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101 Me ”}& 1,296, 4 1000 [[M+H]® 511, 2
R = \j RT (39)/ 5% 1.05/ 1
HO 5 8.50 (d, /= 6.0 Hs 1),
R2 = by 7.60 (s, 1D, 7.49 (d, J =
MeO

1.6 Hz, 1H), 7.31 {d, 7 =82
H\/[:? lz, 1W), 6.42 (d, J = 7.9 Hz,
R4 = N : r r o= 3 Hs
E; My, 5.77 d, J = 17.3 lz,
1, 5.67 - 5.59 {(m, 3W),
4.33 (s, 3, 3.35 (s, i},
3017 {de, /=121, 8.2 Hz,
AHY, 2.73 (v, J = 12.6 Ha,
oMY, .74 (d, /= 13.7 Hz,
3H), 1.68 — 1.61 {(m, 1),
1.56 (d, /= 5.5 Hz, 1),
1.45 - 1.23 {m, 8H), 1.01 (q.
J= 1.7 Hz 2H), 0.73 (t, J =
7.3 Hz, 31D.

162 Rt = Me\v/ﬁ\¢j% 644. 4 1000 Eu+n1'434 0

VA H L 0S/A
7

(br d, J=7.6 Hz, 1D,
7oi ) /%/%mf

LD, 7.45 (s, i),
J=8.2 Hz, IH), 6.52
“ilb“t‘7 Vo4, 3-d]
e e AT AR
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bR g e =3 o
173 717 a4, 3
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é 8.2
7.58 (s,
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(s, 21D, 4.04 - 3.92 {m, 1H),
a 92 - 3.85 (m, BH}, 3.43 -
32 {m, 210, 1.74 (br d,

112 \\\\ 5 Hz, 2H), 1.56 (ad,
J=11.9, 4.3 Hz, 2H), 1.47
{quin, /=7.3 Hz, 2H), 1.24 -
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103 Rt = MEM 1,658, 4 1000 |[M+H]T 424.1
RT (4p)/J73k 1,41/ A
R? = MeO)\ § 8.61 (br d, 7.7 Hz, 1H},
H 8. 26 (hr s, M), 7.82 (br s,
RY = E{N\O W), 7.77 (s, 1H), 7.44 (s,
\H), 7.37 (d, J=7.8 Hz, 1H),
4o A [BmT 3 ) T F T 6.84 {d, J=7.9 Uz, 1H), 5.77
TV -tH-E 5 a4, 3-d] (s, 2y, 4.47 - 4.34 (m, 1M},
R 1o ] A F 383 (s, 3H), 3.64 - 3.50 (m,
[ R =l S 2 B N o 2HY, 2.26 — 2,17 (m, 21,
el AT R R 2011 - 2,01 {w, 2H), 1.74 -
1.62 {m, 2H), 1.57 (quin,
=704 Hz, 2H), 1.24 (dg,
J=16.0, 7.4 Hz, 2H), 0.87 (t,
J=7.3 Hz, 3H)
104 gt ME\/\)», 40.7 119.8 |IM+H]" 436.2
RT (73)/J7ik 0.78/A
2 o Y - -
RZ = Meo}l‘ & 7.59 (s, IH), 7.00 (s,
1H), 6.81 {d, /7.6 Hz, 1H),
Ré o (\NH 6.53 (br s, 1), 6.44 (d,
- x{N\/j J=7.6 Hz, 1H), 5.66 (s, 2H),
NT-F Fb-1-{[2- 4 % 2o gié f"g ?;”’( 322) (3;) 22)1
R QS PRV B s s o SO0 ML oo
i A A
W) 7w = AL A F - “;37 (E“’_ lf”; L.A7 m‘““’r
S [43-d]EY T J=7.2 He, 2H), 1.22 1 12
e (m, 2H), 0.82 (1, J=7.5 Hg,
D, (Vv I
3H)
W5 pta Me\/\)x 32,6 32,1 |[M+H]" 483.2

R = MeO}"
\ N/\‘/OH
R =

o

2—[4-{4-{[p-7 3 s -T-{7
FATF I ) -H-E T

4,3-a] U 2 1o 1]
AF)-3-A FF L
AN AT P = - A ]E

B == A

RT (733 /H{E 0,85/ A

& 7.80 (s, 1H), 7.02 (s,
1HY, 6.83 (d, J/=7.6 Hz, 1D,
6.62 — 6.51 (m, 1H}, 6.45 (4,
7.9 Hz, IH), 5.72 - 5.64
(m, 4H), 3.87 (s, 31, 3.45 -
3.36 (m, 1), 2.50 - 2.31 {m,
6HY, 1.48 (quin, ~7.2 Hz,
OHY, 1.19 {(sxt, J/=7.4 Hz,
2Hy, 0.84 {t, /7.5 Hz, 3H)
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106 1R = Me_~_X 0. 8 4.5 |[M+H]" 453.1
RT (4y)/ b 101/ A
R? = Meo}‘ § 7.62 (s, 1H), 7.03 (s,
Ve 1), 6,92 - 6.75 (m, 2H),
. 6.49 (1, 7.6 Hz, 1), 6.00
R = %{NJ (br s, 2H), 5.69 (s, 21,
N1 F Aol ([2- A b % m 3.87 (s, 31, 3.10 - 3.0 (m,
RPN 1), 2.44 - Z.pr(m, ‘11;),
A el O B A M B B 2] ?22(;’ 32;; iibg,)(qﬂ&r
e o e /=7 Z. , 123 - 1,15
ﬂ;}\wlﬁ;}::;igjiwk (m, 21D, 0.85 (1, /7.3 Iz,
' ’ ‘ 3H)
107 IRT= Mo ~_3 264. 4 93,4 {[M+I]" 481. 2
RT (43)/FFH: 0.99/A
R = Meo}i & 7.59 (s, H), 7.06 (s,
)OL 1HY, 6.86 (d, /=7.6 Hz, 1H),
6,62 (br s, 1), 6.47 (br d,
R?= (\N Me E7.6 Hz, 1), 5.72 (s, 2H),
N 5.67 (s, 21), 3.46 - 3.38 (n,
1 (4= (4= {[5=7 2 2 =T {F iy, 2.01 (br s, 3H), 1.92
FATF I )T T n (s, 2H), 1.56 - 1.40 (m, 2H),
(4. 3-d] U 2 v t-A A ] 1,24 - 1,14 {(m, 2H), 0.83 (%,
A F NG A RS =7.3 Nz, 3H)
LAV AT D1 ]
F-l-A
108 602. 3 1000 |[[M+1]° 521.2

R'= MEM

R? = Me()}&i

N/‘\
R*= g{N\)

NT-7 F—-1-({2- A FF -
4-[4-(2,2,2-F U ZF
L) LT Y e
Aol 7 2ok} AF ) -
H-=% /e 4,3-dley 2

CFy

P T G

RT (4r)/ 0k 1.39/A

§ 7.59 (s, IH), 7.03 (s,
i), 6.83 (4, /7.6 Hz LW,
6,54 (br s, 1H), 6,45 (d,
=709 Uz, 1D, 5087 (s, 21D,
5.65 (s, 2H), 3.87 (s, 3ID,
3.40 {(br d, J=6.1 Hz, 1H),
3.29 - 3.09 {(m, 3H), 2.78 -
2.87 {m, 41), 1.52 ~ 1.43 (m,
2HY, 1.28 - 113 (m, 21,
0.83 (1, J=7.5 Hz, 31
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109 1R1= Mew o~ 29. 7 49.6 |6 [M+HI® 480.9
RT (42) /578 1.18/A
R?= Meo% § 7.59 (s, 1H), 7.02 (s,
NMe, i), 6.83 {d, /7.9 Hz, 1H),
R = g 6.57 (br s, 1H), 6.43 (d,
'e 7.6 Hz, 1H), 5.69 (br s,
NT=7 F 11— (4[4 (& R 2H), 5.67 (s, 2W), 3.87 (s,
FAT I )Py e 34}, 3.18 {(br s, 1), 3.09 -
HAR=ZAT- 2 A b7 2.70 (m, 3H), 2.31 (br s,
) R F AT Y aiy, 2.26 (br d, J=6.1 Mz,
S 4 3-d] Y 2 U5 1 (), 1.72 (br s, 30, 1.48
R {quin, /7.2 Hz, 2H), 1.36
(br s, 2H), 1.23 - 1.13 (m,
2H), 0.84 (t, 7.3 Hz, 3H)
110 g1 = Meo_~__ 16. 3 3.9 |[M+H] 467.1
T () /i 1,23/ A
RZ= Meo}“‘ § 7.59 (s, ), 7.01 (s,
1), 6.82 (br d, 7.3 Hz,
tH), 6.53 (br s, M), 6.43
Rf= \(N\JN“W (d, J=7.9 Hz, 1H), 5.67 (s,
NT- T F g1~ (2 A b %o 41y, 3.87 (s, SH), 2.65 (br
S (A= A Jom i A= T B s, 1H), 2,30 (s, 2M), 2.24
B AR )T = {s, 1), 1.84 (br s, 1H),
12 F A -1H-E 5 v = [4, 3 178 - 167 (m, 1H), 1.59 -
BV S 0v 51073y 142 {m, 21D, 1.20 (br s,
2H), 0.88 - 0.80 (m, 3H)
111 |gt= MQM 78.0 6.8 [[M+H]® 4411

R?= MEO)E‘

H
R4 = YNwNMez
4-{[6-7 ~/4,,«fqvb?
)11?7/&@3
iV/lwwH%%m
L (/){%ﬂ/}’ /)
j bl KT

RT (43)/ ik 1. 11/A
§ 8,43 - 8,36 (m,
{s, 1B}, 7.46 (s,
(d, JF=7.9 Hz, 1H),
t, J=5.3 Hz, 1H),
=76 Hz, 1),
5.66 (s, 2H),
3.43 - 3.31 {m, L),
t, J=6.7 Hz, 21,
6Hy, 1.47 {quin,
2H),
0.82 {t,

6.4

ST
1.21 - 1,12 (m,
J=1.3 Hz,

1HY, 7.58
1),
6.52 (br

5. 68 (s,
3.89 (s, 3H),

2.22 (s,

3H)
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& (d,
21,

2.45 (br
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EED g gy | TF A D69 LS, RS B TS T A
&5 R 5= 1) ECss ECs | — RT. "I NMR(BOO MHz, DMSO-
() {ni) de) )
112 |RY = Me\/\)m 153.6 81.9 |[M+H]® 468.2
RT (Jr)/ ik 1.3/A
R? = Meo}\ § 7.60 (s, 1H), 6.99 (s,
oH IH), 6.80 (d, /7.7 Hz, I1H},
Ré= U\ 6.64 (br s, IH), 6.44 (d,
Y 7.7 Hz, 1H), 5.79 (br s,
L= {{6~7 2 /=T~ (75 21, 5.67 (s, 2H), 4.63 -
LTI - ESYr 4.53 (m, 1H), 3.85 (s, 3H),
E/j,gfﬁ i:" i} :.: /\/Mj_{ }]/J 3.47 - 3.33 {m, §§'D, 526 (E’JE"
A F ) =3 A R el s, Y, 2,98 {(br s, 1), 2.70
LAY E ALY P edef L] A (br d, J/=12.9 Hz, 1H), 1.71
) el (br s, ), 1.62 (br s, 2,
1.47 {quin, J/=7.2 Hz, 2H),
1.24 = 116 {m, 2}, 1.05 (br
s, 2, 0.82 (t, ~=7.4 He,
3H)
113 |Rt= MQM 110.7 105.5 |[M+H]" 454.2
RT (40)/ Jiik 1,18/ A
R? = Mec,}x 5 8.28 (br t, 5.6 Hz, 1H),
OH 7.86 (br s, 1H), 7.79 (s,
i o O’ W), 7.01 (s, 1H), .87 (d.
x{N =706 Hz, M), 6.80 (d, =7.86
L Hz, 1H), 5.76 (s, 2H), 3.82 -
;{gii;j g;?{;;if’ 3.78 (s, 3H), 3.78 - 3.68 (m,
R, o 1HY, 3.66 - 3.53 {(m, 1H),
Al S P -1-a AT AF A _
g A RS A 3.36 - 3.02 {m, 2H), 1.'92 -
VE Y 2 g 1'.62 {m, 2H}, 1.57 (guin,
' =7.2 Hz, 2H), 1.38 (br s,
tH), 1.30 - 1.19 {m, 2H),
0.88 (1, /=7.3 Hz, 3H)
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&5 RS = ) ECs0 BCa | RT. ' NMR(500 MHz, DMSO-
(nM) (ni} de) )
L4 Rl Me_~_ % 68. 9 24,4 |[M+H]® 467.2
RT (5y)/ /¥ 1.01/A
R = Meo>”‘= § 821 (br d, /7.9 Hz, 1H),
H 7.58 (s, 1H), 7.44 (s, IH),
Ré = ‘{N 7.30 (d, J=7.3 Hz, 1H), 6.53
N. - 6.49 (m, 1), 6.48 (d,
T Me 7.9 Uz, 1H), 5.68 (s, 2H)
R 5.65 (s, 2H), 3.90 (s, 3H),
;6);“; t;/;Z]M} ;fi 3.73 (br d, J°T.9 Hz, 1H),
S 3.42 - 3.34 (m, H), 2.81 (br
F?*E*/\<1f%” 4, J#11.6 Hz, 20), 2.21 (s,
EY Ve ) e R 3, 212 - 197 (m, 20,
7R 1.76 (br d, J=11.0 Hz, 2H),
1.68 = 1.53 (m, 2H), 1.47
lquin, J=7.3 Mz, 2Hy, 1.21 -
12 (m, 28), 0.82 (t, j=7.3
Hz, 3H)
15 Rl= Meo_~_ % 383.8 | 223.7 |[M+H]T 453.2
RT (&) /4 1.13/A
Meoji § 8. 11 (br s, 1H), 7.80 (s,
(NW ), 7.10 (s, 1H), 6.90 (d,
R = J=7.9 Hz, 1H), 6.59 (br s,
ka% 1, 6.45 (d, Jj=7.9 Hz, 1),
4 (4 {{ f,i (T F 5.72 (s, 2H), 5.69 (s, 2H)
SY -5 w4, o 4,11 - 4.01 {m, 1H), 3.88 (s,
Mt.\//»vwwx% 31, 3.21 (br s, 1D, 1.49
/I/}“'S“'){ 3\ S\E“}//\"‘f"j‘/f/i/ (qu:in, .fZT‘Z HZ, 2”), 1.27 -
VLS 2 0 g 1,13 {m, 2H), 0.84 (t, /=7.5
Hz, 3H)
116 |R1= Me\v/“\v;ﬁ 41. 6 42.6  |[MH+HIT 482.2

R = peo ™

Wzkﬁij/lﬁ

2-[1-{4-{{5~7 3 /-7 (T
7”"/[/}’\ -~ 5 o

(4,3-41 U 2 2 wet-a i)
AF ) -3-A R &N
ALY E XY D g ]
N R

RT (43)/4#: 1.29/A

§ 7.67 (s, IH)Y, 7.27 - 7.18
(wm, 1H), 7.00 (s, 1), 6.82
{d, J=7.9 Hz, 1H), 6.58 (4,
7.6 Hz, IHY, 5.70 (s, 2H),
3.83 (s, 3HY, 3.49 - 3.37 (n
HY, 2.97 (br s, 1), 2.71
(br d, J=15.6 Hz, 1H), 1.83 -
1.56 (m, 3H), 1.51 (dt,
J=14.6, 7.3 Hz, 2H), 1.37 {(br
d, J=5.8 Hz, 2H), 1.21 (sxt,
=704 He, 2H), 1,06 (br s,
21), 0.85 {t, /=7.3 Hz, 3N
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5 - R = 1) ECsq ECs | == RT. 'H NMR(500 MHz, D¥MSO-
(n}) (n}) de) )

D7 RT= Mew_~_ X\ 467.5 | 56.9 |[MeH]" 481.1

RT (4y) /R 1L34/1

R? = MeO}\“ § 8.23 (br d, J=7.6 Hz, 1H),
H 7.42 (s, 1H), 7.28 (d, /7.9
é x,(N Hz, m), 6. ch? {br d, 7.9
N. Hz, 1M), 5.63 (s, 1H), 5.359
Me (s, 2H), 3.88 (s, 3H), 3.80 ~
RS = x{Me 3.68 (m, 1H), 3.61 - 3.50 (m,

1Hy, 3.38 (br d, J=6.1 Hz,
iy, 2.82 (br d, J/~11.9 Hz,
oHYy, 2.24 (s, 2H), 2.21 {s,
3, 2.06 (br t, J=11.3 Hz,
oMY, 1.91 (s, 3H), 1.76 {(br
d, J=11.8 Hz, 2H), 1.67 -
1.52 (m, 2H), 1.46 (quin,
J=7.3 Hz, 2M), 1.29 - 1.10
{m, 2H), 0.82 {t, J=7.5 Hz,
31

118 g1 Me\/\)a 405. 5 63.3 |[M+H]' 487.3

RT (43)/ Wik 0.8/E

RZ = Meo/\"‘ & 7.00 (s, 1H), 6.82 (4,
J=7.6 Hz, 1H), 6.53 (br s,

N D 6,43 (d, 7.6 Hz, 1H),
N OH

4-{i5-F 2 7 =T~ (T F T
3 )3 AF -1 T
d,3-dl Y T
T AF ) -3-4 b & -N-
(I-AF A2y 2 -4-A
73 P Gy S N

4 _
R'= k' o 5.69 (br s, 1H), 5.59 (s,
21y, 3.86 (s, 31, 3.44 -
RS = X{Me 3.56 (m, 2H), 2.49 - 2.8 {m,
o [4-(4-([5-F 2 /-T-(7 GHY, 2.25 (s, 34y, 1.92 (s,
3:/,1/7‘* i Vi )_3_){ %/V—ifi— 2“}, 1.47 (C]Liih, f‘? 2 HZ,
B -“? \/f‘ i E/.i_’ Swd} e U Ry :"/\/ 2?‘1), 1. 18 (d(;, ‘/7"""*"1./1.. 8, 7.3
A ] AFA)-3- A R F Hz, 2H), 0.83 {t, /7.3 Hz,
DAY AN ERT P - 3H)
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19 |R1= MQM 967. 8 332. 4 |[M+H]' 467.2
RT (43)/ ik 1.21/E
R? = rv&eo}\ 5 8.21 {br s, 111, 8.13 (br
./\NH s, 1H), 7.06 (s, 1H), 6.9
. (d, J=7.3 Hz, 1H), 6.82 (br
R = “{N\/&Q d, J=7.6 Hz, 1), 5.67 (s,
2H), 4.13 — 4. 01 (m, 2H),
Ro= MO 3.79 (s, 3, 3.69 (br d,
4 (4 ([5-F 3 J T (FF /=10.7 Bz, 2H), 3.57 (br d,
/,3/7? ?: /)MB__/.{ 'T?/'}/'“ll[”‘tﬁs L/:E‘),ﬁi- i'iZ, 2[1), 3. 22 (br s,
”3‘/’013 {4! B_d} = i} i:/://_ 2“), 2. 30 {S, 3%]\}, 1. 55
1o ] A F A5 A b F (quin, J=7.3 Hz, 2H), 1.31 -
L A Y ST 1.15 (m, 2HD), 0.86 {(t, /=7.3
o lz, 310
120 gt Me\/\)a 1,203.2 0 94.6  [[M+H]" 519.0
RT (40) /s 114/D
R? = FzHCO}x § 8.83 -~ 8.35 (n, L), 7.83

N
R* = ‘,{N\/' OH
2-[4~ (4~ {167 % / =T~(7
FAT I ) ETF Y O
(4,3-d] eV 227 -1-A 1]
AFAI-3-(F T Ao Ak
TN AT
Yol-A ] F - =

{=, 1H),
7.03 (4,
(s, 21D,
Hz, 2H),
1.680 {quin,
1.32 - 1. 18 {(m,
/=7.5 Bz, 3H)

7.60 — 7.10 {(m, 3,
J=7.9 Hz, 1), 5.88
3.76 (br t, J=4.7
3.21 (br s, 2H),
JET.2 Nz, 21D,
2y, 0.89 (4,
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Ooooao
" . hTLR 7 §M$ | .‘%ﬁﬁ*ﬁy B
fiﬂ@ CE L2 1 0 70 0B D 7 E =R s CD6Y H@Magﬁgﬁir{k&?f4
B 5 = 11) ECa0 ECso |~ RT. M NMR(500 MHz, DMSO-
{nM} {n¥) ds) )
121 |R1= Me_~_* 502. 4 99.1 |[M+H]" 493.2
RT (4r)/Fik 1.29/C
R? = Zﬁ&\TyEa 8.23 {(br d, J=7.3 Hz, 1H)
H .70 (s, 1H), 7.66 (s, 1H),
Ré = ~§:N 7.32 (br d, S0 Hg, 1H)
N 6.56 (br d, J/=7.9 Hz, 1H),
Me 5.84 {s, 1H), 5.60 (s, 2H),
4-{[5-7 3 /-T-(T =7 3.97 (br s, 2H), 3.75 (br s,
I /)-H-E T Y e [4, 3-d] 1), 3.54 (br s, 1), 3.39
[ A S L S AV (br d, J=6.1 Hz, 2H), 2.83
V=3-t s w2 R A LN (br 4, /=11.3 Hz, 2H), 2.22
(I-AF Y 4o (s, 3H), 2.08 (br t, J11.0
) KT F Hz, 21, 1.77 (br d, J=11.0
Hz, 2H), 1.67 — 1.54 (m, 2H),
1.54 - 1.41 (m, 2H), 1.22 -
1,11 A, 2H), 0.87 - 0.77 {(m,
5HY, 0.59 (br s, 2i)
122 Rl= Me\\//\\/}k 1,192.6 | 340.2 |[M+H]* 509.1

1
Y
A
S
n
—~

2[4~ (4-{[5~7 :
FAT Iy T S =
4,3-d] v U 2 270 =1-A 2]
A3 o SR
Al A ) E AT U e
I-A ] = —d—

RT (43)/Hrik 1.36/C

§ T.58 (s, 1H), 7.27 (s,
1H), 6.87 (br d, J=7.3 Hz
M), 6.69 (br s, 1H), 6.55
(d, J=7.6 Hz, 1H), 5.80 (br
s, LH), 5.60 (s, 2H), 3.95
(br s, 1H), 3.60 - 3.46 (m,
LH), 3.42 (br d, /=6.1 Hz,
1H), 2.50 ~ 2.35 (m, 5H),
1.50 (guin, J=7.2 Hz, 2H),
1.20 {(sxt, J=7.3 Hz, 2H),
0.84 {(t, /=7.3 Hz, 3H), 0.80
(br d, J=6.4 Hz, 2H), 0.59

(br s, 2H)
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ooooao
_— hTLR 7 lhtwwia‘ | fa?./ff{ e o
G ey ooy |7 A D69 (LCMS, @RI R ST o
o R 5= ) ECs ECso | — RT. 'H NMR(500 MHz, DMSO-
' {nM) {n¥) da) }
123 114.8 71,9 |[M+H]T 527.3
\O RT (40 / 0k 1.22/H
HO § 7.62 (s, 1), 7.05 (s,
Meo}‘ 11}, ?681 (d, J7.9 1—-;;;, 1H),
6.40 {d, J=7.9 Hz, 1H}, 6.01
R4 = (\N/\ —- 5.60 (m, 4H)y, 4.44 - 4.28
N\) OH (m, 1H), 3.89 (s, 30y, 3.51
(35) - s s -1-(4- (br t, J=5.6 Hz, 1), 2.50 -
{4_(2_L Mj ,¥/3m_;3:,1,} . 2.29 {(m, 6H), 1.73 - 1.62 {(m,
R D DR 1H), 1.61 — 1.50 (m, 1H),
AR LT b A L) - 1.43 {g, /=6.8 Hz, 2H), 1.10
-5 a4t 3-dle )3 (tt, J=14.4, 7.0 Hz, 2H),
‘;;‘/"*7*‘”]"}1/]7773. }}/\3{,_;} 0.78 (L, J=7.3 He, 33}
S i
124 R = Me/m 507. 9 95.4 |[M+H]" 507.3
RT (5% / ik 1. %/Ei
2 _ 8.23 (br s, 1D, 7. (
o= MEOA 1), 7.46 (br s, 11;), 31
“ (br s, 1H), 6.52 - 6. 38 {m,
k¢ \O M), 5.75 - 5.59 (m, 4},
N-ie 3.91 (br s, 3, 3.80 - 3.65
4-[(5-7 3 7 -7-{[ (3~ F (m, 1H), 3.54 (br s, 1H},
e T F ) AT AT 3.37 {br s, 1H), 2.80 (br d,
3 /lmiﬂ 25 4, 3-d] J=10.1 Hz, 2H), 2.50 - 2.39
B3 U ) AL (m, 1H), 2.34 (br s, 1H},
1-3- A Mr/ N-{1- A F 2,19 {(br s, 3H), 2.00 (br s,
Bl D e ) e K 2HY, 1.74 {br s, 2H), 1.70 -
TR 143 {m, 4H), 1.34 {(br s,
1H), 1.25 - 1.09 {(m, 2H},
0.76 — 0.64 {(m, 3H)
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oooQo
R Wi hTLR 7 .hw_‘f:; o BT M
ﬁ:u% (5617 15 1) 0> AoV [R B 5 wu: (;33‘.‘%?)9 (lx;_/,a:is\E FRkIa~ 2T 7 4
o G R 5= 1) ECso ECsy | — RT. 'H NMR(500 MHz, DMSO-
(M) {n}¥) de) )
125 Me ‘\i T47.5 332,65 ([M+HD®
R = \j RT (4 \>/};f1\ 1. 10/H
HO 5 8.16 (br d. /7.6 Hz, 1D,
R? Meo}“’* 7.53 (g, 1H), 7.39 (s, 1H),
7.23 {br &, J=T.9 Hz, 1H),
6.33 {br ¢, 7.9 Hz, 1H},
Rf \Cl 5.81 — 5.50 (m, 4H), 4.29 -
“Me 4.21 {m, 1H), 3.83 (s, 3H),
4-L-7 3 7 -71-{[(38)-1- 3.51 - 3.44 (m, 1), 3.28 (br
bR g o e AL g, W), 2.77 (br d, J=11
17 % 7} -1H-t"% v m {4, 3- Hz, 2H), 2.16 (s, 3H), 2.02
gl ) 2V -1-of ) AT {br t, /=11.1 Hz, 2H), 1.69
] =3=A b -N-(1- A (br d, /=12.2 Hz, 2H), 1.62 -
A L rde o L) 1.41 (m, 6H), 1.32 (br dd
Xy IR F59.0, 5.6 Hz, 1), 1.24 (br
dd, J~14.5, 5.0 Hz, 1H), 0.98
- 0.81 (m, 2H), 0.64 (br t,
J=7.2 He, 3H)
126 Me “\1 5,000.0 | 325.7 |[M+H]' 497.1
R'= Vj RT (G3)/ B 1.07/G
HO § 8.53 - 840 (m, 1H), 7.83
2. - 7.70 {m, 2H), 7.48 (s, 11},
Ro= Meoji‘ 7.41 - 7.32 (m, IH), 7.26 -
7.17 {m, 1H), 6.78 (br d,
Y \O J=8.0 Hz, 1H), 5.96 - 5,85
“Me {m, 1H), 5.70 (4, JF~16.3 Hy,
4-[ (5-F 2 7 -T-{[(28)~1~ 1), 4.48 — 4.34 (m, IH),
R mﬁr/ B e 1% 4,08 — 3,94 (m, iH), 3. 89 -
17 2 2 =10~ % /2[4, 3= 3.80 {m, 3, 3.54 ~ 3.43 (m,
dlE U 2 Ui ) AT Hy, 2.76 (s, 3W), 2.05 -
Je]=3-A bk L-N- (1= 1,93 {m, 2H), 1.84 - 1,69 (m,
P e e I R .70 B OHY, 1.59 ~ 147 {(m, 1H},
¥ IR £.45 = 1.33 (m, 1), 111 -
0.98 {m, 2H), 0.77 {1, J=7.3
Hy, 31
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ooooao
- hTLR 7 hWB fg i — A
OB wicinmmemy |7 ITFA D89 | 0O/ WS JER 7 B b7 7
& 5 R D) ECs0 ECsp | — RT. 'H NMR(500 MHz, DMSO-
: {nM) (nM) del)
127 O-N b0b 173.4 LC/MS [M+i]" = 5222
R = Me"‘<§,ﬂ\\/jk RT (4%) = 0.95 (LO/MS FIEK)
'H NMR (500 MHz, DMSO-dg) &
R? = MaO;a' 8.77 - 8.67 (m, 1H), 7.78 -
7.77 (m, 1H), 7.76 - 7.62 (m,
N o), 7.02 (s, 1D, 6.95 -
R = N OH 6.92 (n, 1H), 6.91 - 6.87 (m
oy < 1 ), 6.16 (s, i), 5.73 (s,
< vl > ) JH), 4.82 ~ 4.75 (m, ZH),
LG AF -l 2 a %y 3.22 - 3,17 (w, 4H), 3.10 (br
—Ad A A A FA]T L s, 2H), 2.35 (s, 3I)
PCIH-E T (4, 3-d] 2 Y
TVl ) A ] -3
AbPF LS LA EAT
Uyl A MY B A —
I
128 Me Y 178. 7 772 LC/MS [M+H] 52903
E= \i:] RT (43)/Fi 1.21/B
HO 5 8.23 (br d, J=7.7 Hz, 1H),

4-[ (57 T ) -3-T7 A1 -
7T-{[(38)-1-bt Fodir~F
- 3-An]T I -
T m4,3-d] eV T Y-
L= ) AF ] -3- 24 % i
SN (L AL S U e
AN AT IR

7.43 (s, 1H), 7.32 (d, F7.8
Hz, IH), 6.58 (d, J/=7.9 Hz,
1H), 6.18 {d, /8.5 Hz, IH),
5.84 (br s, 2H), 5.80 (br d,
J=16.9 Hz, 1M}, 5.44 {br d,
J=16.9 Hz, 1, 4.34 (br d,
1H), 3.85 (s, 3H),
3.81 - 3.65 (m, 2H), 3.37 (br
t, J6.2 Hz, 1H), 2.82 (br d,
J=11.7 Hz, 2H), 2.21 (s, 3H),
2.07 (br t, /=11.6 Hz, 2H),
1.75 (br d, J=11.5 Hz, 2H),
L.71 - 1,583 {(m, 4H), I.4!
(dt, /=14.7, 7.3 Hz, 2H),
1.04 (br d, /=6.3 Hz, 2H),

0.74 (t, /=7.4 Hz, 3H}.
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O00ooao
. HTLR 7 Bt o mbr -y
CAV i ooy |TETFA] O QOIS @RS B BT T A
= R ECeo ECse | == RT. 'l NMR(500 MHz, DMSO-
(n¥) {ndl) de) )
129 O-p 1235.1 | B7.7 [LC/MS [M+H]® 506. 1
R' = MGW RT (53/779£) = 0.94/F kK
§ 8.48 (td, /5.7, 2.7 Hz,
R? = Meo}l‘”‘ Yy, 7.81 (br s, 1H), 7.78
9 (s, 1H), 7.43 - 7.39 (m, 11D,
N 7.37 (br d, J=7.6 Hz, 1H),
Rt= \]:/\i 6.86 (br d, J=7.5 Hz, Ti),
N-\e 6.11 (s, 1H). 5.76 (s, LH),
4-[(5-7 3% 7 -T-{[(5B-A F 4.77 (br d, J=4.0 Hz, 2H),
S, 2 A F A S e LG 4.06 - 3.95 (m, 1), 3.76 (s,
MY A FATT 2 I -H-E T 3H), 3.14 - 3.01 (m, 2H),
4, 3-d] Y 3 Y -1- 2.76 (s, 3M), 2.34 (s, 3H),
ANV) AT ]34 b F - 2.07 - 1.95 (m, 2Hy, 1.77 (br
N—{(1- A F 2 U4 d, J=7.8 Hz, 21
ANFR AT IR
130 Oy 144.9 15.8  |LC/MS [M+H]® 491.9
R'= Me””QLJL\/;E RT (5r/05) = 1,03/ 4K
§ 7.76 (s, 1), 7.04 — 7.02
RZ= oo (n, 1H), 6.96 - 6.91 (n, 1H),
6.91 - 6.86 (m, 1H}, 6.17 (s,
-Me _ o , ,
(\N H). 5.73 (s, 2H). 4.78 (br
RY = H\{N d, J=3.5 Hz, 21, 3.71 (br s,
3H), 3.23 - 3.15 (m, 4H),

- {{2-A F¥ L —4-(4- 2 F
e Bl 20 =1 iR s L
) 7 e e ] AT -NT-[ (B
A F =1, 2 % —

w4, 3-d) Y T V-5, T
I M

2.77 (br s, 3H), 2.35 (s, 3H)
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ooooao
b hTLR 7 h¥B g by 7 — &
EOW  oichiy oy |7 IS 89| AONS, HES 2 D7
R = ) ECs0 ECso | = RT. 'H NMR(500 MHz, DMSO-
(nM) (nM) de) )
131 O~ 2187.9 363.1 LC/MS [M+H]'® 4923
R'= MGW RT (4y/ ) = 1,00/ HiEK
6 8.11 {(br s, W), 7.64 (s,
R? = Meo)“ tH), 7.55 - 7. 44 (m, E‘H),
7.09 - 7.03 (m, 1), 6.89 (d,
(\NH JET.6 Wz, 1D, 6.64 (br d,
R = \{N\/&O 7.7 Bz, 1H), 6.00 (br s,
oH), 5.68 (s, 2H), 4.65 (br
A-14-[6G-77 3 /=T { (5= A d, J=2.3 Wz, 211), 4.26 - 3.94
Tl 2 A R S g (m, 2H), 3.79 (s, 31D, 3.31 -
AANIAT LT 2 - 310 (m 4, 2.33 (s, 3H)
Fol w4, 3-dl eV T -
=AY AFL]-3-24 b F o
RV A E AT Yo
7
132 95. 1 10.9  [LC/MS [M+HT* 593.2

Oy
12 Me—
R2= o

N,I‘\/Ee

e

1-{[2-A b -a-(4-A F
S el L == R
VT ] A L NT-L (B
AFL-1,2, 4-F KT
—=3= J) A F L ]-1H-
T[4, 3-d] e Y-

R* =

5, 7-U7 I v

RT (43/074k) = 0,90/ FiEK

§ 7.62 (s, 1), 7.44 (br s,
iHY, 6.99 - 6.96 (m, 1),
6G.82 {(d, /=7.6 Hz, 1H), 6.64
1H), 5.80
{br =, 211}, 5.85 (s, 2H),

4. 77 {(br d, Jf=4.6 Hz, 2H),
3.82 (s, 31), 3.69 - 3.55 (m,
AH), 2.45 - 2,28 {m, 4,

2. 22 {br s, 3H)
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ooooao
- - h'l“i,t{?i pwfa o ffn W7 — & o
ﬂ@j&a (B 12 1) ) 70 LS 1 FA=AL| D69 “"‘("/,Mb‘a {féf!{iz_awwv .
w B R —11) FCs ECsa |~ RT. 'H NMR(500 MHz, D¥SO-
(nM) (ni) de) )
133 O~y 1869. 7 552 LC/MS [M+H]® 523.3
Ri= Me—G Il 5 RT (/%18 = 0.97/ 550
N § 7.62 (s, 1D, 7.41 (b d,
R2 Meo}““ <51 Hz, 1H), 6.99 - 6.97
{m, 1H), 6.82 (dd, /7.7, 1.1
K\N/\] Hz, 1), 6.62 (d, J=7.7 Hz,
Rt = ‘,{N\) OH 1, 5.77 (br s, 2M), 5.66
B {s, 21D, 4.77 (br d, J/=b.2
2-U- - L6727 =T bz, 2H), 4.57 - 4.42 (m, 1H),
(LE=AF =, 2, A4 % 4 3.82 (s, 3H), 3.64 - 3.55 (m,
TS e A ) AT ] 2H), 3.50 (br 1, J=6.0 Hz,
7R/l e g8 2H), 3.32 - 3.29 (n, J=8.7
ey 2 PleA ) A F Hz, 2M), 2.54 (s, 3H), 2.48 -
VT A R A 2.45 (m, 2H), 2.43 (br t,
PEAZ Pl ) RS 5.9 Hz, 2H), 2.38 (br dd,
oAk 8.9, 6.9 Iz, 21D
oooooad
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60 m02HO01.7901.680mU02HO 0 1.6201.490 mO 2HO
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