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ooogood
1
EHEH| . LCMS
s e &% NMR
/T s _ m/z 484.2 / 486.1; 'H NMR (400
weNss | (SP2IRRTIZN [ o 0D) d ppm 851 (s, TH).
5 2-(Sy-1-TF QYD
. 7.31-7.24 (m, 4H), 5.10 (t, 1H),
=24 JL-1-{4~(5R, TR)~
N il 3.86-3.34 (m, 13 H), 3.12-3.04
Cl -eF %5 AF -
14 e te . . | (m, 1H), 2.97-2.86 (m, 1H), 2.48~
N 6,7-EkFO-5H-0~
. el 2.36 (m, 1H), 2.31-2,10 (m, 3H),
N AIEYR S 41 L)
) RS g oyl | 1877153 (m. 4H), 146-1.32 (m,
Ny . 2H), 1.29-1.23 (m, TH), 1.16 (d,
HO 3H), 1.08 (¢, 3H)
m/z 510.2 / 512.2; 'H NMR (400
MHz, CD,0D) d ppm 855 (s, 1H),
I WA | (s)2-a-5am7z= 1) | 746 (d, 2H), 7.40 (4, 2H), 527 (&,
5 2-(S)-1-(3487 TN | 1H), 445 (d, 1H), 4.30-4.16 (m,
AFEO)U-2-4 | 2H), 4.09-4,00 (m, 1H), 3,.92-3.83
5 cl [N ) J-1-4~(5RTR-7-ER | (m, 1H), 3.78-3.61 (m, 5H), 3.59-
N O3 -5-24F JL-6,7-Uk | 345 (m, 2H), 3.43-3.34 (m, TH),
SN FO-5H-220~R4[dE | 3.27-3.19 {m, 1H), 2.31-2.24 (m,
| YSUU-4- L IWERSD | 1H), 2.22-2.04 (m, 3H), 1.97-1.86
o - IVIRI (m, TH), 1.83-1.72 (m, 1H), 1.24-
1,12 (m, 4H), 0.83-0.68 (m, 2H),
0.49-0.39 (m, 2H)
1
/0 ’CO (S)-2-(4-HOOTz= L) | ™2 5401 / 542.1; 'H NMR (400
- ~N R MHz, GD,0D) d ppm 8.57 (s, TH),
1-(4~(5R, TR-7-£F 0%
o A o 7.50-7.40 (m, 4H), 5.29 (¢, 1H),
3 -5-AF JL-6,7-ERD-
| SH-S O RIS | 458447 {m, 2H), 4.31-4.20 (m,
16 cl [ ] X i 1H), 4.16-3.96 (m, 4H), 3.89-3.73
A WEARTU -
N | (m, 4H), 3.72-3.37 (m, TH), 2.33-
A I-2-(SH1-(FFSEF
g o - 2.25 (m, 1H), 2.23-2,10 {(m, 3H),
| /| O-2H-E -4 Lo
T St VT sy | 2087195 (m, 2H), 1.91-167 (m,
HO 4H), 1.22-1.14 (m, 3H)
i
{*\N PR (S)»-2<4-HanTz= )~ | ™2 5001/ 502.1; H NMR (400
- OH (R IR-T-EFO% MHz, CD,0D) d ppm 8.57 (s, TH),
o . X o 74.49-7 40 (dd, 4H), 5.30 (¢, TH),
8y AF JL 6,7~ KO~ ¥
N . . - | 455(d,J =86 Hz, 1H), 4.34-
al SH-L2aRAHIEYSS
17 [ j X e 4.18 (m, 2H), 4.09-4.01 {m, TH),
A IERTD -
N . 3.80-3.63 (m, 8H), 3.61-3.44 (m,
N A Ly2-(Sr1-(2-EF D
N . e 4H), 3.26-3.19 (dt, 1H), 2.34-2.25
J FLIFIEOYD-2-
Ny A INTAS (m, TH), 2.22-1.97 (m, 4H), 1.84-
HO 1.74 (m, 1H), 1.18 (d, 3H)
m/z 484.2 / 486.2; 'H NMR (400
[‘{; (S)-2-(4-#OO7T =)L) | MHz, CD,0D) d ppm 8.58 (s, TH),
- 2-((S)-55-UAF QY | 7.49-7.41 (m, 4H), 532 (t, 1H),
Q T2 14— 456 (d, 1H), 4.32 (g, 1H), 4.23-
8 N N (5R,7R)-T-EFO%-5- | 4,11 (m, 1H), 4.09-4.01 (m, 1H),
E ] AF-87-CERO-5H-3 | 3.96-3.62 (m, 6H), 3.50-341 (m,
N SRRV EAIEYI -4 | 1H), 3.33-3.29 (m, TH), 2.33-2.26
) LIERSDU-1-A )T | (m, 1H), 2.24-2.14 (m, 1H), 2.04-
TN B/ 1.79 (m, 4H), 1.56 (s, 3H), 1.45 (s,
HO 3H), 1,18 (d, 3H)
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ﬁ )RH (S)-2-(4-#007x=JL)- | m/z 528.2 / 530.1; 'H NMR (400
“, N 2-((S-1-(2-EFO%31-2—- | MHz, CDCI,) d ppm 8.51 (s, 1H),
o AFpFoEnEays 7.31-7.27 (m, 4H), 5.09 (¢, 1H),
! =24 JL-1-(4—(5R, 7R)- | 3.88-3.29 (m, 12H), 3.19-3.08 (m,
19 cl [ ] 7-ERFOFL-5-AF )b~ | 1H), 2.90-2.82 {m, 1H), 2.64-2.53
N 8,7-CERO-5H-50/ | (m, 1H), 2.43-2.37 (dd, 1H), 2.19-
SN VAMIEYEDU-4-4)L) | 211 (m, 2H), 1.82-1.54 (m, 5H),
AL ERSTU-1-AITH/ | 137-123 (m, TH), 121-111 (m,
HO v 9H)
FN’\/\ (S)-2-(4-4#0A7x=JL) | m/z 514.1 / 516.1; 'H NMR (400
o OH | 1-(4«(5R7R-7-FDO%* | MHz ODCIy) d ppm 8.50 (s, TH),
-5-AF I -67-UERD- | 7.32-7.26 (m, 4H), 5.09 (¢, 1H),
20 al [N ] SH-S2a~LAdIEYSY | 3.90-3.42 (m, 13H), 3.39-3.19 (m,
N U4 JNERFU-1- | 2H), 2.76-2.68 (m, TH), 2.47-2.37
SV A I)-2-(S)-1-(3-ERFO | (m, TH), 2.19-2.12 (m, 2H), 1.87-
| FL,7OEMEAYT - | 146 (m, 5H), 1.39-1.23 (m, 2H),
o 2~ TR/ 1.16 (d, 3H)
m/z 476.2: 'H NMR (400 MHz,
/,,\\N’ (S)»-2-(4-S HaF AL Lo CD,0D) d ppm 8.55 (s, 1H), 7.2j
= L1 4—(BR IR-T- (d, 2H), 7.14 (d, 2H), 5.27 (£, J =
0 g ' 8.2 Hz, 1H), 443 (d, 1H), 4.28-
EROXS~5-AF L-6,7-
N ol e . I 4.18 (m, 1H), 4.16-4.08 (g, 1H),
serFO-SsH-50~04
21 EUSS A I R 4,03-3.85 (m, 1H), 3.88-3.61 (m,
N VR 6H), 353-3.40 (m, 2H), 3.24-3.16
SV G- L)-2-((S)-1-
) FFLEOUS 2 L) (m, 1H), 2.89 (s, 3H), 2.31-2.22
YN Th/Y (m, 1H), 2.21-1.76 (m, 6H), 1.16
HO (d, 3H), 1.02-0.96 (m, 2H), 0.70~
0.64 (m, 2H)
B
[\\N{ (S)»2-4-ShaTar o | ™7 5042 'HNMR (400 MHz,
, ~ CD,0D) d ppm 8.55 (s, 1H), 7.27
T=IL-1-(4—((BR, TR)-T1-
o it (d, 2H), 7.14 (d, 2H), 5.27 (t, 1H),
EROX3-5-AF JL-6,7-
N e oe . o 443 (d, 1H), 4.38-4.24 (m, 2H),
SerFO-sH-.-50a~u%
22 () EUS S a s | 4167401 (m, 2H), 3.92-383 (m,
N e 1H), 3.77-3.35 (m, 6H), 2.31-2.24
L S -1 L)-2-((S)-1-
SN AUFOE LS (m, 1H), 2.21-1.71 (m, 6H), 1.36
R N’J L INTEIS (d, 3H), 1.30 (d, 3H), 1.02-0.95
HO {m, 2H), 0.70-0.64 (m, 2H)
m/z 512.1 / 514.1; 'H NMR (400
/+ (S)-2-(4-Ham7z= L) | MHZ CD:OD) d ppm 858 (s. 1H),
L UNTN - 755-7.43 (m, 4H), 5.30 (¢, 1H),
2-(S)-1-TF N-55-T *
o cetson o . | 451443 (m, 1H), 426-4.14 (m,
FAEQYD -2 L)
. 1H), 4.09-3.99 (m, 1H), 3.94-3.80
N 1-(4-((5R,TR-7-EF 0%
23 cl . et {m, 3H), 3.77-3.51 {m, 5H), 3.30~
L-5-AF L-6,7-ERA-
N . . S e | 3.22(m, 1H), 3.08-2.97 (m, TH),
SH-iHaRAdIEYSD
4 . S en 2.33-2.25 (m, 1H), 2.24-1.93 (m,
| N A ERTL -1
2 VT A 4H), 1.87-1.77 {m, 1H), 1.61 (s,
oo 3H), 143 (s, 3H), 1.33-1.17 (m,
6H)
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24

al [

(Sy-2-(4-5oO7z=)L)
2-((S)-5,5-UAF QY
D2 )14~
((5R,78)-7-EFO%S -5~
AF -6, 7-U R O-5H-3
SOREdIEURD -4
AIERFT-1-4L)T
B

m/z 484.2; "H NMR (400 MHz,
CD,0D) d ppm 8.59 (s, 1H),
7.51-7.40 (m, 4H}, 513 (m, 1H),
4.45 (d, 1H), 4.33-4.15 (m, 2H),
3.93-3.65 (m, 5H), 3.59-3.43 (m,
1H), 3.26-3.19 (q, 1H), 2.85-2.74
(m, 1H), 2.03—1.80 (m, 4H), 1.66—
157 {m, 1H), 1.54 (s, 3H), 1.44 (s,
3H), 1.40-1.33 (m, 6H), 1.23 (d,
3H)

25

Ci E

(Sy-2-(4-H#BB7z =)L)
1-(4~{(5R,7R-7-EFO*
L-5-AFjL-6,7-E RO~
SH-S420aR4MdIEYSY
A WERTU -1
AW2-((S)-1-(2- A F3s
IFIL55-UAFLED
DO -2~ IR

m/z 542.1 / 544.1; 'H NMR (400
MHz, CD,0D) d ppm 8.58 (s, TH),
7.51-7.40 {m, 4H)}, 5.29 {1, 1H),
4.83-4.75 (m, 1H), 4.44-4.38 (m,
1H), 4.28-4.18 (m, 1H), 4.05-3.63
{m, 6H), 3.61-3.46 {m, 2H), 3.38
(s, 3H), 2.94-2.84 (m, 1H), 2.41-
2.25 (m, 2H), 2.23-2.07 (m, 2H),
2.04-1.95 (m, 1H), 1.92-1.81 (m,
1H), 1.59 (s, 3H), 1.42 (s, 3H),
1.19 (d, 3H)

(S)y-2-(4-HOO7z =)L)
1-{4-((5R,7R-7-EF O
-5-2F)L-6, - kRO~
SH-L2aRL4dIEYS D

m/z 514.2 / 516.1; 'H NMR (400
MHz, CD,OD) d ppm 8.57 (s, 1H),
7.49-7.38 (dd, 4H), 5.30 (t, 1H),
452 (s, 1H), 4.35-4.20 (m, 2H),

SO AMHIEYSD 4

AIVERGD -1 L)~

2-((S)>-Ean) i -2-4IL)
IR/

D0 wa N . 4- X y 2007, N
26 [N] A J=7 | 410-402 (m. 140, 389-364 (m
. 9H), 3.55-3.44 (m, 2H), 3.41 (s,
SN A N-2-((S)-1H2- A3
) T ISty | 3 2:33-2.26 (m, 1H), 2.23-1.91
N &Y {m, 4H), 1.82-1.72 (m, 1H), 1.18
HO (d, 3H)
374902,
/- (S)-2-(d-HEO-3-T Lo | ™2 4883 /4902, ™H NMR (400
: O7r = Lo MHz, D,0) d ppm 8.37 (s, 1H),
F C . . 7.44 (dd, J = 8.0, 8.0 Hz, 1H),
((8R7R-T-EFO*S-5- g
N oy 1o . | 7.18(d, J=80Hz 1H), 707 (d, J
Cl AFIL-6.71-LERB-5H-L | _
27 () Ryt =80 Hz, 1H), 5.25 (t, J = 80 Hz,
SORAMIEYS D4
N 9 o aty 1H}, 4.38-4.32 (m, 2H), 3.80-3.23
AINERZE 14 JU)-
~N o e {m, 14H), 2.69 (s, 3H), 2.21-2.16
| 2-(S)-1-AFpEQYY
SRy oINS (m, 1H), 1.96-1.82 (m, 4H),. 1.01-
HO 0.96 (m, 2H)
. .NH (S)-2-(4-~7D0-3-7)A | m/z 4741 / 476.2; '"H NMR (400
. o B7xz= )14 MHz, D,0) d ppm 8.42 (s, 1H),
{(5R,7R-1-EFB X3 -5- 7157 {dd, J = 8.0, 8.0 Hz, 1H),
28 cl [Nj AFIL-6,7-DR0O-5H-% | 7.26-7.22 (m, 2H), 5.06 (t, J = 8.0

Hz, 1H), 4.10-4.02 {(m, 2H), 3.81—

3.19 (m, 12H), 2.66-2.63 (m, TH),

1.94-1.88 (m, 1H), 1.82-1.48 {m,
4H), 1.05-1,01 (m, 2H)
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B
FD/LF,O
29 o [Nj

(8)-2-(4-~00-3-7 )%
O7z=/L-1-{4-
((5R,7R)-7-EF B+ -5-
AFIL-6,7-CERO-5H-
AR AdIEYZ D4
1 ILERDU 1A )
2-((S-1-1v7oENED
YO~ L) TR/

m/z 516.2 / 518.2; 'H NMR (400
MHz, D,0) d ppm 8,37 (s, 1H),
7.44 (dd, J = 8.0, 8.0 Hz, 1H),

7.17(d, J = 8.0 Hz, 1H), 7.08 {d, J

=80 Hz, 1H), 5.25 (t, J = 8.0 Hz,

1H), 4.28-4.22 (m, 2H), 3.80-3.23
(m, 14H), 2.21-2.16 {m, 1H), 2.04~

1.79 (m, 4H), 1.78-1.62 (m, TH),

1.17(d, J = 6.4 Hz, 3H), 1.13 (d, J

= 6.4 Hz, 3H), 1.01-0.96 (m, 2H)

30 Cl (

(8)-2-(4-HOp7z=)L)-
1-(4-((5R,78)-1-EF 0%
L-5-AF -6,7-TERO-
SH-S420RAHIEYED
A JERZU 1
A JL)-2-((S)-1,55-FJ AF
ey -2-A LT H
s

m/z 498.2 / 500.2; 'H NMR (400
MHz, CD,0D) d ppm 8.60 (s, TH),
7.50-7.41 (m, 4H), 5.17-5.09 (m,
1H), 4.82-4.76 (m, 1H), 4.41-4.31
(m, 1H), 4.26-4.14 (m, 1H), 4.96-
4,69 (m, 7H), 3.58-3.45 (m, 2H),
2.84-2.74 (m, 1H), 2.56 (s, 3H),
2.17-1.95 (m, 3H), 1.86-1.74 (m,
1H), 1.67-1.58 (m, TH), 1.55 (s,
3H), 1.34 (s, 3H), 1.25 (d, 3H)

31 cl [

(Sy-2-(4-4O07T=J)L}
2-((S-1-ITFII-55-DH
FEQyYS -2
1-(4-((5R,7S)-7-F DO
L5 AF -6, 7-UE KO-
SH-L2aRAdIEYID
A JERSD -1
AT HRS

m/z 512.2 / 514.2; 'H NMR (400
MHz, CD,0D) d ppm 8.60 (s, 1H),
1.51-743 (m, 4H), 5.15-5.10 (m,
1H), 4.52-4.44 (m, 1H), 4.26-4.17
(m, 1H), 3.94-3.61 (m, 6H), 3.60~
3.46 (m, 2H), 3.29-3.22 {m, 1H),
3.11-3.00 {m, 1H), 3.84-3.74 (m,
1H), 216-1.77 (m, 4H), 1.65-1.57
{m, 1H), 1.61 (s, 3H), 1.42 (s, 3H),
1.29-1.23 (m, 6H)

32 (

(Sy-2-(4-Hao Lz
= )-2-((S-1-TFIE
Oy -2-4)-1-(4-
((5R,7R-T-EF O3 -5~
AFIL-6,7-CEFO-5H-3
SO/ EdIEYE D4
A IERTT-1-M )T
- AV

m/z 490.2: 'H NMR (400 MHz,
CD,0D) d ppm 8.56 (s, 1H), 7.26
(d, 2H), 7.13 (d, 2H), 5.29 (t, TH),

438 (d, 1H), 4.34-4.17 (m, 2H),
4,09-4.01 {m, 1H), 3.91-3.81 (m,
1H), 3.79-3.45 (m, 9H), 3.36-3.29
(m, 1H), 3.21-3.10 (m, 1H), 2.33~
2.24 (m, 1H), 2.22-2.00 (m, 3H),
196185 (m, 2H), 1.82-1.72 (m,

1H), 1.37-1.27 {m, 5H), 1.16 (d,
3H), 1.03-0.95 (m, 2H), 0.72-0.63

{m, 2H)
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KR
&5

B

LCMS3
NMR

37

(S)y-2-(4-200~-3-7 )Lt
OZz=JL)1-{4-
((5R,7R)-1-EF DX -5-
AFJL-6,7-CERFO-5H-
SR AdIEYS D4
AIVERZU 1A JL)-
2-(R-EOY DL -2-1)L)
IR/

MS (ESI+) [M+H] 474.1 / 476.0

38

cl [ ]

(Sy-2-(4-4Oa7T=J)L}
1-(4~(5R,7R-7-EFO%
L-5-AFIL-6,7-TEFD-
SH-S420R4dIEYED
- JVERFU -
AN)-2-(R-1-AFEQ
Y- L) TR

MS (ESI+) [M+H] 470.1 / 4721

(S)-2-(4-/omp7z= L)~
2-((S)-1-(22-L 7140
IFEQYSY-2-4
IW-1-(4—~((5R, 7TR)-7-E

m/z 520.2 / 522.1; 'H NMR (400
MHz, CD,0D) d ppm 857 (s, TH),
7.50-7.39 (m, 4H), 5.30 (t, 1H),
4.59-450 (m, 1H), 4.45-4.34 (m,
1H), 4.31-4,16 (m, 1H), 4.14-4.05

% () O%S-5-AFL-67-JE | (m, 1H), 388-3.62 (m, 6H), 35
N FO-5H-320/R4[dE | 3.39 (m, 2H), 2.34-2.26 (m, TH),

| N YSD-4- L LERDD | 2.23-2.05 (m, 3H), 1.96-1.84 (m,

P N’) -1-AJL)TRI 1H), 1.84-1.72 (m, 1H), 1.18 (d,

HO 3H)

E m/z 502.2 / 504.1; '"H NMR (400
S (92-4-BETTZA)- | MHz, CD,OD) d ppm 856 (s, 1H)
’ 2-((Sy-1-(2-FZNAOIF | 746 (d, 2H), 7.42 (d, 2H), 5.29 (&,

© JVEOYSU-2-4 L)-1— | 1H), 452 (d, 1H), 4.42-4.32 (m,
10 al N (4~((5R7TR)-7-EF O3S~ | 1H), 4.30-4.18 (m, 1H), 4.14-3.98
[Nj 5-AF JL-6,7-CEFB- | (m, 2H), 3.85-3.71 (m, 5H), 3.72-

L SH-L2a~XAdIEYSY | 3.41 (m, 5H), 2.33-2.25 (m, TH),

| /JN A JERTU-1- | 2.23-2.04 (m, 3H), 1.99-1.88 (m,

SN AIVTHS 1H), 1.84-1.72 {m, 1H), 1.17 (d,

HO
3H)
|
T — m/z 462.2; 'H NMR (400 MHz,
. D,0) d ppm 8.54 (s, 1H), 7.00 (d,
2r-2—4 L y-1-(4~(5R, TR)-
s J=40Hz 1H), 697 (d, J=40
7-ER O3 -5~ AF )b i
61— OSH-S O Hz, 1H), 5.42 (t, J = 8.0 Hz, TH),
41 ' 4.72 (d, J = 8.8 Hz, 1H), 4.30-

SAMIEYR S -4-4 L)
ERSU 1A JL)-2-
(syr-Eay-2-4JL)xT
B

4.00 (m, 4H), 3.85-3.64 (m, 7H),

3.41-3.36 (m, 2H), 2.38-2.32 (m,

1H), 2.22-1.81 (m, 5H), 1.14 (d,
6.8 Hz, 3H)
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42

(S)y-2-(5-4a0F+7x
=24 W)-1-(4—(5R,7S)-
7-EF O L -5-AF )b—
8,7-ERFBA-5H-420~
LAIEYED -4 )L)
ERGU 1o )2
¢sy-rays 21 JL)xT
B

m/z 462.2: '"H NMR (400 MHz,
D,0) d ppm 8.55 (s, TH), 6.99 (d,
4.0 Hz, 1H), 6.97 (d, J = 4.0 Hz,
1H), 524 (q. J =48 Hz, 1H), 4 1
{d, J=9.2 Hz, 1H), 4.20-353 (m,

12H), 3.41-3.31 {m, 2H), 2.86—
278 (m, 1H), 2.13-1.78 (m, 4H),

1.68-1.63 (m, 1H), 121 (d, J =68
Hz, 3H)

43

(Sy-2-(4-aO7z =)L)
1-((8)-4—~((5R, TR)}-7-EF 1
FL-5-AF -6, 1-UEF
O-5H-S-5ax 2 A[dIEY)
EUA-A W3- AFILE
RGU-1-4 JL)-2-(S)
vroys-2-L TR/,

1.84 4> (Mead HPLG); (APCI+)
m/z 470 [M+H]+; 'H NMR @5
BHM&EESY (D,0,400 MHz) d
8.04 (s, 0.5H), 8.02 (s, 0.4H), 7.07

(d, J=86 Hz, TH), 697 (d, J =

8.6 Hz, 1H), 6.89 (d, J = 8.6 Hz,

1H), 6.80 (d, J = 8.6 Hz, TH),

4.97-4.89 (m, 1H), 4.02-3.52 (m,
4H), 3.40-2.68 (m, 9H), 1.87 (dd,

J =130, 7.5 Hz, 1H), 1.73-1.58
(m, 2H), 1.52-1.26 (m, 3H), 0.84
(d, J=64Hz, 1.6H),072(d, J =
6.8 Hz, 1.9H), 0.55 (d, J = 6.8 Hz,

1.6H)

44

(Sr-1-(4—~(5R,7R-7-EFDO
X-57-UAFI-6,1-
EFD-5H-L20~24[d]
EUSPir-4-1 WIEARSS
- I)-2-({(S-Eol)
T2 W24~ (M) 7
LAOAF V)7 V)IA
S

m/z 504.3; 'H NMR (500 MHz,
DMSO-D6) d ppm 9.11 (m, 1H),
8.80 (m, TH), 8.58 (s, 1H), 7.81 (d,
J =821 Hz, 2H), 7.61 (d, J = 8.11
Hz, 2H), 5.10 {t, 1H}, 445 (d, 1H),
4,02 (m, 1H), 3.95 (m, 1H), 3.61—
3.50 (m, 4H), 3.40 {m, 2H), 3.12~
3.02 (m, 3H), 2.00-1.91 {m, 4H),
1.80-1.65 (m, 2H), 1.67-1.50 (m,
2H), 1.38 (s, 3H), 1.09 (d, 3H)

45

(Sy-2-(5-200FFTx
24 W)-1-{4~(5R, TR}~
-ERO% -5~ AF )L~
6, 7-EFBR-5H-L4aR
DAHIEYE D -4-4 L)
ERSUL-1-4 )2~
(SH1-AF QY-
2-AW)TRI

m/z 476.2; 'H NMR (500 MHz,
DMS0-D6) d ppm 9.82 (s, 1H),
8.61 (s 1H), 7.08 (s, 2H), 5.06 (¢,
J =175 Hz, 1H), 405-3.39 (m, 13
H), 3.17 (s, 3H), 288 (d, J = 4.5
Hz, 2H), 2.05-1.73 (m, 4H), 1.74~
1.687 (m, 1H), 1.09 (d, 7.0 Hz, 3H)

46

(S)y-2-(5-4anF#+7x
2-2-4 L)-1-{4-((5R,7S)-
7-EROX -5~ AF )L~
6,7-UERO-5H-L420~R
AIEYS D44 L)
ERSU—1-A W)-2-
(Sy1-AF O~
2-AINYTHRI

m/z 416.2; '"H NMR (500 MHz,
D0,0) d ppm 8.49 (s, TH), 6.94 (d,
J=6.0Hz 2H),517 &, J=175
Mz, 1H), 4.24-3.47 (m, 10H), 3.30
(s, 3H), 3.20-3.15 {m, 1H), 2.78-
2.65 (m, 4H), 2.20-1.56 {m, 5H),
1.16 (d, 6.0Hz, 3H)
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47

(S)-2-(3-Z)NAO-4-(F)
ZFBAFII TN
1-(4~((5R,7S)-7-EF O
L-5-AFL-6,7-EFO-
SH-S42aR L 4dIEYSY
A WIERZGU -1
A IL)-2-({(Sy-ErY i
2-AN)THR/

m/z 508.4; '"H NMR (400 MHz,
D,0) d ppm 8.38 (s, 1H), 7.66 {dd,
J =80, 8.0 Hz, 1H), 7.26-7.22 (m,
2H), 5.08-5.05 (m, 1H), 4.10-4.00
{m, 2H), 3.81-3.21 (m, 12H), 2.66—

2.63 (m, 1H), 1.94-1.89 (m, 1H),
1.80-1.47 (m, 4H4), 1.04-1.02 (m,
4H)

48

(8)-2-(5-7O®FF+7x
=24 L) 1-{4-((5R TR}~
7-ER O -5~ AF )L~
6,7-EFA-5H-42AA
LAIEYI D44 L)
ERST-1-fIL)-2-
(sy-ay-2-1iL)x
B

m/z 506.1; '"H NMR (400 MHz,
D,0) d ppm 8.54 (s, TH), 7.11 (d,
J=40Hz 1H), 697 (d, J=40
Hz, 1H), 542 (t, J = 8.0 Hz, 1H),

4,74 (d, 8.8 Hz, 1H), 4.46-3.65 (m,

12H), 3.39-3.31 {m, 2H), 2.37—

2.31 {m, 1H), 2.21-1.78 (m, 5H),
1.14 (d, J = 6.8 Hz, 3H)

49

(S)y-2-(6-FOEFA+Tx
=2 JL)-1-(4~((5R, TR}~
7-ER 0% ~-5-AF Jb-
6,7-CEFO-5H-L4a~
ARHIEYZI D -4-A L)
ERST-1-AfIL)-2-
(S)-1-AF QY-
2-A TR/

m/z 520.2; 'H NMR (500 MHz,
DMSO-D6) d ppm 9.74 (s, 1H),
8.63 (s, 1H), 7.18 (s, TH), 7.04 (s,
1H), 5,10 (t. J = 7.0 Hz, 1H), 4.85
(d, J = 9.5 Hz, 1H), 4.04-3.17 (m,
15H0, 2.88 (d, J = 4.5 Hz, 2 H),
2.07-1.91 {m, 4H), 1.73-1.66 (m,
1H), 1.10 (d, 7.0 Hz, 3H)

50

FsC

(S)-1-4-((5R,7R)-7-EFDO
£2-57-3 AF 6,72
EFA-5H-L20/ 2 4([d]
EVES-4-A WERSD
1A W3-2-((S)y-1-AF

nEQYSL-2-4)L)-2-

A~(h)ZADOAFILY 7
ZIITARI

m/z 518.3; '"H NMR (500 MHz,
DMSO-D6) d ppm 8.70 (s, 1H),
7.78 (d, J = 8.15 Hz, 2H), 7.64 (d,
J =814 Hz, 2H), 472 (m, 1H),
4.18 (m, 1H), 4.10-3.93 (m, 4H),
3,76 {m, 2H), 3.10 (m, 2H), 2.96
(s, 3H), 2.40 (m, TH), 1.93 (m, 2H),
1.75-1.64 (m, 2H), 1.52 (m, 1H),
1.45 (s, 3H), 1.27 (m, 4H), 1.15 (d,

3H), 1.09 (m, TH)

o1

NC

4(S)-2-(4~(5R, 7TR)-1-t
KOX$-5-AF jL-6,7-3
EFO-5H-L 20~ 4([d]
EUSOU-4-AJERTD
1A W»-2-F % -1-
(sray-2-1f LT
FyR = N

m/z 447.3; '"H NMR (500 MHz,
DMSO-DS6) d ppm 9.11 {m, 1H),
8.78 (m, 1H), 8.57 (s, 1H), 7.91 (d,
J =828 Hz, 2H) 759 (d, J = 8.17

Hz, 2H), 5.02 {m, TH), 4.44 (m,
1H), 4.00 (m, 2H), 3.92 (m, 2H),
3.38 (m, 2H), 2.01 (m, 2H), 1.85
(m, 1H), 1.86 (m, 1H), 1.58 (m,

2H}, 1.04 (d, 3H)
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52

4(S)-2-(4-((5R TR)-7-E
FO%3-5-AF JL-6,7-
EFO-5H-L420/24[d]
FUSOo-4-4 IERSD
21— JL1-(S)-1-AF
nEQYS -2 JL)y-2-
FEVIFNLIRNTZMY)
L

m/z 461.3; 'H NMR (500 MHz,
DMSO-D6} d ppm 8.65 (s, 1H),
7.85 (d, 2H), 7.65 (d, 2H), 5.10 (&,
1H), 4.80 (d, 1H), 4.10-3.85 (m,
5H), 3.68 (m, 2H), 3.40 (m, 2H),
2.90 (s, 3H), 2.20-2.02 {m, 2H),
1.93 (m, 2H), 1.68 (m, 1H), 1.50
(m, 1H),1.35-1.25 (m, 11H), 1.10
(d, 3H)

53

(S)-2-(4-7pB7x= )
2-((8)y-5,5-LAF O
D=2 )L )-1-H4-
((5R,7R-7-EFO -
57— 4F )L-6,7-CkERFO-
SH-S40R 4D
A JERSD -1
AT HRS

m/z 498.3; 'H NMR (500 MHz,
DMSO-D86) d ppm 8.82 (m, 1H),
8.57 (s, 1H), 8.41 (m, 1H), 7.49 (d,
J =862 Hz, 2H) 744 (d, J = 8.61
Hz, 2H), 4,34 (m, 2H), 4.16 (m,
2H), 3.90 (m, 2H), 3.79 (m, 2H),
2.92 (m, 2H), 2.30 (m, 1H), 1.79-
1.65 (m, 5H), 1.41 (s, 3H), 1.38 (s,
3H), 1.35 (s, 3H), 1.11 (d, 3H)

54

(S)-2-((S)-55-U AF ILE
ayioi,-2-A jL)-1-(4-
((5R7TR)-7-EF O -5~
AFIL-6,7-CERO-5H-3
SO/ EdIEYE D4
AIERTU 1A )
2-(4-(FJZILAOAF L)
T IL)ITHR

LCMS (apcit+) 518 [M+H]+; 2.59
43 HPLG rt= 198 43, #EE 98%;
'H NMR (400 MHz, D,0) d ppm
8.36 (s, 1H), 7.66 (d, J= 8.2Hz,
2H), 7.45 (d, J= 8.2Hz, 2H), 5.25
(t, J= 7.8Hz, 1H), 4.35 {d, J=
8.98Hz, 1H), 4.24-4.02 (m, 2H),
3.87-3.76 (m, 2H), 3.67-3.38 (m,
5H), 3.23-3.12 (m, 1H), 2.18 {dd,
J1= 7.42Hz, J2= 12.88hz, 1H),
2.06-1.96 {m, 1H) 1.89-1.70 {m,
4H), 1.37 (s, 3H)1.31 (s, 3H), 0.94
{d, J= 7.03Hz, 3H)

55

(8)-2-((8)-5,5- AF N E
ayisi,-2-A jL)-1-(4-
(5R,7S)-7-EROFL -5~
AFI-6,7-2ERO-5H-3
SR AdIEYS D4
AIERST-1-1 L)
2-(4—~(FJZ LA O AF L)
T IR/

4.35 (d, J= 8.98Hz, 1H), 4.24-4.09

LCMS (apcit) 518 [M+H]+: 2.58
4 HPLC rt= 197 43, HiEE 96%;
'H NMR (400MHz, D,0) d ppm
8.37 (s, 1H), 7.66 (d, J= 8.6Hz,
2H), 745 (, J= 8.2Hz, 2H), 5.06
{dd, J1= 4.7Hz, J2= 8.2Hz, 1H),

(m, 2H), 3.85-3.63 (m, 2H), 3.57-
3.41 (m, 5H), 3.39-3.27 (m, 1H),
3.20-3.08 (m, 1H), 2.70-2.58 (m,
1H), 1.89-1.70 (m, 4H), 1.49 (dt,
Ji= 4.3Hz, J2= 14.05Hz, 1H),
1.37 (s, 3H), 1.31 (s, 3H), 1.00 (d,

J= 6.6Hz, 3H)
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ogooooao
/}%ﬁH (Sy-2-(4-FTOETz=)-
2-((8r-55-CAFAEDY
/@f(\fo S22 A )14~
56 By 1:N ] (5R7R)-T-EFDFL-5- | LCMS (apci+) 529 [M+H]+; 2.56
AF-6,1-DERD-5H- | 90 HPLC rt= 192 &3, >HUEE 97%
I\ HRRUAEYS T4
tfj AIE RFS-1-4 VT
: N - AV
HO
LCMS (apci+) 529 [M+H]+; 2.51
43 HPLC rt=1.92 43, >HifE
97% 'H NMR (400MHz, D,0) d
/A‘/ (Sr2-4-FmETz= ) | PPmB3BG 1), 750 (@, =
., NH o . 8.2Hz, 2H), 7.17 (d, J= 8.6Hz, 2H),
2-((8)-55-CAF AE DY _ _
o et 5.08 (dd, J1= 3.5Hz, J2= 8.2Hz,
-2 ))-1-(4 -
/@/L; (GRISFmss s | 1H. 422 d J= 8.98Hz, TH)
57 Br ( j AF - 67-SERO-bHs, | 4187407 (m, 2H), 3.88-3.77 (m.
N PO A[EY St | 1H). 373-363 (m, TH), 3.56-3.40
o AIEAS St gy | (T 4H), 339-3.28 (m, 1H), 3.27-
J g 3.14 (m, 1H), 2.712.60 (m, TH),
wd N u 1.88-1.72 (m, 4H), 150 (dt, J1=
4.3Hz, J2= 140Hz, 1H), 1.36 (s,
3H), 1.30 (s, 3H), 1.03 (d, J=
7.0Hz, 3H)
LCMS (apci+) 536 [M+H]+; 2.60
43 HPLG rt= 198 4, >HiE
(SF2~((8)-55~UAFILE | 95% 'H NMR (400MHz, D,0) d
OyYSi-2-A L)-2-(2-7 | ppm 8.37 (s, 1H), 7.55 (d, J=
LAD-4-(FJZIFBA | 105Hz, 1H), 7.48 (d, J= 8.2Hz,
FLYZTI)-1-(4- 1H), 7.41 (t, J= 7.0Hz, 1H), 5.25
58 [ ] (BRTR-T-EFOF-5- | (¢, J= 7.8Hz, 1H), 458 (d, J=
N AF)-6,7-CERO-5H~-S | 9.4Hz, 1H), 4.24 (q, J= 8.6Hz, 1H),
&EN SR AdEYIDU-4- | 413-4.04 (m, 1H), 3.85-3.42 (m,
A iz AWERTU -1~ V)T | TH), 3.37-3.25 (m, 2H), 2.22-2.14
HO Bl (m, 1H), 2.07-1.97 (m, 1H), 1.90-
1.73 (m, 5H), 1.38 (s, 3H), 1.32 (s,
3H), 0.96 (d, J= 7.0Hz, 3H)
LCMS (apci+) 536 [M+H1+; 2,59
43 HPLC rt=1.97 43, DB
(S)-2-((S)-55-CAFNE | 95% 'H NMR (400MHz, D,0) d
B)S-2-L)-2-(2-7 |  ppm 8.37 (s, 1H), 7.55 (d, J=
LAD-4-(FJZ)FBA | 105Hz, 1H), 7.48 (d, J= 8.2Hz,
FLYTTZI)-1-(4- 1H), 7.41 (t, J= 7.0Hz, 1H), 5.25
59 [ (5R7S)>-7-EFOF-6- | (¢, J= 7.8Hz, 1H), 458 (d, J=
N AF)L-6,7-CERD-5H-3 | 9.4Hz, 1H), 4.24 (q, J= 8.6Hz, 1H),
SN 2ORVBAIEYED -4 | 4.13-404 (m, 1H), 3.85-342 (m,
| N AWERFU-1-A L)L | TH), 3.37-3.25 (m, 2H), 2.22-2.14
HO v (m, 1H), 2.07-1.97 (m, 1H), 1.90-
1,73 (m, 5H), 1.38 (s, 3H), 1.32 (s,
3H), 0.96 (d, J= 7.0Hz, 3H)
oooooao
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(S)-2-((S)-5,5-CAFILE
~NH Oy -2 )L)-1-(4-
o (5R7TR)-7-T L+ O-5-4
60 Fic N FIL-67-SERDO-5H-2% | LOMS (apci+) 619.7 / 521.4; RF:
[N] ORUAdIEYS -4 2894
Sy WERZD 1A JU)}-2-
[ ) @~(FYTNFABFFLYT
£ =WTHIY
[\gH (S>-2-(4-TOETz=)L)-
' 2-(S)-55-SAFLEDY
© DU - 1-(4-
N (5R7IR)-7-T L FO-5-4
8r ' : .
61 [Nj F 6.7~ SERO-5H- 5 LCMS (apei+) 530.3; Rf: 2.83 4
ORI AdIEYZ -4
| /)N WERSU L1~ L)TH
: N A
F
/T .
- 4.3; ,
A (S)-1-(4~{(5R, TR)-T- AR Dmé)z :0 8 8*1;' ?‘RI(;;)O.I“Q:'E y
o $-B-AF -6, ]-UERO- | 2 CPPM BT S, T 18T
A O T T | U= 8.4 Hz, 2H), 758 (d, J = 8.4
N 5H-t5204[d]E R
FiC . <Lt Hz, 2H), 5.16 (. J = 7.6 Hz, 1H),
62 () St g WE RS 1
N (S Ly, | 449-361 (m, 10H), 347 (s, 3H)
Ly MAriAre }77; | 3.38-333 (m, 3H), 2.37-1.78 (m,
| " T | 6H), 1.36-1.32 (m. 2H), 1.08 (d, J
N OAF LTI RS - 6.8 Ha. 3H)
—0 = W 4
/_\/ _ m/z 498.3; '"H NMR (400 MHz,
v, JNH (S)-2-(4 7537;1:_0}11)—- D,0) d ppm 8.49 (s, 1H), 7.47 (d,
2HEFSE-DAFAEDY | 0 Hz 1H), 737 (4, J = 40
O e . . - = ) '] - » - f
w2 IL)-1-(4 Hz, 1H), 5.16 (. J = 7.6 Hz, 1H),
N (5R, TR)-T- AP F- 35—
63 cl [ ] T . 4.46-365 (m, TH), 3.48 (s, 3H),
N iﬁfﬁggc;{g;if”:: 3 2.37-234 (m, 1H), 2.26-2.18 (m,
<\:(EN Mt;j{ - 93_;_’:{'}1):: 5 | 1H).1.98-189 (m, 4H), 1.50 (s,
Al 2 7 T 3H), 1.44 (s, 3H), 1.36-1.32 (m,
-5 6H), 1.10 (d, J = 6.8 Hz, 3H)
m/z 500.3; "H NMR (500 MHz.
/A( _ CD,0D) d ppm 8.55 (s, 1H), 7.44
-2—-(4-78 08 =
o NH gﬁé;;£9};iﬁﬁﬁ (s, 4H) 523 (t, J = 7.92 Hz, 1H),
o S e 453 (d, J = 9.54 Hz, 1H), 4.32-
! GRIRT-EFO%s s | 425 (m, 1H),42-412 (m, 1H)
64 cl [ ] N T | 4.06-3.95 (m, 1H). 3.92-3.69 (m,
(ERD%S AFL)-6.7-5
Ho \ EFO-sHSsw Oy | SH 388-351 (m, 3H), 346-342
Sy - “7L | (s, 1H), 250 (dd, J = 12.94 Hz,
L J BV -4 IERTD | ) 211 (dd, J = 8.27 Hz, TH)
SN S~ IR e
HG 2.04-181 (m, 4H), 1.55 (s, 3H),
1.47-1.40 (m, 3H)
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ooogood
,/%(H (Sr2-(4-FTOETT=IL)-
’ 2-(S)y-55-CAF QY
© DA 14~
65 o N ((BR7S)-T-Z/LADO-5-* | LCMS (apci+) 532.1 [M+H]+; 2.22
[ ] FIL-6,1-CEFO-5H-24 b x
N ORVAIEYI S -4-1
g&@\% WE RS-~ V)TH
N I
;:
f/ﬁ:H (Sy2-(4-JaxTJxz=iL)
o 1-(4-((R-1.7-C 7 L4080~
. o [N 3 ] :,.i ?;‘*jj &E/d ‘]:éfli__:,j, LCOMS (apci+) 52;).4 [M+H]+ 2.83
N = JERFZD -1
Sy £ W)»-2-(S)5 5T AF b
' 2 oYL -2 L)TRS Y
F F
(S>-1-(4-((R)-171-T )
#B0-5-AF L-6,7-SEF
a-5H->oaAL2[dE)
67 SV IEARST~ | LOMS (apcit) 556.3 [M+H]+; 2.97
14 L)-2-{(S)}-5 5~ AF vir
WEBY D2 L)y-2-
(2-FINFO-4-,JT A
OAF L7 =IL)T R
LCMS (apci+) 538.7 [M+H]+; 2.95
43: "H NMR (400 MHz, D,0) d
(R-1-(4~((R)-7.7-S7JL | ppm (8.35 (s, 1H), 7.65 (d, J = 8.2
F0O-5-AF-6,7-CER | Hz, 2H), 7.44 (d, J = 7.8 Hz, 2H),
O-5H-5-20/_24[dIEY | 4.34 (d app, J=9.0, 1H), 4.24-4.15
68 EULA-MIVERST L~ | (m, 1H), 4.04-3.95 (m, 1H), 3.86-
1-4 L)-2-(Sy-55-T AF | 378 (m, 1H), 3.68-3.59 (m, TH),
N LERYS-2-JL)-2- | 355340 (m, 4H), 3.11-3.01 (m,
| “/)N @~F)TIAOFAFI)TT | 1H), 2.78-2.60 (m, 1H), 2.23-2.09
TN —IWIR I (m, 1H), 1.88-1.68 (m, 4H), 1.37
F (s, 3H), 1.31 (s, 3H), 0.99 (d, J =
6.8, 3H)
(R)-2—(S)-5,5-2 AF LE
Oy Su-2-A L)-2-(2-7
LAO-4-(R)2)A Ot
69 [ ((5:’;2:;_;';;;:” 4 | LOMS (apoiv) 52:.2 [M+H]+; 2.22
N F -6, 71-UbkFO-5H-3%
SN BRIV AHE)E D41
' N/) WERSD 14 )T
F A
gooogod
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ooogood
NH (S)-2-((S)-55-UAFILE
: Oy -2 JL)-1-(4-
o ((5R,7S)-1-7 LA D-5-A
T FiC N FIL-6,7-CERDO-5H-3% | LCMS (apcit) 520.5 [M+H]+; 2.88
[ ] ORLAIEYI S 44 b2

WERSTU - I)y-2-
@A) ZNFOAF )T
SIILITARIY

1Al NC [ j

4-((S)-1-((S)-5,5-0 AF

LEQYSL-2-1)L)r-2-
(4~((5RIRF-7-EFOX -

5-AF -6,7-CEFO~
SH-HaRAdIE YD
- JIERZ -1

A L»2-FFITFIINR

m/z 475.3; '"H NMR (500 MHz,
DMSO-D6) d ppm 8.85 (m, 1H),
8.55 (s, 1H), 8.47 (m, 1H), 7.91 (d,
J =839 Hz, 2H) 7.64 (d, J =837
Hz, 2H), 5.01 {m, 1H), 4.46 (m,
TH), 421 (m, 2H), 3.1 (m, 2H),
3.78-3.65 (m, 4H), 2.98 (m, Z2H),
1.99 (m, 2H), 1.82-1.69 (m, 3H),

@’Lfo
12 ol N

2-(S)y-55-CAF QY
-2-4 IL)-1-(4—~(R)-
5RO AFIL)-6,7-
srRo-sH-L4a/s4
[dIEVZ D41 )L)IER
STU1-A TR

TN =R 1.66-1.59 (m, 1H), 1.41 (s, 3H).
HO 1.36 (m, 3H), 1.04 (d, 3H)

fY m/z 484.2; "H NMR (500 MHz.

, (Sr-2-(4-4OO 7T =)L) | CDCL)d ppm 845 (s, 1H), 7.34

(d J=8.29 Hz, 2H), 7.29-7.19
(m, 2H), 4.15-3.97 (m, 1H), 3.87-
3.62 (m, 4H), 3.61-3.50 (m, 3H),
3.50-3.35 (m, 2H), 3.35-3.21 (m,
1H), 3.17-3.03 (m, 1H), 2.99-2.78
(m, 2H), 2.24-2.13 (m, 1H), 2.03-
1.94 (m, 1H), 1.94-1.22 (m, 13H)

w7 )

(S)-1-4~(5R, 7IR)-7-AF ¥
L-5-AF -8, 7-CEFO-
SH-,2a~R4[dEYS D
- JEERTFU -1
A IL)-2-{(S)-1-AFLED
)02 L )-2-4F)

m/z 518.3; '"H NMR (500 MHz,
D,0) d ppm 8.42 (s, TH), 7.80 (d,
J=75Hz 2H), 758 (d, J=75
Hz, 2H), 5,00 (t, J = 7.0 Hz, 1H),
4.21-3.54 (m, 10 H), 3.46 (s, 3H),
3.25-3.18 (m, 2H), 2.81 (s, 3H),

74 F:C ()

Xt b AF -6, 7R
O-5H-32a~R4[dIEY
2V A NIERSU -
-4 L)y-2-(S)-Enys
=2—A4 IL)-2-(4- ()2
FOAFTZIL)TR/
Y

oy i 2.22-2.20 (m, 2H), 2.11-2.08 (m,
) NJ 7"’*”;:’/";71_’ LY oH), 1.35-1.33 (m, 3H), 1.06 (s, J
-0 = 7.0 Hz, 3H)
]
[ﬁNH (Sr1-URIR-T-Km | ™ 4903 H NMR (500 MHz,

DMSO0-D6) d ppm 9.18 (m, 1H),
8.85 (m, 1H), 8.57 (s, 1H), 7.78 (d,
2H), 7.62 (d, 2H), 5.04 (¢, 1H),
448 (d, 1H), 4.02 (m, 2H), 3.95
{m, 2H), 3.75-3.50 (m, 6H), 3.42
(m, 2H), 3.30-3.10 (m, 4H), 2.10-
1.90 (m 3H}, 1.75 (m, 1H), 1.70—
1.50 {m, 2H), 1.04 (d, 3H)
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OoooooOoao
m/z 504.3; 'H NMR (500 MHz,
I (SH1-4~(BRTR-T-EFD | DMSO-D6) d ppm 9.87 (m, 1H),
/@/Lfo F-5-AFJL-6,7-UEF | 857 (s, 1H), 7.80 (d, J = 8.37 Hz,
O-5H-2a~A[dIEY | 2H), 7.62 (d, J = 8,13 Hz, 2H),
75 FaC [N ] ITUA-IERSTL- | 504 (m, 1H), 448 (d. TH). 408
N 1= W)-2-((SH1-AFJLE | (m, 2H), 3.95 (m, 2H), 3.75-3.50
L, Oy -2 L)-2-4~(b | (m, 6H), 340 (m, 2H), 3.30-3.10
| ,)N YA OAFIITI=IL) | (m, 4H), 2.95 (s, 3H), 2.10-1.90
o N IR/ (m 4H), 1.85 (m, 1H), 1.60 (m,
1H), 1.04 (d, 3H)
[Ag ’ (Sr2-(4--507ac L7
- T=I)-2-(S)-55-C AF
o MEOYD -2 L)1
76 N (4-((5RTR)-T-EFBF~ | LCMS (apci+) 490.2 (M+H)+; Rf:
[ ] 5-AF J-6, 7SRO 2394
N 5H-HaR A4S
2:@ A A JERF D1
Hd- N AIITR
H m/z 490.2; 'H NMR (400 MHz,
2 (S»-2-(4-3-40FOE L7 | GD,OD) d ppm 8.57 (s, 1H), 7.28
TZ-2-(SH-55-UAF | (d, 2H), 7.14 (d, 2H), 5.14-5.07
© LEBYS-2-4 L-1- | (m, 1H), 436-4.21 (m, 3H), 3.93-
77 ENJ (4-((5R,7S)-7-EFDO%<~ | 3.78 (m, 2H), 3.77-3.42 (m, 5H),
" 5-AF -6 T-SERE- | 2.83-2.73 (m, 1H), 2.02-1.81 (m,
SH-L40~2[dIEYSY | 5H), 1.65-1.56 (m, TH), 1.52 (s,
| ‘;JN A WERTSU-1— | 3H), 1.44 (s, 3H), 1.40-1.33 (m,
A £ IVTHIY 1H), 1.20 (d, 3H), 1.03-0.95 (m,
2H), 0.71-0.64 (m, 2H)
LCMS (apci+) 387.0 [M+H]+; 1.61
i
[ NH (RI-4-4~(S)-2-(4—»D00 43 'H NMR (400 MHz, Dp_) d
5 D= JL)-2—(S)-5 5T R ppm 8.46 (s, TH), 7535 {d, J=886
[ j’ ‘f i Hz, 2H), 7.24 (d, J = 8.6 Hz, 2H),
N FIERVTL2-4IIT | o5 (d app, 2H), 415 (m, TH)
78 c [ TFIERTT 1A 3 éz 3 8:'2"’ PO Am, T
" -5 AT I GH O~ | 3927382 (m, 2H), 3.76-3.50 (m,
N CALAIE RS TG 5H), 3.36-3.26 (m, 1H), 3.03-2.93
<‘ ) i’ (m, TH), 2.38 (d, J=20.3 1H),
J N 1.88-1.72 (m, 4H), 1.36 (s, 3H),
131 (s, 3H), 1.07 (d, J = 7.0, 3H)
/‘\/ (S)-2-(4-»OO7z= L)
o NH 2-((S)-55-CAFLED)
0 Sm2-A JL)1-(4-
19 g N ((5R7S)-7-7 /LA O-5-% | LCMS (apci+) 487.4 [M+H]+: 2.18
[ FI-6,1-DEFO-5H-L % 7
N ORVAdIEYSSy-4-4
e;ﬁ N IWERSGUL-1-A LTS
2 .
L N AV
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rt = 2.07 43 'H NMR (400 MHz,
/’,\\NH (S)-2-(4-50-3-T L D,0) d ppm (8.41 (s, 1H), 7.44 (¢
A7 1= JU)-1-(4 app, J=8.0Hz 1H), 715(d, J =
F o} - -
(GRIST-INAn5n | THE 1H), 7.06 (d, J = 8.2 Hz,
N . s . 1H), 5.82 (dm, J = 55.1 Hz, TH),
cl F)L-6.7-CERO-5H-34
80 . N 424 (d, J = 9.4, 1H), 4.14-4.06
N AR AdIE) -4
S (m. 1H), 4.02-3.93 (m, 1H), 3.86~
by | WERSDU-i-q -2~
) (SO gt VT 3.72 (m, 1H), 3.67-3.58 (m, TH),
N gy 3.57-3.40 (m, 4H), 3.35-3.15 (m,
F 3H), 2.68-2.50 (m, 2H), 2.00-1.59
(m, 4H), 1.06 (d, 3H)
(S)-2-(S;-55-UAFE | HOMS (apci*) 536 [Mutlr; 2.70
" 43 'H NMR (400MHz, D,0) d
N OS2 -2 JL)-2-(3~7 _
ppm 8.37 (s, 1H), 7.66 (¢, J=
F O NAO-4-(H)7)e4 04
- 8.2Hz, 1H), 7.32-7.21 (m, 2H),
N FTTZ-1- U= | oo 9= 78z, 1H), 437 (d, J=
81 FaC ) (BRTR-7-EROFL-5- | 750 =0 o0z T 905G
e | 8.6Hz 1H), 4.24-4.04 (m, TH),
N AF -6, 7-CERO-5H~3
. S e 3.90-3.38 (m, TH), 2.58 (s, 2H),
N 2R EHEYE D4
| ) B RS Sty | 2257196 (m, 1H), 1.90-1.71 (m,
o N fig 4H), 1.36 (s, 3H), 1.31 (s, 3H),
u 0.96 (d, J= 6.2Hz, 3H)
LCMS (apci+) 536 [M+H]+; 2.67
(S)-2((S)-55-U AF JLE 43; 'H NMR (400MHz, D,0) d
~NH Oy ou-2-4 L)-2-3-7 ppm 8.37 (s, 1H), 7.67 (t, J=
F o LFO-4~(F)TILFEA | 7.8Hz 1H), 7.30-7.22 (m, 2H),
o F AT -1-(4- 5.10-5.04 (m, 1H), 437 (d, J=
82 FiC [ j (5R7S)»-7-ERKO¥S-5- | 9.4Hz, 1H), 4.25-4.04 (m, 2H),
N AFIL-6,7-CERO-5H-3 | 3.81-3.67 (m, 2H), 3.65-3.22 (m,
N HORUE[IEYZD~4- | TH), 2.72-2.60 (m, TH), 1.90-1.71
N AIERSTU-1-A T | (m, 4H), 1.55-1.44 (m, 1H), 1.36
HO 8 (s, 3H), 1.31 (s, 3H), 1.04 (d, J=
7.0Hz, 3H)
LCMS (apcit) 502 [M+H]+; 2.68
43 HPLC rt=1.98 43, >Hi
A/ 97% 'H NMR (400MHz, D,0) d
aw (S)-2-(4-/O0-3-7)LF | ppm B.37 (s, 1H), 743 (&, J=
07T =)-2-(S)5,5-5 | 8.2Hz, 1H), 7.16 (d, J= 9.8Hz. 1H),
F © FFILEQYS-2-4 L)~ | 106 (d, J= 8.2Hz, 1H), 5.24 (t, J=
63 ol EN] 1-(4~(5R, TR-7-EROF | 7.8Hz, 1H), 4.27 (d, J= 9.4Hz, 1H),
N S-b-AF JL-6.7-CERD- | 4.22-402 (m, 1H), 3.88-3.75 (m,
N SH-3 9T~ BdIEYSY | 2H), 3.72-3.60 (m, TH), 3.59-3.41
| ,)N A WEARFD -1~ | (m, 4HO, 3.37-3.22 (m, TH), 2.24-
L AINTRI 2.1 (m, 0.5H), 2.10-1.94 (m,
0.5H), 1.89-1.71 (m, 4H), 1.36 (s,
3H), 1.30 (s, 3H), 0.96 (d,
J=7.0Hz, 3H)
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LCMS (apci+) 502 [M+H]+; 2.60

43 HPLC rt= 1.99 43, >HlfE

(,AQH (8)-2-(4-~mO-3-7)LA | 95% 'H NMR (400MHz, D,0) d

‘ a7z =jL)-2-((8)-55-%> ppm 8.37 (s, 1H), 743 (t, J=

F O AFAEOYD-2-A L) | 8.2Hz, 1H), 7.16 (d, J= 9.8Hz, 1H),
84 o N 1-(4~((5R,7S)-7-EFO% | 7.06 (d, J= 8.2Hz, 1H), 5.11-5.04

[ j L-5-AFJL-67-CEFO- | (m, 1H), 427 (d, J= 9.4Hz, TH),

N SH-S-40ORUA[dIEYZY | 4.22-402 (m, 1H), 3.88-3.22 (m,

%f‘ )N b= WIERTU -1~ | TH), 2.72-2.58 (m, TH), 1.89-1.71

N7 AW)TRIY (. 4H), 1.55~1.44 (m, 1H), 1.36

HO (s, 3H), 1.30 (s, 3H), 1.03 (d,
J=7.0Hz, 3H)

203 4 (HPLC); (APCIH) m/z
510 [M+H]+; 'HNMR [E$zEt
/—Q (Sy2-(4-HOO7z= L)y | KEEY (D,0, 400 MHz) d 8.35

.- NH 1-(4~((5R7R-7-EROF | (s, 1H), 7.33 (d, J = 8.4 Hz, 2H)
0 L-5-AF)L-6,7-CEFO- | 7.22 (d, J = 8.2 Hz, 2H), 5.22 (dd,

g5 o N SH-S-40RA[dIEYSY | J=17.7,7.7Hz, 1H), 420 (d, J =

() S AIERST-1- | 94 Hz, TH), 4.16-4.04 (m, 2H),

N AI)-2((SH-1-FHAED | 3.88-3.74 (m, 2H), 3.66-3.42 (m,

N [4.4]/F>-2-4 W)IHR/ | 5H), 3.24-3.14 (m, 1H), 2.17 (dd,

\ ,\% v J =130, 7.7 Hz. 1H), 2.06-1.96

HC (m, 1H), 1.94-1.50 (m, 13H), 0.95

(d, J = 6.8 Hz, 3H)

204 4 (HPLC); (APCH) m/z
512 [M+H]+; 'HNMR [E$zRt%
(S)-2-(4-HOOTT= L) #HE&% (D,0, 400 MHz) d 8.36

NH 2 (S)-55-STFLED (s, TH), 7.33 (d, J = 7.8 Hz, 2H),
cen 7.21 (d, J = 8,0 Hz, 2H), 5.25 (dd,

0 -2~ W14~ ~ ~

I (6RIRIT-EF D% 6 J=77,77Hz 1H), 424 (d, J =

86 cl [ ] AF JLb 7—SS R O—5H- 8.6 Hz, 1H), 4.14-4.02 (m, 2H),

N b Mo

N HORA[AEY St 3.90-3.76 (m, 2H), 3.70-3.60 (m,
Ly B ASS 1 AT 1H), 3.58-3.42 (m, 4H), 3.30-3.20

| 5v (m, 1H), 2.23-2,14 (m, TH), 2.07-

e 1.96 (m, 1H), 1.88-1.56 (m, 8H),

0.95 (d, J = 7.4 Hz, 3H), 0.85~

0.74 (m, 6H)

/Jﬁ m/z 528.2; '"H NMR (500 MHz,

. NH (Sy-2-((S)-5,5-CAFILE | D,0) d ppm 851 (s, 1H), 8,05 (d,
a2~ L)-1~(4- | J=80Hz 2H), 7.71 (d, J = 8.0

o 0 (BRIR)-T-ERO% -5~ | Hz, 2H), 539 (t, 7.5 Hz, 1H), 456
87 —$ [N] AFN-8,7-CERD-5H-S | (d, J = 9.0 Hz, 1H), 4.38-4.22 (m,
N HaAdIEUE Y0 —4- | 2H), 3.96-3.54 (m, OH), 3.36-3.30

L AWERTT-1-L L) | {m, 1H), 3.29 (s, 3H), 2.34-2.30

t(:"* 2-(4-AFIAIKZINT | (m, 1H), 2.18-213 (m, 1H), 2.02-

" N I= LIRS 1.87 (m, 4H), 152 (s, 3H), 1.46

(m, 3H), 1.08 {d, J = 7.0 Hz, 3H)
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88 0

4~{(S)-2-(4-((5RTR)}-7-&
KOX3-5-AFjL-8,7-2
EFO-5H-L 420~ 4([d]
EUIU-4-A WERTD
1A )-2-F X U-1-
(s>-Eayu-2-1fIyx
FIIRVAXTIF

m/z 465.2; 'H NMR (500 MHz,
DMSQO-D6) d ppm 9.06 (m, 1H),
8.68 (m, TH), 8.47 (s, 1H), 7.91 (d,
J=812Hz 2H), 746 (d, J = 8.14
Hz, 2H), 4.90 (m, 1H), 4.35 (m,
1H), 4.00 (m, 2H), 3.84-3.70 (m,
3H), 2.93 (m, 2H), 1.98-1.83 (m,
4H), 1.81-1.72 (m, 2H), 1.66-1.51
(m, 3H), 1.01 (d, 3H)

89

4~((8)-2-(4~((5R,7R;-1-t
FO¥-5-AFJL-6,7-3
ErFO-5H-340R4([d]
EVEDU-4-1LERSD
1A WY 1-{(S)-1-AF
nERYS L -2-A L)-2-
FHRVIFILARLXTIF

m/z 479.3; 'H NMR (500 MHz,
DMSO-D6) d ppm 11.06 (m, 1H),
8.92 (m, TH), 8.71 (s, 1H), 7.88 (d,
J =807 Hz, 2H), 747 (d, J = 8.00

Hz, 2H), 5.23 (m, TH), 4.59 (m,

1H), 4.20-3.86 (m, 4H), 3.13 (m,

4H), 2.89 (s, 3H), 2.15-1.80 (m,
5H), 1.68-1.50 (m, 2H), 1.30-1.25

(m, 8H), 1.11-1,07 (m, 3H)

90 FsC

(S)2-((S)-55-UAFIE
ayYoi, -2 L)-1-(4-
({(5R,7TR)-7-EFO -

57— AF -6, 1-CERO-

SH-S-2aR2[dIEYZD

A JERGZD -

A2 4-(FYZ A0 A

FILTI=NIITRS

m/z 532.3; 'H NMR (500 MHz,
DMSO-D6) d ppm 8.85 (m, 1H),
8.58 (s, 1H), 8.50 (m, 1H), 7.81 (d,
J=8.15Hz 2H), 767 (d, J = 8.14
Hz, 2H), 4.48 (m, TH), 4.21 {m,
2H), 2.0 (m, 2H), 2.31 (m, 1H},
1.81-1.64 (m, 5H), 1.42 (s, 3H),
1.38 (s, 3H), 1.36 (s, 3H), 1.08 (d,
3H)

91 FsC

(Sy-2-(8)-55-CAFNE
Oy oo-2-4 L)-2-3-7
LA B-4-(F)ZILF DA
FL)7z=iL)-1-(4-
((5R7R-7-EFOF1 -
57— AF -6, 1-CERO-
SH-S40RA8dIEYE D
A IERSD -1
AIN)THRS

m/z 550.3; 'H NMR (500 MHz,
DMSO-D6) d ppm 8.85 {m, 1H),
858 (s, 1H), 8.48 (m, 1H), 7.86 (%,
J = 7.86 Hz, 1H), 7.64 (d, J = 8.40
Hz, 1H), 7.47 (d, J = 8.54 Hz, 1H),
4,51 (m, 1H), 4.23 (m, 2H), 3.89
{m 2H}, 3.10 (m, 2H), 2.31 (m,
1H), 1.78-1.67 (m, 5H), 1.42 (s,
3H), 1.38 (s, 3H), 1.36 (s, 3H),
1.11 {d, 3H)

92 i

(Sr-1-(4~((5R,7R-7-EF DO
F-5-AF -6, 1-UEF
O-5H-3-420~2[dIE1)
B IVERS DL~
1A W24~ (AF IR
=)= L )-2-(S)-
oy -2-L IR/

'H NMR (500 MHz, D,0) d ppm
8.60 (s, 1H), 8.14 (d, J=7.5 Hz,
2H), 7.79 {d, J=7.5 Hz, 2H), 5.49
(t, J=2.5 Hz, 1H), 463 (d, J =95
Hz, 1H}, 4.40-4.25 {m, 2H), 4.05~
4,02 (m, 2H), 3.91-3.63 (m, 6H),
3.50-3.40 {m, 2H), 3.38 (s, 3H),
2.42-2.39 (m, 1H), 2.26-2.18 (m,
2H), 2.03-2.02 (m, 1 H), 1.92-1.89
(m, 2H), 1.27 {, J=7.0 Hz, 2H),
1.17 (d, J=6.0 Hz, 3H); m/z; 500.3
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- 'H NMR (500 MHz, DMSO-d6) d
G N (S)-1-(4~((5R,7R)-7T-EFD | ppm 8.56 (s, 1H),7.98 (d, J=8.5
o 3 -5-AF JL-6,7-CER | Hz, 2H), 7.65 (d, J=8.5 Hz, 2H),
0 ! O-5H-392a~240dIEY) | 501 (£, J=25 Hz, 1H), 459 (d,
03 -8 [ ] EULA-AMIERTUL- | J=95 Hz, TH), 3.89-3.84 (m,
0 N 1= JL)-2-(S)-1-AF JLE | 13H), 3.20 (s, 3H), 3.19-3.17 (m,
SN 0L 2~ JU)-2-(4~(A | 2H), 2.92 (d, J=6.0 Hz, 2H), 2.01-
| FIRNARZYTIZI) | 1.96 (m, 3H), 1.77-1.72 (m, TH),
e IR/ 1.57-152 (m, 1H), 1.04 (d, J = 7.0
Mz, 3H).; m/z; 514.3
'H NMR (500 MHz, DMSO-D6) d
[Ag ! (S)-2-(4-~00-3-7JLA | ppm 8.80 (m, 1H), 8.55 (s, TH),
g O7x=iL)-2-((S)-55- | 841 {m, 1H), 7.66 (t, J = 8.21 Hz,
F o AFAEQYD-2-4IL)- | 1H), 752 (d, J = 8.41 Hz, 1H),
9 o N 1-(4~((5R, TR-7-EFT% | 7.29 (d, J = 851 Hz, 1H), 4.38 (m,
) S5 T-SAFIL-61-DE | 1H), 4.19 (m, 2H), 3.88-3.74 (m
N FO-5H-L 28R 4[dE | 4H), 3.03 (m, 2H), 2.30 (m, TH),
| ‘)N YEDU-4-AIVEARST | 1.77-167 (m, 5H), 1.41 (s, 3H),
= N - LTRSS 1.38 (s, 3H), 1.36 (s, 3H), 1.12 (d,
3H); m/z: 516.3
1 —
A/ (§)-2-<4-FaEz=)1)- ™ NMR (500 MHz, DMSO-DE) d
‘.. NH e o ppm 8.78 (m, 1H), 8.55 (s, 1H),
2-((S)-5,5-UAF QY a
o Nl 8.39 (m, 1H), 7.62 (d, J = 8.49 Hz,
-2 )14 _
i 2H), 7.38 (d, J = 8.47 Hz, 2H),
N ((5R,7R-T-ER D&
95 Br [ ] v .o 4.32 (m, 1H), 4.16 (m, 2H), 3.89-
N ST AFIGI-VERD- | o aH), 2.28 (m, TH), 1.81-
SH-L4ORLAdIEY S
S . s o sen 1.64 (m, 5H), 1.41 (s, 3H), 1.38 (s,
| A ILEARTU 11— )
N TS 3H), 1.36 (s, 3H), 1.12 (d, 3H);
o > N m/z; 542.2
/A( 'H NMR (500 MHz, DMSO-D86) d
an 4((Sr-1-((Sy-55-UAF | ppm 8.87 (m, 1H), 8.64 (s, 1H),
' EOYS-2-A JL)-2- | 852 (m, 1H), 8.00 (, J = 7.80 Hz,
F o (4-((5R,7R-7-EFDX<—~ |  1H), 7.62 (d, J = 8.45 Hz, 1H),
% NG N 5-AF JL-6,7-SERD- | 7.46 (d, J = 8.25 Hz, 1H), 5.13 (m,
[ ] SH-S-5a~u4dIEYSY | 1H), 4.49 (m, 2H), 4.22 (m 2H),
N S WERSS-1- | 326 (m, 2H), 2.09-1.97 (m, 3H),
| “/)N AI-2-FFYIFI)-2- | 1.78-1.64 (m, 5H), 1.39 (s, 3H),
TN Aok )i 1.34 (s, 3H), 1.05 (d, 3H): m/z:
HO 493.3: m/z: 493.3
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£3

LS . LCMS
g Wi &% NMR
M
7N~ (S)-2-(4-2007x =)L) m/z 486.1 / 488.0; 'H NMR (400
0 1-(4~((5RJR)-7-EX D% | MHz, CD,OD) d ppm 8.57 (s, 1H),
N L-5-FFJL-67-CERO- | 71.51-7.36 (m, 4H), 5.29 (&, 1H),
98 ¢ () | sHoaRUsdEYSS | 425413 (m, 1H), 413-335 (m,
N 44 JVEARTTL-1- | 9H), 3.22-2.96 (m, 3H), 2.33-2.25
ejgr\s AN 2-(R-4-AFJLEIL | (m, TH), 2.23-2.13 (m, 1H), 1.18
T )-8 WITH /2 (d, 3H)
HO
? N (S)2-(4-5007T=)L)~ | m/z 486.1 / 488.0; 'H NMR (400
0O 1-(4-((5R,7S)-7-EFOX% | MHz, CD,0D) d ppm 8.58 (s, TH),
N $-5-AF JL-6,7-SERO- | 7.51-1.35 (dd, 4H), 5.13-5.10 (m,
99 cl [ j SH-S 20/ B[dIEYSY | 1H), 4.26-4.14 (m, 1H), 4.09-3.61
N AL JVERZU 21— | (m, TH), 3.61-3.34 (m, 3H), 3.22-
Sn AI)-2-(R-4-AFJLEIL | 2.06 (m, 3H), 2.84-2.74 (m, TH),
W -3~ IWTH/ 1.65-1.57 (m, 1H), 1.23 (d, 3H)
HO
o™
I 1
. NH (S)-2-4-pamTz= i) | ™2 4721/ 4741, 'H NMR (400
. MHz, CD,0D) d ppm 8.56 (s, TH),
o 1-(4~((5RTR-7-ER O ¥
. = 7.48 (d, 2H), 7.41 (d, 2H), 5.28 (&,
N 2B AF L -6,7-SE RO~
100 cl [ ] S-SR R S 1H), 451 (d, 1H), 4.18-4.07 (m,
N § /2= TR 1H), 4.03-3.73 (m, TH), 3.73-3.56
4 JERZL -
U7 | (m, 4H), 353-3.41 (m, TH), 3.41-
N A N)-2-(R)-FEILRY -
| A TR 3.20 (m, 2H), 2.33-2.24 (m, TH),
o M ol 2.23-2.13 (m, 1H), 1.18 (d, 3H)
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%4
/_\/ (S»-2-(4-HO0-2-7 LA
£ . NH O7x=)L)-2-((S)-5,5-3
o AF QS -2-A L)
m 1—(4—«5,'?‘1':')—7{*?.# LC/MS = 3.89 43, (APCH) m/z =
107 cl [ 25,1~V AF L-6,7-VE 616 [M+H]+
FOo-5H-L-420/4[d]lE
Sy YESU-A- A JVERST
| A= V)T A i
: N
HO B
fg ! ($r-2-(4-500-2-7 )
Foo 0712 JL)-2-(S)-55- | HPLG, 220nm, $EE 100% = 2,22
o AFNEQUTD-2-A L) | 5 LC/MS = 242 43, (APCH)
108 o [N ] 1-(4~(5RIS)-7-ZILA | HPLC, 220nm, SEEE 100%, ri=
B-5-AF JL-6.7-CERDO- | 222 4. LC/MS, rt = 242 %,
h SH-L 5O/ A[IEYIY | (APCHH) m/z = 504 [M+H]+ = 504
| ‘/jl A WERFTU -1 [M+H]+
N PO O% LY k- 1. 5 1
~ (S-2-((S)-65-UAF ILE
o h N Oy -2-4 W)-2-(2-7
o LAO-4-AF L Tz=
! JL-1-(4—((BRIR)-7-EF | HPLC, 220nM = 1.95 4}, SIfE
109 [ j O3 -5-AF JL-6,7-Uk | 99.6% LC/MS = 2.12 43, (APCI+)
N FOo-sH-L2a/24dE m/z= 482 [M+H]+
SV YEDU-4- A VERTS
[ ) -1-A IR IR R
> N
HO B
['_\ﬁ Y (8)-2-24-42007x=
o " . W)-2(S)-5,5- AF JLE
110 <l [ j AF b - SERO-GHs, | 25-8% LC/MS = 223 5, (APCH)
N e oy 1 v m/z= 518 [M+H]+
2anL2dIE)z2P -4
B AWERSTL-1-(IL)T
S N &8/ iEME
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111

(S)2-((S)-5.5-AFILE
aOyoo-2-A L)-1-(4-
(5RIR-1-EF D& -5-
AFIL-6,7-UEFO-5H-3
20RAdIEYE D4
LIRS -1-1 L)
2-(FI7HBL -2 JL)TH
/T IERE

HPLC, 220nm = 1,98 4, #iE
100%, LC/MS = 2.28 43, (APCI+)
m/z = 500 [M+H]}+

112

(Sy-2-(S)-55- AF ILE
oy, -2-A L)-1-(4-
{(R)-5-2AFJL-6,7-DEF
O-5H-3-20/R L 4[d]EY
FUA-IIERS U
1A W)y-2-{F 7522~
AIVIR/ o TIEREIE

HPLC, 220nm = 2.01 %3, #iE
100%, LC/MS = 2.50 43, (APCI+)
m/z = 484 [M+H}+

13

(S)2-((S)-55-SAFIE
Oy o2 )-1-(4-
({(5RIR-1-EF DX -5~
AFI-6,7-CEFO-5H-
2O 4dIEYE -4
AIERTL-1-1 L)
2-(F7H8L -1 )T H
JuTiERRIE

HPLC, 254nm = 1.99 43, HiE
100%, LC/MS = 2.24 43, (APCI+)
m/z = 500 [M+H]+

114

(S)2-((S)-55-AFILE
Oy 22— ) 1-(4-
{(R)-5-AF)L-6,7-UER
O-5H-32a~4[d]EY)
VAL IVERT U
1-A W)y 2F275L 21—
AT H /T IEME

HPLC, 220nm = 1,95 4+, #iE
98%, LC/MS = 2.51 43, (APCI+)
m/z= 484 [M+H]+

115

(S)r2-(34-2450027x=
IL)-2-((S)-5,5- AFILE
Oy 22— ) 1-(4-
({(5RIR-1-EFOF% -5~
AFIL-6,7-CERFO-5H-3
SORUAdIEYE D4
A IERS T -1-()L)T
/2 T IERE

HPLC, 254nm = 2.01 43, $ifE
99.90%, LCMS (APCH+) 519.8 m/z
[M+H]+ Rt = 2.80; 'H NMR
(400MHz, CD,0D) 8.57 (s, 1H),
767 (d, J=2.34Hz,1 H), 7.61 (d,
J=8.59Hz, 1H), 7.39 (dd,
J1=2.34Hz, J2= 8.59Hz, 1H), 5.29
(t, J=7.809Hz, 1H), 451 (d,
J=9.37Hz, 1H), 3.95-3.65 (m, 6H),
2.33-2.25 (m, 1H), 2.23-2.16 (m,
1H), 2.00-1.87 (m, 4H, 1.54 (s,
3H), 1.44 (s, 3H), 1.36 (d,
J=5.857Hz, 3H)

gpboooo
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116

(8)-2-(34-CZ40a7x
ZL)-2-(8)-55-TAFIL
vaysy-2-4 )14
{5R,7TR-7-EFOX1-5-
AFJL-6,7-CERO-5H-S
HOREHEYZ S -4~
A IERST-1-1IL)T
/0T 1ERIE

HPLC, 254nm = 1.96 43, Bl
99.90%, LCMS (APCI+) 486.2 m/z
[M+H]+ Rt =2.49

117

(S)-2-((S)-5,5- AFILE
Oy oi-2-A J)-2-(4-7
LAOTI=)L)-1-4-
((5R,7TR-7-EFOF -5~
AFIL-6,7-UEFO-5H-3
AR EdEUS U4
AIVERSTL-1-/ LT
4/ 1EME

HPLC, 220nm = 1.85 43, Ju&
99,90% LCMS (APCI+) 468.1 m/z
[M+H]+: Rt =2.35

118

(S)-2-((S)-5,5- AF ILE
Oy -2-A JL)-2-(4-7
LAO-3-(M) 2404
FITz=IL)-1-{4-
((5R,7TR-7-EFOF -5~
AFIL-6,7-CERO-5H-
SO0 4dIEYE D4
1IERFTU-1-4 )T
/T iERE

HPLC, 220nm = 2.02 43, i
99,99% LCMS (APCI+) 536.1 m/z
[M+H]+; Rt =2,66

119

(S)-2-(3-¥Oozz= L)
2-((8)¥-55-UAF QY
S22 LYy 1-(4(R
5-AF )-6,7-UEFO-
SH-S40aR 4B
A EERZTT -1
AIVIH /2 TIERE

HPLC, 220 nm = 2.00 4y, flifE
98.9% LC/MS =276 %,
(APCH) m/z = 468 [M+H]+, 'H
NMR (400MHz, D,0) 8.26 (s, 1H),
7.33-7.28 (m, 3H), 7.23-7.16 (m,
1H), 4.23 (d, J= 8.18Hz, 1H),
4.19-4.00 (m, 2H), 3.90-3.79(m,
1H), 3.79-3.66 (m, 1H), 3.66-3.56
(m, 2H), 3.56-3.38 (m, 4H), 3.03-
2.88 (m, 1H), 2.87-2.73 (m, 1H),
2.30-2.14 (m, 1H), 1.88-1.70 (m,
5H), 1.36 (s, 3H), 1.30 (s, 3H),
0.92 (d, J6.64Hz, 3H)
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ooogood
HPLC, 254 nm = 2.01 43, #ifE
99.09%, LCMS (APCI+) 530.0 m/z
~ (Sr2-G3-Fozzzz)- | ML REER =231 5.
«, NH - A H NMR (400MHz, D,0) 8.39 (s,
2-(S)y-55-CAF O
Br o N 1H), 7.46 (s, 2H), 7.24 (d,
S22 W14~ e
. J=4.685Hz, 2H), 5.25 (t,
N (BRTR-T-EFAFI-5- |
120 [ ] AF S8 I-DERDO-GHs, | I=7:809Hz, 1H), 4.25-4.20 (m,
N R RN 1H), 3.87-3.75 (m, 2H), 3.7-3.58
O/ dIERS 04—
Sy s (m, 1H), 3.55-3.42 (m, 3H), 2.22-
| AIVERSZDU-1-/ILT
7 5 — Rt 2.16 {m, 1H), 2.1-1.95 (m, TH),
HO - 1.85-1.75 (m, 4H), 1,36 (s, 3H),
1.30 (s, 3H), 0.95 (d, J=7.028Hx
3H)
HPLC, 254nm = 2.00 43, $ifE
96.92% LCMS (APCI+) = 2.56 43.
rl( 1
[ N (S)\-2-(-TOETT=JL)- H NMR (400MHz, D,0) 8.22 (s,
. A 1H), 7.52-7.41 (m, 2H), 7.25-7.21
Br 0 2-((S)y-55-CAF LE O
(m, 2H), 4.21-4.0 (m, 1H), 3.9-3.8
N P24 L)-1-(4—((R)-
o e {(m, TH), 3.78-3.5 (m, 1H), 3.62~
121 [ J 5-AF JL-6,7-CERDO-
N o ot iene | 3.56 (m, 1H), 3.5-3.45 (m, 3H),
N SH-3.H20~08[d]E)S1 _
Ny A IR 2.95 (dd, J1=9.371Hz,
| /)N - T = s J2=18.351Hz, 1H), 2.85-2.75 (m,
N "” 1H), 2.28-2.18 (m, 1H), 1.86-1.66
(m, 5H), 1.35 (s, 3H), 1.29 (s, 3H),
0.91 (d, J=7.028Hz, 3H)
HPLC, 254nm = 2.05 43, §ifE
95.92%, LCMS (APCI+) 518.0 m/z
/ <NH (Sr2-((8)-55-UAFNE | [MH]+ fREFKRT = 240, 'H
- ayoi-2-4 Ly 1-(4- NMR (400MHz, D,0) 8.39 (s,
FsC O ((5R,7TR)-7-EFOX L -5- 1H), 7.65-7.6 (m, 2H), 7.52 (d,
122 N AFIIL-6,7-CERDO-5H-3 J=5.466Hz, 2H), 5.25 (t,
[N] SOV AdIEYED -4 J=7.808Hz, 1H), 4.35 (d,
AIVERSDU-1-4L)- | J=9.371Hz, 1H), 3.87-3.79 (m,
| j\! 2-(3~(FYZATAFIL) | 2H), 3.62-3.4 (m, 4H), 2.20-2.16
TN I V)ITA/TIERE | (m, 1H), 2.09-1.90 (m, 1H), 1.87-
HO 1.75 (m, 4H), 1.37 (s, 3H), 1.32 (s,
3H), 0.94 (d, J=7.028Hz, 3H)
HPLC, 220nm = 1.85 43, HifE
99.99%, LCMS (APCI+) 468.4 m/z
[M+H]+; 1R =249 5. 'H
/ <NH (S¥-2-((S)-65-UAFJILE | NMR (400MHz, CD,0D) 8.6 (s,
" Oy o-2-A )L)-23-7 1H), 7.5-7.42 (1H), 7.3-7.2 {m,
F O nAOTz=IL)-1-(4- 2H), 7.18-7.10 (m, 1H), 5.32 (¢,
123 N ((5R,7TR-7-EFOF 2 -5- J=7.809Hz, 1H), 457 (d,
[N] AFI-6,7-CERFO-5H-Y | J=9.761Hz, 1H), 4.38-4.28 (m,
HORAHIEYEO -4 | 1H), 4.21-4.15 (m, TH), 4.1-4.02
| “JN AIERFU-1-A V)T | (m, 1H), 3.92-3.85 (m, 2H), 3.5~
TN 8/ IS RRiE 3.4 (m, 1H) 2.4-2.31 (m, 1H), 2.3~
HO 2.1 (m, 1H), 2.0-1.8 (m, 4H), 1.56
(s, 3H), 1.45 (s, 3H), 1,18 (d
J=7.028Hz, 3H)
gooogod
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124 o

(8)-2-((8)-5,5- AF N E
Oy oo-2-A N)-2-(2-7
LFE-4-ArF 7=
)-1-(4~((5R,7TR)~-7-EF
Ox3-5-AF)L-67-Cb
Fo-5H-20A04[dE
YDA ERTD
- IWT R/ ISR
g

HPLC, 254 nm THIEE 98%, {RiF
B = 1.84 4. LCMS (APCIH)
M+H+: 498 (100%); {RIFHEM =
2.084F. 'H NMR (400 MHz,
CDGL) & - 9.76 (br s, 1H), 8.73
(s, 1H), 8.55 (br s, 1H), 7.26 (t, J
= 8.6 Hz, 1H), 6.94 (dd, J = 8.6,
2.3 Hz, 1H), 6.84 (dd, J = 856, 2.3
Hz, 1H), 5.24 (t, J = 7.8 Hz, TH),
4.83 (d, J = 10.1 Hz, 1H), 4.21 (m,
1H), 4.07 (m, 1H), 3.97 (m, 1H),
3.84 (m, 2H), 3.77 (s, 3H), 3.68
(m, 4H), 3.49 {m, 2H), 3.30 {m,
1H), 2.09 (m, 2H), 1.80 (m, 3H),
1.47 (s, 3H), 1.33 (s, 3H), 1.09 (g,
J =70 Hz, 3H)

(S)-2-(4-(1H-ESJ— -
A YT IL)-2-((S)-
55-UAFNEOYS -2
A IW-1-4-((5R,7R)-7-&
FO%-5-AF)L-6,7-2
ERFO-5H-L9aR4[d]
EVESw-4-A WIERSD
-1~ WITRIY

'H NMR (400 MHz, DMSO) &
8.40 (s, 1H), 8.01 (s, 2H), 7.54 (d,
J =82, 3H), 7.31 (d, J = 82, 3H),
533 (s, TH), 481 (t, J=6.7, TH),
384-340(m, 12H), 302 (d, J =
9.5, 1H), 2.02 — 1.82 (m, 4H), 1.48
(ddd, J = 6.4, 14,0, 17.8, 5H), 1.09
(d, J=52 8H), 1.00(d, J=69,

4H)

(Syr2-(E7z=)L-44
L-2—((8)-55-U AFILE
ayoo-2-AL)-1-(4—
((5R,7R)-T-EF B3 -5-
AFIL-6,7-CERO-5H-3
SO AdIEYE D4
AIERZD-1-( )T
B

'H NMR (400 MHz, DMSO) &
8.40 (s, 1H), 7.69 — 7.58 (m, 4H),
748 - 740 (m, 4H), 7134 (t, J =

7.3, TH), 533 (d, J = 5.6, TH),
481 (dd, J = 6.3, 12.7, 1H), 3.83
(s, 2H), 3.74 - 3.40 (m, 7H), 3.16

- 3.11 (m, 1H), 2.0t - 1.82 (m,
2H), 1.58 - 1.36 (m, 4H), 1.11 (s,
3H), 1.10 (s, 3H), 1.01 (d, J = 6.9,

3H)

125
126
NS
127 L
HQN)\N

(Sy-2-(4~(2-F3 /B3
5 JL)T T IL)-2-
(Sy-55-UAFIEQYS
S=2—4 JU)-1-(4—~((5R, TR)-
7-ER Q%< -5-AF )L
6,7-CEFO-5H-L42BAR
LARAIEYR D2 -4-1 L)
ERZE LT R/

-

-

'H NMR (400 MHz, DMSO) &
8.56 (s, 2H), 8.40 (s, 1H), 7.58 (d,
J=83, 2H), 741 (d, J = 8.3, 2H),
6.72 (s, 2H), 482 (t, J=6.7, 1H),
3.80 (s, 2H), 3.73 ~ 3.41 (m, 8H),

2.05 - 1.81 (m, 3H), 1.55 - 1.40
{m, 4H), 1.10 (s, 3H}, 1.09(s, 3H),

1.0t {d, J=6.9, 3H)
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'H NMR {400 MHz, D,0) & 847
(%QH (S)-2—d-tert-TF I Tz | (s, 1H), 754 (d, J = 8.0, 2H), 7.32
' S2A(SI55-SAFI | (d, J=8.1,2H), 533 (t, J = 7.8,
O EOYS-2-A)y-1-(4- | 1H), 432 ~4.28 (m, 3H), 4.00 -
128 [Nj ((5R7R)-7T-EFD%-5- | 3.83 (m, 2H), 3.68 — 3.48 (m, 5H),
AFIL-6,7-SERDO-5H-S | 3.17 - 305 (m, TH), 2.28 - 4.24
N HORUAGEYI D4 | (m, 1H), 2.17 - 2.06 (m, 1H), 1.96
%jfj‘ LIERSSoA-A T | - 1.87 (m, 4H), 1.47 (s, 3H), 1.41
SN 8/ iEEE (s, 3H), 1.26 (s, 9H), 1.04 (d, J =
HO 10
6.9, 3H)
'H NMR {400 MHz, D,0) & 8.39
/—\( (S)-2-23-UT A T-4- | (s, 1H), 746 (¢, J = 7.2 Hz, 1H),
g e NH (FJZLFABAFAYZZ= | 718 (4, J=7.1 Hz, 1H), 527 (t, J
F o J-2(S)-55-AFILE | = 80 Hz, 1H), 462 (d, J = 9.1 Hz,
Ij[\,’: OYS-2-4L)-1~(4— | 1H), 429 — 4,18 (m, TH), 4.10 -
129 FsC [ ] (BRIR-T-ERBZ-5- | 4.02 (m, 1H), 3.87 - 3.64 (m, 4H),
N AFJL-6,1-CERDO-5H-S, | 3,60 — 340 (m, 4H), 3.33 - 3.26
%j*w SaRUA[dEYE V-4~ | (m, 1H), 222 - 2.28 (m, 1H), 2.05
\ | N/J AINERFUL-1-AJIT |~ 1.99 (m, 1H), 1.89 — 1,76 (m,
HO Bl 4H), 1.38 (s, 4H), 1.32 (s, 4H),
0.99 (d, J = 7.0 Hz, 3H) 20
"H NMR (400 MHz, D,0) & 8.16
/A( (SF2-(SH-55-UAFILE | (s, 1H), 749 (t, J = 7.0 Hz, 1H),
e NH OYS -2 )-2-2-F | 731 &t J =68 Hz, 1H), 7.11 &, J
FiC o LAB-3~«FJTZILADA | =79 Hz, 1H), 503 (. J= 7.8 Hz,
\@Lﬁ FIYTIZAN1-(4- | TH), 442 (d, J = 9.1 Hz, TH), 411
130 [ ] ((5R,7R)-7-EFOFL-5- | - 3.99 (m, 1H), 3.91 - 3.85 (m,
N AFIL-67-SERDO-5H-S | 1H), 3.62 - 3.55 (m, 2H), 341 -
&KN AR BdIEYS D -4- | 296 (m, 6H), 200 - 1.94 (m, 1H),
AL AERFD 1AL | 1.85-1.79 (m, 1H), 1.73 - 1.53
HO B/ {m, 4H), 1.19 (s, 3H), 1.13 (s, 3H),
0.76 (d, J = 7.0 Hz, 3H) 30
"H NMR (400 MHz, DMSO) 8
/A( (S}-2-((S)-5,5-CAFILE | 963 - 9.50 (m, 1H), 8.68 (s, 1H),
. Oy -2-4 )L)-2~2-7 | 7.89 - 7.80 (m, 2H), 7.61 (¢, J =
LAB-5-(FUTILATA | 80Hz, 1H), 517 (t, J = 8.0 Hz,
FI)TTI 14~ 1H), 5.02 (d, J = 10.3 Hz, 1H),
131 [ ] (5R7IR-71-EFD%-5- | 448 - 432 (m, 1H), 400 — 361
CFa Ny AFL-6,7-CERO-SH-3, | {m, 11H), 2.12 — 1.89 (m, 2H),
t(&,\j HORUBEYI D -4~ | 1.86 - 1.71 (m, 4H), 1.67 - 1.56
A A RSTU-1-AJ)T | (m, TH), 147 (s, 3H), 135 (s, 4H),
HO 8/ 130 - 1.21 (m, 1H), 1.08 (d, J =
6.9 Hz, 3H) 40
Q 'H NMR (400 MHz, DMSO) 8
4 (§)-5-(8)-2-(4{(5R.IR)- - OM
. NH N 8.43 (s, TH), 7.75 (d, J = 8.2, 2H),
: T-EROF S —5-AF JL-
el 1 : . | 7.68 (s, TH), 7.63 (d, J = 8.1, 2H),
C 6, 1-ekFO-5H-L20~R _ _
@’Ef SRS aq | 540 (& J=55, 1H), 483 (d U =
132 F.C [N] e 6.2, 1H), 4.24 (d, J = 8.9, 1H),
ERSU~1-4 )-2-F
\ b | 419 6 TH, 371 (s, 3H), 344 (m,
L e T F pn | A 328 (m, 1H), 2.11 - 184 (m,
W ¥ e 5H), 1.70 (m, 1H), 1.03 (d, J = 6.9,
w6 N vy 3H), 0.94 (d, J = 66, TH)
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133

cade

(R-5-((S)-2—(4—((5R, 7R
7-ERFOXF L -5-AF )L
6,7->EFO-5H-90~R
LAIEYED-4-1IL)
ERSU 1A -2
Fy-1-(4-(F)7)LAat
FIILZzZ)TFED
Yo -2-72

'H NMR (400 MHz, DMSO) &
8.43 (s, 1H), 7.75 (d, J = 8.2, 2H),
7.68 (s, TH), 7.63 (d, J = 8.1, 2H),
540 (d, J=55,1H), 483 (9, J =

6.2, 1H), 424 (d, J = 8.9, 1H),
421 - 412 {m, 1H), 3.80 - 3.62
(m, 4H), 3.54 — 3.38 (m, J = 10.2,

8H), 3.29 — 3.20 (m, 1H), 2.11 -
1.84 (m, 4H), 1.76 — 1.64 (m, 1H),
1.61 —1.48 (m, 1H), 1,03 (d, J =

6.9, 3H), 0.94 (d, J = 6.5, 1H)

134

(Sy-2-(4-~»O0-25-27
LFO7z=pL)-2-(S)-
55-UAFLEQ -2
1 I)-1-{4-((5R,7R)-7-E
FOXx3-5-AF JL-6,7-
ErFO-5H-L 428~ 4[d]
EUESU-4-MIWERSD
1= IR

'H NMR (400 MHz, D,0) & 8.37

(s, 1H), 7.37 (dd. J = 6.2, 9.2, 1H),

7.16 — 7.08 {m, 1H), 5.24 (t, J =
79, 1H), 449 (d, J = 9.1, 1H),
425-413 (m, 1H), 411 - 3.99
(m, 1H), 3.85 - 3.66 (m, J = 19.2,
3H), 3.64 - 3.28 (m, 4H), 2.23 -
213 {m, 1H), 2.08 - 1.96 (m, J =
13.2, 1H), 1,93 — 1,71 (m, 4H),
1.37 (s, 3H), 1.31 (s, 3H), 1.20 (d,
J =59 3H),098(d, J=70, 3H)

135

Cl E j

(R-5-((S)-1-(4-»Oa7x
= N)-2-{4-{((5R, 7R~ 7k
ROX$-5-AFjL-6,7-2
ErFO-5H-L42aR24[d]
EUSOU-4-4ILERTD
- L)-2-F XY ITF
weEaysu-2-F

'H NMR (400 MHz, CDCI,) &
8.50 (s, 1H), 7.37 (d, J = 8.4, 2H),
722 (d, J = 8.5, 2H), 6.15 (s, TH),
508 (t, J=17.1,1H), 425 - 4.13
{m, 1H), 3.88 - 3.75 {m, 2H), 3.69

- 3.53 (m, J = 9.6, 3H), 3.50 -
329 (m, J = 16.3, 4H), 3.20 (br s,

1H), 3.15 ~ 3.05 (m, 1H), 2.32 (dd,

J=171,164, 2H), 215(dd, J =
50,120, 2H), 1.98 - 1.83 (m, J =
9.1, 1H), 1.81 — 1.67 (m, 1H), 1.14

(d. J=170,3H)

136

(Sy-5-((S)-1-(4-~007x
ZIL)-2-4(5R7R-7-E
RO -5-AFJL-6,7-2
EFO-5H-904[d]
EUSUU-4-4IIERSD
- JL)-2-F YT F
weEaysu-2-F

'H NMR (400 MHz, CDCI,) &
8.49 (s, 1H), 7.37 (d, J = 8.4, 2H),
7.23 (d, J =84, 2H), 5.95 (s, TH),
5.07 (t, J= 7.1, 1H), 4.35 - 4.20
(m, 1H), 3.86 (d, J = 9.9, 2H), 3.68
(d J=58, 1H}, 3.65 - 351 (m, J

=143, 2H),348-329 (m, J =

12.8, 4H), 3.13 ~ 3.08 (m, TH),
299 (s, 1H), 2.44 - 2.33 (m, 1H),

2.22 - 2.06 {m, 3H), 1.94 - 1.68

(m, 2H), 1.13(d, J =70, 3H)
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ooogood
'H NMR (400 MHz, D,0) & 8.45
/ <NH (S)-2-(Sy-55-CAFILE | (s, 1H), 7.46 (d, J = 8.7 Hz, 2H),
- Oy -2-4L)-1-(4- | 7.38 (d, J = 8.4 Hz, 2H), 531 (t, J
0 (5R,7R)-71-EFB3-5- | = 7.7 Hz, 1H), 4.40 -4.38 (m, 1H),
137 FiCy N AFIL-67-CERD-5H-3 | 4.30 - 4.16 (m, 2H), 3.95 — 3.85
[ j SOV AdEYI P-4 | {m, 2H), 3.70 — 3.55 (m, 6H), 3.26
\ LIVERSSU—1-4 )~ | - 315 (m, 1H), 2.28 - 2.22 (m,
| “jl 2-{4~(F)TNFBARFED) | 1H), 215 - 2,09 (m, TH), 1.95 -
TN TI=I)TRI 1.85 (m, 4H), 1.47 (s, 3H), 1.42 (s,
HO 3H), 1.05 (d, J = 7.0 Hz, 3H)
'H NMR (400 MHz, D,0) & 8.46
Y (S)-2-(S)-55-TAFIE | (s, TH), 752 (5. 1H), 7.37 (d, J =
., _NH OyYSo-2-A L)-2~(3-7 | 108 Hz, 1H), 7.26 (d, J = 8.6 Hz,
E o LAO-4(F)ZILFTAR | 1H), 531 (t, J = 7.7 Hz, 1H), 4.42
- ; FNTT= 14~ - 439 (m, 1H), 4.30 ~ 4.15 (m,
138 e [ j ((5R,7R)-7-ERFDO%F -5~ | 2H), 3.97 - 3.87 (m, 2H), 3.77 -
N AFIL-6,7-DERB-5H-3 | 351 (m, TH), 3.39 - 3.27 (m, 1H),
b\/ﬁl 2aRVAdIEYS D -4- | 228 - 2.22 (m, TH), 215 - 2.09
AT MRS -AIT | (m, 1H), 198 - 184 (m, 4H), 1.47
HO B/ (s, 3H), 1.42 (s, 3H), 1.06 (d, J =
7.0 Hz, 3H)
1
/AgH (Sy-2-(5-ToEFAoz | T NMR (400 MHz D,0) & 850
. | (s, 1H), 7.08 (d, J = 3.8 Hz, 1H),
2 2o JU)-2-((S)-5,5- ~
3 o Rt 6.94 (d, J =38 Hz, 1H), 5.36 (t, J
Br AFNEQYD-2-AI) |
N k = 7.9 Hz, 1H), 4.27 - 4.20 (m, 2H),
N 1-(4-{(5RTR-7-EFO%
139 [ ] . e 4,05 ~ 3.95 (m, 2H), 3.83 — 3.46
N 25T N6 R 8H), 2.33 - 227 (m, TH), 2.16
SH-LanRuLAadlEyss | T 0 : i
SN g on - 2,05 (m, 2H), 2.02 — 1.86 (m,
| J A JNEARDZD -
Ny Py 3H), 1.46 (s, 3H), 1.41 (s, 3H),
HO 111 (d, J = 7.0 Hz, 3H}
/ (NH (S)-2~(5-400F#47x | 'H NMR (400 MHz, D,0) & 8.54
' 2= L)-2-(8)55-L | (s, 1H), 6.98 (d, J = 3.8 Hz, 1H),
a7 © AFLEOYS-2-4JL)- | 6.94 (d, J = 3.8 Hz, 1H), 540 (t, J
140 N 1-(4«(5RTR-7-EKOZ* | = 7.9 Hz, 1H), 4.35 — 4.21 (m, 2H),
[Nj L5k F JL-67-CERBE~ | 411 -3.95 (m, 2H), 3.87 ~ 3.46
I SH-27ARAEIEYSY | (m, 8H), 2.36 - 2.31 (m, TH), 2.23
| j’ A JLEARST-1- | - 1.89 (m, 5H), 1.49 (s, 3H), 1.44
g N AN)THI (s, 3H), 1.14 (d, J = 7.0 Hz, 3H)
t,, NH (S)"Z"((S)"5,5"§)"T‘)E/E
‘ OYo2-2-4 L)-1-{4~
O (R, TR)-T-EF B%$-5~
141 HN N AFIL-87-CERDO-5H-S, | LC/MS, {RIFER = 2.42 4,
[N] SO0REEYED -4 (APCI+) m/z = 489 [M+H]+
N TIVERTD-1-1 )~
| /)N 2-(1H-A 2 F = JL-3~1 JL)
- N IH/
HO
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