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<g}sha] 11>
RANH X7
LA
NTX

RzN)L =

N
H

R!

&7 Al A,

ag] A 5- E= 69 FERe 7] (E 5o, vl dnd, EobE, Febd, JuAd, dAAd,
olut}E S)olth. HAML 9o o]F AFoltt. X N i Qolth. Y& o] HFd YA g
Ao B 97, EE S mE N a2 9ol

R RRIiL, o714 R &4 2%, C1 WA (3 92 E2 A2 7] (8 5o, SEolu=, o2, o=
B2, ofl, olm= B)oli, R AZFzery, sHRAZRA, ok, dEzold HUAZRA, AH
EAFERLAY, °17’Q_0}%, aAgE Rl wE oZolm, 7] RS EyPdor Auw 34 s|® 1, 2 EE
33 Yoz xgE

‘= RReln, o714 R'e 3§ AF E= Ol A 13, e AZ=o, suaAZac, o,
=

Y

e

IS
o

C
dlElZold = delal, 7] RS Sdder Mg 54 712 1, 2 £ 33 oz AN

RS H, o7, o}, ofdetzl; AZRaARd, b2z aey, dezoddzl 2 AUz o] Fol
= =
=

A FoRRE MEyn

=

A7) ge] A% AxGEA, RE T Adolm; thE AxGHA, RE €1 WA €3 <ad, oA
|

71 (el 50, EFotr=, ofr= F)oltt.

A7) g AR AAGEA, RS Bh Adolm; thE AXFEA, RS €1 WA €3 A, A

13 A A, RS A, FAgd, BE (1-(8 42 EE (3 WA 8 AZF=gZdola, A7 #Ald, 79
<, 3 g7, olmn, YEZ, 97, <=4
247, NZFRLY, dHZAEZR2YA, ofd EE dHZHRE 1 X 33 AT

ARl A, RS (18 97 wi AZReo|m, 7] 97 i AZRIANe 0} B

1=}
B
54 Ee opvm 1 Wix] 33 AgE.

QB A FEel A, RS C1-C8 &7, (3-8 AFRUZ, C4-Cl2 AFRIAAZ, (3-C8 e A F2e, (4
C12 s ZAG2E AL, (4-C12 ok, (4-C12 del=epddola, o5 zzhe nA&H 7Y £ 3=
54, g2 Ee dEAR 1 WA 33 AdEd

13 2 A kel A, R'= Holt}.
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[0083]

[0084]
[0085]
[0086]

[0087]

[0088]
[0089]

[0090]
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A7) W8 54T de, viAgHow,

X = (CHz)mOH, (CH2)mNH2
m=0,1
n=0,1

RZ‘NH o) ANH O
Oy ﬁ*
RB\N)l\N/ oo R )\
H =
X

X = (CH2)mOH, (CHz)uNHa

m=0,1
n=0,1
R‘NH N/\\ ANH N7 s
)j)\/
/L Ila) P
X
X = (CHa)mOH, (CH2)mNH,
m=0, 1
n=0,1
RANH N%Nw Chm NN s
T ]
XX N
RS, )\ oy re M
EE H
X = (CH2)nOH, (CHz)mNHz
m=0,1
n=01
2
RS\H Nl/\\/\)R1 Chinm N\/\\§R1
N)ﬁ/\\s Nl)ﬁ/‘\s
3 | 2
Ry A 2 oy R A
H = H
9 o] A FHeEE 98 LS
Houlg o] gtEo] wud EAI o=, AR oR ) 7] F 1-89 AE AL EI3IG
o AAE A FFELS, IS ukep o], 19 Aok FHEHE o FHE ATE 5 Jdrk. AR
S8 E 92 B IFEY BHote AETSH A4S FXstL HHEA & 548 adE FosA e
doltt. ol AL o= (a) F7IAL, dE B G4k, BEriseast, 3k Ak, AA & AHgst §
AE A 5 9 2 R0 dRd, dE B0, ofHEAN, A, E2EREA, AL Tk, FrEA
FF25, AEZAF, Wk, olxzma vl wizak BRdl, FwEA A7, 2R, UZddlsEN
HekEEZA, p-EFAEEl), yzgdgsElt, Y452 8 AMESte 34" 9 (h) 94 S0l
A7 A4, BEY H ofojeddogHE PAHE A, € (¢) AVIEFEH FEH 4, odud dEw 4, &7
=4 4, d7Y YEF %2 ZE9 9, ¢ ESS A, d70d9 24 2 g o, 2§71 971, <A
) gAZzadoelnl L N-vE-D-FF7173e] o},
2o 71AE g4 FES THE AA B FPA A ek o] Wl wek Az £ Q).
2. Ak AA.
A7 71AE 24 sstEe FoE Y3 FXE 71l wEk Al g FollA AAsE 4 k. dE £,
%3 [Remington, The Science And Practice of Pharmacy (9 Ed. 1995)]S F=Z3lc}p. B digo] wpE Aok
AAL] A, A shetE (Y Ay FEHe 9 23S 53], & HA) d¥FH R E3dHAn

A=, FAs], AA

| 52 dolo & AHEI E3149 B FEF ook
st} @AE 1A = A

A EE E O 5

rlr
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n=0,1
X = OH, NHa
2
R\NH fe) R1=t£‘7:=l, old §
R! Chn o R?= a7
N7~ N~ _R!
re AL H . LT M
NN 0 R AL 2
e 1

2-(Fdobr] ) -4-(((1r,4r)-4-3| ES A A F 2 ) o] o) -N-(4- (R EZ P -2 X ) ¥ ) ¥ 2| -5-7h 25

o=

Awhba] dxf A

OH
c o

0P o O IS}
N

)Nl\)ﬁ)km . 4 DIEA THF )ﬁ)L K/O H2N

N /[j k/o oc 2h P DIEA, IPA

0°C, 90min

2,4t 2RZEZN-(4-(RaFeexd)dd) v d-5-7t2 5 2ot =

\\ //

*ﬁ@r 3

tEEade (10 L) 5 2.4-tFEa9gnd-5-7t2nYd F2g0]= (422ng, 2.0 mmol) o] €HE 4-(REZ
graxd)oldd (508 mg, 2.1 mmol) 2 DIEA (387 mg, 3.0 mmol)el 0TColA FH74stdct. HAY £2d&ES
0CollA 1AIZE F<t wyksgict.  ololA, &5 FH7bsigivh. A4¥E £FES EtOAc 3R FE33ct. &
71 F& AFZA7L NaS0,), oJstar, FFAAC. AFES o] ==(1SCO)ol 23] FAsI wA =S

WAl 31 A (701.2 mg, 84%)EA 5313l

'"H NMR (400 MHz,
DMSO0-d°) 5 11.98-11.90 (m, 1H), 8.29 (d, J = 6.4 Hz, 1H), 7.89 (d, J = 8.8 Hz, 2H), 7.69 (4,
J= 8.8 Hz, 2H), 3.65-3.56 (m, 4H), 2.87-2.78 (m, 4H); MS m/z 418.30 [M+H]".

2-F 2 Z-4-(((1r ,4r)-4-3| EZA A EF 23 ) ol =) -N-(U-(REZ wex d)Hd) Jgud-5-7}2 8 »olu|=

CIJ\N

IPA (15 mL) & 2,4-UEE2-N-U-(ERE2Zxeesx ) d)Fnd-5-7t2 5 2~oln| = (700mg, 1.68 mmol)<]
fAe Edr-4-olu A EFRAAE (231.4 mg, 2.2 mmol) E DIEA (387 mg, 3.0 mmol)ol 0CelA
ek, AAdE EFES OCOH/H 508 EoF wukely, Aow slesty, 371 508 Eob wukslgitt.
olojA], &ulE AASIAL, FHFES DM L dgtEe] & (20 mL, 3:2, v/v) T 317122, dEqS o
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[0123]

[0124]
[0125]

[0126]

[0127]

[0128]
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HAE Sl olzete]l #Al BFH=S WA LA (683.4 mg, 82%)2A FEEIIT

11 NMR (400 MHz, DMSO-d®) 6 10.71 (s, 1H), 8.69 (s,
1), 7.96-7.89 (m, 2H), 7.76-7.70 (m, 2H), 4.57 (s, 1H), 3.93-3.81 (m, 1H), 3.64-3.57 (m,
4H), 3.49-3.40 (m, 1H), 2.88-2.78 (m, 4H), 1.95-1.86 (m, 2H), 1.85-1.76 (m, 2H), 1.38-
1.20 (m, 4H); MS m/z 496.20 [M+H]".

2- (R Ob ) ~4-(((1r 4r)-4-3 EZA A S22 ohv] 1) N-(4=(R 2 E 2| web T ) D)7 gv]el-5-7h2 8
oln =

)\ o
[PA (10mL) & 2-F22-4-(((1r,4r)-4-3| =FAA E 2ol ) -N-(4~(RE2ZZ e d)dd) v d-5-
Ft2E2olul = (86mg, 0.17 mmol)Q] &S H-eolwl (59.6 mg, 0.81 mmol) = DIEA (124.7 mg, 0.96 mmol)ol

[€]
A2oA H7bsker. A" EFES HA20lA 3ARE T akegivh. ololA, &S HUMe. A"
EHES Et0Ac BN E FEAY. F 7] T& ARA7IaL (NaS0y), olFstar, sHAAE. AFES o

ol oJal AAlste] FA S-S WA A (59.3 mg, 64%)2M TSI

l>

IH NMR (400 MHz, CD;0D+CDCl3) & 8.21
(s, 1H), 7.71-7.64 (m, 2H), 7.59-7.53 (m, 2H), 3.93-3.77 (m, 1H), 3.74-3.64 (m, 4H), 3.63~
3.58 (m, 4H), 3.56-3.46 (m, 1H), 3.26 (t, J= 7.1 Hz, 2H), 2.91-2.81 (m, 4H), 2.05-1.95 (m,
2H), 1.93-1.82 (m, 2H), 1.50-1.41 (m, 2H), 1.33-1.17 (m, 6H), 0.83 (1, /= 7.3 Hz, 3H); °C
NMR (101 MHz, CD;0D+CDCL;) & 166.8, 156.4, 143.5, 128.8, 128.6, 1203, 120.2, 69.2,
66.0,45.9, 41,0, 33.4, 31.6, 30.2, 20,0, 13.7; MS m/z 533.30 [M-+H]".

=3
ro

12 -3 AfS AbgEte] AAld 1o 71Al" Aa (Lary Ak Aol upel Az SHES VA S
(F: Mer IC50: ++++E= < 10 oML 9m|8ta; +HE 10-100nME oJW|8la, ++& 100 nM-1 puMEL 9n|sta; +&=
1-30 pMS 9uldtar; -+ A4S oug)

T2 g2 ID Mer 287 vol¥
ICs MS m/z (M+1) T/l
'HNMR
1 HO., UNC1817A  ++++ 'H NMR (400 MHz,
Q CD;0D) 6 8.27 (s, 1H), 7.85
NH O (d, J= 8.4 Hz, 2H), 747 (d,

NN Nn J = 84 Hz, 2H), 452 (s,
| H 2H), 4.00-391 (m, 1H),
_NH.
/\/\ﬂ)\r( s 2 3.63-3.55 (m, 1H), 3.36 (t, J

o \\O
o = 6.9 Hz, 2H), 2.10 (d, J =
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L
NHBoc

UNCI819A

UNCI1820A

UNCI855A

UNC1856A

Fbt

-+

FHH

++
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11.0 Hz, 2H), 1.97 (d, J =
10.4 Hz, 2H), 1.59 (dt, J =
15.0, 7.3 Hz, 2H), 1.47-1.25
(m, 6H), 0.97 (t, J= 7.4 Hz,
3H), MS wmfi 47725
[M+H]".

TH NMR (400 MHz,
CD;OD) 6 839 (s, 1H),
7.64-7.53 (m, 2H), 7.14-
7.03 (m, 2H), 4.12-4.01 (m,
1H), 3.67-3.59 (m, 1H)
3.55-3.39 (m, 2H), 2.16-
2.06 (m, 2H), 2.05-1.94 (m,
2H), 1.71-1.61 (m, 2H),
1.54-1.35 (m, 6H), 1.00 (t, J
= 7.4 Hz, 3H); MS m/z
402,30 [M+H]".

'H NMR (400 MHz,
CD;OD) 6 840 (s, 1H),
7.64-7.57 (m, 2H), 7.13—
7.04 (m, 2H), 3.58-3.40 (m,
4H), 3.11-3.02 (m, 1H),
2.08 (d, ] = 103 Hz, 2H),
1.95 (d, J = 12.0 Hz, 2H),
1.73 (s, 1H), 1.70-1.61 (m,
2H), 149-134 (m, 4H),
1.29-1.15 (m, 2H), 0.9 (¢, T
= 7.4 Hz, 3H); MS m/z
415,30 [M+H]".

'H NMR (400 MHz, CDCly)
59.58 (d, J=7.43 Hz, 1H),
8.04 (s, 1H), 3.97 (d, J =
12.7 Hz, 2H), 3.82-3.80 (m,
6H), 3.56-347 (m, 1H),
3.33-3.25 (m, 3H), 2.70 (t, J
= 11.8 Hz, 1H), 2.00-1.94
(m, 2H), 1.92-1.84 (m, 2H),
1.80-1.69 (m, 2H), 1.54—
1.44 (m, 2H), 1.35-1.23 (m,
16H), 0.82 (t, J = 7.4 Hz,
3H), MS mfz 49140
[M+H]"

'H NMR (400 MHz, CDCly)
5973 (t, J = 5.6 Hz, 1H),
7.83 (d, J = 7.4 Hz, 1H),
7.54 (s, 1H), 4.46 (d, J=7.8
Hz, 1H), 4.10 (d, J = 136
Hz, 2H), 4.01-3.90 (m, 1H),
3.75-3.62 (m, 2H), 345
3.35 (m, 2H), 3.05 (t, J =
11.9 Hz, 2H), 2.13-1.96 (m,
9H), 1.66-1.57 (m, 2H),
1.43 (s, 9H), 1.41-1.33 (m,
6H), 0.93 (t, J = 7.4 Hz,
3H); MS wm/iz 49135
[M+H]"

SIS351 10-2015-0018789



[0130]

UNCI1857A

UNCI8S8A

UNC1936A

UNC1937A

e+

At

++

+H+

'H NMR (400 MHz, CDCl,)
5 8.30 (s, 1H), 8.07 (s, 1H),
7.67 (s, 4H), 5.28 (s, 1H),
3.94 (s, 1H), 3.74-3.65 (m,
4H), 3.37 (dd, J = 13.1, 6.6
Hz, 2H), 3.03-2.89 (m, 4H),
2.78-2.63 (m, 1H), 2.14—
2.01 (m, 2H), 1.88 (d, J =
10.2 Hz, 2H), 1.70 (s, 3H),
1.59-1.48 (m, 2H), 1.41—
1.22 (m, 6H), 0.92 (¢, J =
7.3 Hz, 3H); MS m/z 532,30
[M+H]",

'H NMR (400 MHz, CDCl)
5 8.08 (s, 1H), 3.97-3.87
(m, 1H), 3.87-3.75 (m, 1H),
3.59-3.50 (m, 4H), 3.29-
3.23 (m, 4H), 2.78 (td, J =
12.6, 2.8 Hz, 2H), 2.04-1.86
(m, 6H), 1.80-1.66 (m, 2H),
1.50-1.41 (m, 2H), 1.33-
1.16 (m, 6H), 0.83 (t, J =
7.3 Hz, 3H); MS m/z 391,30
[M+H]".

'H NMR (400 MHz,
CD;0D+ CDCls) & 8.39 (s,
1H), 7.82 (d, J = 8.8 Hz,
2H), 7.72-7.65 (m, 2H),
420 (s, 4H), 4.07 (s, 1H),
3.75-3.67 (m, 4H), 3.66-
3.57 (m, 1H), 3.00 (s, 3H),
2.98-2.94 (m, 4H), 2.20-
2.05 (m, 2H), 2.04-1.93 (m,
2H), 1.48-1.34 (m, 4H); ®C
NMR (101 MHz,
CD;0OD+CDCl;) & 164.2,
159.8, 153.3, 144.1, 1424,
130.0, 128.8, 120.7, 100.3,
68.6, 66.0, 49.6, 45.9, 32.9
29.5, 27.5; MS m/z 491.30
[M+H]"

'H NMR (400 MHz,
CD;0D+ CDCly) & 8.46 (s,
1H), 7.92-7.81 (m, 2H),
7.77-7.68 (m, 2H), 4.14-
4.02 (m, 1H), 3.76-3.66 (m,
4H), 3.68-3.59 (m, 1H),
3.51 (dd, J = 142, 7.0 Hz,
2H), 3.02-2.90 (m, 4H),
213 (d, J = 8.5 Hz, 2H),
2.00 (d, J = 9.1 Hz, 2H),
145 (dd, J = 18,7, 10.0 Hz,
4H), 128 (t, J = 72 Hz,
3H); *C NMR (101 MHz,
CD;OD+CDCl) & 1642,
159.8, 152.7, 144.4, 142.5
130.0, 128.7, 120.5, 100.8,
68.4, 65.84, 497, 46.0,
36.3, 32.8, 29.3, 13.3; MS
m/z 505.30 [M+H]".
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'H NMR (400 MHz,
CD;0D+ CDCly) 6 8.45 (s,
1H), 7.90-7.82 (m, 2H),
7.75-7.68 (m, 2H), 4.12—
3.98 (m, 1H), 3.80-3,66 (m,
4H), 3.67-3.59 (m, LH),
3.43 (t, J = 7.1 Hz, 2H),
3.03-2.91 (m, 4H), 2.22-
2.09 (m, 2H), 2.07-1.95 (m,
2H), 1.74-1.63 (m, 2H),
1.53-1.35 (m, 4H), 0.99 (t,J
= 74 Hz, 3H); "C NMR
(101 MHz, CD;0D+CDClL)
5164.3,159.8, 153.2, 144.8,
142.6, 129.9, 128.7, 120.6,
100.6, 68.5, 65.9, 49.7,
46.00, 43.1, 32.8, 29.4,
22,0, 10.7; MS m/z 519.30
[M+H]".

'H NMR (400 MHz,
CD;0D+ CDCL) & 8.45 (s,
1H), 7.89-7.81 (m, 2H),
7.74-7.67 (m, 2H), 4.26-
4,15 (m, 1H), 4.13-4.02 (m,
1H), 3.75-3.68 (m, 4H),
3.68-3.60 (m, 1H), 3.00—
2.92 (m, 4H), 2.20-2.08 (m,
2H), 2.05-1.96 (m, 2H),
1.53-1.37 (m, 4H), 1.32 (s,
3H), 1.30 (s, 3H); C NMR
(101 MHz, CD,OD+CDCl;)
5164.2,159.8, 152.0, 144.5,
1425, 1300, 128.9, 128.7,
120.5, 117.5, 100.7, 684,
65.8, 49.7, 460, 44.03,
32.7, 29.3, 222, 21.1; MS
m/z 519,30 [M+H]".

'H NMR (400 MHz,
CD;0D+ CDCL) & 8.47 (s,
1H), 7.89-7.83 (m, 2H),
7.75-7.71 (m, 2H), 4.12—
4.03 (m, 1H), 3.76 (t, J =
5.5 Hz, 2H), 3.74-3.68 (m,
4H), 3.68-3.57 (m, 3H),
3.00-2.93 (m, 4H), 2.16-
2.08 (m, 2H), 2.04-1.95 (m,
2H), 1.50-138 (m, 4H);
13C NMR (101 MHz,
CD;OD+ CDCly) & 1642,
159.9, 153.0, 144.7, 142.5,
130.1, 128.7, 120.5, 100.9,
68.4, 65.8, 59.4, 49.6, 46.0,
43.6, 32,7, 29.3; MS wm/z
521.20 [M+H]".
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'H NMR (400 MHz,
CD;0D+ CDCL;) & 8.40 (s,
1H), 7.83 (d, J = 8.8 Hz,
2H), 7.69 (d, J = 8.8 Hz,
2H), 4.08-3.99 (m, 1H),
3,74-3.68 (m, 4H), 3.68—
3.58 (m, 3H), 3.55 (t, J =
6.8 Hz, 2H), 3.01-2.90 (m,
4H), 2.15-2.04 (m, 2H),
2.04-1.93 (m, 2H), 1.89—
1.79 (m, 2H), 1.46-1.34 (m,
4H); *C NMR (101 MHz,
CD,OD+CDCL) & 164.2,
159.8, 152.9, 144.2, 142.5,
1299, 128.8, 120.7, 1004,
68.5, 66.0, 59.2, 49.7, 45.9,
38.6, 32.8, 31.1, 29.5; MS
m/z 535.30 [M+H]*,

'H NMR (400 MHz,
CD;OD+ CDCLy) & 8.43 (s,
1H), 7.86-7.77 (m, 2H),
7.74-7.65 (m, 2H), 7.34-
7.24 (m, 2H), 7.05-6.95 (m,
2H), 4.56 (s, 2H), 3.97-3.85
(m, 1H), 3.76-3.66 (m, 4H),
3.64-3.54 (m, 1H), 3.02-
2.90 (m, 4H), 2.03-1.88 (m,
4H), 1.43-1.26 (m, 4H); °C
NMR (101 MHz, CD;OD+
CDCL;) 6 164.1, 1634,
161.0, 159.7, 152.8, 144.1,
142.4, 133.0, 130.0, 129.0,
128.9, 128.8, 120.8, 120.7,
115.48, 115.3, 100.8, 68.5,
66.0, 49.7, 45.9, 44.3, 33.0,
29.5, MS m/Zz 58530
[M+H]",

'H NMR (400 MHz,
CD;OD+ CDCl;) & 8.51-
8.46 (m, 1H), 7.87-7.79 (m,
2H), 7.73-7.65 (m, 2H),
7.64-7.55 (m, 2H), 7.42-
7.38 (m, LH), 7.09-6.99 (m,
2H), 4.00-3.86 (m, 1H),
3.77-3.67 (m, 4H), 3.64-
3.56 (m, 1H), 3.03-2.91 (m,
4H), 2.15-2.05 (m, 2H),
2.05-1.92 (m, 2H), 145-
129 (m, 4H);, C NMR
(101 MHz, CD;OD+
CDCL) 6 1609, 160.4,
158.4, 142.8, 133.5, 129.6,
128.8, 122.9, 122.8, 120.6,
1154, 1152, 1009, 68.7,
66.0, 49.8, 45.6, 33.2, 29.8;
MS m/z 571.20 [M+H]".
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'H NMR (400 MHz,
CD;0D+ CDCly) & 8.46 (s,
1H), 7.89-7.83 (m, 2H),
7.74-7.68 (m, 2H), 4.11-
4.02 (m, 1H), 3.74-3.68 (m,
4H), 3.67-3.60 (m, 1H),
3.57 (t, J = 6.8 Hz, 2H),
3.49 (1, ] = 5.9 Hz, 2H),
3.35 (s, 3H), 3.00-2.93 (m,
4H), 2.18-2.07 (m, 2H),
2.07-1.98 (m, 2H), 1.95-
1.87 (m, 2H), 1.50-1.38 (m,
4H); C NMR (101 MHg,
CD;OD+CDCl;) ¢ 164.2,
159.8, 152.9, 144.5, 142.5,
130.0, 128.7, 120.6, 100.7,
70.1, 68.5, 65.9, 58.1, 49.7,
46.0, 39.0, 32.8, 29.4, 28.6;
MS m/z 549,20 [M+H]",

'H NMR (400 MHz,
CD;0D+ CDCl;) & 8.47 (s,
1H), 7.90-7.83 (m, 2H),
7.75-7.70 (m, 2H), 4.11-
4.01 (m, 1H), 4.01-3.92 (m,
2H), 3.76-3.67 (m, 4H),
3.67-3.58 (m, 1H), 3.47-
3.33 (m, 4H), 3.01-2.90 (m,
4H), 2.19-2.08 (m, 2H),
2.08-1.91 (m, 3H), 1.70 (d,
J = 12.7 Hz, 2H), 1.56-1.30
(m, 6H); “C NMR (101
MHz, CD;OD+ CDCl;) §
1642, 159.8, 153.3, 144.8,
142.5, 130.0, 128.7, 120.5,
100.9, 684, 673, 658,
49.8, 46.9, 46.0, 34.8, 32.9,
30.5, 29.3; MS m/z 575.30
[M+H]*.

'H NMR (400 MHz,
CD;0D+ CDCly) & 8.45 (s,
1H), 7.88-7.81 (m, 2H),
7.75-1.67 (m, 2H), 4.11-
3.96 (m, 4H), 3.75-3.69 (m,
4H), 3.68-3.60 (m, 1H),
3.56-3.47 (m, 2H), 3.03-
2.92 (m, 4H), 2.16-2.07 (m,
2H), 2.05-1.94 (m, 4H),
1.80-1,64 (m, 2H), 1.51—
135 (m, 4H); “C NMR
(101 MHz, CD;0D+CDCl;)
5164.0, 159.8, 152.0, 144.1,
142.4, 130.1, 128.8, 120.7,
100.8, 683, 663, 65.9,
50.0, 46.0, 32.8, 31.8, 29.4;
MS m/z 561,30 [M+H]".
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'H NMR (400 MHg,
CD;0D+ CDCls) 6 8.45 (s,
1H), 7.87 (d, J = 8.8 Hz,
2H), 7.73 (d, J = 8.7 Hz,
2H), 4.08-3.98 (m, IH),
3.90-3.82 (m, 1H), 3.75-
3.66 (m, 4H), 3.67-3.60 (m,
1H), 3.03-2.89 (m, 4H),
2.19-2.09 (m, 2H), 2.08—
1.94 (m, 4H), 1.90-178 (m,
2H), 1.69 (d, J = 12.1 Hg,
1H), 1.56-1.21 (m, 9H); 130
NMR (101 MHz,
CD;OD+CDCL) & 164.1,
159.7, 1442, 142.5, 130.1,
128.7, 120.5, 100.9, 68.4,
65.8, 51.4, 50.1, 46.0, 32.9,
31.8, 29.3, 25.1, 24.7; MS
m/z 559.30 [M+H]",

'H NMR (400 MHg,
CD;0D+ CDCL) 6 8.58 (s,
1H), 7.90-7.81 (m, 2H),
7.74-7.64 (m, 2H), 4.04—
3.95 (m, 1H), 3.81 (s, 8H),
3.75-3.67 (m, 4H), 3.66-
3.59 (m, 1H), 3.03-2.86 (m,
4H), 2.16-2.05 (m, 2H),
2.05-194 (m, 2H), 1.50-
132 (m, 4H); “C NMR
(101 MHz, CD;0D+CDCly)
5164.7,159.6, 154.5, 147.9,
142.7, 1297, 128.7, 1207,
100.7, 68.5, 66.0, 659,
49.3, 46.0, 44.7, 32.8, 29.5;
MS m/z 547.25 [M+H]".

'H NMR (400 MHz,
CD;0D+ CDCls) 6 8.45 (s,
1H), 7.89-7.80 (m, 2H),
7.76-7.68 (m, 2H), 7.26-
7.17 (m, 2H), 7.04-6.94 (m,
2H), 4.09-3.98 (m, 1H),
3.75-3.57. (m, 7H), 3.01-
2.88 (m, 6H), 2.19-2.08 (m,
2H), 2.07-1.97 (m, 2H),
1.53-136 (m, 4H); “C
NMR @101 MHz,
CD;OD+CDCl;) & 164.1,
162.9, 160.5, 159.8, 152.9,
144.4, 142.5, 134.2, 130.1,
130.1, 130.0, 128.7, 120.6,
1152, 115.0, 110.1, 100.9,
68.4, 65.9, 49.7, 46.0, 42.7,
342, 329, 29.4; MS m/z
599.25 [M+H]".

'H NMR (400 MHz,
CD;0D+ CDCls) 6 8.45 (d,
J =19 Hz, 1H), 7.91-7.80
(m, 2H), 7.75-7.68 (m, 2F),
4,07 (dt, J = 89, 7.0 Hz,
1H), 3.76-3.67 (m, 4H),
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3.67-3.58 (m, 1H), 3.46 (1, J
= 6.7 Hz, 2H), 3.01-2.91
(m, 4H), 2.19-2.08 (m, 2H),
2.06-1.96 (m, 2H), 1.70—
1.61 (m, 2H), 1.52-1.30 (m,
10H), 0.95-0.84 (m, 3H);
BC NMR (101 MHz,
CD;OD+CDCL) & 164.2,
159.8, 153.0, 144.7, 142.6,
130.0, 128.7, 120.5, 109.9
100.7, 684, 658, 49.7,
46.0, 41.4, 32.9, 31.3, 29.4,
28.7, 26.4, 22.3, 13.3; MS
m/z 561.30 [M+H]",

'H NMR (400 MHz,
CD;0D+ CDCly) & 8.45 (s,
1H), 7.90-7.80 (m, 2H),
7.76-7.67 (m, 2H), 4.09-
3.98 (m, 1H), 3.77-3.66 (m,
4H), 3.67-3.59 (m, 1H),
328 (d, J = 6.8 Hz, 2H),
3.05-2.89 (m, 4H), 2.19-
2.08 (m, 2H), 2.05-1.90 (m,
3H), 1.53-134 (m, 4H),
0.99 (s, 3H), 0.97 (s, 3H);
BC NMR (101 MHz,
CD;OD+CDCl;) & 1644,
159.9, 153.9, 145.6, 142.6,
129.9, 128.7, 120.6, 100.6,
68.5, 65.9, 49.7, 46.0, 32.9,
29.4, 281, 19.5; MS m/z
533.30 [M+H]".

'H NMR (400 MHz,
CD;0D+ CDCl;) & 845 (s,
1H), 7.90-7.82 (m, 2H),
7.75-7.68 (m, 2H), 4.11-
4.03 (m, 1H), 3.76-3.67 (m,
4H), 3.67-3.56 (m, 3H),
350 (t, T = 6.9 Hz, 2H),
3.02-2.92 (m, 4H), 2.18-
2.08 (m, 2H), 2.07-1.96 (m,
2H), 1.78-1.68 (m, 2H),
1.66-1.56 (m, 2H), 1.54-
134 (m, 4H); "C NMR
(101 MHz, CD;OD+
CDCL) & 1642, 159.8,
153.0, 144.7, 142.5, 130.0,
128.7, 120.6, 100.7, 68.4,
65.9, 612, 497, 46.00,
412, 32.8, 29.5, 29.4, 25.3;
MS m/z 549.30 [M+H]".

'H NMR (400 MHz,
CD;0D) 6 8.35 (s, 1H), 7.77
(d, J = 8.8 Hz, 2H), 7.63
(dd, J = 9.1, 2.0 Hz, 2H),
4.17 (s, 4H), 3.99-3.87 (m,
1H), 3.74-3.62 (m, 8H),
3.60-3.46 (m, 3H), 2.97—
2.87 (m, 4H), 2.73-2.45 (m,
6H), 2.11-1.98 (m, 2H),
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1.98-1.88 (m, 2H), 1.40-
125 (m, 4H); MS m/z
590.30 [M+H]",

'H NMR (400 MHz,
CD;0OD) & 8.50-8.45 (m,
1H), 7.89 (d, J = 8.7 Hz,
2H), 7.76 (d, J = 8.7 He,
2H), 4.16-4.07 (m, 1H),
3.73-3.67 (m, 4H), 3.66—
3.57 (m, 1H), 3.00-2.90 (m,
4H), 2.15-2.06 (m, 2H),
2.03-1.95 (m, 2H), 1.51-
136 (m, 4H); MS m/z
477.20 [M+H]".

'H NMR (400 MHz,
CD;OD) 6 838 (s, 1H),
7.81-7.75 (m, 2H), 7.70-
7.62 (m, 2H), 733 (d, J =
1.3 Hz, 1H), 3.93 (t, J= 6.5
Hz, 3H), 3.72-3.63 (m, 4H),
3.60~3.50 (m, 1H), 3.36 (t, J
= 6.7 Hz, 2H), 2.94 (s, 7H),
2.11-2,00 (m, 2H), 2.00-
1.91 (m, 2H), 1.47-1.29 (m,
4H); MS m/z 58320
[M+H]".

'"H NMR (400 MHz,
CD;0D) 6 937 (d, J= 74
Hz, 1H), 8.34 (s, 1H), 7.78
(d, J= 8.3 Hz, 2H), 7.65 (d,
J = 8.6 Hz, 2H), 4.01-3.95
(m, 1H), 3.72-3.63 (m, 4H),
3,63-3.52 (m, 1H), 3.46 (t,J
= 7.2 Hz, 2H), 2.99-2.80
(m, 4H), 2.13-1.85 (m, 4H),
147 (dd, J = 14.3, 7.1 Hz,
2H), 143-128 (m, 4H),
0.72-0.58 (m, 1), 0.46-
036 (m, 2H), 0.07—-0.05
(m, 2H); MS m/z 545.30
[M-+H]".

'H NMR (400 MHz,
CD;0D) 6 8.40 (s, LH), 7.79
(d, J = 8.7 Hz, 2H), 7.65 (d,
J = 8.7 Hz, 2H), 4.06-3.93
(m, 1H), 3.71-3.60 (m, 4H),
3.60-3.54 (m, 1H), 3.49 (t,J
= 7.1 Hz, 2H), 2.98-2.85
(m, 4H), 2.23-2.11 (m, 2H),
2.10-2.01 (m, 2H), 2.00-
1.81 (m, 4H), 1.46-1.27 (m,
4H); MS m/z 48725
[M-+HT".
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'H NMR (400 MHz,
CD;OD) 6 8.49 (d, J = 1.8
Hz, 1H), 7.91 (dd, J = 8.8,
1.7 Hz, 2H), 7.78-7.71 (m,
2H), 3.74-3.65 (m, 4H),
3.63-3.55 (m, 2H), 3.51 (t,J
= 6.5 Hz, 2H), 3.43 (d, J =
12.5 Hz, 2H), 3.05-2.88 (m,
6H), 2.12-1.93 (m, 3H),
1.70-1.59 (m, 2H), 1.59-
1.37 (m, 4H), 1.03-0.90 (m,

3H); MS m/Zz 53230
[M-+H]
'H NMR (400 MHz,

CD;0D) J 8.48 (s, 1H), 7.91
(d, J = 8.8 Hz, 2H), 7.75 (4,
J = 8.7 Hz, 2H), 3.80-3.65
(m, 4H), 3.60-3.43 (m, 4H),
3.12-3.04 (m, 1H), 3.03-
291 (m, 4H), 2.09 (d, J =
10.6 Hz, 2H), 1.95 (d, J =
11.9 Hz, 2H), 1.78-1.60 (m,
3H), 1.53-1.34 (m, 4H),
1.31-1.12 (m, 2H), 0.99 (t, J
= 7.4 Hz, 3H); MS m/z
546.30 [M-+H]".

'H NMR (400 MHz,
CD;OD) & 8.56 (s, LH),
7.95-7.86 (m, 2H), 7.82—
7.73 (m, 2H), 4.50-4.38 (m,
1H), 3.74-3.68 (m, 4H),
3.59-3.41 (m, 4H), 3.25-
3.14 (m, 2H), 3.01-2.93 (m,
4H), 241227 (m, 2H),
1.95-1.80 (m, 2H), 1.73-
1.59 (m, 2H), 1.53-1.38 (m,
2H), 0.99 (¢, J = 74 Hz,

3H); MS mk 51830
{M+H]+,
H NMR (400 MHz,

CDCly+ CD;OD) § 9.98 (s,
1H), 941 (¢, J = 55 Hz,
1H), 8.57 (s, 1H), 8.19 (t, J
=52 Hz, 1H), 779 (d, J =
8.8 Hz, 2H), 7.64 (d, /= 8.7
Hz, 2H), 3.72-3.63 (m, 4H),
3.50 (dd, J = 12.8, 6.7 Hz,
2H), 3.41-333 (m, 2H),
3.08-3.00 (m, 2H), 2.97-
2.86 (m, 4H), 1.67-1.59 (m,
2H), 1.59-1.51 (m, 2H),
1.48-1.41 (m, 2H), 141~
1.25 (m, 14H), 0.88 (t, J =
7.3 Hz, 3H); MS m/z 634.40
[M+H]".
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"H NMR (400 MHz, CDCls)
5 9.83-9.59 (m, 1H), 8.69—
8.49 (m, 1H), 8.16-7.98 (m,
2H), 7.98-7.83 (m, 2H),
425-4.11 (m, 7H), 3.96-
3.87 (m, 3H), 3.80-3.69 (m,
2H), 3.68-3.57 (m, 2H),
3.57-3.44 (m, 2H), 3.22-
3.12 (m, 3H), 3.10-2.98 (m,
2H), 1.92-1.75 (m, 5H),
1.67-1.52 (m, 5H), 1.25-
0.97 (m, 3H); MS wm/z
534,30 [M+H]",

'H NMR (400 MHz,
CD;0D) 6 8.29 (s, 1H), 7.94
(d, J = 8.8 Hz, 2H), 7.77 (d,
] = 8.8 Hz, 2H), 4.14-3.97
(m, 3H), 3.92-3.86 (m, 2H),
3,73-3.67 (m, 4H), 3.63-
3.41 (m, 6H), 3.38-3.33 (m,
2H), 2.99-2.91 (m, 4H),
1.66 (dt, J = 14.8, 7.3 Hz,
2H), 1.45 (dt, J = 15.0, 7.4
Hz, 2H), 0.99 (t, ] = 7.4 Hz,
3H);, MS miz 54830
[M+H]".

"H NMR (400 MHz, CDCl;)
5993 (s, 1H), 9.53 (d, J =
73 Hz, 1H), 8.66 (s, 1H),
821 (t, J = 5.4 Hz, 1H),
7.83 (d, J = 8.7 Hz, 2H),
7.69 (d, J = 8.7 Hz, 2H),
433-424 (m, 1H), 4.04—
3.97 (m, 2H), 3.77-3.67 (m,
4H), 3.60-3.49 (m, 2H),
3.47-339 (m, 2H), 3.05-
2.90 (m, 4H), 2.03 (d, J =
10.9 Hz, 2H), 1.75-1.64 (m,
2H), 1.65-1.57 (m, 2H),
1.45-1.33 (m, 2H), 0.94 (t, J
= 7.3 Hz, 3H); MS m/z
519.25 [M+H]".

"H NMR (400 MHz, CDCL)
59.80 (t, J = 5.9 Hz, 1H),
9.55 (s, 1H), 8.76 (s, 1H),
8.60 (t, J = 5.1 Hz, lH),
7.77 (d, J = 8.7 Hz, 2H),
7.64 (d, J = 8.7 Hz, 2H),
4,13-4,03 (m, 2H), 3.98 s,
4H), 3.76-3.69 (m, 4H),
3.44-335 (m, 4H), 3.02—
2.88 (m, 5H), 1.61 (dt, J =
15.0, 7.3 Hz, 2H), 1.39 (dq,
J =148, 7.3 Hz, 2H), 0.95
(t, J= 7.3 Hz, 3H); MS m/z
548.30 [M+H]".
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'H NMR (400 MHz, CDCl;)
59.98 (s, 1H), 8.48 (s, 1H),
7.86 (s, 1H), 7.83 (s, 2H),
7.71 (d, J = 8.7 Hz, 2H),
3.88 (t, J = 52 Hz, 4H),
3.76-3.70 (m, 4H), 3.63 (t, J
=52 Hz, 4H), 3.37 (dd, J =
12.9, 7.0 Hz, 2H), 3.32 (s,
6H), 3.02-2.94 (m, 4H),
1.58 (dt, J = 15.0, 7.5 Hg,
2H), 1.36 (dt, J = 14.9, 74
Hz, 2H), 0.90 (t, J= 7.3 Hg,
3H);, MS miz 55130
[M-+H]".

'H NMR (400 MHz, CDCls)
& 10.06 (s, 1H), 9.69 (s,
1H), 8.60 (s, 1H), 8.38 (t, J
=53 Hz, 1H), 781 (d, J =
8.7 Hz, 2H), 7.65 (d, J= 8.7
Hz, 2H), 3.85-3.77 (m, 2H),
3.77-3.69 (m, 8H), 3.69-
3.61 (m, 2H), 3.40 (dd, J =
12.9, 6.9 Hz, 2H), 3.02-2.92
(m, 4H), 1.64-1.52 (m, 2H),
137 (dq, J = 14.5, 7.3 Hz,
2H), 0.92 (t, J = 7.3 Hz,
3H); MS miz 52325
[M+H]",

"H NMR (400 MHz, CDCly)
51023 (s, 1H), 9.55 (t, J =
5.6 Hz, 1H), 8.57 (s, 1H),
8.16 (t, J = 5.2 Hz, 1H),
7.84 (d, J = 8.7 Hz, 2H),
7.68 (d, J = 8.7 Hz, 2H),
3.77-3.67 (m, 4H), 3.43-
3.33 (m, 4H), 3.02-2.93 (m,
4H), 2.01-1.87 (m, LH),
1.69-1.52 (m, 2H), 1.46-
1.31 (m, 2H), 1.03-0.90 (m,
9H), MS miz 49125
[M+H]".

'H NMR (400 MHz, CDCl)
59.69 (s, 2H), 8.75 (s, 1H),
8.30 (t, J = 5.4 Hz, 1H),
7.83 (d, J = 8.7 Hz, 2H),
7.71 d, J = 8.7 Hz, 2H),
4.72-4.64 (m, 1H), 3.80-
3.67 (m, 5H), 3.59-3.51 (m,
2H), 3.50-340 (m, 2H),
3.04-2.92 (m, 4H), 2.36-
2.26 (m, 1H), 2,08-1.98 (m,
1H), 1.67-1.59 (m, 2H),
1.47 (s, 9H), 1.43-1.35 (m,
2H), 0.94 (t, J = 7.3 Hz,
3H); MS m/iz  604.30
[M+H]".
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'H NMR (400 MHz, CDCly)
5975 (t, J = 5.8 Hz, 1H),
9.33 (s, 1H), 8.87 (s, 1H),
7.85 (d, ] = 8.6 Hz, 2H),
771 (d, J = 8.7 Hz, 2H),
3.90-3.83 (m, 1H), 3.77-
3.69 (m, 4H), 3.58-3.41 (m,
4H), 3.13-2.82 (m, 6H),
2.80-2.63 (m, 1H), 1.96-
1.84 (m, 2H), 1.77-1.68 (m,
1H), 1.67-1.49 (m, 3H),
1.47-1.35 (m, 10H), 0.96 (t,
J = 7.3 Hz, 3H); MS m/z
632.35 [M+H]",

"H NMR (400 MHz, CDCls)
39.71 (s, 2H), 8.75 (s, 1H),
8.30 (t, J = 5.3 Hz, 1H),
7.83 (d, J = 8.7 Hz, 2H),
7.70 (d, J = 8.7 Hz, 2H),
4.68 (s, 1H), 3.81-3.67 (m,
5H), 3.60-3.50 (m, 2H),
3.48-3.39 (m, 2H), 3.05-
2.91 (m, 4H), 2.36-2.25 (m,
1H), 2.08-1.96 (m, LH),
1.68-1.56 (m, 2H), 1.47 (s,
9H), 1.44-131 (m, 2H),
0.94 (t, J= 1.3 Hz, 3H); MS
m/z 604,30 [M+H]".

'H NMR (400 MHz, CDCls)
8971 (t, J = 5.5 Hz, 1H),
9.52 (s, 1H), 8.68 (s, 1H),
8.04 (s, 1H), 7.87 (d, J= 8.7
Hz, 2H), 7.71 (d, J= 8.6 Hz,
2H), 3.79-3.64 (m, 6H),
3.53 (t, J = 5.7 Hz, 2H),
3.46 (dd, J = 12.8, 6.9 Hz,
2H), 3.39 (s, 3H), 3.07-2.91
(m, 4H), 1.99-1.88 (m, 2H),
1.67-1.56 (m, 2H), 1.39
(dg, J = 14.6, 7.3 Hz, 2H),
0.94 (t, J= 7.3 Hz, 3H); MS
m/z 507.20 [M+H]".

"H NMR (400 MHz, CDCls)
59.99 (s, 1H), 942 (t, J =
6.0 Hz, 1H), 8.50 (s, 1H),
8.27 (s, 1H), 7.82 (d, J = 8.7
Hz, 2H), 7.70 (d, J= 8.6 Hz,
2H), 3.75-3.71 (m, 4H),
368 (t, J = 6.3 Hz, 2H),
3.58 (dd, J = 12.8, 6.6 Hz,
2H), 3.43 (dd, J = 13.0, 6.8
Hz, 2H), 3.05-2.91 (m, 4H),
1.75-1.68 (m, 2H), 1.66—
1.57 (m, 4H), 1.54-1.45 (m,
2H), 143-134 (m, 2H),
0.93 (t, J= 7.3 Hz, 3H); MS
m/z 521.30 [M+H]".

SIS351 10-2015-0018789



46 o)
O\\S//O
NH O /@/ NTY
NSON (o
P
47 0
o P
NH O /@/S\N/\
NN K/O
/\/\NJ‘\N/

48
o P

49
O

NH O : N
ol

[0141]

UNC2071A ++

UNC2072A ++

UNC2073A ++

UNC2074A ++

_33_

'H NMR (400 MHz, CDCl;)
5 9.94 (s, 1H), 949 (t, J =
5.5 Hz, 1H), 8.64 (s, 1H),
8.14 (t, J = 5.4 Hz, 1H),
7.83 (d, J = 8.7 Hz, 2H),
7.69 (d, J = 8.7 Hz, 2H),
4,01-3.92 (m, 2H), 3.79-
3.67 (m, 4H), 3.65-3.56 (m,
2H), 3.48-3.34 (m, 4H),
3.05-2.90 (m, 4H), 1.68—
1.55 (m, 6H), 1.45-1.27 (m,
4H), 093 (t, J = 7.3 Hz,
3H);, MS m/z 54730
[M+H]".

"H NMR (400 MHz, CDCl,)
51025 (s, 1H), 9.58 (t, J =
5.7 Hz, 1H), 8.59 (s, 1H),
8.20 (t, J = 5.4 Hz, 1H),
7.82 (d, J = 8.7 Hz, 2H),
7.68 (d, J = 8.7 Hz, 2H),
4.01 (dd, J = 113, 3.6 Hz,
2H), 3.81-3.62 (m, 4H),
3.54-329 (m, 6H), 3.07-
2.87 (m, 4H), 1.98-1.84 (m,
1H), 1.70-1.63 (m, 2H),
1.64-1.53 (m, 2H), 1.49—
129 (m, 4H), 0.93 (t, J =
7.3 Hz, 3H); MS m/z 533.25
[M+H]*

H NMR (400 MHz, CDCl;)
59.90 (s, 1I0), 9.47 (s, 1H),
8.51 (s, 1H), 8.31-8.20 (m,
1H), 7.84 (d, J = 8.4 Hz,
2H), 7.71 (d, J = 8.5 Hz,
2H), 3.82-3.65 (m, 4H),
3.52-329 (m, 4H), 3.10-
2.87 (m, 4H), 1.66-1.54 (m,
2H), 142-133 (m, 2H),
1.19-1.06 (m, 1H), 0.93 (t, J
= 7.3 Hz, 3H), 0.70-0.58
(m, 2H), 0.36-0.27 (m, 2H);
MS m/z 489.20 [M+H]".

"H NMR (400 MHz, CDCls)
5 10.03 (s, 1H), 9.55 (t, J =
5.5 Hz, 1H), 8.55 (s, 1H),
8.22 (s, 1H), 7.85 (d, J=8.5
Hz, 2H), 7.71 (d, J= 8.4 Hz,
2H), 3.80-3.71 (m, 4H),
3.71-3.59 (m, 2H), 3.53-
3.39 (m, 2H), 3.06-2.93 (m,
4H), 1.72-1.52 (m, 4H),
1.50-1.30 (m, 2H), 1.02-
0.87 (m, 3H), 0.80-0.67 (m,
1H), 0.58-0.45 (m, 2H),
0.17-0.06 (m, 2H); MS m/z
503.30 [M+H]".
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'H NMR (400 MHz, CDCl;)
510.08 (s, 1H), 9.48 (t, J =
5.5 Hz, 1H), 8.53 (s, 1H),
8.28 (t, J = 4.9 Hz, 1H),
7.82 (d, J = 8.7 Hz, 2H),
7.68 (d, J = 8.6 Hz, 2H),
3.76-3.69 (m, 6H), 3.65-
3.57 (m, 2H), 3.47-3.36 (m,
2H), 3.04-2.90 (m, 4H),
1.82-1.74 (m, 2H), 1.71-
1.64 (m, 2H), 1.62-1.54 (m,
2H), 143-133 (m, 2H),
0.93 (t, /= 7.3 Hz, 3H); MS
m/z 507.30 [M+H]".

'H NMR (400 MHz, CDCl;)
& 838 (s, 1H), 7.90-761
(m, 4H), 7.23-7.13 (m, 2H),
7.05-6.95 (m, 2H), 3.78-
3.70 (m, 6H), 3.44 (dd, J =
13.1, 6.4 Hz, 2H), 3.06-2.95
(m, 4H), 2.95-2.85 (m, 2H),
1.72-1.48 (m, 2H), 1.49-
1.27 (m, 2H), 095 (¢, J =
7.4 Hz, 3H); MS m/z 557.30
[M+H]".

'H NMR (400 MHz, CDCl;)
5 10.13 (s, 1H), 943 (d, J=
6.9 Hz, 1H), 8.54 (s, 1H),
8.25 (t, J = 5.4 Hz, 1H),
7.83 (d, J = 8.7 Hz, 2H),
7.69 (d, J = 8.7 Hz, 2H),
4.49-436 (m, 1H), 3.79-
3.66 (m, 4H), 3.43 (dd, J =
12.9, 6.9 Hz, 2H), 3.06-2.94
(m, 4H), 2.15-2.01 (m, 2H),
1.83-1.74 (m, 2H), 1.74-
1.65 (m, 2H), 1.65-1.54 (m,
4H), 146-132 (m, 2H),
0.92 (t, J= 7.3 Hz, 3H); MS
m/z 503.30 [M+H]".

'H NMR (400 MHz, CDCl,)
510.15 (s, 1H), 9.37 (d, J =
4.1 Hz, 1H), 8.55 (s, 1H),
839 (1, J = 5.5 Hz, 1H),
7.81 (d, J = 8.8 Hz, 2H),
7.67 (d, J = 8.7 Hz, 2H),
3.77-3.66 (m, 4H), 3.48
(dd, J = 13.0, 6.9 Hz, 2H),
3.09-3.01 (m, 1H), 3.01-
2.92 (m, 5H), 1.67-1.56 (m,
2H), 143-131 (m, 2H),
0.95-0.89 (m, 4H), 0.76—
0.62 (m, 2H); MS wm/z
47520 [M+H]".
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'H NMR (400 MHz,
CD,OD) & 8.71-8.51 (m,
2H), 8.51-8.40 (m, LH),
8.04-7.90 (m, 1H), 7.90-
7.74 (m, 2H), 7.74-7.61 (m,
2H), 7.60-7.50 (m, 1H),
4.90-4.77 (m, 2H), 3.78-
3.61 (m, 4H), 3.40-3.24 (m,
2H), 3.04-2.85 (m, 4H),
1.57-1.36 (m, 2H), 1.38-
1.16 (m, 2H), 0.93-0.75 (m,
3H), MS m/z 52625
[M+H]*,

"H NMR (400 MHz, CDCly)
51031 (s, 1H), 825 (t, J =
4.8 Hz, 1H), 7.94 (s, 1H),
7.86 (d, J = 8.7 Hz, 2H),
7.0 (d, J = 8.7 Hz, 2H),
3.78 (s, 8H), 3.76-3.70 (m,
4H), 3.38 (dd, J = 12.7, 7.0
Hz, 2H), 3.05-2.90 (m, 4H),
1.62-1.51 (m, 2H), 141-
1.30 (m, 2H), 0.89 (t, J =
7.3 Hz, 3H); MS m/z 505.25
[M+H]™,

TH NMR (400 MHz, CDCLy)
59.98 (s, 1H), 9.42 (d, J =
7.6 Hz, 1H), 8.58 (s, 1H),
8.16 (t, J = 5.2 Hz, 1H),
7.84 (d, J = 8.7 Hz, 2H),
7.69 (d, J = 8.6 Hz, 2H),
4.12-4.01 (m, 1H), 3.78-
3.69 (m, 4H), 3.45-3.36 (m,
2H), 3.05-2.93 (m, 4H),
2.06-1.93 (m, 2H), 1.85-
1.72 (m, 2H), 1.70-1.53 (m,
3H), 1.50-125 (m, 7H),
0.93 (t, J= 7.3 Hz, 3H); MS
m/z.517.30 [M+H]",

'H NMR (400 MHz, CDCl;)
61021 (s, 1H), 9.51 (t, J =
5.7 Hz, 1H), 8.54 (s, 1H),
8.23 (s, 1H), 7.84 (d, J=8.7
Hz, 2H), 7.69 (d, J = 8.6 Hz,
2H), 3.78-3.66 (m, 4H),
3.46-3.34 (m, 4H), 3.03-
2.94 (m, 4H), 1.83-1.73 (m,
4H), 1.72-1.63 (m, 2H),
1.62-1.55 (m, 2H), 1.41-
133 (m, 2H), 1.30-1.14 (m,
3H), 1.08-0.95 (m, 2H),
0.92 (t, J = 7.3 Hz, 3H); MS
m/z 531.30 [M+H]"

'H NMR (400 MHg,
CD;OD) 6 8.57 (s, 1H), 7.91
d, J = 8.7 Hz, 2H), 7.76
(dd, J = 6.2, 4.7 Hz, 2H),
3.75-3.64 (m, S5H), 3.56-
3.50 (m, 2H), 3.48-3.41 (m,
2H), 3.32-3.27 (m, 4H),
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2.99-2.91 (m, 4H), 2.60-
2.47 (m, 1H), 2.27-2.15 (mn,
1H), 1.72-161 (m, 2H),
1.51-1,37 (m, 2H), 0.99 (t, J
= 74 Hz, 3H); MS m/z
504.30 [M+H]",

59 NH UNC2090A ++  'HNMR (400 MHz, CDCL)
Q 510.53 (s, 1H), 9.83 (t, J =
: o, 0 5.4 Hz, 1H), 9.32-9.18 (m,
SNH O S\N/\ 1H), 8.74 (s, 1H), 7.63 (d, J
O/ Lo = 8.5 Hz, 2H), 7.56 (d, J =
SN 8.4 Hz, 2H), 3.71 (s, 4H),
/\/\N/kN/ 3.62-3.50 (m, 3H), 337
H (ddd, J=30.0, 12.9, 5.7 Hz,
3H), 2.95 (s, SH), 2.86-2.74
(m, 1H), 2.49-2.34 (m, 1H),
2.09-1.83 (m, 3H), 1.67-
1.53 (m, 2H), 1.48~-1.24 (m,
3H), 0.93 (, J = 7.3 Hz
3H); MS  m/z 53230
[M+H],
60 HN o0 UNC2091A  +++ 'H NMR (400 MHz
@ 4 CD,0D) & 856 (s, 1H),
NHO O/ N 7.04-7.87 (m, 2H), 7.79-
X N K/O 7.71 (m, 2H), 3.74-3.63 (m,
H 5H), 3.56-3.50 (m, 3H),
3.47-339 (m, 3H), 3.00-
2.90 (m, 4H), 2.59-2.46 (m,
1H), 2.27-2.15 (m, 1H),
1.72-1.61 (m, 2H), 1.53-
138 (m, 2H), 0.99 (¢, J =
7.4 Hz, 3H); MS m/z 504.30
[M+H]".

AN 2
2-(FEo ) -N-(4-ZF 22 A) -4-(((EW2)-4-3| EFZA A S E2 A ) olr] ) I g n|d-5-F} 2 5 2oln| =

AQkz A} B

WOH  Ho,,
o o 0 CL
MeOH, DIEA HzN NH O BuNH,
NSl
)L)J)L 0°C-RT, DCM /k)j)k DIEA, IPA i)j)LOMe DIEA IF'A

P
0°C, 90min al N 341“0“ AN 89%

HO, . .
o LioH HO,, F HO.,,
MeOH/H20 TBTU, DIEA
NH O St NH Q NH O

DMF, rt, 8h
/\/\H)\N/ /\/\”)\ a /\/\”)\N/ F

N

e 2-(FE o] i) -4-(((Ef2)-4-8| EZAX SR D) ob] i) v 2] T -5-7h 2 54 v o] E

Ho,, O\
NH 0

N
X

OMe

/\/\H

gz 2de (30 L) & 2,4-tZF22dYnd-5-7l28d F2o]= (500 mg, 2.38 mmol)e] &N 0CeA
Wk (87.6 mg, 2.73 mmol) E tloliX 2ol (369 mg, 2.86 mmol)S H7Fslth. AdE EI}HES
0ColA 1A17F SoF wutslgith, olojA], |ulE AAFUT. FHE (461mg, 94%)2 IPA (20 mL) =o &3
A71aL, o]ojA] EwdlA-4-olu| A F 2 AL (301.6 mg, 2.62 mmol)oll ©]o]A DIEA (461.4 mg, 3.57 mmol)Z
A7retdtt. A" EFES 0ToA 908 FoF wutslict, 2 & Hgolwl (208.8 mg, 2.86 mmol)E 7}
3L, o]oja] DIEA (461.4 mg, 3.57 mmol)E A7Vt *MEJ EAES HRoA 37 B wkEgl).
ololA, BS& A8, AAE EFES EtOAc (3X)E FEHad. &3 f7] & ARA 7L (NaS0,),
oAsta, sHAATY. AFRES o)aFd o3 FAst WE 2-(FEolr x)-4-((ERLA4-F EFA A SR
s a)olu) ) w2l e d-5-7t 2 E A g o] E (682.6 mg, 3 @A ZA 89%) S F58 ).
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[0157]
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'H NMR (400 MHz, CDCl3) 6 9.21 (s, 1H), 8.77
(s, 1H), 6.29 (s, 1H), 4.81-4.64 (m, 1H), 4.51 (s, 3H), 4.46-4.38 (m, 1H), 4.13-4.11 (m, 2H),
2.89-2.81 (m, 2H), 2.74 (d, J = 9.7 Hz, 2H), 2.35-2.25 (m, 2H), 2.23-2.00 (m, 6H), 1.67 (t, J
= 7.2 Hz, 3H); 3C NMR (101 MHz, CDCly) & 167.9, 162.5, 161.3, 160.3, 95.5, 69.7, 51.2,
48.3,41.1,33.8,31.7, 30.3, 20.1, 13.8; MS m/z 323.20 [M+H]".

2~ (O] 1) -N-(4-FF- 0 2 M) 4~ ((EW2)~4-3] EFA A F 282 )o}v] 1) 9] 2] v] Wl-5-7h 2 8 2o} o] =

NH ©
NN
LA M
NN F

HEetE 9 Eo] E3kE (25 ml, 3:2, v/v) T HE 2-(FEM )4~ (((ERL4-B EFAA| S 2 A ) o] 1
g d-5-7t2 82 o] E (682.6 mg, 2.12 mmol) ¥ FA32]E 13}2 (888.4 mg, 21.2 mmol )l E3ES
BHF sholl 2A17F eot kst olojM, wkg EgtEs d2o® W7PA7IAL, HCLe] 4.0N & (4N)el oS
PH 322 AHdsiAZ . AdE EFES Et0Ac ()2 FE38id. e %71 & A=FA u (Na,S0), &
FAA 2-(FEobr )—4-(((1r,4r)-4-3 EF A A Z 28 A ) o} =) T Y| A -5-7F 252 4F (647.1 mg, 99%)S
g om, o] F& whio] 71 AA glo] AREsISiT

MS m/z 309.30 [M+H]".

\/

At

P52 DMF (3.0 mL) 3 AF (61 mg, 0.20 mmol), O-(HFEgo}ZE-1-4)-NN,N' N'-HEIHESE2F HEHZF
S EZRHOIE (TBIU, 81.4 mg, 0.25 mmol, 1.3 3=) T NN-tjo]AxZHo|dolwl (DIEA, 77.5 mg, 0.60
mmol, 3.0 @) |MS DMF (1.0 nl) = 4-ZF o =2wldolyl (37.5 mg, 0.30 mmol, 1.5 Fa)e] AL A
A7bskRek. AE EFES vl ket g, EtOAc (15 nb)E FA3ta, & 3= *ﬂ’yé}oﬂi} 71 &
S AZAIIL (NaxS0y), FFAIHTE. FHRES HPLC o8] AAste] #A SFE (61.5 mg, 740 S I 2
A=A 58T

'H NMR (400 MHz, CDCl3) § 9.57 (d, J = 7.4 Hz, 1H), 8.77 (s, 1H), 8.13
(s, 1H), 7.40-7.31 (m, 1H), 7.29-7.22 (m, 3H), 7.00 (t, J = 8.6 Hz, 2H), 444 (d, /= 5.2 Hz,
2H), 4.00 (s, 1H), 3.77-3.62 (m, 1H), 3.40 (dd, J = 13.0, 6.9 Hz, 2H), 2.15-2.09 (m, 2H),

2.04 (d, J = 7.6 Hz, 2H), 1.66-1.54 (m, 2H), 1.49-1.33 (m, 6H), 0.94 (t, J = 7.3 Hz, 3H); MS
m/z 416,30 [M+H]".

T 2t AAT Aoke AAgstel Axd 20] AR A (A A By W Azd AFgES A,

Tz slgs  Mer E2 4 "ol
ID ICso MS m/z (M+1) Ex/2
"H NMR
1 HOI,,Q UNC1844A +++ 'HNMR (400 MHz, CDCL)
NH O

57.94 (s, 1H), 3.87 (s, 6H),
347 (t, J = 59 Hz, 3H),
N NN 3.25-3.19 (m, 2H), 3.15 (t, J
O J R = 6.6 He, 2H), 1.96 (d, J =
ANNTON 10.9 Hz, 2H), 1.85 (d, J =
H 10.3 Hz, 2H), 1.53-1.39 (m,
6H), 130-1.17 (m, 6H),
0.80 (t, J = 7.3 Hz, 3H); MS
m/z 380.30 [M+H]".
2 HO., UNCI845A +++ 'HNMR (400 MHz, CDCL)
O\ 5950 (d, J = 7.4 Hz, 1H),
NH O 938 (t, J= 5.4 Hz, 1H), 7.82
(s, 1H), 7.09 (s, 1H), 4.03—

N1 X m/\/\o/ 3.91 (m, 1H), 3.73-3.64 (m,
/\/\NJ\N/ 1H), 3.50 (t, J = 5.5 Hz, 2H),
i 3.45-3.35 (m, 4H), 334 (s,

3H), 2.12-2.05 (m, 2H),
2.05-1.98 (m, 2H), 1.84-
1.77 (m, 2H), 1.63-1.55 (mn,
2H), 145-131 (m, 6H),
0.91 (t, J = 7.4 Hz, 3H); MS
m/z 380.30 [M+H]".

_37_
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UNC1846A +++

UNCI84%9A  +++
+

UNC1850A +++

UNCI839A +++

_38_

'H NMR (400 MHz, CDCly)
8 8.17 (s, 1H), 7.31 (d, J =
8.3 Hz, 2H), 7.08 (d, J= 8.2
Hz, 2H), 3.64 (t, J = 7.0 Hz,
2H), 3.55-3.46 (m, IH),
330 (t, J = 72 Hz, 2H),
3.25-3.18 (m, 1H), 2.69 (t, J
=17.0 Hz, 2H), 2.01-1.94 (m,
2H), 1.90-1.85 (m, 2H),
1.54-144 (m, 2H), 133-
1.22 (m, 6H), 0.82 (t, J="7.3
Hz, 3H); MS m/z 428.30
;M+H]*.

H NMR (400 MHz, CDCL)
5 8.40 (d, J = 6.0 Hz, 2H),
8.11 (s, 1H), 7.27 (s, 2H),
721 (d, J = 6.0 Hz, 2H),
444 (s, 2H), 3.94-3.83 (m,
1H), 3.55 (s, 4H), 2.09-1.98
(m, 2H), 1.96-1.88 (mn, 2H),
1.55-1.45 (m, 2H), 139-
1.21 (m, 6H), 0.88 (t,J=7.3
Hz, 3H); MS m/z 399.30
£M+H]ﬁ

H NMR (400 MHz, CDCl)
59.62 (d, J = 7.3 Hz, 1H),
8.34 (s, 1H), 8.24 (s, LH),
7.18-7.13 (m, 2H), 7.01-
6.95 (m, 2H), 6.82-6.68 (m,
1H), 4.55-4.36 (m, 1H),
4.07-3.93 (m, 1H), 3.81-
3.67 (m, 1H), 3.64-3.50 (m,
2H), 3.43 (dd, J = 13.5, 6.6
Hz, 2H), 2.85 (t, J= 7.4 Hz,
2H), 2.16-2.01 (m, 4H),
1.69-1.55 (m, 2H), 1.53-
1.34 (m, 6H), 0.95 (t, /= 7.4
Hz, 3H); MS m/z 430.30
[M-+H]".

'H NMR (400 MHz,
CD;OD+CDCly) 6 9.49 (d, J
= 1.5 Hz, 1H), 8.08 (s, 1H),
3.89-3.81 (m, 4H), 3.72-
3.66 (m, 3H), 3.56-3.50 (m,
1H), 3.42-3.35 (m, 1H),
332-322 (m, 6H), 3.03-
2.96 (m, 2H), 2.84 (s, 2H),
2.08-1.94 (m, 2H), 1.94-
1.85 (m, 4H), 1.54—1.46 (m,
2H), 1.36-120 (m, 6T),
0.83 (t, /= 7.3 Hz, 3H); °C
NMR (101 MHz,
CD;OD+CDCl) & 169.4,
163.7, 156.7, 146.9, 104.1,
72.6, 67.7, 59.0, 55.7, 45.0,
40.3, 36.9, 34.7, 334, 272,
23.8, 17.4; MS m/z 435.35
[M+H]".
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CD;OD+CDCly) & 8.08 (s,

1H), 3.90-3.64 (m, 8H),

NH o 3.46-3.37 (m, 3H), 3.35-

A~ 3.21 (m, 5H), 3.04-2.94 (m,

NHj)Lﬁ "() 2H), 2.83 (s, 1H), 1.97-1.86

N (m, 2H), 1.57-1.45 (m, 4H),

H 1.36-1.23 (m, 4H), 0.84 (q, J

= 7.3 Hz, 6H); “C NMR

(101 MHz, CD;0D+ CDCl;)

51614, 156.3, 148.7, 138.6,

96.1, 51.0, 47.9, 36.9, 36.5,

323, 265,192,159, 157,

9.4; MS m/z393.30 [M+H]".

8 HO//,O\ UNC2579A +++ 'H NMR (400 MHz,
NH O

7 kL UNC1840A ++ 'H NMR (400 MHgz,

CD;OD) & 8.80-8.74 (m,
1H), 8.49 (td, J = 7.9, 1.6
Hz, 1H), 8.40 (s, 1H), 8.00

/N“\ NN YOS d, J = 8.1 Hz, 1H), 7.93-
NN N~ 7.87 (m, 1H), 4.84 (s, 2H),
N 411399 (m, 1H), 3.68-

3.55 (m, 1H), 348 (t,J=7.1
Hz, 2H), 2.19-1.90 (m, 4H),
1.73-1.57 (m, 2H), 1.51-
1.33 (m, 6H), 0.99 (t, /= 7.4
Hz, 3H); MS m/z 399.30

[M+H]".
9 HO., UNC2580A +++ 'H NMR (400 MHz,
Q + CD,OD) & 888 (M, 1H),
NH O 878 (d, J = 5.7 Hz, 1H),

NS N 8.64-8.57 (m, 1H), 8.34 (s,
PP L 1H), 8.08-8.02 (m, 1H),
/\/\” N N 4.70 (s, 2H), 4.11-3.99 (m,
1H), 3.69-3.57 (m, 1H),
347 (t, J = 7.1 Hz, 2H),
221-1.91 (m, 4H), 1.71-
1.57 (m, 2H), 1.52-1.33 (m,
6H), 0.98 (t, J = 7.4 Hz, 3H)
3 MS m/z 399.30 [M+H]".
10 HO,, UNC2581A +++ 'H NMR (400 MHz,
Q + CDOD) § 827 (s, 1H),
NH O 7.59-7.52 (m, 4H), 4.56-

N 450 (m, 2H), 4.13-3.99 (m,
o N/\©\ 1H), 3.68-3.56 (m, 1H),
/\/\H N N7 3.46 (dd, J = 13.1, 6.2 Hz,

| 2H), 3.26 (s, 6H), 2.25-2.05
(m, 2H), 2.00 (d, /= 9.3 Hz,
2H), 1.73-155 (m, 2H),
145 (td, J = 14.8, 7.3 Hz,
6H), 0.9 (t, J = 7.4 Hz, 3H);

MS m/z 441,35 [M+H]*,
11 HO., UNC2582A +++ 'H NMR (400 MHg,
Q CD40D) 5 8.27 (s, 1H), 7.71
NH O (d, J =179 Hz, 1H), 7.65-
N 7.52 (m, 2H), 7.46 (t, J="1.5
J“,\ Hé@ Hz, 1H), 4.70 (s, 2H), 4,17
/\/\H N FC 3.96 (m, 1H), 3.72-3.50 (m,
2H), 3.45 (dd, J =33.1,26.3
Hz, 2H), 3.31 (dt, J = 3.3,
1.6 Hz, 4H), 2.11 d, J =

[0162]
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112 Hz, 2H), 2.00 (d, J =
10.6 Hz, 2H), 1.65 (dt, J =
14.8, 7.5 Hz, 2H), 1.56-1.15
(m, 6H), 0.99 (t, J=7.4 Hz,
3H), MS mZz 46630

[M+H]".
12 HO,, UNC2583A +++ 'H NMR (400 MHz,
O\ CD,0D) 5 8.24 (s, 1H), 7.64
NH O

(d, J = 8.1 Hz, 2H), 7.52 (d,

Nl)j)L”«@ J = 82 Hz, 2H), 4.57 (s,
N oFs 2H), 4.11-4.00 (m, 1H),
H 3.71-3.57 (m, 1H), 3.51-
3.42 (m, 2H), 2.18-1.95 (m,
4H), 1.71-1.58 (m, 2H),
1.52-1.35 (m, 6H), 0.99 (t, J
= 74 Hz, 3H); MS m/z
466.25 [M+H]".
13 HO, UNC2591A +++ 'H NMR (400 MHg,
Q CD;OD) & 826 (s, 1H),
NH O 7.61-7.57 (m, 4H), 745-

N1 NN O 7.39 (m, 4H), 7.35-7.29 (m,
o~ )\N/ 1H), 4.53 (s, 2H), 4.10-4.00
N O (m, 1H), 3.70-3.58 (m, 2H),

3.523.40 (m, 2H), 2.17-
1.95 (m, 4H), 1.71-1,59 (m,
2H), 1.51-138 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS

m/z 474.30 [M+H]",
14 HO,, UNC2592A +++ 'H NMR (400 MHz,
Q +  CD;OD) 8 8.24 (s, 1H), 7.24
NH O t, J = 7.9 Hz, 1H), 6.93-

(m, 1H), 3.78 (s, 3H), 3.69—
3.57 (m, 1H), 3.47 (t, J= 6.9
Hz, 2H), 2.11 (d, J = 10.6
Hz, 2H), 2.00 (d, J = 102
Hz, 2H), 1.65 (dt, J = 12.7,
7.6 Hz, 2H), 1.52-1.33 (m,
6H), 0.99 (t,J = 7.4 Hz, 3H);
MS m/z 428,30 [M+H]".

15 HO,,, Q UNC2584A +++ 'H NMR (400 MHz,

NH O

N NUOME 6.87 (m, 2H), 6.85-6.80 (m,
I H 1H), 4.46 (s, 2H), 4.10-3.98
/\/\ﬁ N/

+ CD;0D) § 8.21 (s, 1H), 6.48
(d,J=2.3Hz, 2H), 6.39 (t,J

)Nl\/%)Lum@/OMe =2.3 Hz, 1H), 4.42 (s, 2H),
P 4.10-3.99 (m, 2H), 3.76 (s,
NN 6H), 3.70-3.56 (m, 2H),

OMe 3.52-342 (m, 2H), 2.17-
2.06 (m, 2H), 2.06-1.96 (m,
2H), 1.65 (dt, J = 15.1, 7.5
Hz, 2H), 1.54-1.36 (m, 6H),
0.99 (t, J = 7.3 Hz, 3H); MS

[0163] m/z 458.30 [M+H]",
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'H NMR (400 MHz,
CD;OD) 6 8.16 (s, 1H), 7.17
(d, J = 8.3 Hz, 1H), 6.54 (d,
J =23 Hz, 1H), 648 (dd, J
= 8.3, 2.4 Hz, 1H), 4.40 (s,
2H), 4.10-3.99 (m, 2H),
3.84 (s, 3H), 3.78 (s, 3H),
3.52-3.42 (m, 2H), 2.16-
2.07 (m, 2H), 2.04-1.96 (m,
2H), 1.64 (dt, J = 14.8, 7.6
Hz, 2H), 143 (dd, J = 15.0,
7.2 Hz, 6H), 0.99 (t, J = 7.4
Hz, 3H); MS m/z 458.30
[M-+H]".

'H NMR (400 MHz,
CD;0D) 8 8.36 (s, 1H), 7.60
(s, 1H), 7.56-7.49 (m, 1H),
7.44 (t, J = 6.8 Hz, 2H), 4.55
(s, 2H), 4.10-4.01 (m, 1H),
3.75 (bs, 4H), 3.69-3.57 (m,
2H), 348 (t,J = 6.9 Hz, 2H),
233-224 (m, 4H), 2.17-
2.05 (m, 2H), 2.05-1.94 (m,
2H), 1.65 (dt, J = 12.6, 7.6
Hz, 2H), 1.53-1.34 (m, 6H),
0.9 (t, J = 7.4 Hz, 3H); MS
m/z 467.30 [M+H]*,

'H NMR (400 MHz,
CD;0D) § 8.31 (s, 1H), 7.62
(d, J = 8.2 Hz, 2H), 7.49 (d,
J = 82 Hz, 2H), 4.53 (s,
2H), 4.50 (s, 2H), 4.10-3.99
(m, 1H), 3.76-3.54 (m, 8H),
3.48 (t,J="7.0 Hz, 2H), 3.01
(s, 3H), 2.16-2.06 (m, 2H),
2.04-1.96 (m, 2H), 1.65 (dt,
J =127, 7.6 Hz, 2H), 1.51-
1.36 (m, 6H), 0,99 (t, J= 7.4
Hz, 3H); MS m/z 51040
[M=+H]".

'H NMR (400 MHz,
CD;0D) § 8.24 (s, 1H), 7.54
(d, J=17.4 Hz, 1H), 7.43 (d,
J=38.1 Hz, 1H), 7.23 (dtd, J
=229, 73, 1.2 Hz, 2H),
6.72 (s, 1H), 4.65 (s, 2H),
4.12-4.00 (m, 2H), 3.68-
3.60 (m, 2H), 3.50-3.42 (m,
2H), 2.17-1.95 (m, 4H),
1.65 (dt, J = 14.9, 7.3 Hz,
2H), 1.53-135 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS
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m/z 438.30 [M+H]",

'H NMR (400 MHz,
CD,0D) § 8.65 (d, J = 2.7
Hz, 1H), 8.51 (d, /= 1.8 Hz,
1H), 8.37 (s, 1H), 8.23 (dd, J
=8.6,2.2 Hz, 1H), 8.08 (d,J
= 8.6 Hz, 1H), 7.89 (d, J =
1.6 Hz, 1H), 6.65 (dd, J =
2.6, 1.8 Hz, 1H), 4.59 (s,
2H), 4.10-4.00 (m, 1H),
3.67-3.57 (m, 2H), 3.47 (t, J
= 6.9 Hz, 2H), 2.16-2.06 (m,
2H), 2.05-1.93 (m, 2H),
1.65 (dt, J = 12.6, 7.6 Hz,
2H), 1.52-1.34 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 465.30 [M+H]".

'H NMR (400 MHz,
CD;0D) & 8.47 (dd, J = 8.9,
2.2 Hz, 1H), 8.42 (s, 1H),
8.37 (d, J = 1.8 Hz, 1H),
748 (d, J = 8.9 Hz, 1H),
4.58 (s, 2H), 4.11-3.98 (m,
1H), 3.68-3.57 (m, 1H),
3.47 (t,J="1.1 Hz, 2H), 2.63
(q, J = 7.5 Hz, 2H), 2.17-
1.94 (m, 4H), 1.65 (dt, J =
12.6, 7.6 Hz, 2H), 1.50-1.34
(m, 6H), 1.24 (t, J= 7.5 Hz,
3H), 0.99 (t, J= 7.4 Hz, 3H);
MS m/z 470.30 [M+H]".

'H NMR (400 MHz,
CD;OD) § 8.69 (d, J = 1.8
Hz, 1H), 8.48 (dd, J = 8.5,
2.1 Hz, 1H), 8.43 (s, 1H),
8.23 (d, J = 8.5 Hz, 1H),
8.04 (dd, J = 3.9, 1.1 Hz,
1H), 7.93 (dd, J = 5.0, 1.1
Hz, 1H), 7.35 (dd, J = 5.0,
3.9 Hz, 1H), 4.66 (s, 2H),
4.10-3.99 (m, 1H), 3.66-
3.57 (m, 1H), 3.48 (t, /= 7.0
Hz, 2H), 2.18-2.04 (m, 2H),
2.04-1.94 (m, 2H), 1.65 (dt,
J=12.7, 7.6 Hz, 2H), 1.50~
1.33 (m, 6H), 0.99 (t, J= 7.4
Hz, 3H); MS m/z 481.30
[M+H]"
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'H NMR (400 MHz,
CD;OD) & 8.68 (d, J = 1.7
Hz, 1H), 8.53 (dd, J = 8.6,
2.0 Hz, 1H), 843 (s, 1H),
829 (d, J = 8.6 Hz, 1H),
7.99 d, J = 1.7 Hz, 1H),
7.64 (d, J = 3.7 Hz, 1H),
6.83 (dd, J = 3.7, 1.8 Hz,
1H), 4.66 (s, 2H), 4.12-4.00
(m, 1H), 3.66-3.57 (m, 2H),
348 (t, J = 7.1 Hz, 2H),
2.16-2.04 (m, 2H), 2.04-
1.92 (m, 2H), 1.65 (dt, J =
12.7, 7.6 Hz, 2H), 1.54-1.32
(m, 6H), 0.9 (t, J= 7.4 Hz,
3H);, MS m/z 46530
[M+H]",

'H NMR (400 MHz,
CD;OD) § 834 (s, 1H),
7.61-7.54 (m, 2H), 7.53—
7.47 (m, 3H), 4.34 (s, 2H),
4.14-3.98 (m, 2H), 3.69-
3.58 (m, 2H), 3.59-3.50 (m,
2H), 3.50-3.41 (m, 2H),
325-3.10 (m, 2H), 225-
2.05 (m, 4H), 2.05-1.92 (m,
3H), 1.64 (dt, J = 15.0, 7.5
Hz, 2H), 1.52-1.34 (m, 6H),
0.9 (t, J = 7.4 Hz, 3H); MS
m/z 481,40 [M+H]".

'H NMR (400 MHz,
CD;OD) & 833 (s, 1H),
4.13-3.96 (m, 3H), 3.64-
3.50 (m, 4H), 3.50-3.37 (m,
3H), 3.13 (¢, J = 11.9 Hz,
2H), 2.86 (s, 3H), 2.25-1.84
(m, 10H), 1.63 (dt, J=14.9,
7.5 Hz, 2H), 1.49-133 (m,
6H), 0.97 (t, J = 7.4 Hz, 3H);
MS m/z 405.30 [M+H]".

'H NMR (400 MHz,
CD;OD) & 822 (5, 1H),
4.11-3.96 (m, 1H), 3.85-
3.71 (m, 1H), 3.69-3.59 (m,
1H), 3.52-3.42 (m, 2H),
2.17-2.05 (m, 2H), 2.05-
1.94 (m, 2H), 1.95-1.87 (m,
2H), 1.87-1.75 (m, 2H),
1.73-1.58 (m, 3H), 1.51-
1.14 (m, 12H), 0.9 (t, J =
7.4 Hz, 3H); MS m/z 390.30
[M+H]".

SIS351 10-2015-0018789



27

28

29

30

[0167]

QL
NH O

N

/\/\HJ\N/

HO/”O\
NH O

/\/\ﬁ

N7
B

Z

O

o~

"
NH O

e
/\/\N/“\N/ 0]
H

"
NH O

/\/\H

N™X

Py

N

o]

UNC2603A  +++

UNC2604A  +++

UNC2605A  +++
+

UNC2607A +++

— 44 -

'H NMR (400 MHz,
CD;OD) § 8.19 (s, 1H),
4.10-3.97 (m, 1H), 3.70-
3.59 (m, 1H), 3.53-3.41 (m,
2H), 3.13 (d, J = 7.0 Hz,
2H), 2.16-1.94 (m, 4H),
1.82-1.71 (m, 4H), 1.71-
1.51 (m, 4H), 1.50-1.35 (m,
6H), 135-1,18 (m, 4H),
0.99 (dd, J = 9.7, 5.0 Hg,
SH)Y, MS m/z 40435
[M+H]".

'H NMR (400 MHz,
CD;OD) 6 8.25 (s, 1H), 4.18
(s, 2H), 4.10-3.99 (m, 1H),
3.67-3.59 (m, 1H), 3.61-
3.53 (m, 2H), 3.53-3.43 (m,
4H), 2.17-195 (m, 4H),
1.75-1.60 (m, 6H), 1.60-
1.53 (m, 2H), 1.52-1.33 (m,
6H), 1.00 (t, J= 7.4 Hz, 3H);
MS m/z 433.30 [M+H]".

'H NMR (400 MHz,
CD,OD) § 821 (s, 1H),
4,10-3.98 (m, 1H), 3.94 (dd,
J=11.5, 2.6 Hz, 2H), 3.69-
3.58 (m, 1H), 3.52-3.44 (m,
2H), 3.40 (td, J = 11.8, 2.1
Hz, 2H), 3.20 (d, /= 6.9 Hz,
2H), 2.17-1.96 (m, 4H),
1.90-1.77 (m, 1H), 1.71-
1.60 (m, 4H), 1.53-137 (m,
6H), 137-124 (m, 2H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 406.30 [M+H]",

'H NMR (400 MHz,
CD;OD) & 847 (s, 1H),
4.11-4.00 (m, 3H), 3.99-
3.86 (m, 2H), 3.75 (t, J=5.8
Hz, 2H), 3.71-3.60 (m, 3H),
3.48 (t,J=7.1 Hz, 2H), 3.40
(t, J = 5.8 Hz, 2H), 3.20 (td,
J=123, 3.8 Hz, 2H), 2,18
1.96 (m, 4H), 1.65 (dt, J =
12.6, 7.6 Hz, 2H), 1.55-1.33
(m, 6H), 0.99 (t, J= 7.4 Hz,
3H), MS wm/z 42130
[M+HH]".
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CD,0D) 6 8.42 (s, 1H), 7.30

/@\ (t, J=22 Hz, 1H), 7.25 (t, J
NN OMe = 8.1 Hz, 1H), 7.18-7.13 (m,
/\/\M /QN/ 1H), 6.74 (ddd, J = 8.2, 2.5,

31 HOI,,Q UNC2627A +++ 'H NMR (400 MHz,
NH O

0.8 Hz, 1H), 4.16-4.04 (m,
1H), 3.80 (s, 3H), 3.70-3.59
(m, 2H), 3.50 (t, J= 7.0 Hz,
2H), 2.20-2.07 (m, 2H),
2.07-1.96 (m, 2H), 1.67 (dt,
J=12.6, 7.6 Hz, 2H), 1.58—
1.34 (m, 6H), 1.01 (t, J="7.4
Hz, 3H); MS m/z 41430
[M-+H]".

32 HO.,, o UNC2628A +++ 'H NMR (400 MHz,
O\ CD;OD) & 8.51 (s, 1H),
NH O

/©/ N\) 7.89-7.83 (m, 2H), 7.63 (d, J
N N =9.1 Hz, 2H), 4.15-4.03 (m,
4H), 3.70-3.59 (m, 4H),
350 (t, J = 7.0 Hz, 2H),
2,19-2,08 (m, 2H), 2.06-
1.97 (m, 2H), 1.67 (dt, J =
12.7, 7.5 Hz, 2H), 1.56-1.35
(m, 6H), 1.01 (t, J= 7.4 Hz,
3H); MS m/z  469.30
[M+H]"
33 HO/«/O\ UNC2629A +++ 'H NMR (400 MHz,
NH O

/\/\N)I\N/

+ CDOD) & 852 (s, 1H),
O/\N(?o 7.83-7.77 (m, 2H), 7.57 (d, J

N)j/u\m = 8.6 Hz, 2H), 4.36 (s, 2H),
NN 4.16-3.99 (m, 3H), 3.78 (dt,
H J=19.6, 4.1 Hz, 2H), 3.67—
3.58 (m, 2H), 3.50 (t, J= 7.4

Hz, 2H), 3.42-3.34 (m, 3H),

321 (td, J = 12.4, 3.7 Hz,

2H), 2.19-2.08 (m, 2H),

2.07-1.94 (m, 2H), 1.67 (dt,

J=12.7,7.6 Hz, 2H), 1.58—

133 (m, 6H), 1.00 (&, J=7.4

Hz, 3H); MS miz 48335

[M+H]".
34 HO,, NF UNC2694A +++ 'H NMR (400 MHz
O\ /k\j + CD;0D) & 8,61 (d, J = 5.3
NH O /O“ N Hz, 2H), 8.36 (s, 1H), 7.01
NN (t,J=5.3 Hz, 1H),4.58 (d, J
A~y )\N/ = 134 Hz, 2H), 4.29-4.18
H (m, 1H), 4.10-4.00 (m, 1H),

3.69-3.60 (m, 1H), 3.51-
338 (m, 4H), 2.20-2.07 (m,
4H), 2.01 (d, J = 9.9 Hz,
2H), 1.84-170 (m, 2H),
1.70-1.59 (m, 2H), 1.53—
[0168]
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133 (m, 6H), 1.15 (d, J =
6.2 Hz, 1H), 0.99 (t, J = 7.4
Hz, 3H); MS m/z 469.30
[M+H]".

'H NMR (400 MHz,
CD;0D) 6 8.37 (s, 1H), 4.43
(it, J = 123, 3.6 Hz, 1H),
4.11-3.99 (m, 1H), 3.98-
3.87 (n, 1H), 3.69-3.60 (m,
1H), 3.48 (t, J = 7.0 Hz, 2H),
2.85 (s, 3H), 2.23-2.06 (m,
4H), 1.98 (t, J = 13.1 Hg,
4H), 1.72-1.60 (m, 2H),
1.54 (d, J = 11.5 Hz, 12H),
1.49-1.34 (m, 6H), 0.99 (t, J
= 7.4 Hz, 3H); MS m/z
461.40 [M+H]".

'H NMR (400 MHz,
CD;OD) & 837 (s, 1H),
4.19-4.01 (m, 3H), 397
3.88 (m, 1H), 3.69-3.58 (m,
2H), 3.58-3.40 (m, S5H),
3.26-3.10 (m, 2H), 2.29-
2.16 (m, 2H), 2.16-1.93 (m,
7H), 1.72-1.58 (m, 2H),
1.51-1.34 (m, 12H), 0.99 (t,
J = 74 Hz, 3H); MS m/z
433.40 [M+H]".

'H NMR (400 MHz,
CD;OD) & 8.46 (d, J= 177
Hz, 1H), 4.84-4.74 (m, 1H),
4.74-4.63 (m, 1H), 4.63-
4.55 (m, 2H), 4.35-4.22 (m,
2H), 4.13-4.00 (m, 1H),
3.70-3.59 (m, 1H), 3.54-
3.41 (m, 2H), 3.02 (d, J =
20.7 Hz, 3H), 2.17-2.06 (m,
2H), 2.06-1.96 (m, 2H),
1.71-1.59 (m, 2H), 1.53-
135 (m, 6H), 0,99 (t, J= 7.4
Hz, 3H); MS m/z 377.30
[M-+H]".

'H NMR (400 MHz,
CD;OD) § 834 (s, 1H),
4,19-4.00 (m, 2H), 3.77-
3.55 (m, 6H), 3.55-3.41 (m,
2H), 3.30-3.11 (m, 4H),
2.91 (s, 3H), 2.58-2.43 (m,
2H), 2.30-2.16 (m, 4H),
2.15-1.95 (m, 6H), 1.65 (dt,
J=14.9, 7.5 Hz, 2H), 1.53~
1.36 (m, 6H), 0.99 (t, J= 74
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Hz, 3H); MS m/z 488.40
[M+H]".

'H NMR (400 MHz,
CD;OD) & 825 (s, 1H),
4.09-3.92 (m, 4H), 3.70-
3.60 (m, 2H), 3.54-3.42 (m,
4H), 2.17-1.96 (m, 4H),
1.91-1.82 (m, 2H), 1.71-
1.57 (m, 5H), 1.50-1.35 (m,
6H), 0.99 (t, /= 7.4 Hz, 3H);
MS m/z 492,30 [M+H]".

'H NMR (400 MHz,
CD,0D) § 821 (s, 1H),
4.28-4,15 (m, 1H), 4.09-
3.97 (m, 1H), 3.69-3.60 (m,
1H), 3.51-3.40 (m, 2H),
2.17-2.06 (m, 2H), 2.05-
1.94 (m, 4H), 1.81-1.70 (m,
2H), 1.68-1.57 (m, 4H),
1.57-1.48 (m, 2H), 1.48-
1.35 (m, 6H), 0.99 (t, J="7.4
Hz, 3H); MS m/z 47630
[M+H]".

'H NMR (400 MHz,
CD,0D) & 8.18 (s, 1H),
4.09-3.90 (m, 3H), 3.69-
3.60 (m, 1H), 3.50-3.38 (m,
2H), 2.18-2.04 (m, 2H),
2.04-1,86 (m, 4H), 1.77-
150 (m, 13H), 1.50-135
(m, 6H), 0.99 (t, J= 7.4 Hz,
3H); MS m/iz  404.30
[M+H]".

'H NMR (400 MHz,
CD;OD) 5 8.34 (s, 1H), 7.56
(d, J = 8.2 Hz, 2H), 7.48 (d,
J = 82 Hz, 2H), 4.53 (s,
2H), 4.36 (s, 2H), 4.10-3.98
(m, 3H), 3.84-3.75 (m, 2H),
3.68-3.57 (m, 2H), 3.48 (t, J
= 6.9 Hz, 2H), 336 (d, J =
12.9 Hz, 2H), 3.20 (td, J =
12.4, 3.6 Hz, 2H), 2.19-2.06
(m, 2H), 2.04-1.94 (m, 2H),
1.65 (dt, J = 12.7, 7.5 Hz,
2H), 1.43 (dd, J = 18.5, 11.2
Hz, 6H), 0.99 (t, J = 7.4 Hz,
3H);, MS m/z 49740
[M-+H]*
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+  'CDOD) § 8.16 (5, 1H),
A 4.11-3.98 (m, 2H), 3.71-
3.60 (m, 2H), 3.50-3.41 (m,
2H), 2.82-2.72 (m, 1H),
2.17-2.06 (m, 2H), 2.06-
1.95 (m, 2H), 1.64 (dt, J =
14.9, 7.5 Hz, 2H), 1.43 (dq,
J=14.1, 13 Hz, 6H), 0.99
(t, J = 7.4 Hz, 3H), 0.84—
0.74 (m, 2H), 0.59 (td, J =
7.0, 5.0 Hz, 2H); MS m/z
448.30 [M+H]".
44 HO',,O\ UNC2737A +++ 'H NMR (400 MHz,
NH O

43 HO/,,O\ UNC2736A ++ 'H NMR (400 MHz,
NH O

YU M
/\/\HJ\N/

CD;OD) & 825 (s, 1H),
/D 447-434 (m, 1H), 4.09-
NN 3.97 (m, 1H), 3.70-3.58 (m,
PPN )LN/ 1H), 3.53-3.40 (m, 2H),
N 238224 (m, 2H), 2.17-
1.95 (m, 7H), 1.84-1.72 (m,
2H), 1.69-1.59 (m, 2H),
1.52-1.35 (m, 6H), 0.9 (t, J
= 74 Hz, 3H); MS m/z

362.30 [M+H]".
45 HO,, UNC2742A +++ 'H NMR (400 MHz,
Q CD;OD) § 832 (s, 1H),
NH O 4.10-3.99 (m, 1H), 3.68—
NJj)LN/\G 3.59 (m, 1H), 3.57-3.43 (m,
/\/\N/{N/ N zg) 327 (d, J = 6.6 Hz,
N ), 3.05-2.93 (m, 2H),
2.85 (s, 3H), 2.16-1.93 (m,
6H), 1.71-1.60 (m, 2H),
1.60-1.49 (m, 2H), 1.44 (dt,
J=15.1, 7.4 Hz, 6H), 0.99
(t, J = 7.4 Hz, 3H); MS m/z

419.40 [M+H]".
46 HO.,, UNC2743A +++ 'H NMR (400 MHg,
Q +  CD;OD) & 830 (s, 1H),
NH O 4.11-3.98 (m, 1H), 3.68-
NS N/\O 3.59 (m, 3H), 3.55-3.42 (m,
A N 3H), 327 (@, J = 6.5 Hz,
H \Q 2H), 3.03-2.90 (m, 2H),
224-2.07 (m, 4H), 2.07-
1.93 (m, 5H), 1.90-1.79 (m,
2H), 179-1.59 (m, 7H),
1.59-1.51 (m, 2H), 1.48-
1.34 (m, 6H), 0.99 (t, /= 7.4
Hz, 3H); MS m/z 473.40

[M+H]".

[0171]
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47 HO,,, UNC2744A +++ 'H NMR (400 MHg,
Q +  CD;OD) 5825 (s, 1H), 8.20
NH ?\ (d, J = 2.5 Hz, 1H), 7.75-
N/%) ﬁ/\Q 7.69 (m, 3H), 747 d, J =
P N 8.6 Hz, 2H), 6.55-6.49 (m,
) 1H), 4.53 (s, 2H), 4.11-4.00
(m, 1H), 3.70-3.57 (m, 2H),
3.51-3.42 (m, 2H), 2.18-
2,05 (m, 2H), 2.05-1.95 (m,
2H), 171-1.59 (m, 2H),
1.52-1.35 (m, 6H), 0.99 (t, J
= 7.3 Hz, 3H); MS m/z
464.30 [M+H]".
48 HO/,,Q UNC2761A +++ 'H NMR (400 MHz
NH O

/\/\m

+  CD,OD) 5821 (s, 1H), 7.43
(dd, J = 1.8, 0.8 Hz, 1H),
NN N/\C> 636 (dd, J = 32, 1.9 Hz,
PSP L v 1H), 630 (dd, J = 32, 0.6
NN Hz, 1H), 4.48 (s, 2H), 4.10—
4,00 (m, 1H), 3.69-3.59 (m,
1H), 3.46 (t, J = 6.8 Hz, 2H),
2.16-2.05 (m, 2H), 2.05-
1.96 (m, 2H), 1.64 (dt, J =
14.9, 7.5 Hz, 2H), 1.53-1.35
(m, 6H), 0.99 (t, J = 7.4 Hz,
3H); MS miz  388.30
[MH]".

49 HO.., UNC2762A +++ 'H NMR (400 Ml
Q +  CD,;OD) & 8.19 (s, 1H), 7.30
NH O (dd, J = 5.1, 12 Hz, 1H),
N)ﬁ/mu/\@ 7.04 (dd, J = 3.4, 1.0 Hz,
PPN /l'\N/ Y 1H), 6.95 (dd, J = 5.1, 3.5
N Hz, 1H), 4.65 (s, 2H), 4.11—
3.99 (m, 1H), 3.65 (td, J =
9.5, 4.2 Hz, 1H), 3.46 (1, J =
6.8 Hz, 2H), 2.19-2.06 (m,
2H), 2.06-1.95 (m, 2H),
1.64 (dt, J = 149, 7.5 Hz,
2H), 1.56-1.33 (m, 6H),
0.99 (t, J= 7.4 Hz, 3H) ; MS

m/z 404,20 [M+H]",

50 HO,,, UNC2763A +++ 'H NMR (400 MHz,
Q CD;0D) § 8.17 (s, 1H), 8.09
NH O

‘ (d, J = 8.1 Hz, 1H), 7.90 (d,

NSCON J=17.8 Hz, 1H), 7.83 (d, J =
PPN M 8.1 Hz, 1H), 7.58-7.49 (m,
NN 3H), 7.46 (dd, J = 15.2, 7.8

Hz, 1H), 4.97 (s, 2H), 4.11—

4.00 (m, 1H), 3.70-3.60 (m,

1H), 3.51-3.41 (m, 2H),

2.17-2.07 (m, 2H), 2.07-

1.95 (m, 2H), 1.69-1.58 (m,

[0172]
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2H), 1.57-1.35 (m, 6H),
0.98 (t, J = 7.3 Hz, 3H); MS
m/z 448.30 [M+H]".

'H NMR (400 MHz,
CD;0D) 5 8.41 (s, 1H), 7.49
(d, J = 8.5 Hz, 2H), 7.17 (d,
J = 8.5 Hz, 2H), 4.15-4.02
(m, 1H), 3.71-3.57 (m, 1H),
349 (t, J = 6.7 Hz, 2H),
2.66-2.55 (m, 2H), 2,18
2.07 (m, 2H), 2.07-1.96 (m,
2H), 1.72-1.53 (m, 4H),
1.53—1.28 (m, 8H), 1.01 (t, J
=174 Hz, 3H), 0.94 (t, J =
7.4 Hz, 3H); MS m/z 440.30
[M-+HT".

'H NMR (400 MHz,
CD;0D) 6 8.81 (s, 1H), 8.10
(d, J = 8.3 Hz, 2H), 7.93 (d,
J = 82 Hz, 2H), 4.80 (5,
2H), 4.44-434 (m, 1H),
4.14-3.85 (m, 8H), 3.79 (t, J
=17.1 Hz, 2H), 3.63-3.56 (m,
3H), 2.95 (s, 2H), 2.46-2.37
(m, 2H), 2.34-2.25 (m, 2H),
1.96 (dt, J = 15.0, 7.3 Hz,
2H), 1.84-1.65 (m, 6H),
129 (t, J = 7.3 Hz, 3H); MS
m/z 496.40 [M+H]".

'H NMR (400 MHz,
CD;0D) 6 8.37 (s, 1H), 7.74
(dd, J = 7.9, 1.4 Hz, 1H),
7.24-7.17 (m, 1H), 7.07 (dd,
J =83, 12 Hz, 1H), 6.96
(td, J = 7.7, 1.3 Hz, 1H),
4.14-4.02 (m, 1H), 3.89 (s,
3H), 3.69-3.60 (m, 1H),
3.50 (t, J = 74 Hz, 2H),
2.18-2.05 (m, 2H), 2.05-
1.94 (m, 2H), 1.72-1.62 (m,
2H), 1.55-1.32 (m, 6H),
1.01 (t, J = 7.4 Hz, 3H); MS
m/z 414,30 [M+H]".

'H NMR (400 MHz,
CD;OD) & 838 (s, 1H),
7.53-745 (m, 2H), 6.96-
6.88 (m, 2H), 4.14-4.01 (m,
1H), 3.79 (s, 3H), 3.69-3.59
(m, 1H), 3.49 (t, /= 7.0 Hz,
2H), 2.17-2.07 (m, 2H),
2.06-1.97 (m, 2H), 1.67 (dt,
J=127, 7.6 Hz, 2H), 1.55~
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135 (m, 6H), 1.01 (t, J= 7.4
Hz, 3H); MS m/z 41430
[M+H]".

'H NMR (400 MHz,
CD;OD) § 836 (s, 1H),
739-724 (m, SH), 4.20-
3.99 (m, 2H), 3.80-3.69 (m,
2H), 3.66-3.61 (m, 1H),
3.53-3.43 (m, 2H), 3.41-
3.33 (m, 2H), 3.22-3.15 (m,
1H), 3.15-3.07 (m, 3H),
230-2.17 (m, 2H), 2.15-
2.06 (m, 2H), 2.06-1.93 (m,
4H), 1.71-1.59 (m, 2H),
1.52-1.36 (m, 6H), 0.99 (t, J
= 7.3 Hz, 3H); MS m/z
495.40 [M-+H]".

'H NMR (400 MHz,
CD;OD) & 835 (s, 1H),
734-7.17 (m, 5H), 4.15-
3.98 (m, 2H), 3.70-3.59 (m,
3H), 3.53-3.42 (m, 3H),
3.18-3.04 (m, 4H), 2.73 (t, J
= 7.4 Hz, 2H), 2.19 (d, J =
13.5 Hz, 2H), 2.15-2.04 (m,
5H), 2.04-1.88 (m, 4H),
1.65 (dt, J = 15.0, 7.6 Hz,
2H), 1.51-134 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 509.40 [M+H]".

'H NMR (400 MHz,
CD;0D) § 9.26 (s, 1H), 9.00
(d, J = 5.7 Hz, 1H), 8.94 (d,
J =19 Hz, 1H), 8.30 (s,
1H), 8.21 (dd, J = 8.1, 5.8
Hz, 1H), 4.66 (s, 2H), 4.09
(d, J = 36.9 Hz, 2H), 3.77-
3.53 (m, 4H), 3.53-3.41 (m,
2H), 229-2.14 (m, 3H),
2.14-1.93 (m, 6H), 1.73-
1.59 (m, 2H), 1.53-1.33 (m,
6H), 0.99 (t, J= 7.4 Hz, 3H);
MS m/z 482,35 [M+H]".

'H NMR (400 MHz,
CD;0OD) § 8.49 (s, 1H), 7.85
(d, J = 8.5 Hz, 2H), 7.65 (d,
J = 8.7 Hz, 2H), 4.15-4.01
(m, 1H), 3.77-3.55 (m, 2H),
350 (t, J = 7.1 Hz, 2H),
221-2.08 (m, 2H), 2.08-
1.96 (m, 2H), 1.67 (dt, J =
14.9, 7.5 Hz, 2H), 1.56-1.33
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(m, 6H), 1.01 (t, J= 7.4 Hz,
3H);, MS m/z 45225
[M+H]".

'H NMR (400 MHz,
CD,0D) § 8.33 (s, 1H), 7.70
(d, J = 8.7 Hz, 2H), 7.60 (d,
J = 87 Hz, 2H), 4.55 (s,
2H), 4.11 (dd, J = 12.0, 7.0
Hz, 4H), 4.08-3,99 (m, 1H),
3.75-3.68 (m, 4H), 3.68-
3.58 (m, 1H), 3.48 (t,/=7.0
Hz, 2H), 2.16-2.03 (m, 2H),
2.03-1.94 (m, 2H), 1.65 (dt,
J =149, 7.6 Hz, 2H), 1.51-
1.35 (m, 6H), 0.99 (t, J = 7.4
Hz, 3H); MS m/z 483.30
[M+H]".

'H NMR (400 MHg,
CD;0D) 6 8.50 (s, 1H), 7.64
(d, J = 8.5 Hz, 2H), 7.33 (4,
J = 8.5 Hz, 2H), 4.07 (dd, J
= 13.0, 3.4 Hz, 3H), 3.93-
3.83 (m, 2H), 3.70-3.62 (m,
1H), 3.58 (d, J = 13.0 Hz,
2H), 3.49 (t,J = 7.0 Hz, 2H),
3.45-3.36 (m, 2H), 3.22 (td,
J=123, 3.6 Hz, 2H), 3.17-
3.06 (m, 2H), 2.19-2.07 (m,
2H), 2.07-1.96 (m, 2H),
1.67 (dt, J = 12.7, 7.6 Hz,
2H), 1.55-135 (m, GH),
1.00 (t, J = 7.4 Hz, 3H); MS
m/z 497.35 [M+H]".

'H NMR (400 MHg,
CD;0D) § 8.47 (s, 1H), 7.64
d, J = 8.5 Hz, 2H), 7.35 (d,
J = 8.5 Hz, 2H), 4.15-4.04
(m, 2H), 4.03-3.72 (m, SH),
3.72-3.58 (m, 4H), 3.58-
3.47 (m, 4H), 3.22-3.12 (m,
2H), 3.05 (s, 3H), 2.17-2.07
(m, 2H), 2.06-1.95 (m, 2H),
1.67 (dt, J = 14.9, 7.6 Hz,
2H), 1.56-135 (m, 6H),
1.00 (t, J = 7.4 Hz, 3H); MS
m/z 510.40 [M+H]".

'H NMR (400 MHg,
CD;OD) § 838 (s, 1H),
4.15-3.98 (m, 2H), 3.79-
3,70 (m, 2H), 3.70-3.57 (m,
2H), 3.50 (dt, J = 14.5, 6.5
Hz, 2H), 3.19-3.08 (m, 2H),
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3.05 (d, J = 7.3 Hz, 2H),
227-2.17 (m, 2H), 2.17-
2.03 (m, 3H), 2.03-1.93 (m,
3H), 1.71-1.59 (m, 2H),
1.52-137 (m, 6H), 121-
1.11 (m, 1H), 0.99 (t, J= 74
Hz, 3H), 0.82-0.74 (m, 2H),
0.52-0.43 (m, 2H); MS m/z
445,35 [M+H]".

'H NMR (400 MHz,
CD;0D) & 838 (s, 1H),
427419 (m, 1H), 4.17-
3.99 (m, 2H), 3.69-3.58 (m,
3H), 3.55-3.40 (m, 3H),
3.16-3.04 (m, 2H), 2.98 (d, J
= 6.6 Hz, 2H), 2.25-1.95 (in,
8H), 1.92-1.76 (m, SH),
1.72 (d, J = 13.2 Hz, 1H),
1.69-1.59 (m, 2H), 1.53—
1.20 (m, 9H), 1.15-1.02 (m,
2H), 0.99 (t, J= 7.4 Hz, 3H);
MS m/z 487.40 [M+H]",

'H NMR (400 MHz,
CD;OD) & 838 (s, 1H),
427-421 (m, 1H), 4.16-
3.99 (m, 2H), 3.75-3.60 (m,
3H), 3.55-3.43 (m, 3H),
325 (d, J = 12 Hz, 1H),
3.17-3.05 (m, 3H), 2.40-
2.28 (m, 1H), 2.25-1.90 (m,
10H), 1.80-1.59 (m, 6H),
1.53-1.38 (m, 6H), 1.38-
1.26 (m, 2H), 0.99 (t, J= 7.4
Hz, 3H); MS m/z 473.40
[M+H]".

'H NMR (400 MHe,
CD;OD) § 836 (s, LH),
427420 (m, 1H), 4.17-
3.99 (m, 2H), 3.77-3.59 (m,
3H), 3.59-3.41 (m, 4H),
3.18-3.05 (m, 2H), 2.28-
2.06 (m, 6H), 2.05-1.91 (m,
4H), 1.90-1.59 (m, 8H),
1.52-1.34 (m, 6H), 0.99 (t, J
= 73 Hz, 3H); MS m/z
459.40 [M+H]",

‘H NMR (400 MHz,
CD;OD) & 824 (s, lH),
7.48-7.39 (m, 4H), 7.17-
7.14 (m, 2H), 6.29-6.24 (m,
2H), 4.50 (s, 2H), 4.10-3.99
(m, 1H), 3.71-3.54 (m, 2H),
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3.52-3.40 (m, 2H), 2.16-
2.06 (m, 2H), 2.05-1.96 (m,
2H), 1.65 (dt, J = 12.7, 7.6
Hz, 2H), 1.54-1.33 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 463.30 [M+H]".
'H NMR (400 MHz,
CD;OD) & 947 (t, J = 1§
Hz, 1H), 8.35 (s, 1H), 8.08-
8.04 (m, 1H), 7.80-7.76 (m,
1H), 7.75-7.69 (m, 2H),
7.64 (d, J = 8.7 Hz, 2H),
459 (s, 2H), 4.11-3.97 (m,
1H), 3.69-3.57 (m, 2H),
348 (t, J = 7.0 Hz, 2H),
2.17-2.05 (m, 2H), 2.05-
1.92 (m, 2H), 1.65 (dt, J =
12.7, 7.6 Hz, 2H), 1.53-1.34
(m, 6H), 0.99 (t, J= 7.4 Hz,
3H); MS m/z  464.30
[M-+H]",
'H NMR (400 MHz,
CD;0D) 6 8.31 (s, LH), 7.54
(s, 4H), 4.52 (s, 2H), 4.10-
4.00 (m, 1H), 3.80-3.68 (m,
4H), 3.68-3.59 (m, 2H),
347 (t, J = 6.8 Hz, 2H),
233222 (m, 4H), 2.16-
2.06 (m, 2H), 2.05-1.94 (m,
2H), 1.65 (dt, J = 12,7, 7.6
Hz, 2H), 1.51-1.34 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 467.40 [M+H]".
'H NMR (400 MHz,
CD;0D) 8 8.34 (s, LH), 7.66
(d, J = 8.7 Hz, 2H), 7.50 (d,
= 8.6 Hz, 2H), 434 (s,
2H), 4.16-4.03 (m, 2H),
4.03-3.96 (m, 4H), 3.70-
3.59 (m, 1H), 3.59-3.43 (m,
8H), 3.15 (t, J = 11.8 Hz,
2H), 2.19 (d, J = 13.9 Hz,
2H), 2.10 (d, J = 9.1 Hz,
2H), 2.05-1.90 (m, 4H),
1.70-1.59 (m, 2H), 1.43 (dd,
J = 15.0, 7.3 Hz, 6H), 0.99
(t, J = 7.4 Hz, 3H); MS m/z
566.40 [M+H]".
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'H NMR (400 MHz,
CD;0OD) § 9.33 (d, J = 1.6
Hz, 1H), 8.34 (s, 1H), 7.78
(s, 1H), 7.67 (d, J = 8.5 Hz,
2H), 7.62 (d, J = 8.6 Hz,
2H), 4.58 (s, 1H), 4.10-4.01
(m, 1H), 3.69-3.56 (m, 3H),
3.52-3.43 (m, 2H), 244 (s,
3H), 2.17-2.04 (m, 2H),
2.04-1.96 (m, 2H), 1.71-
1.59 (m, 2H), 1.51-1.33 (m,
6H), 0.99 (t,J = 7.4 Hz, 3H);
MS m/z 478,30 [M+H]".

'H NMR (400 MHz,
CD,OD) & 832-824 (m,
1H), 7.81 (d, J = 7.8 Hz,
2H), 7.72 (d, J = 8.5 Hz,
2H), 7.60 (d, J = 8.4 Hz,
2H), 7.50 (t, J= 7.5 Hz, 2H),
7.45-7.38 (m, 1H), 4.59 (s,
2H), 4.11-3.97 (m, 2H),
3.70-3.56 (m, 2H), 3.54-
3.43 (m, 2H), 2.19-2.06 (m,
2H), 2.02-1.92 (m, 2H),
1.70-1.59 (m, 2H), 1.52-
1.36 (m, 6H), 0.99 (t, J= 74
Hz, 3H); MS m/z 540.30
[M+H]".

'H NMR (400 MHz,
CD;OD) § 832 (s, LH),
7.88-7.85 (m, 1H), 7.84 (d, J
=2.1 Hz, 1H), 7.63-7.57 (m,
1H), 7.53 (d, J = 8.3 Hz,
2H), 7.50-7.46 (m, 4H),
7.44 (d, J = 8.4 Hz, 2H),
4.57 (s, 2H), 4.12-4.00 (m,
1H), 3.66-3.56 (m, 2H),
348 (t, J = 6.8 Hz, 2H),
2.17-1.93 (m, 4H), 1.72-
1.59 (m, 2H), 1.43 (dd, J =
18.4, 10.8 Hz, 6H), 0,99 (t, J
= 73 Hz, 3H); MS m/z
540.30 [M+H]*

'H NMR (400 MHz,
CD;OD) § 836-831 (m,
1H), 7.64 (dd, J = 5.3, 3.1
Hz, 3H), 7.59 (d, J=2.1 Hz,
1H), 7.54 (d, J = 8.5 Hz,
2H), 4.60 (s, 2H), 4.09-4.01
(m, 1H), 3.68-3.57 (m, 1H),
3.52-3.42 (m, 2H), 2.57 (s,
3H), 2.16-2.06 (m, 2H),

SIS351 10-2015-0018789



HO"VO‘ UNC3111A  +++
NH O Me
YT N
/\/\H)\N/ Me
HO/MO\ OMe UNC3112A  +++
NH O
Isg
/\/\[:1 N/ OMe

HO,,, UNC3144A
: “NH O
NS =
leL”/\@\/ //\N
BuHN)\N N

HOMO\ UNC3145A
NH 0

HOMO\ UNC3183A
NH O

2.04-195 (m, 2H), 1.71-
1.60 (m, 2H), 1.50-1.34 (m,
6H), 0.99 (t, /= 7.4 Hz, 3H);
MS m/z 478.30 [M+H]".

'H NMR (400 MHz,
CD;OD) § 843 (s, 1H),
7.15-7.09 (m, 2H), 7.03 (dd,
J = 8.0, 1.9 Hz, 1H), 4.13—
3.99 (m, 1H), 3.68-3.58 (m,
1H), 3.50 (t, J = 6.8 Hz, 2H),
231 (s, 3H), 2.22 (s, 3H),
2.16-2.06 (m, 2H), 2.04-
1.94 (m, 2H), 1.73-1.60 (m,
2H), 1.54-134 (m, GH),
1.01 (t, J = 7.4 Hz, 3H); MS
m/z 412,30 [M+HT",

'H NMR (400 MHz,
CD;0D) 6 8.35 (s, 1H), 7.50
(d, J = 2.6 Hz, 1H), 6.98 (d,
J=9.0 Hz, 1H), 6.75 (dd, J
= 9.0, 3.0 Hz, 1H), 4.15-
4.01 (m, 1H), 3.85 (s, 3H),
3.76 (s, 3H), 3.69-3.57 (m,
2H), 3.50 (t, J = 6.9 Hz, 2H),
2,17-2.06 (m, 2H), 2.05-
1.97 (m, 2H), 1.67 (dt, J =
12.6, 7.6 Hz, 2H), 1.56-1.34
(m, 6H), 1.01 (t, J= 7.4 Hz,
3H); MS m/z 44430
[M+H]".

'"H NMR (400 MHz,
CD;0D) 8 9.05 (s, 1H), 8.30
(s, 1H), 7.61 (t, J = 1.7 Hz,
1H), 7.59-7.55 (m, 1H),
7.48-7.32 (m, 4H), 5.45 s,
2H), 4.50 (s, 2H), 4.10-4.00
(m, 1H), 3.66-3.58 (m, 2H),
347 (t, J = 7.0 Hz, 2H),
2.17-2.05 (m, 2H), 2.04-
1.94 (m, 2H), 1.65 (dt, J =
12.7, 7.6 Hz, 2H), 1.52-1.33
(m, 6H), 0.99 (t, J = 7.4 Hz,
3H), MS m/iz 478.30
[M+H]"

'H NMR (400 MHz,
CD;0OD) § 8.75 (d, J = 0.9
Hz, 1H), 8.38-8.35 (m, 1H),
8.33 (s, 1H), 7.68-7.62 (m,
2H), 7.58 (d, J = 8.7 Hz,
2H), 4.57 (s, 2H), 4.12-3.99
(m, 1H), 3.68-3.60 (m, 2H),
348 (t, J = 69 Hz, 2H),

2.17-2.06 (m, 2H), 2.04-
1.95 (m, 2H), 1.65 (dt, J =
12.7, 7.6 Hz, 2H), 1.53-1.35
(m, 6H), 0.99 (t, J= 74 He,
3H); MS miz 53330
[M+H]".

'H NMR (400 MHz,
CD;OD) § 9.36 (d, J = 1.5
Hz, 1H), 8.34 (s, 1H), 7.93
(s, 1H), 7.72-7.66 (m, 2H),
7.62 d, J = 8.6 Hz, 2H),
473 d, J = 0.6 Hz, 2H),
4.59 (s, 2H), 4.11-4.00 (m,
1H), 3.70-3.57 (m, 1H),
348 (t, J = 7.0 Hz, 2H),
2.17-2.05 (m, 2H), 2.05-
1.93 (m, 2H), 1.65 (dt, J =
12.7, 7.6 Hz, 2H), 1.51-1.35
(m, 6H), 0.99 (t, J= 74 Hz,
3H); MS  mZz 49430
[M+H]".

74
75
76
77
[0179]
78
[0180]
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[0185]

[0186]
[0187]

[0188]
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(Ir,4r)-4-((2-(F-go) 1) -5-(5- (2 & me X ) 7 F| d-2-4) I g d-4-) o] e ) A E 2 8 h&

0,0
HO., ﬁs(N
L
S KGO THF NH o/§< a0
L85 :

MW, 80°C NS B’ ™ Pd(PPha)s, KoCO3, BUNH,
15min THF/H,0, MW, 150°C
NH, Cl/kN/

HO.,
Cly 32
NH NN
DAY
NS
i
NS ONT
H

DCM (10 mL) F 2-F229dd-5-&3xd FZol= (212 mg, 1.0 mmol)e] &q4S T=ZY (87.1 mg, 1.0
mmol)ell 0CelA #H7Fsiadet. A" EFES 0TolA 108 &< wdkst ofs, DIEA (194 mg, 1.5 mmol)&
718t EFES 0TolA 2417 5o wwksoith.  olojA, EFES EtOAc (15 mL)E 3Asta, & (2
X)Z AAHSGT.  §7] S ARAZ) T (NaS0y), o#eli, E=AZT. FAHFELS o)AFd o3 AA s
FA SFHES WA A (246.1 mg, 94%) 2A F53HA

'H NMR (400
MHz, CDCl;) 6 8.73-8.65 (m, 1H), 7.94 (dd, J = 8.3, 2.5 Hz, 1H), 7.49 (dd, J=8.3, 0.6 Hz,

1H), 3.74-3.63 (m, 4H), 2.99 (dd, J = 5.6, 3.9 Hz, 4H), BC NMR (101 MHz, cdel3) § 155.9,
148.7,137.9, 131.1, 124.9, 65.9, 45.8; MS m/z 263.30 [M+H]".

(Ir,4r)-4-((2-(F-gop) 1) -5-(5- (L2 E e me X ) Y 2| d-2-9) J g m d-4-d) opr| e ) A S R 84 H-&

10 mL mlo]aRgoln EH 2 4-T1ZF229Y|d-5-REA IUZF J2HEZ (55 mg, 0.20 mmol), K,COs
(41.5 mg, 0.30 mmol) % THF (2.0 mL)E FAAATE. o]ojA, AAHE EFES vlo]azdo]lB A} o 80
TolA 158 %oF 71d3ith.  olojA, 4-((-FRZFAFYU-3-W)EXI)RZZA (52.5 mg, 0.20 mmol),
Pd(PPhs), (23.1 mg, 0.02 mmol), K.,CO3 (41.5 mg, 0.30 mmol), H-=o}wl (116.8 mg, 1.60 mmol) ¥ & (0.5
)& =R oR Hristgl. AAE EFES vlolameolH AL st 150TelA 308 FF sl

=S EtOAc (16 mL)E 3|Asta, & 2oR AFSIST.  §7] &5 dX2A7]2 (NapS0y), d3star, 5%
o FAFES olazm E HPLC o8 AHAste] WAl mA=A e FA BFE (27.4 mg, 28%) 2 (1r,dr)-
A-((2-Crdopr ) 2| ud-4-l) b ) Al F R4S (25.7 mg, 49%)S F53HATh.
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'H NMR (400

MHz, CDCl3) & 10.65 (d, J = 7.1 Hz, 1H), 9.46 (t, /= 5.4 Hz, 1H), 8.87 (d, J = 2.2 Hz, 1H),
8.31 (s, 1H), 8.10 (dd, J = 8.6, 2.3 Hz, 1H), 7.77 (d, J = 8.7 Hz, 1H), 4.19-4.09 (m, 1H),
3.84-3.68 (m, 5H), 3.51-3.44 (m, 2H), 3.15-3.06 (m, 4H), 2.86-2.66 (m, 3H), 2.28-2.15 (m,
2H), 2.13-2.01 (m, 2H), 1.72-1.61 (m, 2H), 1.56-1.36 (m, 6H), 0.96 (t, J= 7.4 Hz, 3H); °C
NMR (101 MHz, CDCl3) & 159.4, 1569, 153.1, 146.6, 142.8, 136.8, 130.2, 118.9, 103.4,
69.2, 66.0, 49.7, 45.8, 41.3, 33.3,31.0, 29.5, 20.1, 13.7; MS m/z 491.30 [M+H]".

gk AJoFg ARRslo]l AAd 3ol 71| AAb (

Qi

g8 ID Mer
1Csq

297 dojg
MS m/z (M+1) E=/2H
NMR
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TH NMR (400 MHz, CDCly) &
10.74 (d, J= 7.2 Hz, 1H), 9.09
(t,J=5.4 Hz, 1H), 8.97 (d, J=
2.0 Hz, 1H), 8.47 (d, J= 11.7
Hz, 1H), 8.25-8.14 (m, 1H),
7.83 (t, J= 7.1 Hz, 1H), 527~
5.16 (m, 1H), 4.19-4.03 (m,
4H), 3.82-3.75 (m, 1H), 3.52-
3.42 (m, 2H), 2.90 (t, J = 5.5
Hz, 2H), 2.66 (1, J = 12.7 Hz,
2H), 2.29-2.00 (m, 4H), 1.72—
1.60 (m, S5H), 1.52-1.37 (m,
12H), 1.16-1.03 (m, 2H), 0.97
(t, J = 7.3 Hz, 3H); ®C NMR
(101 MHz, CDCly) § 159.5,
156.4, 154.8, 152.9, 145.9,
1427, 136.1, 1347, 1193,
103.7, 79.9, 69.2, 49.7, 48.6,
413, 36.6, 33.2, 31.0, 29.5,
284, 20.1, 13.7; MS m/
618.40 [M+H]".

'H NMR (400 MHz, CD;0D+
CDCls) 6 8.89 (t, J = 2.4 Hz,
1H), 8.39 (d, J= 17.0 Hz, 1H),
8.19-8.11 (m, 1H), 7.88 (t, J =
8.7 Hz, 1H), 5.08-4.93 (m,
1H), 4.25-4.11 (m, 1H), 4.12-
3.97 (m, 1H), 3.70-3.56 (m,
1H), 3.46-3.38 (m, 2H), 3.38—
334 (m, 1H), 2.87-2.74 (m,
4H), 2.25-2.18 (m, 1H), 2.17-
2.08 (m, 2H), 2.03-1.95 (m,
1H), 1.93-1.85 (m, 2H), 1.79—
1.68 (m, 2H), 1.64-1.56 (m,
3H), 1.48-133 (m, 6H), 0.92
(td, J = 7.4, 2.1 Hz, 3H); MS
m/z 518,30 [M+H]",

'H NMR (400 MHz, CDCl) &
1095 d, J = 72 Hz, 1H),
9.03-8.85 (m, 2H), 8.33 (d, J =
14.4 Hz, 1H), 8.12 (dd, J =
8.6, 2.3 Hz, 1H), 7.70 (d, J =
8.6 Hz, 1H), 6.17 (d, J = 7.9
Hz, 1H), 4.24-3.70 (m, 9H),
3,51-3.40 (m, 2H), 2.92 (t, J =
12.1 Hz, 2H), 2.26-2.14 (m,
2H), 2.06 (t, J = 10.6 Hz, 4H),
1.70-1.59 (m, 2H), 1.54-1.35
(m, 14H), 0.96 (t, J = 7.4 Hz,
3H); “C NMR (101 MHz,
CDCly) 6 164.0, 159.6, 155.3,
154.8, 152.9, 146.6, 1416,
1359, 1280, 118.6, 104.1,
80.1, 69.2, 49.6, 47.7, 413,
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[0195]
[0196]
[0197]
[0198]

[0199]

[0200]
[0201]

[0202]

[0203]

[0204]
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33.2, 32.0, 31.0, 294, 284,
200, 13.7; MS m/z 568.40
lMﬂﬂ*.

4 HO., UNC1917A +++ 'HNMR (400 MHz, CDCL) &
Q 10.67 (s, 1H), 8.50 (d, J = 4.7
NH N7 Hz, 1H), 8.12 (s, 1H), 7.79-
| 7.70 (m, 1H), 7.56 (d, J= 8.3
NE Y Hz, 1H), 7.24-7.14 (m, 1H),
| 4.13-4.04 (m, 1H), 3.79-3.71
AN (m, 1H), 3.48-3.38 (m, 2H),
H 2.26-2.13 (m, 2H), 2.11-2.01
(m, 2H), 1.69-1.60 (m, 2H),
1.54-1.34 (m, 6H), 0.95 (t, J =
7.4 Hz, 3H); "C NMR (101
MHz, CDCl;) § 163.8, 159.9,
1472, 1375, 1316, 1189,
115.1, 1044, 69.5, 49.6, 41.2,
33.6, 31.4, 29.8, 20.1, 13.8;

MS m/z 342,25 [M+H]"

Al 4
Efa-4-((2-(F-dotu =)-5-(5-ZFF 2 29 g d-2-d) F g H|d-4- ) opH] . ) A SR A4S B

E2-4-((2-(F-"opr| 1) -5-(5-((4-md 3 ol g -1-4 ) vl &) F -2-) F g m -4~ ) op | ) A E 2 34

F
S
HO., /U HO.
HyNum O_OH Q Li(HO)B F ,O\
NH N7

cl F
Br L IPADIEPA, gr  PdCl(dppfiCuBr ]
N7 =
)l\ _ 2, BuNHz /]\ KoCO;, )Nl\ =
C” N DMF/H;0,120°C, 30 min "N~ N7
F7) B A% H
CHO | b4(0AC),, SPhos, KsPO,
)Oé BuOH, MW, 150 °C, 20 min
'« o
(HO)E 2%
L, O
CHO
O\ HOAG, NaHB(OAG)s NH O g
NH O ———— N
. DCM, RT, 2 h, 82% Ny X
i A
/\/\N/J\N/ /\/\ﬁ NT

Ea4-((5-BRE-2-(F-Eobv i) F 2 nd-4-e) ohr| ) A| 22 A4 HE

NH

N7 Br
e
i-PrOH (300 mL) % 5-HER-2 4-tjF22yz|vdl (34.2 g, 150 mmol) % 4-olv]:=A|F2EE (17.3 g,
150 mmol)®] &5 DIPEA (39.2 mL, 225 mmol)ell H7}aldvh. ¥k EFES 12417 <t ugkelgint. oo
A, EME 7Y stel SEAZ U, FFES EtOAc ol ALdA7|, IR AFEAt. {7 & A%
Al713L (NagS0p), EFHAIA 4-((5-BRE-2-Z R 2Ind-4-) ol ) A 284S (46 g, 150 mmol) S 5

stolon, ol& F71 AHA flo] AFE-s3itt.

EFd (150 L) T 4-((-HEE-2-F2 23 Zud-4-d)olu] ) A S ZEAE (46 g, 150 mmol)2] &Mol n-

%%om (150 nL, 1.5 mol)& H7IstAch. WHE EFES 80TolA 12412 &3 7Fdagict. o]ojA, &mE

ek sholl FLAIZ v, JFES EtOAc Fol A&7, 9542 AFsUY. /7] T2 dxA7L
]_

(Na,S0y), EFAIA EW-4-((5-BEE-2-(FEoln ) dgnd-4-d)olu| ) A| S 2 IS (47.5 g, 92%)=
A=

4
iy
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'H NMR (400 MHz, CDCLy) & 7.82 (s, 1H), 5.01-4.80
(m, 2H), 3.97-3.82 (m, 1H), 3.65 (tt, J = 10.4, 4.2 Hz, 1H), 3.31 (dt, J = 7.1, 6.1 Hz, 2H),
221 (s, 11), 2.16-2.06 (m, 2H), 2.06-1.95 (m, 2H), 1.59-1.49 (m, 2H), 1.49-1.34 (m, 4H),
1.34-1.20 (m, 2H), 0.92 (¢, J = 7.3 Hz, 3H); ’C NMR (101 MHz, CDCly) § 161.14 (s),
157.59 (s), 155.72 (s), 69.70 (5), 48.85 (s), 41.39 (s), 33.94 (s), 31.84 (s), 30.62 (s), 20.12 (5),
13.86 (s). MS m/z 343.0 [M+1]";

E 24 ((2-(R R o] 1) -5-(5-F % 2. 2] 2 ¥-2-90) 9 2] ] el 4= o] v ) A F R 3 A&

HO”,,,O\
NH N7 F

N
/\/\N)l\N/
H
DMF 2 H,0 (2.0 mL/0.5 mL)e] &3HE 5 dF (-ZF2=29gd-2-49) EI|=FAEYOE (99 mg, 0.60

mmol), B.EW3F7E] (3.0 mg, 0.020 mmol), ®HAFZE (83.0 mg, 0.60 mmol), 4-((5-B.2F-2-(FEgo}u]y)y]
Fugd-4-)olu| =) A FZI:NALE (68.7 mg, 0.20 mmol) 2 PdCl.(dppf) (8.2 mg, 0.010 mmol)9 &3IES 7))
d 7] Sl 120CAlA 30% T 7HEs the, Ao WAHES v, B84 EA4S AfolEL]
#e s T o o3 AAGI, DFR AHGTE.  olofA], &mE % stell AAs AL, HFES ©
23] 93] AAEt EdWn-4-((2-(FEolnn)-5-(5-FF 29 gl d-2-) I g | -4~ ) o}r| . ) A| 2 & AT
& (UNC2861A) (46 mg, 65%)& 53Halct.

H} =

=37

"H NMR (400 MHz, CD;0D) & 8.54 (d,
J=3.0 Hz, 1H), 8.26 (s, 1H), 7.93 (dd, J = 9.0, 4.1 Hz, 1H), 7.80-7.71 (m, 1H), 4.20-4.05
(m, 1H), 3.67 (td, J = 10.0, 5.1 Hz, 1H), 3.48 (s, 2H), 2.16 (d, J = 8.5 Hz, 2H), 2.05-1.92 (m,
2H), 1.67 (dt, J = 12.6, 7.5 Hz, 2H), 1.59-1.38 (m, 6H), 1.00 (t, J = 7.4 Hz, 3H). LC-MS
(ESIH): t = 4.481 min, MS m/z 360.0 [M-+1]".

5-(2-(FE o ) -4-((EA-4-3| =5 A A Z 28 ) opr| ) 9] 2 v | -5-) F &-2-7t = B v 8] =

Ho.,,
L, .&°
NH O 2\

BEFS (2.5 L) F oA EAZEFE (I1) (2.9 mg, 0.013 mmol), <2HZE (186.8 mg, 0.88 mmol), EWAA-4-
((5-BEE-2-(Feolu ) Fgnd-4-d)ou ) A S 2 A4S (150 mg, 0.44 mmol), SPhos (9.1 mg, 0.022
mmol) % (5-¥XE2WFH-2-A)HEZA (92.3 mg, 0.66 mmol)e] EFES ©7]slar, N, £97] & mlo]g Z¢]o]H
ZAF Bloll 10 ml mlelZ 2 olB FH UoA 150TelA 207 &<t 7HEetdln. AdE EFES B2 3435}
a1, EtOAc (3x)E FE3T. 8 §7] T AXRA7IAL (NaS0y), FFAIAT.  HFES HPLCo <3 A
sle] 5-(2-(FEolu ) ~4-((EH2-4-3| EF A A S 2 A ) ol ) T 2l v d-5-U) Feh-2-7l 2B A3 = (50.1
mg, 32%)E 535

'H NMR (400 MHz, cdcls) § 9.49 (s, 1H), 8.22 (s, 1H), 7.28(d, J = 3.8 Hz,
1H), 6.55 (d, J = 3.8 Hz, 1H), 5.25-5.07 (m, 1H), 4.13-3.98 (m, 1H), 3.79-3.70 (m, 1H), 3.41
(dd, J = 13.3, 6.9 Hz, 2H), 2.25-2.15 (m, 2H), 2.10-2.01 (m, 2H), 1.79-1.68 (m, 1H), 1.65-
1.55 (m, 2H), 1.54-1.34 (m, SH), 0.95 (t, J = 7.3 Hz, 3H); °C NMR (101 MHz, cdcl3) 8
175.1, 161.9, 158.9, 157.7, 156.1, 150.4, 125.0, 104.4, 69.6, 48.6, 41.2, 33.6, 31.9, 30.2, 20.1,
13.9; MS m/z 359.20 [M+H]".
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Q24 ((2- (58 0} 32) -6 (5-( (4-vl &3] 9] 2 211~ ) o] &) 290 ) 3 2] ] W42 o] ) A] 2 824

DCM (10 mL) & 1-#l=@3#HA 24 (29.3 mg, 0.29 mmol), 5-(2-(F-Eoln|x)-4-((EN1-4-3| EZA A S 2 2])
ol =) T ud-5-U)FP-2-7} 2 B & H3)| = (35 mg, 0.098 mmol), OoFAEAL (28 mg, 0.29 mmol) ¥ AF E
oM EAI 23] =gFo] = (62.1 mg, 0.29 mmol)9] TIFES oA 2243k FoF wwkdl th5, NallCO; (3E3})

2 YA, DN (B0 FEAAL. FF 47 ¢ ¥ L G52 ARekn, AEA7D Nas0), FHA

ZHo. AHFES HPLC® S A8+
EWAA4-((2-(FEoln =) -5-(5-((4-E ] H g7 -1-L) vl e Fe-2-d) g d-4-)oln ) A ZFZAE
(UNC2897A) (35.2 mg, 82%)< S~53F9ich.

'H NMR (400 MHz, cdsod) 5 7.82 (s, 1H), 6.68
(d, J=3.4 Hz, 1H), 6.59 (d, J = 3.4 Hz, 1H), 4.18-4.09 (m, 1H), 3.99 (s, 2H), 3.64-3.54 (m,
1H), 3.54-3.42 (m, 2H), 3.45-3.32 (m, 4H), 3.18-2.94 (m, 4H), 2.90 (s, 3H), 2.19-1.97 (m,
4H), 1.71-1.62 (m, 2H), 1.59-1.31 (m, 6H), 1.00 (t, J = 7.4 Hz, 3H); °C NMR (101 MHz,
cdsod) 3 160.6, 160.2, 149.5, 146.2, 139.4, 117.5, 114.6, 112.7, 109.6, 68.7, 52.5, 48.8, 42.0,
40.8,33.3, 30,9, 29.0, 19.7, 12.7; MS m/z 443,35 [M+H]".

%4 A Ak ALgstel ANd go] JAE AR (kA AL Dol e A% HHABS 7 A,

Tz g2 ID  Mer 23 dlolH
ICso  MS m/z (M+1) Ex/2'H
NMR
1 HO., : UNC3055A  +++ 'H NMR (400 MHz, CD;OD)
NH N7

5 854 (dd, J = 5.5, 0.5 Hz,

] 1H), 8.38 (s, 1H), 8.02 (d, J=

1.5 Hz, 1H), 7.46 (dd, J= 5.5,

) 1.8 Hz, 1H), 4.23-4.05 (m,

/\/\H N 1H), 3.72-3.59 (m, 1H), 3.49

(d, J=17.7 Hz, 2H), 2.16 (d, J

=10.3 Hz, 2H), 2.02 (dd, J =

10.0, 3.7 Hz, 2H), 1.67 (tt, J=

8.1, 6.7 Hz, 2H), 1.59-1.36

(m, SH), 1.00 (t, J = 7.4 Hz,
3H). MS m/z376.0 [M+1]".
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'H NMR (400 MHz, CD;0D)
8 9.14 (d, J = 1.2 Hz, 1H),
8.62 (dd, J = 2.6, 1.6 Hz, 1H),
8.59 (d, J = 2.6 Hz, 1H), 4.28-
4,10 (m, 1H), 3.66 (ddd, J =
13.8, 9.8, 3.9 Hz, 1H), 3.51 (s,
2H), 2.16 (d, J = 10.0 Hz, 2H),
2.02 (d, /= 12.3 Hz, 2H), 1.68
@dt, J = 127, 7.6 Hz, 2H),
1.61-1.35 (m, 6H), 1.01 (t, J=
7.4 Hz, 3H). MS m/z 343.0
[M+1]%

'H NMR (400 MHz, CD;0QD)
5 8.55 (s, 1H), 8.40 (d, J= 8.8
Hz, 1H), 7.99 (dd, J = 8.6, 2.7
Hz, 2H), 7.95 (d, J = 8.2 Hz,
1H), 7.82 (ddd, J = 8.4, 7.0,
1.4 Hz, 1H), 7.63 (ddd, J =
8.1, 7.0, 1.1 Hz, 1H), 4.28-
4.11 (m, 1H), 3.83-3.66 (m,
1H), 3.50 (d, J = 16.0 Hz, 2H),
2.30 (d, J = 9.6 Hz, 2H), 2.09
(d, J = 9.7 Hz, 2H), 1.77-1.59
(m, 4H), 1.59-1.40 (m, 4H),
1.02 (t, J = 7.4 Hz, 3H). MS
m/z 392.0 [M+1]".

'H NMR (400 MHz, CD,OD)
8 830 (s, 1H), 7.75 (s, 1H),
737-724 (m, SH), 479 (s,
2H), 4.59 (s, 2H), 4.13 (s, 1H),
3.74-3.62 (m, 1H), 3.53 (d, J=
30.8 Hz, 2H), 2.16 (d, J = 7.7
Hz, 2H), 2.02 (d, J= 12,3 Hz,
2H), 1.74-1.61 (m, 2H), 1.59-
1.36 (m, 6H), 1.00 (t, J = 7.3
Hz, 3H). MS m/z 468.0
[M+17".

'H NMR (400 MHz, CD;0D)
5 8.78 (d, J = 1.8 Hz, 1H),
8.45 (s, 1H), 8.15 (dd, J = 8.5,
2.3 Hz, 1H), 8.04 (d, J = 8.5
Hz, 1H), 448 (s, 2H), 4.22~
4.13 (m, 1H), 4.05 (s, 2H),
3.81 (s, 2H), 3.66 (dd, J =
10.0, 4.9 Hz, 1H), 346 (d, J =
349 Hz, 4H), 3.26-3.17 (m,
2H), 2.18 (d, J = 11.2 Hz, 2H),
2.08-1.97 (m, 2H), 1.68 (dd, J
=82, 6.0 Hz, 2H), 1.59-1.39
(m, 6H), 1.01 (t, J = 7.4 Hz,
3H). °C NMR (101 MHz,
CD;0D) § 173.60 (s), 159.49
(s), 154.02 (s), 149.84 (s),
141.27 (s), 140.70 (s), 125.88
(s), 123.30 (s), 120.06 (s),
68.45 (s), 63.48 (s), 57.10 (s),
51.52 (s), 49.93 (s), 40.86 (s),
32.85 (s), 30.74 (s), 29.19 (s),
19.68 (s), 12.72 (s). MS m/z
441.0 [M+17".
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'H NMR (400 MHz, CD;0D)
3 873 (d, J = 1.8 Hz, 1H),
8.41 (s, 1H), 8.09 (dd, J= 8.5,
2.3 Hz, 1H), 7.99 (d, J = 8.5
Hz, 1H), 432 (s, 2H), 4.22—
4,05 (m, 1H), 3.74-3.61 (m,
1H), 3.47 (m, 2H), 3.22-3.13
(m, 1H), 2.18 (dd, J = 23.9,
11.4 Hz, 4H), 2.00 (dd, J =
13.3, 6.8 Hz, 2H), 1.90 (d, J =
12.6 Hz, 2H), 1.67 (m, 4H),
1.56-1.31 (m, 8H), 1.32-1.19
(m, 2H), 1.04-0.92 (t, ] = 4
Hz, 3H). MS m/z 453.0
[M+17*.

'H NMR (400 MHz, CD;0D)
5 8.78 (d, J = 2.0 Hz, 1H),
8.43 (s, 1H), 8.16 (dd, J = 8.5,
2.3 Hz, 1H), 8.01 (d, /= 8.5
Hz, 1H), 4.50 (s, 2H), 4.19~
4.10 (m, 1H), 3.75-3.69 (m,
1H), 3.68-3.62 (m, 2H), 3.57-
341 (m, 4H), 2.47-2.34 (m,
4H), 2.15 (d, J = 12.5 Hz, 2H),
2.05-1.96 (m, 2H), 1.70-1.60
(m, 2H), 1.46 (ddd, J = 15.6,
14.9, 7.4 Hz, 6H), 0.99 (t, J =
7.4 Hz, 3H). MS m/z 475.0
[M+17".

"H NMR (400 MHz, CD;0D)
§ 854 (d, J = 2.9 Hz, 1H),
8.27 (s, 1H), 7.93 (dd, J = 9.0,
4.1 Hz, 1H), 7.75 (td, J = 8.7,
2.9 Hz, 1H), 3.56 (d, J = 6.5
Hz, 2H), 348 (s, 2H), 3.11-
3.01 (m, 1H), 2.08 (d, J=10.5
Hz, 2H), 1.95 (d, J = 12.4 Hz,
2H), 1.77 (s, 1H), 1.65 (dt, J=
14.9, 7.4 Hz, 2H), 1.42 (qd, J
=14.5, 5.2 Hz, 4H), 1.29-1.13
(m, 2H), 0.98 (t, J = 7.4 Hz,
3H). MS m/z 373.0 [M+1]",
'H NMR (400 MHz, CD,0D)
5 8.87 (s, 1H), 8.45 (s, 1H),
8.25 (d, J = 7.7 Hz, 1H), 8.01
@, J = 8.4 Hz, 1H), 4.62 (s,
2H), 4.22-4.07 (m, 1H), 3.91
(m, 3H), 3.71-3.44 (m, 8H),
2.98 (s, 3H), 2.38 (s, 2H), 2.14
(d, J=9.9 Hz, 2H), 2.01 (d, J
=12.9 Hz, 2H), 1.65 (m, 2H),
1.48 (m, 6H), 0.98 (t, ] = 7.4
Hz, 3H). MS m/z 468.0
[M+17".

"H NMR ' (400 MHz, CD;0D)
§ 8.78 (s, 1H), 8.43 (s, 1H),
8.15 (d, J = 8.1 Hz, 1H), 8.01
d, J = 8.3 Hz, 1H), 4.50 (s,
2H), 4.20-4.10 (m, 1H), 3.66
(ddd, J = 12.4, 10.8, 7.5 Hz,
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1H), 3.61-3.41 (m, 4H), 3.17
(dd, J = 422, 44 Hz, 2H),
2.25-2.10 (m, 4H), 2.01 (d, J=
11.8 Hz, 4H), 1.71-1.58 (m,
2H), 1.58-1.36 (m, 6H), 0.99
(t, J = 7.4 Hz, 3H). MS m/z
425.0 [M+1]".

'H NMR (400 MHz, CD;0D)
§ 872 (d, J = 1.9 Hz, 1H),
8.43 (s, 1H), 8.08 (dd, J=8.5,
2.3 Hz, 1H), 8.00 (d, J = 8.5
Hz, 1H), 420 (s, 2H), 4.18-
411 (m, 1H), 3.90-3.80 (m,
1H), 3.70-3.62 (m, 1H), 3.49
(s, 2H), 2.40-2.31 (m, 2H),
2.30-2.23 (m, 2H), 2.16 (d, J =
11.0 Hz, 2H), 2.04-1.98 (m,
2H), 1.96-1.86 (m, 2H), 1.66
(dt, J = 12,6, 7.6 Hz, 2H),
1.55-1.39 (m, 6H), 0.99 (t, J =
7.4 Hz, 3H). MS m/z 425.0
[M+17",

'H NMR (400 MHz, CD50D)
5 9.11 (s, 1H), 8.69 (s, 1H),
8.23 (d, J =26.9 Hz, 2H), 4.62
(s, 2H), 4.13 (s, 1H), 3.71-
343 (m, 3H), 2.94 (5, 1H),
222-1.89 (m, 4H), 167 (s,
2H), 1.59-1.31 (m, 6H), 1.11
(s, 2H), 0.98 (t, J = 6.9 Hz,
SH). MS m/z 411.0 [M+1]".

'H NMR (400 MHz, CD;0D)
5 9.13 (s, 1H), 8.73 (s, 1H),
8.23 (s, 2H), 4.53 (s, 2H), 4.13
(s, 1H), 3.73 (dd, J = 10.9, 5.3
Hz, 1H), 3.68-3.46 (m, 3H),
221 (s, 2H), 2.14-1.94 (m,
4H), 1.87 (s, 4H), 1.64 (d, J =
344 Hz, 4H), 1.59-129 (m,
6H), 0.98 (t, J = 6.9 Hz, 3H).
MS m/z439.0 [M+17".

'H NMR (400 MHz, CD;0D)
5876 (d, J = 1.9 Hz, 1H),
8.42 (s, 1H), 8.13 (dd, J= 8.5,
2.3 Hz, 1H), 8.01 (d, J = 85
Hz, 1H), 432 (d, J = 7.5 Hz,
2H), 4.15 (ddd, J = 14.4, 9.0,
3.8 Hz, 1H), 3.69-3.59 (m,
1H), 3.56-3.41 (m, 2H), 3.00
(t,J=72Hz, 2H), 2.16 (d, J =
10.8 Hz, 2H), 2.08-1.95 (m,
2H), 1.66 (dt, J = 12.6, 7.6 Hz,
2H), 1.58-1.36 (m, 6H), 1.20-
1.11 (m, 1H), 0.98 (td, /=74,
2.8 Hz, 3H), 0.78-0.62 (m,
2H), 0.43 (tt, J = 14.6, 7.3 Hz,
2H). MS m/z 425.0 [M+11".
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'H NMR (400 MHz, CD;0D)
5 875 (d, J = 1.5 Hz, 1H),
8.44 (s, 1H), 8.16-8.07 (m,
1H), 8.03 (d, J = 8.5 Hz, 1H),
443 (s, 2H), 4.15 (dd, J =
123, 8.4 Hz, 1H), 3.69-3.62
(m, 1H), 3.48 (d, J = 10.6 Hz,
2H), 2.90 (s, 6H), 2.16 (d, J =
10.2 Hz, 2H), 2.01 (d, J= 110
Hz, 2H), 1.72-1.61 (m, 2H),
1.56-1.35 (m, 6H), 0.99 (t, J=
7.4 Hz, 3H). MS m/z 399.0
[M+1]".

'"H NMR (400 MHz, CD;0D)
5 873 (d, J = 1.8 Hz, 1H),
8.43 (s, 1H), 8.15-8.04 (m,
1H), 8.00 (d, J = 8.5 Hz, 1H),
430 (s, 2H), 4.15 (ddd, J =
143, 9.0, 3.8 Hz, 1H), 3.72-
3.61 (m, 1H), 3.47 (d, J= 10.5
Hz, 2H), 3.20-3.11 (m, 2H),
2.16 (d, J = 10.9 Hz, 2H), 2.01
(dd, J = 9.9, 3.8 Hz, 2H),
1.72-1.59 (m, 2H), 1.55-1.40
(m, 6H), 136 (t, J = 7.3 Hz,
3H), 0.99 (t, J = 7.4 Hz, 3H).
MS m/z 399.0 [M+1]".

'H NMR (400 MHz, CD;0D)
§ 875 (d, J = 1.9 Hz, lH),
8.42 (s, 1H), 8.13 (dd, J = 8.5,
2.3 Hz, 1H), 8.01 (d, /= 8.5
Hz, 1H), 436 (s, 2H), 4.20~
4.08 (m, 1H), 3.89-3.80 (m,
2H), 3.66 (d, J = 4.0 Hz, 1H),
349 (s, 2H), 3.23-3.14 (m,
2H), 2.16 (d, J = 10.6 Hz, 2H),
2.07-1.92 (m, 2H), 1.66 (dt, J
=12.6, 7.6 Hz, 2H), 1.59-1.32
(m, 6H), 0.99 (t, J = 74 Hz,
3H). MS m/z 415.0 [M+1]".
'H NMR (400 MHz, CD;0D)
5 9.01-8.91 (m, 2H), 8.44-
8.31 (m, 3H), 8.06 (t, J= 10.8
Hz, 1H), 727-7.04 (m, 2H),
476 (s, 2H), 4.65-4.53 (m,
2H), 4.17-4.11 (m, 1H), 3.72-
3.58 (m, 2H), 3.56-3.47 (m,
1H), 2.13 (d, J = 10.4 Hz, 2H),
2.01 (d, J = 7.4 Hz, 2H), 1.66
dt, J = 12.6, 7.6 Hz, 2H),
1.59-1.36 (m, 6H), 0.99 (t, J=
7.4 Hz, 3H). MS m/z 462.0
[M+17%,

"H NMR (400 MHz, CD;0D)
5 8.91 (s, 1H), 8.43-8.28 (m,
2H), 8.07 (d, J = 8.4 Hz, 1H),
7.65-7.55 (m, 2H), 7.50-7.38
(m, 3H), 4.48 (s, 2H), 4.37 (s,
2H), 4.16-4.05 (m, 1H), 3.63
(ddd, J = 21.0, 15,6, 14.7 Hz,
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1H), 3.55-3.43 (m, 2H), 2.11
(d, J=11.8 Hz, 2H), 2.00 (d, J
=10.4 Hz, 2H), 1.71-1.61 (m,
2H), 1.46 (ddd, J = 22.3, 18.0,
9.7 Hz, 6H), 0.98 (t, J = 74
Hz, 3H). MS m/z 461.0
[M+1]*.

'H NMR (400 MHz, CD;0D)
8§ 8.30 (s, 1H), 8.10-7.98 (m,
1H), 7.89 (d, J = 8.0 Hz, 1H),
7.60 (d, J = 7.4 Hz, 1H), 4.52
(s, 2H), 4.14 (tt, J= 11.2, 3.9
Hz, 1H), 3.66 (ddd, J = 14.6,
10.4, 4.2 Hz, 1H), 3.48 (dd, J
=179, 6.2 Hz, 2H), 2.94-2.83
(m, 1H), 2.20 (d, J = 10.8 Hz,
2H), 2.05 (d, J = 10.4 Hz, 2H),
1.69 (dd, J = 122, 4.8 Hz,
2H), 1.51 (ddd, J = 22.6, 19.3,
9.9 Hz, 6H), 1.01 (t, J = 74
Hz, 3H), 0.98-0.91 (m, 4H).
MS m/z 411,0 [M+1T",

'H NMR (400 MHz, CD;0D)
§8.32 (s, 1H), 8.07 (t, J= 7.9
Hz, 1H), 7.94 (4, J = 8.0 Hz,
1H), 7.78 (d, J = 7.5 Hz, 1H),
4.63 (s, 2H), 4.12 (dd, J = 9.6,
57 Hz, 1H), 3.88-3.62 (m,
9H), 3.50 (s, 2H), 3.00 (s, 3H),
2.17 (d, J= 10.7 Hz, 2H), 2.06
(d, J = 10.4 Hz, 2H), 1.68 (dt,
J=14.9, 7.5 Hz, 4H), 1.4 (dt,
J=219, 11.0 Hz, 4H), 1.00 (t,
J=17.4 Hz, 3H). MS m/z 454.0
ENHuﬁ

H NMR (400 MHz, CD;0D)
8 877 (d, J = 1.9 Hz, 1H),
8.45 (s, 1H), 8.14 (dd, J = 8.5,
22 Hz, 1H), 8.03 (d, J = 8.5
Hz, 1H), 442 (s, 2H), 4.19-
4.11 (m, 1H), 3.71-3.61 (m,
1H), 3.50 (d, J = 11.7 Hz, 4H),
3.03 (td, J = 12.3, 2.5 Hz, 2H),
2.17 (d, J= 10.9 Hz, 2H), 1.99
(m, 5H), 1.89-1.74 (m, 3H),
1.72-1.59 (m, 2H), 1.59-1.39
(m, 6H), 1.00 (t, J = 74 Hz,
3H). MS m/z 439.0 [M+1]".
'H NMR (400 MHz, CD;0D)
5 8.74 (d, J = 1.7 Hz, 1H),
8.39 (s, 1H), 8.12 (dd, /= 8.5,
2.1 Hz, 1H), 7.97 (d, J = 8.5
Hz, 1H), 4.31-4.19 (m, 2H),
4.16 (ddd, J = 14.4, 9.0, 3.9
Hz, 1H), 3.74-3.38 (m, 9H),
3.28-3.11 (m, 2H), 297 (s,
3H), 2,17 (d, J = 10.6 Hz, 2H),
2.10~1.95 (m, 2H), 1.67 (dt, J
= 12.6, 7.6 Hz, 2H), 1.59-1.36
(m, 6H), 1.01 (¢, J = 7.4 Hz,
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3H). MS m/z 454.0 [M+1]".
'H NMR (400 MHz, CD;0D)
5 8.30 (s, 1H), 8.07 (t, J= 7.9
Hz, 1H), 7.93 (d, J = 8.1 Hz,
1H), 7.72 (d, J = 7.5 Hz, 1H),
4.56 (s, 2H), 4.15 (td, J = 7.5,
3.7 Hz, 1H), 3.96 (d, J = 59.6
Hz, 4H), 3.71-3.62 (m, 1H),
3.51 (s, 6H), 2.17 (d, J = 10.8
Hz, 2H), 2.05 (d, J = 10.5 Hz,
2H), 1.66 (dt, J = 22.6, 11.0
Hz, 4H), 1.50-1.36 (m, 4H),
1.01 (t, J = 7.4 Hz, 3H). MS
m/z441.0 [M+1]",

'H NMR (400 MHz, CD;OD)
58.61 (s, 1H), 8.22 (d, /=74
Hz, 1H), 7.98-7.88 (m, 2H),
427 (d, J = 13.6 Hz; 2H), 4.13
(s, 1H), 3.80-3.64 (m, 3H),
3.62-3.49 (m, 4H), 3.42 (d, J=
11.5 Hz, 2H), 2.01 (s, 3H),
1.68 (dt, J = 14.6, 7.3 Hz, 2H),
1.59-1.25 (m, 6H), 1.00 (t, J =
7.3 Hz, 3H). MS m/z 440.0
[M+17

"H NMR (400 MHz, CD;0D)
5 9.02 (d, J = 2.2 Hz, 1H),
8.43 (s, 1H), 8.31 (dd, J = 8.6,
2.3 Hz, 1H), 7.99 (d, J = 8.5
Hz, 1H), 4.22-4.11 (m, 2H),
3.98 (d, J= 6.8 Hz, 1H), 3.72-
3.62 (m, 2H), 3.58 (dd, J =
15.5, 6.3 Hz, 2H), 3.53-3.41
(m, 2H), 3.18 (dd, J = 133,
10.6 Hz, 2H), 2.88 (s, 3H),
226 (d, J = 14.9 Hz, 2H), 2.17
(d,J=11.8 Hz, 2H), 2.01 (d, J
=14.1 Hz, 2H), 1.93 (dd, J =
122, 33 Hz, 2H), 1.71-1.58
(m, 2H), 1.59-1.40 (m, 6H),
0.99 (t, J = 7.4 Hz, 3H), MS
m/z 482.0 [M+1]".

'H NMR (400 MHz, CD;0D)
5 8.74 (d, J = 2.0 Hz, 1H),
8.42 (d, J = 2.3 Hz, 1H), 8.03
@dt, J = 153, 53 Hz, 2H),
422-4.10 (m, 1H), 3.95 (s,
1H), 3.71-3.41 (m, 8H), 3.26—
3.17 (m, 2H), 2.95 (s, 3H),
2.16 (d, J = 10.4 Hz, 2H), 2.01
(d, J = 10.6 Hz, 2H), 1.66 (dt,
J = 14.9, 7.4 Hz, 2H), 1.61-
1.32 (m, 6H), 0.99 (t, J = 7.4
Hz, 3H). MS m/z 468.0
[M+1]",
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'H NMR (400 MHz, CD;0D)
8 8.71 (s, 1H), 8.43 (s, 1H),
8.00 (s, 2H), 4.64 (s, 1H),
4.20-4.11 (m, 1H), 3.74-3.43
(m, 6H), 3.23 (s, 1H), 3.00 (d,
J=14.4 Hz, 3H), 2.90 (s, 3H),
2.32-1.97 (m, 8H), 1.68 (dt, J
=149, 7.6 Hz, 2H), 1.59-1.36
(m, 6H), 1.0t (t, J = 7.4 Hz,
3H). MS m/z 496.0 [M+1]",

'H NMR (400 MHz, CD;0D)
§ 8.71-8.57 (m, 1H), 8.33 (s,
1H), 7.96 (dd, J = 8.8, 2.5 Hz,
1H), 7.89 (d, J = 8.8 Hz, 1H),
422-4.05 (m, 1H), 3.77-3.61
(m, 1H), 3.49 (s, 2H), 2.16 (d,
J = 10.6 Hz, 2H), 2.08-1.95
(m, 2H), 1,67 (dt, /= 12.7, 7.6
Hz, 2H), 1.59-1.33 (m, 6H),
1.00 (t, J = 7.4 Hz, 3H). MS
m/z376.0 [M+1]",

'H NMR (400 MHz, CD;0D)
5 8.71 (s, 1H), 8.29 (s, 1H),
8.11 (d, J = 8.0 Hz, 1H), 7.95
(4, =83 Hz, 1H), 4.14 (td, J
=10.5, 5.4 Hz, 1H), 3.99-3.58
(m, 12H), 3.50 (s, 2H), 3.38—
3.31 (m, 1H), 3.04 (s, 3H),
2.13 (d, J = 10.2 Hz, 2H), 2.01
(d, J=10.5 Hz, 2H), 1.67 (dt,
J =149, 7.5 Hz, 2H), 1.61-
135 (m, 6H), 1.00 (t, J = 7.4
Hz, 3H). MS m/z 468.0
[M+1]",

"H NMR (400 MHz, CD;0D)
5 8.74 (d, J = 1.6 Hz, 1H),
8.38 (s, 1H), 8.09-7.95 (m,
1H), 7.91 (d, J = 8.5 Hz, 1H),
4.15 (td, J= 10.4, 5.3 Hz, 1H),
4.04 (s, 2H), 3.77-3.37 (m,
9H), 3.25-3.07 (m, 3H), 2.96
(s, 3H), 2.17 (d, J = 10.2 Hz,
2H), 2.07-1.97 (m, 2H), 1.67
@, J = 127, 7.6 Hz, 2H),
1.62-1.36 (m, 6H), 1.00 (t, J =
7.4 Hz, 3H). MS m/z 478.0
[M+1]".

"H NMR (400 MHz, CD;0D)
5 8.63 (d, J = 1.5 Hz, 1H),
8.26 (s, 1H), 8.02 (d, J = 8.4
Hz, 1H), 7.91 (d, J = 84 Hz,
1H), 4.19-4.11 (m, 1H), 4.05—
3.41 (m, 11H), 3.41-3.34 (m,
2H), 3.02 (s, 3H), 2.88 (1, J =
7.6 Hz, 2H), 2.29-220 (m,
2H), 2.19-2.08 (m, 2H), 2.07-
1.98 (m, 2H), 1.71-1.61 (m,
2H), 1.61-1.36 (m, 6H), 1.00
(t, J = 7.4 Hz, 3H). MS m/z
482.0 [M+11".
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'H NMR (400 MHz, CD;0D)
8 890 (d, J = 2.5 Hz, 1H),
8.26 (s, 1H), 8.19 (dd, J = 8.9,
2.5 Hz, 1H), 7.87 (d, J = 8.9
Hz, 1H), 4.14 (dd, J = 124,
8.5 Hz, 1H), 3.65 (ddd, J =
21.9, 14.7, 6.2 Hz, 2H), 3.52—
3.40 (m, 2H), 3.12 (dd, J =
13.1, 10.5 Hz, 2H), 2.91 (s,
3H), 2.80-2.72 (m, 1H), 2.18
(t, J= 14.9 Hz, 4H), 2.03 (d, J
= 11.5 Hz, 4H), 1.75-1.59 (m,
2H), 1.58-1.36 (m, 6H), 1.00
(t, J = 7.4 Hz, 3H). MS m/z
482.0 [M+17".

'H NMR (400 MHz, CD;OD)
§8.24 (s, 1H), 8.06 (d, J=2.7
Hz, 1H), 7.98 (s, 1H), 7.83 (d,
J =189 Hz, IH), 7.64 (d, J =
8.8 Hz, 1H), 4.13 (dt, J=10.5,
8.6 Hz, 1H), 3.74-3.56 (m,
1H), 3.48 (d, J = 1.6 Hz, 2H),
2.19-1.95 (m, 7H), 1.74-1.62
(m, 2H), 1,61-1.38 (m, 6H),
1.00 (dt, J = 7.8, 6.9 Hz, 3H).
MS m/z 399.0 [M+1]".

'H NMR (400 MHz, CD;0D)
5 8.80 (d, J = 2.2 Hz, 1H),
8.21 (s, 1H), 8.08 (dd, J = 8.9,
2.6 Hz, 1H), 7.78 (d, J = 8.9
Hz, 1H), 4.14-4.02 (m, 1H),
3.74-3.56 (m, 1H), 3.45 (s,
2H), 2.16 (d, J = 11.4 Hz, 2H),
2.07-1.95 (m, 2H), 1.86-1.74
(m, 1H), 1.72-1.59 (m, 2H),
1.46 (ddd, J = 14.9, 10.9, 8.3
Hz, 6H), 1.04-0.84 (m, 7H).
MS m/z 425.0 [M+1]".

'H NMR (400 MHz, CD;0D)
8 8.16 (dd, J = 8.9, 2.6 Hz,
1H), 8.04-7.96 (m, 1H), 7.82
d, J = 8.9 Hz, 1H), 7.60 (d, J
= 8.8 Hz, 1H), 4.13 (dd, J =
10.0, 4.0 Hz, 2H), 3.66 (dd, J
=13.7, 4.5 Hz, 2H), 3.47 (d, J
= 1.6 Hz, 3H), 2.44-1.88 (m,
11H), 1.75-1.58 (m, 3H),
1.56-1.36 (m, 6H), 1.00 (td, J
=173, 1.1 Hz, 4H). MS m/z
439.0 [M+1]",

'H NMR (400 MHz, CD;0D)
5 882 (d, J = 2.2 Hz, 1H),
8.24-8.15 (m, 1H), 7.83 (d, J=
8.9 Hz, 1H), 7.56 (d, J = 8.8
Hz, 1H), 4.14 (dd, J=9.1, 5.3
Hz, 1H), 3.77-3.59 (m, 1H),
3.47 (d, J = 1.5 Hz, 2H), 2.85
(dd, J = 15.8, 7.8 Hz, 1H),
2.16 (s, 2H), 2.08-1.91 (m,
4H), 1.89-1.72 (m, 4H), 1.72~
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1.59 (m, 4H), 1.61-1.36 (m,
6H), 1.00 (dd, J = 8.3, 6.5 Hz,
3H). MS m/z 453.0 [M+1]",
'H NMR (400 MHz, CD;0D)
5 899 (d, J = 2.1 Hz, 1H),
8.32 (dd, J = 8.9, 2.6 Hz, 1H),
828 (s, 1H), 8.03-7.94 (m,
2H), 7.90 (d, J = 8.9 Hz, 1H),
7.62 (ddd, J= 6.6, 3.8, 1.3 Hz,
1H), 7.58-7.51 (m, 2H), 4.20-
410 (m, 1H), 3.68 (td, J =
10.1, 4.9 Hz, 1H), 3.48 (d, J =
1.7 Hz, 2H), 2.19 (d, J = 10.5
Hz, 2H), 2.03 (d, J = 11.4 Hz,
2H), 1.68 (dt, J=12.7, 7.6 Hz,
2H), 1.61-1.38 (m, 6H), 1.01
(t, J = 9.7Hz, 3H). MS m/z
461.0 [M+17".

'H NMR (400 MHz, CD,0D)
5 8.86-8.74 (m, 1H), 8.23 (s,
1H), 8.15 (dd, J= 8.9, 2.6 Hz,
1H), 7.82 (d, J = 8.7 Hz, 1H),
4,14 (td, J=10.7, 5.4 Hz, 1H),
3.77-3.61 (m, 1H), 3.56-3.41
(m, 2H), 2.41 (ddd, J = 11.8,
7.7, 3.4 Hz, 1H), 2.16 (d, J =
12.3 Hz, 2H), 2.02 (d, /= 11.2
Hz, 2H), 1.87 (dd, J = 23.7,
8.8 Hz, 3H), 1.69 (ddd, J =
15.8, 14.9, 9.7 Hz, 3H), 1.61-
1.23 (m, 8H), 1.00 (t, J = 7.4
Hz, 3H). MS miz 467.0
[M+17".

"H NMR (400 MHz, cd;od) &
7.84 (s, 1H), 6.83 (d, J = 3.5
Hz, 1H), 6.73 (d, J = 3.4 Hz,
1H), 4.49 (s, 2H), 4.19-4.08
(m, 1H), 4,06-3.74 (m, 4H),
3.62-3.53 (m, 1H), 3.52-3.45
(m, 2H), 2.11-1.96 (m, 4H),
1.70-1.61 (m, 2H), 1.59-1.47
(m, 2H), 1.48-132 (m, 4H),
0.99 (t, J = 7.4 Hz, 3H); MS
m/z 430.30 [M+H]".

'H NMR (400 MHz, cdsod) 8
7.84 (s, 1H), 6.83 (d, J =35
Hz, 1H), 6.73 (d, J = 3.4 Hz
1H), 4.52 (s, 2H), 4.18-4.09
(m, 1H), 3.63-3.39 (m, 7H),
2.45-229 (m, 4H), 2.19-1.94
(m, 4H), 1.72-1.60 (m, 2H),
1.60-1.48 (m, 2H), 1.46-1.32
(m, 4H), 1.00 (t, J = 7.4 Hg,
3H); MS m/z 464.30 [M+H]".
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7.84 (s, 1H), 679 (d, J = 3.4
Hz, 1H), 6.71 (d, J = 3.4 Hz,
< 1H), 4.66 (t, J = 11.1 Hz, 4H),
NTS 457 (s, 2H), 4.18-4.09 (m,
NN 1H), 3.63-3.54 (m, 1H), 3.54—
H 3.40 (m, 2H), 2.11-195 (m,
4H), 1.69-1.62 (m, 2H), 1.60~
1.49 (m, 2H), 1.48-133 (m,
4H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 436.30 [M+H]".

42 HO,, F UNC2900A +4++ 'H NMR (400 MHz, cdsod) §
L, o
NH 0\

43 Ho.,, MS m/z 375,20 [M+1]*,
Q COH
NH O N
Oy
MHJ\N/
44 N UNC3181A 'H NMR (400 MHz, cdsod) 8

8.02 (d, J=9.5 Hz, 1H), 7.26
(t,J=3.9 Hz, 1H), 6.86 — 6.78

HO.,,
Q N4 (m, 1H), 5.00 (ddd, J= 11.6,
§.0,3.6 Hiz, 1H), 430 — 420

NH O A
« (m, 1H), 4.19 —4.11 (m, 1H),
/Nl \ 3.63 —3.55 (m, 2H), 3.54 —
/\/\N N 3.41 (m, 2H), 3.23 - 3.10 (m,

2H), 2.94 —2.84 (m, 3H), 2.65
(s, 1H), 2.25 — 2.13 (m, 4H),
2,10~ 1.99 (m, 2H), 1.98 —
1.85 (m, 2H), 1.72 = 1.61 (m,
4H), 1.57 - 1.51 (m, 1H), 1.50
—1.34 (m, 3H), 1.00 (t, J= 7.4
Hz, 3H); MS m/z 471.30
[M+1T'.
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'H NMR (400 MHz, CD;0D) §

8.66 (d, J = 5.1 Hz, 1H), 8.27 (s, 1H), 7.98 (d, J = 8.2 Hz, 1H), 7.90 (d, J = 8.2 Hz, 1H),
7.57-7.37 (m, 1H), 4.77-4.64 (m, 1H), 4.53—4.41 (m, 1H), 3.75-3.55 (m, 1H), 3.49 (s, 2H),
243 (t, J= 6.2 Hz, 4H), 1.64 (dd, J = 14.8, 7.5 Hz, 2H), 1.4 (dd, J = 15.0, 7.4 Hz, 2H), 0.98

[0237] {t, J = 7.4 Uz, 3H). MS m/z 314.0 [M+1]";

[0238] % 5% AAT A|FS ARgste] AA]e] 5 7] A

=

gl

i T2 33& ID  Mer

ICso

EEER R
MS m/z (M+1) E=/2'H NMR

1 HZN/"”'O\ UNC2958A
NHNTY

SN

N
/\/\”)LN/

2 Ho/i UNC2960A

NH N
NS

[0239]

Fa—

TH NMR (400 MHz, CD;0D) § 8.66 (d,
J=5.1 Hz, 1H), 8.27 (s, 1H), 8.07 (t, J
=17.9 Hz, 1H), 7.94 (d, J = 8.1 Hz, 1H),
7.58-7.47 (m, 1H), 4.22-4.04 (m, 1H),
3.75-3.53 (m, 1H), 3.48 (s, 2H), 2.84
d, J = 7.0 Hz, 2H), 2.22 (d, J = 11.0
Hz, 2H), 1.95 (d, J = 12.5 Hz, 2H), 1.68
(ddd, J=22.3, 10.9, 5.5 Hz, 3H), 1.59-
1.33 (m, 4H), 1.22 (dd, J = 25.7, 12.1
Hz, 2H), 0.98 (t, J = 7.4 Hz, 3H). MS
m/z355.0 [M+1]".

'H NMR (400 MHz, CD;0D) § 8.76 (d,
J =52 Hz, 1H), 826 (t, J = 7.6 Hz,
1H), 8.17 (s, 1H), 8.00 (d, J = 8.1 Hz,
1H), 7.79-7.63 (m, 1H), 3.75-3.58 (m,
4H), 3.61-3.44 (m, 2H), 1.97-1.83 (m,
2H), 1.66 (dt, J = 14.9, 7.3 Hz, 2H),
1.44 (dq, J = 14.5, 7.3 Hz, 2H), 0.98 (1,
J=17.4 Hz, 3H). MS m/z 326.0 [M+1]";
LC-MS (ESIH): tg = 4.195 min, MS m/z
302.0 [M+17".
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[0240]

ZT

N S
e
N
NH N7
N A
o
N
NH N7
X X
-
N
NH N7
B N
/
N

UNC2964A

UNC3003A

UNC2961A

UNC2962A

UNC2996A

UNC2997A

++

A+

++

++

'H NMR (400 MHz, CD;0OD) & 8.68 (d,
J=5.1 Hz, 1H), 8.22 (s, 1H), 8.07 (t, J
=17.8 Hz, 1H), 7.92 (d, J = 8.2 Hz, 1H),
7.61-7.41 (m, 1H), 3.64 (t, J = 6.9 Hz,
2H), 3.55 (t, J = 6.3 Hz, 2H), 3.49-3.41
(m, 2H), 1.72 (dd, J = 144, 7.1 Hz,
2H), 1.68-1,62 (m, 2H), 1.58 (dt, J =
13.1, 6.7 Hz, 2H), 1.46 (ddd, J = 22.4,
13.0, 7.6 Hz, 4H), 0.98 (t, J = 7.4 Hz,
3H). MS m/z 330.0 [M+1]1".

'H NMR (400 MHz, CD;OD) & 8.67
(dd, J = 4.3, 0.8 Hz, 1H), 8.05 (td, J =
7.8, 1.7 Hz, 1H), 7.95 (s, 1H), 7.68 (d, J
=17.8 Hz, 1H), 7.53 (dd, J=17.6, 5.1 Hz,
1H), 3.71 (s, 4H), 3.50 (s, 2H), 3.24 (s,
4H), 1.65 (dt, J = 14.9, 7.2 Hz, 2H),
1.43 (dd, J = 15.0, 7.5 Hz, 2H), 0.97 (t,
J=17.4 Hz, 3H). MS m/z 313.0 [M+1]",

"H NMR (400 MHz, CD;0D) § 8.63 (d,
J=5.0 Hz, 1H), 8.38 (s, 1H), 8,07-7.88
(m, 2H), 7.47-7.40 (m, 1H), 4.47 (s,
1H), 3.72-3.55 (m, 1H), 3.47 (dd, J =
13.4, 4.0 Hz, 3H), 3.21 (d, J= 11.5 Hz,
2H), 2.36 (d, J=11.1 Hz, 2H), 1.93 (dd,
J = 21.0, 10.4 Hz, 2H), 1.66 (dt, J =
15.0, 7.4 Hz, 2H), 1.45 (dd, J = 15.0,
7.4 Hz, 2H), 0.99 (¢, J = 7.3 Hz, 3H).
MS m/z 327.0 [M+1]".

'H NMR (400 MHz, CD;0D) 8 8.66 (d,
J=5.0 Hz, 1H), 8.30 (s, 1H), 8.01 (t, J
=177 Hz, 1H), 7.92 (d, J = 8.2 Hz, 1H),
7.55-7.40 (m, 1H), 3.67 (t, J= 16.8 Hz,
3H), 3.50 (s, 1H), 3.42 (d, J= 12.7 Hz,
2H), 2.99 (t, /= 11.7 Hz, 2H), 2.11 (d, J
= 3.7 Hz, 1H), 2.02 (d, J = 13.8 Hz,
2H), 1.71-1.61 (m, 2H), 1.54 (d, J =
13.2 Hz, 2H), 145 (dd, J = 15.0, 7.5
Hz, 2H), 0.99 (t, J = 7.4 Hz, 3H). MS
m/z341.0 [M+1]".

'H NMR (400 Mz, CD;0D) § 8.62 (d,
J=15.0 Hz, 1H), 8.25 (s, 1H), 8.01-7.91
(m, 1H), 7.86 (d, J = 8.2 Hz, 1H), 7.44—
734 (m, 1H), 3.67 (dd, J = 8.9, 5.0 Hz,
2H), 3.60 (t, J = 6.4 Hz, 2H), 3.48 (d, J
= 8.0 Hz, 2H), 1.84-1.72 (m, 2H), 1.71-
1.56 (m, 4H), 1.43 (dd, J = 15.0, 7.5 Hz,
2H), 0.97 (t, J = 7.4 Hz, 3H). MS m/z
316.0 [M+1]",

'H NMR (400 MHz, CD;0D) & 8.81 (d,
J =52 Hz, 1H), 836 (t, J = 7.7 Hz,
1H), 8.17 (s, 1H), 8.06 (d, J = 8.1 Hz,
1H), 7.88-7.74 (m, 1H), 3.78 (t, J= 5.2
Hz, 2H), 3.72 (d, J = 4.6 Hz, 2H), 3.51
(s, 2H), 1.66 (dt, J = 14.9, 7.4 Hz, 2H),
1.44 (dd, J = 15.0, 7.4 Hz, 2H), 0.98 (t,
J=17.4 Hz, 3H). MS m/z 288.0 [M+1]".
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UNC2998A +++
UNC3000A ++
TUNC2999A ++++
UNC3001A -+
UNC2959A +
UNC3002A ++

'H NMR (400 MHz, CD;0OD) 8 8.68 (d,
J=4.9 Hz, 1H), 8.39 (s, 1H), 8.07-7.92
(m, 2H), 7.58-7.38 (m, 3H), 6.83 (t, J=
6.0 Hz, 2H), 338 (d, J = 6.5 Hz, 2H),
1.59 (dd, J = 14.5, 7.3 Hz, 2H), 1.46~
1.32 (m, 2H), 0.93 (t, J = 7.3 Hz, 3H).
MS m/z 336.0 [M+1]",

'H NMR (400 MHz, CD;0D) § 8.72 (d,
J = 4.9 Hz, 1H), 8.55 (s, 1H), 7.98 (dd,
J=15.0, 5.8 Hz, 4H), 7.47 (dd, J = 8.8,
4.0 Hz, 3H), 3.53-3.38 (m, 2H), 1.68—
1.59 (m, 2H), 1.41 (d, J = 7.0 Hz, 2H),
1.28-1.13 (m, 2H), 0.95 (t, J = 8.0 Hz,
3H). MS m/z 335.0 [M+1]".

'H NMR (400 MHz, CD;0D) & 8.59 (d,
J=4.9 Hz, 1H), 8.32 (s, 1H), 7.91 (ddd,
J =209, 13.7, 5.0 Hz, 1H), 7.47-7.30
(m, 1H), 4.15 (d, J = 4.3 Hz, 2H), 3.47
(dd, J = 7.0, 3.8 Hz, 2H), 3.20 (s, 2H),
227 (s, 2H), 2.16 (s, 2H), 1.66 (dd, J =
14,5, 7.2 Hz, 2H), 1.59 (dd, J = 16.5,
7.4 Hz, 2H), 1.44 (td, J = 14.8, 7.3 Hz,
2H), 0.98 (t, J = 7.4 Hz, 3H). MS m/z
341.0 [M+17",

'H NMR (400 MHz, CD;0D) 8 8.67 (d,
J = 5.0 Hz, 1H), 8.27 (s, L H), 8.05 (dd,
J=11.1, 45 Hz, 1H), 7.94 (d, J = 8.1
Hz, 1H), 7.52 (dd, J= 7.2, 5.5 Hz, 1H),
3.59-3.46 (m, 4H), 3.07 (ddd, J = 11.9,
8.2, 4.0 Hz, 1H), 2.08 (d, J = 9.4 Hz,
2H), 1.96 (d, J = 12.2 Hz, 2H), 1.77 (d,
J=3.1 Hz, 1H), 1.66 (dt, J = 14.9, 7.4
Hz, 2H), 1.52-1.33 (m, 4H), 1.22 (dd, J
=24.8, 11.1 Hz, 2H), 0.99 (t, J = 7.4
Hz, 3H). MS m/z 355.0 [M+1]".

"H NMR (400 MHz, CD;0D) § 8.65~
8.52 (m, 1H), 8.28 (s, 1H), 7.91 (dt, J =
18.9, 8.1 Hz, 2H), 7.50-7.34 (m, 1H),
420 (d, J=3.6 Hz, 1H), 3.46 (s, 2H),
2.02 (s, 2H), 1.80 (s, 2H), 1.65 (dt, J=
14.8,7.3 Hz, 3H), 143 (td, J= 14.8,7.4
Hz, TH), 0.98 (t,J = 7.4 Hz, 3H). MS
m/z326.0 [M+1]".

'H NMR (400 MHz, CD;0OD) 8 8.74 (d,
J =52 Hz, 1H), 825 (t, J = 7.5 Hz,
1H), 8.18 (s, 1H), 8.01 (d, J = 8.1 Hz,
1H), 7.76-7.58 (m, 1H), 4.82-4.73 (m,
1H), 437 (dt, J = 8.5, 2.9 Hz, 1H), 3.54
d, J = 12.6 Hz, 2H), 2.38-2.23 (m,
1H), 2.19-2.11 (m, 1H), 2.10-2.01 (m,
1H), 1.86-1.77 (m, 1H), 1.67 (dt, J =
14.8, 7.2 Hz, 4H), 145 (dg, J = 14.5,
7.4 Hz, 2H), 0.98 (t, J = 7.4 Hz, 3H).
MS m/z 328.0 [M+1]".

RS
NH N% ‘
Yy
/\/\H N7
T
NH N7 |
Yy
/\/\H N7
11 HoN,,
NH N* |
Yy
/\/\HJ\N/
12 E‘Hz
NH N7
N7
I -
PN N
H
©Q
NH N7
'O
/\/\ﬁ)\N/
14 HOQ
NH N7 \
NI X
/\/\'NIJ\N/
[0241]
[0242] 2 A 6
[0243] Egd-
[0244] SREIE
c NH, HO%
N)TB'* ~ _PA,DIEPA,_
chs)\\N Q e
OH
K.,
O\NH NP AmePBAY
NN J Zowm
Hacs/lN/ MW, 150 °C, 30 min
[0245]

CL
N7 B(OH)L

PdCly(dppf)/CuBr

— e .

)YB, K2C03, 120 °C, 30 min

HO., Q

NH N7
e
N

4-((2-(m " opr] ) -5~ (3] 2 -2-L) J] g v e -4-d) o] 1) A S 2 34k
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[0246]

[0247]

[0248]

[0249]
[0250]

[0251]

[0252]

[0253]

[0254]

[0255]
[0256]

SIS31 10-2015-0018789

E Q2 4-((5- 12 R0~ (] E] )3 2] v 4= o} ) M| S 2 822

NH

N7 Br

P

HaCS™ N

ProH (60 nl) % 2,4-t]Z 2 2-5-olo] o wmand (2.6 g, 10 mol) 2 d-oju]wA|Z = S (1.27 g, 11
mmol)9] A& Aol WA wukst b, CHClLE 343, A4z AFE3Y.  §7] & AFA7n
(NayS0,), FFAIAT. JFES ojz=Fo| s AA S Eda-4-((5-HEZE-2-(WHYE Q)3 g el-4-)o}r]
]‘

A FREANS S WA uA (3.19 g, >99%) ZA F53H T

o

'H NMR
(400 MHz, CDCly) § 8.04 (s, 1H), 5.10 (d, J = 7.2 Hz, 1H), 3.97 (dtd, J = 11.1, 7.3, 3.8 Hz,
1H), 3.74-3.59 (m, 1H), 2.13 (d, J = 12.4 Hz, 2H), 2.02 (d, J = 12.4 Hz, 2H), 1.58 (d, J =
25.3 Hz, 1H), 1.44 (ddd, J = 23.2, 12.9, 3.2 Hz, 2H), 1.30 (ddd, J = 24.2, 12.8, 3.1 Hz, 2H).
BC NMR (101 MHz, cdels) § 170.33 (5), 156.85 (s), 155.07 (5), 99.73 (5), 69.70 (s), 49.15
(s), 33.78 (s), 30.41 (s), 14.34 (d, J = 3.7 Hz). LC-MS (ESI#): g = 5.104 min, MS m/z 318.0
[M+T;

Ed2-4-((2-(HEE 2)-5-(F g d-2-2) 3 g nd-4-d) o] ) A F 2 S ALS

HO«,,,O\
NH N7

NS

A

HaCS

DMF/H0 (16.0 mL/4.0 mL)9] ZEIE Z EWNA-4-((5-HZR-2-(WEE )T d-4-)o}u| ) A| S Z NS

(2.18 g, 6.36 mmol)2] &ML 2-ylEtld EFI=2ARYCE FF (2.80 g, 19.1 mmol), HEZW3 g
(183 mg, 1.27 mmol), BFZE (2.63 g, 19.1 mmol) % PdCl,(dppf) (519 mg, 0.64 mmol)oll A-2ofA H7}3}

vk, We EFES 120CA 0% Fe G e, ALo@ YA F E0de (15 nb)E 3]sk,
El

)
(@)

ARE dgas AgolEY e H=E Fa AqHsta, olF odE oAHCOIER AT, oAHES E
(2x30 mL) 2 M Aska, ARA7]2 (MgS0), sFAAT. IFES ZU4 A=ZvtED 4 93 HAs e E
W-4-((2-(HEE 2)-5-(F g d-2-) v g -4-) ol ) A F 2SS WA 13 (1.06 g, 53%)2A F
533t}

'H NMR (400 MHz, CD;0D) 8 8.58-
8.49 (m, 1H), 8.43 (s, 1H), 7.85 (ddd, J = 10.0, 9.6, 5.0 Hz, 2H), 7.34-7.22 (m, 1H), 4.09 (dd,
J=9.4, 5.3 Hz, 1H), 3.69-3.58 (m, 1H), 2.52 (s, 3H), 2.19-2.11 (m, 2H), 1.98 (dd, J = 10.7,
7.7 Hz, 2H), 1.50-1.32 (m, 3H). *C NMR (101 MHz, cdsod) § 170.96 (s), 158.47 (s), 154.56
(s), 152.22 (5), 147.21 (s), 137.25 (s), 121.55 (s), 119.78 (s), 108.55 (5), 68.89 (s), 33.02 (),
29.75 (s), 12.66 (d, J = 3.6 Hz).

E Q24 ((2- (A o}0) 1) -5-( 7] 2] ©l-2-91) 7] 2] 1 w41 o v 1) A] E 2 B 4

HO,, O\

NH NP
NS
\NlN/
H

THE (5 nl) & EdA2—4-((2-(MdE)-5-(dgd-2-d)vgnd-4-A)otn| =) A|FEZFAL  (95mg, 0.5
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mmol)9] &M mCPBA (130 mg, 0.75 mmol)oll H7Fsltt. whe ZEIES 224 2417 F<F wwkalict,
olojA], WEolwl (2 mmol)& 71ttt WhE EFES vlolamo]H A} dlo] 150TelA 308 E<t 74
sk, SmE 7 st AASGT. FRES olzFd g8 AASe] Eda-4-((2-(HEoln )-5-(] 7
d-2-9) 7 g u)d-4-) ol ) A S ZAAE (UINC31224)S ©2A 14 (120 mg, 80%)ZA F5381T}.

IH NMR (400 MHz, CD;0D) & 8.73 (d,
J= 45 Hz, 1H), 8.27-8.15 (m, 2), 8.00 (d, J = 8.1 Hz, 1H), 7.71-7.58 (m, 1H), 4.18 (s,
{19), 3.68-3.56 (m, 1H), 3.05 (s, 3H), 2.12 (s, 2H), 2.01 (d, J = 10.6 Hz, 2H), 1.46 (dd, J =

[0257] 23.8,12.8 Hz, 4H). LC-MS (ESI+): tg = 3.914 min, MS m/z 300.0 [M+1]";

<

[0258]

=]
flo

62 Ad7 AlokE ARgsto] AAld 6ol 7R Aal (Db Aap F)ol wet Axd seEs 7 AEY.

Tz #32 D Mer 227 dlolg
ICsy MSm/z(M+1) Ex/2'H
NMR
1 HO,, C UNC3123A ++  'H NMR (400 MHz, CD;0D)
NH N7

5 8.82-8.70 (m, 1H), 8.32—
8.15 (m, 2H), 8.01 (d, J = 8.1
J Hy, 1H), 7.76-7.64 (i, 1H),
Nl S 4.23-4.10 (m, 1H), 3.69-3.55
/\N/kN/ (m, 1H), 3.53 (s, 2H), 2.12 (d,
N J=11.5 Hz, 2H), 2.01 (d, J =
113 Hz, 2H), 1.58-1.36 (m,
4H), 1.30 (t, J = 7.2 Hz, 3H).
MS m/z 314.0 [M+1T".
2 HO., UNC3028A +++ 'HNMR (400 MHz, CD;0D)
Q 5 8.74 (dd, J = 237, 5.1 Hz,
NH N7 1H), 8.31 (t, J = 7.7 Hz, 1H),
| 8.18 (s, 1H), 8.05 (t, J = 123
Hz, 1H), 7.79-7.67 (m, 1H),
4.20-4.01 (m, 1H), 3.61 (t, J =
6.3 Hz, 2H), 3.53 (s, 2H), 2.08
(t, J = 12.5 Hz, 2H), 2.00 (d, J
=10.3 Hz, 2H), 1.83-1.71 (m,
2H), 1.63 (dt, J = 13.0, 6.3 Hz,
2H), 1.53-1.35 (m, 4H). MS
m/z 358.0 [M+1]",
3 HO UNC3024A ++ 'HNMR (400 MHz, CD;OD)
\O 5 8.70 (d, J = 4.8 Hz, 1H),
NH N7 823 (s, 1H), 8.17 (t, J = 7.6
“ | Hz, 1H), 7.97 (d, J = 8.1 Hz,
/']\II\ X 1H), 7.68-7.58 (m, 1H), 4.20—
P 4,10 (m, 1H), 3.68 (t, J = 6.1
HO/\/\ﬁ N Hz, 2H), 3.64-3.53 (m, 2H),
2.12 (d, J= 10.1 Hz, 2H), 1,99
(d, J = 102 Hz, 2H), 1.95-
1.80 (m, 2H), 145 (dd, J =
217, 11.6 Hz, 4H). MS m/z
330.0 [M+1]".
4 HO., UNC3029A ++++ 'H NMR (400 MHz, CD;0D)
O\ 5 8.63 (4, J = 5.0 Hz, 1H),
NH N7 837 (s, 1H), 7.97 (ddd, J =
« 215, 112, 4.9 Hz, 2H), 7.56
NS (d, J = 8.1 Hz, 2H), 7.52-7.38
P (m, 3H), 7.27 (t, J = 7.4 Hz,
NN 1H), 4.07 (ddd, J = 14.7, 9.3,
3.8 Hz, 1H), 3.64 (ddd, J =
14.3, 10.0, 4.1 Hz, 1H), 2.14
(dd, J = 129, 2.8 Hz, 2H),
2.00 (dd, J = 13.1, 3.3 Hz,
2H), 1.59-144 (m, 2H), 1.39
(ddd, J = 233, 12.8, 3.1 Hz,
2H). MS m/z 362.0 [M+1]".

[0259]
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'H NMR (400 MHz, CD;0D)
3 8.66 (d, J = 5.1 Hz, 1H),
8.24 (s, 1H), 8.07 (dd, J =
11.1, 4.7 Hz, 1H), 7.92 (d, J =
8.2 Hz, 1H), 7.54 (dd, J = 7.1,
5.6 Hz, 1H), 7.35-7.16 (m,
5H), 4.12 (d, J = 3.9 Hz, 1H),
3.73 (s, 2H), 3.68-3.56 (m,
1H), 2.96 (t, J = 7.3 Hz, 2H),
2.13 (d, J = 10.0 Hz, 2H), 2.01
(d, J = 10.0 Hz, 2H), 1.59-
138 (m, 4H). MS m/z 390.0
M+1T".

'H NMR (400 MHz, CD;OD)
8 8.66 (d, J = 4.9 Hz, 1H),
8.25 (s, 1H), 8.05 (d, J = 7.8
Hz, 1H), 7.93 (d, J = 82 Hz,
1H), 7.58-7.46 (m, 1H), 4.22~
3.98 (m, 1H), 3.68-3.53 (m,
1H), 348 (s, 2H), 2.13 (d, J =
11.7 Hz, 2H), 2.00 (d, J = 11.0
Hz, 2H), 1.75-1.62 (m, 2H),
143 (ddd, J = 16.6, 14.1, 9.7
Hz, 8H), 0.94 (t, J = 6.9 Hz,
3H). MS m/z 356.0 [M+1]".

'H NMR (400 MHz, CD,;0D)
8 874 (d, J = 5.3 Hz, 1H),
8.28-8.18 (m, 2H), 8.00 (d, J=
8.1 Hz, 1H), 7.80-7.64 (m,
1H), 4.22-4.05 (m, 1H), 3.77
(t, J= 5.4 Hz, 2H), 3.61 (dq, J
=15.8, 5.4 Hz, 3H), 2.10 (d, J
= 99 Hz, 2H), 1.99 (d, J =
10.0 Hz, 2H), 1.44 (q, /= 11.8
Hz, 4H). MS m/z 3300
[M+17".

'H NMR (400 MHz, CD;0D)
5 8.64 (d, J = 5.0 Hz, 1H),
8.28 (s, 1H), 8.07 (td, J = 8.0,
1.6 Hz, 1H), 7.93 (d, J = 82
Hz, 1H), 7.53 (dd, J =74, 5.3
Hz, 1H), 7.41-7.31 (m, 4H),
7.26 (t, J = 6.8 Hz, 1H), 4.65
(s, 2H), 3.99 (s, 1H), 3.57 (s,
1H), 1.93 (d, J = 5.2 Hz, 4H),
147-131 (m, 4H). MS m/z
376.0 [M+1]",

'H NMR (400 MHz, CD;OD)
§ 8.77 (d, J = 5.1 Hz, 1H),
8.30 (td, J = 7.9, 1.5 Hz, 1H),
8.16 (s, 1H), 8.05 (d, J = 8.1
Hz, 1H), 7.75 (dd, J = 7.1, 5.9
Hz, 1H), 4.09 (dd, J = 124,
3.8 Hz, 1H), 3.71 (s, 2H), 3.59
(ddd, J=9.8, 9.2, 4.1 Hz, 1H),
324 (s, 3H), 2.17-2.04 (m,
2H), 2.04-1.97 (m, 2H), 1.70
@dt, J = 152, 7.6 Hz, 2H),
1.61-1.32 (m, 6H), 1.01 (t, J=
7.4 Hz, 3H). MS m/z 356.0

SIS351 10-2015-0018789



10 HO\O UNC3052A +
“NH N7
s

11 HO,, Q UNC3053A +++
NH N7 |
S
N)\N/
H
12 HO%Q\ UNC3054A +++
NH N7

N

/\/LN)Nl\N/
H

[M+17".

'H NMR (400 MHz, CD;0D)
8 8.66 (d, J = 5.1 Hz, 1H),
821 (s, 1H), 8.12-8.01 (m,
1H), 7.96 (d, J = 8.1 Hz, 1H),
7.53 (dd, J = 7.4, 5.3 Hz, 1H),
4.08 (td, /= 10.2, 4.8 Hz, 1H),
3.79 (s, 4H), 3.66-3.58 (m,
1H), 2.13 (d, J = 11.1 Hz, 2H),
2.05-1.92 (m, 2H), 1.84-1.69
(m, 6H), 1.56-1.36 (m, 4H).
MS m/z 354.0 [M+1]".

'H NMR (400 MHz, CD;0D)
3 862 (d, J = 5.0 Hz, 1H),
8.28 (s, 1H), 8.09-7.92 (m,
1H), 7.89 (d, J = 8.2 Hz, 1H),
7.44 (dd, J = 7.0, 5.5 Hz, 1H),
4.09 (t, J = 10.3 Hz, 1H), 3.89
(s, 1H), 3.65 (it, J = 8.4, 4.1
Hz, 1H), 2.15 (d, J = 112 Hz,
2H), 2.02 (d, J = 11.9 Hz, 4H),
1.94-1.78 (m, 2H), 1.69 (d, J=
12.5 Hz, 1H), 1.62-120 (m,
9H). MS m/z 368.0 [M+1]".

'H NMR (400 MHz, CD;0D)
8 8.67 (s, 1H), 8.23 (s, 1H),
8.11 (d, J = 7.4 Hz, 1H), 7.95
(d, J = 7.1 Hz, 1H), 7.56 (s,
1H), 4.24-4.07 (m, 2H), 3.69—
3.58 (m, 1H), 2.12 (d, /= 124
Hz, 2H), 2.00 (d, J = 9.9 Hz,
2H), 1.72-1.35 (m, 8H), 1.29
(d, J=6.6 Hz, 3H), 0.97 (¢, J =
7.3 Hz, 3H). MS m/z 356.0
[M+1]",

SIS351 10-2015-0018789

13 HO., UNC3020A +++ 'H NMR (400 MHz, CD,OD)
Q 5 8.67 (d, J = 4.9 Hz, 1H),
NH N7 824 (s, 1H), 8.10 (t, J = 7.7
J Hz, 1H), 7.95 (d, J = 8.2 Hz,
N7 1H), 7.61-7.46 (m, 1H), 4.20-
NP 4.07 (m, 1H), 3.71-3.55 (m,
N 1H), 3.4 (s, 2H), 2.12 (d, J =
11.9 Hz, 2H), 2.07-1.91 (m,
2H), 1.80-1.61 (m, 2H), 1.59-
1.35 (m, 4H), 1.01 (t, J = 7.4
Hz, 3H). MS m/z 328.0
[MHT"
[0261]
[0262] A Al 7
[0263] W24 (2 (PR op ] 1) -5 (4- (B2 E 2] ] ©) 9] 2] 9-2-2) 3 2] 1] 9 -4- Q) o} ] 12 ) A F R 2L &
[0264] Aty Hzt G
L
(B_B\
HO., ¢ ©
al OH Q 1, Pd(dppf);Cly, KOAG,
N)TBr © DIEA NH T84, 90°C, 75 min;
L * IPA, 0°C Br 2. TFA, MeOH/H,0
C‘)\N H NS ' 394 eeliq 36%
NH, o N7
HO.,
Ho., NN e O\
O\ g NN NH NP
i Pd,(dba)g, KsPO NS
a)3, N
N)\J/B(omz e o o A
CI)LN/ MW, 120 °C, 20min H [ j
75% o
[0265]
[0266] (2-F 224~ ((EA 43| 22 A A F 28 4) ol n] 1) 3 2] W] §-5-)) 1 £
HO., O\
NH
N Jﬁ/B(OH)z
CI)LN/
[0267]

_78_



[0268]

[0269]

[0270]
[0271]

[0272]
[0273]

[0274]
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5-H R -2 4-t)F 229 gnd (51g, 223.8 mmol)<S 0ColA F4 vl&4F (150 mL) o] &3jA|ZTF. o]0 A,
EfaA-oln = A E 28 S (26.3g, 228.3 mmol)S o] WMoz o] H7MEF thg-, DIEA (37.6g, 290.9
mol)E H7lsie. A" EFES 0ToA 5AIF Bet 2 A2ox 342 FoF whkslar, & (100 mL) 2
AASEIL, EtOAc (3x)&E FE&33T. &3 {7 52 AZA7]L (NaS0y), sFAIHY. T D% EtOAc/ SN Ak
o 2¥ERRY AAAZ o] ERA-4-((5-BHER-2-ZFE 230 d-4-) ol =) A ZF 2 AL (55 g)S WA

WA RN FEAT, o]F T4 Aol 27} YAl flo] AFEEFIT.

gk (125 nl) F EWdLA-((-ERREE-2-ZZ2Ind-4-d)oln ) A S 24 (5.50 g, 17.94
mmol), HIA(IYF e o|BE)YHE (6.83 g, 26.90 mmol), Pd(dppf)s,Cly (732 mg, 0.90 mmol) % KOAc (5.28 g,

53.80 mmol)¢] EFES A3 733, N, 97 stol 90CA 758 E<F 7FE3gitl. olojA], mAL &
FES AgolES AEE T qHsta, FHAL, (Mg EWRA-4-((-HEE-2-F2 23 g|ujd-4-4)o}
M)A F R g A e As) AFiES ol ofs) AAlstar, o]ofx & o]xsl (0.1% TFA

=
2 fate g g o3 F7tE AHAEte] 2-FRE-4-(ENA-4-3 =2AAZ 23 ) oln| ) 7] 2] 1| d-
5-A) R EA (1.84g, 3270 2A 36%)S 5310},
'H NMR (400 MHz, cdsod) & 7.98 (s, 1H), 3.99-3.90 (m, 1H),

3.64-3.56 (m, 1H), 2.07-2.00 (m, 2H), 2.00-1.91 (m, 2H), 1.48-1.34 (m, 4H); MS m/z
272.30 [M+H]".

E 24 ((2- (PR obv] 1) -5-(4- (W 2 E2] e ) 7] 2] ©-2-91) 7] 2] 0] W=D obv) ) | 2 2 AL &

HO,,,Q
NH N7

10 nL wle]lZZSolBH FHE ] (2-F2E-4-((ERLA4-3| EFAA S 2ol e) Frd-5-U)BEL (45
mg, 0.166 mmol), 4-((2-B 2RIz d-4-d)HeE)Z =22 (85.2 mg, 0.33 mmol), Pdy(dba); (7.6 mg, 0.008
mmol), PCys (6.9 mg, 0.025 mmol), KsPO, (0.33 mL, Eo]24 Z 1M £<) % Fdolul (50mg, 0.66 mmol)2]
FES G7Is, N, BOE AT, AdE EFES 120CAdA mlo]aZgo]H AP she] 208 &<t 71
¢ o, =2 s, Et0de B FFSIGIY. @3 {7 & ARA7IL (NaS0,), sFAFT.
S HPLCO of3l AAlste] ERx-4-((2-(FEolvx)-5-(4-(RE2Z =Hd) v d-2-4) g v d-4-%)o}n|
S)AF RIS (UNC3015A) (54.5 mg, 76%)S WA A=A F53k9ic).

ot

o

mlo

11

O

H
NMR (400 MHz, cdsod) § 8.72-8.66 (m, 1H), 8.42-8.34 (m, 1H), 8.04 (s, 1H), 7.52-7.48 (m,
1H), 4.43 (s, 2H), 4.19-4.09 (m, 1H), 3.93-3.83 (m, 3H), 3.70-3.60 (m, 1H), 3.56-3.42 (m,
2H), 3.37-3.30 (m, 3H), 2.20-2.11 (m, 2H), 2.07-1.95 (m, 2H), 1.70-1.62 (m, 2H), 1.55—
1.36 (m, 5H), 0.99 (t, J = 7.4 Hz, 3H); MS m/z 441,30 [M+H]".
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[0275]

[0276]

[0277]

=]

flo

2

SIHSE4

A% Aok A8l AAld 7o) AAE Ak (Awrd AR Qo weh Az

S92 1D Mer
1Cso

223 dolH
MS m/z M+1)Ex/2'H
NMR

NH N¢<S
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N
/\/\”/QN/

UNC3014A

UNC3041A et

UNC3042A

UNC3043A +++

UNC3044A

UNC3045A -+
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A+

-+

TH NMR (400 MHz, cdsod) §
8.76-8.71 (m, 1H), 8.25-8.19
(m, 1H), 7.76-7.71 (m, 1H),
7.64-7.57 (m, 1H), 438 (s,
2H), 4.20-4.07 (m, 1H), 3.91-
3.74 (m, 4H), 3.55-3.45 (m,
2H), 3.24-3.08 (m, 4H), 2.16~
2.03 (m, 1H), 2.02-1.87 (m,
3H), 1.75-1.53 (m, 3H), 1.54-

1.40 (m, 3H), 1.40-1.28 (m,
3H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 441,30 [M+H]".

"H NMR (400 MHz, cdsod) §
8.32 (d, J = 1.4 Hz, 1H), 8.02
(s, 1H), 7.92 (d, J = 1.4 Hz,
1H), 4.15-4.06 (m, 1H), 3.66—
3.59 (m, 1H), 3.50-3.36 (m,
2H), 2.17-2.08 (m, 2H), 2,03~
1.94 (m, 2H), 1.69-1.58 (m,
2H), 1.54-1.35 (m, 6H), 0.98
(t, J = 7.4 Hz, 3H); MS m/z
358.25 [M+H]".

'H NMR (400 MHz, dmso-d6)
5 10.50 (d, J = 6.6 Hz, 1H),
8.66 (s, 1H), 8.41 (d, J=9.2
Hz, 1H), 8.33-8.27 (m, 1H),
825 (d, J=9.2 Hz, 1H), 4.10-
3.96 (m, 2H), 3.51-3.46 (m,
2H), 3.41-3.35 (m, 2H), 2.07—
1.96 (m, 2H), 1.89-1.81 (m,
2H), 1.61-1.51 (m, 2H), 1.48-
139 (m, 2H), 1.37-125 (m,
4H), 091 (¢, J = 7.3 Hz, 3H);
MS m/z 38725 [M+H]".

'H NMR (400 MHz, cdsod) &
7.87 (s, 1H), 7.76 (s, 1H),
4.14-4.06 (m, 1H), 4.04 (s,
3H), 3.62-3.55 (m, 1H), 3.52—
335 (m, 2H), 2.17-2.08 (m,
2H), 2.04-1.95 (m, 2H), 1.69—-
1.57 (m, 2H), 1.50-1.35 (m,
6H), 0.98 (t, J = 7.4 Hz, 3H);
MS m/z 388.30 [M+H]",

'H NMR (400 MHz, cdsod) &
8.41 (s, 1H), 8.20 (d, J = 10.1
Hz, 1H), 7.71 (d, J = 10.0 Hz,
1H), 4.22-4.11 (m, 1H), 3.78—
3.65 (m, 4H), 3.66-3.57 (m,
1H), 3.55-3.42 (m, 2H), 2.25-
2.08 (m, 6H), 2.07-1.95 (m,
2H), 1.72-1.61 (m, 2H), 1.57—
1.32 (m, 6H), 0.98 (t, J = 7.4
Hz, 3H); MS m/z 41230
EMH—[]*.

H NMR (400 MHz, cdsod) §
8.07 (s, 1H), 7.71 (s, 1H),
4.14-4.04 (m, 1H), 3.71-3.63
(m, 1H), 3.45 (s, 2H), 2.75 (s,
3H), 2.19-2.11 (m, 2H), 2,03~
1.95 (m, 2H), 1.70-1.59 (m,
2H), 1.54-1.36 (m, 6H), 0.98
(t, J = 7.4 Hz, 3H); MS m/z
362.20 [M+H]".

10-2015-0018789
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'H NMR (400 MHz, cdsod) &
8.24 (s, 1H), 7.69 (s, 1H), 4.80
(s, 2H), 4.15-4.07 (m, 1H),
3.69-3.60 (m, 1H), 3.53-3.41
(m, 2H), 2.20-2.11 (m, 2H),
2.05-1.96 (m, 2H), 1.70-1.60
(m, 2H), 1.55-1.36 (m, 6H),
0.98 (t, J = 7.4 Hz, 3H); MS
m/z 378.30 [M+H]".

'H NMR (400 MHz, c¢dsod) &
831 (s, 1H), 7.85 (d, J = 3.4
Hz, 1H), 7.60 (d, J = 3.4 Hz,
1H), 4.17-4.09 (m, 1H), 3.69-
3.62 (m, 1H), 3.55-3.41 (m,
2H), 2.21-2.12 (m, 2H), 2.05-
1.97 (m, 2H), 1.70-1.61 (m,
2H), 1.56-1.37 (m, 6H), 0.98
t, J = 7.4 Hz, 3H); MS m/z
348.30 [M+H]",

11 NMR (400 MHz, cd;od) &
8.45-8.39 (m, 1H), 8.14-8.10
(m, 1H), 7.75-7.70 (m, 1H),
5.17-5.02 (m, 1H), 4.39-4.23
(m, 1H), 4.22-4.13 (m, 1H),
3.72-3.61 (m, 1H), 3.57-3.42
(m, 2H), 2.75-2.67 (m, 3H),
227-2.12 (m, 3H), 2,08-1.93
(m, 2H), 1.74-1.64 (m, 3H),
1.58-1.51 (m, 1H), 1.48-1.41
(m, 3H), 0.99 (t, J = 7.4 Hz,
3H); MS m/z 357.30 {[M+H]".
'H NMR (400 MHz, cdsod) &
8.32 (s, 1H), 8.07 (d, J = 9.5
Hz, 1H), 7.28 (d, J = 9.5 Hz,
1H), 4.21-4.14 (m, 1H), 4.12
(s, 3H), 3.70-3.61 (m, 1H),
3.57-3.39 (m, 2H), 2.16 (d, J=
10.9 Hz, 2H), 2.02 (d, J = 9.8
Hz, 2H), 1.73-1.62 (m, 2H),
1.60-1.49 (m, 2H), 1.49-1.35
(m, 4H), 0.99 (t, J = 7.4 Hz,
3H); MS m/z 373.30 [M+H]".
'H NMR (400 MHz, cdsod) 3
8.20 (s, 1H), 7.82 (d, /= 9.6
Hz, 1H), 7.09 (d, J = 9.6 Hz,
1H), 4.19-4.08 (m, 1H), 3.69-
3.60 (m, 1H), 3.52-3.37 (m,
2H), 2.73-2.64 (m, 1H), 2.16
(d, J=10.8 Hz, 2H), 2.03 (d, J
=11.3 Hz, 2H), 1.72-1.59 (m,
2H), 1.56-1.40 (m, 5H), 0.99
(t, J = 7.4 Hz, 3H), 0.91-0.81
(m, 2H), 0.61-0.51 (m, 2H);
MS m/z 398.30 [M+H]"
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'H NMR (400 MHz, cd;od) &
8.23 (s, 1H), 7.92 (d, J = 9.9
Hz, 1H), 7.44 (d, J = 9.9 Hz,
1H), 4.21-4.13 (m, 1H), 3.77-
3.67 (m, 4H), 3.69-3.63 (m,
1H), 3.64-3.53 (m, 4H), 3.55-
3.42 (m, 2H), 2.16 (d, J = 10.5
Hz, 2H), 2.03 (d, J = 9.7 Hz,
2H), 1.72-1.62 (m, 2H), 1.61-
1.51 (m, 2H), 149 (s, 9H),
1.47-1.38 (m, 3H), 1.00 (t, J =
7.4 Hz, 3H); MS m/z 527.40
[M+H]".

"H NMR (400 MHz, cd;od) &
8.49 (d, J = 1.1 Hz, 1H), 8.18
(s, 1H), 6.85 (d, J = 0.7 Hz,
1H), 4.15-4.07 (m, 1H), 3.67-
3.59 (m, 1H), 3.55-3.41 (m,
2H), 2.17-2.08 (m, 2H), 2.05-
1.96 (m, 2H), 1.70-1.61 (m,
2H), 1.55-1.35 (m, 6H), 0.99
t, J = 74 Hz, 3H); MS m/z
358.25 [M+H]".

'H NMR (400 MHz, cd;od) &
8.90 (d, J = 1.6 Hz, 1H), 8.50
(d, J = 1.5 Hz, 1H), 8.33 (5,
1H), 4.18-4.10 (m, 1H), 3.68-
3.60 (m, 1H), 3.49 (s, 2H),
2.62 (s, 3H), 2.20-2.09 (m,
2H), 2.06-1.95 (m, 2H), 1.71~
1.63 (m, 2H), 1.54-1.37 (m,
6H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 389.20 [M+H]".

'H NMR (400 MHz, cdsod) &
8.55 (s, 1H), 8.12 (s, 1H), 6.80
(s, 1H), 4.16-4.04 (m, 1H),
3.69-3.57 (m, 1H), 3.56-3.38
(m, 2H), 3.00 (s, 3H), 2.21~
2.07 (m, 2H), 2.07-1.91 (m,
2H), 1,76-1.57 (m, 3H), 1.55-
1.33 (m, 5H), 1.00 (t, J = 74
Hz, 3H); MS m/z 37230
§M+Hr

H NMR (400 MHz, cdsod) &
8.52 (s, 1H), 8.12 (s, 1H), 6.77
(s, 1H), 4.15-4.06 (m, 1H),
3.66-3.58 (m, 1H), 3.53-3.40
(m, 3H), 2.20-2.07 (m, 2H),
2.05-1.94 (m, 2H), 1.75-1.57
(m, 3H), 1.58-1.30 (m, 6H),
1.26 (¢, J = 7.2 Hz, 3H), 1.00
(t, J = 7.4 Hz, 3H); MS m/z
386.30 [M+H]".

'H NMR (400 MHz, cdsod) &
8.79 (d, J = 1.1 Hz, 1H), 8.44
(s, 1H), 7.28 (s, 1H), 4.17-
4.08 (m, 1H), 4.03 (s, 3H),
3.71-3.62 (m, 1H), 3.54-3.44
(m, 2H), 2.21-2.12 (m, 2H),
2.06-1.99 (m, 2H), 1.71-1.62
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(m, 2H), 1,60-1.50 (m, 2H),
1.50-1.39 (m, 4H), 1.00 (t, J=
7.4 Hz, 3H); MS m/z 373.25
[M+H]",

'H NMR (400 MHz, cdsod) &
8.29 (s, 1H), 8.13 (s, 1H), 7.89
(s, 1H), 4.16-4.09 (m, 1H),
3.65-3.58 (m, 1H), 3.57-3.51
(m, 4H), 3.52-3.42 (m, 2H),
223-2.15 (m, 2H), 2.15-2.08
(m, 4H), 2.07-2.01 (m, 2H),
1.71-1.63 (m, 2H), 1.4 (tt, J
=10.6, 5.4 Hz, 6H), 1.00 (t, J
= 7.4 Hz, 3H); MS m/z 412.30
[M+H]".

'H NMR (400 MHz, cd;od) &
8.33 (d, J=21.0 Hz, 1H), 7.83
d, J=11.4 Hz, 1H), 7.59 (d, J
= 1.4 Hz, 1H), 4.25-4.04 (m,
2H), 3.87 (s, 3H), 3.64-3.53
(m, 1H), 3.53-3.40 (m, 2H),
221-2.11 (m, 2H), 2.11-2.03
(m, 2H), 2.03-1.94 (m, 2H),
1.72-1.58 (m, 3H), 1.53-1.32
(m, 5H), 1.00 (t, J = 7.4 Hz,
3H); MS m/z 345,30 [M+H]".
'H NMR (400 MHz, cdzod) &
7.83 (s, 1H), 7.62-7.58 (m,
1H), 7.45-7.36 (m, TH), 7.29—
721 (m, 4H), 7.21-7.14 (m,
4H), 4.13-4.05 (m, 1H), 3.68—
3.58 (m, 1H), 3.51-3.36 (m,
2H), 2.94-2.81 (m, 1H), 2.19-
2.05 (m, 2H), 2.04-1.94 (m,
2H), 1.94-1.82 (m, 2H), 1.82—
172 (m, 1H), 1.70-1.59 (m,
2H), 1.56-1.35 (m, 6H), 1.04—
0.94 (m, 3H); MS m/z 573.35
[M+H]".

H NMR (400 MHz, cdsod) 8
8.57 (s, 1H), 827-821 (m,
1H), 7.20 (d, J = 6.4 Hz, 1H),
420-4.12 (m, 1H), 3.69-3.61
(m, 1H), 3.57-3.44 (m, 2H),
2.12 (d, J = 11.9 Hz, 2H), 2.05
d, J = 11.0 Hz, 2H), 1.73—
1.58 (m, 4H), 1.50-1.34 (m,
4H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 358.30 [M+H]".

"H NMR (400 MHz, cd;od) &
7.99 (d, J = 2.9 Hz, 1H), 7.92
(d, J = 2.9 Hz, 1H), 7.83 (s,
1H), 4.18-4.09 (m, 1H), 3.59~
3.44 (m, 3H), 2.06-1.93 (m,
4H), 1.73-1.63 (m, 2H), 1.54—
1.20 (m, 7H), 1.00 (t, J = 7.4
Hz, 3H); MS m/z 35830
[M+H]".
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'H NMR (400 MHz, cdsod) §
8.33 (s, 1H), 7.87 (d, J = 34
Hz, 1H), 7.62 (d, J = 3.4 Hz,
1H), 4.20-4.10 (m, 1H), 3.72—
3.63 (m, 1H), 3.64-3.51 (m,
2H), 2.24-2.13 (m, 2H), 2.08—
1.97 (m, 2H), 1.61-1.54 (m,
3H), 1.52-1.42 (m, 3H), 0.81-
0.72 (m, 1H), 0.55-0.46 (m,
2H), 0.17-0.08 (m, 2H); MS
m/z 360,20 [M+H]",

'H NMR (400 MHz, cdsod) &
8.48 (s, 1H), 7.56 (s, 1H),
4.15-4.06 (m, 1H), 3.74-3.64
(m, 1H), 3.58-3.39 (m, 2H),
2.65 (s, 3H), 2.60 (s, 3H), 2.20
(d, J=10.8 Hz, 2H), 2.03 (d, J
=11.0 Hz, 2H), 1.71-1.61 (m,
2H), 1.60-1.38 (m, 6H), 1.00
(t, J = 7.4 Hz, 3H); MS m/z
403.25 [M+H]".

'H NMR (400 MHz, cdsod) &
826 (s, 1H), 7.73 (s, 1H),
4.19-4.09 (m, 1H), 3.92 (s,
2H), 3.72-3.62 (m, 1H), 3.59-
3.36 (m, 4H), 2.89 (s, 3H),
2.77-2.32 (m, 3H), 2.16 (d, J=
10.8 Hz, 2H), 2.02 (d, /=113
Hz, 2H), 1.80-1.58 (m, 3H),
1.63-1.25 (m, 7H), 100 (t, J=
7.4 Hz, 3H); MS m/z 460.30
IM+H]".

'H NMR (400 MHz, cd;od) §
8.39 (s, 1H), 831 (s, 1H),
4.19-4.10 (m, 1H), 3.70-3.63
(m, 1H), 3.55-3.45 (m, 2H),
2.17 (d, J= 11.2 Hz, 2H), 2.03
d, J = 11.0 Hz, 2H), 1.71-
1.62 (m, 2H), 1.60-1.36 (m,
6H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 391.20 [M+H]".

'H NMR (400 MHz, cdsod) §
8.30 (s, 1H), 7.42 (s, 1H), 4.71
(d, J = 0.9 Hz, 2H), 4.18-4.10
(m, 1H), 3.74-3.64 (m, 1H),
3.58-3.39 (m, 2H), 2.22-2.12
(m, 2H), 2.07-1.98 (m, 2H),
1.72-1,63 (m, 2H), 1.62-1.51
(m, 2H), 1.51-1.38 (m, 4H),
1.00 (t, J = 7.4 Hz, 3H); MS
m/z 37820 [M+H]".

'H NMR (400 MHz, cdsod) §
8.36 (s, 1H), 826 (s, 1H),
4,15-4.07 (m, 1H), 3.71-3.62
(m, 1H), 3.55-3.45 (m, 2H),
2.17 (d, J = 11.6 Hz, 2H), 2.04
d, J = 104 Hz, 2H), 1.71-
1.59 (m, 4H), 1.50-1.38 (m,
4H), 1.00 (¢, J = 7.4 Hz, 3H);
MS m/z 391.20 [M+H]",
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29 UNC3137A "H NMR (400 MHz, cdsod) §
Ho,, 8.16 (s, 1H), 7.95 (s, 1H), 7.83

Q HN (s, 1HD), 4.20-4.10 (m, 1H),

NH N7 375-3.67 (m, 1H), 3.65-3.55

)j/\/lN (m, 1H), 3.54-341 (m, 2H),

NS 223-2.15 (m, 2H), 2.07-1.98

A~ )LN/ (m, 4H), 1.90-1.82 (m, 2H),

N 1.75-1.62 (m, 3H), 1.55-1.28

(m, 11H), 1.00 (t, J = 7.4 Hz,
3H); MS m/z 440.40 [M+H]",
30 o UNC3138A 'H NMR (400 MHz, cd;od) &
[ ] 8.27-8.21 (m, 2H), 821 (s,
1H), 4.15-4.07 (m, 1H), 3.88—

/(’Q N
3.81 (m, 4H), 3.65-3.57 (m
NH NJW ( ), (

5H), 3.56-3.42 (m, 2H), 2.21-

NS SN 2.12 (m, 2H), 2.07-1.99 (m,
I 2H), 1.71-1.63 (m, 2H), 1.50-
A/\H)\N/ 1.37 (m, 6H), 1.00 (t, J= 7.4
Hz, 3H); MS m/z 42830

[M+H]
31 Ho.,,, o) UNC3139A 'H NMR (400 MHz, cd;od) &
CL OH 839 (s, [H), 837 (s, 1H),
NH N 4.28-4.10 (m, IH), 3.77-3.63
[ (m, 1H), 3.59-3.40 (m, 2H),
NI TS 2.26-2.12 (m, 2H), 2.11-1.99
/\/\NJ\N/ (m, 2H), 1.73-1.62 (m, 2H),
H 1.63-1.52 (m, 2H), 1.52-1.39

(m, 4H), 1.00 (t, J = 7.4 Hz,
3H); MS m/z 392.20 [M+H]",
32 HO.,, UNC3140A 'H NMR (400 MHz, cdsod) 8
Q 8.18 (s, 1H), 7.52 (d, J = 1.2
NH N Hz, 1H), 4.17-4.08 (m, 1H),

1) 3.70-3.61 (m, 1H), 3.58-3.37

NS (m, 2H), 2.51 (d, J = 1.1 Hz,
A~y 'N/ 3H), 2.24-2.09 (m, 2H), 2.07—
N 193 (m, 2H), 1.72-1.58 (m,

2H), 1.53-1.40 (m, 6H), 1.00
(t, J = 7.4 Hz, 3H); MS m/z
362,20 [M+H]"

UNC3141A 'H NMR (400 MHz, cdsod) §
8.75 (s, 1H), 8.47 (s, 1H), 8.32
(d, J = 8.0 Hz, 1H), 8.23 (5,
2H), 8.20 (d, J = 7.8 Hz, 1H),
7.70~7.63 (m, 1H), 4.24-4.13
(m, 1H), 3.74-3.63 (m, 1H),
3.51 (t, J = 7.0 Hz, 2H), 2.21
d, J=9.8 Hz, 2H), 2.06 (d, J
= 9.9 Hz, 2H), 1.74-1.63 (m,
2H), 1.64-1.54 (m, 2H), 1.53—
139 (m, 4H), 0.99 (t, J= 74
Hz, 3H); MS m/z 463.30
[M+H]".

34 HO,, Q UNC3146A "H NMR (400 MHz, cdsod) §

NH N

33

8.33 (s, 1H), 7.88 (d, J = 3.4

Hz, 1H), 7.62 (d, J = 3.4 Hz,

l/\> H), 4.20-4.12 (m, 1H), 3.71-

N 3.64 (m, 1H), 3.62 (t, J = 6.3
HO\/\/\N/“\N/ Hz, 2H), 3.58-3.47 (m, 2H),
H 222-2.13 (m, 2H), 2.06-1.97

(m, 2H), 1.90-1.70 (m, 3H),

[0282]
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35

36

37

40

[0283]

L
NH N
i CF,
YU
/\/\N)\N/
H

QL
NH Né\]N o

UNC3149A

UNC3180A

UNC3182A
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1.68-1.60 (m, 2H), 1.57-1.41
(m, 4H); MS m/z 364.20
[M+H]".

'H NMR (400 MHz, cdzod) &
8.45 (s, 1H), 8.26 (d, J = 0.9
Hz, 1H), 4.23-4.11 (m, 1H),
3.75-3.65 (m, 1H), 3.51 (¢, J=
6.7 Hz, 2H), 2.26-2.15 (m,
2H), 2.07-1.95 (m, 2H), 1.73-
1.62 (m, 2H), 1.56-1.39 (m,
6H), 1.00 (t, J = 7.4 Hz, 3H);
MS m/z 416,20 [M+H]".

"H NMR (400 MHz, cd;od) 8
8.46 (s, 1H), 8.32 — 8.26 (mn,
1H), 4.20 — 4,10 (m, 1H), 3.71
—3.62 (m, 1H), 3.51 (t,J=6.7
Hz, 2H), 2.17 (d,J = 11.1 Hz,
2H), 2.02 (d, J = 10.9 Hz, 2H),
1.72 — 1.62 (m, 2H), 1.58 -
1.39 (m, 6H), 1.00 (t, J="7.4
Hz, 3H); MS m/z416.20
[M+H]".

"H NMR (400 MHz, cd;od) &
8.46 (d, /= 0.9 Hz, 1H), 8.21
(s, 1H), 8.11 — 8.05 (m, 2H),
7.24 - 7.18 (m, 2H), 6.82 s,
1H), 5.08 —5.01 (m, 1H), 4.29
—4.22 (m, 1H), 3.55 - 3.44
(m, 2H), 2.28 —2.10 (m, 4H),
1.80 — 1.59 (m, 6H), 1.49 —
1.42 (m, 2H), 1.00 (t, J=7.4
Hz, 3H); MS m/z 480.30
[M+H]".

MS m/z 51620 [M+H]".

MS m/z 461,30 [M+H]".

MS m/z 392.20 [M+H]".
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41 HOI,,O\
NH NZN

NTX X N/\/\/
N ' “ H
NN
42 HO’I,Q
NH NP

43 HO':,C
NH Né\IN

44 HO%O\
NH NN

45 HOWO\
NH N¢\|N

N
46 HO,, :
NH N4\|N
NS N
i
/\/\H N/

47 HO»,,,/O\
NH N4\‘N

48 HO.,

49 HO%O\
NH Né\lN

MS m/z 428.59 [M+H]".

MS m/z 413.56 [M+H]",

MS mi/z 400,53 [M+H]".

MS m/z 414,56 [M+H]",

MS m/z 400.53 [M+H]".

MS m/z 398.52 [M-+H]".

MS m/z 412.54 [M+H]".

MS m/z 440,60 [M+H]".

MS m/z 426,57 [M+H]".

MS m/z 426.57 [M+H]".

MS m/z 428.54 [M+H]".

MS m/z 441.58 [M+H]".

MS m/z 386.46 [M+H]",

Y
[0284]
50 HO%O\
NH Né\IN
NS
NN IN/ O
H
51 HO%Q
NH Né\lN
NS
/\/\N)l\N/ K/O
H
NH N4\{\l
NOSTSIONTN
o 'wgm
H
53 HOWO\
NH N7
[ |
\\©\ Nl\ X
o
[0285]
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