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@BR-1-vonJdadi-6-[2,3-v 007
T2 ATFIIA-F X Y-1-F F-3a- T Y-3-
AVEhILR B

21

@BR-T-vo207o-6-[(1-FTFI) A
FANIA-FF Y- 1-FF 32T H-3-4 VH Y
HIRFHIF
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22

{BR-T-on7ari-6-[{1I-FZF i) A
FIL]A4-FFV-1-FF-3a-F7H-3-4 5=
WHT2ZWARKRZWT S /)RILLTILT
EF

23

@BR-T-4 v FOEL-6-[(1-FTFI) *F
W]-4-F %V -1-F7-3a-FHF-3-4 582 h
LR 8

24

BR-T-vooJabf-6-4 F)I-4-FF%Y
~1-FF-3a-FH-3-4 L& HILK Bk

25

@BRA-6-[(-20BAZ =)L) AFI]-T-V%
aJavi-4-FFY-1-FF7-3a7H-3-1
bR g

26

{BR-1-o 07O -6-[(-F TFI) A
FN]-A-FFV)-1-FF3aF -1 5=
WHAFILANWKRZILTE/)RILLTILTE
K

27

\S

| N\i
o OH

e}

@BR-T-vonJdaobi-4-#xv-6-[(m 1)
W) AF L] 1-FP-3a-FHF-3-4 &AL
B

'H NMR (400 MHz. DMSO-d6) : & =7.23-7.19 (m. 1H}. 7.06-7.00 (m, 3H).
5.73 (s, TH), 5.36 (dd, TH, J=1.6, 9.2 Hz). 3.93 (ABg. 2H. J=18.2
Hz) . 3.77 (dd. H, J=9.2 Hz. 12 Hz). 3.50 (dd. 1H, J=1.6 Hz, 11.6
Hz). 2.28 (s. 3H). 1.46-1.39 (m, 1H), 0.95-0.82 (m, 2H). 0.65-0.60 (m,

1H). 0.59-0.49 (m. 1H) ppm.

28

H;C

BR-T-4 v FadN-4-FFv-6-12-(r
JIW)TFII]-1-F F7-3a~-FF-3-4 o Fvh
LR B

29

T-(-A FIL-1HA 2 F—I-3-1 ) -6-[(1-
FIFILAZXTV)AFNI]IAFXY-1-FF
~3a-FH-3-4 L E VALK B
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30

BRA-6~-[W-TBFE-1-FTFII) *FI]-T-
oo n-4-F&FV-1-FF-3a-FHF-3-
A B HILER R

31

a7 n-6-[(-+27F ) AF
W-1-FF7-3a-FH-4-A 58w

32

@BR-T-vr o il-5-(EROox AF
W=6-[ -+ TFI) AFIL]I-4-FFV-1-F
F-3a-FY-3-4 L F AR

33

@BH-3-7z/-1-LonFaon-6-[{1-+
TFIL) AFII]-1-FF-3a-FH-d-4 4/

Ly

-

34

@ERIN-T-H 7o N-6-[(1-4 2 F L)
AFRI4HFFU-2-7x 2 )-1-FF-3a-F
Y3 A o h IR

35

283R-1- 2070 N-2-4A XY
~6-[(1-F TF L) AFNL]I-4+FFV-1-FF
“3a-FH-3-4 H ALK B

36

- 07ab-4-FFU-6-{m-{+Y 2L
AOAFI)Y T T ZI]AFI)-1-FF-3a-7F
H3ef E VALK B

HNMR (400 MHz, DMSO-d6) : & =13.37 (br s, 1H), 7.65-7.52 (m, 4H). 5. 71

(s, TH). 5.39 (dd. J=1.8.
=9.2. 11.9 Hz. TH). 3.50

9.1 Hz, 1H). 4.16-4.04 (m, 2H). 3.78 (dd. J
(dd. J=1.8, 11.9 Hz. 1H). 1.45-1.36 (m,

tH), 0.95-0.83 (m, 2H), 0.68-0.59 (m. 1H). 0.57-0.48 (m. 1H) ppm. HRMS
(ESI+) (m/z) : CygHpFNOS (22T [MHH]+ETEfE, 396. 0876 ; =i{E.

396. 0869

37

O N/
;Pg @
ODOHIH

=B F7OEN-6-[(1-FITFIIL)AF
W-4-F%Y-1-F7-3a-7 -3~ 2 HLH
IRV ER 2-(2-[1-(E FOxLAF0) ol
WPERIIZFALFE/YTFNL

'H NMR (400 MHz. DMSO0-d6) :

§=7.78 (d, J=8.0 Hz, 1H). 7.74-7.64 (m,
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2Hy, 7.60-7.53 (m. 1H), 7.41-7.33 (m, 2H), 7.24-7.18 (m, 1H), 6.09 (s,
THY, 5.52 (d. J=8.4 Hz, TH). 4.35-4.11 (m, 4H)., 3.62 (d, J=11.2 Hz,
H. 3.48 (dd, J=8.4 Hz, 1H), 3.39-3.13 (m. 3H)}. 2.95-2.70 (m, 5H).
1.66-1.50 (m, 4t), 1.37-1.06 (m, 7H). 0.77-0.56 (m. 4H) ppm.

38

[T-+4op0 7o L-6-[0-F2FIL) A F
7N WI-4-F FV-1-FF-3a-FH-3-14 5=
WAV =aF/ANLERETD))RILLT
© ILFEFR

'H NMR (400 MHz, CDCI3) : & =8.48 (br s, 2H), 7.87-7.85 (m. 1H).
1.81-7.71 (m. 4H). 7.66-7.59 (m, 2H). 7.45-7.38 (m, 4H), 6.14 (s, 1H).
5.60 (d. J=8.8 Hz, 1H), 4.13 (dd. J=15.6, 49.2 Hz, 2H), 3.69 (d. J
=11.6 Hz, 1H). 3.55 (dd. J=8.8, 11.6 Hz. 1H). 1.44-1.35 (m, 1H),
0.94-0.85 (m, 2H), 0. 70-0.63 (m, 2H) ppm.

39

-yondnEn-6-18-4 +F-1-+7F
W) A F NI4T HV-1-F 7 -3a-7 Y-3-1
Fohih ok

'H NMR (400 MHz. DMSO-d6) : 6§ =13.35 (bs, 1H). 8.21 (d. 1H. J=2 Hz).
779 (d. MM, J=1.2 Hz), 7.56-7.49 (m, 2H). 7.30 (d. 1H, J=8.0
Hz),6.97 (d, TH, J=8.0 Hz). 5.32 (dd. 1H, J=1.6, 9.2 Hz). 5.23 (s,
H), 4.34.39 (d, 1H, J=17.2 Hz), 4.30 (d. TH, J=17.6 Hz), 3.98 (s,
). 3.79 (dd. 1H, J=2.8, 9.0 Hz), 3.50 (dd. 1H). J=1.6. 12 Hz),
1.76-1.70 (m, 1H), 0.98-0.86 (m, 2). 0.78-0.74 (m. 1H). 0.66-0.60 (m,
1H) ppm. HRMS (ESI+) (m/z) : CyHyNNaQ,S (2D LT D [M+ Nal+EHEE.
430.1089 ; EHE. 430. 1071

40

O N @R-T-(PAFATE/)-6-[(1-FTFNL) A
O o FII-A-FFV-1-F7-8a-FH-3-1 5>
Nﬁ 7 IR B
0 QH

e}

'H NMR (400 MHz, A&/ —)-dd) & 7.96 - 7.87 (m, 2H)., 7.84 (d, J=8.2
Hz, TH). 7.57 - 7.46 (m, 3H). 7.40 . J=6.9 Hz, TH), 5.69 (s, TH),
5.60 (d, J=8.7Hz, 1H), 4.45 (s, 2H). 3.92 (dd, J=12.0. 8.8 Hz. TH).
3.69 (d, J=12.0 Hz, 1H), 2.70 (s, 6H).

41

@BR-5~JaxE-7-vo4oJaoN-6-[(1-+7
FIV) A FIL]-A-F X Y-1-FF-3a~-F¥-3-4
UEHILR R

'HNMR (400 MHz. DMSO-d6) & =13.65 (br s, 1H). 8.28 (d. J=8.4Hz. 1H),
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7.99-7.95 (m, 1 H), 7.81 (d. J=8.2 Hz, TH), 7.68-7.56 (m, 2H). 7.39
(t. J=7.6Hz, H). 6.77 d. J=7.1Hz, 1H). 5 58 (dd. J=1.4, 9.2 Hz,
H, 4.74 {dd. J=16.1, 51.0 Hz, 2H). 3.89 (dd. J=9.2, 12.0 Hz, 1H).
3.59 (dd. J=1.7, 12.0 Hz. 1H). 1.46-1.37 (m. 1H), 0.69-0.58 (m, 2H}.
0.53-0.38 (m, 2H) ppm.
42 0 \/ o -9 070 EN-6-[(U-F2F L) A F
O S Y W11 1= Dk % -4=F % -1-F 7 -3a- 7 ¥
Ni - E IR B
0 o OH‘
'H NMR (400 MHz. CDCI3) : 8§ =13.82 (br s, 1H). B8.00-7.97 (m. 1H).
7.93-7.89 {m, 2H}, 7.57-7.51 (m, 3H). 7.41 (d., J=6.4 Hz., 1H). 5. 73
(s, 1H), 5.33 (dd, J=1.6, 8.8 Hz, 1H). 459 (ABgq, 2H, J=35 Hz).
4,16-4.04 (m, 2H), 1.89-1.82 {(m, TH), 1.24-1.19 (m, TH). 1.04-0.94 (m,
2H) . 0.82-0.73 (m. 1H) ppm. HRMS E+EL{#E : [M+H+] - 4101056 ; KRAIE :
410. 1079
43 @BR-T-> 7o -4-+%v-6-[(2,3-F
@ s LU AFL-F T Ba-TY-3-A V&
RN VH KB
o g OH
H NMR (600 MHz, MeOH-d4) : & =6.82 (t, tH, J=7.8 Hz), 6.47 (d. tH,
=7.2Hz), 6.23 (s, 1H}, 6.7 (d. 1H, J=8.4Hz), 5564 (d. tH, J=7.8).
4,48 (ABg. 2H. J=13.1 Hz). 3.81 (dd. 1H. J=9, 12 Hz). 3.59 (dd. 1H.
J=1.2_ 12 Hz) . 2.24 (s, 3K . 2.13 (s. 3H). 1.75-1.71 (m, 1H) .
1.04-1.00 (m, 1HY. 0.97-0.93 (m, 1H). 0.73-0.68 (m. 2H) ppm. HRMS %
{E M+H+:371. 1424 ; RRIE ; 317.1390
44 -9 a7doEL-6-[(I-FT7FIL)AF
L1-1-F % J-4-FFJ-1-FF7-3a-FH¥-3-4
VB UHILR B
'H NMR (400 MHz. MeOH-d4) : & =7.93-7.83 (m. 3H). 7.52-7.46 (m. 3H).
7.39 (d. 1H. J=6.4 Hz). 5.95 (s, 1H). 5.49 (bs, 1H). 4.69 (d, 1H, J
=18 Hz), 4.60 (d. 1H, J=18 Hz). 3.91 (dd. 1H, J=5.2, 13.6 Hz). 3. 79
(dd, 1H, J=7.6, 13.6 H), 2.03-1.96 (m, 1H), 1.22-1.17 (m, 2H),
1.12-1.08 (m, 1H), 0.96-0.95 (m, 1H) ppm. MS F+EI{E : [M+H+] : 3941, =
HE - 394. 2
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45

J (3R)~T-X FFL-6-[ (1~ FFI) X F)]-4-
O O\ s AFY-1-FF7-3a-FH-3-4 »F ALK

'Ni B
OOOH

'H NMR. 400 MHz. (DMSO} & 1.27 (t. J=7.0 Hz. 3H)., 3.58 (dd. J=1.8,
11.9 Hz, 1H). 3.82-4.0 (m, 3H), 4.29 (dd. J=16.8, 25.7 Hz, 2H)., 5. 34
(dd, J=1.7, 8.9Hz, 1), 5.36 (s. 1H), 7.43 (dd. J=1.1, 7.0 Hz. H).
7.47-7.57 {m, 3H), 7.85-7.99 (m. 3H).

46

@BR-1->an 7ot n-2 2-2 4 FjL-6-[(1-
FTIFI)AFN]AFF)-1-F P -3a-TFHF
3= OB ALK B

'H NMR (400 MHz, CDCI3) : § =13.50 (br s. 1H), 7.98-7.96 (m, 1H).
7.92-7.87 {m. 2H), 7.55-7.48 (m. 3H). 7.38 (d, J=6.8 Hz, 1H), 5.22
(s, 1), 4.80 (s, 1H), 4.49-4.40 (m, 2H). 1.73-1.67 (m, 1H). 1.58 (s,
3H). 1.53 (s. 3H). 0.96-0.82 (m. 2H). 0.73-0.60 (m. 2H) ppm. HRMS & &
{E : [M+H+] - 406. 1470 ; ZERIHE : 406. 1510

47

BRG-[(1-F 7 F ) A FILl14FFY
=T-(R Y 40 A F ) -1-FF-3a-F H-3-
A AR R

H NMR. 400 MHz. (DMSO) & 3.62 (dd, J=1.2, 11.9 Hz, 1H). 3.88 (dd. J
=9.2, 11.9 Hz, TH), 4.38 (s, 2H). 5. 40 (s. 1H). 5. 46 (d, J=9.2 Hz,
H . 7.39-7.42 (m. 1H) . 7.49-7.58 (m. 3H) . 7.74-7.80 (m. TH) .
7.89-7.94 (m. 1H), 7.96-8.01 (m. 1H).

48

j/ CRY-T-4A VT bFL-6-[(I-FTFI)AF
W-4-FFI-1-FF73a-FH-3-4 25> h
JLR Bk

'H NMR. 400 MHz. OOMSO) & 0.92-0.96 (m. 6H) . 1.88-1.99 (m. 1H).
3.52-3.61 (m, 2H). 3.68 (dd., J=6.4, 8.6 Hz, 1H)., 3.87 (dd, J=8.9,
11.9 Hz, 1H), 4.29 (dd. J=16.9, 23.5 Hz, 2H). 5.33 (dd. J=1.5, 8.9
Hz. 1H). 5.36 (s. 1H). 7.41-7.44 {m. 1H). 7.48-7.57 (m, 3H). 7.86-7.98
(m, 3H).

49

@BRA-1-207o0EN-6-[(2-4 FF-1-+

%S, FFN) AFL]-4-FFV-1-F 7-3a-FH-3-
N»i A F ORI

o OH

o}

'H NMR, 400 MHz, (DMSO-d6, 400 MHz) : & =13.33 (bs. 1H). 7.97 {(d. 1H,
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J=8.8 Hz). 7.92 (dd. 1H, J=1.2, 8.4 Hz). 7.69 (d, 1H, J=8.4 Hz).
7.53 (d. TH, J=9.2Hz), 7.47 (ddd. 1H. J=1.2, 6.8, 8.5Hz). 7.39-7.34
m. 1H). 5.29 (dd. 1H. J=1.6, 9.2 Hz). 4.94 (s. 1H). 4.42 (d. 1H. J
=18 Hz). 4.33 (d. 1H, J=18Hz) . 3.91 (s. 3H), 3.79 (dd, TH, J=2.8,
9.2 Hz). 3.49 (dd. 1H, J=1.6, 11.6 Hz). 1.91-1.85 (m, 1H). 1.09-0.97
(m, 2H). 0.83-0.78 (m, iH). 0.73-0.67 (m, 1H) ppm.
50 @BRI-T-(o20JabEiLX FF)-6-[(1-F 10
S TFI) AFL]-FFV-1-F7-3a-T7 -3~
g '\Ni A B LR B
Q o OH
'H NMR. 400 MHz. (DMSO) & 0.24-0.30 (m. 2H). 0.51-0.57 (m. 2H).
1.11-1.24 (m, 1H). 3.57 (dd. J=1.7, 11.9Hz, 1H). 3.71 (dABg. J=7.2,
14.5 Hz, 2H). 3.87 (dd. J=8.9, 11.9 Hz, 1H), 4.31 (dd. J=16.6, 28.4
Hz, 2H). 5.31-5.35 (m. 2H). 7.41-7.45 (m. 1H). 7.47-7.57 (m. 3.
7.85-7.99 (m. 3H).
B | -0 0 FAEN-6-[2-A FA-A-FHF2HK|
HN A S-1H-4 T & -5=A JL) A FIL]-4-F F-1-F
T N\im F-3a-FH-3-4 F o h IR 8
o]
52 ; -9 n7ogi-6-12- A FI)L-1-7 F-2-K
&l F-MH-+ 7 8-5-4 LA F ) A FL]-4-4F
V-A-FFP-3a-7H-3-14 v E ALK
30
53 -4 a7adL-6-[(2-A FN-1-7H¥-2-K
S-1H-+ 75 -8-1 L) A FIL]-4-FF-1-F
7-3a-FH-3-14 H o h KRB
54 -9 070 -6~ 22 F)-1-7 H-2-R
T-H-F T F-8-ALF F L) A FI]-4-FF*
Y-1-F7-3a-FH-3-4 & U h LR B
40
ooOoooao
Ooooao
AR)-2-(0ODOO0DO0000O)A 21,3-00000-4-000000000
Ooo000oao
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5060 00 2.00000)002-0000000-1-0000-1-000000000 (3680
002,20000)000CH,CIL,(200 L)00000RTOOOOOEL,NIOOODOODODDO
0000000000000 ORTO180 0000000 OCH,ClL,O00 00 O O NaHCOz(sat
aq0 100 )0 0000000000000 00O0CH,CIL,L000000000000000
00000(Eay,S0,)00000000000000587000000000000000
000000000 (Biotage 500 0 0 OO OO 10-30% EtOAC)D 00 OO0 DO OO0 O O 324
00 (8%)0 000000000000 M NMR (600 MHzO CHCIZ)O & O 7.35 (mO 5H)O
5.24 (ddO J=12.60 22.8 HzO 2H)O 5.10 (mO 1H)O 3.53 (mO 2H)O 2.46 (mO 2H)D 0.98 (
mO 1H)D 0.57 (mO 2H)O 0.22 (md 2H)O
Do0o0o0Q0
05-{1-00000-2-[m(000000000)0000]J000003%-2,2-0000-1,3
-00000-4,6-000
Doooao

C
—

F

1 PN

03-(000000000)00000 (1.22006.00000)0000000 (90800
06.30000)00DMAP (7700 0 06.30 000 )0CHCL,(200 )0 DO 0000000
000O00DODCC(CH,ClL,O0IMD 7.80 L0 7.80 0 00)0000000000000000
00000000000 ORTOODODOOOKHSO,(6% ag. 120 L) 00000000000
00000000000 0KHS0,(6% ag. 5x200 L)O H,0 (200 L)O 0 0 0 0 (200 L)O O
000000 Way,S0,)0 000 00000000000000000CHCL, 000000
000000000000000000000002.03000000000000000
000001000 0000000000000000000000000000000

1H NMR (400 MHzO CHCl5)O & O 15.37 (br sO 1H)O 7.67-7.62 (mO 1H)O 7.61-7.53 (mO
2H)O 7.48-7.42 (md 1H)O 4.48 (sO 2H)O 1.73 (sO 6H)

DO0o0o0a0
O@R)-7-0000000-4-000-6-{[m-(000000000)I000]0003-1-0
0-3a-00-3-0000000000000

Doooao

OTFA (84p LO0.110000)I00 (QR)-2-(0 00000000 0)A2-1,3-00000 -4
-000000000(@510000.550000)005-{1-00000-2-[m-(0O00000
000)0O000]000003-2,2-0000-1,3-00000-4,6-000 (54300 0 1.65
O0O0D0)IDCE(IS0 L) 00000000 OMODOD12000 0000000000000
00 ORTO OO O OCH,CI,(400 L)O 0 000 OO O NaHCOz(sat agd 50 L)O O H,0 (50 L
Y OOODOODDOODOOOOOOOOOCHCIL,@BXx150L)000000000000000
00 (NayS0,)0 0000000005860 000000000000000000000
0 (0 O O Biotage 500 0 0 O O O O 30-85% EtOAcO O O O 10g Biotage) D 0 0 OO0 OO
0000000006900 (%O D OIO0O0OD00O00O0O00D0OO0IH NMR (600 MHzO CH
Clz)0 38 7.49 (mO 1H)O 7.45 (mO 1H)O 7.40 (mO 1H)O 7.34-7.29 (mO 6H)O 5.99 (sO 1
H)O 5.64 (ddO 1.80 8.4 HzO 1H)O 5.22 (ddd 120 19 HzO 2H)O 4.07 (dO 15.6HzO 1H)O
3.98 (dO 16HzO 1H)O 3.63 (ddO 9.00 12.0 HzO 1H)O 3.47 (ddO 20 12 HzO 1H)O 1.36 (
mO 1H)O 0.92 (mO 1H)O 0.85 (mO 1H)D 0.62 (MO 2H) ppmO
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O@R)-7-0000000-4-000-6-{[m-(000000000)I000]0003}-1-0
0-3a-00-3-000000000000
Doooo

e F
F i S
Ni
y
o o)
o

TH NMR (400 MHzO CHCIZ)O & 7.48-7.52 (mO 1H)O 7.35-7.46 (mO 3H)O 5.99-6.01 (m ,
1H)O 5.61 (ddO JO 2.30 8.6 HzO 1H)O 4.09 (dO JO 16.0 HzO 1H)O 3.99 (dO JO 16.0 H
zO 1H)O 3.80 (sO 3H)O 3.66 (ddd JO 8.60 11.6 HzO 1H)O 3.50 (ddO JO 2.30 11.6 Hz
0 1H)O 1.33-1.42 (mO 1H)O 0.83-0.97 (md 2H)O 0.60-0.70 (MmO 2H)O

000000

0ooao

0000000000000 O00O0O00O0O000O000O0000

00001050 0000DMSO0 0 0000000000000 ON0O0DON0NOoOoooon
000000000000 0O000O000O00000O0O010 microMd 25 microMd 50 mic
roMD 0000100 microMD D0 000000000000 O0O00O0O00O0O0OO0OO
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ugboooooooboobpMoobOOobDOoOOoooOooOOobOOoDbOoOOOoOOobOOoDbDOnnD
uboobooooobobobooboooboboabada

oooooao
gboobooooooobgobobobooooboboboboobooooboobobobao
ugbobooooobooboboboboooobobobobobooobooboobobMy

cobacterium tuberculosis Erdman0 00 00D 00000 ODOODOODODOODO (HiMedia

laboratoriesD D 0D 000 )01:1000 0000000000 co,0O0D0DODOO0O0O0O0
gboobooooobooboboboboooobooboobobobooooobobobl
Y 0] A A A A N N e |
gsoioooooobOoooobooocooobOooooboboOooooDoobMsocobOOd
oooooDoOoO0oO0ooOoooooooDoOoOoooOoOMbOCOODODDOODVMSOO OO0O
ugbobooooobooboboobooonb

oooooao
gboobooooooobgoboboboooobobobobobooobooeebobO
oooboowsoboobooooobooooooooooobooooooboooOoobooboon
ooooboooooobOoooooboooooo.swooooboooooobooooobooo
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