=E2F T 200
715 kel Aol 3dyr Fob stk WkE-

i
o
e
o
o
:ngl
e
ox
s}
T
|z
HU

N
ofj
tlo
=
ot
1>
2
-
fr
>,
o
o
o
41 T
a
ot
24
=
M
=
5 M g
O

A 3AZE ok ekl Ao WAE F, whgole Bol Ru, opMEN YR 528 ¥, %, X5 4
ez @3 Agstl, 4 AP IFOR AXH T, N et % deia ometan. ofwele 7
st AAS ] 4EE AAE AH=, ARow AYF F, Axstel TA FTE 1.50 g& A9h

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>

SS90l 10-0869271

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

ooy

CN

(19a) 5-YE=Z-1-74d-1,2-Hslo|==2d e d-2-2

Farel 14-13F w49 ol o8 2-sfe]=5A-5-HERY 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 Lo "Wyl g8 5-UER-1-3d-1,2-tdlo| =2y d-2-2 5.93 go2HY IEA I}TE
4.72 g& A,

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-¥d-1,2-t]3fe| == v g d-2-2

Frard] 33 sl v 93 -HEHE-5-UEZ-1-Hd-1,2-Uslo| =2y u-2-2 3 g BHEH 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).

F319 20
5o} -3 (2-Alobie 3l W)-1-3'd-1,2-Tl sl =2 5l 2] gl-p-2

HN__~ N/@

X

0
CN

aLd 159F s Wl ol 5-UER-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 ok 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]slo] =2 9] 2 -2-2 100 mg, 2-HE=IAHE REAL 60 mg, ©iHAlE
130 mg& HWHEFOME= 10 meoll @Estal, HEH7|AEALERY FehF 20 ngs H7lste], A £9
7] ake] 120Tell A 4A413F Ft wnks 1S h=P
debadiger Axd F, SvlE A9 Ak, JIFeEs YA 29 ARvtEILRI (A - oA ELb
A)E BASt] %A 3= 35 mgs &

14

ol
¥2
v
o
o%
N
i)
lo
12
o
d
2
M
k!
o
X
[
24
9,
ut
fr
-1 4
i
ol
2
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271>

<272>

<273>

274>

<275>

<276>

<L277>

<278>

<279>

<280>

<281>

<282>

<283>

<284>

<285>

<286>

<287>

<288>

S=50dl 10-0869271

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 s d)-1-5 -1, 2-t] o] =2 o g wl-2-&

3-(2-Alolx=Hd)-5-(2-UEZHI)-1-79d-1,2-t] 5o = 2T 2] gd-2-2 32 mgS oA EALE 15 mie]] {347
3L, 10% ZEE-7FE (S AE) 5 mgS HA7FstaL, i #97] e AR 1587 skt s o
I AAZ =, &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).

AAld 3

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

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

A71aL, Edeldetnl 0.05 me} WigExdIRetols 39S HUbeta, AelM 123 Fob mukskgitt.

Hhg- ool ofEAbIE S Hrteta, &, ¥t AdFER AR &, §uE Ay AYsta, AFEs A
=S

Ze] AzvtE ) (F - opA EAEAN = gAlste] 24 st 5 mge AU

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] =252 Pp-&

Zare] 63 FLo W o FAHE 3-2Q %=-5-(2-vgd)-1-9d-1,2-
22-3-I IR EA 130 mg, ©AHAE 250 mgS tWEEEolm = 10 mio]
I kg 40 mgs Hrbekar, Ha E917] sk 100ToAA 3417 F<t uvtkst
a1, oM Ex YR FE5le], ¢ 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, 6H), 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-A ot ¥ d)-5-(2-9 2 2)-2-v| FA| 5} 2| ]

5-(2-9glg)-3-Bar-2-mfEA Y 0.50 g, 2-(2-Alo}x#d)-1,3,2-T) AL O|E 0.42 g, EAMAE
0.82 g, "HdEFotv= 20 me] Egtoel BHE7| Bz Aoy 0.15 g& F7beta, A4 #9107
ste] 140CellA SAIZE &k wykativt.  A2olA WAs &, ofNEAE S Hrletal, &, X3t AHsE A
Aete], FamtavlgoR AxsT. &uE Y w51, AFES AR 23 aRrEIY (CHE
Abel "/t 1:3) 2 GAlste] @34 3] A S3E 0.36 g5 B}

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 10-0869271

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-AlohesY)-5-(2-F &l F)-2-(1H)-7 & =

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

S Whela, oAEAYR FZGch. ol EAL gé 2, ¥k AdFE Agsta, Pviadgos
Azadrt. LS 72 BEeta, AFES AesA 2y gEetEady(opEA e/ 1:1) 2 A A8}
of ©abal Rutel %A &FE 0.11 g& 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] 2] D)-1-sd-1,2-tl o] =2 5l 2f P-p-&

3-(2-Alobwesd)-5-(2-F g d)-2-(1H)-F 2= 0.11 g, #d REAF 0.12 g, oPAEAE 0.1 g, Eeldo}
700.3 meo dstEgd 10 m PereS Ao skt %OL ekt % dEYolg 5 ml, & 10 me¥}
SPNEAtE 40 mS H7bsta, §715S wElste, B, X3 AdFE A &, nladigoz AxsS
. &uE Ay w58, X&%%—% A7t Ze A2etE s (b Ext "/t 1:2) 2 AFAste] @3
A Babo] FA4 3HHE 0.06 g& AU

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-Alokies Y )-5-(2-3]2]9)-1-(3-YE23]d)-1,2-T|glo| = 5 e|vl-g-&

AR e 73k Ao Pyel wet EA 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-(2-5] €] ©)-1-(3-ckrl 3] )-1,2-Cl o] S E 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-ZEHS 10 m3} &

5 mee] &3 & AR 180 mg ¥ AT Yo}l 342 mgE HrIskaL, 4A3F ok BFAIHG. W EFES
FEsta, oM EAtE-Eo] Bujsla, f7|Ee FA, Ax, $5F F, IFES AYsA £y A=2nED
] (P EAbl D /A AN = 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-Alolx=dd)-5-(2-H A D)-1-3-rE ¥ dolu| =¥ d)-1,2-T]|Fo| =2 3] 2| Tl -2-2
3-(2-Aloted ) -5-(2-F) g d)-1-(3-olr| =9 d)-1,2-T]slo]| =27 2| -2-2 31 mge| HEESo|=
2 meell Egoldolnl 0.2 m¢ ¥rhsta, WY sho weEEA S280l= 0.1 mE Hslste], 1048
o N-FAUES 2 mE HUFeka, 5EFF ARoA wgkgl & ofMEAtd-Fo EHlsta, {715
A, A%, 5 &, IAFES Ag7td 29 A=ZetEa g (oA EAt Y /A AN = AgAste] A A
94 ‘{:‘}_Xﬂ §]’ E 38 mga \:}J\Tjr

h
:i
)
o
oft -y 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>

SS90l 10-0869271

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

~ o3 d)-5-(2-5] 2] ©)-1-(3-0}r] 3 )-1, 2-T) o] = 5] 2] H-2-& 50 mge] OPAIEAL § 3 ne] 3}
E‘ri%% 3ol = 41 mgsh ESoPABARAGFAUEF 119 ngH7bsta, AeelA sEu Fob wwstgn
FEAE S A 2

JMHEETE HUbetal, oHHEAER FE5HY, f§715S A, dE, %i‘& % &%éé 2|
7 ARet eI (P EL Y/ AA) 2 AISte] 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, 1), 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-H3e| =2 v g T -2-2

3-(2-Alot= ) d)-5-(2-3 & 9 )-1-(3-o}n =3 d)-1,2-1 dlo] =231 2] U -2-2 50 mg?] oFA|EAF A 3 pio] 3}
g eddsioln 41 mget EoMNEAFAFRAVESF 119 mgH 7}oh Ao 6417+ Fob wkalgitt,
T, GREFEdsto|= 41 mgst EjoASAIFASEAUER 119 ngdrbetal, N Sot wwd 3
MU EFSFE HUlsta, olAEAER FEdY, §715S A, Az, %%?‘& T AFES AysAa 29

AzvtEI Y (oA Eqteld /B A = AgAlste], Ak FAE ] FA4 3HE 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|ob e Y)-5-(2-3] 2] ©)-1-[3-(5-W| SA  P-2- S A& T T 3=3-2 )- ] -1, 2-T] sfo] = 9] ] ¥l -2-&

3-(2-Alobiedd)-5-(2-F F ) -1-(3-otn =7 d)-1, 2-t] 3l =2 T 2] T -2-2 38 mgo] oM EUEZ &9 6 ml
o ZEAdHEHZ 0.01 m¢ 2 FRTAIYE 22 mgS HUVSstar, A2oA wHEEFITE. 2417 &
YA EdHZ 0.01 m¢ B FLE=ATIUE 22 mgS H7FSAL, 1A B9 Ao A wwkgk 3 50T el
A 1AZE Bot wnkelgith. wbE EFES oA EAlE-Eo Rulsta, #71F z
FES HEZS o= iﬁﬂ6nmﬂ%HMﬁ?ﬁﬂHﬂ]ﬂq532m%ihﬁ}

k. opAEAbE-Ee ®#ujsta, frles 7, dxR, 55 &

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

=
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 FHZ H I D)1, 2-T] o] =2 5] 2] W2~ &
AR e 73k Qo] Pyol whet EA HFBL AT

'H-NMR(400MHz, CDCLy); 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-Alohe s d)-5-(2-9 g d)-1-(3-HEopr| 72 B dHd )-1,2-H] dte| =2 v 2] I -2-&
3-(2-Aletwdld)-5-(2-T #H)-1-(3-H| 5 A 7h2 R # ) -1, 2-t]ste| =2 9] 2] d-2-2 10 mgS 40% wldelylo
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<328>

<329>

<330>

<331>

<332>

<333>

<334>

<335>

<336>

<337>

<338>

<339>

<340>

<341>

<342>

<343>

<344>

<345>

SS90l 10-0869271

Mg 4o 6 meol Arbeln, QoA R B adted. W EFEE 749t vEHae] 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] g &)-1-9] 9-1.2-t] So] = 2 3] el -3-&

(FE 1D 3-(2-222-3-9g49)-5-(2-Fgd)-1-9d-1,2-tJslo| =2 A | d-2-2 28] mgS UHEEFoIM =
20 meoll &|AA Aletste] 170 mg—a‘ H7bskar, 130ColA 10A17F &9t wnkalgieh.  whgaS A7k Pzt

grolrel oM ENNES Hrlsta, 715 Rujste], B2 AAea, ¥4 FAGEFoR Az
54, AxAE o3 AAS & 7&?} gto] wFstal, AFES Astd 29l aRvtE 2T (-0l Exlel Y
ANz At 54 %236391 FA 3FE 120 mgS 9Tt

(FE 2) Fud 63 99 Wgdd wet FAE F-BE2R-5-(2-¥yd)-1-sd-1,2-tslo] =2y d-2-&
2.9 g& Ad# 200 meoll EHAA HA(EYREL) 5 e, HEHV2EYAIEAD FEHE 400 ngS H7Hs
3L, 140ColA 2A7F ZoF muketgtl.  3-RER-2-Alolwydd 3.2 g¥ HEZHIVAEYIHIE~ATW ZoE
100 mge 7Fskar, 140TCoNA 2417 Fob atelict. HEZHV|2Egud o ZeF 1.0 g3 80x38+
7] 800 mgE 1A AA 43]= Yol Hylsk & 3-HzR-o-Alolnddd 2 ¢& H7}sta, 140ToA 3F
s wrsglty. W AE A27A] W7bsial, &3 OMlE*Hﬂ < #Hrreta, fU1ES EdlsEld, ER
AAsta, ¢ SAYEFOR Axsla, AXAE A% AAT F, Y kel w53, IFRES A
75l aRvEIaRI (4ol EAbel A 2 FAlste] FA AP ] A4 SFHE 1.8 g8 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-C) o =2 5] g w2~ &

AAe 4sh Bl wel mebA 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-¥ g gd)-1-(4-3o| =E2AH Y )-1,2-tFo| =2 ¥ H-2-2
3-(2-E2=299)-5-(2-Fd)-1-(4-HEA 9D )-1,2-t sl =2 T 2| A -2-2 440 mgS 48% BEFIFAAE 5

off &3|A1A 1AIF &< 7HE FRAIAT. A2dA] HWs & 9SS ¥3 B AUEF T80 3
Aste], ofAEAME R FE33T.  f715E 22 AAS A, F¢ SMbeladgoe® AXsY. AXRAE
o7 AAT &, Y w5eta, A7t 28 A2elEa 9] (ol ERE AN 2 Aste] 1A shRHE
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-(2-2229)-5-(2-3 g )-1-(4-t i ohr] o] EA H Y)-1, 2-T]go] = 2 v 2] W -2-&
3-(2-F22d)-5-(2-9 g D)-1-(4-ste| =5 A d)-1,2-t] ste| =R A2 T -2-2 82 mg?} N N-v]H|Lo}n] o]

_50_



<346>
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<352>

<353>

<354>

<355>

<356>

<357>

<358>

<359>

<360>

<361>

<362>
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g S2eko|= 57 mgEs HWEEFOM = 2 meol &3AA 60Tl BAPEE 55 mge H7bshal 5w w1
2

pus o
Wtk wgele B2 fMa, oMEdYR FEST. §713S 2o A9en Agsa, T

Avhdgon Az, ARAF o3 AAR F, A FEe], NI Helshd AzvhEo1e)s)(8i-ob
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-A ol d)-5-(2-H g d)-1-(3-X2dHd)-1,2-tslo| =29 g d-2-&

Aol 73 Fde] ol wEbA FAl SHetES 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).

AAd 21

3-(2-Aol=d)-5-(2-H 2 g)-1-(3-3lo| =EEA Y EHd)-1,2-t o] =2 9 2| -2-
3-(2-Alolx=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 HUlsta, Ao a5y Hok
24 s|Astar, x3st AAFR A, T At avlEo s Az
F5ste] NH Ag7HA A2vtEa g (ol ERE) 2 AgAlsTt. 4o
Z2RE AZAAs o] TA SFE 320 mgs AU

2} g T
A
N
2 -
Ll
2

= O
2
A
b
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= ) -5-(2-9] 2] 2)-1-(3-Al b= G5 d)-1,2-T] o] E 2 5] e] 22

3-(2-Alobrdld)-5-(2-F 2l d)-1-(3-3to] =F A 7 )-1,2-t dto| =2 9] 2] I-2-2 53 mg=
2 moll &3AA WY St Eodoeldl 60 m 2 vivkExdEFEeo]s 20 M-S Hhetar, Ao 34171
oF wwkelglth,  WhE NS EMMFAUER FEAoR sAetal, ol EAYER FE3HY, T kvl
o2 Az, AXAE A% AAT F, T FFHs2, ofX AFES tulEAFAL = 1 neel] &3
7131, NS ER 3 mgS H7IShal, A2oA A7 Sl wnkekelth. wbg NS ol EAb "R A s,
B AUYER 89, X3 AdA5E AAHSY B4 sabniadiges AxsY. ARAE oy AAS
T, A wFE dofAE A S oM EAtE-todd g 2-a o 2 RE AAAste] 2A S 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 olstel FES B

Ao 23

3-(2-A| okl ) -5-(2- 2] ©)-1-(3-opA P ol em| sl g )-1, 2-C) Bho| E 2 ] 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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A Ao 24
3-(2-Aloh=3)-5-(2-] 2] D)-1-(3-s B L X P o}l =l Do 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- @o]d)-1,2-l o] =23 2] Tl-3-&

3-(2-Alotuld)-5-(2-9] 2| &)-1-(3-8lo] =5 A 9 d)-1,2-H slo] =2 9] 2] T -2-2 56 mgell = oFAIEAL 1 ml,
Jed 1 mee Frbstar, A2eA skt Eob wuteivk. wkgelS At w8k, N HeypA ARviED
e (B At-otA| EAtel DA = A8t 34 31e9E 30 mge LAt

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

Aol 73 FAF ol wEbA 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-rEd=E ¥ d)-1,2-H3o| =29 2 -2-2

3-(2-Alohesld)-5-(2-¥ 2] 2)-1-(4-F B £ 5 d)-1, 2-tf sfe] == vl 2 | -2-& 50 mge] AShedal &9 4 me
of Wy atol 70% wEtE 2Lt 500 mgd 2 241 FoF HUbE wwaksith. ¥3} SEAUER £
: % S

NS A7ksha, oAENCIY-Re| Bulse], §715E FA, Ax, FHF F, AFES A Y
e d] (P ERL E/AAN = AAISte] &4 aAle] FA BE 5 nge d

H-NMR(400MHz, CDCL); 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 o] 28

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

Al 10] el whebd ®A 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 | B r e W E @ M-3-9)-1-d-1,2-Tl Fo] =2 ) ) 12 &

3-(2-Alotredd)-5-(2- X 29U H 3-3-¢)-1-#d-1,2-tsle| =29 g T-2-2 20 mg, 2M YolEolvl-HE=S
ol=RFT g 0.1 ml, oFHNEA 0.1 m9 BlEZslo|=2F e 2 ml £9S A2 158 wyks & Ego}
ASZABAGER 20 mgs H7FskaL, 3A1ZF B WRksgith. 2N FASIUGEFSTE H7tste], ofAEAE R F
=, WS &, X3 AdeE AAst, Sabbadlges dxsignh. &ulE Y w59, ARES

NH-del7bd 23 Azvieadyz gasto] WA Zke] 4] shehz 15 mge 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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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] ¢] -2~ &

3-(2-Alohesl ) -5-(2-E 2 AE 2 W-3-9)-1-d-1,2-T] SPo =232 W-2-2 10 mgd] HEetetolSEFH 2
nt §olo] EelobABARAIES 10 ng M7, 17 Boh W, 106 BAEFSEE Brkstel,

AEANER FEen, §715& B, 5 4952 Agstn, vk nigoR Az, $0E 09

sEotaL, AFEs NM-He7bd 24 AzviEadqe) 2 gAste] wa 2ol 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)

AAo 31
3-(2-Aloke3d)-6-(2- T 2] ©)-1-F-1,2-T] slo] =2 2 Pp-&

#3-(2-Alote | d)-5-(2-T] 2| D) -2-(1D)-T] 2] = 46 mgd} W1F & 36 mg 2 EHLdE~d 88 mgS HEZS}
o=z e 2 meoll &SAIA WY stellA Heldetx trtERdwolE 40% < & 147 mgS H7lebaL, é?_
oA IAIE o wnkekglth. wRE NS ot wHstar, AEbA ARetE e (ALk-ol EAt 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-(3-518 D)1, 2-t ol = 23 wl-p-

- 2R -5-(2-3gd)-1-(3-H g d)-1,2-tslo| =2y gl dd-2-2 5.39 g& frEdESolu]= 200 mioll &3A]7]
I, BRARAE 6.42 g, 2-(2'-Alolid)-1,3,2-TSALR ¢t 3.69 g, HEZV|2EHHIEAA FekE 949 ng
< #H7bskar, 120TColA 1A17F < wwksgley. wbgds ALtz Wztete], 53 ol EAYE S H7telar,
F715S wlste], B2 Algsta, F4 SR EFoR dxsta, AxAE oA AAZ &, 4SE sl w5
stal, ZHRES Asta 29 ARuEISHI(FA-oMEAEAN R FAstY T FAP] A SFE
8

'H-NMR(400MHz, CDCls): & (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] Al 13 Fde] Wy E= oA
A A 33
3-(2-512]D)-5-(2-Aloh=sd)-1-Ad-1,2-t) o] = 2 5] e ul-2-2

N
gﬂ
s
=
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).

AAe 34

3-(2-Alohe3]d)-5-(3-3l 2] 9)-1-9d-1,2-Tstol =z 52Tl

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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AAe 35
3-(2-Aloksld)-5-(4-3] 2] D)-1-sd-1,2-tlSo] =2 5l 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).

A A4 36

3-(2-Alohe3ld)-6-(2-Aloh s d)-1-31d-1,2- Tl sto] =2 v el el -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] E 25| el el-p-2

'H-NMR(400MHz, DNSO-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 v 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)-6-3d-1-(2-5] 2 9)-1,2-T|sto| =2 5] 2] P-p-

*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).
AAH 40

3-(2-Alohi sl g )-5-(2-Alohi s d)-1-(2-9] e] )-1,2-El o] = 2 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-Aobesd)-1,5-0)5 d-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]

AA e 42
3-(2-Alokie 9 )-5-(2-r] S Ao d)-1-31d-1,2-Tlhe| =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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A Ao 43
3-(2-Al okl 9)-5-(3,4-T | S Al D)-1-H D1, 2-T] o] =2 3 el 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| 2 #-3-91)-1-3d-1,2-Tl so] 2 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).

Ao 45

3-(2-Alohisld)-5-(2-E 2 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-(5| 2 #-2-91)-1-5d-1,2-Tl so] 2 W]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-Hd-1-(3-F 2] &)-1,2-t slo| == v g d-2-2

'H-NMR(400MHz, DMSO-ds): 8 (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).

AAo 48

3-(2-Alohe 3 d)-5-(3-F 2 FF)-1-7d-1,2-t]3lo| =2 ¥ g T -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 49

3-(2-Alob=s W) -5-(2-F 2 F Y)-1-9 -1, 2- el =27 el tl-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).

AA 4 50

3-(2-Alohe3d)-5-(2,4-tl | SA 3 2] v §1-5-91)-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, 5H), 7.60-7.70(m, 3H), 7.75-
7.80(m, 2H), 7.86(d, 1H), 8.29(s, 1H).

A Ao 51

3-(2-Al ok D) -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,
), 7.77-7.84(m, 2H), 7.95(d, 1H), 8.28-8.33(m, 1H), 8.36-8.40(m, 1H).

<460> AN 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-Alohedd)-5-[2-w| BAl-5-(2-Al ek d)]-1-(3-3] 2] D)-1,2-Tlgo] = v 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 A o] 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

A7> 32 EAAE)-5-(2-5] P D)-1-5 -1, 2- T Sl =5 wl-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> AA o 56
AT 3-(2-dEAFY)-5- (- e W)-1-(4-E2 0 2o d)-1,2-T S| =2 T 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)-1-9Hd-1,2-t] 3ol =2y d-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 2| d)-1-3d-1,2-t] o] == v 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-(-Hdolr =72 g3 d)-5-(2-7 2| 2)-1-3d-1,2-t]3}o| E2 9] 2| -2

_56_



<484>

<485>

<486>

<487>

<488>

<489>

<490>

<491>

<492>

<493>

<494>

<495>

<496>

<497>

<498>

<499>

<500>

<501>

<502>

<503>

<504>

<505>

<506>

<507>

<508>

SS90l 10-0869271

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-p-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| == ¥ 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-¥gd)-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=3W)-5-(2-] el D)-1-} 9-1,2-T] so] == 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-Alohe s d)-5-(2-H g d)-1-Hd-1,2-t]slo]| =2 ¥ g Hd-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- 91, 2-T steo] =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 D)-1-Hd-1,2-tl o] =23l ell-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]

AAH 67
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3-(3-¥gjd)-5-(2-F g d)-1-7d-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, 5H), 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-A2F; 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 -0 &

'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-mIEA#d)-5-(2-F 2 d)-1-3d-1,2-H o] == 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 ] -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-A2k; 355[M + H]

AA 71
3-(2- 22 29d)-5-(2-32|W)-1-31d-1,2-Tlso] =2 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-(2-5] gl F)-1-9]d-1, - so] = 23] el ul-9-&

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

Ao 73

3-(4-EF e 2vd)-5-(2-9 g d)-1-7d-1,2-t]3lo| =2 ¥ g H-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-(2-3] 2] 2)-1-(3-s] B Al D)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-HuISA s E)-5-(2- 2 d)-1-3d-1,2-t 30| E2 v g 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-A2k; 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 Pl -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-2-9] 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-Aloh—2-5] 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 d)-1,2-t) o] E 25 2] ¥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-3-3]2 &)-5-(2-3] g 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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Ao 82
3-(2-2F 0 2-3-9]e]9)-5-(2-3 2| D)-1-(4-FF 0 2o d)-1 2Tl so] =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 F)-1- (I el v]P-5-%)-1,2-t]3}o| =2 F &] T -2-

1H—NMR(CDClg, 400MHz): 6 (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).

A 84

3-(2- 559 2-3-589)-5-(2-9 g D)-1-(4-H| e £ 3 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(m, 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] =2 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 4 86
3-(2-2%22-3-989)-5-(2- & D)-1-(4-W| 5 A-3-H & D)-1,2-] o] =2 ) 2] 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-EF e 2-3-vlgd)-5-7d-1-(3-¥g[d)-1,2-t] | =2 v 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]e]9)-5-(2-3 2| D)-1-(3-FF 0 2o d)-1 2Tl sol =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] -3 w2l &)-5-(2- g I )-1-5 d-1, 2-r] sho| =2 el W22

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) el 73k Qe WEom olske] BEBS G
A A 90
3.5-T31d-1-(2-dl2lg)-1,2-tsto] =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-(4-F £ 0 25d)-1,2-Tf ol =27 el 2o

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).

AA ) 92

3-(2-Aloher]d)-5-(2-9 2 & )-1-(3-FF 2 25 d)-1,2-H o] =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} d)-1,2-Hslo| E2 v g Tl -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).

AAY 94

3-(2-Alohe3d)-5-(2-3 2] 9)-1-(3-Alohed)-1,2-tlglo| =z 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-v] B Al D)1, 2-T] o] = 2 5] 2] - &

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-Alobe3d)-5-(2-31 2] 9)-1-(3-A Z Al )1, 2-T] g =z 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-ZFL ¥ d)-1,2-H3}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-t3o| =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-EF2=2Hd)-5-2-HeD)-1-(4-EF 2 Zrd)-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-t3}o| E 2 9] ] 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, 5I),
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 =23 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, 2I1),
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-Alobedd)-5-(2-9 2 H)-1-(3-E T FLEvdd)-1,2-t3dlo| =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-Alohedd)-5-(2-H 2 9)-1-(E| @ #-3-¢)-1,2-T] glo| =23 g1 -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 Alo] 106
<636> 3-(2-Aot= ¥ d)-5-(2- 2 D)-1-(3-F EFY)-1,2-T{3|o| E2 v 2| -2-2
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'H-NMR(400MHz, 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-Alopesd)-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).

A A4 108

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

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).

AA 4 109

3-(2-Alohe3d)-5-(2-3 2] &)-1-(2-¥] 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]

AAo 110
3-(2-Alohie s d)-6-(2-5] e 9)-1-(2-Alokie ] 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-Alot= ¥ d)-5-(2- & D) -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] e 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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A 114
3-(2-Alohi 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] 2] (-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]

AAd 116
3-(2-Alobesd)-5-(2-3] €] 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 & Y)-1,2-T so| =2 w2 P2-£

"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-(2-3] 2] &)-1-(3-¥] S Al 2] 9-5-91)-1,2- Tl Sho| E 25 e Tl -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-] £] D)-1-(2-3ho] £ S A o] B Al 5] 2] ©1-5-91)-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] e] {1 -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] -5-9]-1,2- T o] = 3 e -2 &

1H—NMR(4OOMHZ, CDCls); &6 (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)-5-(2-9] 2] D)-1-(3-ter t-F AT M B A A S A | @] 2] ©1-5-91)-1,2-t) sho] = 23] 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-Alohe3ld)-6-(2-9 2] ©)-1-(2-EF 0 25 2] 9-5-91)-1,2-T] o] EZ 5] ¢ 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-A2k; 369[M + H]

AAe 124
3-(2-Alobe3d)-6-(2- 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-A 2k 379[M + H]

AN 4 125
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-Alobe3d)-5-(2-] 2] ©)-1-(2- ] B Al D)1, 2-Tl 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] el 9)-1-(3-9] el 9)-1,2-t) ol =23l el W22

_65_



<711>

<712>

<713>

<714>

<715>

<716>

<717>

<718>

<719>

<720>

<721>

<722>

<723>

<724>

<725>

<726>

<727>

<728>

<729>

<730>

<731>

<732>

<733>

<734>

<735>

SS90l 10-0869271

1

H-NMR(400MHz, CDCl): & (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-Z2F; 326[M + H]

AAd 128
3-(2-E=2=29d)-5-(2-¥gg)-1-(3-¥ g d)-1,2-H3lo| =2y g d-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 A D)-5-(2-3] 2] D)-1-(3-5] & F)-1,2-tl o] =25l 2f 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-Aek; 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, CDC1s): & (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 2)-1-(3-¥ g 9)-1,2-T3}o| E2 J 2 -2->

H-NMR(400MHz, CDCls); 6 (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 z2vdud)-5-(2-¥ 2 d)-1-(3-Y g d)-1,2-t] 3| =2 v g ol -2-&

H-NMR(400MHz, CDCls): & (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-AeF; 394[M + H]

A A4 133
3-(H2M-3-9)-6-(2-5] 2 D)-1-(3- 2 D)-1,2-Tl st =2 52 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-A2k; 332[M + H]
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A 134
3-(I-tert-FHA|ZF2 B I £-2-9)-5-(2-¥ g 2)-1-(3-¥ g &)-1,2-Hs}o] = = v] 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| =29 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 H-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, 3M)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] SA| )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).

47) AN 155 ol shel olste] RS AT
A A ¢ 140
3-(2-cbrlmrbe Ao d)-5-(2-5 2 2)-1-5] 9-1,2-t) 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).

&7 Aol 183} o] ofste] shgtES et

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-(2-5F D)-1-(4-FF L 25 W)-1,2-t] Sho| S 23 e]-2-&

'H-NMR(DMSO-d;, 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 8 2)-1-(3-Fe| ESAA Y)-1,2-tFo| =2 g -2-&

1H—NMR(4OOMHZ, CDCl3); & (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 AA6l 195h 2ol olste] BFES TS

A Ao 144

3-(2-2 2 239)-5-(2-] 2] 2)-1-(3-T v o}w] o] BAI )1, 2-T] o] = 2 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-C-vE)-1-(4-trdopr| = T2 D GA 3 d)-1,2-T] gfo| = 2 9] 2] -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 25 9)-5-(2-] 2] 2)-1-3-Tludo}r] =2 2 Y A W)-1,2-Tl Sho] = 32 -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 BFRE B
AA o 147
3-(2-3tol =2 Al Y5 d)-5-(2-] 2] D)-1-d-1,2-Tl sl =25l 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-] 2] 8)-1-(4-3t | EZA @] 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 | s @)1, 2-T o] =2 5] 2] W2~ &

'H-NMR(400MHz, CDCls): & (ppm) 3.35(dd, 1), 4.52(dd, 1H), 4.62(dd, i), 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

AA 9 150

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

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=39)-6-(2-9] 2] D)-1-(2- Al k=] 3 d)-1,2-T] o] = 2 5] 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- | B & T I3l el W-5-9)-1 2-t o] = = 5] 2] ¥l-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]

Ao 153
3-(2-EF e 2-3-92d)-5-(2-9 2 D)-1-(4-r| D& T o d)-1,2-t] 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 FdEkoitt.

AA e 154

3-(2-drgetr e m gl d)-5-(2-H = P)-1-Hd-1,2-t] o] =2 g d-2-2 3|2 T2}

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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dt), 7.96(1H, d), 8.24(1H, d), 8.43(1H, d), 8.55-8.58(1H, m).
A ¢ 155
3-(2=Alohe s d)-5-(2- 2 d)-1-2-dr D o}r e d s d)-1,2-03}o| =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= ) -6-(2-9] 2] D)-1-(4- T s Bolr] 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 )-1-3]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} el olske] Bgtas st

AAle) 158

3-(2-Alot=¥d)-5-(2-H g d)-1-AlF-1,2-t 3o =2 v g A -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-Alokesld)-1-(2-3 2] 2)-6-(2- & Y)-1,2-T so| =2 W g P2-&

1-(2-9gd)-5-(2-¥ g d)-3-H e r-1 2-tto| ==y gd-2-2 0.05 g, 2-(2-Aleb=dd)-1,3,
UlolE 0.04 g, HEZ7|2Edd ¥y ZoF 0.02 g, THAF 0.1 g9 £FES tvldxFoly]

= FolA
Az B97) Sl 120CeIA 2407F Fo wwgY. B2 453, opMEsdGR FEddn. #7152
B, X8 4952 A4F F, nigos Axsgd. §08 49 $E%a, AFEL 4D 2

S2rhE o5 (b EA |/ A = 31D Aol WA Fekel EAl SFE 0.04 g ATH

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-¥Ed)-5-9d-2-(1D)-¥ &= 0.26 g9 HWEEFoI= 5 m &ho F2IUEF 0.04 g&
A7resich. 1% -, 2-EFe2MEYEd 0.15 g3 2 rskAlT e 0.10 g5 8
2AIZY E)t A wakeglth, deom HEda, BR 345t o EAER %%6}91@. 715
¥3h A AgE §, bvtadger Hdxsta, gulE sk A, ARES

stE ] (A EA /A 1:2) = AAlste] 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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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 2R -1-3d-5-(F g ¥-2-9)-1,2-t] o] = 23 g g-2-2 100 mg, FdolAEa 55 mg, Le=377(1) 1
ng, UEFZZuA(EFAdEz ) FebE 4 ngS Edoddolyl 1.5 M tueEzEom= 1 ne] E3F Lo
H7yetal, da H%’M 3le] 50ColA s Fok wRkEIY.  whs EIES oA EAtE-Eo Eulslar,
7155 FA, 1Ax, 553 ¢, IFE2S A7 25 A2eE g (o EAE /) 2 AAStY ®
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-Alobdd)-1-39-5-(Eg-n-FE2RH)-1,2-H 3| =2V ] 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, HE#I|XEF
Adxz A3 FebE 907 mge LA 60 md] HFrbetm, A —Erﬁﬂ 3k 120 coﬂxi 4087 wukslgith, WS
Z}ES AT 2§ F2vE It EAE /LN R AgAlste] Al SMHE 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-H}o| =2¥gd -2-&

3-(2-Alotiedld)-1-9Ad-5-(Egn-F e =wd)-1,2-t3lo| =2 9] g d-2-2 3.42 g, 5——2-E229Fd 1.57
g, HEZI2EgudE2d Febg 352 mgs AL 40 meoll 718kl A B97] 2] 120TColA 8.5417F &
b mytelgivt.  whg E3FES AybA A AR ELHI(MNEAE/ AN R FAEtY BA SEHE
953 mge AT}

'H-NMR(400MHz, CDCLy); & (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 g )-5-(5-3to| =EA 9 # T -2-9)-1-5d-1, 2-T]3lo| =2 F ] T -2-

5-(5-F 2l d-2-¢)-3-(2- Ao} =7 d )-1- Jﬂé 1,2-t]slol =29 g H-2-2 953 mg, EMFZH 192 mgS v
neol]l A7} Ao A 3087 Wk Tk mEre 50 pil- 747}0}_1_ 40°ColA 15837 aRkskgth.
FES oMEAER A sk, AFbAR ok, odHAs Y FFHea, oEE2-wEEA
AlAdste]l A ShHE 786 mgs AT

= 0
OE) oo ffo
=

o &

h

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

HEZDS =2 50(1), 275, (1994)0] wabx] xA3 2-Enid & uﬂal g 63 mg, 5-HER-3-(2-Aloln-Hd)-
1—§ﬂ%4_—1 2-tslo| =20 d-2-2 50 mg, HIEZ|AEYALAEAY FkE 5 mgs AL 2 mell H7bshaL,
A 9171 she] 120Col A shEit st wwksigict. vk E9E ; qe7hA Ze] G RutE 2] (opA| 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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1), 8.71(s, 1H), 8.72(d, 1H), 8.76(d, 1H).
A A4 165
3-(2-3to| =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 A4t 3 mio] A1l
3NZE S 7FE #ERSte], Hd @4 0.5 ms HUFSRaL, FUF 1AIZE Qb wwekglth. RES E3ES Oy

FHsa, olH=z Agste] B4 BFES 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] 0} F-6-91)-3~(2- Al ob el d)-5-(2- 9] e] ©)-1,2-E o] = 2 9] ] 1l -2-&

1=(3-obv] =3 d)-3-(2-Al op =3 ) -5-(2-9] 2] 2)-1,2-1]
S OoMAEAL 2 meell Hrbehal, A2elA 123 Ft ank
E]

ol =2 g d-2-2 150 mg, E]LAQHCIRE 63 mg

T
off

o

-0,
Kl

o9

ol
ol

2

3 & HE 0.022 M HUFska 147 BoF awtskd
o WS EFES oM EAE-E #ulstal, 20% BHAMLE SEde =z Faet. §U15E A, HE,
TES F, AFES HAYA 29 aZetEad g (ol EL Y/ ANDE GAIste] A S3HE 58 mgs &
Sk,

'H-NMR(400MHz, CDCl)i & (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]so| =2 ¥ d-2-2

2,5-HBEr-4-vdygdog e Fae 4, 5, 6 2 AAd 320] Fote] FA StE(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).

o] 168

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

3-opr| -1-dd-5-(2-9] gl )-1,2- st =29 2] H-2-& 50 mg¥} o]AAIMHIE-25 mgs BlEFsto| =2 T
1 meoll &3|A1715L, AoA 2412 &< 60 C o2 2A|7F &9 wHksith, WS NS AL271x] Wy § o
e H=ZE Hrlsta AN AAS o AFHS A 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

3 Zobr] e-1-9] d-5-(2-3 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] &AA
Wy atoll dshilzd 19 mgs H7bstal, AZolA shERE B¢ wnksgivtk. REg NS F53laL, ofA|EAbE
2 g4ste x3} FRAMVEESZ AAFselt. §7158 ivtadse NI AEj7hd A =2uE
g (P EAE) R FAS A, &uiE w5 §, AV 2AARS 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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AAle 170

3l opw e-1-¥d-5-(2-5| 2] d)-1,2-HS}o| == v 2 d-2-2

3-otr]e-1-3d-5-(2-9 g d)-1,2-t st =2 9] 2] -2-2 40 mg¥} FAJIUEF 10 mgs 57 1 m(% I i47}6}
, 70CoA Ashild 30 mgs Akl H7talsict, 30%7& WRERE - F7F 1AIRE E <k

A= *&77}11 T, oMEAER A st =, 23 AdTR

21z NI Ae)7hl Az vke e a] (opA Eqtel & -S4k A])

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

3-HEF-5-(2-ggyd)-1,2-tslo|ER2n g d-2-2 2.00 g& YER 1, HEFEAlo|F2uAE 5
F 5.50 g& ol&3t= S Wl o3 N-&Zslste], 3-HEE-1-Afo 1% He-5-(2-9gld)-1,2-t3lol =
238 d-2-2 506 mg= Fil, 150 mgl ZFE AA]d 320] F3Fo] FA I}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) 9 H g P-4- L 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-H5ANY)-5-(2-9D)-1,2-t el =Ry g g-2-2 1.02 gO =Y E
el 18] wel 3-HRE-1-(3-3to] =F5AFH)-5-(2-F g d)-1,2-t]slo] =2 I g -2-& 0.99 g& AAUT}.
121¢ HEgstol =2 30 mw NN-tlHEESolu = 10 meol §8A712, ExsldEsm 1.52 g, -2
A7F2 R d-4-9#d g v = 1.36 g& H7Estar, WY stel dedotzt 2R AYolE 40% EF< &4 2.52 g

AAste] Hrystar, A2olA s St whkelglth., whg NS 7ot wFeka, Aesbd #E A=etED
] (P EAb G- 2 GAste] 1-{3-[N-(NA A 7F 2R ) 9 #| 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& LUk, £, o] FFEREE AN 320 wpel A4 FLE 0.85 g
< AT}

(o]

MO o

1H‘NMR(400MHZ, CDCls); & (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-&A}o]=)-1-5]d-1,2-T|gle| =2 52 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-ZF2 2 A 0.99 g& H7eta A-2olA 2417F Fob wwkela, 60% HE-F 22 EA 1.00 g5
A7bskar 3AI3E st waksgivh. wkgAo] IN AP ER #8950 mfz" H7bskaL, oA EAME® FE36
Wk FUISE X3 AR AL F, B iviadlges Adxste], &8s s stell AlAsHAH.
FFEs o EA G-t ez 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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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)-1-7d-1,2-vsto] =29 d-2-2 53 mgF} o}dH 23 mgS EF 10 meoll &HAA of
HNEA ZEkF 2 mg, 1,1'-Ala(Hald 229 2)H 24 7 ng, YEF tert-F5Ao|= 23 mgS H7Fstar, 110T
oA FEH ot wykelgivl. wRE S AR7A Wzhek & Ay oqHsta, JAHER AAgste], of#d
S A% st 8ME AAAY.  JIRES A ZE AReEIHINH AT (Hal-o A EAte Y
AR AASt] A 3EE 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-sfo] =2 vl el el-3-2

3-H 2R -5-(2-3gd)-1-9d-1,2-t)3lo] = 2] 2] d-2-2 100 mg¥} = 58 mgd UM X Folu= 10 meol] &
A7) 3, ELE 84 mg, 22816 mgE H7Fslar, 150TCoA 5A17F ot mukslgic).  wkS oS ALy
A W7 §, dEUelE HUbetal, ofAEAYER FEE. §715S X3 AdFE Age &, 3
Pavtadiees Hxsta, e S sl AAsSIT. 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-Z2F; 341[M + H]

A Ao 176
3-(1-clrhrgolr]x)-5-(2-5] g D)-1- -1, 2- T ol = 23] el el -2-2

3-H 2R -5-(2-3gd)-1-9d-1,2-t]3lo| = 2 ¥ 2] d-2-2 27 mg¥} 1-ojt}vteloelwl 130 mgg T ESoln=
10 meel 83N 7IaL, FASUER 20 mgs H7be H, A& F97] sk 130T 2% <t wnkalgict.
WSR-S A27A] W¥zhek $, ¥3l93t AR ES Hrteta, oMHEAER FE3%T. fU15E
x3h APFR AR &, 5 vlavso R Az, §uE e stel AASGIY. JIRES A

7y AzvtE ) (F-opA Bt A AN = gAlste] 24 ggh= 3 mge At

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 d) A g RA-1-d ]-5-2-FH 2 &)-1-7d-1,2-13lo]| =2 ¥ 2| J-2-&

- ER-5-(2-7gd)-1-7d-1,2-t)slo] =292 d-2-2 29 mg¥} 1-(2-Alolx=ad)FF etz 200 mgoll £3A]
7 130ColA 72417 ok 7t wkS S Aerix] WA4d & S WUt ol EAdYR FEd)
Rk, RES T3 AAFE AT ) F5 damiadigoer Axsta, 92 729 st AASN .

TRes Aehd 29 AzvtEa v (Ait-ob Bt g A 2 gAlste] #4) 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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A4 178
3-(1-olthar@)-5-(2-5] 2 D)-1-9 9-1,2-t) o] =25 g Wl-9-&

3-12E-5-(2-7] g W)-1-9 -1 -l Sto 2l el f-2-8 40 mg® HlEebsolsEEe 10 mel alAlva,
(1,18l 20 d 2 2 ) 24 222 2ebE (1D 5 gt 82 =87e(D1.2 g2 A7tehn, 24 #3907
she] Aeoln wikalaA 1-olriRrd g A u 2rio] =(0.50 HlES ol EZ S §9) 0.4 me FA3I] xwa

gk, Az B sl MedAd HEW B wu F, gEUclEE Wrksham, oA EAeld
FEAAL. 47152 E3 NAFE ART T, TE P nIGoR Axsa, §uE 49 s 171«»}03
O RERS QA 29 AvEId(AA-oldER A 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 -1-3lo| = EA W& )-5-(2-F 2| & )-1-7d-1,2-H 30| = 2 9] 2] -2

- EAFE R I-5-(2-9 ) Y)-1-9d-1,2-t o] = 2T g Pd-2-2 13 mgS HEgslo|=z e 20 miol] |34
A A BH7] stolA WY wnNkstiaA Apo]EREA wiavlgEREte] = (2. 0M-t 2o HZ89) 0.05 mb<
AAste] H7psiduh. A27x] 2ERE AeshdA A Fob mdtd & 3 AUy FE9s
A7bskaL, oA EAER FE3G . f715S 23 AAFE AAT &, F sinliadlges dxsEkd,
=S 7 stoll AAS AT, FFES AusA 2y azutEad ] (dat-olH ExtdEA) 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-Z2F; 443[M + H]
A X ¢ 180
3-(2-Al bl d)-5~(2-9] 2] ©)-1-(1-918-1,2,3,6- Bl Edkalo| =2 o 2] ©1-6-2) )1, 2-T] sfo] =2 ] ] vl 2- &

3B R F-5-(2-9 g d)-1-(3-F 2l d)-1,2-tslo| =2 3] g H-2-& 718 mg oHAEUEZ 40 mlol] &3)A]A
Zulol= 383 mgE H7bekal, 70TelA bk st wwnkeigivh. wldv 2rlo]= 383 mgE F7F %7}5}3

rE

CollM 20 vk g¢t wikaiolnt.  AL7bx] @2sk &, 7o) el sFeha, e vEE 30 meel 83 1 1
I, 0TelA W7k wakalgict.  F2sHEAUER 265 mge H7keta, 0ToAM Ae7hA EmE s &
xub ek ankeigleh. &S Ukete], AheE shell &S AAS I, opEAAHER FEeAd. frles ®
st Az ARE §, 5 Advtadaer dxsta, &ulE Y sl Al o}Oﬂu} x&%%o A7}
e ARviEI A (-t B EA) 2 AAlste] 3-HE2R-5-(2-9]2d)-1-(1-1d-1,2,3,6-H Eg}sto] =

Zagd-5-9)-1,2-t)ste| =R I U-2-2 550 mge AU ° F 270 mg E]uﬂ'ai—go}ulz 20 meell 83l

~

17 2-(2-Alobwesd)-1,3,2-0 AR O| E 179 ng, BAHA% 313 ng, HEekyEeddEsn ﬁla}% 15
ngE ARSI, 120CAA 1AZE Bk WG, Ae7d WAR ¥, Be Wrksta, opdEsteld

bt 715 E£5 4952 A4S F, F5 BAhnigoR Axstn, $008 49 sl AA o}sziu}.
AR AL 29 AehEad s (Ao EN AA) 2 AAlste] EA SR 174 ngS Ach,

{0

0

1H—NMR(400MHZ, 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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3-(2-Aloh=s)-5-H dobr moh 2w d-1- -1, 2- T el =2 T el Wl -2-2

3-(2-Alohesll d)-5-(M A 72 Bd)-1-9l d-1 2-tsto| R v e f-2-29] o mEl2r]E Thpatsfete] dojxl
FrEEAAG 41 mgE HSEEWE 5 mol SajA7]ar, Wy sholl SAHI Rl 25 mg HEREME &
& Adteta, Svige] drEEge =g Arbete], Aa 2917] she] A&l 1R got wukskgin. w
A& At sl wFeta, HEERvwel &asigitt. o] &S W shell obd¥ 13 mg¥ Ez|edotv]
03 mee] HEFRRWE g HAste] Hrletdt. A 2EE FSA7IAL, A w917] skl SAM
(ﬂ_

RS, WSS Y sl ESOAFAGEF FEe] Ra, opAEMNER FEAAG. #7]
o AdeE AR B, P4 Bladgen dxda, §UE 4% o GG, AFEE 4
2o 29 AmvhET s (Aol A EA A2 FAlste] WAl Aol Al HFE 11 g AT

'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 ¥ = o] vt} E-2-U )-1-9 d-1,2-T] 3o ==y g 1l -2-2

3-(2-Alohedl ) -5- (A EA 7hE B )-1-9 d -1, 2-T] sfo] =& 9] g d-2-29] o =H2r]E Tteiaate] deixl

ZFEEAS 24 mge TERRE 20 mtell &A171aL, W st SAPITRo|= 16 ngo] HSERUE &

g AHststa, Fulge] tWEXFotn|=Es HUbeta, da £97] she] A2olA 1A HF awkErgit

HENS ZSE el sFsta, vFEEdekd skt o] &H&, W ol N-vld-1,2-dt]obdl 21
ZRzder g FHste] A teigitt. AL REE AEAIAL, Aik E917] stelA 3§
sl vEREHEe A st Ak, oRAEAL 10 mE H7FsEAL, 100TelA 523 &

atolct. AR Wz §, oM EALS A shell Al sk}, wbENE WY el XStRFAUER

s

10, ofo

=
oA

Rk

o . SHEREE FEsln. 158 2 Adfe ATE B RE e dis,
gl A sol AASGE. ARBS Qe 2d AR (A-olA SR DA 2 GAlske] A
A4e) EA SEE 18 ngS A9t

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-(2-2225]9)-5-(AZE|o}E D )-1-9]d-1,2-t] o] =25 Wl-g-&

FFHER-5-(HEAZIERY)-1-Hd-1,2-tsto] =2 d g d-2-23 2-F22dd HEoRRE Fiad 39 +
ste] dE 3-(2-EEEIAY)-S5-(HEAIFIERY)-1-9d-1,2-tH3lo| =29 2 d-2-29] o ~EH27]E 7FiEd]
sl Adojzl FF2EAIMA 19 mgE UFZ2HEE 20 meol] {8|A7]aL, WY Slo] AL F 2ol 11 mge] U
ZrZue &AE AHolste], Fuige] WX o EE Hrleta, Ax #97] she] ALdA AR F¢F
Rkt HEg S ZQE Sholl H5eta, tEEEd e §aAIFTE. o] &ds WY Sfol 2-obn] il xE
& 22 mgo] Y EE2HE §do A3t Hrtsglt. AR7MA £EE A7, dEREdes 3¢ s
of AAstA, ZFEQUAF 1 ms F7leka, 180TColA ab&wt s wwksigley.  A27hA Wzheh &

O ol o
o 1=
W Bl IN FASIER £8% E3 BAFALEF F89S olgse] Fastu, opMEM YR 253
dth. #7152 E£3 4952 A9 F, T4 PAlGon Axstel, §u18 7 skl AAsNAG
AFES Hela 2Y Azvhend s (Sa-olA =R EA)Z AAlstel WA AGe] EA HEE 4 ngS @

ATt

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>

SS90l 10-0869271

AA ¢ 184
3-(2-22 2 Y)-5-(2-NESAED)-1-H -1, 2-Ceo| =25l gl el-2-&

3B R R-5-(HFAI7Z R E)-1-3d-1,2-tdte| =my|2jd-2-23 2-FR2dd WELoRNE Fale] 39 ¥
el F=stel E 3-(2-FREE)-S5-(MEA7IE R d)- 19 d-1, 2-Hsfo| =29 2l d-2-2] A AE 7S
Zhidstel ol FhREAMY 19 mgE HIREWE 20 meel EEiA7IaL, W stell SA-EIREelE 11
mge] I RRHE Seis At 7, FulFe] vHdEFeln =S Avkshal, Fa 2917 she] A2elA 14
b Eeh wakekglTh. wkSel S zsh el wHdtal, HFRRvEe ettt o] g W sl 2-ofv]
wdE 19 mge] HEREHT oo HAste] Hrteidt. A2 ERE AeATIAL, HIEREHATs A
sloll AAE 7, A 1 m& Arkska, 180CeA s %OJ anrskglh. A2 PR 5 ke

| E 0

& W Sl IV FAFUEF 2809 23 PASAUER 5890S olgse] Faeln, oEtdEE F
ST, GBS TH 494 ARE T P4 Plodaes drsa, SNE 49 Al
AASRGE. AFES Qe 29 AzvhEods (Ao EAEA)Z Aol WA A4l EA BHE

'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-Z2F; 399[M + H]

AA¢] 185
3-(2-22259)-5-s 5 A g-1-5d-1,2-sto] = 2 7] el ul-3-&

#3-(2-F 2 2¥d)-5-3lo| =2 A E-1-9d-1,2-t3lo| =29 g Pd-2-2 24 mgS HEZSIO|=2F 10 meol
SaA71aL, HE 9.4 g, EYALEAAZYY (3 mol/g @Z) 33 mg, 1,1'-o}2H| AN, N-t ¥ & £ Eo}n| =)
17 mgES #H71eta, 60CoA 358 SoF wukalgdth, e, Egdd T AAZE ™ (3 mol/g #7A) 50 mg,
1,1'-opxH] =N N-tHd £ Folr| =) 30 mgE FH7lskar, 60ToNA af5 ‘ﬂn‘ T wRksiYy. ALk Wztek
5, oMAEARE S HUstar, AgtolE oiE Fi EuldExsAqE5WE AlAstaL, oFds & BN
AEGER FEAow AFste, §715S X3t AAFE AR §, v %‘r vhavlg o R Axsta, guE
et soll AABIGTE. IFFES AItA 2 AReEHI (Ao EAEAD R AAStY B4 FFE
12 mge C:/\/RT;]'

1H—NMR(4OOMHZ, CDCl3); & (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 Ao 186
3-(2-Aloh=3 W) -65-(1-#9-1,2,3,6-H| Eeh 3o = = 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 &HA1A WAL EA
9 2 m& Hrkskar, 100CANA 27F &< wnksigity.  AL7kx] Wzt & 2 skl glE AAs Y. 2t
Fe=s vehE 10 meell &3AIA 0CoAA Wz wntelglet.  FASHEAUEF 1 gs 5Atl 23 53] H7kst
Atk E, 0CAA s H¢F wwkgk & ZSE ol &vilE AlAsStaL, 23) sty &S HUshe,
ol EAtE R FE3TH. f7]15S T3 A9 E AAS F, FF Sinlavgoe s Axste], $wE 7
o skol AAT. ARES Aurbd 2§ AasetEafd (-l Bt gAD = GAste] 3-H a2 R-5-
(1-¥€-1,2,3,6-H Eg}s}o 1Ei3431€—2—%1) 1- uﬂé 1,2-tsfol =29 g d-2-& 107 mgs GAth. olAS ¢
e Z o= 10 mol] Ra|AHA

2-( -1,3,2-t) A YO E 81 mg, ©AHAIE 142 mg, HEDY
~EAd A EehE 7 mgd @7%«%}1 % w9171 ko] 140TAA 224t Fok atebginh. A27hA Y
7 ¥, =e HUsha, opHEAL Atk f7lsE E3t AAsR A F, v bvbade
o2 Axsta, SuiE Y sl AAST. ARES Auybd 29 A2etEIdR] (SRk-op EAb Y A)
2 AAste] TA 3FE 41 mgd

rul
e
%2
o



<950>

<951>

<952>

<953>

<954>

<955>

<956>

<957>

<958>

<959>

<960>

<961>

<962>

<963>

<964>

<965>

<966>

<967>

SS90l 10-0869271

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-B.2 H-5-(2-3 2] W)-1- -1, 2-vl sl B2 sl el d-0-& 23 g oPAELEY 20 mel $3417]3, opilER
ZebE 0.2 mg, E¥-0-EZEAT 4.3 mg, E@dEol 0.04 M H7bsbaL, éilﬁh]ﬂﬂlwcﬂﬁé}
N Eeh wakskgith. 2-nidylEd 9.2 mge Mrbehar, A #9171 kel 110TelA 5AIRE g ot awkegitt.
A27HA W24e F, kg AE Fofl a1, olMELMER FE33t. %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
)
o
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-(-S=z=9dE|Q)-5-2-FHId)-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 EFobv = L&
HIEF 5 g, 2emare 2 € Aln, A5 RIS 150TAA SRE B wwadd. Aet
=] 2]
q

A QR e gl i, GRS Pokshn, eplEde FEeslt.
F2 AAE F,RE P oR azslel, SuE At sl AASUT. AFE
2OhE 1E 8 (Ao EA EAD 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 vleltl-3-2

5-HEH-1-Hd-3-825-1,2-T]3to| 2T g d-2-27 2-F229d BEACRHRE Fad 39 FAdH
sto] dojzl 5-HER-3-(2-F22¥d)-1-9 d-1,2-tsto] =2y gjd-2-2 30 mgS ElEZ S| =ZFT 20 m
of &eiA7]aL, A3, 3-HA(HAd 29 m) 2R YA(T) 1 ngs F7beta, A 917 sholM umnksh

HN

5

A, Aol BRI GEEAZE 00 o2 SN 01w B4kl s A w97 a4
2ol A SEW B W F, 1A B A BFRARAG. AL Whstn, s dsgny 84S

A7bsla, oA EMER FE3 . f715S 23 AR AAS §, F ieliadlges Hxskd,
|vjE 2 ol AASE T, JFES A2 2 ARuEIYY(SRRIE-HELADE FAste] EA
3= 6 mgs AU

tlo

"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-AF; 364[M + H]

A A4 190
3-(1-¥ = 0] 1| hE-2-9))-5-(2-5] 2 D)-1-9] -1, 2-C] Sho| =23 wl-g-&
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<968>

<969>

<970>

<971>

<972>

<973>

<974>

<975>

<976>

<977>

<978>

<979>

<980>

<981>

<982>

SS90l 10-0869271

- EAFIERD-5-(2-9Fd)-1-Hd-1,2-tslo| =20 g d-2-L-9] oA H =7
ato] Aojxl FFEEA ALY 25 mgE T EFEEWE 20 meol]l & A7), Wl sto LAFEFEHO|= 16 mge T
o

it
offt
0%
10,
o
i
9,
k)
R
m
T
fol

ZERAY $92 A3 W, S0P OWMRIBol =g Prkstu, dh 2917] 5] HeNM 147 B

awelodrh. W ek dol FEHew, HIFzzdwe ST, o 898 Wy del o-dduricln

17 ngel HEmzvE golo Adste]l Aottt A LEE F5A7L, Az RA7] SelA s

Fob sy, HEEadwgg 7% sl Ay, NEss WK N, 54 B G BRAAG. A

27 WA F, 0SAS Y XS BFLIEF 8 1, oMAENNEE FERAT. #7152
[e:

{

_‘T_
x5 495 AY® F, T %JUHH]%OE Azstel, SU1E 249 Sl AAGGT. ARES el
2% A2vhE TS (Ao A A AN GRSl WA Aol EA &

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-A2F; 365[M + H]

A A4 191
3-(2-51 2] £-1-91)-5-(2-5] ] D)-1-]d-1,2-t) Sho| =2 5] 2] el-2-2

3-HRZR-5-(2-3)d)-1-9d-1,2-t]sto| =2 9| 2Tl -2-2 40 mg3} 2-3to] =FA T W 23 mge vl EF o]
=10 meell 83|AA TAPEE 34 mg, RLESTE 3 ngE %ﬂéh 140Coll A Fwt ook wubakgint,  wh
SHE A2 BAF F, GEYolsE Hrbshi, oMEAYER FFsgt. f715E 2 AR A
A F, g vtadlg o Axsta, SE sk stel A7 0}0%}. Aies dg7hd 29 A=vtEn
Aol (W A7 (222 EF-veSA) 2 AAste] %4 88 10 nge ATt

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] 2ol @] ©l-2- 34 mg® |Eekelol =R F 10 neel §3HA],
8H[1,3-01 (A E 23 ) T2 RUAD 1 ngd A74sha, dk 29471 st A washas, AolFze
PRl (2,00 AHE §9) 0.1 ntd AHse] WAL, Az E9A7] s LM 147
o WM F, 7247 B kA BRAAG. Aes Wrsa, B2 Askste], ohEdER FEa.
F15S X3 95 AR F, T PANGoR dzsty, $E 4 Sl AARAD. ARES

Ae7bd e AzntEaa(ER2EE-vEeAD R GAlste] & ﬂ sHetE 5 mge AT

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).

AAl9 193

3-[2-(5-m¥-1,2,4-S At o} Z-3-) A |-1-H d-5-(2-F g F)-1,2-t] 3o = 2 7] 2] I -2-

3-(2-AJobsd)-5-(2-¥ 2 &) -1-9d-1,2-H o] =2 v 2] d-2-2 53 mgs 20% F= ol&2 10 meell 831417
Abetol == Adolnl 19 mg¥} OFHIEAYESR 17 mgs XUPOPE, 24N sk 7 ERAIAT. EE, At

of el wFstal, A&t Yo s A4S B2 A H, dxst o= 50 mgE o3 AFH e
Atk °lF 20 mge EFA 4 meoll &AL, F oA EAL 16 mg w}d 5, 96417 Bt 7tE BFAIA
. A7k WAg §, WY st RREFoR Foletal, oMEAMER FE3 § &, X3t AAFE &
A AR, F bl es Az & s 2t AAS X&%%—% Ae7pA 729 ARnED
I (FA-olA Extel AN 2 FAste] A 3H3HE 4 mgS AUt

i, 9

slol=%2dotwl 19 mg¥ oPMEANMEF 17 mge H7FSEaL, 3641k Tk 7t RAAG. HAex 374
¥, A4

il

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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<987>

<988>
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<994>

<995>

<996>
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<1005>
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<1008>
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1H), 8.08(ddd, 1H), 8.11(d, 1H), 8.27(d, 1H), 8.58(ddd, 1H).
ESI-A2k; 410[M + 1]
7] AAlel 13} TR Y Ee old Fahe Wl whet o]k BEHES Skt
A 194
3=(2-Alotdd)-5-(I-H & o] &}E-4-U)-1-Hd-1,2-t] o] =2 vl g -2-2

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-Alobe3ld)-6-(6-v B3] 2 B-2-9)-1-9d-1,2-T] o] EZ 5] 2] Hl-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,
1H), 8.30(d, 1H).

A A ¢ 196

3-(2-Aloh=3)-6-(5- B3] G ¥l-2-9)-1-5] d-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-Aloh i d)-5-(4-H " F g P -2-¢)-1-5]d-1, 2-T]slo]| =2 vl g -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-(3-3to] E S A 3] ] Wl-2-9))-1-9] -1, -] Bhe| E 23 e vl -2-&

'H-NMR(400MHz, CDCls): & (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-Alohe s d)-1-9d-5-(2-F &} H)-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-Al okl D) -5-(2- B A A 2 -5-9)-1- -1, 2-T| o] =2 5 el -g-2

'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-Alotedd)-1-7d-5-(2-Eo}x Y)-1,2-T] o] =2 F 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-Alot= ¥ 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-¥] 2|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): 6 (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-HF}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-AloheH9)-5-(3-&A-1-Ato| S 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]3lo| ==-1,4-T] &A1-2-9)-1-Hd-1,2-T] &}o]| =2 F] 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-Aot= ¥ d)-5-(1- = &)-1-(3-¥] 2 d)-1,2-H}o| E2 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=50d 10-0869271
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] e] 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]

AAd 212
3-(2-Alobe 5] d)-5-(8-F el )-1-(3-5] el &)-1,2-C] o] S 2 3 ] wl-9-&

"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, 2I), 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 ol =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-(3-5] g &)1, 2-T] sho] = & )] w2~ &

'H-NMR(400MHz, CDCls); & (ppm) 6.70(d, 1H), 7.23-7.43(m, 411), 7.45-7.56(m, 5H), 7.65(d, 1), 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-A2k; 529\ + 1]

A7) AN 29k AT WY EE ool Fohe wilel we olsel HFTL AU,

AN 215

1-(4-0}v] o9 )-3-(2- Aok )-5-(2-3 2] D)-1,2-Tf ol =2 5 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).

AN 216

5-(3-otr =¥ 2 9-2-9)-3-(2-Al ke #d)-1-9d-1,2-t] sto| =2 g 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] She] = 2 9] e] l-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>
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'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}r] =8 d)-3-(2-A| o} =¥ d)-5-(2-¥ 2l v] & )-1,2-T] &lo| =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 )-1-5 d-5-(2-5] & 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), 7.83(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)-1-3d-5-(2-5] 2 9)-1,2-T st =2 5 2] P-p-

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 d)-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 s d)-5-(2-9] B D) -1-(2-o}r] e EFA-4-U)-1, 2-T] Fto]| =2 F & -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] | == g d-2-2

rr

ool Fahiz WHel wet olste] st TS,

'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=dd)-5-HAEF dopr| =-1-¥d-1,2-f 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-Alohe3ld)-6-[ (3-vl & 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>
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'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-(E sz dotr ) ]-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-(MgeX dopr] =) d]-1-Hd-5-(2-F g &)-1,2-tFo| =2 v g d-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).

AN 228

-[3-(rgtEEd o] o)A d ]-1-3d-5-(2-F g &)-1,2-t] slo| == ¥ 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) A6l 113t FAF Y EE olo] Fah WPoR ojske] BYEL T

A Ao 229

5[ (6-obAlBokr] )] 2] ¥l-2-91]-3-(2-Al b3 )-1- d-1, 2-T o] =2 5] 2] ¥l-2- &

'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 A 230

3-[2-(oAEoln ) A d ]-1-Ad-5-(2-F g F)-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-(2-3] 2| F)-1,2-H dte| =2 g g Tl -2-2

'H-NMR(400MHz, CDCly): & (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] ) 3 d |-1-9 d-5-(2-F 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 g 9)-1,2-H3lo| E= 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>

SS90l 10-0869271

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] AAdl 123 FAF WY = olo] Fahs Pel weh olskel SRS FASULH

AA o 234

5-(4-tlmgolulier d)-1-9g-5-(2-5]2|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 BUR P EE olo] Fake Yoz olatel AFES AT

A A ¢ 235

5-[ (6-0}P] 3 7h2 1 ) 3] 2] Wl-9-1]-3-(2-Alohae A d)-1-3d-1,2-t] 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 o R o]ske] sptES skt

AA o) 236

3-(2-Alobe | d)-5-(2-Alole ¥ g H-6-YU)-1-9d-1,2-t] Fo]| =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)-1-3 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 YY) -1-9 d-5-(2-9] e[ 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 AAel 193 Bl Wy o olshel HEES B

A Ao 239

3-(2-Aloksd)-1-[3-(cl v ol o] ZA) A W] -5-(2-5] 2 D)-1,2-T]sho] = 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-Alobesd)-1-[3-(F gt A SAD A |-5-(2-¥ 2 H)-1,2-T] o] = = v] ] Tl -2-2

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>
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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] B A 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 d)-1-[3-(clo] A X 2 Popr] o] SA) 9 |-5-(2-5 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-Alotesd)-1-[3-(Hrdopr = T2 DA 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 i) -1-[3- (sl sl el = X 2 B & A)) D ]-5-(2-] 2] ©)-1,2-T Sho] = v 2] -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 = EA) L ]-5-(2-F 2 g)-1,2-H o] == v 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 ] Dol o] ZA) AW ]-5-(2-5] 2 D)-1,2-T]ho] = 2 9] 2] €l -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 SA) 3 d ]-1-#d-6-(2-F 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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<1171>

<1172>
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<1178>
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SS90l 10-0869271

3-[4-(Hr ol = SAD A d |-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-§A) 3 d |-5-(2-F] 2| d)-1,2-t] to| = 23] ] 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] Eake WHoE olstel STES FAHA
A A ¢ 250
3-(2-Alob=sld)-1-[3-(3] B2l o] e &) S W] -5-(2-5 ] D)1, 2-T] Sho] E 2 3 2] wl-2- &

'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, 1i).
A A4 251

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

7] Aol 323} FUF Y EE ol
A Ao 252
3-(2-Aloked Y)-1-(4-U EZ A Y)-5-(2-F g P)-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 g 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| v 2)-6-(2-9] g F)-1,2-T| 3} o| E2 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|o}£Y)-1,2-T3lo| E= 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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A Ao 256
1-¥d-3-(4-9 g d)-5-(2-¥ g 2)-1,2-H3}o| E2F g -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 &)-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 g t}d )-6-(2-9 g d)-1,2-T| 3} o| E= v 2| -2-2

'H-NMR(400MHz, CDCl): & (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

1-39-3-(4-g g }A)-5-(2-9 g &)-1,2-t]3}o| =2 F 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-v B A5 2] ©1-6-91)-1-5] d-5-(2-51 2 D)1, 2- ol S 25 wl-p-2

'H-NMR(400MHz, CDCy); 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-Alokesd)-1-(3-H 2 d)-5-(2-¥ g 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)-1-5d-5-(2-9] el F| &)1, 2-T] o] = Z 5] el 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- 220252 9-3-9)-1-(3-3 2 D)-5-(2-3 el ] &)-1,2-T] o] 22 3 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, 11),
8.17(ddd, 1H), 8.70-8.80(m, 7H).

AN 264

3=(2-Alo}=¥ B d-3-)-1-9d-5-(2-3| g v| D)-1,2-t] dte| =2 vl g A-2-2
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SS90l 10-0869271

'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, 1), 8.85(d, 1.

A ¢ 265

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

'H-NMR(400MHz, CDCls): & (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] =27 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} EF-4-9)-1,2-T] dlo| =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 she| E 2w el el -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-tlto| =& -1,4-t| $A1-2-9)-1-HF-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| =27 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 d)-1,2-t]3lo| =2 ¥ g P -2-L&

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).

AAd 272

3-(2-okA DA W)-5-(2-9] el D)-1-} 91, 2-T] so] =2 5] e 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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<1244>
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<1247>

<1248>

<1249>

<1250>
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<1253>

<1254>

<1255>

<1256>

<1257>

<1258>

<1259>

<1260>

<1261>

Ao 273

3-G-HE=HY)-1-d-5-(2- 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| == vl g T -2-2

S=50dl 10-0869271

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).
AAH 275

3-(U-HE=EAY)-1-3d-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).

AA 4 276

1-[3-(A A A9 -3~ (2-A ohe 3] d)-5-(2-3] 2] @)-1,2-t] o] =2 2] wl -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-ohAIE ¥ d)-3-(2-A ok =3 d)-5-(2-¥] g 2 )-1,2-H 3l o| == ] 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 d) s d|-1-9d-5-(2-H 2 9)-1,2-H3}o| == 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-F 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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<1279>
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ESI-A2k; 375[M + H]

AAd 281
3-(8-A=gd)-5-(2-9 = 2)-1-(3-¥ 2 d)-1,2-t3lo| =2 v 2 -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}lo| == 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-}Z")-5-(2- 2 D)-1-(3-3] el &)-1,2-t] o] E2 5 e W3- 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 2 P)-1-9]d-1,2-tsto| =z vlelzl-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] ©1-5-91)-5-(2-5] D )-1-5 d-1, 2-T] o] =25 el W -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-2ek; 396[M + H]

A A ¢ 286
3-(2-Z2WE© A-3-9)-5-(2- & D)-1-9]d-1,2-C] Sfo| S 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,
M), 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, -] Sfo| S 23 e wl-g-&
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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>

SS90l 10-0869271

'H-NMR(400MHz, CDCls): & (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-E %9 258 W-5-9)-5-(2-91 J D)-1-9]d-1,2-T) o] = E 3 wl-g-&

'H-NMR(400MHz, CDCly); & (ppm) 6.99(dd, 1H), 7.24(dd, 1), 7.47-7.57(m, 5H), 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)-1-5d-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,
1), 8.08(dd, 1H), 8.23(d, 1H), 8.26(d, 1H), 8.61(ddd, 1H), 8.78(d, 1H).
ESI-A 2k 386[M + H]

A A4 290
3-(2-Aloke39)-6-(2- T 2] ©)-1-(2-1} = 8)-1,2- Tl so| =2 T gl l-2-2

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]

Ao 291
3-(2-Aloke39)-5-(2- T 2] ©)-1-(1-} = 8)-1,2- T o] =2 T gl 22

"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-A2k; 400[M + H]

AA o 292
3-(2-Alohe s d)-6-(2-5] e D)-1-(8-AEe d)-1,2-t]ste] =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-A]-1-5d-5-(2-5] g D)-1,2-T o] =25 g wl--&

1
H-NMR(400MHz, CDCls); & (ppm) 6.95(d, 1H), 7.21(ddd, 1H), 7.22(ddd, 1H), 7.26-7.33(m, 3H), 7.42(dt,

1H), 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).

AAH 294
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<1312> 3-(2-Alob=y g P-3-9)-5-(2-¥ g 2)-1-(3-¥ g & )-1,2-H3}o| == ] 2 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-Ae; 352(M + 1]

<1315> A Ao 295

<1316> 3-(2-Aoh=dd)-5-(2-H B d)-1- (I E-3-9)-1,2-3}o| =2 9 g H-2-&

<1317> 'H-NMR(400MHz, CDCI,); & (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).

i8> ) AAd) 1629} FAE P E o] Faks PHoR olshel sEe R,
<1319> A A4 296

<1320> 3-(2-Alohxdd)-5-(3-HE Z ¥ 2 d-2-YU)-1-7d-1,2-t] 3| =2 g g 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 297
<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 )-1-5 -1, 2-T] o] =2 9] Z P -2-2

<1327> 'H-NMR(400MHz, CDC1y): & (ppm) 4.44(brs, 21), 6.43(dd, 1), 6.96(d, 1), 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 A 299

<1329> 3-(2-Aoh=3d)-5-(5-HEZ ¥ 2 d-2-9)-1-¥d-1,2-HI}o| E2 v 2 H-2-F

<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 d-2-9)-1,2-tslo| = 2 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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<1337> A Ao 302
<1338> 3-(2-Aol=Hd)-5-(2-REZF =d g d-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> 2A1A1o) 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,
1), 8.04(dd, 1H), 8.30(d, 1H), 8.37(d, 1H).

<1343> A7) Aol 1647 FUI W EE old] 8l WHORE o]sle] FES A

<1344> A A o] 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> G71 Al 1673 AT WY = ofo] Fake W eR oldte] g Es AT

<1348> A A4 305

<1349> 3-(2-Aloh s d)-4-wE-1-9d-5-(2-9] 2| d)-1,2-t] o] =2 9|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] AAe) 1687 FAR P EE olo] Fak e oldle sFgEe AT,
<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 H 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 Ao 307
<1356> 3-(2-AoteHd)-1-Hd-5-[N-(N'-s I ¢ g d)]-1,2-t] o] ==y d-2-2

<1357> 'H-NMR(400MHz, DNMSO-d¢): & (ppm) 6.95(dd, 1H), 7.25(dd, 1H), 7.41-7.61(m, 8H), 7.65(d, 1H), 7.71(d,
1H), 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 ) d]}-1-d-5-(2-F g D)-1,2-H o] =2 H 2 ol -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 e oo Fale WHo R ot 3ES ST
<1362> A1 A1¢ 309
<1363> 3-(2-Aol=dd)-1-Hd-5-(2- Fd 2 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>

SS90l 10-0869271

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-(1-3] § 2]t ) opA Eo e ] -6-(2-9 2 @)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).
AA 4 311

1-97d-3-{3-[1-(4-F o] H &A1) | L2 9] @ o} m| = }-5-(2-F 2] D)-1,2-H 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-FEtrTey e d)otr] x-1-3d-5-(2- g B)-1,2-H 3| =2V 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 Fohs W olste] dhetws SISl

AAle) 313

5-WlFopr] e-3-(2-A b d)-1-9d-1,2-t]3}o| =2 9] 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, 3M), 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|ohes9)-1-(3-3to] EEA ] d)-5-(2-3 2] D)-1,2- sol =2 o & 5l -2-&

1-[3-C8 25 A1) 34 -3 (2-Al o] d)-5-(2-3] 2] &)1 2Tl Sho = 2] el W-2-8 52 mg} 56 FebE-whi 20
ngE WEE 3 ol AL, S B9Y) el AeolA shw Bok wukslt. B8RS N ¥, 4
55, Aelshd 29 AmekEady (chEA E-s R AAste] EA 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 WHo® olstel FFEL Y
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>

SS90l 10-0869271

1H—NMR(4OOMHZ, CDCls); 6 (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-Alobe3|d)-1-Ao| 2z 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 B2 8 Y) 5] 2] -4~ | 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-(A8 $ A7k 2 8 ) 9l 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 WY EE o] F3hz Yo olste] SFES T
A Ao 320
3-(312-1-9)-5-(2-5] 2 D)-1-9]d-1,2-T] S| =2 5 e 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] o] 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-(-v g dotr=)-5-(2-9 2 d)-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-A2F; 341[M + H]

A A4 323
3-(1-old A EGobr]1e)-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>

SS90l 10-0869271

"H-NMR(400MHz, CDCls): & (ppm) 7.15-7.24(m, 3H), 7.46-7.59(m, 5H), 7.66(t, 1H), 7.77(d, 2H), 7.80(td,
M), 7.97(d, 1), 8.10(d, 1H), 8.25(d. 1H). 8.61(d, 1H), 9.11(s. 1H). 9.60(d, 1H).
ESI-Ak; 391[M + H]

A Ao 324
3-(1-1 ) -5-(2-9 2] D)-1-9]d-1,2-t] sl =2 52 wl-9-2

"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-Aek; 365[M + H]

A A ¢ 325
3-(9-7h2 12 e)-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).

AA o 326

3-(R1E1-9)-5-(2-9 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-d 5] §-1-9)-5-(2-5] 2 D)-1-9]d-1,2-T] o] =2 5]

24
3o ta-1-9d-5-(2-9] g 2)-1,2-v]dto] ER 9 ¢ 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 HA7ISHA, AR F¢ 7t BFAAG. A27A W7ske,
HEe X3 B AUER FEod ta, oMEAER FEait. #7155 I AdsR AFE
T Rmiadigo s Az, SHlE A skl AASSY. AREs duybd 2E AReEoLg
(Srt-opA Eqtel AN = AAlste] A 82 12 mgs LA

o

_2_

ot
=2
o

tlo

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) AAd 3279 FAG PP EE ool Fahs PHom olste] SgEe AT
A A ¢ 328
3-(2,5-tlm 95 2-1-9)-5-(2-5] ] D)-1-3] 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-Alohe3d)-1-(sA sl el sl-4-2) ] &-6-(2-5 2] 2)-1,2-Hlsfol =z al 922

1-[1-(01 8 5 A1 7h2 5d) 9130 2] -4- 9 ] o -3~ (2- A oh sl ) -5-(2-3] 2] )1, 2-T o E 23] 2] -2-& 500 mg
oZVE 106 BEF-BAES ol §et B Yol uet Fu)H Fa WS ol§d HA HTE 382 ngd

ne
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<1437>

<1438>

<1439>

<1440>

<1441>

<1442>

<1443>

<1444>

<1445>

<1446>

<1447>

<1448>

<1449>

<1450>

<1451>

<1452>

<1453>

<1454>

<1455>

SS90l 10-0869271
A,

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) AN 3209 BAT WY olo] Fahiz WEoz ojshe B AT
A Ao 330
3-(2-Aohe s 9)-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); & (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 ] W)-1, 2-T] o] = .3 2] Wl -2-&

3-(2-Aoh e d)-1-(3) 2 W -4- ) W & -5-(2-3 2] &)-1, 2-T) ol S 2] € ¥-2-& 30 mg FEEIE 2 ntol
A3, Y ol EelDoln 0.04 n D FEWEYD 19 ngS FrHA, LA 2A3F FF wuksl
32 %

o, Wsds FRIEoR N, I THAVEFS, X3 AA5E AAFIAY. 77
oz Axs T 4 w58, At 27 A2vtEady (ol EAE-Sah 2 HAste] ®A4 3g
& 25 mgs AAT

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 FAG WY EE olo] Fah WPOE olske] BFBL FHHAL.
A A ¢ 332
1-(1-o} A9 ]9 2] 9-4-91) ¥ -3~ (2-Al k=) -6-(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 B 7] 2] 94~ & A )9 -3~ (2-A ope e )-5-(2-3 2| @)1, 2-T] 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] W49 & A 3 D ]-3-(2-Aloha= s 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).
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<1456>

<1457>

<1458>

<1459>

<1460>

<1461>

<1462>

<1463>

<1464>

<1465>

<1466>

<1467>

<1468>

<1469>

<1470>

<1471>

<1472>

<1473>

<1474>

<1475>

<1476>

SS90l 10-0869271

AAld 335
1-[1-(A =¥ d) v A 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-Alebesl ) -1-(I g d-4-) W e -5-(2-F 2| &)-1, 2-Hstol =2 J g -2-2 30 mgSs ERREF
geIA715, W shol Eeleloln 0.04 ne R FHMALEN 23 mg WAL, AeolA 243

L ol oft i
to 1% o
El
z

shelth. w3l FEREgow Astel, 5 FWMIEGE, =8 4952 A, #7115 3
MigoR A% F, 4d FEHehn, 2esbd 29 AzrhEadsl (A g-ah e gAlstel £
3 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),

3.80-3.83(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 AT W e ol Faht Wyo® olste] SFEBE AN
A A4 336
3-(2-Alob=sld)-1-[1-( £ ¥ ) 3l 2] 9h-4- L | ] W-5-(2-51 2] D)-1,2- v b o] = =.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 SA| | # 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 3l d)-1-(3-[1- (s gk & £ ) 9|9 2] 94~ £ A 51 }-6-(2-5 2] & )- 1, 2-T] sho] = 5] 2] (22

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-A o= d)-1-(I-yl A v s 2| d-4-L ) d[d-5-(2-9] 2] d)-1,2-] 3} o| E = v] 2 -2

3-(2-Alohd d)-1-(F) gl d-4-) M -5-(2-¥ 2| &) -1, 2-Hspo] =2 v 2| -2-2 80 mgs FEEEF 2 mle]
A Wzdstol= 73 mg, EFNEAFTLRSFAUEF 97 mg 2 oMEAL 41 mgs H7bebal, Aol A

4XZE EQt wbegih, WhgelS SREYFOoR I4etal, ¥3t FRUEFS, E3b AR AAskel
S FmtavlgeR Hxd A wFskan, N AE7hAd 25 aRetE s (ol Eb g-gah) 2

(¢}
FA SHHE 80 mgs 2

wm

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 W olske HYwe FASATh
A A4 340
3-(2-Alobe s d)-1-(1- @3] o2l -4~ v P-5-(2-3 2 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>

SS90l 10-0869271

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- (- R ) 2] §-4- 8 4 A 13- (2-Al obe AW )-5-(2-F 2l P)-1,2-1] sfo] =25 ] 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-¥ 2 v 2] A -4-A S A]) D | -3-(2-A| o} =3 ) -5-(2-F g &)-1,2-H] slo] = = 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 A9 d)-1-51d-6-(2-5 2] &)-1,2-Tlso] =z el -3-2

3-[4-(tert-5 9ol g2 W) 9 ]-1-9 d-5-(2-] 2] &)-1,2- ) sho] = -2-2 80 ng% EUEFTFORM
E4 3 meol $3A715, 17 Bok HE BFAZG. AL P T, oS obdEde g-v Egtelol
2R g4sa, =8 FWRUERSE, T 4952 A4St #715¢ FAnGen A%
284S obENDR AGstel TAl HFE 60 g

ww

)

B 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 1815 FAE PP EE olo] Fahs PHom olstel SuEe AT

A Ao 344
3-Ahol 22 8 Y obr] w7k 1 J-5-(2-5 2] W)-1-5d-1,2-t) Sho] S 2 ] 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] wmrke 1 )-1-5 91, 2-T| o] =2 5 g W12~ &

'H-NMR(400MHz, CDCLy); 6 (ppm) 1.77-1.56(m, 7H), 1.97-2.15(m, SH), 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).

AA o 346

3-(1-ottputg ol gt 2 W d)-5-(2-9 2] d)-1-7d-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>
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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] T -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, 8I), 7.75(td, 1), 8.29(d, 1), 8.37(d, 1), 8.58(ddd, 1I).

ESI-A2F; 462[M + H]

AN ¢ 348
-[(-Hd3lol=dA )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-Z2F; 383[M + H]

A Ao 349
3-ddojr| =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 A 4] 350

(3504) 3-(2-2=2=3d)-5-(4-E2 2= d)-1-(3-¥2g[d)-1,2-1] o] = = 9] 2 -2-2

(350B) 3-(2-E=2=294)-5-(4-F22AE¥d)-1-(3-¥gg)-1,2-t3lo| == v| 2] T -2-&

3-(2-22294d)-5-(4-F22HdE 2)-1-(3-F g d)-1,2-tslo| =2 g d-2-2 38 mgS TZZ2ZHE 10 ml

w f3|A 713, WY ol WEIEFRERMEA 15.4 ngS ﬂﬂ&ﬁ,%m 2ol A 147 FQF kit
HetE 2 2ozt 10 ngs H7ekar, W stell A 2A13E &9k ugkek § 30 mee] oM EAtE R 345t
<#lN¢&ﬂ%Eﬁ%%ﬂ°i*M%Pﬁ+ T7l5S E3F A4 ii%@ﬁ?l%?%&ﬂlﬂﬁziﬁi

star, SvlE gsh stell AASSG.  AREe A7l Z2F ARvtEIHI (G-t EREA) = A5t
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-222lAlex d)-1-(3-¥ g 2)-1,2-tsto| =29 g d-2-2 6 mgS LA,

(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, 1H), 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 1827 FUE W HE olof] Fohs WO R olste] setES ST

AA 9 351

3-(2-Aloh 3 d)-5-(5-H F-1H-Hl Z o] ]} Z-2-1)-1-¥ d-1, 2-T] 3} o| E2 7] ] T -2-2
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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>

SS90l 10-0869271

"H-NMR(400MHz, CDCls): 6 (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, 1H), 8.27(d, 1H).
ESI-A2F; 403[M + H]

A A ¢ 352
3-(2-Alobie D)5~ (4-v D-1-M 0] Pt} E-2-1)-1-9] -1, 2-T] Sho| S 2 v ¢ 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(m,
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-Alobiesl)d)-5-(5,6-1] 2 2 Z-1H-M 0] | thE-2-¢1)-1-5] d-1,2-E] o] = = 9] e] 1l -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-tF2E-11- X o] v t}=Z-2-4)-5-(2-F g d)-1-Hd-1,2-t] dlo| = = 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,
1), 8.60(dt. 1H), 9.38(d, 1H), 12.15(s, 1H).

ESI-A2F; 433[M + H]

A A4 355
3-(6-2 2 2-1H-N= ol v thE-2-9))-5-(2-3] el &)-1-5] d-1,2-E] o = E 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-k; 399[M + H]

A A ¢ 356
3-[1- (] 2] Wl-4- ) W =0 | b -9l | -5-(2-5] & D )-1-9] d-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>

SS90l 10-0869271

ESI-A2k; 538[M + H]

A 4] 358
3-(2-Ao}xe o d)-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 ¥ 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-Zek; 429[M + H]

A 4 359
3-(5,6-t]&o| =2 -4f-ol vt} 2 [4,5,1-1, j | AEH-2-9)-5-2-F & D)-1-9 d-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(nm, 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-A2k; 405[M + H]

A Ao 360
3-(1-s] gz ol vl chE-2-91)-5-(2-3] 2] @)-1-] d-1.2-t o] =2 5] ] lp- &

"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 25 9)-5-(6-FZ2-1H-Mzo] v thE-2-9)-1-9] -1, 2- Tl Se] = = 5] ¢] 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 == 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-A2k; 390[M + H]

A4 363
3-(6-mlB-1H-W= o vt} E-2-%)-5-(2-¥] 2| 2 )-1-9d-1,2-T] 3}o]| == vl g T -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-A2k; 379[M + H]

Ao 364
3-(5-m - 1H-W = o] W] }2-2-U )-6-(2-¥ g &)-1-¥'d-1,2-H3F}o| == F g I -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>

SS90l 10-0869271

'H-NMR(400MHz, CDCly): & (ppm) 2.49(s, 3H), 7.12(t, 1H), 7.24-7.27(m, 1H), 7.31-7.72(m, 7H), 7.80(td,
M), 7.87(d, 1), 8.56(d, 1H), 8.59(ddd, 1H), 9.40(d, 1H), 11.94-12.07(m, 1H).
ESI-Aek; 379N + H]

A A ¢ 365
3-(2-Alohesd)-5-[1-(1- 2 3] 2] -4~ ) W = o] vl 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-Aek; 562[M + H]

A Ao 366
3-(2-A ob= 3 ) -5~ (5-¥ B Al -1H-# = 0] P 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| kx4, 5-c]9] 2] 9-2-9))-5-(2-5] 2] D)-1-3d-1,2- Tl she| E 2 5] 2] W2

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-Aek; 366[M + H]

A Ao 368
3-(2-Aloh=3)-6-[1- (7] 2] Wl-4-91) = o] m] th-2- 91 -1-3 21, 2-T] Sho] = 9] 2] 22

'H-NMR(400MHz, CDCI,); & (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-ZF; 466[M + H]

A7) AN 1835 FAT P EE olol ok wHew olsel BFES AT

A Ao 369

3-(2-2223d)-5-(5-Ee] T 0 Zul Mz 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-Z2F; 483[M + H]

A A4 370
3-(5-Ee] B 20 ZrlgEE| o} E-2-91)-5-(2-5] ] D)-1-3d-1,2-t] Sho| =2 5] ¢ €l
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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>

SES4d 10-0869271
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]

AA¢ 371
3-(zxEo}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-(flxE o}=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]

7] AR 1840 FAR W EE o] Fahe Yo olstel S AR

A A ¢ 373

5-(2-NESALEY)-3-[2-(2-NESAED) oG ]-1-9]9-1,2-T]So| =23l 9)-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- M= 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-k; 366[M + H]

AAd 375
3-(2-222WY)-5-(5-F2EWEGAE-2-9)-1-d-1,2-Tge| =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-] ] D)-1-5]d-1.2-T o] = 2 5] 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>

SS90l 10-0869271

ESI-2=k; 340[M + H]

A7) AA 6 3155 FAT W E olo] Faht wo® olate) HABe st
AN 377

5-[1-(s ) §l-4- Q) = o n] c}-2- |-6-(2-9 2] ©)-1-9d-1, 2-Tgol =2 5] 2] w12~ &

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-Y]-1-Hd -1,2-T]slo] =29 -2
(378B) 3-(2-Alot=dd)-5-[1-(1-wE H # g d-4-d) W= o] vt} E-2-¢] -1-7d-1,2-t]| o] =2 T 2] d-2-2
(3784)

"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-Alo}besld)-5-(2- & d)-1-(A 2 P-3-9)-1,2-t] o] =2 v ] 1 -2-&
(379B) 3-(2-Alokx¥d)-5-(2-3 2 & )-1-(N-{l A F Fl 2] H-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-Aloke319)-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>

SS90l 10-0869271

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 2 370N + H]

d7) A 73 sdo] o R o]ste] etES ST

A4 381

3-(2-Alohesd)-5-(2-3] 2] D)-1-(2- U EZEFAN-4-9)-1,2-T] o] SR ] 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=ZEHAEId)-5-(2-F & d)-1-9d-1,2-t3e| =2 v d-2-&

(382B) 3-(4-Z22WA&¥d)-5-(2-Hg)-1-7d-1,2-t]gol =2 g d-2-&

3~(4-F22AYE Q)-5-(2-F g d)-1-Hd-1,2-tslo| =29 gd-2-& 6 mngS CFZ2uE 3 pol
GaAl71a, W Sl HWEEFEE2RAEA 3 ngs HIFEE &, Y 2EolA 3087 wRksItE. ARelA 5
Az SoF wRkEE F 10 mee] oA ExER FMEta, IN FAEUEF FEN02 AAEIY. fU1ES
xst AYeER AR &, S oo s dxstar, e St kel AAS Y. ARES At
Z4 ARvEIR (Lol EL YA 2 AASY, A FFE FU-SEREAAETE)-5-C-TYd)-
1-3d-1,2-tJ3le| =29 g d-2-2 1.2 mg¥ 3-(4-F22HlAlexd)-5-(2-7 2 d)-1-9d-1,2-t] 3l =27 &

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-22; 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-(2-7 g d)-1-9d-1,2-t) o] =2 o] 2| -2-2
(383B) 3-(2-d€&¥d¥ad-5-9)-5-(2-7 g d)-1-9d-1,2-t) o] =2 o] 2| -2-2
(3834)

rr

oe]l Foh= WHoR ol shetEs 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, 1HM), 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>

SS90l 10-0869271
(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-Z2F; 418[M + H]

AN 384

3-(2-d g g d-5-9)-5-(2-7 g & )-1-¥d-1,2-H 3| =23 g d-2-

3-(2-Fz 238 w-5-4)-5-(2-F g d)-1-9d-1,2-t]slo| =2 9] F5-2-& 13 mgS TWEXEolH= 20 miol
S 7)aL, EALE 10 ng, HEHI2EYHLE AR ZaE 2 ngd Frleta, di 297 sk ALdA
wEtelE A Eod Rl (1.0M HEZSo|m2Fd 9)S HAHste] Hrlsle. Ax B9)7] dke]l 100l
A 1AZE Fot 7k mdtslal, WS AS A271x] Wzbek & ES U1e F, oM EAbER FE3I Y. #
715 ¥x3 AESE Ay &, 55 ibvlaodlgos Axste, §uE g st AlASSY. ARES
AggtA 7] gE2vlE gy (dal-olA EALE AN Z AAlste] FA] 3TES 4 mgs AU}

'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 A 385

3-(2-2=2=2¥d)-5-(4-F2 2 HEQ)-1-(3-9 g E)-1,2-H 3o =2 H g d-2-2

71 AAld 1883w Wyer #A stEe 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-Ml = o] ] t}E£-2-9)-1-7 d-1,2-H3lo] =2 9 2| A -2-2

7] Al 1903 T 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-2ek; 389[M + H]
A A o] 387
3-(2-olehee)-5-(2-Tlelg)-1-Ad-1,2-T el =2 ol elw2-2

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-Alohesld)-5-(4-r Pl |tk [4,5-b] ¥l ] Tl-2-9)-1-9] d-1,2-T] o] = 2.9 2] ¥1-2-&

3-(2-AlotHd)-5-(1H-°o "]t} 2[4, 5-c] ¥ g H-2-d)-1-H -1, 2-Tslo| = 23] 2| T -2-2 3 mgS oMAlE 3 ml
afA7laL, ee=stid 2 ms H7ME 5, ARolA S wot wwksigltk. 3 bl wFska, IR
y E

ol

& = 1 w2 Yste], FABIIER20 mgs H7betar, Aol 4A3tF Fob wnteig]
=, X3} HAsR AAsta, g dabviadlgoR Ax
g dies dd7bd 23 azvtEada (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>

SS90l 10-0869271

o
ne

Aske], A sES 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)-1-51d-5-(3-9-1,2,4-8 A T] o} E-5-91)-1,2- Tl so] =z 9] 2] ¥l 2-&

3-(2-AJobmil ) -5-(HFAI 7L R ) -1-9d -1, 2-Hsto| B2y 2]l -2-2-9] Zhdaf whgel]l ofs ol 7=
AR 31 mge HESRRWE 20 meoll &aA7]aL, W stell SA-IFEo|= 20 mge] HERRWE A&
Aatstar, Fujgke] HudEFotn| =8 Hrleta, A4 #9171 eke] A2olA 143 et amukskgity. mkg-of
& A sl FFoke], HdERzveed &8sl o] &S WY st Wl=oln =24 16 mgdt E]oHo}
700.05 mee] EFA &qel AAste] Hupsklth. Aesbx] 2EE ASA7IAL, A 297 stelA sk
o wdkskglth. 100Col 1AIZE &9t ZhEskar, A2k WAR 5, vk 28 *ﬂxéébl, T715E E3
AArz A 5, Fo Rvtadlges Axste], SvlE At stel AlAsY. AFE 28 mgE EFA
10 meoll &8fA17]aL, 5AIE E<F 7k 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| =23l ¥l 2 &

A7) AN 3899 weka Al SRS 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| &)-1-¥d-1,2-t] | =2 2 H-2-2

3-(2-x =¥ e d-3-U)-5-(2-¥ 2| 2)-1-9d-1,2-Hdlo| =2y 2T -2-2 22 mgs oll®h& 20 meol &3A)7]aL,
Abstol=F ol 6.4 mg, oMAIEAIUESE 10.1 mgs H7hskaL, 80 C°ﬂ/‘1 34
<7 Wz 5, 23 B AUER S8l i, oMAEAE R FESAT. fUS5E

2 AR 5, Fo diviadiecs dxste], s A st AASY. SAARAM dojxl AF= 25
mgE HWEEFoM = 10 meol &siA]7]ar, Egfoldelyl 0.02 ms H7bstal, WY¥E 5, 1,1'-7k2Hdyo]
HtE 43 mgs H7eRlTh. 60TolA 1’\1 o wRkgh 5 A2 7starn, &8 H7bste], opA|EAtd]
g2 F23s3lt. #71sS 3 AR ARY 5, o vtadlges dxste], SviE At stell Al
Astltt. IR=s A7hd 2 ARvtEI Y (Aol EAC YA 2 AAste], A e 15 nge A
ATF.

9 o~
ol
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-A2k; 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-E 203 d)-5-(2-3 2 D)-1-91d-1,2-T) o] =22 W-2-2 13 mgS WlTS 10 neol Sa)A7] 3, B0
Hol Aol E 11 mgsl VAL 8 g W7MELEL, SR B /1Y BRAAT. WSS ALsiA Yud
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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 10-0869271
EE W, dA=tAge e, 47198 & X8 402 49T F P4 dibbagee
Zsge. NI delsha R Aeba ol & g

l,d stol, #A4 88HE 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-H d-5-(2-5] g &)-1,2-T] Sho] = Z 5] el wl-- &

A7) AA 3923 T WMoz BA FHIES AU

'H-NMR(400MHz, CDCl3): & (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] 3| =2 d-2-2

(394a) a-(2-AISAIHZA-5-)-2-F A&

- EA-5-HER AT 3.00 gof HEZSIO|E2FT 50 m &NE -78ColA WS, n-FEHHE(1.6M I
gD 10 mE WAsel WY, AR FRE T, S AFUddsel= 1.70 g§ Hrhskm, 78T
NN 1AZE Fob wu §, AAs ded HEH. Za daRE 89 WA, oEddgs &

29 3, opMEANYFS B, X8 A5 A4S ¥, Fvideon Axsdn. §uE 49 BHs)
B, ARES AU 29 AmviEadsRIEd )R AAlstel, B8 wAe EA HAF 153 g
0-1041j[.
= AA .

'H-NMR(400MHz, CDC1s): 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 d)-2-HEA| F o

a-(2-HEA T Fd-5-2)-2-9 2 A EF-L 0.83 g oFAE 20 m¢ §No] A o]il3 1.70 g ,
Ao A 30 T A3 wRksIGITE.  AAES AL, olAELRE AT &, oHNE sHdle], WA
TAY] FA ITE 0.80 g FAL}.

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).

(8394c) 5-(2-¥ddst2rd)-1,2-t)slo| =2y g d-2-(1H)-&

5-(2-m g d7t2 R d)-2-wHEA T Y 0.79 g2 48% BE3ZF2AA 5.0 meol] &siA7)aL, 70ToA 30%3F nwt
stk Wd 3 B2 FAsta, ebEeR Fokste], AEd AAEES A7 AFS H, =, dGoem A
Astar, Azxste] WA Bkl ¥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-Fgdyl2rd)-3-B28-1 2-U3}lo| =23 g d-2-(1H)-2

5-(2-7gdyt2rd)-1,2-t)slo] =2 9 g d-2-(1H)-& 0.23 g9 THExEoln = 2.0 m A Ao N-
HaEEAeu= (.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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<1735>

<1736>

<1737>

<1738>

<1739>

<1740>

<1741>

<1742>

<1743>

<1744>

<1745>

<1746>

<1747>

<1748>

<1749>

<1750>

<1751>

SS90l 10-0869271

(394e) 5-(2-¥Ed72HY)-1-7d-3-HEH-],2-1]3}o| =23 g d-2-2

5-(2-¥gd7tEnd)-3-2 2% -1 2-tslo] =23 g d-2-(1H)-2 0.24 g, #d HEAF 0.23 g, oMAEAT
0.30 g, EFelgoeldl 1 me] HEZSlo|=2Fe 10 mb dgHE Ao A &9 5k wwksglet.  zlgk 9k
FEUol4(3 me), E(30 m)2} ofAEAFE (100 me)S H7}3 } , 7158 2EEd, B, 23 Ad5E A4
5, bl adEo R AxEGT. 8ME Y wFs L, JIFES A9 ZE ARmELHI (A EA
g/3aih 2 AAste], WA Eake] A4 shHE 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-F A2 v d)-1-Hd-1,2-t]Fe|= 23 d-2-&

5-(2-¥]gld 72 R d)-1-9d-3-H 2 ¥ -1 2-t]&to] =2 v 2] Td-2-2 200 mg, 2-(2-Alobmvd)-1,3,2-t] &AL g
o] E 130 mg, ©AMAIE 400 mg, YHWEXEoIH = 6 me] &3t HEG72EZddyx2d ZebF 60 mgs
A7bsta, ALk w97 sk 130TelA 5AIZE 9k wnkElth. Aoz Wyzhsk § oA EAE S
A7betal, =, X3 HATR AAste], bvladleoR Axegit. SuE A sFstal, dies A
7 25 ARvtEI I (o EAt R/ EMh) = AAste], g o] #A 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-t 3o =2y d-2-2

5—(2—EJE]E17}EE%J_)—1—§1]%J_—3—H ZXR-1,2-T]sto] =20 d-2-2 10 mg, Eﬂé BE2F 10 mg, ¥HAE 40 mg,

EVAEQHLYdEAT ZEF 6 mg, UHEESOH=E 1 e A A B97] 9 130TolA] 2A1%F
R Y. ARoA Wz & oA ESt Y S MUlstal, &, X3 Ad4E AAsH, beladle

16}@3}. s A sFctn, IRES AYIE 2 AZnfE 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 Y)-5-(a-8to| ESA-2-5] 7 Q)-1-9]d-1,2- Tl se] =2 S H-2-&

Aetedd)-5-(2-F g d7tard)-1-dd-1,2-t]3lo]| =2 1 g d-2-2 25 mg®] wetS 5 ml &N 43}
EH 2 ngs WY stelA Hrkekgler. 30% ¥, x3) %&TiurEL*i s|MstaL, ofAEAE R S
. oM EAEET S &, X3} A d5R AAsta, bvtadlgo® Axsgith. &ulE At 55
FES AY7td 23 a2efEa (o EAE) 2 gAlste], B34 B2 1A IFE 15 mgS A

-(2-
2
)

)

o

[e:
M

UE
3
s

32 R oMy 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 -2- ] @)-1-9] 9-1,2-T] o] =2 5] g Wl-9-&

3-(2-Alotwsd)-1-9d-5-H 2 K -1, 2-t]to] =2 3] 2 d-2-2 100 mg, 2—Hléu’4£}ﬂ 100 mg, °HIEAZEE 6
mg, E¥f(o-E2)EAF 17 ng, Egjoldetnl 3 meo] TS A 29171 8ke] 130TellA 22413 F<t antat
¥ *

Aok, Ao Yzisk &, oM EAES Hutsla, &, E3 AAFE AASIY, lulavgor AxsS
o gulE 3 FESa, IFES A 29 ARnEag I (oA EA Y /A 2 GAste], WA F
o] ¥A EFE 16 mgS At
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<1752>

<1753>

<1754>

<1755>

<1756>

<1757>

<1758>

<1759>

<1760>
<1761>

<1762>

<1763>

<1764>

<1765>

<1766>

<1767>

SS90l 10-0869271

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 )M g e @ A-3-91]-5-(2-3] P &)-1-5 -1, 2-T] gl = 2 7] 2] - &

Yol QS E ol A EANE 7.5 ngs] BlETSolS 2 §olol, Ak 2917 SolA WAsEA 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) sho] =23 w-2-& 10
ngel HlETSlER Y G2 AAse] Wrskddnh. Ak $917] s FeolA LAF F wud F, B

& A7kstar, ofAEAME R FEIAT. frlse 3 AR AR F, F FAdviadees dxs)
of, §vlE #ASt stell AASAT. FFes A2 24 ARvtEId v (Ft-ol A Bt AN = AgAlsto],

FA EES 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]

AN 4 399
5-H 2 R-2-WlEA MY

N” >OCH,

5-U B 2RI d(200 g), 28% YEFVISAIo|=uEr-e §A(1535 g)& 30w3F 7 E7F3 &, A271x] Jzt
STk, (1.6 0)¥ tert-FEUEHINHZE (1.6 ¢ )2 BN F=H3 a1, Ao
5t 5 7

33 AR 5, T NgSO= shW et At Axd

FA Bgr= (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] ] A €A

OCH

SrHEER-2-vSAAd(152 g)& F HESSER2Fe(1520 mo)oll A F917] stell A mnt gAj7]
Wi 2= -75.1C7HA 3zbekgich. wk g7t Sl 2.46 mol/ ¢ o] HEF SN (380 m)S HHste] H7fst
Atk ololA, EIHMEAIE(192 no)E @@6}01 Azkerdch. Aske FEsta 0w F, WAEE
star, Aol sFu Fet wwkalitt. ted, W Sell 2 mol/ ¢ 9 FAE(L5 )& FrEta, 1.5
mol/ ¢ o] TSP ER —?%@1*(460 ne)& ARk FIAZT. ol3lel opN EAtelE
& CHIEAANEA )R AFE, vﬂ%% FHAM 10% HE(1 )R 2

Frvbavlgo R Axd & g F5ske], 105 g(88%) ] A = (]

ol
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<1768>

<1769>

<1770>

<1771>

<1772>

<1773>

<1774>

<1775>

<1776>

<1777>

<1778>

<1779>

<1780>

<1781>

<1782>

<1783>

SS90l 10-0869271

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-g g g-2- g ™

]- , 22822390 g), oMHEAZEE (3.21 g), EFHAIE2TA(15 g), ©
237 g), 1 2—E1uﬂ%/\]°ﬂ%(9oo me), (900 ml)S HHslAA 5AIZF 408 Fot 7td BFAF T WS
7

E%’(
Ns sk & ofMEAE( )& HUlsta FESAUT. AU5E 105 ©3 %“}_ﬁ QM1 ¢), 10% <
BUol(1 £), 10% AG5(1 )= AAT 3, 729 == 126 g(87%) 2 A 3}TES 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

AAo] 402
5-9 g d-2-d-2-(IN)-F 2 &

]
SNT N NH
X0
2-M 5 A -5-9] 2] -2- 9 T (550 @)} 4 mol/ ¢ FAHF(2.4 0)°] EFEE AR w3 71 @RI
LS Y3l ﬁ, tert-FEHEAEHZ(2.2 ¢)E HIEe] AT, 50l 8 mol/ L FAFUER
A(1.1 ) IS5 WZ dtol H7FE 3 tert-FEWEAEE(2.2 ¢)E 23 AAFFAL. 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 H7sl 2 FE39t. 758 1-382U.5 )E AFEst, do4d 47155 ]
F(45-50C)3kolth. o] FF FFE tert-FEHEAHZ(2.2 ¢)E HUE AFES AEAA T o9 A
stk Aol AAL 60T $F Ax3 5, =(1.6 () Hrpstar, 719 83 5, st 424
sh& skl A& 24S Ay o9 AFHste], $F Ax(60T)ske], 188 g(66%) 2] EA SHEHE (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-2-9-2-(1H)-F | =
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<1784>

<1785>

<1786>

<1787>

<1788>

<1789>
<1790>

<1791>

<1792>

<1793>

SS90l 10-0869271

-d-2-(1)-3] 2] +=(185 g), PhB(OH)»(261 g), Cu(0Ac)2(19.4 g), F& (173 m¢), DMF(1480 ml)E

AL s Mol 2.0 e/ o] f&og FUNE FFste] WS ST, wkS AERY 7
AZE Foll Am7E 26% ol & W, U1 $FE FAEY weE FHsdt. oed, 19 35 A
shef whg-& AANEE —?F, 5.5A1%F Hell ‘3517} 0.57%7H4] ABE NS W JFSAS dSER vﬁﬂr?z} 10% R o}
?(7.5 )l B, NMAVGE AEAIZTE. AEES Y o3 AFs, B@ )R AASAY. doixl HEA

S 10% SEYol(3.6 ¢ )l Ll AE g A7 AAs AL, 2@ )R

& SolA 1R Bt Ae mue F,
H

Al
=
HVQOPS’iE‘r. dojxl AAES s Bk % AFsd, 187 g(68%) 2 *

2,

s=(2EA) S A0

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-6-5] ] d-p-9)-2-(1H)-S] ] £

. QO

N ZN \\
N N0
Br
1-Hd-5-9 gl 2-(1H)-¥2]=(186 g), N-BHERZLAo|n=(141.7 g), NN-THE¥EEo}n=(900 ml)E

-2-d-
S AL sloA wukslgth. 2,547 ¥ NBSE 6.45 g FUtalgith. 9B AAS Feld & g
Wzh stAA wESAS E(4.5 ¢)o Ha, A9 AuU(eF 4C)dA s 5o uRksit. AEd Z
A

79F o3 AfFskar, IPA(3.25 ¢)SF H 200650 me) o= 71 fafatdth. &3 &9 F o w xAs]
& 5, dF= WA olojAM, AL Aol sk st wwksta, AEd AAS 3 o3 sk

60T && Axatel 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] uhEA g eSS 59, 3-(2-Alotwdd) -5-(2-mE e dolv]ndd)-1-3d-
L2-tatel=2dgd-2-2, 3-(2-222-3-392d)-5-(2-F g d)-1-vd-1, 2-t]ste| =27 2 d-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-gslel =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- g &)-1-(3-HEdEx ot d)-1,2-Hle| B2 T 2 d-2-2, 3-(2-Alo}=ud)-5-(2-
g d)-1-(3-meoln s d)-1,2-t]alel =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-HEA HE-2-& A Z 2] ] =-3-9 )-
Hd]-1,2-tstol =2y gl d-2-2, 3-(2-Alohwd)-5-(2-7 2] d)-1- (3 HEA7I 2R d)-1,2-t] 50| = 2 5
Fe-2-2, 3-(2-Alotmd)-5-(2- g E)-1-(3-Heolr =yt 2 R d | d)-1,2-tle| =2 F] 2l d-2-2, 3-(2-4]
obr-3-3] 2] d)-5-(2-9 g &)-1-7d-1,2-t]sto| =29 g -2-2, 3-(2-FR2HH)-5-(2-F g d)-1-(4-3}o| =
Z2AH)-1,2-gsto| =z gld -2-2, 3-(2-FZ2dY)-5-(2-¥dd)-1-(4-tiHdo}n| o E A # d)-1,2-t]
stol =2 a2 d-2-& 3-(2-AlobwHd)-5-(2-7 2] d)-1-(3-F=2U | d)-1 2-t]sto| =2 7] 2] d-2-&  3-(2-A]o}
o d)-5-(2-7 2D )-1-(3-sFo| EZ A HE ¥ d)-1, 2-Hsle| 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] 2] T -2-2 | 3-(2-Alobeud)-5-(2-7] 2] & )-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 F dopr] 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-vdE 9 d)-1,2-Hsle| 2T g d-2-2, 3-(2-Alotxad)-5-(2-9)-1-4-MEeEEE
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)1, 2t shol B3 2 H-g-2, 3-(2-Alobesd)-5-(2- L= E 2. -3-9)-1-5] -1, 2-v] sfo] = 23] el Wl
2-2, 3-(2-A|ohw3d)-5-(2-t] o] Wopr] e G B 2. A-3-9)-1-5] -1, 2-v) so] 2] 2] W&, 3-(2-A o}
9)-5-(2-3ko] S EA WY E] ©.8-3-21)-1-5d-1,2- T Sfo] S 2] 2] fl-2-2, 3-(2-A ohes] d)-5-(2-3] 2] &)-1-¥
A-1,2-tetol ER M -2-&, 3-(2-Alohesd)-5-(2-9 €] B)-1-(3-9 &) 9)-1, 2-H el =2 el Wl-2-2, 3
(2-Aobseal ) -5-5] d-1-(2-3] 2] &)-1,2- ] Sho] S22l W-2-&, 3-(2-Alohes| d)-1,5-E] s d-1, 2] o] = 2
e e-2-2,  3-(2-Aohwd)-5- (- A D) 1-od-1 2-Tlefe| B W-g-&,  3-(2-Alohes )5
(3,4-1 o E A A D) -1-A 91, 2 T gpo] E 2 gl 2, 3-(2-Alohes d)-5-(E) 81-3-21)-1-3d-1,2-T) 3]
EEveu-2-2, 3-(2-Alohusdd)-5-(2-FF L2 W)-1-9 91, 2-tl so] = 23] 2] B-2-2, 3-(2-Alofuesd)-
5-(B 2.81-2-9)-1-5 -1, 2-T|sfo| ER 5 2 W-2-&,  3-(2-Alohwsd)-5-(3-F2F)-1-7 d-1,2-T|sfo] =
S R-2-2, 3-(2-Alobresd)-5-(2-F2FA)-1-9 91, 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 U1, 2-T] Sfo] = 2 9] ]
W-2-2, 395~z d)-1-d-1 st R e a0, 3-(2-FF0. 2l d)-5-(2-] el W)-1-5 4 -
Lo-vstelc2vled-2-, 3-(2-FREAW)-5-(2-9 2 D)-1-3-W S A D)1 2-Tl 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 ] -2-2, 3-(4-v HA-3-3] & ) -5-(2-3] 2l &)~
1-3 -1, 2-T So] SR A 2] 9-2-2, 3-(2-F 72 E-3-3 2 W)-5-(2-3 2 D) -1-(3-T A 9 D)-1,2-H] Sho] = 2 9]
Je-2-2, 3-(2-EF0 239 D)5-(2-9 e D)-1-G-EF LA D)1, 2- so| S22 W-2-&, 3-(2-A o}
13l ) -5-(2-3 & D)-1-(4- FF QR A D)1 2-T) o E R -2-&, 3-(2-Aohesl d)-5-(2-3 & D)-1-(3-F
7oA d)-1,2-tstol S @ -8, 3-(2-Alobesd)-5-(2-31 2] D)-1-(4-W B A )1, 2-T) o] = 231
W-g-8, 3-(2-Alohusl ) -5-(2-31 9 ©)-1-(3-T A 9 d)-1,2-t) sho] = 25 @] ©l-2-2, 3] d-5-(2-3] el ) -
(2721 2-dse| S Eelu-g-2, 3-(2-F2EAY)5-(2-9 2 D)-1-U-FF L2 D)-1,2-1] 5
=R Y2-2, 3-(2-Aohedd)-5-(2-9) 2] &)-1-(4- £ 2 AT D)1 2-Tl o B 2 -2-&, 3-(2-Alohe
o4 -5-(2-3 2 D)-1-(2-E 2o W)-1,2-F] stol S 2] 2] fl-2-2, 3-(2-Alohes| )-5-(2-3 | W)-1-(3-F 2 &
AY)-1,2-v) St ER S H-2-2, 3-(2-Aokiesld)-5-(2- & D)-1-(3-F)-1 -l o =R w P W-2- 2, 3-
(2-Aobusl D) -5-(2-31 2 2)-1-(3-E 2] FF- 0 2w G d)-1,2-1) sho] S 23] ¥l-2-& | 3-(2-A] o] )-5-(2-
51 9)-1-(8] £.91-3-91)-1,2-t) Sho] £ 23] el fl-2-&, 3-(2-Alohusl d)-5-(2-31 2 &)-1-(3-F 2 F2)-1,2-1] 5
=R W2~ 3-(2-Aohed d)-5-(2-] 2l W)-1-(4-FR)-1,2-T ol 2T 2] fl-2-2, 3-(2-Alohresl )~
5-(2-3 2 D)-1-(4- E FF L 2 Do )-1,2-t) ol SR wl-2-&, 3-(2-Alobiesl ) -5-(2-3] 2 F)-1-(2-7]
547 2] Q-5-90)-1,2-C) ko] =R 3 2 W-2-&, 3-(2-A] b ) -5-(2-5 2] &) -1-(w] 2] vl W-5-)-1, 2] o] =
2392 9-2-2, 3-(2-Aohe ] ) -5-(2-3] 2] W) -1-(3-M A A o & 5] 2] 9-5-91)-1, 2T ol B2 el -2 2, 3-
(2-Aobsd)-5-(2-31 2 B)-1-(2- FE| @7 2l W-5-9)- 1, 2-Fl hol = s @ el-2-&,  3-(2-Alobw d)-5-
(22 D)1 (- D)1 2T etol m a2 @o-,  3-(2-Alohea ) -5-(2-5 2] =) -1-(3-5 54 9] 2 ¥l -5
)-1,2-T)Sfo SR A F2-&,  3-(2-Alokieal ) -5-(2-31 & B)-1-(2-F 2 Z3) 2] W-5-9)-1,2-T] Sfo] = 2 9] ]
W-2-&, 3-(2-Alohies ) -5-(2-3 2 B)-1-(2-FF L. Z 3 ¥-5-9)-1, 2-Tl el S o ] -2-2, 3-(2-Alobie
) -5-(2-3 2 D)-1-(2- A FA A )-1, 2-Fl ol S 2ol W28, 3-9d-5-(2-] 2] ©)-1-(3-] 2] ©)-1, 2-¥]
Sol=Rsed-2-2, 3-(2-FERAY)5-(2-AD)-1-3- D)1, 2-T S =R d-2-2,  3-(E]0.A-
3-91)-5-(2-7] 2] &)-1-(3-F] el &)-1, 2t hol S @l -8, 3-(2,6-T ] &l ) -5-(2-31 9] &) -1-(3-31 ]
W)-1,2-T)shol B R R-2-&, 3-(2-A|obiE] ©.M1-3-90)-5-(2-3] 2] &)-1-(3-3] 2] &)-1, 2-¥] Shol = 2 v el -2
2, 3-(2-EFoR-3-9D)5-(2- A D)-1-(3-A D)1, 2-T S SR ] A-2-2, 3-(2-FREY)-5-(2-
3 2)8)-1-(3-sfe| 2B Al )1, 2- Tl sl LRl el -2-2,  3-(2-F22H)-5-(2-31 2 D)-1-(3-T W Dol =
o EAT D)1 2Tl etol BRI W28, 3-(2-FREIY)-5-(2-9] 2 2)-1-(3-T s o E 2 A S A5 ) -
12--vlstol S 2wl d-2-, 3-(2-Alohsld)-5-(2-3) 2 )~ 1-(2-5o] =2 A v ] )-1,2-v] Sho] = 23 e W -
2-2, 3-(2-Alohsd)-5-(2-3 2 ) 1-(4-Alohr| s )1, 2-Fl sfe] B3] 2] 9-2-2, 3-(2-Alohws]d)-5-
(23] 2] &)-1-(2-Alohr 93 )-1, 2t Sto] £ 2] 2] fl-2-2, 3-(2-A| o3 D) -5~ (6-1] o o} ] v B-2-51 ]
@)-1-99-1,2-tstol S 2 el fl-2-2,  3-(2-Alobes d)-1- d-5-(2-31 2] v] ©)-1,2-t] o] = &3] e] l-2-2,
3-(2-30] =2 A 9] 2] ©-6-90)-1-3 D-5-(2-3 & )1, 2-T o] SR H ] D-2-2,  1-(2-0 ] s 2 E o} E—6-91)-
3-(2-Alobes d)-5-(2-7) el &)-1, 2t hol E 2l W-2-8,  3-(2-Alohesd)-5-(2-Feld)  -1-(1-91d-
1,2,3,6-Hl Eekste] = 29 2 9-5-91)-1,2-F] shol SRl el W22, 3-[2-(5-F18-1,2,4- St o} E-3-9) s ] -
1-9-5-(2-51 2 2)-1,2-t] S| 25 ] -2-2,  3-(2-A o] d)-5-(6-o 23] 2] -2-9)-1-3] -1, 2-t] 5}o]
cEved-2-, 3-(2-Aohedd)-5-(5- D5 2 ¥-2-9)-1- d-1,2-t] o] S =3 & W-2-&, 3-(2-A|ofres]
D)-5-(3-3tol SH A 2 ¥-2-9)-1-s -1 2-l ol E R W-2-&,  3-(2-Alokiesld)-1-m -5-(2-E|obx
9)-1,2-v)3fo] = 2 3] ¢ -2-2,
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3-(2-Alotre il d)-5-(2-m A F 2l H-6-¢)-1-#d-1,2-T] sl | E2 9 g T -2-2,  1-(4-o}H] =Hd)-3-(2-A]o} =
Hd)-5-(2-F 2l g)-1,2-tslo| =2 9 g d-2-2, 1-(3-o}| = d)-3-(2-Alo}ed d)-5-(2-F 2w g )-1,2-1] 3}
olE2dgd-2-2, 3-(2-AotxFd)-5-(2-9 g L)-1-(2-op| = EF-4-Y)-1,2-t] 3o =2 9 g T -2-%-,  3-
(2-AlotwHd)-1-[3-(H W on| ol ZA) A D [-5-(2-T g &)-1,2-vfo]| =2 F 2] d-2-L,  3-(2-Alofedld)-
1-[3-(F oA g ol EA) #H D ]-5-(2-F 2] D)-1,2-t]slo| =23 g H-2-2, 3-(2-Alofdd)-1-[3-(F] ZF& t] =0l
AN ]-5-(2-9 g E)-1,2-Hsto| =2 F 7 d-2-2, 3-(2-Alobred d)-1-[3-(H o] Az 2 F ol o] ZA] ) 7
d]-5-(2-7gg)-1,2-vgto| =2 g d-2-, 3-(2-Alo}xmdd)-1-[3-(4-F A gt = F-d-1-FA]) H d | -5-(2-7
gd)-1,2-Hslo| = rd g d-2-2, 3-(2-Alotwdd)-1-(4-HEZHI)-5-(2-9 2| d)-1,2-t]slo| = 23] & & -
2-2, 1-99d-5-(2-9=4d)-3-(2-Ho}lx¥Y)-1,2-tslo| =20 g d-2-2, 3-(2-Alo}edld)-1-(3-F 2 d)-5-(2-
dgnid)-1,2-t3le| =29 gd-2-2, 3-(2-FF L2 d-3-¢4)-1-9d-5-(2-Tgnd)-1,2-t] 3} =2 7] ]
H-2-2,  3-(2-Alofxd g d-3-9)-1-A d-5-(2-F g n]d)-1,2-tlo| 22T 2l d-2-2,  3-(2-A|o}=H d)-1-
(B-HE=zHY)-5-2-ggrd)-1,2-t3lo| =29 g d-2-&, 3-(2-HEZHY)-1-Hd-5-(2-9 2 d)-1,2-t] 5}°]
cryed-2-2, 3-(2-22dHoH-3-9)-5-(2-9gd)-1-Hd-1,2-vdto| =2 F g d-2-L,  3-(2-A|o} =T
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<1871>

<1872>

<1873>

(483 Atagy 9959 2]

Chaerles RiverolA 4573 <3 Lewis #E(205+ 10 g)& 373 Aol 2A(HYL Alo]E 24 64-2F, 6A];
22-24TC; FE 45—55%) D 2 A2 - &5 8t 1Al01A] FE 2vtE Y *}?0}91‘4 9y FETS 9vkE] WX
12vtg] o] FEE ?“451 Ath WEE 50 pgo] RERE wlo]dd 714 WMA(HET TE 2 mg/ m) B A
o H 37Ra(H#+ 3% 5.5 mg/ ml; Difco LaboratoriesAh)E &fdle GHAZZAE FoF(Aanp-L=g| XA} S

25E Axd %j?"” 20 WA 50 wes Supeel Witk I FEol A= Wd AT S AEE

#Batar, FA4L(0) = T 92 (1) = w9 oty AF A (2) = a% 4 AT AAE Fishe S
<07 Ask (3) = AnkE e gk mhals (4) = vk, oS diebe]; (5) = AP o R 2FolE vzt
BlEo] mele] @k Fue] o]ghs el FES (0.5); Rug #F9] nhulE (2.5); Adviy] &S Fule)
= Ao &d vHlE (3.5)22 AFstEAY.  oF Fo 7)zF FeH(HY F 109 A 169), IH TE
& 4 23od dig ok 5 3= wiAlEy] flste]l wiA e SHES Folg & 15A17F Fol] 210
= iRk, 9y FEZe o)d TEAUAQEINE o] &3ta, 0.5%9] vWE AEZoxd &3 e &
gaigitt. We AEE e~ wiA(2.5 mi/kg) E=E 5, 10, 20 mg/kgd] IFES AT TS E3 HYEA F
o 33T,

<Ad> AFAH AZPEGA HHFE mdd glojx, # Ay mas jHES 5 28-S JEhdaL, o
& 59 AAle 7, 32, 76, 139, 164, 261, 262 % 264°] A FE wjA] Folw vlaste] ¢ GIE

LHER 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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