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Example

Structure

NMR

MS

M+H

M-H

Stereochemistry
of AUX-H

CH,
HC

(400 MHz, CDCI13) 0.36 - 0.55
(m, 2H), 0.76 - 0.92 (m, 2H),
0.86 (d, J=6.68Hz, 6H), 1.29 -
1.45 (m, 3H), 1.47 - 1.61 (m,
1H), 1.85 - 2.05 (m, 2H), 2.08
(s, 3H), 2.25 (s, 3H), 2.28 -
2.43 (m, 3H), 2.71 (dd,
J=15.20, 8.40Hz. 1H), 2.87
(dd, J=15.20, 4.40Hz, 1H),
2.97 (dd, J=14.00, 4.80Hz,
1H), 3.06 (dd, J=14.00,
8.20Hz, 1H), 3.41 - 3.57 (m,
1H), 3.89 - 4.02 (m, 1H), 6.90
-6.99 (m, 2H), 7.49 (dd,
J=8.40, 2.40Hz, 1H), 7.81
(brs, 1H)

451

(8)

CH,
H,C

OH

(400 MHz, DMSO-d6) 0.80 -
0.88 {(m, 1H), 0.85 (d,
J=6.45Hz, 7H), 1.10 (d,
J=7.25Hz, 2H). 1.90 (s, 1H).
2.00 - 2.08 (m, 1H), 2.12 (d,
J=2.42Hz, 3H), 2.24 (s, 3H),
2.77 (d, J=6.85Hz, 2H), 2.99
(d, J=3.63Hz, 3H), 3.40 - 3.80
{m, 7H), 6.79 (s, 1H), 6.98 (d,
J=10.07Hz, 1H), 7.03 (s, 1H),
7.26 (s, 1H), 8.69 (s, 1H)

467

465

(R)

CH,
H,C

(400 MHz, DMSO-d6) 0.47 (t,

2H), 0.85 (q, J=3.49Hz, 6H),
1.30 (t, J=6.85Hz, 2H), 1.45
{t, J=5.64Hz, 1H), 1.51 (dd,
J=13.30, 6.85Mz, 1H), 1.82 (t,
J=8.27Hz, 2H), 2.08 (s, 3H),
2.37 (dt, J=19.61, 6.45Hz,
3H), 2.69 (did, J=49.36,
16.92, 7.32Hz, 4H), 3.53 (¢,
J=8.66Hz, 1H), 3.77 (t,
J=7.25Hz, 1H), 7.18 (dd,
J=8.66, 2.22Hz, 1H), 7.27 (d,
J=2.01Hz, 1H), 7.35 (d,
J=8.46Hz, 1H), 9.35 (s, 1H),
12.21 (s, 1H)

J=4.43Hz, 2H), 0.77 - 0.82 (m,

473

471

(8)

{400 MHz, CDCI3) 0.46 (d,
J=14.91Hz, 2H), 0.87 (d,
J=8.87Hz, 2H), 1.38 (d,
J=12.88Hz, 5H), 1.47 (s, 4H),
1.58 (d, J=5.24Hz, 2H), 2.05
(ddd, J=28.51, 16.62, 7.35Hz,
8H), 2.26 (s, 3H), 2.76 (t,
J=7.86Hz, 1H), 2.97 (ddd,
J=37.68, 20.75, 8.46Hz, 3H),
3.61 (t, J=9.07Hz, 1H), 3.94
{s. 1H), 6.98 (d, J=15.72Hz,
2H), 7.52 (t, J=4.43Hz, 1H),
7.73 (s, 1H)

465

463

(8)




Fig. 2
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Example

Structure

NMR

MS

Stereochemistry

M+H

of AUX-H

HC

CH,

(400 MHz, CDCI3) 0.41 - 0.46
(m, 2H), 0.86 (d, J=6.80Hz,
6H), 1.30 - 1.33 (m, 3H), 1.49
- 1.56 (m, 1H), 1.88 - 1.89 (m,
3H), 2.16 (s, 3H), 2.29 - 2.38
(m, 3H). 2.65 - 2.72 (m, 2H),
2.85 - 2.86 (m, 2H), 3.07 -
3.13 (m, 1H), 3.44 - 3.50 (m,
1H), 3.88 - 3.95 (m, 1H), 7.03
(dd, J=8.00Hz, 1H), 7.15 (d,
J=8.00Hz, 1H), 7.50 (d.
J=8.00Hz, 1H), 8.18 (s, 1H)

471

(s)

H,C

CH,

(400 MHz, DMSOC-d6) 0.38 -
0.56 (m, 2H), 0.74 - 0.90 (m,
2H), 0.85 (d, J=6.40Hz, 6H),
1.27 - 1.35 (m, 2H), 1.45 -
1.58 (m, 2H), 1.76 - 1.82 {m,
2H), 2.07 (s, 3H), 2.23 (s,

 3H), 2.28 - 2.45 (m, 3H), 2.78

(dd. J=15.20, 6.40Hz, 1H),
2.88 (dd, J=15.20, 8.00Hz,
1H), 3.49 - 3.61 (m, 1H), 4.36
- 4.35 (m, 1H), 6.93 (d,
J=8.00Hz, 1H), 6.98 (s, 1H).
7.26 (d, J=8.00Hz, 1H), 8.55
(s. 1H)

468 | 466

without using
AUX-H

H,C

CH,

(400 MHz, CDCI3) 0.38 - 0.57
(m, 2H), 0.77 - 0.82 (m, 2H),
0.87 (d. J=6.80Hz, 6H), 1.27 -
1.45 (m, 3H), 1.47 - 1.62 (m,
1H), 1.84 - 2.05 (m, 2H), 2.12
(s, 3H), 2,30 - 2.44 (m, 3H),
2.74 (dd, J=15.20, 8.00Hz, -
1H), 2.88 (dd, J=15.20,
5.20Hz, 1H), 2.87 (dd,
J=14.00, 5.20Hz, 1H), 3.08
(dd, J=14.00, 9.20Hz, 1H),
3.44 - 3.57 (m, 1H), 3.91 -
4.03 (m, 1H), 6.81 - 6.89 (m,
2H). 7.49 - 7.58 (m, 1H), 7.87
(s, 1H)

457 | 455

(S)

A-8

(400 MHz, DMSO-d6) 0.41 -
0.48 (m, 1H), 0.54 - 0.81 (m,
1H), 0.77 - 0.89 (m, BH), 1.26
- 1.35 (m, 2H), 1.47 - 1.57 (m,
2H), 1.83 - 1.90 (m, 2H), 2.04
(s. 3H), 2.22 (s, 3H), 2.30 -
2.48 (m, 3H), 2.91 (dd,
J=14.96, 6.38Hz, 1H), 3.12
(dd, J=15.07, 7.88Hz, 1H),
3.52 - 3,58 (m, 1H), 3.89 (d,
J=16.00Hz. 1H), 4.00 (d,
J=16.23Hz, 1H), 5.12 (t,
J=7.07Hz, 1H), 6.82 (d,
J=8.58Hz, 1H), 6.98 (s, 1H),
7.13 (d, J=8.12Hz, 1H), 9.59
(s, 1H), 12.64 (s, 1H)

469 | 467

without using
AUX-H




Fig. 3
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Example

Structure

NMR

MS

M-H

‘Stereochemistry
of AUX-H

CH,

(400 MHz, DMS0-d6) 0.40 -
0.61 (m, 2H), 0.76 - 0.89 (m,
2H), 0.88 (d, J=6.40Hz, 6H),
1.27 - 1.34 (m, 2H), 1.38 -
1.58 (m, 2H), 1.76 - 1.91 (m,
2H), 1.95 (s, 3H), 2.22 (s,
3H), 2.30 - 2.47 (m, 4H), 3.52
- 3.65 (m, 1H), 3.86 (brs, 2H),
4.87 - 5.00 (m, 1H), 6.93 (d,
J=8.00Hz, 1H), 6.98 (s, 1H),
7.08 (d, J=8.00Hz, 1H), 8.61
(s, 1H)

468 | 466

without using
AUX-H

H,C CH,
H,C

(400 MHKz,CDCI3) 0.48 (m,
1H), 0.54 - 0.81 (m, 1H), 0.88
(s, 8H), 0.84 - 0.83 (m, 2H),
1.20 - 1.27 (m, 2H), 1.41 -
1.47 (m, 1H), 1.62 (tt, J=8.18,
4.52Hz, 2H), 2.13 (s, 3H),
2.28 (s, 3H), 2.71 (dt,
J=25.43, 7.71Hz, 3H), 2.99
(ddt, J=50.24, 25.35, 8.46Hz,

3H), 3.97 (dd, J=8.46, 4.9%Hz,

1H), 6.96 (d, J=4.87Hz, 2H),
7.2 (m, 1H), 7.83 (s, 1H)

441 | 439

(S)

(400 MHz, CDCI3) 0.47 (dt,

J=19.07, 7.76Hz, 2H), 0.87 (s,

12H), 1.38 (d, J=5.64Hz, 2H),
2.00 (dd, J=25.58, 10.28Hz,
2H), 2.11 (s. 3H), 2.26 (s,
3H), 2.39 (dd, J=13.70,
8.06Hz, 3H), 2.75 (dd,
J=14.71, 8.26Hz, 1H), 2.88 -
3.03 (m, 3H), 3.50 (d,
J=9.67Hz, 1H), 3.94 (s, 1H),
6.98 (d, J=16.12Hz, 2H), 7.51
(d, J=7.66Hz, 1H), 7.71 (s,
1H)

467 | 465

(s)

A-12

CH.

CH,

(400 MHz. CDCI3) 0.31 - 0.40
(m, 1H), 0.44 - 0.53 (m, 1H),
0.79 - 0.91 (m, 8H), 1.30 -
1.38 (m, 2H), 1.39 - 1.93 (m,
8H), 1.97 - 2.07 (m, 1H), 2.02
(s, 3H), 2.25 (s, 3H), 2.30 -
2.44 (m, 4H), 2.71 - 2.80 (m,
1H), 2.92 - 3.02 (m, 1H), 3.45

-3.62 (m, 2H), .82 - 6.97 (m,

2H), 7.43 (d, J=8.82Hz, 1H),
7.51 (s, 1H)

481 | 479

(R)
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Example

Structure

NMR

MS

M+H | M-H

Stereochemistry
of AUX-H

H,C

CH,

(@00 MHz, CDCI3) 0.30 (ad,
J=0.81, 4.96Hz, 1H), 0.53 (dd,
J=0.92, 4.85Hz, 1H), 0.80 -
0.85 (m, 2H), 0.87 (dd,
J=13.23, 8.62Hz, 6H), 1.18
(td, J=8.82, 4.34Hz, 1H), 1.36
(t, J=6.62Hz, 2H), 1.52 - 1.58
(m, 1H), 1.91 (d, J=9.48Hz,
1H), 2.03 - 2.06 (m, 1H), 2.04
(brs, 3H), 2.23 (s, 3H), 2.37
(td, J=14.00, 7.13Hz, 3H),
2.78 (dd, J=13.89, 4.41Hz,
1H), 2.99 - 3.06 (m, 2H), 3.15
(dd, J=13.34, 6.51Hz, 1H),
3.50 (dd, J=18.31, 8.38Hz,
1H), 3.95 (dd, J=11.14,
4.96Hz, 1H), 6.92 - 6.94 (m,
2H), 7.13 (d, J=8.16Hz, 2H),
7.41 (d, J=8.38Hz, 1H), 7.86
(brs, 1H), 7.91 (d, J=8.16Hz,
2H)

529 | 527

(8)

H,C

cH,

(400 MHz, DMSO-d6) 0.41 -
0.52 {m, 2H), 0.74 - 0.83 (m,
2H), 0.85 (d, J=6.80Hz, 6H),
1.27 - 1.35 (m, 2H), 1.38 -
1.87 (m, 2H), 1.75 - 1.93 (m,
2H), 1.88 (s, 3H), 2.27 - 2.42
{m, 3H), 2.56 - 2.69 (m, 2H),
2.69 - 2.83 (m, 2H), 3.47 -
3.60 (m, 1H), 3.68 - 3.83 (m,
1H), 3.76 (s, 3H). 6.78 (d,
J=8.00Hz, 1H), 6.86 (d,
J=8.00Hz, 1H), 7.08 (dd,
J=8.00, 8.00Hz, 1H), 9.33 (s,
1H), 12.19 (brs, 1H)

469 | 467

(s)

H,C

CH,

(400 MHz, DMSO-d6) 0.38 -
0.51 {m, 2H), 0.72 - 0.81 (m,
2H), 0.85 (d, J=6.40Hz, 6H),
1.26 - 1.34 (m, 2H), 1.37 -
1.47 (m, 1H), 1.47 - 1.58 (m,
1H), 1.76 - 1.88 (m. 2H), 2.27
(s, 3H), 2.31 - 2.42 (m, 3H),
2.42 -'2.62 (m, 3H), 2.67 (dd,
J=16.00, 8.80Hz, 1H), 3.47 -
3.59 (m, 1H), 3.66 - 3.79 (m,
1H), 3.75 (s, 3H), 4.13 (t,
J=8.00Hz, 2H), 6.65 (d,
J=8.00Hz, 1H), 6.77 (s, 1H),
6.89 (d, J=8.00Hz, 1H), 8.14
(t, J=6.00Hz, 1H), 12.14 (brs,
1H)

483 | 481

(8)

H,C

CH,

(400 MHz, DMSO-d6) 0.44 -
0.49 (m, 2H). 0.79 (ddd,
J=9.22, 5.16, 3.07Hz, 2H),
0.85 (d, J=6.49Hz, 6H), 1.30
(dd, J=6.72, 6.72Hz, 2H), 1.39
- 1.47 (m, 1H), 1.51 (t,
J=6.72Hz, 1H), 1.79 - 1.87 (m,
2H), 2.27 (s, 3H), 2.29 - 2.43
(m, 3H), 2.66 - 2.75 (m, 4H),
3.53 (dt, J=20.41, 6.96Hz,
1H), 3.71 - 3.80 (m, 1H), 7.10
(dd, J=8.58, 1.39Hz, 1H). 7.28
(s, 1H), 7.45 (d, J=8.12Hz,
1H), 6.47 (s, 1H), 12.22 (brs,
1H)

473 | 471

(8)
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Example

Structure

NMR

MS

M~-H

Stereochemistry
of AUX-H

H,C

CH

(400 MHz, DMS0-d86) 0.47 -
0.48 (m, 2H), 0.78 - 0.81 (m.
2H), 0.85 (d, J=6.72Hz. BH),

1.30 (dd, J=6.84, 6.84Hz, 2H),

1.40 - 1.55 (m, 2H), 1.77 -
1.88 (m, 2H), 2.02 (s, 3H),
2.22 (s, 3H), 2.30 - 2.42 (m,
3H), 2.57 - 2.79 (m, 4H), 3.51
- 3.56 (m, 1H), 3.73 - 3.81 (m,
1H), 6.87 (d, J=8.81Hz, 1H),
7.04 (d, J=7.88Hz, 1H), 7.11
(s, 1H), 9.26 (s, 1H), 12.23
(brs, 1H)

453

451

(8)

A-18

H,C

H,C

(400 MHz, DMSO-d6) 0.43 -
0.52 (m, 2H), 0.76 - 0.82 (m,
2H), 0.85 (d. J=6.72Hz, 6H),
0.87 (s, 3H), 1.04 - 1.12 (m,
2H), 1.34 - 1.42 (m, 2H), 1.43
- 1.54 (m, 2H), 1.76 - 1.86 (m,
2H), 2.21 - 2.24 (m, 1H), 2.22
(s, 3H), 2.31 - 2.41 (m, 2H),
2.57 - 2.68 (m, 2H), 2.69 -
2.79 (m, 2H), 3.48 - 3.57 (m,
1H), 3.73 - 3.80 (m, 1H), 6.92
(8, J=8.35Hz, 1H), 6.98 (s,
1H), 7.13 (d, J=8.12Hz, 1H),
9.23 (s, 1H), 12.21 (brs, 1H)

467

465

(s)

CH
H,C

(400 MHz, CDCI3) 0.35 - 0.38
(m, 1H), 0.45 - 0.51 (m, 1H),
0.79 - 0.90 (m, 8H), 1.32 -
1.37 (m, 3H), 1.41 - 1.43 (m,
2H), 1.52 - 1.58 (m, 1H), 1.63
- 2.00 (m, 5H), 2.03 (s, 3H),
2.26 (s, 3H), 2.34 - 2.40 (m,
8H), 2.72 (dd, J=13.57,
4.52Hz, 1H), 2.96 (dd,
J=13.68, 10.67Hz, 1H), 3.47 -
3.58 (m, 2H), 6.92 - 6.98 (m,
2H), 7.43 - 7.52 (m, 2H)

495

493

(R)

(400 MHz, DMSO-d6) 0.44 -
0.50 (m, 2H), 0.76 -.0.81 (m,
11H), 1.19 (q, J=7.50Hz, 2H),
1.32 (d, J=6.03Hz, 2H), 1.41 -
1.48 (m, 1H), 1.79 - 1.91 (m,
2H), 2.02 (s, 3H), 2.22 (s,
3H), 2.32 - 2.42 (m, 3H), 2.58

- 2.66 (m, 2H), 2.70 - 2.78 (m,

2H), 3.51 - 3.56 (m, 1H), 3.73
- 3.80 (m, 1H), 6.92 (d,
J=8.12Hz, 1H), 6.97 (s, 1H),
7.13 (d, J=8.12Hz, 1H), 9.22
(s, 1H), 12.20 (brs, 1H)

481

479

(8)




Fig. 6
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Example

Structure

NMR

MS

M+H

M-H

Stereochemistry
of AUX-H

(400 MHz, CDCI3) 0.43 - 0.54
(m, 2H), 0.84 - 0.92 (m, 11H),
1.04 - 1.11 (m, 2H), 1.23 -
1.30 (m, 1H), 1.35 - 1.44 (m,
2H), 1.88 - 2.00 (m, 2H), 2.13
(s, 3H), 2.15 - 2.24 (m, 1H),
2.28 (s, 3H), 2.31 - 2.43 (m,
2H). 2.77 (dd, J=15.31,
8.12Hz, 1H), 2.89 - 2.99 (m,
2H), 3.04 (dd, J=14.03,
8.70Hz, 1H), 3.46 - 3.56 (m,
1H), 3.62 - 3.99 (m, 1H), 6.96
- 7.00 (m, 2H), 7.53 (d,
J=B.58Hz, 1H), 7.6B (s, 1H)

481

479

(8)

H,C

CH,

{400 MHz, DMSO-d6) 0.43 -
0.53 (m, 2H), 0.75 - 0.82 (m,
2H), 0.85 (d, J=6.80Hz, 6H),
1.27 - 1.34 (m, 2H), 1.38 -
1.58 (m, 2H), 1.75 - 1.80 (m,
2H), 1.94 (s, 3H), 2.22 (s,
3H), 2.29 - 2.43 (m, 3H), 2.58
- 2.70 (m, 2H), 2.70 - 2.82 (m,
2H), 3.49 - 3.80 (m, 1H), 3.72
- 3.83 (m, 1H), 6.95 - 7.07 (m,
3H), 9.35 (s, 1H), 12.18 (brs,
1H)

453

451

(8)

CH,

(400 MHz, DMSO-d6) 0.42 -
0.52 (m, 2H), 0.76 - 0.89 (m,
2H), 0.84 (d, J=6.40Hz, 6H),
1.26 - 1.34 (m, 2H), 1.38 -
1.59 (m, 2H), 1.75 - 1.89 (m,
2H), 2.09 (s, 3H), 2.27 - 2.43
(m, 3H), 2.56 - 2.89 (m, 4H),
3.48 - 3.61 (m, 1H), 3.71 -
3.84 (m, 1H), 7.10 (dd,
J=8.40, 2.00Hz, 1H), 7.20 (d,
J=8.40Hz, 1H), 7.47 (d.
J=2.00Hz, 1H), 8.36 (s, 1H),
12.22 (brs, tH)

473

471

(8)

A-24

{400 MHz, DMS0-d6) 0.46 -
0.52 (m, 2H), 0.77 - 0.83 (m,
2H). 0.80 (d, J=6.85Hz, 6H),
1.33 - 1.40 (m, 1H), 1.42 -
1.49 (m, 1H), 1.85 - 2.14 (m,
4H), 2.02 (s, 3H), 2.22 (s,
3H), 2.31 - 2.40 (m, 1H), 2.58
- 2.67 (m, 2H), 2.70 - 2.78 (m,
2H), 3.40 - 3.49 (m, 1H), 3.73
- 3.80 (m, 1H), 6.92 (d,
J=8.06Hz, 1H), 6.98 (s, 1H),
7.13 (d, J=8.06Hz, 1H), 8.22
(s, TH), 12.21 (brs, 1H)

48]

479

(s)




Fig. 7

7 / 48

Example

Structure

NMR

Stereochemistry
of AUX-H

H,C
H,C

0
\

CH
H 3
_OLN
wY@
CH,
O

o]

{300 MHz, DMS0-d6) 0.46 -
0.58 (m, 2H), 0.75 - 0.85 (m,
2H), 0.80 (d, J=6.62Hz, 6H),
1.16 - 1.35 (m, 4H), 1.40 -
1.54 (m, 2H), 2.04 (s, 3H),
2.05 - 2.17 (m, 3H), 2.22 (s,
3H), 2.27 - 2.42 (m, 1H), 2.56

-2.82 (m, 6H), 3.71 - 3.84
(m, 1H), 6.9 (d, J=7.94Hz,
1H), .97 (s, 1H), 7.13 (d,
J=7.94Hz, 1H), .21 (brs, 1H),
12.23 (brs, 1H)

467

465

(8)

H,C

{400 MHz, DMSO-d6) 0.42 -
0.52 (m, 2H), 0.74 - 0.90 (m,
2H), 0.85 (d, J=6.80Hz, 6H),
1.25 - 1.35 (m, 2H), 1.38 -
1.58 (m, 2H), 1.75 - 1.88 (m,
2H), 2.26 - 2.43 (m, 3H), 2.59
- 2.88 (m, 4H), 3.47 - 3.60 (m,
1H), 3.70 - 3.83 (m, 1H), 7.19
(ddd, J=8.40, 6.00, 2.80Hz,
1H), 7.47 (dd, J=8.80, 2.80Hz,
1H), 7.57 (dd, J=8.80, 6.00Hz,
1H), 9.59 (s, 1H), 12.22 (brs,
1H)

477

475

(s)

(400 MHz, CDCI3) 0.64 - 0.65
(m, 1H), 0.81 - 0.83 (m, 1H),
0.89 (d, J=6.84Hz, 6H), 0.98
(d, J=10.59Hz, 2H), 1.42 (t,

J=6.69Hz, 2H), 1.50 - 1.58 (m,

2H), 1.94 (s, 3H), 2.22 - 2.24
{m, 2H). 2.23 (s, 3H), 2.36 (q,
J=9.56Hz, 1H), 2.75 (q,
J=137.18Hz, 5H), 3.06 (dd,
J=24.92, 14.34Hz, 1H), 3.87
(dd, J=10.03, 5.40Hz, 1H),
4.74 - 4.83 (m, 1H), 6.90 -
6.94 (m, 2H), 7.30 (t,
J=8.60Hz, 1H), 7.98 (brs, 1H)

(8)

HC

CH,

Cl

{400 MRz, DMSO0-d6) 0.35 -
0.54 (m, 2H}, 0.72 - 0.81 (m,
2H), 0.84 (d, J=6.40Hz, 6H),
1.23 - 1.35 (m, 2H), 1.37 -
1.58 (m, 2H), 1.73 - 1.88 (m,
2H), 2.25 - 2.43 (m, 3H), 2.59
(dd, J=16.40, 6.40Rz, 1H),
2.65 - 2.79 (m, 2H), 2.85 (dd,
J=15.60, 7.20Hz, 1H), 3.46 -
3.60 (m, 1H), 3.68 - 3.85 (m,
1H), 7.16 - 7.28 (m, 1H), 7.40
- 7.52 (m, 1H), 7.80 - 7.83 (m,
1H), 9.85 (s, 1H), 12.22 (brs,
1H)

477

475

(8)
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Example

Structure

NMR

MS

M-H

Stereochemistry
of AUX-H

F

o FL@CHQ

OH
o]

CH, Oen

H,C 9

(400 MHz, DMSO-d6) 0.41 -
0.52 (m, 2H), 0.75 - 0.88 (m,
2H), 0.84 (d, J=6.80Hz, 6H),
1,25 - 1.34 (m, 2H), 1.38 -
1.60 (m, 2H), 1.74 - 1.89 (m,
2H), 2.27 (s, 3H), 2.29 - 2.42
(m, 3H), 2.59 (dd. J=16.00,
6.40Hz, 1H), 2.63 - 2.86 (m,
3H), 3.46 - 3.60 (m, 1H), 3.68

|- 3.83 (m, 1H), 6.93 (d,

J=8.40Hz, 1H), 7.04 (d,
J=12.00Hz, 1H), 7.55 - 7.67
(m, 1H), 8.63 (s, 1H), 12.20
(brs, 1H)

457

455

(s)

CH,
H,C

{400 MHz, DMSO-d6) 0.56 -
0.62 (m, 1H), 0.73 - 0.81 (m,
2H), 0.82 - 0.86 (m, 6H), 1.00
(d, J=6.72Hz, 3H), 1.27 - 1.31
(m, 2H), 1.36 - 1.43 {m, 1H),
1.46 - 1.54 (m, 1H), 1.74 -
1.86 (m, 2H), 1.90 (s, 3H),
2.20 (s, 3H), 2.29 - 2.43 (m,
4H), 2.58 - 2.69 (m, 2H), 2.81
-2.88 (m, 1H), 3.50 - 3.56 (m,
1H), 3.62 - 3.70 (m, 1H), 6.88
(d, J=8.12Hz, 1H), 6.93 (s,
1H)Y, 7.02 (d, J=8.12Hz, 1H),
9.31 (s, 1H), 12.43 (brs, 1H)

467

465

(S)

A-31

CHy
H,C

(460 MHz, CDCI3) 0.37 (t,
J=5.64Hz, 1H), 0.48 (1,
J=5.24Hz, 1H), 0.82 (dt,
J=8.33, 2.12Hz, 1H), 0.87 (1,
J=5.84Hz, 7H), 1.25 (q,
J=3.63Hz, 4H), 1.32 - 1.38 (m,
3H), 1.51 - 1.58 (m, 2H), 1.74
(dd, J=13.50, 5.44Hz, 1H),
1.95 (dd, J=34.25, 8.87Hz,
2H), 2.04 (s, 3H), 2.25 (s,
3H). 2.34 (ddd, J=27.40,
14.71, 6.45Hz, 3H), 2.64 (d,
J=5.64Hz, 1H), 2.83 (dd,
J=13.90, 5.04Hz, 1H), 2.96
(dd, J=13.90, 8.87Hz, 1H),
3.48 (t. J=8.87Hz, 1H), 3.69
(s, 1H), 6.94 (d, J=5.64Hz,
2H), 7.42 (d, J=8.87Hz, 1H),
7.60(s, 1H)

481

479

(R)

CH
H,C
CH,

(400 MHz, DMSO-d6) 0.41 -
0.46 (m, 1H), 0.49 - 0.55 (m,
1H), 0.74 - 0.80 (m, 2H), 0.82
- 0.86 (m, 7H), 1.08 (d.
J=6.96Hz, 3H), 1.29 (t,
J=6.84Hz, 2H), 1.38 - 1.44 (m,
1H), 1.47 - 1.55 (m, 1H), 1.74
- 1.89 (m, 2H), 1.96 (s, 3H),
2.20 (s, 3H), 2.32 - 2.37 (m,
2H), 2.51 - 2.59 (m, 1H), 2.74
-2.89 (m, 2H), 3.47 - 3.56 (m,
1H), 3.82 - 3.88 (m, 1H), 6.89
(d, J=8.58Hz, 1H), 6.94 (s,
1H), 7.07 (d, J=8.12Hz, 1H),
9.18 (s, 1H), 12.30 (s, 1H)

467

465

(8)
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Example

Structure

NMR

MS

M-H

Stereochemistry
of AUX-H

yo O
c .
Hy 0y O N
H,C C |
=
CH, CH,
OH
o

(400 MHz, CDC13) 0.42-0.51
(m, 2H), 0.79 - 0.88 (m, 9H),
1.29 - 1.43 (m, 5H), 1.48 -
1.56 (m, 1H), 1.83 - 1.98 (m,
1H), 2.08 (s, 3H), 2.24 - 2.39
(m, 4H), 2.25 (s, 3H), 2.80 -
2.94 (m, 2H), 3.01 - 3.12 (m,
1H), 3.44 - 3.52 (m, 1H), 3.73
- 3.81 (m, 1H), 6.92 - 6.97 (m,
2H), 7.36 (d, J=10.80Hz, 1H),
7.51 (s, 1H)

467

465

(8)

A-34

H.C

(400 MHz, DMSO-d6) 0.39 -
0.54 (m, 2H), 0.73 - 0.81 (m,
2H), 0.85 (d, J=6.80Hz, 6H),
1.26 - 1.34 (m, 2H), 1.41 -
1.58 (m, 2H), 1.74 - 1.88 (m,
2H), 1.97 (s, 6H), 2.26 - 2.43
(m, 3H), 2.62 (dd, J=16.00,
6.80Hz, 1H), 2.65 (dd, 1H,
J=14.80, 6.80Hz, 1H), 2.72
(dd. J=16.00, 8.00Hz, 1H),
2.80 (dd, J=14.80, 8.40Hz,
1H), 3.48 - 3.59 (m, 1H), 3.71
- 3.83 (m, 1H), 6.87 - 7.04 (m,
3H), 9.25 (s, 1H), 12.23 (brs,
1H)

453

451

(s)

O~Nn CH,

H,C

z

OH CH,

(400 MHz, DMSO-d6) 0.42 -
0.52 {m, 2H), 0.75 - 0.87 (m,
2H), 0.83 (d, J=6.40Hz, 6H),
1.22 - 1.33 (m, 2H), 1.37 -
1.57 (m, 2H), 1.73 - 1.87 (m,
2H), 2.20 (s, BH), 2.26 - 2.41
{(m, 3H), 2.55 (dd, J=16.40,
6.80Hz, 1H), 2.61 (dd, 1H,
J=15.20, 7.20Hz, 1H), 2.70
(dd, J=16.40, 8.00Hz, 1H),
2.75 (dd, J=15.20, 7.60Hz,
1H), 3.46 - 3.58 (m, 1H), 3.70
- 3.82 (m, 1H), 6.66 (s, 1H),
7.16 (s, 2H), 8.78 (s, 1H),
12.22 (brs, 1H)

453

451

(8)

CH,
CH
O~

H,C N

7

CH,

HC OH

(400 MHz, DMSO-d6) 0.84 (d,
J=6.40Hz, 6H), 1.02 (t,
J=7.20Hz, 3H), 1.25-1.34 (m,
2H), 1.44 - 1.58 (m, 1H), 1.73
- 1.88 (m, 2H), 2.00 (s, 3H),
2.21 (s, 3H), 2.26 - 2.42 (m,
5H), 2.55 - 2.74 (m, 4H), 3.40
-3.52 (m, 1H), 3.52 - 3.64 (m,
1H), 6.91 (d, J=8.40Hz, 1H),
6.97 (s, 1H), 7.11 (s, 1H),
9.23 (s, 1H), 12.24 (brs, 1H)

441

($)
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Example

Structure

NMR

Stereochemistry
of AUX-H

A-37

(400 MHz, CDCI3) 0.40 - 0.47
(m, 2H), 0.79 - 0.85 (m, 1H),
0.88 (dd, J=12.17, 5.45Hz,
7H). 1.25 (d, J=6.96Hz, 4H),
1.33 - 1.43 (m, 3H), 1.52 -
1.58 (m, 1H), 1.87 - 2.03 (m,
2H), 2.05 (d, J=4.87Hz, 3H),
2.12-2.20 (m, 1H), 2.26 (s,
3H), 2.32 - 2.42 (m, 3H), 2.53
(dt, J=5.02, 1.80Hz, 1H), 2.78
(dd, J=13.57, 5.22Hz, 1H),
2.89 (dd, J=13.68, 9.97Hz,
1H), 3.49 - 3.51 (m, 1H), 3.64-
3.67 (m, 1H), 6.95 (d,
J=4.17Hz, 2H), 7.39 (t,
J=4.28Hz, 1H), 7.57 (s. 1H)

481

479

(R)

H,C

CH,

{400 MHz, CDCI3) 0.33 - 0.40
(m, 1H). 0.67 - 0.76 (m, 1H),
0.80 - 0.91 (m, I8k 1.27 -
1.39 (m, 2H), 1.30 (s, 3H),
1.36 (s, 3H), 1.48 - 1.58 (m,

“1H), 1.81 - 1.83 (m, 1H), 1.95

(s, 3H), 2.00 - 2.09 (m, 1H),
2.25 (s, 3H), 2.29-2.43 (m,
3H), 2.88 (dd, J=13.57,
3.13Hz, 1H), 3.10 (t,
J=12.99Hz, 1H), 3.48 - 3.58
{m, 1H), 3.86 - 3.95 (m, 1H),
6.90-6.94 (m, 2H), 7.23 (d,
J=8.12Hz, 1H), 7.84 (brs, 1H)

481

479

($)

A-39

HC CH,

H.C

(400 MHz, CDCI3) 0.46 (s,
2H), 0.88 (d, J=6.45Hz, 10H),
1.38 (d,-J=5.64Hz, 3H), 2.00
(dd, J=22.36, 9.47Hz, 2H),
2.12 (s, 3H), 2.28 (s, 4H),
2.39 (t, J=10.48Hz, 3H), 2.77
(d, J=8.46Hz, 1H), 2.83 (1,
J=10.28Hz, 2H), 3.04 (d,
J=8.06Hz, 1H), 3.50 (d,
J=8.06Hz, 1H). 3.84 (s, 1H),
6.86 (d, J=7.66Hz, 1H), 7.02
(d, J=7.66Hz, 1H), 7.55 (s,
1H), 7.75 (s, 1H)

467

465

(S)

A-40

H,C

CH,

(400 MHz, DMSO0-d6) 0.41 -
0.53 (m, 2H), 0.73 - 0.82 (m,
2H), 0.84 (d, J=6.80Hz, 6H),
1.00 (t, J=7.20Hz, 3H), 1.25 -
1.34 (m, 2H), 1.38 - 1.58 (m,
2H), 1.74 - 1.88 (m, 2H), 2.24
(s. 3H), 2.29 - 2.45 (m, 5H),
2,55 -2.68 (m, 2H), 2.68 -
2.82 (m, 2H), 3.47 - 3.58 (m,
1H), 3.68 - 3.82 (m, 1H), 6.92
(d, J=8.00Hz, 1H), 6.98 (s,
1H), 7.08 (d, J=8.00Hz, 1H),
9.21 (s, 1H), 12.22 (brs, 1H)

467

465

(8)
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Example

Structure

NMR

MS

M+H

Stereochemistry

of AUX-H

A-41

H,C

CH

(400 MHz, CDCI3) 0.39 - 0.46
{m, 1H), 0.50 - 0.55 (m, 1H),
0.83 - 0.89 (m, 9H), 1.25 (d,
J=6.86Hz, 3H), 1.32 - 1.44 (m,
3H), 1.49 - 1.60 (m, 1H), 1.93
- 2.04 (m, 2H), 2.21 (s, 3H),
2.28 (s, 3H), 2.31 - 2.43 (m,
2H), 2.81 (dd, J=16.12,
4.99Hz, 1H), 2.91 - 3.05 (m,
2H), 3.45 - 3.57 (m, 1H), 3.68
-3.77 (m, 1H), 6.98 - 7.02 (m,
2H), 7.46 (s, 1H), 7.68 (d,
J=8.81Hz, 1H)

467 | 465

(8)

A-42

H,C

H,
H 3
A.C o=y O N cH,
P
OH
(¢]

{400 MHz, CDCls) 0.44 - 0.61
{m, 2H), 0.83 (d, J=6.72Hz,
6H), 0.87 - 0.94 (m, 2H), 1.19
- 1.37 (m, 4H), 1.39 - 1.55 (m,
2H), 2.02 (s, 3H), 2.07 - 2.23
(m, 3H), 2.26 (s, 3H), 2.35 -
2.46 (m, 1H), 2.68 - 2.78 (m,
3H), 2.88 (dd, J=15.31,
5.33Hz, 1H); 2.98 (dd,
J=14.03, 5.10Hz, 1H), 3.07
(dd, J=14.03, 9.39Hz, 1H),
3.95 - 4.05 (m, 1H), 6.98 (d,
J=7.65Hz, 1H), 7.04 (t,
J=7.65Hz, 1H), 7.34 (d,
J=7.65Hz, 1H), 7.88 (brs, 1H)

467 | 465

($)

A-43

H,C

H,C

(400 MHz, CDC{;3) 0.46 - 0.60
(m, 2H), 0.83 (d, J=6.72Hz,
6H), 0.87 - 0.93 (m, 2H), 1.24
(t, J=6.96Hz, 2H), 1.31 (1,
J=9.86Hz, 2H), 1.39 - 1.54 (m,
2H), 2.10 (s, 3H), 2.11-2.23
(m, 3H), 2.28 (s, 3H), 2.36 -
2.45 (m, 1H), 2.68 - 2.78 (m,
3H), 2.89 (dd, J=15.42,
5.22Hz, 1H), 2.97 (dd,
J=14,03, 5.10Hz, 1H), 3.07
(dd, J=14.03, 9.16Hz, 1H),
3.87 - 4.01 (m, 1H), 6.86 (d,
J=7.65Hz, 1H), 7.02 (4,
J=7.65Hz, 1H), 7.52 (s, 1H),
7.85 (brs, 1H)

467 | 465

(8)

CH,
H,C

(400 MHz, DMSO-dé) 0.41 -
0.53 (m, 2H), 0.74 - 0.83 (m,
2H), 0.85 (d, J=6.80Hz, 8H),
1.25 - 1.35 {m, 2H), 1.39 -
1.58 (m, 2H), 1.76 - 1.89 (m,
2H), 1.98 (s, 3H), 2.12 (s,
3H), 2.13 (s, 3H), 2.27 - 2.43
(m, 3H), 2.57 - 2.69 (m, 2H),
2.68 - 2.81 (m, 2H), 3.47 -
3.61 (m, 1H), 3.69 - 3.84 (m,
1H), 6.82 (s, 1H), 7.01 (s,
1H), 8.18 (s, 1H), 12.20 (brs,
1H)

467 | 465
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Example

Structure

NMR

MS

M+H

Stereochemistry
of AUX-H

cH,
H,C

(400 MHz, DMSO-d6) 0.41 -
0.52 (m, 2M), 0.75 - 0.88 (m,
2H), 0.84 (d, J=6.80Hz, 6H),
1.25 - 1.34 (m, 2H), 1.39 -
1.59 (m, 2H), 1.73 - 1.88 (m,
2H), 2.26 - 2.42 (m, 3H), 2.58
(dd, J=16.60, 6.80Hz, 1H),
2.65 - 2.78 (m, 2H), 2.82 (dd,
J=15.20, 7.60Hz, 1H), 3.47 -
3.60 (m, 1H), 3.68 - 3.82 (m,
1H), 3.91 (s, 3H), 7.02 - 7.12
(m, 1H), 7.36 - 7.46 (m, 1H),
8.77 (s, 1H), 12.25 (brs, 1H)

491

489

(8)

CH

H,C CH,

(400 MHz, DMSO-d6) 0.42 -
0.63 (m, 2H), 0.74 - 0.83 (m,
2H), 0.85 (d, J=6.40Hz, 6H),
1.26 - 1.35 (m, 2H), 1.39 -
1.58 (m, 2H), 1.756 - 1.89 (m,
2H), 1.96 (s, 3H), 2.18 (s,
3H), 2.29 - 2.43 (m, 3H), 2.56
- 2.69 (m, 2H), 2.69 - 2.83 (m,
2H), 3.48 -3.59 (m, 1H),
3.60 (s, 3H), 3.70 - 3.85 (m,
1H), 6.80 - 6.99 (m, 2H), 9.28
(s. 1H), 12.21 (brs, 1H)

483

481

(S)

A-47

CH,
HC

(400 MHz, DMS0-d6) 0.45 -
0.50 (m, 2H), 0.78 - 0.86 (m,
8H), 1.28 (t, J=6.73Hz, 2H),
1.47 (m, 2H), 1.81 (m, 2H),
2.14 (s, 3H), 2.16 (s, 3H),
2.35 (m, 3H), 2.58 (m, 2H),
2.72 (m, 2H), 3.53 (m, 1H),
.74 - 3.81 (m, 1H), 7.01 (d,
8.38Hz. 1H), 7.24 (dd,
8.16, 1.98Hz, 1H), 7.32 (d,
1.76Hz, 1H), .77 (s, 1H),
.21 (s, 1H)

453

451

($)

A-48

CH,
H,C

(400 MHz, CDCI3) 0.45 - 0.52
(m, 2H), 0.87 - 0.88 (m, 2H),
0.87 - 0.88 (br m, 6H), 1.34 (t,
J=6.84Hz, 2H), 1.38 - 1.42 (m,
1H), 1.51 - 1.58 (m, 1H), 1.81
-1.99 (m, 2H), 2.07 (s, 3H),
2.18 (s, 3H), 2.33 - 2.40 (m,
3H), 2.72 - 2.75 (m, 1H), 2.90
-2.97 (m, 2H), 3.07 - 3.11 (m,
1H), 3.48 - 3.50 (m, 1H), 3.97
-3.89 (m, 1H), 6.92 (d,
J=8.35Hz, 1H), 7.52 (d,
J=11.36Hz, 1H), 7.91 (s, 1H)

471

469

(s)
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Example

Structure

NMR

M+H

Stereochemistry
of AUX-H

(400 MHz, CDCI3) 0.84 - 0.88
(m, 6H), 1.25 - 1.27 (m, 2H),
1.31 - 1.37 (m, 2H), 1.46 -
1.58 (m, 1H), 1.93 - 2.04 (m,
4H), 2.14 (s, 3H), 2.27 (s,
3H), 2.30'- 2.40 (m, 2H), 2.68
(dd, J=15.31, 8.35Hz, 1H),
2.84 (dd, J=15.31, 5.33Hz,
1H), 2.92 (dd, J=14.03,
5.22Hz, 1H), 3.03 (dd,
J=14.03, 8.46Hz, 1H), 3.35 -
3.45 (m, 1H), 3.79-3.88 (m,
1H), 4.62 (s, 1H), 5.27 (s,
1H), 6.95 - 6.99 (m, 2H), 7.55
(d, J=8.58Hz, 1H), 7.72 (s,
1H)

451

(S)

cH,

(400 MHz, DMS0-d6) 0.36 -
0.54 (f, 2H), 0.71 - 0.87 (m,
2H), 0.83 (d, J=6.40Hz, 6H),
1.11 (t, J=7.60Hz, 3H), 1.25 -
1.34 (m, 2H), 1.38 - 1.57 (m,
2H), 1.74 - 1.88 (m, 2H), 2.01
(s, 3H), 2.26 - 2.41 (m, 3H),
2.50 (q. J=7.60Hz, 2H), 2.57 -
2.68 (m, 2H), 2.68 - 2.81 (m,
2H), 3.46 - 3,59 (m, 1H), 3.67
- 3.83 (m, 1H), 6.89 (d,
J=8.00Hz, 1H), 7.06 (d,
J=8.00Hz, 1H), 7.10 (s, 1H).
9.24 (s, 1H), 12.18 (brs, 1H)

467

465

($)

H,C

H
CHZ O‘N 0. N
N

(400 MHz, DMSO-d6) 0.40 -
0.50 (m, 2H), 0.72 - 0.83 (m,
2H), 0.84 (d, J=6.80Hz, 6H),
1.13 (t, J=7.60Hz, 3H), 1.25 -
1.33 (m, 2H), 1.38 - 1.57 (m,
2H), 1.72 - 1.88 (m, 2H), 2.02
(s, 3H), 2.26 - 2.42 (m, 3H),
2.50 (g, J=7.60Hz, 2H), 2.55 -
2.67 (m, 2H), 2.68 - 2.78 (m,
2H), 3.46 - 3.58 (m, 1H), 3.68
-~ 3.81 {m, 1H), 6.90 - 6.97 (m,
1H), 6.98 (s, 1H), 7.14 (d,
J=8.40Hz, 1H), 8.22 (s, 1H),
12.20 (brs, 1H)

467

465

(8)

A-H2

H,C

CH3 O~ N O?/ ﬁ ’
U _
0 CH,

(400 MHz,CDCI3) 0.37 (m,
1H), 0.52 (m, 1H}, 0.76 - 0.84
(m, 2H), 0.86 (dd, J=11.03,
4.41Hz, 6H), 1.21 (s, 3H),
1.27 (s, 3H), 1.30 - 1.43 (m,
4H), 1.52 (td, J=13.34,
6.69Hz, 1H), 1.90 (dq,
J=35.95, 8.78Hz, 2H), 2.02 (s,

3H), 2.12 (tt, J=24.15, 8.01Hz,

1H), 2.25 (s, 3H), 2.33 (tt,
J=15.22, 5.18Hz, 3H), 2.73 -
2.87 (m, 2H), 3.46 (dd,
J=17.75, 8.05Hz, 1H), 3.69
(dd, J=9.37, 5.62Hz, 1H), 6.91
(d, J=5.73Hz, 2H), 7.34 (m,
1H). 7.41 (s, 1H)

495

493

(R)
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Example

Structure

NMR

MS

M+H

Stereochemistry
of AUX-H

(400 MHz, CDCI3) 0.36 (dd,
=9.37, 4.74Hz, 1H), 0.48 (dd,
=9.70, 4.85Hz, 1H), 0.80 -
.82 (m, 2H), 0.87 (s, OH),

.34 - 1.37 (m, 1H), 1.39 (d,
J=6.55Hz, 2H), 1.93 - 2.08 (m,
3H), 1.3 (s, 3H), 2.14 - 2.17
(m, 1H), 2.25 (s, 3H), 2.35 -
2.43 (m, 5H), 2.75 (dd,
J=13.67, 4.85Hz, 1H), 2.95
(dd, J=13.87, 10.58Hz, 1H),
3.49 - 3.51 (m, 1H), 3.5 -
3.67 (m, 1H), 6.93 - 6.94 (m,
2H), 7.39 (d. J=8.60Hz, 1H),
7.57 (s, 1H)

481

479

(R)

CH,
H,C

(400 MRz, CDCI3) 0.47 (m,
2H), 0.79 - 0.89 (m, BH), 1.23
(td, J=13.34, 6.25Hz, 1H),
1.33 - 1.45 (m, 2H), 1.54 (td,
J=13.18, 6.54Hz, 1H), 1.96
(dd, J=17.08, 7.39Hz, 2H),
2.05 (s, 3H), 2.17 (s, 3H),
2.24 (s, 3H), 2.28 - 2.57 (m,
3H), 2.75 (dd, J=15.00,
8.16Hz, 1H), 2.87 - 3.07 (m,
3H), 3.45 - 3.53 (m, 1H), 4.05
(t, 4=33.85Hz, 1H), 6.97 (t,
J=10.03Hz, 1H), 7.16 (t,
J=10.14Hz, 1H), 7.61 (s, 1H)

467

465

(s)

CH
H,C

{400 MHz, CDCI3) 0.47 (m,
2H), 0.87 (m, 8H), 1.39 (dt,
J=31.91, 6.89Hz, 3H), 1.51 -
1.58 (m, 1H), 1.97 (dd,
J=20.29, 9.48Hz, 5H), 2.23 (s,
3H), 2.25 (s, 3H), 2.38 (d,
J=14.11Hz, 3H), 2.78 (dd.
J=15.00, 8.16Hz, 1H), 2.98 (it,
J=22.61, 7.02Hz, 3H), 3.50
(dd, J=17.97, 8.49Hz, 1H),
3.94 (t, J=5.62Hz, 1H), 6.83
(s, 1H), 7.22 (t, J=3.86Hz,
1H), 7.85 (s, 1H)

467

465

(8)

(400 MHz, CDCI3) 0.37 (L,
J=5.18Hz, 1H), 0.49 (t,
J=5.20Hz, 1H), 0.82 (d,
J=8.38Hz, 2H), 0.88 {t,
J=7.72Hz, 6H), 1.06 - 1.11 (m,
2H), 1.37 - 1.44 (m, 3H), 1.51
(td, J=13.12, 6.47Hz, 1H),
1.86 - 2.11 (m, 7H), 2.18 (dt,
J=22.13, 7.39Hz, 1H), 2.29 (1,
J=8.40Hz, 3H), 2.37 (dt.
J=25.44, 8.21Hz, 4H), 2.75
(dd, J=13.45, 4.41Hz, 1H),
2.98 (1, J=12.24Hz, 1H), 3.44
- 3.53 (m, 1H), 3.66 (d.
J=5.51Hz, 1H), 6.84 (d.
J=7.28Hz, 1H), 7.00 (d,
J=7.50Hz, 1H), 7.44 (s, 1H),
7.57 (s, 1H)

481

479

(R)
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Example

NMR

MS

M+H

M-H

Stereochemistry
of AUX-H

A-57

H,C

H,C

zZT

(400 MHz, CDCI3) 0.36 (t,
J=5.20Hz, 1H), 0.48 (t,

5 J=5.18Hz, 1H), 0.82 (d,
J=8.38Hz, 2H), 0.89 (t,
J=7.72Hz, 6H), 1.09 (dd,
J=15.55, 7.39Hz, 2H), 1.36-

CH,

9 CH | 4 .45 (m, 3H), 1.48 - 1.54 (m,

1H), 1.94 (dq, J=36.22,
9.96Hz, 7H), 2.14 - 2.21 (m,
1H), 2.25 (s, 3H), 2.38 (dd,
J=22.05, 13.67Hz, 4H), 2.75
(d, J=10.37Hz, 1H), 2.95 (t.
J=11.80Hz, 1H), 3.44 - 3.53
{m, 1H), 3.65 (s, 1H), 6.96 (t,
J=11.91Hz, 2H), 7.44 (t,
J=13.56Hz, 2H)

OH

481

479

(R)

A-58

(400 MHz, CDCI3) 0.37 - 0.40
(m, 1H), 0.44 - 0.49 (m, 1H),
cl 0.77 - 0.80 (m, 2H), 0.77 (s,

R 9H), 1.33 - 1.37 (m. 1H), 1.35

‘N \
c
& ! \(:\ 2.18 (m, 4H), 2.26 (s, 3H),
9 CHy, | 2.36 - 2.39 (m, 5H), 2.75 (dd,
oH J=14.11, 5.07Hz, 1H), 3.00 -

(d, J=10.00Hz, 2H), 1.96 -

3.03 (m, 1H), 3.45 - 3.51 (m,
1H), 3.63 - 3.66 (m, 1H), 7.01
(d, J=8.38Hz, 1H), 7.12 (s,
1H), 7.84 (s, 1H), 8.03 (d,
J=8.16Hz, 1H)

501

499

(R)

A-59

H,C CH,
H,C

(400 MHz, CDCI3) 0.36 - 0.37
(m, 1H), 0.48 - 0.50 (m, 1H),
0.81 - 0.82 (m, 2H), 0.87 (s,
X 9H), 1.37 - 1.38 (m, 1H), 1.37
(d. J=10.00Hz, 2H), 2.00-2.09
(m, 4H), 2.05 (s, 3H), 2.26 (s,
CH, 3H), 2.36 - 2.40 (m, 5H), 2.76
(dd, J=13.67, 4.63Hz, 1H),
2.97 (dd, J=12.02, 6.01Hz,

OH 1H), 3.49 - 3.51 {m, 1H), 3.65

-3.68 (m, 1H), 6.84 (d,
J=7.72Hz, 1H), 6.96 (d,
J=7.72Hz, 1H), 7.40 (s, 1H),
7.68 (s, 1H)

481

479

(R)

A-60

HC
H,C

(400 MHz, CDCI3) 0.53 - 0.38
(m, 2H), 0.84 (t, J=7.25Hz,
CH 6H), 0.89 - 0.79 (m, 2H), 1.20

N ~1.11 (m, 1H), 1.32 - 1.20 (m,
4H), 1.43- 133 (m, 3H), 2.04
| 2187 (m, 2H) 2,10 (5, 3H),

3 2.25 (s, 3H), 2.43 - 2.28 (m,

OH 3H), 2.79 - 2.65 (m, 1H), 3.01

- 2.84 (m, 2H), 3.11 - 3.01 (m,
1H), 3.55 - 3.42 (m, 1H), 4.00
- 3.90 (m, 1H), 6.98 - 6.91 (m,
2H), 7.50 (d, J=8.46Hz, 1H),
7.78 (s, 1H)

481

479

(s)
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Example

Structure

NMR

M-H

Stereochemistry
of AUX-H

A-61

CH,
HC

(400 MHz, DMSO-d6) 0.40 -
0.50 (m, 2H), 0.73 - 0.80 (m,
2H), 0.85 (d, J=6.40Hz, 6H),
1.26 - 1.34 (m, 2H), 1.36 -
1.46 (m, 1H), 1.46 - 1.58 (m,
1H), 1.76 - 1.88 (m, 2H), 2.14
(s. 3H), 2.22 (s, 3H), 2.28 -
2.71 (m, TH), 3.46 - 3.58 (m,
1H), 3.64 - 3.77 (m, 1H), 4.09
(dd, J=14.80, 5.60Hz, 1H),
4.18 (dd. J=14.80, 5.60Hz,
1H), 6.89 (d, J=B.40Hz, 1H),
6.93 (s, 1H), 6.96 (d,
J=8.40Hz, 1H), 8.18 (1,
J=5.60Hz, 1H), 12.18 (brs,
1H)

467

465

(8)

{460 MHz, CDCI3) 0.40 - 0.49
(m, 2H). 0.82 - 0.86 (m, 2H),
0.85 (d, J=6.62Hz, BH), 1.27 -
1.30 (m, 2H), 1.37 - 1.39 (m,
1H), 1.48 - 1.54 (m, 1H), 1.85
- 1.96 (m, 2H), 2.32 - 2.33 (m,
3H), 2.77 {dd, J=15.22,
8.16Hz, 1H), 2.82 (dd,
J=15.33, 4.96Hz, 1H), 3.10
(dd, J=14.11, 4.85Hz, 1H),
3.23 (dd, J=18.86, 4.74Hz,
1H), 3.45 - 3.47 (m, 1H), 4.04
- 4.06 (m, 1H), 7.39 - 7.43 (m,
3H), 7.84 (d, J=8.16Hz, 1H),
7.77 - 7.78 (m, 3H), 8.60 (s,
1H)

475

473

(s)

CH,
H,C

(400 MHz, DMS0-d6) 0.45 -
0.50 (m, 2H), 0.78 - 0.86 (m,
8H), 1.28 (1, J=6.72Hz, 2H),
1.41 - 1.54 (m, 2H), 1.81 (m,
2H), 2.23 (s, 3H), 2.28 - 2.41
b | (m, 3H), 2.52 - 2.78 (m, 4H),
3.48 - 3.55 (m, 1H), 3.75 -
3.82 (m. 1H), 7.07 (d,
J=8.35Hz, 2H), 7.42 (d,
J=8.35Hz, 2H), 8.86 (s, 1H),
12.23 (s, 1H)

439

(8)

A-64

CH, o)
H,C

(400 MHz, DMSO0-d6) 0.48 (1,
J=2.43Hz, 2H), 0.80 (td,
J=4.17, 1.70Hz, 2H), 0.85 (d.
J=6.61Hz, 6H), 1.30 (t,

2H), 1.81 - 1.84 (m, 2H), 2.07
(s, 3H), 2.33 - 2.37 (m, 3H),
2.59 - 2.81 (m, 4H), 3.52 -
3.55 (m, 1H), 3.77 - 3.79 (m,
1H), 7.10 - 7.23 (m, 4H), 8.30
(s, 1H), 12.20 (s, 1H)

J=6.84Hz, 2H), 1.45 - 1.52 (m,

439

(8)




Fig.
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Example

Structure

NMR

MS

M-H

Stereochemistry
of AUX-H

CH,

{400 MHz, CDCI3) 0.38 - 0.28
(m, 1H), 0.81 - 0.52 (m, 1H),
0.87 (d, J=7.25Hz, 6H), 0.89 -
0.83 (m, 4H), 1.37 - 1.29 (m,
4H), 1.58 - 1.48 (m, 1H), 2.04
(s. 3H), 2.09 - 1.90 (m, 3H),
2.23 (s, 3H), 2.44 - 2.29 (m,
5H), 3.03 - 2.93 (m, 1H), 3.21
- 3.08 (m, 1H), 3.59 - 3.38 (m,
3H), 4.20 - 4.08 (m, 1H), 6.82
- 6.90 (m, 2H), 7.36 (d,
J=7.86Hz, 1H), 8.02 (s, 1H),
8.07 (s, 1H)

534

(8)

A-66

CH,

{400 MHz, DMSO-d6) 0.34 -
0.55 (m, 2H), 0.75 - 0.82 (m,
2H), 0.85 (d, J=6.72Hz, BH),
1.30 (dd, J=6.84, 6.84Hz, 2H),
1.38 - 1.45 (m, 1H), 1.52 (t,
J=40.12Hz, 1H), 1.76 - 1.87
(m, 2H), 1.90 - 1.85 (m, 2H),
2.00 (s, 3H), 2.15 - 2.22 (m,
2H), 2.21 (s, 3H), 2.28 - 2.43
(m, 3H), 2.68 - 2.75 (m, 2H),
3.42 - 3.50 (m, 1H), 3.52 -
3.59 (m, 1H), 6.87 (d,
J=7.88Hz, 1H), 7.04 (d,
J=7.65Hz, 1H), 7.08 (s, 1H),
8.26 (s, 1H), 12.13 (brs, 1H)

467 | 465

(R)

cH,
K,C

(400 MHz, DMS0O-d6) 0.32 -
0.54 (m, 2H), 0.76 - 0.83 (m,
2H), 0.85 (d, J=6.51Hz, 6H),
1.30 (dd, J=6.73, 6.73Hz, 2H),
1.38 - 1.45 (m, 1H), 1.47 -
1.57 (m, 1H), 1.75 - 2.04 (m,
4H), 2.10 - 2.22 (m, 2H), 2.26
(s, 3H), 2.30 - 2.43 (m, 3H),
2.68 - 2.85 (m, 2H), 3.35 -
3.58 (m, 2H), 7.09 (dd,
J=8.38, 1.10Hz, 1H), 7.28 (s,
1H), 7.43 (d, J=8.16Hz, 1H),
9.46 (s, 1H), 12.14 (brs, 1H)

487 | 485

(R)

A-68

(400 MHz, CDCI3) 0.32 - 0.39
(m, 1H), 0.46 - 0.54 (m, 1H),
0.78 - 0.84 (m, 2H), 0.85 -
0.88 (m, 6H), 1.14 (d,

J=6.84Hz, 3H), 1.32 - 1.38 (m,

3H), 1.49 - 1.59 (m, 1H), 1.88
(d, J=0.4BHz, 1H), 1.87 - 2.06
(m, 4H), 2.15 (dd, J=15.33,
8.15Hz, 1H), 2.24 (s, 3H),
2.29 - 2.43 (m, 3H), 2.47 -
2.60 (m, 2H), 2.68 (dd,
J=13.34, 3.20Hz, 1H), 2.93 (1,
J=12.68Hz, 1H), 3.45 - 3.54
(m, 1H), 3.58 - 3.71 (m, 1H),
6.90 - .97 (m, 2H), 7.31 (s,
1H), 7.38 (d, J=8.82Hz, 1H)

481 | 479

(8)
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Example

Structure

NMR

MS

M+H

M-H

Stereochemistry
of AUX-H

A-69

CH
H.C

(400 MHz, CDCI3) 0.33 - 0.38
{m, 1H), 0.46 - 0.54 (m, 1H),
0.78 - 0.89 (m, 8H), 1.01 (d,
J=6.84Hz, 3H), 1.32 - 1.39 (m,
3H), 1.48 - 1.0 (m, 1H), 1.83
- 1.91 (m, 1H), 1.96 - 2.06 (m,
4H), 2.24 (s, 3H), 2.27 - 2.43
(m. 4H), 2.50 - 2.70 (m, 3H),
2.98 (t, J=12.46Hz, 1H), 3.45
- 3.55 (m, 1H}, 3.63 - 3.70 (m,
1H), 6.91 - 6.95 (m, 2H), 7.38
(d, J=8.82Hz, 1H), 7.46 - 7.50
(m, 1H)

481

479

(8)

H.C

(400 MHz, CDCI3) 0.43 - 0.53
(m, 2H), 0.88 (d, J=6.8Hz,
6H), 1.06 - 1.12 (m, 2H), 1.37
- 1.45 (m, 3H), 1.48 - 1.55 (m,
1H), 1.88 - 2.02 (m, 2H), 2.11
(s, 3H), 2.18 - 2.27 (m, 2H),
2.29 (s, 3H), 2.33 - 2.40 (m,
2H), 2.75 (dd, J=15.60,
8.00Hz, 2H), 2.94 (ddd,
J=18.40, 13.80, 4.80Hz, 2H),
3.07 (dd, J=14.00, 8.80Hz,
1H), 3.46 - 3.55 (m, 1H), 3.82
- 3.98 (m, 1H), 6.87 (d,
J=7.60Hz, 1H), 7.03 (d,
J=7.60Hz, 1H), 7.55 (s, 1H),
7.80 (s, 1H)

467

(8)

A-T1

H,C
H.C

(400 MHz, CDCI3) 0.44 - 0.54
(m, 2H), 0.88 (d, J=6.40MHz,
6H), 1.04 - 1.13 (m, 2H), 1.37
- 1.46 (m, 3H), 1.48 - 1.56 (m,
1H), 1.89 - 2.00 (m, 2H), 2.03
(s, 3H), 2.17 - 2.23 (m, 2H),
2.27 (s, 3H), 2.35 - 2.41 (m,
2H), 2.75 (dd, J=15.20,
8.40Hz, 2H), 2.94 (ddd,
J=28.30, 13.80, 5.20Hz, 2H),
3.08 (dd, J=13.80, 9.20Hz,
1H), 3.47 - 3.56 (m, 1H), 3.94
- 4.00 (m, 1H), 6.99 (d,
J=7.60Hz, 1H), 7.06 (dd,
J=7.60, 7.60Hz, 1H), 7.36 (d,
J=7.60Hz, 1H), 7.85 (s, 1H)

467

465

Ci

H,C
OH

(400 MHz, CDCI3) 0.48 - 0.49
(m, 2H), 0.87 (d, J=6.80Hz,
6H), 1.06 - 1.12 (m, 2H), 1.37
- 1.45 (m, 3H), 1.48 - 1.56 (m,
1H), 1.80 - 2.03 (m, 2H), 2.17
- 2.26 (m, 2H), 2.29 (s, 3H),
2.31-2.40 (m, 2H), 2.80 (dd,
J=16.00, 7.60Hz, 2H), 2.93
(ddd, J=15.40, 15.40, 6.40Hz,
2H), 3.04 (dd, J=14.40,
8.40Hz, 1H), 3.45 - 3.54 (m,
1H), 3.92 - 3.89 (m, 1H), 7.04
(d, J=8.20Hz, 1H), 7.16 (s,
1H), 7.92 (s, 1H), 8.11 (d,
J=8.20Hz, 1H)

487

485

(s)
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Example

Structure

NMR

MS

M+H

M-H

Stereochemistry
of AUX-H

(400 MHz, CDCI3) 0.83 - 0.60
(m, BH)., 1.12 - 1.23 (m, 6H),
1.35 (t, J=6.72Hz, 2H), 1.49 -
1.59 (m, 1H), 1.82 - 2.06 (m,
2H), 2.08 (d, J=3.48Hz, 3H),
2.26 (s, 3H), 2.29 - 2.42 (m,
3H), 2.65 - 2.86 (m, 3H), 2.89
-2.96 (m, 1H), 2.87- 3.06 (m,
1H), 3.39 - 3.50 (m, 1H). 3.78
- 3.87 (m, 1H), 6.93 - 6.98 (m,
2H), 7.47 - 7.52 (m, 1H), 7.58
- 7.65 (m, 1H)

455

453

(8)

CH,
H,C

(300 MRz, DMS0-d6) 0.32 -
0.42 (m, 1H), 0.44 - 0.53 (m,
1H), 0.72 - 0.86 (m, 2H), 0.84
(d, J=6.40Hz, 6H), 1.25 - 1.34
(m, 2H), 1.35 - 1.45 (m, 1H),
1.46 - 1.58 (m. 1H), 1.74 -
1.88 (m, 2H), 1.88 - 1.97 (m.
2H), 2.00 (s, 3H), 2.28 - 2.43
(m, 3H), 2.66 (dd, J=14.40,
7.20Hz, 1H), 2.75 (dd,
J=14.40, 8.00Hz, 1H), 3.41 -
3.49 (m, 1H), 3.50 - 3.60 (m,
1H), 6.91 (d, J=8.00Hz, 1H),
6.96 (s, 1H), 7.09 (d,
J=8.00Hz, 1H), 8.23 (s, 1H),
12.10 (brs, 1H)

467

465

(S)

HC cl
H,C

(400 MHz, CDCI3) 0.50 - 0.45
(m, 2H), 0.83 (4, J=7.25Hz,
8H). 0.89 - 0.82 (m, 2H), 1.20
- 1.10 (m, 1H), 1.29 - 1.23 (m,
4H), 1.41 - 1.35 (m, 3H), 2.03
- 1.82 (m, 2H), 2.28 (s, 3H),
2.39 - 2.30 (m, 3H), 2.79 (dd,
J=15.72, 7.25Hz, 1H), 2.97 -
2.89 (m, 2H), 3.03 (dd,
J=14.91, 8.46Hz, 1H), 3.53 -
3.44 (m, 1H), 3.99 - 3.82 (m,
1H), 7.02 (d, J=B.06Hz, 1H),
7.14(s, 1H), 7.91 (s, 1H), 8.10
(d, J=8.08Hz, 1H)

499

(s)

H,C CH,
H,C

(400 MHz, DMSO-d6) 0.44 -
0.50 (m, 2H), 0.79 (m, 2H),
0.88 (s, 8H), 1.34 (m, 2H),

1.44 (dd, J=9.97, 8.12Hz, 1H),

1.88 (dd, J=12.52, B.58Hz,
2H), 2.27 (s, 3H), 2.37 - 2.43
(m, 3H), 2.58 - 2.83 (m, 4H),
3.52 - 3.57 (m, 1H), 3.72 -
3.80 (m, 1H), 7.10 (d,
J=7.88Hz, 1H), 7.28 (s, 1H),
7.45 (d, J=8.35Hz, 1H), 9.47
(s, 1H), 12.26 (s, 1H).

487

485

(8)
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Example

Structure

NMR

Stereochemistry
of AUX-H

H,C, o-y ©

H,C

(400 MHz, CDCI3) 0.41 - 0.37
(m, 1H), 0.48 - 0.44 (m, 1H),
0.87 (d, J=6.04Hz, 8H), 0.90 -
0.81 (m, 2H), 1.11 - 1.06 (m,
2H), 1.54 - 1.33 (m, 4H), 2.03
- 1.89 (m, 2H), 2.23 - 2.07 (m,
2H), 2.27 (s, 3H), 2.44 - 2.31
(m, 4H), 2.74 (dd, J=14.51,
5.24Hz, 1H), 3.01 (dd,
J=14.91, 9.27Hz, 1H), 3.53 -
3.44 (m, 1H), 3.67 - 3.60 (m,
1H), 7.02 (d, J=8.46Hz, 1H),
7.4 (s, 1H), 7.76 (s, 1H),
8.07 (d, J=7.66Hz, 1H)

501

499

(R)

CH,
H.C

{400 MHz, CDCI13)  0.36 -
0.37 (m, 1H), 0.47 - 0.48 (m,
1H), 0.79 - 0.90 (m, 2H), 0.87
(d, J=6.62Hz, 6H), 1.31 - 1.35
(m, 3H), 1.52 - 1.55 (m, 1H),
1.85 - 1.97 (m, 6H), 2.00 (s,
3H), 2.25 (s, 3H), 2.31 - 2.39
(m, 6H), 2.69 (dd, J=13.56,
4.30Hz, 1H), 2.88 - 2.98 (m,
2H), 3.46 - 3.50 (m, 2H), 6.93
- 6.94 (m, 2H), 7.41 - 7.43 (m,
1H), 7.51 (s, 1H)

507

505

(R)

H,C, CH,
H,C

(400 MHz, CDCI3) 0.35 - 0.40
(m. 1H), 0.45 - 0.49 (m. 1H),
0.80 - 0.83 (m, 2H), 0.87 (s,
9H), 1.33 - 1.37 (m, 1H), 1.37
(d, J=5.95Hz, 2H), 1.92 (dd,
c J=21.28, 11.14Hz, 1H), 2.00 -
2.21 (m, 3H), 2.03 (s, 3H),
2.32 - 2.45 (m, 5H), 2.77 (dd,
J=13.89, 4.63Hz, 1H), 2.97
(09d, J=13.67, 10.81Hz, 1H),
3.46 - 3.55 (m, 1H), 3.66 -
3.71 (m, 1H), 7.08 - 7.10 (m,
2H), 7.53 (d, J=8.15Hz, 1H),
7.85 (s, 1H)

501

499

(R)

A-80

CH,
HC

{200 MHz, DMS0-d6) 0.42 -
0.51 (m, 2H), 0.75 - 0.82 (m,
2H), 0.85 (d, J=6.40Hz, BH),
1.26 - 1.35 (m, 2H), 1.39 -
1.58 (m, 2H), 1.76 - 1.91 (m,
ch, (s, 3H), 2.55 - 2.83 (m, 4H),
3.48 - 3.61 (m, 1H), 3.68 -
3.81 (m, 1H), 7.26 (d,
J=8.40Hz, 1H), 7.45 (d,
J=8.40Hz, 1H), 7.51 (s, 1H),
9.53 (s, 1H), 12.20 (brs, 1H)

2H), 2.28 - 2.43 (m, 3H), 2.36 |

507

505

(8)
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Example

Structure

NMR

MS§

M-+H

M-H

Stereochemistry
of AUX-H

A-81

CH,
H,C

O~N s

X

CH,

H
N

OH

3

CH,

(400 MHz, DMSO-d6) 0.46 -
0.47 (m, 2H), 0.77 - 0.80 (m,
2H), 0.84 (s, 6H), 1.29 (t,
J=6.72Hz, 2H), 1.43 - 1.51 (m,
2H), 1.81 - 1.84 (m, 2H), 2.01
(s, 3H), 2.22 (s, 3H), 2.29 -
2.40 (m, 3H), 2.57 - 2.77 (m,
4H), 3.50 - 3.54 (m, 1H), 3.72
- 3.79 (m, 1H), 6.91 (d,
J=8.12Hz, 1H), 6.87 (s, 1H),
7.13 {d, J=8.12Hz, 1H), 8.23
(s, 1H), 12.22 (s, 1H)

453

451

(s)

A-82

£H,

{400 MHz, DMSO-d6) 0.41 -
0.52 (m, 2H), 0.74 - 0.89 (m,
2H), 0.84 (d. J=6.40Kz, 6H),
1.24 - 1.34 (m, 2H), 1.37 -
1.58 (m, 2H), 1.75 - 1.88 (m,
2H), 2.26 (s, 3H), 2.28 - 2.43
{m, 3H), 2.55 - 2.87 (m, 4H),
3.45 - 3.61 (m, 1H), 3.68 -
3.83 (m, 1H), 6.99 (d, J=8.40,
1H), 7.32 (4, J=8.40Hz, 1H),
7.44 (s, 1H), 8.46 (s, 1H),
12.22 (brs, 1H)

473

471

(8)

(400 MHz, CDCI3) 0.28 - 0.34
(m, 1H), 0.58 - 0.64 (m, 1H),
0.78 - 0.83 (m, 2H), 0.86 -
0.90 (m, 8H), 1.16 (s, 3H),
1.23 (s, 3H), 1.27 - 1.39 (m,
3H), 1.50 - 1.59 (m, 1H), 1.82
- 1.81 (m, 1H), 1.92 (s, 3H),
2.00 - 2.08 (m, 1H), 2.25 (s,
3H), 2.30 - 2.48 (m, 5H), 2.78
- 2.83 (m, 2H), 3.47 - 3.56 (m,
1H), 3.70 (dd, J=11.71,
4.06Hz, 1H), 6.90 - 6.93 (m,
2H), 7.06 (s, 1H), 7.21 - 7.25
(m. 1H)

495

(S)

H,C CH,
H,C

O-N

O,

ZT

o’}

OH

(400 MHz, CDCI3) 0.31 - 0.48
(m, 2H), 0.78 - 0.84 (m, 2H),
0.87 (s, 8H), 1.31 - 1.40 (m,
1H), 1.44 (d, J=6.84Hz, 2H),
2.02 - 2.23 (m, 4H), 2.27 (s,
3H), 2.33 - 2.50 (m, 4H), 2.67
- 2.77 (m, 2H), 3.03 (dd,
J=14.34, 8.04Hz, 1H), 3.68 -
3.60 (m, 2H), 7.02 (d,
J=8.38Hz, 1H), 7.13 (s, 1H),
7.78 (s, 1H), 8.08 (d,
J=8.38Hz, 1H)

501

499

(R)
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MS
Stereochemistry

of AUX-H

Example Structure NMR
M+H | M-H

(400 MHz, CDCI3) 0.30 - 0.49
CH (m, 2H), 0.76 - 0.85 (m, 2H),
HC CH : 0.87 (s, 9H), 1.31 - 1.41 (m,
Hé 3 2H), 1.45 (d, J=6.75Hz, 2H),
3 ) 1.98 - 2.13 (m, 5H), 2.13 -
0 a 2.24 (m, 1H), 2.28 - 2.51 (m,
4H), 2.62 - 2.73 (m, 1H), 2.78
OH (dd, J=13.72, 4.42Hz, 1H),
B-2 3.00 (dd, J=13.37, 10.82Hz, 501 | 499 (R)
1H), 3.60 - 3.72 (m, 2H), 7.10
(d, J=1.86Hz, 2H), 7.58 (d,
J=9.07Hz, 1H), 7.75 (s, 1H)

(400 MHz, DMSO-d6) 0.37 -
0.49 (m, 2H), 0.75 - 0.80 (m,
2H), 0.84 (d, J=6.80Hz, 6H),
1:30 {t, J=6.80Hz, 2H), 1.37 -
1.44 (m, 1H), 1.47 - 1.56 (m,
1H), 1.76 - 1.85 (m, 6H), 2.02
(s, 3H), 2.21 (s, 3H), 2.28 -
2.41 (m, 3H), 2.61 - 2.72 (m,
2H), 3.36 - 3.40 (m, 2H), 3.48 | 467 | 465 (R)
- 3.56 (m, 1H), 6.90 (d,
J=8.00Hz, 1H), 6.95 (s, 1H),
7.11 (d, J=8.40Hz, 1H), 9.55
(s, 1H)

(400 MHz, DMSO-d6) 0.43 -
0.48 (m, 2H), 0.73 - 0.77 (m,
2H), 0.80 (1, J=7.60Hz, BH),
1.10 - 1.17 (m, 1H), 1.20 -
1.27 (m, 3H), 1.33'(t,
J=6.40Hz, 2H), 1.38 - 1.45 (m,
1H), 1.77 - 1.86 (m, 2H), 2.12
- 2.18 (m, 1H), 2.25 (s, 3H),
2.29 - 2.38 (m, 3H), 2.66 - 501 | 499 (S)
2.73 (m, 1H), 2.83 (dd,
J=14.60, 4.80Hz, 1H), 3.25 -
3.40 (m, 2H), 3.47 - 3.54 (m,
1H), 3.59 - 3.67 (m, 1H), 7.06
(d, J=6.80Hz, 1H), 7.25 (s,
1H), 7.49 (d, J=8.00Hz, 1H),
10.21 (brs, 1H)




23 / 48

Fig. 23
MS Stereoch | Materials
Exam Structure NMR emistry | or
ple M+H | M-H | °f AUX~— | Stereoch
H emistry
w o GH
CH, o. B (400 MHz, CDCI3) 0.37 -
H.C O~N X 0.42 (m, 2H), 0.79 - 0.85 (m,
3 ! | P 2H), 0.85 - 0.90 (m, 6H), Dimethyl
CH, 1.32 - 1.38 (m, 3H), 1.50 - 4-0%0~
1.59 (m, 1H), 1.88 - 1.96 (m, cyclopent
oM 1H), 1.96 - 2.05 (m, 1H), ane-
4 2.05 - 2.08 (m, 3H), 2.23 - Without trans-
A-86 2.28 (m, 3H), 2.32 - 2.49 (m, | 479 477 using 1,2-
5H), 2.57 - 2.70 (m, 1H), AUX-H dicarbox
2.72 - 2.84 (m, 1H), 3.08 - ylate was
3.19 (m, 2H), 3.41 - 3.66 (m, used as
2H), 6.91 - 6.95 (m, 1H), a
6.95 - 7.00 (m, 1H), 7.69 - material.
7.75 (m, 1H), 7.88 - 7.94 (m,
1H)
y  OH, )
CH, oo N {400 MHz, CDCI3) 0.37 - Dimethyl
HC O-n 0.42 (m, 2H), 0.79 - 0.85 (m, 4-0x0-
! 2H), 0.85 - 0.90 (m, 6H), cyclopent
CH, 1.32 - 1.38 (m, 3H), 1.50 - ane-
1.5 (m, 1H), 1.88 - 1.96 (m, trans-
OH 1H), 1.96 - 2.05 (m, 1H), 1,2-
o) 2.05 - 2.08 (m, 3H), 2.23 - Without dicarbox
A-87 2.28 {m, 3H), 2.32-2.48 (m, | 479 477 using ylate was
§H), 2.57 - 2.70 (m, 1H), AUX-H used as
2.72 - 2.84 (m, 1H), 3.08 - a
3.18 (m, 2H), 3.4%1 - 3.66 (m, material.
2H), 6.91 - 6.85 (m, 1H), .
6.95 - 7.00 (m, 1H), 7.69 - Enantio
7.75 (m, 1H), 7.89 - 7.94 (m, mer of A
1H) — 86
CH W (400 MHz, CDCI3) 0.37 - Dimethyl
3 O-N OYN 0.42 {m, 2H), 0.75 - 0.85 (m, 4-oxo0-
H,C QS i 2H), 0.85 - 0.90 (m, BH), cyclopent
CH, 1.32 - 1.38 (m, 3H), 1.51 - ane-
1.58 (m, 1H), 1.88 - 1.87 (m, trans-
1H), 1.87 - 2.03 (m, 1H), . 1,2-
OH 2.04 - 2.08 (m, 3H), 2.23 - Without | gicarbox
A-88 0 2.27 (m, 3H), 2.32 - 2.44 (m, | 479 477 USIng | yiate was
5H), 2.60 - 2.71 (m, 1H), AUX-H | "ysed as
2.71-2.85 (m, 1H), 3.14 - a
3.25 {m, 1H), 3.38 - 3.57 (m, material.
2H), 3.57 - 3.69 (m, 1H). .
6.91 - 6.95 (m, 1H), 6.95 - Diastereo
6.99 (m, 1H), 7.65 - 7.75 (m, mer of A
1H), 7.89 - 7.94 (m, 1H) — g6
by O (400 MHz, CDCI3) 0.37 - Dimethyl
CH, oo N 0.42 (m, 2H), 0.75 - 0.85 (m, 4-oxo0-
H.C O-N 2H), 0.85 - 0.90 (m, 6H), cyclopent
s P 1.32 - 1.38 (m, 3H), 1.51 - ane-
CH, 1.58 (m, 1H), 1.88 - 1.97 (m, trans-
1H), 1.97 - 2.03 (m, 1H), 1,2-
OH 2.04 - 2.08 {m, 3H), 2.23 - Without | dicarbox
A-89 o 2.27 (m, 3H), 2.32-2.44 (m, | 479 477 using ylate was
5H), 2.60 - 2.71 (m, 1H), AUX-H | used as
2.71-2.85 (m, 1H). 3.14 - a
3.25 (m, 1H), 3.38 - 3.57 (m, material.
2H), 3.57 - 3.69 (m, 1H), .
6.91-6.95 (m, 1H), 6.95 - Diastereo
6.99 (m, 1H), 7.69 - 7.75 (m, mer of A
1H), 7.88 - 7.94 (m, 1H) —86
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CH,
H,C g |

(460 MHz, CDCI3) 0.41 -
0.50 (m, 2H), 0.83 - 0.88 (m,
2H), 0.87 (d, J=6.62Hz, 6H),
1.32 - 1.43 (m, 3H), 1.55 (m,
1H), 1.95 - 2.04 (m, 2H),
2.28 (s, 3H), 2.34 - 2.59 (m,
3H), 2.78 - 3.07 (m, 4H).
3.64 - 3.72 (m, 1H), 3.93 -
4.00 (m, 1H), 7.03 (dd,
J=8.27, 1.65Hz, 1H), 7.15
(s, 1H), 7.89 (s, 1), 8.12
(d, J=8.38Hz, 1H)

473

471

(S}

H,C

(400 MHz, CDCI3) 0.43 -
0.49 (m, 2H), 0.84 - 0.88 (m,
2H), 0.87 (d, J=6.62Hz, 6H),
1.38 - 1.43 (m, 3H), 1.94 -
2.04 (m, 2H), 2.28 (s, 3H),
2.37 - 2.50 (m, 2H), 2.50 -
2.62 (m, 1H), 2.80 - 3.06 (m,
4H), 3.64 - 3.73 (m, 1H),
3.92 - 3.99 (m, 1H), 7.04
(dd, J=8.16, 1.32Hz, 1H).
7.16 (s, 1H), 7.86 (s, 1H),
8.13 (d, J=8.16Hz, 1H)

473

47}

(R}

CH

(400 MHz, CDCI3) 0.27 -
0.38 (m, 1H), 0.47 - 0.58 (m,
1H), 0.84 - 1.03 (m, 2H),
0.82 (d, J=6.40Hz, 6H), 1.59
-1.70 {m, 1H), 1.84 - 1,97
(m, 1H), 2.08 - 2.32 (m, 2H),
2.27 (s, 3H), 2.39 - 2.57 (m,
2H), 2,52 (d, J=7.20Hz, 2H),
2.80 (dd, J=14.40, 5.20Hz,
1H), 3.09 {dd, J=14.40,
9.60Hz, 1H), 3.74 - 3.85 (m,
1H), 7.02 (d, J=8.40Hz, 1H),
7.12 (s, 1H). 7.23 (d,
J=8.40Hz, 2H), 7.73 (d,
J=8.40Hz, 2H), 7.80 (brs,
1H), 8.08 (d, J=8.40Hz, 1H)

509

507

(R}

C-2

H,C

(400 MHz, CDCI3) 0.18 -

1H), 0.82 - 1.02 (m, 2H),
0.94 (d, J=7.20Hz, 6H), 1.50
- 1.60 {m, 1H), 1.85 - 1.88
(m, 1H), 1.99 - 2.22 (m, 2H),
2.17 (s, 3H), 2.34 - 2.47 (m,
2H), 2.54 (d, J=7.20Hz, 2H),
2.61 (dd, J=14.00, 5.60Hz,
1H), 2.75 (dd, J=14.00,
10.00Hz, 1H), 3.66 - 3.83
(m, 1H), 3.78 (s, 3H), 4.24
(dd, J=14.40, 5.60Hz, 1H),
4.34 (dd, J=14.40, 6.40Hz,
1H), 6.20 - 6.28 (m, 1H),
6.53 - 6.57 (m, 1H), 6.54 (s,
1H), 6.95 (d, J=8.00Hz, 1H),
7.24 (d, J=8.00Hz, 2H), 7.73
(d, J=8.00Hz, 2H)

0.27 (m, 1H), 0.39 - 0.49 (m,

519

517

(R]
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Fig. 25
e MS Stereoch | Materials
emistry or
ple Structure NMR M+H | M-H |of AUX— | Stereoch
H emistry

(400 MHz, CDCI3) 0.38 -

a
CH, o Ovn 0.44 (m, TH), 0.46 - 0.54 (m,
H,C {\' 1H), 0.78 - 0.88 (m. 2H),
\ o or | 086 (d, J=6.52Hz, BH), 1.19
OH

{t. J=7.00Hz, 2H), 1.33 -
1.40 (m, 1H), 1.40 - 1.66 (m,
BH), 1.76 - 1.80 (m, 2H),
D-1 2.63-2.22 (m, 2H), 2.25 (s, | 515 513 (R) -
3H), 2.36 - 2.45 (m. 2H),
2.73 (dd, J=14.00, 5.36Hz,
1H), 2.85 - 3.07 (m, 2H),
3.60 - 3.68 (m, 1H), 7.00 (d,
J=8.00Hz, 1H), 7.11 (s, 1H).
7.71 (brs, 1H), 8.06 (d,
J=8.00Hz, 1H)

(400 MHz, CDCi3) 0.33 -

CH, |0.41 (m, 1H), 0.45-0.53 (m,

w0 1H), 0.80 - 0.92 (m, 2H),
CH, Oun Oy 0.88 (¢, J=6.80Hz, 6H), 1.18

H,C {;‘ {t. J=7.20Hz, 2H), 1.32 -
N\ OMe 1.40 (m, 1H), 1.41 - 1.70 (m,

o 8H), 1.78 - 1.81 (m, 2H),

1.95 - 2.16 (m, 2H), 2.28 -
D-2 2.42 (m, 2H), 2.32 (s, 3H),

2.54 (dd, J=14.40, 6.00Hz,
1H), 2.70 (dd, J=14.40,
8.40Hz, 1H), 2.86 - 3.05 (m,
1H), 3.55 - 3.66 (m, 1H),
3.81 (s, 3H), 4.24 - 4.37 (m,
2H), 6.20 (dd, J=5.60,
5.60Hz, 1H), 6.64 (s, 1H),
6.66 (d, J=7.60Hz, 1H), 7.01
(d, J=7.60Hz, 1H)

(400 MHz, CDCI3) 0.87 (s,
9H), 1.39 (d, J=6.18Hz, 2H),
2.06 - 2.14 (m, 4H), 2.27 (s,
3H), 2.32 - 2.46 (m, 5H),
2.74 (dd, J=14.45, 5.62Hz,
1H), 3.02 (dd, J=14.45,
A-90 8.93Hz, 1H), 3.44 - 3.61 (m, | 487 485 (R} -
2H), 5.35 (ddd, J=14.56,
8.38, 1.21Hz, 2H), 6.37 (dd,
J=17.64, 11.47Hz, 1H), 7.01
(d. J=9.70Kz, 1H), 7.14 (s,
1H), 7.82 (s, 1H), 8.07 (d,
J=8.38Hz, 1H)

(400 MHz, CDCI3) 0.87 (s,
9H). 1.03 (1, J=7.28Hz, 3H),
1.40 (d, J=11.69Hz, 2H),
2.04 - 2,11 (m, 4H), 2.26 -
2.39 (m, 10H), 2.75 (dd.
A-91 J=14.11, 4.52Hz, 1H), 2.98 489 487 {R) -
(dd, J=13.23, 8.70Hz, 1H),
3.31-3.48 (m, 2H), 7.01 (d,
J=7.84Hz, 1H), 7.13 (s, 1H),
7.81 (s, 1H), 8.03 (d,
J=7.94Hz, 1H)
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A-92

y
HC CH, Oury Os N
N\ o OH
A Nho o

(400 MHz, DMSO-d6) 0.38 -
0.43 (m, 1H), 0.46 - 0.51 (m,
1H), 0.78 - 0.83 (m. 2H),
0.85 (s, 8H), 1.33 (d,
J=6.00Hz, 2H), 1.38 - 1.45
(m, 1H), 1.83 - 1.96 (m, 4H),
2.13 - 2.24 (m, 2H), 2.36 -
2.43 (m, 3H), 2.83 (dd,
J=15.20, 6.80Hz, 1H), 2.94
(dd, J=15.40, 8.00Hz, 1H),
3.43 - 3.59 (m, 2H), 7.84
(dd, J=8.40, 2.00Hz, 1H),
7.92 (d, J=8.80Hz, 1H), 7.92
(d, J=2.00Hz, 1H). 9.65 (s,
1H)

529

(R}

A-93

HG O

O-
HC N

(400 MHz, CDCI3) 0.87 (s,
9H), 1.03 (t, J=7.28Hz, 3H),
1.40 (d, J=11.69Hz, 2H),
2.04 - 2,11 (m, 4H), 2.26 -
2.39 (m, 10H), 2.75 (dd,
J=14.11, 4.52Hz, 1H), 2.08
(dd, J=13.23, 8.70Hz, 1H),
3.31 - 3.49 (m, 2H), 7.01 (4,
J=7.94Hz, 1H), 7.13 (s, 1H),
7.81 (s, 1H), 8.03 (d.
J=7.94Hz, 1H)

505

503

(R}

A-94

(400 MHz, CDCI3) 0.87 (s,
9H), 1.38 (d, J=5.95Hz, 2H),
2.02 - 2.09 (m, 4H), 2.27 (s,
3H), 2.35 - 2.41 (m, 5H),
2.51 - 2,61 (m, 2H), 2.77
(dd, J=14.89, 4.74Hz, 1H),
3.06 (dd, J=14.78, 10.37Hz,
1H), 3.34 - 3.38 (m, 1H),
3.48 - 3.50 (m, 1H), 3.48 (s,
3H), 3.63 - 3.72 (m, 2H),
7.00 (d, J=8.38Hz, 1H), 7.14
(s, 1H), 7.67 (s. 1H). 8.03
(d, J=8.38Hz, 1H)

519

517

(R}

CH, o R
HC O-n

(400 MHz, DMSO-d6) 0.37 -
0.486 (m, 1H), 0.49 - 0.58 (m,
1H}, 0.77 - 0.90 {m, 2H),
0.85 (d, J=6.40Hz, 6H), 0.91
- 1.11 (m, 2H), 1.07 {t,
J=7.20Hz, 2H), 1.29 - 1.85
(m, 8H), 1.87 - 1.88 (m, 2H),
2.09 - 2.31 (m, 2H), 2.27 (s,
3H), 2.65 - 2.89 (m, 3H),
3.42 - 3.54 (m, 1H), 7.09 (d,
J=8.00Hz, 1H), 7.28 (s, 1H),
7.42 (d, J=8.00Hz, 1H), 8.45
(s. 1H), 12.08 {brs, 1H)

515

513
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CH,
H,C

(400 MHz, DMSO0-d6) 0.34 -
0.44 (m, 1H), 0.47 - 0.56 (m,
1H), 0.73 - 0.91 (m, 2H),
0.86 (d, J=6.40Hz, 6H), 0.91
- 1.13 (m, 2H), 1.07 (4,
J=7.20Hz, 2H), 1.30 - 1.46
(m, 2H), 1.46 - 1.92 (m, SH),
2.06 - 2.22 (m, 2H), 2.27 (s,
3H), 2.43 - 2.62 (m, 2H),
2.77 - 2.88 {m, 1H), 3.20 -
3.47 (m, 1H), 3.75 (s, 3H),
4.06 - 4.18 (m, 2H), 6.64 (d,
J=7.20H2, 1H), 6.76 (s, 1H),
6.89 (d, J=7.20Hz, 1H), 8.14
(dd, J=6.00, 6.00Hz, 1H),
12.06 (brs, 1H)

525 523

(R)

C-3

H,C
HC

OH

(400 MHz, DMSO0-d6) 0.15 -
0.28 (m, 1H), 0.41 - 0.51 (m,
1H), 0.81 - 0.89 (m, 2H),
0.88 {d, J=7.20Hz, 6H), 1.71
- 1.82 (m, 1H), 1.82 - 2.07
(m, 3H), 2.17 - 2.36 {m, 2H),
2.27 (s, 3H), 2.54 (d,
J=7.20Hz, 2H), 2.80 (dd,
J=14.8B0, 6.40Hz, 1H), 2.92
(dd, J=14.80, 8.00Hz, 1H),
3.56 - 3.68 (m, 1H), 7.08 (d,
J=7.20Hz, 1H), 7.25 - 7.33
{m, 1H), 7.28 (s, 1H), 7.40
- 7.50 (m, 2H), 7.58 - 7.66
(m, 2H), 9.51 (s, 1H), 12.12
(brs, 1H)

509 507

(R)

H,C |

(400 MHz, DMSO0-d6) 0.13 -
0.23 {m, 1H), 0.40 - 0.51 (m,
1H), 0.83 - 0.88 (m, 2H),
0.90 (d, J=7.20Hz, 6H), 1.67
- 1.78 {m, 1H), 1.83 - 2.00
{m, 3H), 2.16 - 2.30 (m, 2H),
2.21 (s, 3H), 2.46 - 2.62 (m,
1H), 2.55 (d, J=6.80Hz, 2H),
2.69 (dd, J=14.40, 9.20Hz,
1H), 3.63 - 3.63 (m, 1H),
3.75 (s, 3H), 4.07 (dd,
J=15.60, 6.00Hz, 1H), 4.18
{dd, J=15.60, 6.00Hz, 1H},
6.50 (d, J=7.20Hz, 1H), 6.74
(s, 1H), 6.78 (d, J=7.60Hz,
1H), 7.31 (d, J=7.60Hz, 1H),
7.42 - 7.50 (m, 1H), 7.58 -
7.67 {m, 2H), 8.20 (dd,
J=6.00, 6.00Hz, 1H), 12.11
{brs, 1H)

519 517

(R)

A-95

H,C CH,

o]
uOMe

(400 MHz, CDCI3) 0.87 (s,
9H), 1.39 (d, J=6.18Hz, 2H),
1.95 - 2.02 (m, 4H), 2.27 -
2.48 (m, 4H), 2.27 {s, 3H).
2.50 - 2.55 (m, 3H), 2.75
{dd, J=14.67, 10.48Hz, 1H),
3.30 - 3.44 (m, 2H), 3.58 -
3.61 (m, 1H), 3.58 (s, 1H),
3.71 (dd, J=10.81, 5.51Hz,
1H), 3.81 (s, 3H), 4.22 -
4.33 {m, 2H), 6.07 (s, 1H),
6.07 (t, J=5.62Hz, 1H), 6.65
- 6.68 (m, 2H), 6.67 (s, 1H),
6.98 (d, J=7.50Hz, 1H)

529 527

(R}
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A-96

H,C CH,
H,C

(400 MHz, CDCI3) 0.35 -
0.40 (m, 1H), 0.45 - 0.50 (m,
1H), 0.79 - 0.87 (m, 2H),
0.87 (s, OH), 1.33 - 1.39 (m,
1H), 1.38 (d, J=5.95Hz, 2H),
1.92 (s, 3H), 1.82 - 2.21 (m,
4H), 2.33 - 2.50 (m, 5H),
2.76 (dd, J=13.58, 4.52Hz,
1H), 2.98 (dd, J=13.58,
10.70Hz, 1H}), 3.46 - 3.55
(m, 1H), 3.63 - 3.70 (m, 1H),
3.79 (s, 3H), 6.66 (d,
J=8.16Hz, 1H), 7.08 (t,
J=8.16Hz, 1H), 7.20 (d,
J=8.16Hz, 1H), 7.56 (brs,
1H)

497

495

(R}

A-97

H,C CH,
H,e

(400 MHz, DMSO-d6) 0.32 -
0.43 (m, 1H), 0.45 - 0.55 (m,
1H), 0.73 - 0.92 (m, 2H),
0.86 (s, OH), 1.30 - 1.35 (m,
1H), 1.32 (d, J=5.60Hz, 2H),
1.79 - 2.00 (m, 4H), 1.94 (s,
3H), 2.13 - 2.25 (m, 2H),
2.18 (s, 3H), 2.32 - 2.46 (m,
3H), 2.67 (dd, J=14.40Hz,
6.80Hz, 1H), 2.75 {dd,
J=14.40, 8.40Hz, 1H), 3.39 -
3.86 (m, 2H), 3.60 (s, 3H),
6.88 - 6.98 (m, 2H), 9.29 (s,
1H), 12.08 (brs, 1H)

509

A-98

HC. CH,

- O
H,C O-N

OH

(400 MHz, DMSO-d6) 0.31 -
0.41 (m, 1H), 0.44 - 0.53 (m,
1H), 0.69 - 0.83 (m, 2H),
0.86 (s, 9H), 1.30 - 1.43 (m,
1H), 1.36 (d, J=6.00Hz, 2H),
1.78 - 1.87 (m, 4H), 2.05 -
2.25 (m, 2H), 2.13 (s, 3H),
2.22 (s, 3H), 2.32 - 2.54 (m,
4H), 2.59 (dd, J=14.40,
8.40Hz, 1H), 3.13 - 3.48 (m,
1H), 3.48 - 3.83 {(m, 1H),
4.07 (dd, J=14.80, 5.60Hz,
1H), 4.20 (dd, J=14.80,
5.60Hz, 1H), 6.85 - 6.87 (m,
2H), 6.93 (s, 1H), 8.17 (dd,
J=5.60, 5.60Hz, 1H), 12.07
{brs, 1H)

495

493

(R)

A-99

H
HC CH, oo O
~N
HC &) b
g o

(400 MHz, DMSO-d6) 0.33 -
0.56 (m, 2H), 6.71 - .85 (m,
2H), 0.85 (s, 9H), 1.28 -
1.47 (m, 1H), 1.34 (d,
J=6.00Hz, 2H), 1.78 - 1.99
(m, 4H), 2.08 - 2.31 (m, 2H),
2.26 (s, 3H), 2.31 - 2.45 (m,
3H), 2.72 (dd, J=14.80,
7.20Hz, 1), 2.81 (dd,
J=14.80, 8.00Hz, 1H), 3.16 -
3.62 (m, 2H), 6.93 (d,
J=8.00Hz, 1H}, 7.04 (d,
J=11.4Hz, 1H), 7.61 (dd,
J=8.00, 8.00Hz, 1H), 9.63
(s, 1H), 12.08 (brs, 1H)

485
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A-100

(400 MHz, CDCI3) 0.37 (dd,
J=9.59, 4.52Hz, 1H), 0.49
{dd, J=0.70, 4.63Hz, 1H),
0.82 (dd, J=8.27, 4.74Hz,
2H), 0.87 (s, 9H), 1.33 -
1.38 (m, 1H), 1.37 (d,
J=5.73Hz, 2H), 1.98 - 2.12
(m, 7H), 2.38 - 2.42 (m, 5H),
2.77 (dd, J=13.78, 4.74Hz,
1H). 2.96 (dd, J=13.78,
10.70Hz, 1H), 3.50 - 3.52
(m, 1H), 3.67 - 3.69 (m, 1H),
6.81 - 6.83 (m, 2H), 7.41
{dd, J=8.49, 6.06Hz, 1H),
7.76 (s, 1H)

485

483

(R}

A-101

(400 MHz, CDCI3) 0.48 -
0.50 {m, 1H), 0.81 (d,
J=5.28Hz, 1H), 0.90 (s, 9H).
0.95 - 0.96 (m, 2H}, 1.47
(dd, J=12.90, 7.39Hz, 3H),
2.13 (s, 2H), 2.31 - 2.34 (m,
8H), 2.62 (t, J=14.78Hz,
2H), 2.78 (dd, J=13.45,
4.63Hz, 1H), 3.06 (dd,
J4=13.34, 10.70Hz, 1H), 3.54
- 3.57 (m, 1H), 4.77 - 4.78
(m, 1H), 6.97 (d, J=8.38Hz,
1H), 7.08 (s, 1H), 7.83 (d,
J=8.38Hz, 1H), 7.90 (s, 1H)

501

499

(R)

A-102

(400 MHz, CDCI3) 0.43 -
0.46 (m, 2H), 0.84 - 0.87 (m,
1H), 0.86 (s, OH), 1.34 -
1.36 (m, 3H), 1.81 - 2.19 (m,
8H), 2.36 - 2.42 (m, 5H),
2.78 (dd, J=13.78, 4.52Hz,
1H), 3.00 (dd, J=13.56,
10.70Hz, 1H), 3.46 - 3.55
{(m. 1H), 3.65 - 3.67 (m. 1H),
6.70 - 6.72 (m. 1H), 7.04 {t,
J=7.28Hz, 1H), 7.58 (dd,
J=10.81, 2.43Hz, 1H), 7.81
(s, 1H)

485

(R}

CH,

{400 MHz, CDCI3) 0.53 -
0.56 (m, 1H), 0.88 - 0.97 (m,
5H), 1.15 - 1.1 (m, 4H),
1.52 - 1.54 (m, 1H), 1.68 -
1.71 (m, 7H), 2.12 - 2.14 (m,
2H), 2.26 - 2.31 (m, 5H),
2.80 (dd, J=13.78, 4.74Hz,
1H), 3.05 (dd, J=13.23,
10.81Hz, 1H), 3.58 (s, 1H),
4.30 (t, J=7.94Hz, 2H), 6.67
(d, J=8.38Hz, 1H), 7.08 (s,
1H), 7.88 (d, J=7.72Hz, 2H)

485

(R)
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(400 MHz, CDCI3) 0.45 -
0.46 (m, 1H), 0.86 - 1.02 (m,
5H), 1.18 - 1.30 (m, 4H),
1.44 - 1.51 (m, 1H), 1.65 -
1.78 (m, 7H), 2.02 - 2.10 (m,
§H), 2.15 - 2.33 (m, 5H),
2.63 - 2.81 (m, 2H), 3.51 (t,
J=5.51Hz, 1H), 4.06 (dd,
J=14.67, 4.96Hz, 1H), 4.22 -
4,29 (m, 3H), 6.64 (1,
J=5.62Hz, 1H), 6.76 (d,
J=7.72Hz, 1H), 6.84 - 6.87
(m, 2H)

481

479

(R}

A-103

{400 MHz, CDCI3) 0.51 (s,
1H), 0.87 - 0.89 (m, 10H),
0.96 (d, J=8.38Hz, 2H), 1.44
- 1.48 (m, 3H), 1.87 {s, 3H).
2.06 - 2.08 (m, 2H), 2.27 -
2.38 (m. 8H), 2.62 - 2.63 (m,
2H), 2.81 (dd, J=13.23,
4.83Hz, 1H), 3.03 (t,
J=12.35Hz, 1H), 3.58 - 3.60
(m, 1H), 4.75 - 4.84 (m, 1H),
6.86 - 6.87 (m, 2H), 7.16 (d.
J=8.82Hz, 1H), 8.05 (s, 1H)

481

479

A-104

H,C_CH,
H,C
o cH,

(400 MHz, CDCI3) 0.31 -
0.37 {m, 1H), 0.48 - 0.55 (m,
1H), 0.80 (dd, J=8.40,
1.890Hz, 2H), 0.85 (s, SH),
1.28 - 1.38 (m, 3H), 1.89 -
2.04 (m, 4H), 2.25 (t,
J=7.B0Hz, 2H), 2.31 - 2.40
{m, 7H), 2.61 (dd, J=16.20,
7.10Hz, 1H), 3.20 (s, 3H),
3.46 (t, J=6.50Hz, 1H), 3.58
{t, J=7.00Hz, 1H), 7.04 (d,
J=8.10Hz, 2H), 7.19 (d,
J=8.10Hz, 2H)

481

479

(R)

A-105

(400MHz, CDCI3) 0.36 -
0.43 (m, 1H), 0.51 - 0.60 (m,
1H), 0.78 - 0.90 (m, ZH).
0.84 (s, OH), 1.36 (d.
J=5.60Hz, 2H), 1.37 - 1.43
(m, 1H), 1.98 {t, J=10.10Hz,
2H), 2.07 - 2.16 {m, 2H),
2.27 (s, 3H), 2.30 - 2.43 (m,
5H), 2.69 (dd, J=16.00,
6.50Hz, 1H), 3.01 (dd.
J=16.00, 7.20Hz, 1H), 3.11
(td, J=8.40, 0.10Hz, 2H),
3.43 - 3.54 (m, 1H), 3.75 (1,
J=6.90Hz, 1H), 3.99 - 4.13
(m, 2H), 6.94 (d, J=8.80Hz,
2H). 8.03 (d. J=8.10Hz, 1H)

493

491

(R}
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A-106

HC, O,

(400 MHz, CDCI3) 0.32 -
0.58 (m, 2H), 0.80 - 0.89 (m,
11H), 1.23 - 1.38 (m, 3H),
1.80 - 2.04 (m, 4H), 2.20 -
2.60 (m, 10H), 3.13 (s, 2H),
3.18 (s, 1H), 3.41 - 3.52 {m,
1H), 3.56 - 3.66 {m, 1H),
7.08 -7.14 (m, 2H), 7.26 -
7.30 (m, 1H)

515

513

(R}

A-107

HC, OH

(400 MHz, CDCI3) 0.35 -
0.71 (m, 4H), 0.80 - 1.02 (m,
13H), 1.33 - 1.37 (m, 3H),
1.69 (s, 1H), 1.90 - 2.18 (m,
4H), 2.35 - 2.42 (m, SH),
2.78 (dd, J=13.78, 4.74Hz,
1H), 3.01 (dd, J=13.56,
10.26Hz, 1H), 3.43 - 3.52
(m, 1H), 3.66 - 3.67 (m, 1H),
6.98 - 7.07 (m, 2H), 7.16 {t,
J=7.61Hz, 1H), 7.97 (d,
J=7.94Hz, 1H), 8.02 (s, 1H)

493

491

(R)

A-108

H,C CH,
H,C

(400 MHz, CDCI3) 0.37 -
0.43 (m, 1H), 0.46 - 0.52 (m,
1H), 0.79 - 0.8S (m, 2H),
0.85 (s. 9H), 1.33 - 1.38 (m,
1H), 1.35 (d, J=6.00Hz, 2H),
1.89 - 2,12 (m, 3H), 2.19
(dd, J=14.10, 7.10Hz, 1H),
2.31 - 2.44 (m, 5H), 2.44 (s,
3H), 2.76 (dd, J=14.30,
4.80Hz, 1H), 2.91 (dd,
J=14.30, 10.10Hz, 1K), 3.44
- 3.54 (m, 1H). 3.71 (dd,
J=9.50, 5.10Hz, 1H), 7.15
(d, J=8.40Hz, 1H), 7.48 (g,
J=8.60Hz, 1H), 7.76 (s, 1H),
8.44 (br d, J=14.20Hz, 1H)

492

490

(R)

A-109

(400 MHz, DMSO-d6) 0.31
- 0.42 (m, 1H), 0.46 - 0.5
6 (m, 1H), 0.72 - 0.91 (m,
2H}, 0.86 (s, 9H), 1.29 -

1.46 (m, 1H), 1.35 (d, J=5.
6Hz, 2H), 1.79 - 1.97 (m,

4H), 1.85 (s, 3H), 2.08 - 2
.23 {m, 2H), 2.11 (s, 3H),

2.31 - 2.46 (m, 3H), 2.64

(dd, J=14.40, 6.80Hz, 1H),
2.73 (dd, J=14.40, 8.40Hz
. 1H), 3.17 - 3.62 (m, 2H),
6.60 (d, J=8.00Hz, 1H), 6
.81 (d, J=8.00Hz, 1H), 8.1
5 (brs, 1H), 8.24 (s, 1H),

12.08 (brs, 1H)

497

495

(R)
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H emistry
p ¢
HC CH, O-N O N
HC 9P \©\ (400 MHz, CDCI3) 0.85 (s,
o] CH, | 8H), 1.37 (d, J=6.30Hz, 2
e ! H), 2.02 - 2.17 (m, 4H), 2.
£OF OH 26 (s, 3H), 2.37 - 2.47 (m,
5H), 2.73 (dd, J=14.40, 5.
A-110 80Hz, 1H), 2.99 (dd, J=15. | 529 | 527 (R} -
20, 8.50Hz, 1H), 3.56 - 3.
66 (m, 2H), 7.02 (d, J=8.1
OHz, 1H), 7.14 (s, 1H), 7.6
1 (s, 1H), 8.11 (d, J=8.40
Hz, 1H)
(400 MHz, CDCI3) 0.34 - 0
.39 (m, 1H), 0.40 - 0.45 (
CH, m, 1H), 0.78 - 0.83 (m, 2
H,C CH, o. N H), 0.86 (s, 9H), 1.20 - 1.
HC O-N i x 36 (m. 1H), 1.36 (d, J=4.4
3 P OHz, 2H), 1.90 (dd, J=20.2
o] CN [0, 10.50Hz, 1H), 2.03 (dt,
on 4=20.30, 6.40Hz, 2H), 2.15
(s. 3H), 2.18 (t, J=7.10Hz
A-111 . 1H), 2.38 (it, J=23.80, 7. | 492 | 490 (R} -
60Hz, 5H), 2.78 (dd, J=13.
60, 3.80Hz, 1H), 3.03 (dd,
J=14.40, 10.90Hz, 1H), 3.
49 (tt, J=8.70, 4.10Hz, 1H)
, 3.62 (td, J=10.40, 5,90Hz
. 1H), 7.39 (s, 1H), 7.43 (
d, J=8.80Hz, 1H), B8.05 (d,
J=5.30Hz, 2H)
(400 MHz, DMSO-d6) 0.35
- 0.44 (m, 2H), 0.72 - 0.8
2 (m, 2H), 0.83 (t, J=7.83
ci Hz, BH), 1.30 (t, J=6.73Hz,
CH, oy © R 2H), 1.36 - 1.43 (m, 1H),
H.C “{4 1.48 - 1.55 (m, 1H), 1.79 Dimethyl
N X o - 1.89 (m, 2H), 1.96 (dd, 4-0X0~C
H | 4=22.05, 11.25Hz. 1H), 2.1 yclopent
0 (dt, J=15.88, 6.45Hz, 1H AUX-H | ane-tran
A-112 OH ), 2.26 (s, 3H), 2.30 - 2.4 | 499 | 497 | Without | s-1,2-dic
o) 4 (m, 4H), 2.45 - 2.47 (m, using arboxylat
1H), 2.85 - 3.05 (m, 1H), e was us
3.31 - 3.33 (m, 1H), 3.40 ed as a
(g, J=B.67Hz, 1H), 3.81 - material.
3.61 (m, 2H), 7.09 (dd, J
=8.60, 1.54Hz, 1H), 7.28 (
d, J=1.10Hz, 1H), 7.46 (d,
J=8.18Hz, 1H), 9.44 (s, 1
H)
(400 MHz, DMSO0-d6) 0.40
(d, J=3.08 Hz, 2H), 0.78 .
o v (dd, J=8.16, 1.76Hz, 2H), A
5 0-y O 0.85 (dd, J=6.51, 4.08Hz, clopent
H,C 8 6H), 1.30 (t, J=6.84Hz, 2H PG
\ cH. |) 1.41 (1d, y=9.32, 5.15Hz o
3 , 1H), 1.48 - 1.55 (m, 1H), boxyl
1.83 (1, J=10.59Hz, 2H), AUX-g | arboxylat
A-113 OH 2.02 (dt, J=30.80, 8.66Hz, | 499 | 497 | Without | 5%
0 2H), 2.27 (d, J=6.62Hz, 3H using | 5¢¢ @s 2
), 2.37 (i, J=17.53, 6.40H material
z, 4H), 2.98 (t, J=7.83Hz,
1H), 3.38 (1, J=0.26Hz, 2H ,
), 2.51 - 3.63 (m, 2H), 7.1 Diastereo
0 (d, J=7.84Hz, 1H), 7.28 mer of
(s, 1H), 7.47 (d. J=6.62Hz, A-112
1H), ©.46 (s, 1H)
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H,C

(400 MHz, CDCI3) 0.12 - 0
20 {m, 1H), 0.25 - 0.33 (

m, 1H), 0.61 - 0.75 (m, 2

H), 0.93 (d, J=6.80Hz, 6H)
. 1.51 - 1.62 (m, 1H), 1.84
- 1.98 {m, 1H), 2.10 - 2.3
4 (m, 2H), 2.27 (s, 3H), 2.
44 - 2,56 (m, 2H), 2.51 (d
, J=7.20Hz, 2H), 2.81 (dd,

J=14.40, 5.60Hz, 1H), 3.1
0 (dd, J=14.40, §.20Hz, 1H
), 3.69 - 3.82 (m, 1H), 3.7
7 (s. 3H), 6.73 (s, 1H). 6.

79 (d, J=8.00, 1H), 7.02 (d
. J=8.40Hz, 1H), 7.14 (s, 1
H), 7.27 (d, J=8.00Hz, 1H)
. 7.89 (s, 1H), 8.08 (d, J=
8.40Hz, 1H)

539

537

(400 MHz, CDCI3) 0.25 - 0
35 {m, 1H), 0.44 - 0.54 (
m, 1H), 0.82 - 0.9 (m, 2

H), 0.82 (d, J=6.80Hz, 6H)
, 1.58 - 1.69 (m, 1H), 1.83
- 1.96 (m, 1H), 2,12 - 2.3
2 (m, 2H), 2.27 (s, 3H), 2.
40 - 2.53 {m, 2H), 2.46 (0
, J=6.80Hz, 2H), 2.81 (dd,
J=14.40, 5.20Hz, 1H), 3.0
9 (dd, J=14.40, 8.20Hz, 1H
), 3.76 - 3.87 (m, 1H), 6.7
8 (d, J=8.00Hz, 1H), 6.81

(s, 1H), 7.02 (d, J=8.40Hz,
1H), 7.14 (s. 1H), 7.50 (d
. J=8.40Hz, 1H), 7.78 (s,

1H), 8.08 (d, J=8.80Hz, 1H
)

523

(R}

A-114

(400 MHz, CDCI3) 0.38 - 0
46 (m, 1H), 0.49 - 0.56 (
m, 1H), 0.80 - 0.85 (m, 2
H), 0.86 (s, 9H), 1.38 (d,
J=5.10Hz, 2H), 1.41 (i, J=
6.50, 1.70Hz, 1H}, 1.96 -
2.23 (m, 4H), 2.32 (s, 3H),
2.35 - 2.45 (m, 5H), 2.7¢
(dd, J=14.80, 5.70Hz, 1H)
, 3.03 (dd, J=15.00, 8.80H
z, 1H), 3.51 (ddd, J=18.00,
10.10, 7.30Hz, 1H), 3.66
(dt, J=14.70, 6.50Hz, 1H),
7.33 (dd, J=7.50, 2.00Hz,
1H), 7.35 (¢, J=1.80Hz, 1H
), 7.96 (s, 1H), 8.05 (d, J
=8.20Hz, 1H)

492

490

{R)

A-115

H,C CH,

3

(400 MHz, CDCI3) 0.35 - 0
42 (m, 1H), 0.44 - 0.49 {
m, 1H), 0.78 - 0.91 (m, 11
H), 1.31 - 1.40 (m, 3H), 1.
91 - 2.22 (m, 4H), 2.27 (s,
3H), 2.31 - 2.46 (m, 5H),
2.74 (dd, J=14.18, 5.12Hz
. 1H), 2.95 - 3.06 (m, 1H),
3.45 - 3.54 (m, 1H), 3.60
- 3.67 (m, 1H), 7.02 (d, J
=8.37Hz, 1H), 7.13 (s, 1H)
. 7.78 (s, 1H), 8.06 (d, J=
8.37Hz, 1H)

501

499

(8}
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H,G CH,

J NP L

(400 MHz, CDCI3) 0.31 - 0
.38 (m, 1H), 0.40 - 0.48 (

m, 1H), 0.78 - 0.88 (m, 11
H), 1.31 - 1.38 (m, 1H), 1.
44 (d, J=6.98Hz, 2H), 2.00
- 2.22 (m, 4H), 2.27 (s, 3
H), 2.32 - 2.51 (m, 4H), 2.
63 - 2.80 (m, 2H), 2.97 -

3.08 (m, 1H), 3.59 - 3.69

{m, 2H), 7.02 (d, J=8.37Hz
, 1H), 7.13 (s, 1H), 7.80 (
s, 1H), 8.07 (d, J=8.37Hz,
1H)

501 499

CH,

(400 MHz, CDCI3) 0.10 - 0
.20 {m, 1H), 0.22 - 0.32 (
m, 1H)}, 0.65 - 0.79 (m, 2

H), 0.82 (d, J=7.20Hz, 6H)
, 1.49 - 1.60 (m, 1H), 1.82
- 1.96 (m, 1H), 2.10 - 2.3
8 (m, 2H), 2.21 (s, 3H), 2.
28 (s, 3H), 2.41 - 2.57 (m,
2H), 2.48 (d, J=8.00Hz, 2
H), 2.83 (dd, J=14.00, 5.60
Hz, 1H), 3.09 (dd, J=14.00
. 8.20Hz, 1H), 3.70 - 3.81

(m, 1H), 6.98 - 7.07 (m,

3H), 7.14 (s, 1H), 7.23 (d,
J=7 60Hz, 1H), 7.86 (s, 1
H), 8.09 (d, J=8.40Hz, tH)

(R}

A-116

H,C_ CH,
HC

(400 MHz, CDCI3) 0.36 - 0
41 (m, 1H), 0.44 - 0.49 (

m, 1H), 0.80 - 0.85 (m, 2

H), 0.87 (s, M), 1.32 - 1.
39 (m, 3H), 1.94 - 2.18 (m
, 4H), 2.27 (s, 3H), 2.32 -
2.44 (m, 5H), 2.72 (dd, J
=14 .40, 5.60Hz, 1H), 3.00

(dd, J=14.40, 9.60Hz, 1H),
3.45 - 3.54 (m, 1H), 3.56
- 3.63 {m, 1H), 3.65 (s, 3
H). 7.02 (dd, J=8.40, 1.80

Hz, 1H), 7.14 (d, J=1.20Hz
, 1H), 7.73 (s, 1H), 8.08 (
d, J=8.40Hz, 1H)

515 513

(R)

A-117

(400 MHz, CDCI3) 0.85 (s,
8H), 1.37 (d, J=6.40Hz, 2
H), 2.00 - 2.07 (m, 3H), 2.
18 (dt, J=20.10, 6.90Hz, 1
H), 2.26 (s, 3H), 2.32 - 2.
48 (m, 5H), 2.87 (dd, J=14
.40, 4.50Hz, 1H), 3.02 (dd,
J=15.10, 10.90Hz, 1H), 3.
43 - 3.52 (m, 1H), 3.55 -

3.62 (m, 1H), 4.45 (dd, J=
20.00, 12.90Hz, 2H), 6.98

(d, J=8.60Hz, 1H), 7.12 (s,
1H), 7.71 (s, 1H), 7.91 (d
, J=8.40Hz, 1H)

491 489

(R}
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A-118

H,C

(400 MHz, DMSO-d6) 0.39
(s, 2H), 0.78 (dd, J=8.27.
2.10Hz, 2H), 0.85 (dd, J=
6.51, 4.08Hz, 6H), 1.30 (t,
J=6.84Hz, 2H), 1.38 (t, J
=5.2QHz, 1H), 1.48 - 1.55
(m. 1H). 1.82 - 1.87 (m, 2
H), 1.98 - 2.08 (m. 2H), 2.

27 (d, J=6.84Hz, 3H), 2.33
- 2.41 (m, 4H), 2.87 - 3.0
1 (m, 1H), 3.38 - 3.42 (m.
2H), 3.51 - 3.59 (m, 2H),
7.08 - 7.11 (m, 1H), 7.28
(s, 1H}, 7.46 - 7.48 (m, 1

H), 8.44 (s, 1H), 12.27 (br

s. 1H)

499

497

AUX-H
Without
using

Dimethyl
4-0%0-C
yciopent
ane-tran
s-1,2-dic
arboxylat
e was u
sed as a
material

Mixture
of Enant
iomer of
A-112 an
d Enanti
omer of
A-113

A-119

(400 MHz, CDCI3) 0.36 - 0
47 (m, 2H), 0.60 - 0.64 (
m, 2H), 0.80 - 0.95 (m, 13
H), 1.32 - 1.3 (m, 3H), 1.
77 - 1.84 (m, 1H), 1.96 -

2.16 (m, 4H), 2.36 - 2.39

(m, 5H), 2.74 (dd, J=14.22
, 5.18Hz, 1H), 3.01 (dd, J
=14.11, 8.70Hz, 1H), 3.47

- 3.52 (m, 1H), 3.64 (s, 1
H), 6.91 (dd. J=8.60, 1.98

Hz, 1H), 7.02 (d, J=1.98Hz
. 1H), 7.82 (s, 1H), B.03 {
d, J=8.60Hz, 1H)

525

(R)

A-120

(400 MHz, DMS0-d6) 0.34
- 0.42 {m, 1H), 0.42 - 0.5
4 (m, 1H), 0.67 - 0.86 (m,
13H), 1.13 - 1.22 {m, 2H)
,1.28 -1.36 (m, 2H), 1.36
- 1.46 (m, 1H), 1.78 - 1.9
7 (m, 2H), 2.13 - 2.23 (m,
2H). 2.23 - 2.29 (m, 3H),
2.29 - 2.42 (m, 2H), 2.61
- 2.88 (m, 3H), 3.40 - 3.4
7 (m, 1H), 3.47 - 3.59 (m,
1H), 7.07 (d. J=52.34Hz,
1H), 7.27 (brs, 1H), 7.42 (
d, J=40.01Hz, 1H), 9.42 (b

rs, 1H), 12.03 (brs, 1H)

515

{R}

A-121

MG CHe

o N
9T
HC 3} o) CH,
OH

(400 MHz, DMSO0-d6) 0.3
3 - 0.44 (m, 1H), 0.44 - 0.
55 (m, 1H), 0.71 - 0.86 (m
, t1H), 112 - 1.24 (m, 2H
), 1.27 - 1.35 (m, 2H}, 1.3
5 - 1.47 (m, 1H), 1.80 - 1.
85 (m, 4H), 2.12 - 2.22 (m
, 2H), 2.22 - 2.30 (m, 3H),
2.28 - 2.44 (m, 3H), 2.82
- 2.89 (m, 2H), 3.38 - 3.6
3 (m, 2H), 6.87 - 6.88 (m,
1H), 7.00 - 7.08 (m, 1H),
7.63 - 7.66 (m, 1H), 9.66
(brs, 1H)

499

497

(R}
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A-122

cl
cc
H,C_CH, o H@\
H,C N\ 0 cH,
FF OH

(400 MHz, DMSO-d6) 0.71

- 0.85 (m, 9H), 1.12 - 1.2
2 (m, 2H), 1.29 - 1.38 (m,
2H), 1.84 - 2.02 (m, 4H),
2.14 - 2.24 (m, 2H), 2.24
- 2.30 (m, 3H), 2.37 - 2.4
8 (m, 3H), 2.75 - 2.88 (m,
2H), 3.40 - 3.51 (m, 1H),
3.62 - 3.79 (m, 1H). 7.06
- 7.14 (m, 1H), 7.28 (brs.
1H), 7.40 - 7.48 (m, 1H),
9.53 (brs, 1H), 12.13 (brs
. 1H)

A-123

al
HC o, Oep © R
-N
H,C AL
o) CH,
F™ OH

(400 MHz, CDCI3) 0.85 (s,
9H), 1.37 (d, J=6.30Hz, 2
H), 2.01 - 2.21 (m, 4H), 2.
26 (s, 3H), 2.31 - 2.50 (m,
5H), 2,76 (dd, J=15.10, 5.
30Hz, 1H), 2.96 (dd, J=14.
07, 8.80Hz, 1H), 3.48 - 3.
82 (m, 2H), 6.66 (t, J=54.7
OHz, 1H), 7.01 (d, J=8.80H
z, 1H), 7.13 (s, 1H), 7.8

(s, 1H), B.07 (d, J=8.10Hz,
1H)

A-124

(400 MHz, CDCI3) 0.50 - 0
.51 (m, 1H), 0.83 - 0.85 (
m, 1H), 0.87 (s, 9H), 0.96
- 0.98 (m, 2H), 1.46 - 1.5
1 (m, 3H), 2.12 - 2.14 (m,
2H), 2.21 - 2.45 (m, 8H),
2.58 - 2.68 (m, 2H), 2.80
(dd, J=13.56, 4.74Hz, 1H)
, 3.00 - 3.06 (m, 1H), 3.56
- 3.57 (m, 1H), 4.75 - 4.7
9 {(m, 1H), 6.79 (t, J=10.37
Hz, 2H), 7.76 (t, J=8.16Hz,
1H), B.08 (s, 1H)

C-8

(400 MHz, CDCI3) D.28 - O
.40 (m, 1H), 0.60 - 0.70 (
m, 1H), 0.75 - 0.82 (m, 2

H}), 0.98 (s, 9H), 1.48 - 1.
68 (m, 2H), 1.63 - 1.73 (m
, 1H), 2.08 - 2.32 (m, 2H),
2.26 (s, 3H), 2.32 - 2.48

(m, 2H), 2.59 - 2.70 (m, 2
H), 2.85 (dd, J=14.00, 4.80
Hz, 1H), 3.12 (dd, J=14.00
. 10.00Hz, 1H), 3.58 - 3.6
8 (m, 1H), 7.00 (d, J=8.40
Hz, 1H), 7.11 (s, 1H), 7.28
(d, J=8.40Hz, 2H), 7.38 (
d, J=8.40Hz, 2H), 7.75 (s,

1H), 7.87 (d, J=8.40Hz, 1H
)

MS
M+H | M-H
543 541
511 509
485 483
537 535
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Cc-9

(400 MHz, CDCI3) 0.30 - 0
.39 (m, 1H), 0.60 - 0.69 (
m, 1H), 0.74 - 0.98 (m, 2
H), 0.93 (s, 9H), 1.64 - 1.
75 (m, 1H), 2.11 - 2.31 (m
, 2H), 2.26 (s, 3H), 2.32 -
2.49 (m, 2H), 2.57 (s, 2H
), 2.86 (dd, J=13.60, 4 80H | 523 521
z, 1H), 3.12 (dd, J=13.60,
10.00Hz, 1H), 3.58 - 3.70
(m, 1H), 7.00 (d, J=8.00Hz
, 1H), 7.11 (s, 1H), 7.23 (
d, J=8.00Hz, 2H), 7.38 (d,
J=8.00Hz, 2H), 7.76 (s, 1
H), 7.87 (d, J=8.00Hz, 1H)

(R}

A-125

C CH3

H-
chr;k@—

H
O N
=N g O
] l \‘\
o CH,

OH

(400 MHz, DMSO-d6) 0.41
- 0.55 (m, 1H), 0.74 - 0.8
6 (m. 11H), 0.86 - 0.9 (m
. 2H), 1.16 - 1.25 (m, 2H),
1.35 - 1.43 (m, 2H), 1.47
2161 (m, 1H), 1.8 - 1.8
6 (m, 2H), 2.00 - 2.19 (m,

SH), 2.19 - 2.30 (m, 3H), | 15 | 513
2.56 - 2.85 (m. 4H), 4.78
Za.97 (m, 1H), 7.02 - 7.1
2 (m, 1H), 7.22 - 7.28 (m.
1H). 7.32 - 7.39 (m, 1H),
9.20 - 8.40 (m, 1H). 11.6
6 - 12,09 (m, 1H)

(R}

A-126

HC_ CH
W O

(400 MHz, DMSO-d6) 0.72
- 0.84 (m, 11H), 1.16 - 1.
28 (m, 2H), 1.35 - 1.43 (m
. 2H), 1.87 - 2.01 (m, 2H),
2.01 - 2.12 (m, 1H), 2.18
- 2.37 (m, SH), 2.59 - 2.7
3 (m, 2H), 2.73 - 2.98 (m,
2H), 3.42 - 3.55 (m, 1H),
4.80 - 5.00 (m, 1H), 7.03
- 7.10 (m, 1H), 7.23 - 7.2
8 (m, 1H), 7.32 - 7.42 (m,
1H), 6.38 - 0.54 (m, 1H),
12.05 (brs, 1H)

e
»
w

541

A-127

(400 MHz, DMSO-d§) 0.4
2 - 0.56 (m, 1H), 0.73 - 0.
83 (m, 13H), 0.88 - 0.97 (
m, 1H), 1.14 - 1.26 (m. 2

H), 1.34 - 1.41 (m, 2H), 1.
50 - 1.61 (m, 2H), 1.77 -

1.92 (m, 1H), 1.86 - 2.08

(m. 1H). 2.08 - 218 (m, 2 | 499 | 497
H), 2.18 - 2.26 (m. 3H). 2.
55 - 2.81 (m, 5H), 4.78 -

4.93 (m, 1K), 6.83 - 6.94

(m, 1H), 6.94 - 7.03 (m, 1
H), 7.44 - 7.60 (m, 1H), ¢.
49 (brs, 1H), 11.98 (brs, 1
H}
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A-128

(400 MHz, CDCI3) 0.85 (s,

9H), 1.35 (d, J=6.30Hz, 2
H), 1.87 - 2.14 (m, 4H), 2.
26 (s, 3H), 2.33 (t, J=7.40
Hz, 2H). 2.37 - 2.48 (m, 3
H), 2.72 (dd, J=15.00, 5.80
Hz, 1H), 2.84 {dd, J=14.90
, 8.60Hz, 1H), 2.52 - 3.65
(m, 2H), 6.83 (d, J=5.60H
z. 1H), 6.85 (s, 1H), 7.53
(s, 1H), 7.98 (, J=B.10Hz,
1H)

513

(R)

A-129

(400 MHz, CDCI3) 0.86 (s,
9H), 1.37 (d, J=6.00Hz, 2
H), 2.00 - 2.20 {m, 4H), 2.
13 (s, 3H). 2.25 (s, 3H), 2
37 - 2.48 (m, 5M), 2.71 (
dd, J=14.20, 6.00Hz, 1H),

2.85 (dd, J=14.20, 9.10Hz,
1H), 3.56 - 3.68 (m, 2H).
8.87 (s, 1H), 6.88 (d, J=8
.80Hz, 1H), 7.13 (s, 1H), 7
48 (d, J=8.80Hz, 1H)

509

507

(R)

(400 MHz, CDCI3) 0.35 - 0
41 (m, 1H), 0.44 - 0.50 (

m, iH), 0.80 - 0.84 (m, 2

H). 0.85 (s, 9H), 1.37 (d,

J=5.80Hz, 2H), 1.93 - 2.21
(m, 4H), 2.30 - 2.44 (m,

5H). 2.74 (dd, J=14.20, 5.3
OHz, 1H), 2.98 (dd, J=14.4
0, 9.30Hz, 1H), 3.4¢ (ddd,
J=18.40, ©.60, 6.30Hz, 1H
), 3.64 (ddd, J=14.30, 7.00
. 5.80Hz, 1H), 6.87 - 7.08
(m. 3H), 7.72 (s, 1H), 8.1
7 (t, J=7.70Hz, 1H)

471

469

(R)
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A-131

H,C CH,

(400 MHz, DMSO-d6) 0.80
- 0.82 (m, 8H), 1.34 - 1.4
6 (m, 2H), 1.81 - 2.02 (m,
2H), 2.02 - 2.17 (m, 2H),
2.17 - 2.38 {m, 6H), 2.59
- 2.76 (m, 2H), 2.76 - 2.8
4 (m, 2H), 3.39 - 3.55 (m,
1H), 4.80 - 5.01 (m, 1H),
7.02 - 7.13 (m, 1H), 7.21
- 7.30 {m, 1H), 7.32 - 7.4
1 (m, 1H), 8.32 - 8.84 (m,
1H), 11.82 - 12.23 (m, 1

H)

527

(R)

A-132

(400 MHz, DMSO-d6) 0.8
0 - 0.89 (m, SH), 1.84 - 1.
98 (m, 2H), 2.03 - 2.15 (m
, 2H), 2.18 - 2.34 (m, 6H),
2.58 - 2.68 (m, 2H), 2.79
- 2.86 (m, 2H), 3.36 - 3.5
0 (m, 3H), 4.83 - 4.94 (m,
1H), 6.84 - 6.93 (m, 1H),
6.7 - 7.05 (m, 1H), 7.36
- 7.85 (m, 1H), 9.45 - 9.7
3 (m, 1H), 11.94 - 12,15 {
m, 1H)

513

511

(R)

A-133

(400 MHz, CDCI3) 0.85 (s,
8H), 1.36 (d, J=6.00Hz, 2
H), 1.86 (t, J=18.50Hz, 3H
h 1.87 - 2.17 (m, 4H), 2.2
6 (s, 3H), 2.34 - 2.46 (m,
SH), 2.71 (dd, J=14.70, 5.3
OHz, 1H), 3.00 (dd, J=14.0
7, 9.10Hz, 1H), 3.50 - 3.6
0 (m, 2H), 7.00 (d. J=7.90
Hz, 1H), 7.13 (s, 1H), 7.58
(brs, 1H), 8.06 (d, J=8.60
Hz, 1H)

525

523

(R)
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A-134

HJ
HC

F

P l/
O C
% "
FeH, OH

(400 MHz, CDCI3) 0.85 (s,
9H). 1.36 (d, J=5.30Hz, 2
H), 1.87 (t. J=18.5CHz, 3H
), 1.87 - 2.16 (m, 4H), 2.2
7 {s, 3H), 2.34 - 2.46 (m,
5H), 2.71 (dd, J=14.80, 5.2
0Hz, 1H), 2.87 (dd. J=14.7
0, 9.50Hz, 1H}, 3.50 - 3.6
1 (m, 2H), 6.83 - 6.87 (m,
2H), 7.38 (brs, 1H), 7.98
{t. J=8.50Hz, 1H)

509

507

(R)

A-135

(400 MHz, CDC!3) 0.37 - 0
49 (m, 2H), 0.81 - 0.87 (

m, 2H), 0.81 (s, 9H), 1.31

- 1.36 (m, 1H), 1.38 (d, J
=7.50Hz, 2H), 2.02 - 2.15

(m, TH), 2.37 - 2.42 (m, 5
H), 2.75 (dd, J=14.34, 5.07
Hz, 1H), 3.02 (dd, J=14.34
, 9.48Hz, 1H), 3.45 - 3.52
(m, 1H), 3.62 - 3.63 (m,

1H), 7.12 (d, J=7.50Hz, 1H
), 7.86 (s, 1H), 8.03 (d, J
=11.47Hz, 1H)

519

517

(R)

A-136

(400 MHz, CDCI3) 0.85 (s
, 8H), 1.38 (d, J=6.40Hz,
2H), 2.04 - 2.12 (m, 4H),
2.28 (s, 3H), 2.37 - 2.48 (
m, 5H), 2.78 (dd, J=15.00,
5.51Hz, 1H), 2.95 (dd, J=
14,89, 9.15Hz, 1H), 3.55 -
3.58 (m, 2H), 6.71 (t, J=5
6.59Hz, 1H), 6.83 - 6.87 (
m, 2H), 7.56 (brs, 1H), 7.9
8 (1, J=8.38Hz, 1H)

495

493

(R)
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A-137

H,C

H,C

(460 MHz, CDCI3) 0.85 (s,
9H). 1.03 - 1.07 (m, 2H),
1.34 - 1.40 (m, 2H), 1.92
- 2.02 (m, 2H), 2.05 - 2.2
0 (m, 3H), 2.26 (s, 3H), 2.
34 - 2.45 (m, 4H), 2.76 (d
d, J=15.10, 5.30Hz, 1H), 2 | 525 | 3523
.97 (dd, J=15.20, 8.50Hz,

1H), 3.48 - 3.61 (m, 2H),

6.67 (1, J=54.50Hz, 1H), 7.
01 (d, J=6.40Hz, 1H), 7.13
(s, 1H), 7.62 (s, 1H), 8.0
7 (d, J=8.4DHz, 1H)

(R)

A-138

(400 MHz, CDCI3) 0.85 (s,
gH), 1.03 - 1.07 (m, 2H),
1.34 - 1.40 (m, 2H), 1.93
- 2.22 (m, §H), 2.27 (s, 3
H), 2.36 - 2.46 (m, 4H), 2.
76 (dd, J=14.90, 5.60Hz, 1

H), 2.93 (dd, J=15.00, 9.00 509 507
Hz, 1H), 3.49 - 3.63 (m, 2
H), 6.87 {t, J=54.50Hz, 1H
), 8.77 (s, 1H), 6.86 (d, J
=16.70Hz, 1H), 7.41 (s, 1H
), 8.00 (f, J=8.30Hz, 1H)




Fig. 42
in vitro EC50(uM)
_ Example LuC

Human Mouse
A-1 0.024 0.024
A-2 0.053 0.042
A-3 0.055 0.051
A-4 0.058 0.044
A-5 0.13 0.11
A-6 0.25 0.14
A-7 0.064 0.041
A-8 0.33 0.20
A-9 0.39 0.23
A-10 0.033 0.025
A-11 0.029 0.032
A-12 0.094 0.060
A-13 0.018 0.016
A-14 0.088 0.067
A-15 0.32 0.41
A-16 0.055 0.040
A-17 0.064 0.054
A-18 0.072 0.046
A-19 0.037 0.018
A-20 0.020 0.039
A-21 0.034 0.049
A-22 0.088 0.096
A-23 0.079 0.064
A-24 0.020 0.032
A-25 0.098 0.054
A-26 0.065 0.039
A-27 0.094 0.098
A-28 0.097 0.050
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Fig. 43

in vitro EC50(uM)

Example - LucC
Human Mouse
A-29 0.060 0.030
A-30 0.16 0.097
A-31 0.26 0.21
A-32 0.046 0.042
A-33 0.78 0.72
A-34 >3.2 0.48
A-35 1.8 1.1
A-36 0.063 0.039
A-37 0.10 0.076
A~-38 0.26 0.083
A-39 0.021 0.036
A-40 0.23 0.095
A-41 >3.2 2.0
A-42 0.25 0.098
A-43 0.088 0.057
A-44 0.12 0.12
A-45 0.42 0.14
A-46 0.092 0.087
A-47 6.27 0.12
A-48 0.064 0.049
A-49 1.2 0.23
A-50 0.17 0.12
A-b1 0.11 0.069
A-52 0.54 0.53
A-53 0.033 0.037
A-54 0.065 0.086
A-55 0.063 0.094
A-56 0.092 0.056
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Fig. 44
in vitro EC50(uM)
Example LuC

Human Mouse
A-57 0.044 0.028
A-58 0.024 0.034
A-59 0.029 0.034
A-60 0.024 0.040
A-61 0.96 0.95
A-62 0.081 0.080
A-63 0.21 0.056
A-64 0.077 0.027
A-85 0.11 0.15
A-66 0.053 0.036
A-67 0.043 0.026
A-68 0.077 0.055
A-89 0.17 0.13
A-70 0.10 0.076
A-T1 0.39 0.14
A~-T2 0.058 0.049
A-T3 0.66 0.18
A-T4 1.1 0.50
A-T5 0.027 0.039
A-76 0.045 0.043
A-T7 0.057 0.031
A-78 0.030 0.016
A-79 0.041 0.050
A-80 0.16 0.13
A-81 1.1 0.84
A-82 0.071 0.065
A-83 0.53 0.19
B-1 0.025 0.037
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Fig. 45
in vitro EC50(uM)
Example LuC
Human Mouse
B-2 0.087 0.14
A-84 0.052 0.040
A-85 0.029 0.047




Fig. 46
in vitro EC50(u M)
Example LuC
Human Mouse
A-86 0.089 0.089
A~87 0.60 0.71
A-88 (232'%2) 2.9
A-89 0.65 0.12
B-3 0.048 0.060
B-4 0.32 0.34
C-1 0.044 0.032
C-2 0.27 0.26
D-1 0.073 0.052
D~-2 0.21 0.31
A-90 0.026 0.032
A-91 0.017 0.026
A2 o) (009
A-93 0.024 0.024
A-94 0.018 0.011
D-3 0.091 0.056
D-4 0.22 0.18
C-3 0.68 0.11
C-4 0.12 0.24
A-95 0.035 0.026
A-96 0.021 0.028
A-97 0.029 0.047
A-98 0.39 0.50
A-99 0.019 0.026
A-100 0.028 0.042
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Fig. 47
in vitro EC50{z M)
Example LUC
Human Mouse
A-101 0.017 0.025
A-102 0.027 0.037
D-5 0.032 0.022
D-6 0.21 0.39
A-103 0.022 0.048
A-104 (7>98%) (s>2i4.>
A-105 3.2 0.92
A-106 (8>28%) (9>28%)
A-107 0.10 0.054
A-108 0.17 0.16
A-109 0.13 0.12
A-110 0.065 0.045
A-111 0.022 0.031
A-112 (6>28%) 1.9
A-113 0.076 0.11
C-5 5.6 1.6
C-6 0.23 0.078
A-114 0.021 0.025
A-115 1.2 0.36
B-§ 2.4 0.40
Cc-7 2.0 0.82
A-116 0.024 0.018
A-117 0.067 0.040
A-118 0.48 0.19
A-119 0.061 0.072
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Fig. 48
in vitro EC50(z M)
Example LUC
Human Mouse
A~120 0.014 0.022
A-121 0.0Ii 0.017
A-122 0.028 0.030
A-123 0.024 0.020
A-124 0.019 0.022
C-8 0.25 0.059
Cc-9 0.020 0.019
A-125 0.0099 0.017
A-126 0.014 0.018
A-127 0.013 0.021
A-128 0.11 0.046
A-129 0.051 0.038
A-130 0.019 0.014
A-131 0.022 0.021
A-132 0.053 0.030
A-133 not tested not tested
A-134 not tested not tested
A-135 not tested not tested
A-136 not tested not tested
A-137 not tested not tested
A-138 not tested not tested




