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N-(5-F-E-3-(4-F 229 )-7-S2- 1Y F=E2[4,3-d] v d-6(7TH) -2 )-Hl Zolulo| = (3}FEHE 101)
2-F R Z-N-[5-(2-tpe] ER-5d)-T-§4-3-7d-1,7-t] sfo| = 2-T] e} £ 2[4, 3-d] 9] 2] 1] D-6- |- =o}mjo] =
(FgEHT 102)

4-F 2 Z2-N-[5-(2-Uo| EZ-Fd)-7-& 4-3-Hd-1,7-t]s}o| =2~ e} = 2 [4,3-d] T &) 7| ¥-6- | -¥ll Zolmjo] =
(3}tEWE 103)

2-E2 2 2-N-[5-(3-Uo| EZ-Fd)-7-& 4-3-Hd-1,7-t]s}lo| = 2-T e} Z 2 [4,3-d] T &) 7| ¥-6- | -¥ll Zolmjo] =
(FFEHT 104)

-2 Z2-N-[5-(3-Uo| EZ-Fd)-7-& 4-3-Hd-1,7-t]s}o| =2~ e} = 2 [4,3-d] T 2] 7| ¥-6- | -¥ll Zolmjo] =
(3FtEWE 105)

4-F 2 Z2-N-[5-(3-Uo| EZ-Fd)-7-& 4-3-Hd-1,7-t]s}lo| =2~ e} = 2 [4,3-d] T 2] 7| ¥-6- | -¥ll Zolmjo] =
(=T 106)

3 EA-N-[5-(3- | ER-Hd)-7T-54-3-9d-1,7-tslo| = 2-T &&= [4,3-d] T | D-6-Y | -Hl =o}uje] =
(3tENE 107)

4= ZA|-N-[5-(3-1}o] E2-3d)-7-§2-3-9d-1,7-t] slo| = =-T] ehE 2 [4,3-d] 9] 2] M| Tl -6- |-l =o}mfo] =
(3FFEHT 108)

3-EF 2 E2-N-[5-(3-Yo| ER-HY)-7-242-3-Hd-1,7-U 30| =E2-T2}Z 2 [4,3-d] T 2] n] d-6-< |-l Zo}u}o]
= (3EEHE 109)
4-ZF 9 2-N-[5-(3-Yo| ER-HY)-7-242-3-Hd-1,7-U o] =E2-T2}Z 2[4, 3-d] T 2] n] d-6-< |-l Zo}u}o]
= (3EgEHE 110)
3-HlE-N-[5-(3-t}o] ER-Hd)-7-2 2-3-7 -1, 7-T] so]| = 2-7] 2} £ &[4, 3-d] 9] 2] M| H-6- 2 | -dl = opmo] =
(FgEHE 111)
4-w & -N-[5-(3-H o] ER-Hd)-7-24-3-¥d-1,7-t]slo| =2~ &ZE 2[4, 3-d] ¥ g n| d-6-Y Zojujol =
(F3EHT 112)
N-[5-(3-H ol &)-3-(2-ZEF 2 29 d)-7-242-1/-He}= 2 [4,3-d] J | H-6( 7H)-L |-A Jo}A| Eolulo]| = (3}
zﬂ—ﬂuq 3)

-[5- (/\1 2 AN R)-3-(3-ZF L 23 d)-T-F - 1-9] eFE 2[4, 3-d] F 2 M -6 (7H) - A |- L o} A Eofuto] =
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W3-8 7.2, 2 9)-5-(A o 67151 2 24, 319 2] -6 (7~ 2l -] okl = (st

% 115)

N-3-(4-EF 0 23] D)-5-(3 Dol &) -7~ & 2- 149 2HE 2[4, 3-d) A M F-6(7H)-A |-l =ofvtel = (B
116)

N-[3-(4-EF 223 d)-5-(Fl Dol &) -7-& - 179 2} E 2 [4,3-d] ¥ 2| D-6( 7)) -L |-s dop A olnfel = (813
W5 117)
4= t-F-E-N-[3-(4-FF L2 -5- (A el D) -T-52-1,7-Hsto| ER-v]2tE 2[4, 3-d] 9] g v -6- |-l =0}
upol= (FIAEME 118)
4 =N 3-(4-FF 0 23 )5 (3-v B A W 2)~7-% A1, 7-T) B = -3 2 2[4, 34 9] 2] v ©-6-21 ]
zolulol= (TEMF 119)
3ol AN 3-(4-E 50 230 D) -5-(3-W HA M) -7-% &-1,7-T] o] =2 -] 2E 2[4, 3-d] 9] 2] v W6~ |-l
Zzolulo| = (FFEWE 120)
3-E e E7 0 2 E-N-[3-(4-EF 2 2 D) 53| HA M) -7-9 21, 7-T) Sho] = 23] 215 2[4, 3-d] 9] 2] ] 9 -
6-d]-Hl=olulol= (FAEHST 121)
3-E-N-[3-(4-FF 2 23 d)-5-(3-M| FA A ) -7-52-1, 7-H slo| B 2-v] ek 2[4, 3-d] ] 2| d-6- |-l =
ofpfol= (Shh=HE 122)
3-FER-N-3-(4-EF L2 D)-5-B-MI A A)-7-5 -1, 7-t) spo]| ==-v] ehE = 4, 3-d] 9] 2] M) ©-6- ] -l
zolufol = (SETEMT 123)

N-[3-(4-EF 228 d)-5-(3-HEA WA -7T- 2~ 1/FF 2FE2[4,3-d] I P H-6(7)-L |- Zolnto| = (33HE
HE 124)
N-[3-(E] o 9-2-)-5-H & -7-L A~-1F3 &2 2 [4,3-d] 9 & 1) D-6( 7H)-L ]-3| o} A Eofrpo] = (s
125)

e,

3-ml e -N-[3-(¥] & 4-2-)-5-
W3 126)

g-7-% -1, 7-t)8te| = 2-5| 2t E 2[4, 3-d] g n|d-6-d |-l Zolupol = (33

3l FA-N-[3-(4-EF 2 23 d)-5-(2-EF L 29 d)-7T-54-1, 7-vdlo| =29 et E 2 [4,3-d] 7] 2 v D -6- |-
Wlzolulol = (F3HEHST 127)
FHE-N-[3-(4-ZEF 2 2H)-5-(3-FF L 2HH)-7T-&4-1,7-Usto| E2-T £ 2 [4,3-d] ¥ 2] d-6-L ] -4l
zoutel = (ShgEe 128)

N-[3-(4-Z2F 2 2 Hd)-5-(3-ZF 2 HY)-7-2 2- 19 &ZF 2 [4,3-d] 9 2 | d-6( 7])-Q |-H o} A Eoluto] =
(3= 129)

- ED-N-[3-(4-ZF e 2o d)-5-A el D-7-5 21, 7-t] o] = 2-v] 2} E 2[4, 3d] ] 2] 1| ¥ -6-2 Zolufo] =
(3g+EE 130)
N(3-(4-F22399)-7- 2-5-Ao e-149 2F 2[4, 3-d] 9 g D-6(7TH)-D) U R ojrto| = (3= T 131)
NF(3-(4-F22Hd)-7-= Aol & -1/-v) e} & 2 [4,3-d/9 2l H-6(7H)-L)Hl =ovlol = (31 E 132)
N-(3-(4-F22H)-7-&2-5-Ao&-1/-vgE 2 [4,3-d] 9 H-6(7TM)-LD)-2-H ot Eolrfol = (3gEHE
133)

N-(5-(3-HEA A )-3-(4-E 223 ) -T-S - 1FISEZ[4,3-d] F B H-6(7TH)-L)-4-tert-F-E Wl Zo}njo| =
(33E3E 134)

N-(3-(3-F 229 E)-7-22-5-nrEH-1F-9 =2 [4,3-d]1 9 2 D-6(7H)-<L golmlol= (33EWH
NGE-(3-F22HY)-7-242-5-rrEd-1F39 g =2 [4,3-d]1 9 I-6(7TH)-Y ) wl =Zolnuto] = (3}3EHS 136)

NM(3-(3-Z2 20 d)-7-24-5-7d-1F e} ZE2[4,3-d] 9 I-6(7TH)-L ) wl =olulo] &= (FAEHS 137)
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N(GB-(3-E22H9)-7-FA4-5-H -1 2EZ[4,3-d]| I 2 D-6(7TH) - )-2-5H o} 4| Eolujo] = (e
138)

N-(3-(4-Ho] F 23 A5 d)-5-(3- o] ER o ) -7-S - 149 2hE 2[4, 3-d] 9 2 -6 (TH) -2 )l =ofwlol = (5}3t
=W3 139)

N-(3-(4-M o] Z 2 A AT )-5-(3-W EA Hd)-7-22-1F T e} E 2 [4,3-d] F F D-6(7TH)-L ) Wl Zolrlo| = (F3E
M3 140)

N-(5-5-E-3-(4-F 22 D) -T-S - U EHE 2[4, 3-d] 9 9 D-6(7H)-9)2-F dopA Eotutol = (SHEd s
141)

NF(5-FE-3-(4-F 2RI D)-7-S -1 2E 2[4, 3-d] 9 D-6(71)-L)-3-v Dl Zelulo] = (S}FEWT 142)

N(5-(3-WEAMA)-3-(4-F 227 d)-7-22-1/FFe}E 2 [4,3-d] F A H-6(7TH)-L)-3-H| &l Zolulo| = (5}3}
EW35 143)

N-(5-Md-3-(4-F 22 D) -T-S - U 2HE 2[4, 3-d] 99 D-6(7H)-9)2-F dopA Eotutol = (SHEd s
144)

NM(3-(3-Fr22dd)-7-S4-5-Hd-1UFy gE 2[4, 3-d A 9-6(7H)-Y)-3-r eyl =olnfol = (3}FHEHT 145)
M(3-(3-Fr22dd)-7-22-5-rEP-1FY2E2[4,3-d] 9 D-6(71)-L)-3-H & vl Zolmlo] = (e
146)

- E-N(5-(3-Uo| ERHY)-7-24-3-Hol &-1FTZE2[4,3-dF A H-6(7TH) - )Wl Zolulo] = (FFEHT
147)

N(5-(3-Ho|ERH Y )-7-S4-3-A E-1F3FE2[4,3-d] 9 U-6(TH-L)-2-H Dol Eolnlo] = (3}gHEH
3 148)

MN(G-(3-mEAHD)-7-22-3-ol| D-1/3 g5 2[4, 3-d]F H D-6(7H)-L)-3-m &yl Zo}mjo] = (A
149)

N-(5-(3-WEA I d)-7-22-3-Fol -1 T e} Z 2 [4,3-d] F I D-6(7TH)-U)-2-FH Doy Eolulol & (FIFEHT
150)

AT3 5
A1 WA A4 FoA AeE o= 3 o] FHERIYnde A £E A 3§ 7Hse ol
do] FAAECE gfd LS EHoR I FUYAE AR E.

o= @ ol vetERdrEe FEA Bt FAE 58 Hed o)
[e) 3 ﬂ

ogo

AT 7

7] shetdl 2z EAIEE 34,5488 vgE FRAs 2 HeAA Axst e 540w di §
seh 12 BAEHE Ai}ii%ﬂub’d% A Az
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[s}e+2] 2]
O H
R ~N
3\« H W
O O, NH Ry
R;

Ry 42 7] AR 1014 Ao g nkek g

g Al A

Wiy o] YA €

o ZE|zA A4 Floluvlo]= 3B (glycogen synthase kinase 38 )¢l whd # 3|
A 2HeS dehls A detEEaude 54 £ o9 oAty 4 sfed gt o

G ATy B o] SgEs FEAEeR st Al 2AE #E Al
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e
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Z 24 (Hormones) o2 FFHT]. A FAZE & E9 AAFEA (Methotrexate), FH-FEA)
(6-mercaptopurine, 6-thioguanine), Ig|v|d %A (5-fluorouracil, Cytarabine) s°] AT}. 2 5}
25 95 W YolEzAsel=A] 35HE  (chlororambucil, cyclophosphoamide), o€ @dlo]wl Al 8}st&
(thiotepa), YZAAFEUo]EA 3}stE (busulfan), YolERZASdolA 3}8tE (carmustine), E]olAlA 3}
% (dicarbazine)©] QIt}. otEj=mto]4l D (actinomycin D), =474l (doxorubicine), E#w}e]il
(bleomycin), P]EF}FO]2l (mitomycin)d 2 A &dhA], AEA doteol= (WAaglxd, Wi
£ S°] Ut SERARE FASEEARZA FAVASEE T2AANEHE 53, WF Sf AdAQA A
2Eg2" Fo] AEE I Ut

o

i

adel = eta oA S v1d e FekAl ANde] EEste] thgdt il
At FIAL Abgol AlFdAolar, ofAl Aol AV sjAEloF & Z AR ol upebA 2
ofAl WAdel e atshs Aok SAlel Z1Ee] ofAlel WS AYs de ARs] fsid AR s
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[0005]

[0006]

[0007]

[0008]

[0009]

[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

SS90l 10-0963644

7R @Al el Ats A v A7 A E L v

HAAY7HA LA Aol FHoEAE ZTEE Flo]ulo]= (mainly PKBa (Aktl), PKCb), o}-&a} 7folulo]
= (ARK1, ARK2, ARK3), AFo]Zd 2o]&A Jlolylo]= (mainly CDK 2), ZEZAFA Fto]ulo]= (mainly GSK-3
B), Raf FFelulo]=, Rho Zleoldlo]= 5 AF/Edd Ftojdlo]=e} Eged Jlojulo]=e}l ouAE A3l
24 &4 (EGFR), 7t 9A=E AR 484 (HER1, HER2, HER3, HER4), Z=7]A XA} =84 (cKit),
Rearraged during Transfection Receptor (RET), d¥ujzAd=dAA(VEGF-1 (F1t1), VEGF-2 (KDR), VEGF-3
(F1t4)), 4% Fd A4A= 84 (PDGFR), ber—abl ZFoldlo]=, src Flojulo] =8} & Elo]24l Flo]u)

o= Fol dEA k. L Slolw gbEsEL, Axvl 1, 2, 3, 8, 9, FEU Fo] A4 BAoR
el glek,
wowez wAZE 2eaA @4 elulel= 3o dw

ox,

o -
pil T = 3
AT W3t 4GANLES dehluz YA §88 WA ol B e o

L

w59 v
58 suApsts B

®oage A3 WHERdre fREA B A0 HE s ol 98 AT 1 2ol
2l

A7) BAE G4sy) fetel, B owge o g Amel £8% 7] H%4 12 wANE AdEdune
FEA = opAIgA BE e ol @S 1 Egom gt

R 294, =G 247, G FRIUY), APY), ~(CH),~d7], Ee 3, A2 2 22 Fo4 Hog
AMZAA7L 1 A 3 ZFE A RFENE Bl R £AA4, -G 2271, 971, ~(Cl),-od
29715 VRl R CC $47], YY), —(Ch),~o97], i 3, ks 2 A FelA] Ad
2947 1 A 3 £ AEzoba S dehas @ Ad7], (-9, i x el
A mEe @mA, JolER, G %A, G AHzAolFRAA, B (G THA FAH AuE 1 A 3
Ao ABAZ ABE 4 A3, n 1 uA) 69 Aol

o1y 12 EAHE JeEEdduae R4 2t A HE sd ol 9%
AR P AYE FAEHES T 5FOR B,

ER, B OIWe ] ey 12 BASE duEEaduae fRA 2t AR HE bed ol 98
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[0026]

FRATOR FHeE FYAE 1 5Ho o,

wek, B e §17] REESA 1o YERd ule} o] 317] slehy] 22 FAIEE 3,4,5-X%E IEE fFEAE
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B ool CGel BRRNYE g FRedds], 3-F2eAd], Ede|ETeaddsls gol @)
ol ge] wzA ARl s FaUAT A (-G A/ v T,

B ougel e (0Cll HHAV B Fe BN, NEA, pEREA, EREN, pREA, SREA, R

EoFehs, G-Col d7|olA Adue A gAel ofs] FadAx7E A3he o] =E5A7|S ov| gt
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wrgef A ] e e =k ] 2 %—8‘ vEd, fFehd, Bledd, vHEY, ovuEd, SAEY, ofo|HAE
HpolobE™, ofolaMfolotE™, EfolotEd, SAttjelolEd, AojojrtelolEd, HEZEY, vEHd,
exd, d A, J%ﬂul"%‘é Egtololxd, AEH, O}Olid%%‘, Hzsrehd, Wzsead, telulx
ghd, ofolawlzsfeld, AduEd, WzoluEd, M=SAEH, Wlzolo]SAE™, WlMololEd, tol
geoud, yzE Y, WlzololismololEd, Fmeld, ofoliTmdld, FAxddd, zEHAd, AuE

F, At g Aa FolM AdEE HHZAATE 1WA 37 £ o] Fo el arg],

A R = R i 53] vt A2 frebd, Hedd, v

I
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L ot
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oo wE A7) gheh 12 ZAEE SeERaeude fFEA gle], Bu weAs|RE 4] R
2 A7), C-Cs TRAA7], A7), -((h),-¥d7], Febdr], geddr], x= 89718

ERar; Ry a9, GG 271, #d7], -(CH)-#E7], Ex HMEU71E Bulal; Ry -G €271,
971, -(CH)-#E7], Febd7], Bedldr], e dedris vehllar; 471gh #idr], -(CHh),-3d7], =
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[0027]

[0028]

[0029]

[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

[0038]

[0039]

[0040]

[0041]

[0042]

[0043]

[0044]

w el wE A7) s 12 #AHE dSERdrde fFEAd glo], 53 uEHsrlEe 4] R
FaUx, Wer], d97], predr], -7, R, SFEY), -RE], pmAdr], -HlEr), Aol
F2d7], Jdd7], Md7], dedr], dAdzedr], F9-2-47], F§9-3-97], Hed-2-47], HeH-3-d
71, dEd-2-47], Igd-3-47], e ded-4-d71E el Re Fada, W'y, d'r], rrxed
71, i-2EEY), e, FRE7], -REr], pddr], SEr], RelE2 R, didr], wdr), ddd
71, Ad2rdr] me dxdr|E Yeal; Ry W'Y, 97, prxedr), -X22R7], p-5E7], -5

71, =%97], p-AEr], -AEr], AelgrEdr], ddr], Wdr], deldr], AdEzdr], e dgdr]

g vERa 271 ], -(CH),-dlld 7], e dxdr)e dd ses 228, FF0R
=, v, od, Z2a, 5 e, Aol rad, vued, w5A, o5A, LRI B R5A FelA g
L ui#] 37he] A &A= A8 = v A8k getEolt

B ool me 3] e 12 EASE JeERvende fEAE v FAROR A thest 2

N-(3-(3-Z 227 d)-5-(3-Jo| ERHd)-7-24-14-9 2} £ 2 [4,3-d] H Y m)d-6(7TH)-Y glojujol = (3}t
23 1)

N-(3-(3-F 223 d)-5-(3-Ue| ERHE)-7-2 4~ 1792} 2[4,3-d] | H-6(7H) - )-H =olnlo]| = (FFE
W3 2)

NM(3-(3-F 22 d)-5-(3-Ho|EEZHY)-7T-22-17-9 =2 [4,3-d] T 1| H-6(7TH)-L ) o}o] A-L A o}m}o] =
(3gEHE 3)

N(3-(3-F22HD)-5-3-TEA A L) -7T-S 2~ 143 E 2[4, 3-d] 2 v d-6(7TH)-L golnfol = (8}3HE
HE 4)

Mw(&ﬁiiﬂ4)5wﬂﬁﬂ14)7 L -1 g E2[4,3-d1 9 YR Y-6(7H)-Q)-Hl =Zolutol = (3}3HEH
% 5)

MN-(3-(3-F22Hd)-5-(3-WEA A L) -7-S -1/ 2E2[4,3-d] F B P H-6(7TH)-L)-oto]| Y FEl o}mfo] =
(3EH3 6)

N(3-(3-F 2 23d)-5-(3-to| ERH ) -7-F - 119 e} E 2[4, 3-d] 9 2P| -6 (TH)-L)-F-Holrtel = (3He&
WS 7)

NM(3-(4-Z2 27 d)-5-(3-Ho| ERHd)-7-24-14-9 2} Z 2 [4,3-d] H Y md-6(7TH)-Y glojujol = (3}
EH3 8)

N(3-(4-2 2 299)-5-(3-He| ERFY)-T-S - 149 ekE 2[4, 3-d] F g D-6(TH) - ) -l =olmto] = (349
Hs 9)

MN-(3-(4-EF2 2 H)-5-(3-Ho| ERH H)-7-S - 1/-I 2E2[4,3-d] F B P H-6(7TH)-L ) o}o] -Y Z ¥l o}mfo] =
(3gEH3E 10)

N(3-(4-Z22Hd)-5-(3-HEA FHd)-7-22-17-7 2} Z 2 [4,3-d] F Y ") D-6(7TH)-Y golnlol = (8}3HE
HE 11)

Mw(4iiiﬂg)503ﬂiﬂ14)7 S a-17-9 822 [4,3-d] 9 g nd-6(7H) - )-Hl Zolulol = (3}3HEW
3 12)

N-(3-(4-Z22HH)-5-(3-WEA A ) -7-S -1/ 2E2[4,3-d] F B P H-6(7TH)-L)-oto]| Y F gl ofmfo] =
(33EWF 13)

NM3B-U-Z220d)-5-n-EH-7-S2-17-9 g =2 [4,3-d]1 9 2 Pd-6(7H)-Q )-Hl Zolulo] & (FAEHT 14)

N(3-(4-222AL)-5-n-EB-T-S - 1H-FSE 2 [4,3-d| 9 2| W D-6(7TH)-Q)-ole] U - etntol = (351
% 15)

N-(3-(4-F2 29 E)-5-HL-7-S2- 19 E2[4,3-d] I r)d-6(7TH)-L)-U A& olulo| = (FFEHE 16)
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[0049]

[0050]
[0051]

[0052]

[0053]
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[0055]

[0056]

[0057]

[0058]

[0059]

[0060]

[0061]

[0062]
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[0064]

[0065]

[0066]

[0067]

SS90l 10-0963644

N(3-(4-S 2 2Id)-5-3 d-T-S - 19 eE 2 [4,3-d] 9| 2| W D-6(7H)- L) -l =ofrto] = (89

2
fol
3

MN(5-(3-HBEAMA)-3-(4-F 22 H Y )-7-22-11-9 HZEZ[4,3-d) F | d-6(7H)-Y )-olo] AU =
(3gEHZ 18)

o
o
o
d
=)
<
n

N-(5-(3-H|SF A ) -3-(4-F 22 A D) -7-5 - 14-9] 2} £ 2[4, 3-d] 9 I | D-6(7TH)-L)-H - efupel = (85He
H3E 19)

N-(G-(B-EA ) -3-(4-ZF22A L) -T-Z&2- 1= Z[4,3-d]| I H-6(7TH) - )-2-H =olulo| = (FFE
W35 20)

N-(5-(3-HEA A )-3-(4-F22H L) -T-&L2-11-F 2E2[4,3-d] I I P H-6(7TH)-L)-2-H d o} A & o}mfo] =
(33EWF 21)

M(5-FE-3-(4-F 2290 9)-7-2 2-17-9FZZ[4,3-d] T Y D-6(7H)-Y)-H Z&olufol = (FFEHT 22)

23 m{ﬂ

NM(5-RE-3-(4-Z22Hd)-7-22-1[-9e}ZE2[4,3-d] I Y I-6(7TH)-L)-Hl Zolulo| = (5FEMT 23)

N-(3-(2-F 223 d)-5-(3- o] ER ) -7-S -1 2hE 2[4, 3~dI 9 &P d-6(7H) - )-H Zdohrte] = (3}t
W3 24)

N-(3-(2-Z 22 3)Y)-5-(3-1o| EZ 5 ) -7-5 2~ 14-5] 2} 2[4, 301 9] 2] 1 H-6(7H) -2 )-o}o] 2] ¥l ofmpo] =
(8329 E 25)

N(3-(2-F22Hd)-5-3-TEA A L) -7T-S - 119 EZ[4,3-d] I v d-6(7TH)-L)-YZEolnfol = (8F&E
HE 26)

N-(3-(2-F 229 d)-5-(3-UEANA L) -T-2A2- 119 E2[4,3-d] H v H-6(7H)-Y)-o}o] Ay Z &l o}mjo] =
(33EWF 27)

MF(3-(2-F22Hd)-5-3-AE s d)-7-S4-17-9 524, 3-d M D-6(7)-L)-Y ZHolnfol = (3FEH
< 28)

N(3-(2-2 22 d)-5-9D-7T-5 - 149 2L 2[4, 3-d]| 92V D-6(TH)-Y)-HZ " olufo] = (S}HEHE 29)
N-(3-(4-3) 21 91-1-2) A D -5-(3-Lho| ER D) -7-& 2~ 179 2 E 2 [4,3-d] ¥ 2| M| 9-6(7H) - ) -1 Z &l ofmlo] =
(BHEHT 30)

N-(3-(4-T) 9 219 -1-2) ¥ I -5-(3-vpol ER o ) -7-S - 179 2} E 2[4, 3-d] ¥ 2 W D-6(7/)-L)-olo] 21 = |
ofpfel= (shh=HlE 31)

N(3-(4-3) 9 2 D-1-) A D -5-(3-m A 7 D) -7-% - 1H-9] E 2[4, 3-d] ¥ 2 M D-6(7H)-Q )-H L&l o}ro] =
(33FEHE 32)

N-(3-(4-9] ¥ 2 9 -1-) ¥l I -5-(3-H| A ¥l D) -7~ G &~ 19 2} &£ 2[4, 3~d] 9] 2] W] 9 -6(7H) - ) -o}o] A Kl o}
npol= (3= E 33)

N-(3-(4-9) 9 21 D-1-L) 3 d-5-(3-ml Do D) -7-S - -9 2S£ 2[4, 3-d] 9 2| M| D -6 (7TH) - ) -H L& ofvo] = (8}
=T 34)

N-(3-(4-3] 7 &) D-1-) A D -5-(3-m D ol D) -7-5 - 19 2} E 2[4, 3-d] 9] 2] W -6 (7H) - L ) -o}o] v LRl o v}
ol= (== 35)
N-(3-(FF&4-2-%)-5-(3-Le| ER ) -7-2 2-1H-9| 2}E 2[4, 3-d] 9 & v -6 (TH) - ) -H - ofvo] = (3}3HE
% 36)

e

N-(3-(FF&-2-9)-5-(3-He| ER o D) -T-5 - 149 g5 2[4, 3-d] 9 gV D-6(7TH) -4 ) - =otvtol = (3= s

M(3-(FE-2-9)-5-(3-HIEA A Y)-7-2 2-17-9 &Z 2[4, 3-d] F 2 D-6(7H)-LD)-H ZEo}ujol = (3}FEHE
38)
N-(3-(F&-2-9)-5-(3-H| EA #| D )-7-2 2-17-9 = 2[4, 3-d] 9 u|D-6(7TH)-QD)-Hl =olulol = (FFEHDT
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[0068]

[0069]

[0070]

[0071]

[0072]

[0073]

[0074]

[0075]

[0076]

[0077]

[0078]

[0079]

[0080]
[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

SS90l 10-0963644

39)
N- (3~ (T k-2-90) -5~ (30 5 A1 98 )75 - 1151 2} 2 2[4, 3-d1 31 2] W 9-6(74) -2 )-ofo] ] AWl ool = (3}t
=935 40)

N-(3-(Fr@-2-2)-5-(3-M L3 )T~ - 14-3] e £ 2[4, 3-d] 9] 2] M Q-6 (7)- )~ ool = (825
41)

N-(5-(3-1fo] ER39)-7-% 2-3- Ao &1 2 E 2 [4,3-d1 9 ) | F-6(7)-)-1 elopufol = (sHgEs
42)

N-(3-oke] 2 H-E-5-(3-1Fo| ER Y )-7-5 - 1H-9| 2HE 2[4, 3-d] 3| e M| -6(7TH)-Y)-H LR ofvpo] = (gt
5 43)

N-(3-0Fo] A F-E-5-(3-H o) ER M E)-7-& - 14-9] 2 E 2[4, 3~d] 9 2] v F-6(7TH)-L) -l =olufel = (BFEN T
44)

N-(3-ofo] 2 e -5-(3-o| ERHY)-7-S -1 &£ 2 [4,3-d] 9 Y| d-6(7TH)-Q )-ofo] 2] Al otnfol = (3}
SHEHT 45)

N-(3-o}o] AR E-5-(3-H| B H D )-7T-2 2-1-THFZE[4,3-d]| P H-6(7TH)-L)-Y ZEojnlol = (FFEHS
46)

N-(3-o}o] 2K E-5-(3-H|EZA| | d)-7T-S A-11-3 2} Z 2[4, 3-d] A D-6(7TH) - )-H Zolmlo| = (FgEHE
47)

N-(3-0}0) 22 3B -5~ (30 5 Al 9 )7~ % - 1) 2} 2[4, 3-d) 9] 2] v §-6(7H)- 2 )-o}o] ] TR ool = (34
E35 48)

N-(5-(3-UJolEZ2Hd)-7-&A-3-2 2 A-1 -1 g} £ 2 [4,3-d]| v d-6(7TH)-Q)-] ZE o}ujo] = (ggeEs
49)

N~(5-(3-LFo] E 27 W) -7~ 2-3- 3= 23 -1 §-3] 2} 2[4, 3-d1 9] 2] W ©-6(7H)-2) -l =oluto = (SFFEME 50)

N-(5-(3-Yo| EEZ | d)-7-& A~-3-Z 2 A-17-9 HZ 2 [4,3-d] | H-6(7H)-Y)-olo] A ZEo}ulo]| &= (3}3&E
H3 51)

N-(5-(3-HEAH D )-7-4-3-Z 2 A-17-9 FZE2[4,3d] A Y HD-6(7H)-L)-H FZE olnfol = (}HEH ST 52)
N-(5-(3-WEA H)-7-&2-3-Z 2 I-1j-7 & Z 2 [4,3-d] T 1) D-6(7TH) -2 Zojuol = (S}3HEHE 53)

N-(5-(3-HEAN L )-7-242-3-Z 2 L-1[-9HFE2[4,3-d] I | H-6(7TH)-L)-olo] 2y Al olulol = (F}3HEH
5 54)

N~(3-(4-EF 29 d)-5-(3-Heol| ERH Y )-7- - 17-T 2} E 2 [4,3-d] I V| Dd-6(7TH)-d)-H Z- o}ulo] = (&}
SEH T 55)

N-(3-(4-EF L 2Hd)-5-(3-Ho| ERZHH)-7-& -1 &E2[4,3-d] F v d-6(7TH)-L)-M Zolvlo| = (3}
EH3I 56)

N-(3-(4-ZF 2 29d)-5-(3-HEA ) -7-22-1/-Y =2 [4,3-d] F H v D-6(7H)-L)-U ZHolulo| = (3}
EHI 57)

N-(3-(4-ZF 2 23'd)-5-(3-m| FA D) -7-5 - 119 e}E 2[4, 3-d] 9] | D-6(7TH) - )-oto] Ay s ofwo] =
(=2 58)

N-(3-(4-2F 2 =3 d)-5-(3-FEd D) -7T-&2- 17V E2[4,3-d] ¥ D-6(7)-L)-Y ZEolnfol = (3}E
H3 59)

N-(3-(4-ZF 2 23d)-5-(3-m e ol ) -7T-F - 1-9] eFE 2[4, 3-d| F 2 D -6(7TH)-d)-dl =otmtel = (3}3HEd
3 60)

N-(3-(4-EF 2.2 D)-5-(3- D5 D) ~7-% & L1-51 24 2 2 [4,3-d) 912 | |-6(7)-9))- - Aolvtol = (SFEM
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[0090]

[0091]
[0092]
[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]
[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

SS=50dl 10-0963644

3 61)

N-(3-(4-55 29 d)-5-B-H Dol ) -7-Fa- 19 2hE 2[4, 3~d] 9 2 P -6 (7))~ ) -oto] A Rl ofmpe] =
(3FEHD 62)

N-(3-(4-EF 2 2399 )-5-HL-7-3 2- 1Y }E2[4,3-d] A Y d-6(7TH)-L)-H ZHolmulo| = (3}FEHE 63)
N-(3-(4-EF 2 23 d)-5-Fe-7-2 2-1/-¥}E2[4,3-d] ) d-6(7TH)-L)-U = olulo| = (3}FEHE 64)
N-(3-(4-ZF 2 239 d)-5-HA-7-2 2- 11 }E2[4,3-d] I v H-6(7TH) -2 )-Hl Zolulo| = (3}FEHE 65)
N-(3-(3-ZF 2. 27d)-5-(3-Jo| ERHd)-7- - 17T & E 2 [4,3-d] F Y H-6(7H)-L)-Y ZEl olule]| = (3}
SEHT 66)

N-(3-(3-ZF 2. 29d)-5-(3-WEA Hd)-7-2 - 177 2} =2 [4,3-d] F " H-6(7TH)-L)-Y ZElo}ule| = (3}3
EH3I 67)

N-(3-(3-ZFF 22 9d)-5-(3-WEA A L) -7T-&2-1-F2ZZ[4,3~d] F P d-6(7TH)-L) - =olnpo| = (3}FE
H3Z 68)

N-(3-(3-ZF 2 29 d)-5-(3-HZA A Y)-7-& 2-11-F Z=E 2[4, 3-d]F Y v D-6(7H)-LD)-o}o] A Z € ofpnjo] =
(3HE=H3 69)

N-(3-(3-ZF o =2 d)-5-(3-HEdud)-7-34-17-9FZE2[4,3-d A D-6(7HN)-L)-H e olnfol = (3=
W3S 70)

N-(3-(3-&FL29d)-5-(3-veaAd)-7-S A4~ 11-I2}EZ[4,3-d] FH P D-6(7TH) - )-oto] LAY IRl ofrfo] =
3FEHS 71)

N-(3-(3-ZF 2 239 d)-5-HE-7-3 2- 1Y }E2[4,3-d] A d-6(7TH)-L)-H ZHolmulo| = (3FEHE 72)
N-(3-(3-ZF ¢ 29 9)-5-HI-7-2 2-17-F & Z 2 [4,3-d]| T 2| D-6(7TH)-L ) -l Zo}ulo| = (F3FENST 73)
N-(3-(3-ZF 2 29d)-5-(HAD-7-2-17-F 2} =2 [4,3-d] | H-6(7H) - )-ole] AU FEl olulo]| = (8}3EH
5 74)

N-(3-(2-EF 229 d)-5-(3-Ho| ERHd)-7T-S42-14-H &2 [4,3-d] 2| d-6(7TH)-L)-UZHolulo| = (3}

SHEHST 75)

N-(3-(2-EF 229 d)-5-(3-w A d)-7T-S - 11-9 FE 2 [4,3-d] F 2 H-6(7TH)-Y4)-U =

N-(3-(2-%
(=S 78)

HAd)-5-(3-He| ERdE)-7-

FR2HE)-5-(3-HEA HE)-7-

A 1-9 B2 R[4, 3-d] T 2 D -6(7H)-%)-oFo] L] Tl ofmjo]

Slofrlol= (843

S - 1H-9) BV E 2[4, 3-d] 9 2 ¥ -6(7H) -2 )-o}o] A1) A Bl ojnjo] =

N-(3-(2-&F 2 =3d)-5-(3-w B d)-7T-5 - 149 E 2[4, 3-d] 9 YV D-6(7H)-FD)-H - etrte] = (345
W3 79)

N-(3-(2-ZF 2 29d)-5-(3-ml e ol d)-7-& -1 2E 2[4, 3-d] 3 2| D-6(7H) - )-o}o] AL Bl o}nfo] =
(3HHEW S 80)

N-(3-(2-FF L 2o d)-5-ad-7T- - 17-9] hE 2[4, 3-d] T g n|d-6(71)-¥)-H Zdolnte| = (SHFEM S 81)
N-(3-(2-FF L 29 d)-5-ad-7-% - 11-9 etE 2 [4,3-d] T | D-6(7TH)-L)-ote] U AR ofutol = (3}3HEH
% 82)

N-(3-(2-EF 2. 23 d)-5-Fol &-7-8 - 17-Y & =E 2[4, 3-d] ¥ v FA-6(7/)-L)-Hl =o}rlo] = (3}§HEH T 83)

N~(5-(3-Ho| ERHY)-7
W3S 84)

N-(5-(3-to] Ex o d)-7-

£ 22-3-(¥ 2.40-2-

8 2-3-(E) . 9-2-9)- 1= 2% 2[4, 3-d1 31 2] v] 9-6(71)-2))-v] ¥lofrlol = (335
9)-14-3] 2} 2. [4,3-d) 91 2] v] -6 (71)- 2 )-2-5] dopA E ko] =
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[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]
[0121]
[0122]
[0123]

[0124]

[0125]

[0126]

[0127]

[0128]
[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

(32 85)

N-(5-(3-tFo] EZ 3 )72 2

% 86)

N~(5-(4-Z %2 5 ) -7~ 2-3-(F

87)

N-(5-(3-HE=ZHd)-3-(1-9

88)

N-(3-(4-ZF 2 29 d)-5-Fo A E-7-E - 179 2} Z£ 2[4, 3-d] 9 M D-6(71)-Y
89)
N-(3-(4~-ZF Q2 2 d)-7-2 2-5-n-EA-17-9 = 2 [4,3-d] 3 2 v D-6(7H)-L )-F-

3-(El . 9-2-9)-14-v e} &= 2 [4,3-d] 9 2 v D-6(7H)-

o €)-7-2 2~ 17-F) 2} E 2 [4,3-d] F ) A-6(7H)-

e)-14-vEE2[4,3-d] ¥ d-6(7TH)-<)-U=

SS90l 10-0963644

-l =ofrtol = (SHEHEH

obrbol=  (FEWE

d)-wlzopupol = (BT

Zojujol=  (sh312M S

Yolrlol = (S EWE 90)

N-(3-(2-&F =23 d)-7-54-5-Hol d-14-¥ etE 2[4, 3-d] 9 2" -6 (7TH)-L)-L LRl ofrfo] = (shh=dz

91)
N-(3-(2-ZF 0 2Hd)-7- 2

N-(5-(3-Hol Em o d)-7-54

N-(5-(3-m| A d ) -7-5 -3
N-(5-(3-m| A d ) -7-5 -3

N-(3-(3-Z223E)-5-(3-Uo| ERdd)-7-

H3 96)

N-(5-(3-HEA WM A)-3-(4-F = =2Hd)-7-

W3S 97)

N-(5-(3-HEA M A)-3-(4-F = =2Hd)-7-

% 93)

N-(5-(3-HEA M A)-3-(4-F =2 Hd)-7-

H3 99)

N-(5-H-E-3-(4-F229d)-7-
N-(5-H-E-3-(4-F229d)-7-

2-Z 2 2-N-[5-(2-}o| ER-Hd)-7-2 4-3-7d-1

(3FEHS 102)

4-Z 22 -N-[5-(2-}o| ER-Hd)-7-24-3-7d-

(FFgEHT 103)

2-F R Z-N-[5-(3-}o| ERE-Hd)-7-24-3-7d-

(3FEHS 104)

3-Z 2 2-N-[5-(3-o| ER-3d)-7-5 2-3-7 -

(FFFEHT 105)

4-F B2 Z2-N-[5-(3-}o| EE-Hd)-7-24-3-9d-

(3FEHS 106)

8- A|-N-[5-(3-Lho] E 27 ) -7~ 437 -

(FgEHE 107)

W B A]-N-[5-(3-} ol ER-FHY)-7-& A-3-FH d-1

(§]rt§' H3 108)

—5-gel d-17-3 2} £ 2[4, 3-d] ¥ 2 v H-6(7H)-2

-3-gol d-17-v 2} = 2[4, 3-d] ¥ 2 v H-6(7H)-2
Aol &-14-v) 2} Z= 2 [4,3-d] 3 2] v D-6(7H)
ol &-17-v] 22 2 [4,3-d] 3 & v H-6(7H)-2

& 2-1-v e} E 2 [4,3-d] ¥ 2 W -6(7H)

S -1H-9) 2 E 2[4, 3-d] 9 2] F-6(7H)
Sa-1A-9 BE 2 [4,3-d] 9 2V D-6(7H)-2

,7-O&tol = 2-T gt 2 [4,3-d] 3 g d-6-2 -9l =olulo] =

)-UmElolulel = (5%

=
d)-Hl=olvtol= (3= E 95)

S -1~ E 2 [4,3-d] T 2 B HF-6(7TH) -

globrbol = (8h)

e
d)-Hl=olvtol = (W E 101)

A)-wl=olnfol & (SIHEHS 92)

Zolutol= (33 93)

-o)-Yeolnjol=  (3}FE

SV EkE 2[4, 3-d9 2P H-6(70)-d)-H I olrte| = (3hgE

)-fl=ofrtol = (SHEHEH

& 159 eFE 2 [4,3-d1 9 2 v 9-6(7H)-9)-2- A Lolvlol = (3H5HR

1,7-vsto| =2-T 2t 2 [4,3-d] 9 2] v d-6-4 |-ul =olulo] =

1,7-vlsto| =2-T 2t 2 [4,3-d] 9 2 H|d-6-4 |-ul =olulo] =

1,7-t)aho] = -] 2} 2[4, 3-d] 9] 2] 9] §1-6-1 |-l Zo}upo] =

1,7-vsto| =2-T 2t 2 [4,3-d] 9 Z v H-6-4 |-ul =olulo] =

1,7-vlsto| =2-T 2t 2 [4,3-d] 9 Z] | H-6-4 |-ul =olulo] =

7-vlahol =292l E 2 [4,3-d) 9 2] 1] 62 |-l Zof o] =

3-ZFQ 2-N-[5-(3-Uo|ER-HY)-7-&4-3-Hd-1,7-Uslo| = 2-u g} £ 2[4, 3-d] ¥ 2] 1| ¥1-6- |- = o}m}o]
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[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

SS90l 10-0963644

= (3FEHE 109)
4-Z2F 9 2-N-[5-(3-Yo| ER-H Y )-7-242-3-Hd-1,7-U 30| =2~y g}FE[4,3-d] T g d-6-< Zolu}o]
= (3FEHE 110)
3~ E-N-[5-(3-Yo| EZ-Hd)-7T-54-3-7d-1,7-Uslo]| E2-F L2 [4,3-d]| T 2| v D -6-Y |-l Zofrfo]| =
(FgEHT 111)

-H & -N-[5-(3-L}o| ER2-Hd)-7-2 4-3-Hd-1,7-t|slo| E2-1 g} 2= 2 [4,3-d] F 1| H-6-Y Zojujol =
(§} EWE 112)

N-[5-(3-HA D &)-3-(2-ZF % B Hd)-7-& 2~ 119 =2 [4,3-d] & 1| Pd-6( 7)) - |-A Do} N Eolulo] = (3}
FEWE 113)
N-[5-(ANEZ2FHANY)-3-(3-FF L2 L) -7-SA2-17-F 2= 2 [4,3-d] F M H-6(7])-L |- Lo} | Eolrlo] =

(FgEHT 114)

N-[3-(4-ZF 2 2o d)-5-(A Do &) -7-S -1 2= 2[4, 3-d] ¥ 2l v P-6( 7H)-L ]-U ZHofnfo] = (F}3HEH
3 115)

N-[3-(4-ZF 229 d)-5-(H DN )-7-L 2-17-9) &Z 2 [4,3-d] T 1 H-6( 7)) - |-l Zolulol = (3FEHT
116)

N-[3-(4-ZF % 29 d)-5-(F D )-7-2 2-17-F & Z 2 [4,3-d| T 2V D-6( 7H)-L |- Do} ojufol = (33
E¥H3E 117)

4R34 —g— 29 9)-5-(A DN D)7~ 21, 7-T 8o] =2 2} B 2 [4,3-d) 7 2] ] 11691 ] -4 =}
el (SgHEUE 115)
A= RN (4 E 72 20 )5 (3 F A W )7 21, -] 5o = 23] 2 24, 3] 31 2] vl G- -

Zolufol= (F}EHE 19)

31BN -N-(3-(4-F 70 2 )53 HAMA)-7-5 -1, 7-E) o] = 2 2k E 2 (4, 3] 9] 2] o] W-6-21 |-
Zofupo] = (Bgt=H s 120)

FEYEF L 2uE-N-[3-(4-FF 2 25 d)-5-(3-H AN A )-7-§4-1,7-tsto| = R-v B E 2[4, 3-d] 9 2] ] P~
6-d]-dl Zolulol = (F}TEHE 121)

8- E-N[3-(4-F 7 0 23 d)-5-(3-H FA M 2) 7~ 21, 7-v] Sho] = 23] ehE 2[4, 3] 9] 2] v -6 |-l =
olmfol= (FFEHI 122)

3-3 2 R-N{3-(U-E T A D)5- G- EA M) 7-§ 2-1, 7-T) o] = 23] FE 2 [4,3-d) 7] o] v] ©l-6-2 |-
zolulol = (8}3EME 123)

N-[3-(4-FF L 29d)-5-(3-t| EA N A)-7-& -1 &E2[4,3-d] F e v d-6(7/)-Ld |-l =olufo] = (313
H3E 124)

-[3-(E] Q. 3-2-9)-5-HAE-7- A~ 1Y 2} =2 [4,3-d] F | D-6( 7H)-L |- o} ¥ Eo}ulo] = (33EH
125)

- E-N-[3-(2-E] LA U-5-AE-7-& 4 -1, 7-Tlo| E2-T e} £ 2 [4,3-d]| T 2| v d-6-L |-wl Zo}nlo| = (3=
W3 126)

S EA-N-[3-(4-ZF22Hd)-5-(2-FF 229 H)-7T-&4-1,7-tste| =2~ L 2 [4,3~d] 3 2 | d-6-L |-
Wlzolulol = (83t E 127)

3 E-N-[3-(4-F -2 23 d)-5-(3-FF 2 R ) -7-52-1,7-T) Spo] = 2-7] 2} & 2[4, 3-d) 7 2] ] W6~ |-l
Zolulolt (3}EEH S 128)

N-[3-(4-EF 22 Y)-5-(3-FF L2 d)-7-5 -1 T e} £ 2[4, 3-d] 9 W H-6( 7)) -4 -3 do}A| Eofrjel =
(sHgews 129)

3 H-N-[3-(4- B 7 2. 2 d)-5- AN B-7-% &1, 7-0) 3Fo] = 23] 2} 2[4, 3] 9] 2] 1] ©1-6-9) -4 =o}vpo] =
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[0166]

[0167]

[0168]

[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

SS90l 10-0963644

(3325 130)
NFGE-(4-Z22909)-7-22-5-Ad d-1FI HZE 2 [4,3-d] 9 2 H-6(7TH)-Y) Y ZE olulo] = (3}3HEH
NFE-(4-ZF2290d)-7-S2-5-A d-1FT ZE 2 [4,3-d]/9 2l 9-6(7H)-L) Ml Zolnfo]| = (3}eEH 5 132)

MN-(3-(4-F2 29 d)-7-242-5-Aoe-1FY}E2[4,3-d] I D-6(7TH)-L)-2-H o}y Eolulol = (FFEHT
133)

N(5-(3-HEAHNA)-3-(4-F 22 d)-7-22-1F 9 GZ=2[4,3-d] I UA-6(7H)-L)-4-tert-F-Eul Zojnjo]| =
(3325 134)

N-(3-(B-F 22 d)-T-5 -5 Ed-1FoeE R[4, 3-d] 9 2| -6(7H)-d) Y - oprte] = (3heh

NF(B-3-222Hd)-7-S2-5-r=d-1/FIIE2[4,3-d Y H-6(7H)-L)Hl =o}uto] = (3}

1>4
9,
o
g
o
f
Lot
o
)
e
lof
—
w
=)

N(3-(3-E22H9)-7-22-5-Ad-1FFFZ2[4,3-d)F 2| d-6(7H) -G )4l
N(BE-(3-Z22H49)-7-22-5-Ad-1F 9 HE 2 [4,3-d] I g 9-6(7TH) - )-2-3 d o} 4| Eo}ufo] = (F3EH
138)

M(3-(4-A o] ZF2 A A Hd)-5-(3- U EZ U )-T-S -1 ZE 2 [4,3-d] H 2| H-6(7TH)-F ) Wl Zolnfe| = (35
EW3E 139)

MN(3-(4-Ao] Z2 A A Fd)-5-(3-H EA HD)-7-2 - 1F T & Z 2[4, 3-d] F 2 H-6(7H)-Q ) =olulo| = (3}3E
W3 140)

N-(5-Fe-3-(4-ZF 2 2HD)-7-2A2-1F N }E2[4,3-d1 9 & D-6(7TH)-Y)-2-7 o} A Eo}ufol = (EdT
141)

NF(5-HE-3-(4-F 22 )-7-S - 1F T E 2 [4,3-d] 9 2 D-6(7TH)-d)-3-w el =oluto]| = (5}FEWE 142)
N (5-(3-m| A ) -3-(4-F 2R A D) -7-S -1 T e E 2[4, 3-d] 7 2 -6 (71)-D)-3-vl Dl =ofuto] = (5}t
EWs 143)

N(5-AA-3-(4-F22HD)-7-22- 119 ZEE[4,3-d] I D-6(7H) - )-2-3 o} A| Eo}ufo] = (332N
144)

N(B-(3-Z22HY)-7-S2-5-H -1 eE 2 [4,3-d] ¥ 2| d-6(7H) -2 )-3-v e Hl Zolulo| = (SFEHD 145)
NGB-(3-Z22HY)-7-S2-5-rrELD-1FT e} &£ 2 [4,3-d] 9 H-6(7H)-Y)-3-v Dl Zolnlo] = (e
146)

3N (5- (3ol ER2 o ) -T-5 -3~ D19 £ 2[4, 3-d] 9] 2] H-6(7TH) - )Wl =ofmtel = (Shet=i e
147)

N-(5-(3-te] ER A L) -7-S A-3- o -1 25 2[4, 3-d] 9 2 D-6(7TH)-Y)-2-F delA| Ecrtol = (351
5 148)

¢

N-(5-(3-HEA Hd)-7-2 2-3-Fo| &-1/-T FZ 2[4, 3-d]F 2 H-6(7H) - )-3-w & wll Zo}njo] = (e
149)

N(5-(3-HEA A L) -7- 2-3-A -1/ ZE 2[4, 3-d] 9 2 D-6(7TH)-L)-2-FH ol Eolrfo| = (FgEHE
150).

st 2 oy gr] gleka] 12 EMQ“ HHE2IYude A AzUHes xisi, Houk ol
w2 AP dlr] ek 27 BAEE 3,4,5-X89 vEgE FEAZ neld ssA A A ek 12 %
ANHE ggE2Ignde §EHS ﬂuo}t HAd & EFEte] o] Fojxit),
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[0180]
[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

o4 2

SS90l 10-0963644

O H
H N‘N

Ry N\

Ry
247] 834 204, Ry, Ry, @ Ry 24z 217] 348F2] 10)A] A elak ups} 7o}
B mE AxddA FdsiA e nEs v 2k x27dA St o)) AFEE L AL E
DEAEN, P, AL, EAEGA Fol Agd F k. WSzt MEz AgH QUi wg
& st FdE ¢ AT, Bo d8d ugst v FYs] AsME T4 /718 e 59,
A, 74, oldE, AL, AR, AFEAG & AT 3 M T Ao B 1A
D% Jlesin, pRFo s —90 C UA AFEE 8o FRew WU 483 4 9, nlEAE A=
60 C 1HX] 100 C X—]E,] _QEE %X]E}-‘“ 3_101:1—
g, 2ol wE AxyyelA whgEAR AR A7) gehA 22 BAEE 3,4,5-X38 HgE FEA
= Al SghEelt A7) BfehAl 92 TAEE 3.4.5-X3% wulE SwAe] Azwwe 57 uS Al o

iii) st7] 338Ha 58 FAHE 4-UERA-1F98FE 3FES 3dste sty 3182 60

e olsHz BFBoR AssE 34
iv) 371 8o 6o EANE obrlwseE osH 5%
AR Fol, ARalste] 7] BehA 82 EAIHE d-opio

shob) 82 HAEE 4-ob el mostelE-5-te

2 RN EE oy

B3} 7] Sy T2 BASE obd HEES W
P eoshet 57t B Ao 2 ASEHe 14

Aakat 7] shek 9= A= obd shol =kl

, 3F7] 3keka] 2= FAEE 3,4,5-X8 s fFEARE dgdes 34,

w4 2
o) NaOEt o o ? 9
I _EtocOCOEt I aq. NaNO, R1M002Et
R4 EtOH R4 CO,Et AcOH, HO" N
o
N T R PN
NH,NH,H,0 . Ry L
2NH2h, eto” ¢ N eo” ( N 2
EtOH, Pyr
o=N R4 H,N R, DMAP(cat.)
(5) (6)
o [0} (o] H
] ©) H
,_60 . N Rs™ "NHNH, R, \
%NH Ry DCC (o) NH R
(8) (2)



[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

SS90l 10-0963644

of <&l W (Proic et. al., Synthesis 1991, 195-198)<& Fx3lo] A% 4 Je=d), 4= =54 A= 3
FEI AU dEA|E W YoEAoEE ek v ZA 9HSAA A xdle] AMEE 4= Q).
F7] WA 20 whE A7) slehe] 22 FAIEE 3,4,5-AFE IHE FEAY AXUHS 4 AxgER B
o FAH g dysid gy 2t
i) WA, A7) stgty 3082 FAHE B-UAE FES olAXMUEFH wSAIA, 7] sehy 42 #HA]H
L= OgAE 24 33ES A z3), A7) MreEm R olHEAl B B3} oA EALY] E3HEmS ALES
of e, W= 0 C iR A9 2EWe], ufgds|25 0 T R 20 T =% WA G333}
= Aol Foh Hk&-o] A H, Hk&8 o] ATE FIHYO|E, AUE Hlo|FlRUOE 5 EEAAHZ X
= 2ol 83AIT 8 FEE Hulste] 89 pHE 7 AEER 2AetY], HHE8d Fol Ik oA EALS
AASES Stk
i) 283, 7] 3shd 42 gAH= HAE A S3ES slel=gd FstEd vkSAlA, 4] sshy 5=
BEAE = 4—14 2179 E8E SFES Axg. 7] ESEEE WeE, odeE T 4F v =
ok 5

@]
=
N

29 EFENE Agatol FAH, WSLEE 0
H
=

Sl Fash Ro] ot

i) e, 4] B 52 BAEE SUESA-1ETEE GRS BANIAA, 7] B 602 EA
Hi olwslebE oaHE HEEe Axdc 1AZAE B0 BUATE BF AH sl nigy
A/ZAE AFMDE A 2A WSATE Aolth, o, WEEMEAE B, ¥ 7180
B35 §71809 EGEE G A% sbsath. wgo] SAHH, Wge] £rlg uvolE, &
Ug veltudlelE 5 FuaHE wi B S £ FHz Bse] g9 piE 7 AEE 245

iv) el A S 6o EAHE opvweueE dsu HRE A S5 72 BAHE o Bt
& WA T, AFRasel 47 S5y 82 EASE 4-obdolrw-nelE-5-2BAE Az,

A7) Wge NN-chels o] sl 29 (4 WAP) Fvl % obmeds] EAlstelA FAT el olwe]
t Eelddol, WY 59 B0 4719718 A8 £ Ak WEEE 20 T WA e 2%
9, wRHASIEE 0 T A 20 T 2% WA FRse ol Fh Y] ASRAE B9 4 )
FRe EE 9% Aeve PHoR £9T 4 Ak

Aotn|ie-mhetE-5-k 2 Ak ) gheba] 97 A= obad &
sleh] 28 BAIEE SEES Az 37 ALY WAk
iﬂﬂulc (EDC), 1,3-tho]spo]Fz 3l aslawttololn]= (dCC)
-20 C WA g2 2= e, ahAelEE 0 C WA 20 T

=

&
3
o
(=
oo
r TO
rlr

A A Floldlo]= 3B (glycogen synthase
288 VAR dgAe fa B R
=]

il
=5
>
i
Ir
oty
E U
i
t
Ir
12
2
Lo
22
o
il
ﬂ
oo
_}L
olr
e 2
o

= 1

=
g o
E
il

o2 FfEo] v FAl e FAAE kA 3] s
e FFEEC g FREdE SAHT] Astd, 7 Fg AEF dig G4 oA BeE SANL 59
22324 4 Froldle]= 3B (GSK-3B)el tist B4 A =g SA3 Tt GK-3B &= AH/EdLd 7}
ojulo] =& A CDK(cyclin-dependent kinase)$®} A Tl Eaar=a Aol w40z LA Ut

=
53], TRAIL(TNF-related apoptpsis inducing-ligand)e] &4 Z4dd| #s}AY, P53-9FE A EAVE(P-53-
dependent apoptosis)E ZAsFo =M AL ES Yehlle oz By vk, ( Molecular. Cancer,
Therapeutics, 2003, 2, 1215; Clin. Cancer. Res. 2005, 65, 9012; 2005, 11, 4580).

oo e AT Az AHEE= AVl sEHA 12 BAHE s AT R S8 THe
< gl 7ls EokllA FdAd W gl : : : . Ak

ole) Azd % o; Ao, o W QA BEA,
A A
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3H)

7.14 Hz,

1.43 (t, J

2H),
olo]E (5.98 g, 23.5 mmol)ol] o}FAEAF 60 mL
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4.42 (q, J = 7.14 Hz,

11,

sfol =% A)-2-

-3

7.86 Hz, 1H), 7.04 (s,

J
(D)-dEbd-4-(3-F229d)4

(t,

[0212]

[0211]



[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]

SS=50l 10-0963644

3, 10 WA 12 TR W& 575 15 mloll <1 NaNO, (1.70 g, 24.7 mmol) &N& H71ekd ). 20 TR &
2 1 Abset wwdk & oogE2E Wi ¥3F NalC0; 8902 pl ~70] & w7}z FES] oM EALS
AAs AL, FE=E F715S MgSO= Adx F o3k ths, At sF3ste] dxAA (D)-dd 4-B-Z 227
d)-3-gfo] =F Al oW -2, 4-Tho] S AR B0l o]E (5,52 g, 83 %)& YU,

I NMR (300 MHz, CDCl3) & 7.86 (s, 1H), 7.73 (d, J=7.73 Hz, 1H), 7.61 (d, J = 8.54 Hz, 1H), 7.48 (t,
J=17.86Hz, 1), 4.41 (q, J=7.11 Hz, 2H), 1.39 (t, J = 7.11 Hz, 3H)

ii) og 3-(3-F 229 d)-4-Uo|EZA-17-v g =-5-7l 2B A g o] E (3}82] 5)9 Ax

(D)-olg 4-(3-F2=2Hd)-3-(5lo] =2 Aol x)-2, 4-T]& AR Exoo]E (5.51 g, 19.4 mmol)ol] o€t 55
nLE 93, 0 T2 Uy slel=2x 4= (1.19 mL, 19.6 mmol)S 78} ). 208 & Agown g 3
1 HeQt wiksl g oHE2E Hrlete Y vF § 1z A} FEHIA od 3-(3-FREHd)-4-HolER

H-9eE-5-7t 2540l ES A

' NMR (300 MHz, CDCl;) & 8.00 (s, 1H), 7.88 (d, J = 8.87 Hz, 1H), 7.53 (d, J = 8.09 Hz, 1H), 7.44 (t,
J=7.7 Hz, 1), 4.44 (q, J=7.14 Hz, 2H), 1.42 (t, J = 7.14 Hz, 3H)

iii) olg 4-ofn=-3-(3-F 22 I-11-H E-5-7t 254 o] E (532 6)9 Az

g 3-(3-ZFREIL)-4-Uo|ERAa-1[-9F-5-7t2EAM & (2.57 g, 9.18 mmol)ol] &4 THF |
(H,0/THF=3/1, v/v) 46 mLZ YL, ¢1F (4.22 g, 36.7 mmol)S 718 5, 23k A4k (4.80 mL) (S1F9] 1.5
eq)S H7kste] 3 AzHEer wwkslsic. ool pH7t 79 wWizkA] aA NalC0,Z Hd71Heh 5, H0= 3 H
oAE olMEHo|ER FE3] f715S MgSO,E Ax F o7d g 4t sF3. 4 GFvE &
g A9 A2vEIH(LEY: AA/EA= 2/1- 1/D31] oE 4-olvwe-3-(3-F R 2 d-11-9E-5-7I2

SHUCIES AT,

I NIR (300 MHz, CDCl3) & 7.73 (s, 1H), 7.61 (d, J = 7.47 Hz, 1H), 7.43-7.32 (m, 2H), 5.06 (br, 2H),
4.43 (q, J=7.12 Hz, 2H), 1.38 (t, J=7.12 Hz, 3H)

iv) 4-(3-HolEZWl Zoln] =-3-(3-F 22 d)-1/-I] &E-5-7) 25 A (3}8h2] 8)9] A=

og 4-o}m=-3-(3-F 22 )-17-9 FZE-5-7} 22 A AL & (493 mg, 1.86 mmol), Zwj=ke] DMAPO =@
Zgol= 5.0 mLE ¥, 0 C= Wy &Y (165 pL, 2.04 mmol)< U7}0}9i11]—. Hed F2glol=

ol -yolEzulxd FZFo]= (458 mg, 2.42 mmol)E FH7Ista 308 & A2 &8 2 Ao Nkl
o}. ES ke & vEd FRolR FEEY fU]FE MgSO,E AxE F o3, Y FF538lT).
A4 AZvEI I ($E5Y: dLH/EA=1/1 — NC/ MeOH=10/1)38}4] o€l 4-(3-UolEZulZolu]|%2)-3-(3-F 2=
Hd)-17-3] g} E-5-7t 25 Aol E (648 mg, 84 95 LAL}.

' NMR (300 MHz, CDCl;) & 8.89 (s, 1H), 8.80 (s, 1H), 8.45 (d, J = 7.48 Hz, 1H), 8.30 (d, J = 7.35 Hz,

), 7.73 (t, J=8.00 Hz, 1H), 7.63 (s, 1H), 7.52-7.50 (m, 1H), 7.34-7.33 (m, 2H), 4.33 (q, J = 6.79
Hz, 2H), 1.29 (t, J =6.74 Hz, 3H)

g 4-(3-L}o|EZMl=oln| 2)-3-(3-ZF2 29 d)-1/-9 &} Z=-5-7}2 2 A1 2k A (167 mg, 0.402 mmol)dl] o &+
3.2mL (0.125 M)Z 93, 2N NaOH (604 pL, 1.21 mmol) H7F8F] 70 ColA 3 A|7H5QF wakslglo), A
202 ¥ 0 CollAl IVHCIZ skt & HZ2 F&310] f715S MgSO,= Ax 3 oz, A% 553

-
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[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

S=53d 100963644
o] MAE (156 mg, 100 %)& LTh.

I NMR (300 MHz, CDOD) & 8.82 (s, 1H), 8.47 (d, J = 8.24 Hz, 1H), 8.34 (d, J = 7.87 Hz, 1H), 7.80 (t,

J =28.00 Hz, 1H), 7.75 (s, 1H), 7.66 (d, J = 6.89 Hz, 1H), 7.45-7.37 (m, 2H)

v) 3-(3-FR2¥Y)-5-UIE Ao =g 2 d-4-(3-Ueo| ER Y ) FtE B A olu| -1y g} (384
2)9] Az

4-(3-Jo| Egwl =oln §)-3-(3-F 2 2 7d)-17-9] 2} Z-5-7} 2 E XA (101 mg, 0.261 mmol), L]i slo]l =g}
= (39.5 mg, 0.288 mmol), g o}AEHIO]E9.0 nLE Eil, 0 CTE Wy d¥ olAHo]E] =2 DCC (60.0
mg, 0.288 mmol)S FH7}stiTt. 158 & Ao= &7 3 AIEd uytet s, B85 @7%}3 ol el oA
HolER F&313t). FE2d F715S NgSO,E HAx T A, 3 559 Fo 49 azReEay($
Zol: MC/ MeOH=10/1 — 7/1 — MeOH)3}e] WA E (90.6 mg, 69 %) LAt

H NMR (500 MHz, DMSO) & 9.06 (s, 1H), 8.83 (s, 1H), 8.73 (d, J = 4.92 Hz, 1H), 8.46 (d, J = 8.04 Hz,
1H), 8.37-8.31 (m, 20), 7.79 (t, J = 8.10 Hz, 1), 7.73 (s, 1H), 7.63-7.56 (m, 2H), 7.50-7.45 (m, 2H);
BC MMR (125 MHz, CDOD) & 165.4, 164.8, 153.0, 149.1, 148.5, 136.2, 135.9, 134.7, 134.3, 131.6,
131.0, 129.2, 127.0, 126.7, 125.7, 124.3, 123.0

[AAo]

719 AAeE=, A7) Farde whios FAE Y] sty 22 FAIE= 3,4,5-A% HEE fFEAE A
3} whgsle] 2 Whgo] EXSte mEtERynd2 fFEAE $43 iy od2A, 2 dgo] sy Al
24 A== AL ofyrh

AAd 1. N-(3-(3-F223d)-5-(3-Ue|ERHY)-7-S4-11-Y2}E£ 2 [4,3-d] 9 v D-6(7/)-L)-Y oju}
ol (F3EHE 1)

3-(3-ZF22HY)-5-(3- o EZH )7t 2EA olu| - ZRISlo| =gl /gt R d-14-v] 2} & (75.0 mg, 0.148
ol

mmol), Za]S1AH(PPA) 478 mgell EF<l 2.0 mLE 9 110 CTolA 5417 BF 3 To, ALozm v 2 Yy &
H S HUEsle] 2N NaOHZ 47)313}9l ). el olMEle|ER FED F7]5S MgSO.2 Hx2d Fo o
T = 7t 553 o, A gRvtEafy (59 CHCly/ MeOH=10:1, v/v)3sle] A& (39 mg, 54 %)<
At

' NR (500 MHz, CDsOD) & 8.88 (s, 1H), 8.74 (d, J = 4.95 Hz, 1H), 8.64 (s, 1H), 8.40-8.35 (m, 2H),
8.29 (d, J=17.77 Hz, 1H), 8.18-8.13 (m, 2H), 7.77 (¢, J = 7.99 Hz, 1H), 7.56 (dd, J = 4.95, 7.98 Hz,
1H), 7.48 (t, J = 7.76 Hz, 1H), 7.41 (d, J = 8.49 Hz, 1H); 13(3 NMR (125 MHz, CDsOD) & 166.1, 152.8,

152.2, 147.8, 147.7, 135.9, 135.6, 134.6, 134.3, 132.7, 129.9, 129.3, 128.4, 128.1, 126.1, 124.6,
124.4, 123.9, 123.3

Ao 2. NM(3-(3-FZ2HY)-5-(3-Uo ERZHY)-7T-S - 173 &Z 2[4, 3-d] 3 2 v H-6(7H)-Y ) -l Zo}n}o]
= (BgEHZ 2)

& 51 % H MR (300 MHz, CDsOD) & 8.67 (s, 1H), 8.37-8.29 (m, 2H), 8.16 (d, J = 7.77 Hz, 1H), 7.77-

7.69 (m, 3H), 7.56-7.48 (m, 2H), 7.47-7.39 (m, 4H); 13C NMR (75 MHz, CDsOD) & 167.7, 153.1, 147.7,
135.5, 134.6, 134.3, 132.6, 131.1, 129.9, 129.3, 128.5, 128.1, 127.2, 126.1, 124.6, 124.4, 123.4
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[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]

SS90l 10-0963644

AAe] 3. N(3-(3-F223Y)-5-(3-po| ER Y )-T-S - 17-5] e} E 2[4, 3-d) ¥ 2 W D-6(7H) -2 ) ofo] -1 =
dojulo| = (83EWE 3)

HONMR (300 Mz, CD:OD) & 8.72 (d, J = 6.04 Hz, 2H). 8.63 (s, 1H), 8.40-8.35 (m. 2H). 8.29 (d. J =
7.08 Hz, 1H), 8.14 (d, J = 7.77 Hz, 1), 7.77 (t. J = 7.97 Hz, 1H), 7.68 (d, J = 6.15 Hz, 2H), 7.48
(t, J=7.91Hz, ), 7.41 (d, J=8.35 Hz, 10); C NNR (75 MHz, CD,OD) & 165.7, 152.7, 149.9, 147.8,

139.4, 135.3, 134.5, 134.3, 129.9, 129.4, 128.2, 126.1, 124.6, 124.5, 123.3, 121.

Ao 4, NF(3-(3-FZ2HY)-5-3-HEAHAD)-7T-S - 173 HE 2[4, 3-d] 3 2 D-6(7TH)-Y ) - T - o}n}o]
= (BgEHE 4)

8 85 % H NMR (300 MHz, CDOD) & 8.80 (s, 1H), 8.74 (d, J = 4.94 Hz, 1H), 8.37 (s, 1H), 8.29 (br,
1H), 8.12 (d, J = 8.03 Hz, 1H), 7.56 (dd, J = 4.95, 7.95 Hz, 1H), 7.47 (t, J = 7.86 Hz, 1H), 7.40 (t,

J=7.99 Hz, 2H), 7.26 (d, J = 7.28 Hz, 2H), 7.08 d, J = 8.74 Hz, 1H), 3.82 (s, 3H); lSC NMR (75 MHz,
CD,0D) & 165.3, 159.4, 155.0, 152.4, 147.7, 135.9, 135.1, 134.3, 129.9, 129.0, 128.1, 126.1, 124.6,

124.0, 120.4, 115.5, 113.8, 54.5
N (3-(3-2 22 3D)-5-(3-M A A )-7-S A-14-7) 2hE 2[4, 3-d) T 2] v -6 (7TH) - ) -l =olwleo] =

' NMR (300 MHz, CDsOD) & 8.38 (s, 1H), 8.30 (d, J=7.71 Hz, 1H), 7.72 (d, J = 7.04 Hz, 2H), 7.58 (t,
J =7.44 Hz, 1H), 7.50-7.43 (m, 3H), 7.41-7.35 (m, 2H), 7.28 (d, J = 7.26 Hz, 2H), 7.05 (d, J = 7.04
Hz, 1H), 3.80 (s, 3H); 13C NMR (75 MHz, CD:OD) & 159.3, 134.3, 132.3, 129.9, 128.8, 128.3, 128.0,
127.2, 126.1, 124.6, 120.6, 115.5, 113.7, 54.5

AA 6. M3E-(3-FE2HY)-5-(3-WEAHY)-7T-FA- 11T EZ[4,3-d] F v D-6(7TH-Y)-olo] 2~ =ZE
ool = (sh3HEW S 6)

% 71 % 'H NMR (300 MHz, CDOD) & 8.60 (d, J = 6.12 Hz, 2H), 8.38 (s, 1H), 8.31 (d, J = 7.78 Hz,
M), 7.65 (d, J=6.13 Hz, 2I), 7.46 (t. J=7.92 Hz, 1), 7.35 (t. J = 7.89 Hz. 2H). 7.31-7.28 (m,
9H), 7.02 (d, J = 7.65 Hz, 1H), 3.79 (s, 3H); C MMR (75 MHz, CD,OD) & 159.1, 154.9, 149.1, 136.1,

135.0, 134.2, 129.8, 128.6, 127.8, 126.1, 124.6, 122.0, 120.6, 115.2, 113.7, 54.4

o

1Al 7. N(3-(3-222IL)-5-(3-Ho| ERdd)-T-§ - 149 2} E 2[4, 3-d] 9 2| D-6(7H)-L ) - olrfo]
(F=Hz 7)

& 52 % ' NR (300 MHz, CDsOD) & 8.53 (s, 1H), 8.40 (d, J = 8.29 Hz, 1H), 8.29 (s, 1H), 8.23 (d, J

= 7.66 Hz, 1H), 8.06 (d, J = 7.75 Hz, 1H), 7.76 (t, J = 8.11 Hz, 1H), 7.43 (t, J = 7.70 Hz, 1H), 7.35
(d, J=18.03 Hz, 1H), 2.30-2.11 (m, 2H), 1.54-1.42 (m, 2H), 0.73 (t, J = 7.37 Hz, 3H)

13C NMR (75 MHz, CD,OD) & 173.7, 152.8, 147.7, 135.7, 134.6, 134.5, 134.3, 132.8, 129.9, 129.3, 128.0,
126.0, 124.6, 124.3, 123.4,35.1, 18.2, 12.2
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[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

[0256]

[0257]

S=50l 10-0963644

AAlel 8. W(3-(4-F2ZAH)-5-(3-the| ERAY)-7-S - 143 2tE 2[4, 3-d] I F M H-6(7H) -4 )-H Z - o}mp
o= (3FEHZE 8)

% 70 % H NWR (300 MHz, CD:OD) & 8.89 (s, M), 8.68 (s, 1H), 8.57 (d, J = 3.67 lz, 1), 8.35 (d, J
= 8.53 Hz, 2H), 8.30 (d, J = 8.59 Hz, 1H), 8.17 (d, J = 7.81 Hz, 2H), 7.68 (t, J = 8.03 Hz, 1H), 7.43-
7.41 (m, 30); "C MR (75 MHz, CD:OD) & 152.6, 150.8, 148.0, 147.6, 136.5, 135.9, 134.7, 133.9, 128.9,
128.4, 127.8, 123.9, 123.6, 123.4

Al 9. F(B-(4-FR2IAE)-5-(3-He| ERHE)-7-5 - 119 2tE 2[4, 3-d] 9 2 P d-6(7TH) -4 ) -Hll =o}wto]

& 70 % ' NIR (300 MHz, CDsOD) & 8.66 (s, 1H), 8.34 (d, J = 8.61 Hz, 3H), 8.15 (d, J = 7.73 Hz,
1), 7.76-7.69 (m, 3H), 7.56-7.40 (m, 5H)

Ao 10, M(3-(4-E2Z2HH)-5-(3- o ERZH D) -7T-54-17-9 2} 5 2[4, 3-d] 9 2V H-6(7TH)-Y) o}o] - =
Holulol = (s}gEW s 10)

S8 80 %; H NMR (300 Miz, CDOD) & 8.68 (s, 1), 8.53 (d, J = 6.12 Hz, 2H), 8.36 (d, J = 8.66 Iz,
oH), 8.29 (d, J = 8.28 Hz, 1H), 8.17 (d, J = 7.92 Hz, 1), 7.71 (d, J = 6.15 Hz, 2H), 7.66 (t, J =
8.02 Hz, 1), 7.48 (d, J = 8.68 Hz, 21); C NMR (75 Milz, CD,0D) & 148.7, 147.5, 134.8, 133.7, 128.6,
128.4, 127.8, 123.6, 123.5, 122.3

AAld 11, F(E-(U-E229d)-5-(3-HEA Hd)-7- -1~ 2} 2[4, 3-d] F 2 D-6(7TH) -4 )-H Z " o}w}o]
= (FFEHE 1D

S8 46 % M NMR (300 Miz, CD0D) & 8.80 (s, 1H), 8.63 (d, J = 4.94 Hz, 1), 8.34 (d, J = 8.64 Hz,
oH), 8.12 (d, J = 8.00 Hz, 1H), 7.48 (d, J = 8.66 Hz, 3H), 7.35 (t, J = 8.01 Hz, 1H), 7.27 (d, J =
8.02 Hz, 2). 7.02 (d. J = 8.48 Iz, 1), 3.79 (s. 31); “C NMR (75 Miz. CDOD) § 159.2. 150.9. 148.0.
136.1, 136.0, 133.8, 128.6, 128.4, 127.8, 123.6, 120.6, 115.1, 113.8, 54.5

Ao 12, F(3-(4-E 223 D)-5-(3-HFAH D) -7T-S - 17-3] 2t E 2[4, 3-d] 9 2 M -6 (7TH) - ) -Hl Zofnfe] =
(3FEHT 12)

TE 90 %; I NMR (300 MHz, CDsOD) & 8.33 (d, J = 8.61 Hz, 2H), 7.71 (d, J = 7.17 Hz, 2H), 7.60-7.43

(m, 5H), 7.37 (t, J=7.83 Hz, 11), 7.26 (d, J = 7.57 Hz, 2H), 7.04 (d, J = 8.61 Hz, 1H), 3.79 (s, 3H)

AAld 13, F(3-(4-F2 29 d)-5-(3-HEA A D )-7- - 1F-T SFZ 2[4, 3-d] F 2 v D-6(7H)-L )-o}o] AU T El
ofpfel= (SH=EWE 13)

%% 51 % 'H NMR (300 MHz, CD:OD) & 8.60 (d, J = 6.11 Hz, 2H), 8.34 (d, J = 8.63 Hz, 2H), 7.64 (d, J
= 6.12 Hz, 2), 7.47 (d, J = 8.63 Hz, 2H), 7.34 (t, J = 8.04 Hz, 1H), 7.27 (d, J = 6.55 Hz, 2H), 7.03
(d, J = 8.07 Hz, 1H), 3.78 (s, 3H); C MMR (75 MHz, CDOD) & 159.2, 154.7, 149.2, 136.1, 133.8,
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[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

SS90l 10-0963644

128.6, 128.4, 127.8, 122.0, 120.6, 115.1, 113.8, 54.5

AAd 14, F(3-(4-EF229d)-5m-EE-7-S4-11-9 HFE2([4,3-d F v d-6(7TH)-Y) -l =olufo| = (3}3H&
H3E 14)

TE 69 % I NIR (300 MHz, CDOD) & 8.78 (s, 1H), 8.62 (d, J = 4.94 Hz, 1H), 8.34 (d, J = 8.61 Hz,

13
2H), 8.10 (d, J = 7.96 Hz, 1H), 7.54 (s, 1H), 7.51-7.45 (m, 4H), 7.34-7.26 (m, 2H), 2.37 (s, 3H); C
NMR (75 MHz, CD,OD) & 128.9, 128.4, 127.8, 20.0

A 15, (32 2 )5 B T o L9 2 2 [4,3-d) 91 2] M) 26 (7~ 8] -opo] o) el oo =

=S 15)

~

& 43 %; MR (300 MHz, CDsOD) & 8.60 (d, J =6.0 6 Hz, 2H), 8.34 (d, J=8.52 Hz, 2H), 7.62 (d, J
=5.94 Hz, 2H), 7.52-7.46 (m, 4H), 7.35-7.27 (m, 2H), 2.37 (s, 3H)

A 16. N(3-(4-FZ2AY)-5-HD-7-S42-11-YZ=Z[4,3-d] F v H-6(7TH)-L)-UZH olnfo| = (3}3+=
H3 16)

28 98 % 'H NWR (300 MHz, CDOD) & 8.79 (s, 1H), 8.65 (d, J = 4.93 Hz, 1H), 8.35 (d, J = 8.59 Hz,
2H), 8.10 (d, J = 7.99 Hz, 1), 7.73-7.69 (m, 2H), 7.51-7.43 (m, 6H)

IAld] 17, W (3-(4-E2=29d)-5-9d-7T-52-11-9 &ZE 2[4, 3-d] T g Dd-6(7TH) -4 )-wl =olulo| = (8}3H&
17)

fol ru>

T& 56 %; MR (300 MHz, CDsOD) & 8.61 (d, J =6.12 Hz, 2H), 8.35 (d, J =8.6 4 Hz, 2H), 7.70 (d, J

= 7.83 Hz, 2H), 7.62 (d, J=6.14 Hz, 2H), 7.50-7.44 (m, 5H)

Ao 18, M(5-(3-WEAMA)-3-(4-F 229 d)-7T-S2-17-3 IE 2 [4,3-d]F I v H-6(7TH)-L)-o}o] 2 TH
ofpfel= (SHA=EWE 18)

HONMR (300 MHz, CD:OD) & 9.28 (s, 1H), 8.79 (d, J = 4.92 Hz, 1H), 8.48 (d, J = 8.01 Hz, 1H), 7.67
(dd, J = 4.98, 7.97 Hz, 1H), 7.48 (d, J = 7.70 Hz, 2H), 7.32 (d, J = 7.63 Hz, 2H), 7.25 (t, J = 7.98
Hz, 1H), 6.98 (br, 2H), 6.86 (d, J = 7.23 Hz, 1H), 3.78 (s. 3H), 3.76 (s. 2H); C NMR (75 MHz, CDsOD)

6 151.8, 134.7, 129.3, 128.7, 128.0, 124.4, 121.3, 114.5, 112.3

AAlel 19, F(5-(3-HIH A A)-3-(4-F 228 d)-7-S - 11-9] 2} Z 2[4, 3-d] 9] IV D -6(7TH) -4 ) -H L ofmfo]
= (3gEHE 19)

28 66 % H NMR (300 MHz, CD:OD) & 8.33 (d, J = 8.61 Hz, 2H), 7.91 (d, J = 8.55 Hz, 2H), 7.68-7.60
(m, 1H), 7.57-7.46 (m, 4H), 7.20 (t, J = 7.50 Hz, 1), 6.87-6.80 (m, 3H), 4.18 (d, J = 6.72 Hz, 2H),
3.67 (s, 30); C NMR (75 MHz, CD:OD) & 159.9. 155.6, 129.2, 128.4, 128.0, 127.7. 127.6, 120.8, 114.2,

112.3, 54.1, 40.6
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[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]

SE=E0l 10-0963644
AAlel 200 NW(5-(3-HEAHA)-3-(4-F 229 d)-7T- - 149 etE 2[4, 3-d] F I W D-6(7H) - )-2-wl =o}n}
ol (FHFEWMZE 20)
28 66 % H NMR (300 MHz, CD:OD) & 8.33 (d, J = 8.61 Hz, 2H), 7.91 (d, J = 8.55 Hz, 2H), 7.68-7.60
(m, H), 7.57-7.46 (m, 4H), 7.20 (t, J = 7.50 Hz, 1H), 6.87-6.80 (m, 3H), 4.18 (d, J = 6.72 Hz, 2H),
3.67 (s, 30); C NMR (75 MHz, CD:OD) & 159.9. 155.6, 129.2, 128.4, 128.0, 127.7. 127.6, 120.8, 114.2,
112.3, 54.1, 40.6

Ao 21, NF(5-(3-HIEAMNA)-3-(4-F 229 d)-7T-S2-1/-3FZ 2 [4,3-d] T v D-6(7H)-L)-2- d o} A
golulol = (FFEHT 21)

8 74 % H MR (300 MHz, CD:OD) & 8.28 (d, J = 8.67 Hz, 2H), 7.27-7.45 (m, 7H), 7.19 (t, J = 7.92
Hz, 1H), 6.82 (d, J = 8.20 Hz, 1H), 6.76 (s, 1H), 6.68 (d, J = 7.56 Hz, 1H), 3.97 (d, J = 9.08 Hz,
9H), 3.75 (s, 3H), 3.73 (s, 2H); C MMR (75 MHz, CD:OD) & 172.8, 160.0, 136.3. 134.5, 134.0, 129.3,

129.1, 128.6, 128.6, 128.6, 128.3, 128.0, 127.7, 127.2, 121.3, 115.4, 114.6, 112.2, 54.3, 42.7, 30.7

AA e 22, N(5-FE-3-(4-FZ2ZAL)-T-S42-11-FZ=ZZ[4,3-d] F v H-6(7TH)-L)-U ZHolnfo| = (3}3=
W35 22)

8 82 % H NWR (300 MHz, CDOD) & 9.19 (s, 1H), 8.76 (d, J = 4.94 Hz, 1H), 8.44 (d, J = 8.00 Hz,
H), 8.34 (d, J=6.81 Hz, 2H), 7.62 (dd, J = 4.95, 7.96 Hz, 1H), 7.48 (d, J = 8.62 Hz, 2H), 2.91-2.82
(m, 2H), 1.89-1.83 (m, 2H), 1.55-1.43 (m, 2H), 0.98 (t, J = 7.36 Hz, 3 H); C NMR (75 MHz, CD:OD) &

166.8, 156.8, 152.9, 151.8, 148.2, 136.2, 134.7, 133.7, 130.1, 129.6, 128.8, 128.3, 128.3, 127.7,
123.9, 33.0, 28.2, 21.9, 12.8

IA]of] 23, N(5-HE-3-(4-F22HE)-7T-SA- 113 E2[4,3-d] 2 v D-6(7TH)-L )~ =olulo] = (&3HEW
23)

M'm>

S 69 % H NVR (300 MHz, CDOD) & 8.34 (d, J = 8.63 Hz, 2H), 8.03 (d, J = 8.62 Hz, 2H), 7.70-7.53
(m, 3, 7.49 (d, J = 8.62 Hz, 2H), 2.90-2.78 (m, 2H), 1.91-1.81 (m, 2H), 1.53-1.43 (m, 2H), 0.98 (t,
J=7.29 Hz, 30); C MR (75 MHz, CD,OD) & 168.2, 157.1, 133.8, 132.5, 131.7, 129.9, 129.0, 128.8,
128.5, 128.4, 128.2, 127.7, 127.5, 126.6, 32.9, 28.2, 21.9, 12.8

e 24, W(3-(2-F 22 Y)-5-(3-Ho| EZH| L) -T-K - 179 2}E =2 [4,3-d] F 2 v H-6(7TH)-4)-H Z R o}w}
o= (3FEWE 24)

8 59 % NMR (300 MHz, CDOD) & 8.88 (s, 1H), 8.74 (d, J = 4.94 Hz, 1), 8.57 (s, 1H), 8.34 (d,
J=8.27 Hz, 1), 8.17 (d, J = 8.00 Hz, 1), 8.07 (d, J = 7.72 Hz, 1H), 7.73-7.68 (m, 2H), 7.60-7.54
(m, 21), 7.50-7.47 (m, 20); "C NMR (75 Mz, CD,OD) & 152.6, 147.7, 135.8, 134.5, 132.2, 129.8, 129.3,
126.7, 124.5, 124.0, 123.3

AAld 25, N(3-(2-FR229d)-5-(3-Yo| ERZHY)-7-S -1 2E 2 [4,3-d] 9 2|1 d-6(7H)-L)-ofo] 2 =
dolulo] = (SFENE 25)
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[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

[0288]

[0289]

[0290]

[0291]

SS90l 10-0963644

' NMR (300 MHz, CDsOD) & 8.72 (d, J = 6.13 Hz, 2H), 8.55 (s, 1H), 8.34 (d, J = 7.78 Hz, 1H), 8.06 (d,
J=7.82 Hz, 1), 7.75-7.67 (m, 4H), 7.61 (d, J = 7.79 Hz, 1H), 7.50-7.47 (m, 2H)

AN 26, N-(3-(2-F 2R )5 (3 B A )7 2o -] 21 2[4, 3-d) 71 2] W] ©-6(7)-2) -] 2 eloo]
= (33Eu s 26)

MR (300 MHz, CDOD) & 8.79 (s, 1H), 8.23 (d, J = 4.93 lz, 1), 8.11 (d, J = 8.05 Hz, 1), 7.71
(br, 1H), 7.60-7.53 (m, 2H), 7.47-7.45 (m, 20), 7.35 t, J = 7.80 Hz, M), 7.20-7.17 (m, 2H), 7.02 (d,
J=8.28 lz, 1), 3.77 (s, 3); C NMR (75 MHz, CDOD) & 165.3, 159.3, 155.3, 152.4, 147.7, 135.9,
134.8, 132.2, 129.8, 128.9, 128.0, 126.7, 124.0, 120.4, 115.5, 113.7, 54.5

AAle 27, WF(3-(2-2 22 D)-5-3-vEA 8 D) -7-5 - 1-¥] k5 2[4, 3-d] 9 2V D-6(TH) - ) -ote] Y L™
ofulol = (3hgt=w s 27)

S8 48 % 'H NIR (300 Mz, CD,OD) & 8.71 (d, J = 5.65 Hz, 2H), 7.74-7.70 (m, 1H), 7.63-7.59 (m, 3H),
7.49-7.46 (m, 2H), 7.35 (t, J = 7.76 Hz, 1), 7.19-7.16 (m, 2H), 7.03 (d, J = 7.97 Hz, 1H), 3.78 (s,
3); "C MR (75 MHz, CD,0D) & 165.3, 159.3, 155.2, 149.9, 139.6, 134.7, 132.2, 130.4, 120.8, 128.9,
126.7, 121.4, 120.3, 115.5, 113.7, 54.5

2AAld 28, NM(3-(2-F22HY)-5-(3-WEHd)-7-3 -1 =2 [4,3-d] 9 g nd-6(7TH)-Y)-Y ZElo}ufo] =
(FFEHD 28)

I NIR (300 MHz, CDsOD) & 8.77 (s, 1H), 8.49 (d, J = 4.94 Hz, 1H), 8.09 (d, J = 7.91 Hz, 1H), 7.70-

7.67 (m, 1H), 7.58-7.55 (m, 1H), 7.50-7.38 (m, 5H), 7.36-7.17 (m, 2H), 2.31 (s, 3H); C NMR (75 MHz,
CD0D) & 149.0, 148.2, 136.8, 136.1, 135.5, 133.8, 132.2, 129.8, 129.6, 129.4, 128.9, 126.9, 126.4,

125.5, 123.1, 19.9

A 29, NF(3-(2-EF229d)-5-Fd-7-22-1/-9 =2 [4,3-d] F 2 v Q-6(7H)-L)-Y ZHo}ulo| = (3}3}E
H3 29)

& 61 %; I NIR (300 MHz, CDsOD) & 8.77 (s, 1H), 8.58 (d, J = 4.91 Hz, 1H), 8.09 (d, J = 7.93 Hz,

M), 7.72-7.69 (m, 1), 7.67-7.63 (m, 2H), 7.59-7.56 (m, H), 7.48-7.37 (m, 6H); C NMR (75 MHz, CD:OD)
6 150.3, 148.0. 136.0, 133.7, 132.2, 130.0, 129.6. 129.2, 128.3. 127.3, 126.5, 123.4

AN 30, (34~ 2] E-1-01) 5 -5 (3-hol B )7 2o -5 b5 2[4, 3-d) 9 2] 9] ©l-6(7H)~21) 1]
F™olulel = (SFEWME 30)

S8 75 % H NMR (300 MHz, CD:OD) & 8.88 (s, 1H), 8.73 (d, J = 4.91 Hz, 1H), 8.60 (s, 1H), 8.32 (d, J
= 8.28 Hz, 1H), 8.18-8.11 (m, 4H), 7.71 (t, J = 7.96 Hz, 1), 7.55 (dd, J = 4.95, 7.97 Hz, 1H), 7.03
(d, J=8.90 Hz, 2H), 3.23 (br, 4H), 1.70 (br, 4H), 1.63 (br, 2H); C NMR (75 MHz, CDOD) & 165.5,

152.6, 152.3, 151.6, 147.7, 135.9, 135.5, 134.6, 129.3, 127.8, 127.3, 124.3, 124.0, 123.3, 115.7,
49.7, 25.3, 24.0
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[0293]

[0294]

[0295]

[0296]

[0297]

[0298]

[0299]

[0300]

[0301]

[0302]

SS90l 10-0963644

AN e 31, N(3-(4-3] ) 2] 9-1-2) ) -5~ (3-1ho] ER2 3D )-7-& - 1f-5] 2} £ 2[4, 3-d] 9] 2] W D -6(7H)- 2 ) -0}
olaysEoprtel s (3= T 31)

S8 64 % H NIR (300 Miz, CDOD) & 8.71 (d, J = 6.14 Hz, 2M), 8.60 (s, 1), 8.35 (d, J = 8.29 Hz,
M), 8.12 (d, J = 7.78 Hz, 3W), 7.73 (t, J = 8.02 Hz, 1), 7.67 (d, J = 6.16 Hz, 2H), 7.06 (d, J =
8.98 Hz, 2H), 3.25 (br, 4H), 1.72 (br, 4H), 1.64 (br, 2H); C NWR (75 MHz, CDOD) & 165.5, 152.3,
150.0, 147.8, 139.3, 135.5, 134.5, 129.3, 127.3, 124.4, 123.3, 121.4, 115.7, 49.7, 25.3, 24.0

AN 32, M(E-(4-T) 1 d-1-2) Al D -5-(3-H EA A D) -7-S - 113 2= 2[4, 3-d] I v D-6(7T))-L)-H =
glojulol = (33EHT 32)

%8 54 % H NWR (300 MHz, CDOD) & 8.79 (s, 1H), 8.73 (d, J = 4.93 Hz, 1 H), 8.13-8.09 (m, 3H), 7.55
(dd, J = 4.95, 7.97 Hz, 1H), 7.38 (t, J = 8.10 Hz, 1H), 7.26-7.23 (m, 2H), 7.05 (d, J = 9.03 Hz, 3H),
3.80 (s, 3H), 3.24 (br, 4H), 1.71 (br. 4H), 1.64 (br, 2H); C NMR (75 MHz. CDOD) & 165.3, 159.3,

152.3, 152.2, 147.7, 135.9, 135.3, 128.9, 128.2, 127.3, 124.0, 120.5, 115.8, 115.2, 113.9, 54.5, 49.8,
25.3, 24.0

A 33, M(3-(4-TH g d-1-2) A I -5-(3-H EA 3 Q) -7-2 A2-17-9 2} == 2[4, 3-d] 9 2| n) H-6(7TH)-L )-o}o]
syzdolutol = (33HEME 33)

S8 65 % H NWR (300 Mz, CDOD) & 8.71 (d, J = 6.14 Hz, 2H), 8.13 (br, 2H), 7.62 (d, J = 6.14 Hz,
oH), 7.38 (t, J=7.92 Hz, 1H), 7.25-7.22 (m, 2H), 7.06 (d, J = 8.88 Hz, 3H), 3.80 (s, 3H), 3.25 (br,
AH), 1.72 (br, 4H), 1.64 (br. 2H); C NMR (75 MHz, CD:OD) & 165.3, 159.3, 152.3, 149.8, 139.7, 135.3,

128.9, 127.3, 121.5, 120.4, 115.8, 115.3, 113.9, 54.5, 49.8, 25.3, 24.0

AAd 34, N(3-(4-THFD-1-) A I-5-(3-HE D) -7-S -1 2E 2[4, 3-d] 9 v D-6(7H)-L)-U =&
olrfol= (S}FEHT 34)

%8 85 % HNMR (300 MHz, CDOD) & 8.77 (s, 1H), 8.72 (d, J = 4.94 Hz, 1H), 8.13-8.07 (m, 3H), 7.56-
7.46 (m, 3H), 7.37-7.28 (m, 2H), 7.05 (d, J = 8.95 Hz, 2H), 3.24 (br, 4H), 2.38 (s, 3H), 1.71 (br,
AH), 1.63 (br, 2H); "C NMR (75 MHz, CDOD) & 165.2, 154.3, 152.3, 152.2, 147.7, 137.7. 135.8, 134.1,

130.3, 128.8, 128.2, 127.6, 127.3, 125.4, 123.9, 115.8, 49.8, 25.3, 24.0, 20.0

el 35, M(3-(4-) 52 -1-0) A d-5-(3-m Dol D) -T-5 &~ 14-9) 2pE 2[4, 3-d] 9 2] P D-6(7H)- Y )-o}o] 2
Yzgojulol = (SFEHT 35)

T8 58 %; ' NMR (300 MHz, CDsOD) & 8.70 (d, J = 6.14 Hz, 2H), 8.13 (br, 2H), 7.60 (d, J = 6.13 Hz,
2H), 7.50 (s, H), 7.46 (d, J = 7.04 Hz, 1H), 7.37-7.29 (m, 2H), 7.05 (d, J = 8.94 Hz, 2H), 3.24 (br,
4H), 2.38 (s, 3H), 1.71 (br, 4H), 1.64 (br, 2H); “C R (75 MHz, CDsOD) & 166.6, 153.7, 151.3, 141.2,
139.2, 135.4, 131.8, 130.2, 129.0, 128.7, 126.8, 122.9, 121.9, 117.2, 51.2, 26.7, 25.4, 21.4

Ao 36, N(3-(FE-2-9)-5-(3-Ho| EZHd)-7T-2 2-17-3 HE 2 [4,3-d]| ¥ 2| H-6(7H)-Y)-H T o}n}o]
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[0303]

[0304]

[0305]

[0306]

[0307]

[0308]

[0309]

[0310]

[0311]

[0312]

SS90l 10-0963644
= (3hgh=HzE 36)
I NMR (300 MHz, CDsOD) & 8.83 (s, 1H), 8.70 (s, 1H), 8.52 (d, J = 4.94 Hz, 1H), 8.28 (d, J = 8.28 Hz,
1), 8.17 (d, J = 7.91 Hz, 2H), 7.68-7.63 (m, 2H), 7.41 (dd, J =4.99, 7.91 Hz, 1H), 7.19 (d, J = 3.34

Hz, 1H), 6.61 (d, J = 3.37 Hz, 1H): C NMR (75 MHz, CD:OD) & 169.5, 153.0, 149.6, 148.1, 147.4,
145.7, 142.5, 137.1, 136.0, 134.8, 133.2, 128.5, 123.6, 123.3, 111.2, 109.2

AN 37, N(3-(F-2-9)-5-(3-Hol| ERHE)-7-S A2-11-9 g2 [4,3-d] I Y| D-6(7H)-L ) -l Zo}ulo] =
(sh3HEHs 37)

S8 44 % H MR (300 MHz, CDOD) & 8.65 (s, 1H), 8.33 (d, J = 8.29 iz, 1H), 8.14 (d, J = 7.21 liz,
1), 7.75-7.68 (m, 4H), 7.51 (t, J = 7.62 Hz, 1), 7.42 (t, J = 7.22 Hz, 2), 7.18 (d, J = 3.36 Hz,
), 6.62 (d, J = 3.36 Hz, 1); C NVR (75 MHz, CDOD) & 169.5, 147.6, 145.1, 142.7, 136.0, 134.7,
132.6, 131.8, 129.0, 128.2, 127.3, 124.1, 123.5, 111.3, 109.4

Aol 38, N(3-(FF&-2-9)-5-(3-HIZA 8l ) -7-% - 11— ehE 2[4, 3-d] T 2| -6 (TH) - )-H SR ofmfo] =
(BF=ws 38)

S8 43 % H NMR (300 Miz, CDOD) & 8.80 (s, 1H), 8.62 (d, J = 4.91 Hz, 11), 8.10 (d, J = 7.97 Hz,
), 7.66 (s, 1H), 7.46 (dd, J = 4.95, 7.77 Hz, 1H), 7.34 (t, J = 8.02 Hz, 1H), 7.30-7.25 (m, 2H),

7.19 (d, J=3.19 Hz, 1), 7.01 (d, J = 8.09 Hz, 1H), 6.60 (d, J = 3.34 Hz, 1H), 3.78 (s, 3H); C NWR
(75 MHz, CDOD) & 167.2, 159.2, 155.2, 153.3, 151.0, 148.0, 145.2, 142.6. 136.0, 135.9, 133.2, 130.7,

128.6, 123.6, 120.6, 115.2, 113.8, 111.3, 109.4, 54.5
Al 39, W(B-(GFE-2-9)-5-C-rIEA D) -T-S -1V 2HE R[4, 3-d] 9] v E-6(7H) - ) -l Zofrfo] =

" ONMR (300 MHz, CD:OD) & 7.71-7.66 (m, 3H). 7.56 (t, J = 7.45 Hz, 1H), 7.44 (t. J = 7.75 Hz, 2H),
7.36 (t, J = 8.00 Hz, 1H), 7.27-7.24 (m, 2H), 7.19 (d, J = 3.39 Hz, 1H), 7.03 (d, J = 8.14 Hz, 1H),
6.61 (d, J = 3.39 Hz, 1), 3.78 (s, 3H); C NMR (75 MHz, CD:OD) & 167.9, 159.3, 155.4, 153.6, 144.9,

142.7, 135.3, 134.6, 132.9, 132.2, 131.8, 130.0, 128.8, 128.3, 127.3, 120.6, 115.5, 113.7, 111.3,
109.4, 54.5

AAE 40, M(3-(F&-2-2)-5-(3-HEA A D)-7-2 - 17-7 FZ 2 [4,3-d] 3 2| ") D-6(7H) - )-o}o] AL FEl o}
vlo]= (SFEHS 40)

MR (300 MHz, CDsOD) & 8.56 (d, J = 5.74 Hz, 2H), 7.66-7.63 (m, 3H), 7.35-7.26 (m, 3H), 7.19 (d, J

= 3.36 Hz, 1), 7.00 (d, J = 7.74 Hz, 1H), 6.60 (d, J = 3.30 Hz, 1H), 3.77 (s, 3H); C NMR (75 MHz,
Ch,0D) & 168.3, 159.1, 155.2, 148.9, 145.4, 142.5, 136.3, 128.4, 122.2, 120.7, 115.1, 113.7, 111.2,

109.2, 54.4

A 41, FB-GFE-2-Y)-5-(3-HE A D) -T-S - 179 2 £ 2[4, 3-d] 9 2V D -6(7H)- Q) -H - opwfo] =
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[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

[0320]

[0321]

[0322]

SS90l 10-0963644

H NMR (300 MHz, CDOD) & 8.77 (s, 1H), 8.63 (d, J = 4.93 Hz, 1H), 8.09 (d, J = 8.02 Hz, 1H), 7.66 (s,
M), 7.52-7.45 (m, 3H), 7.34-7.27 (m, 2H), 7.19 (d, J = 3.37 Hz, 1), 6.61 (d, J = 3.38 Hz, 1H), 2.37
(s. 30): “C MR (75 MHz, CDOD) & 167.0, 155.6, 151.1, 147.9, 145.2, 142.6, 137.4, 135.9, 134.6,

133.3, 130.5, 130.1, 128.9, 127.4, 125.4, 123.6, 111.2, 109.4, 20.0
Al 42, N-(5-(3-He| ERFL)-7-S2-3-d ol D-17-7] eE 2[4, 3-d] 9] 2 M D-6(71)-L)-H = ofrte| = (8}

8 66 % HNIR (300 Miz, CDOD) & 8.85 (s, 1H), 8.63 (d, J = 4.92 Hz, 1H), 8.55 (s, 1H), 8.31 (d, J

= 8.29 Hz, 1H), 8.13 (d, J = 8.01 Hz, 1H), 8.05 (d, J = 7.79 Hz, 1H), 7.68 (t, J = 7.99 Hz, 1H), 7.47
(dd, J = 4.97, 7.47 Hz, 1H), 7.25-7.14 (m, 5H), 3.29 (t, J = 8.03 Hz, 2H), 3.13 (t, J = 7.91 Hz, 2H);

13C NMR (75 MHz, CD,OD) & 167.2, 152.1, 151.3, 147.9, 147.6, 140.8, 136.0, 135.9, 134.5, 130.0, 129.0,

128.2, 128.0, 125.8, 124.1, 123.7, 123.4,34.8, 26.4

AAd 43, N-(3-0Fo] AKE-5-(3-t}o] ER WY )-7-2 - 1F-T &EZ[4,3-d] 2 v D-6(7H)-L)-Y ZE o}ulo]| =
(3FEHDT 43)

58 62.9 % H NVR (300 MHz, CDOD) & 8.85 (s, 1H), 8.73 (d, J = 6.6 Hz, 1H), 8.56 (s, 1H), 8.36 (d,
J=9.5Hz, 1), 8.15 (d, J = 8.1 Hz, 1H), 8.06 (d, J = 7.8 Hz, 1H), 7.74 (t, J = 8.0 Hz, 1), 7.55

(dd, J = 4.9, 8.0 Hz, 1H), 2.89 (br 2H), 2.17 (br, 1H), 1.01 (d, J = 6.6 Hz, 6H); 13C NMR (75 MHz,
Ch0D): 165.6, 152.6, 151.9, 147.8, 147.7, 135.8, 135.4, 134.4, 129.3, 127.7, 124.4, 124.0, 123.2,

33.2, 24.6, 21.3

2~ O . 1 —_ —

5% 59.4 % H NMR (CDOD, 300 MHz) & 8.57 (s, 1H), 8.34 (d, J = 7.3 Hz, 1H), 8.06 (d, J = 8.2 Hz,
M), 7.74-7.69 (m, 3H), 7.59 (t., J = 7.4 Hz, 1H), 7.46 (t, J=7.6 Hz, 2H), 2.88 (d, J = 7.2 Hz, 2H),
2.97-2.13 (n, 1), 1.01 (d, J = 7.7 Hz, 6H); C NMR (CDOD, 75 MHz) & 167.6, 152.2, 147.7, 135.5,

134.4, 132.6, 131.1, 129.2, 128.4, 127.2, 124.3, 123.3, 29.3, 28.5, 21.3

AAld 45, N-(3-0Fo] AKE-5-(3-t}o] ERH Y )-7- A-14-0 &E 2[4, 3-d] F 2 H-6(7H) - )-o}o] AL ZEl o}
vlol = (FFEHST 45)

S8 47.6 % H NMR (300 MHz, CDOD) & 8.71 (d, J = 6.1 Hz, 2H), 8.55 (s, 1H), 8.36 (d, J = 10.1 Hz,
1H), 8.05 (d, J = 7.7 Hz, 1H), 7.74 (t, J = 9.4 Hz, 1), 7.65 (d, J = 6.1 Hz, 2H), 2.87 (br, 2H),
2.24-2.15 (m, 1), 1.01 (d, J = 6.6 Hz, 6H); C NMR (CDOD, 75 MHz) & 165.7, 149.9, 147.8, 139.4,

135.4, 134.3, 129.3, 124.4, 123.2, 121.4, 28.5, 21.3

Ao 46, N-(3-olo] ARE-5-(3-H| EA|H Y )-7T-L A-17-9 g} 2 [4,3-d] 9 2 1| PD-6(7TH)-Y )-U I o}nfo] =
(33FEWST 46)
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[0324]

[0325]

[0326]

[0327]

[0328]

[0329]

[0330]

[0331]

[0332]

[0333]

SS=50dl 10-0963644

S8 32.3 % H NMR (CDOD, 300 MHz) & 8.76-8.72 (m, 2H), 8.09 (d, J = 8.0 Hz, 1H), 7.55 (dd, J

=5.1,7.8 Hz, 1H), 7.38 (t, J = 8.0 Hz, 1H), 7.19-7.16 (m, 2H), 7.06 (d, J = 8.8 Hz, 1H), 3.80 (s, 3H),

2.87 (d, J = 6.7 Hz, 2H), 2.21-2.11 (m, 1H), 1.00 (d, J = 6.6 Hz, 6H); C NMR ( MeOH, 75 MHz) &
165.4, 159.4, 152.4, 147.7, 135.8, 135.0, 129.0, 123.9, 120.3, 115.4, 113.7, 54.5, 28.6, 21.3

Aol 47, N-(3-o}o] ARE-5-(3-HEA HY)-7-2 42-17-9 FZZ[4,3-d] 9 2 n H-6(7TH)-Y -l Zo}nto)| = (3}
EHT 47)

oo
fols

' NMR (CDs0D, 300 MHz) & 7.68 (d, J = 7.4 Hz, 2H), 7.58 (t, J=7.5Hz, 1H), 7.48-7.43 (m, 2H), 7.37
(t, J=7.8Hz, 1), 7.17 (br, 2H), 7.04 (d, J = 7.8 Hz, 1H), 3.79 (s, 3H), 2.87 (d, J =5.9 Hz, 2H),
2.19-2.15 (m, 1H), 1.00 (d, J = 6.6 Hz, 6H); 13C NMR (CD;OD, 75 MHz) & 167.6, 159.3, 154.7, 135.1,

132.4, 131.4, 129.5, 128.9, 128.3, 128.1, 128.0, 127.2, 120.4, 119.3, 118.4, 115.5, 113.6, 112.2,
54.5, 28.6, 21.3

Ao 48, N-(3-0}0] A K-El-5-(3-T| EA| | Y)-7-22-1H-5 &} Z 2[4, 3-d] 9 2| 0] D -6(7H) - )-o}o] L] Z & o}u}
o= (3}gHEH T 48)

H ONMR (CDOD, 300 MHz) & 8.70 (d, J = 6.1 Hz, 2H), 7.60 (d, J = 5.9 Hz, 2H), 7.38 (t, J = 7.8 Hz,
1), 7.19-7.15 (m, 2H), 7.06 (d, J = 9.7 Hz, 1H), 3.80 (s, 3H), 2.87 (br, 2H), 2.17 (br, 1H), 0.99 (d,
J = 6.6 Hz, 6); C NMR (CDOD. 75 MHz) & 165.4. 159.4, 149.9. 139.7. 135.0. 129.0, 121.4, 120.2.

115.4, 113.7, 58.5, 29.3, 28.6, 21.3
A e 49, N-(5-(3-Uo|ERHE)-7-&4-3-Z 231 /-Y2}E£ 2 [4,3-d] 9 Y| D-6(7H)-L)-Y ZE o}rlo] = (3}

S8 65.4 % H NR (CDsOD, 300 MHz) & 8.86 (s, 1H), 8.73 (d, J = 4.6 Hz, 1H), 8.56 (s, 1H), 8.36 (d,
J=17.5Hz, 1H), 8.15 (d, J=7.9 Hz, 1H), 8.07 (d, J = 7.3 Hz, 1H), 7.74 (t, J = 8.0 Hz, 1H), 7.55
(t. J =6.4 Hz, 1), 2.99 (br, 2H), 1.93-1.80 (m, 2H), 1.03 (t, J = 7.4 Hz, 3H); "C NMR (CDOD, 75

MHz) & 165.6, 152.6, 147.8, 147.7, 135.8, 135.4, 134.4, 129.3, 127.7, 124.4, 124.0, 123.2, 22.0,
14.0, 12.7

A 50, N-(5-(3-Uo|EZAY)-T-Z4-3-Z2L-17-9ZE2[4,3-d]H v d-6(7H)-L)-Hl =o}ulo]| = (3%
EW3 50)

2~ O . 1 —_ —

%% 53.5 % H NMR (CD:OD, 300 MHz) & 8.58 (s, 1H), 8.34 (d, J = 8.3 Hz, 1H), 8.07 (d, J = 7.9 Hz,
M), 7.74-7.69 (m, 3H), 7.59 (t. J = 7.4 Hz, 1), 7.46 (t, J =7.1 Hz, 2H), 2.98 (t, J = 7.3 Hz, 2H),
1.93-1.80 (m, 2H), 1.03 (t, J = 7.4 Hz, 30): C NMR (CDOD, 75 MHz) & 167.6, 147.7, 134.4, 132.6,

131.1, 129.2, 128.4, 127.2, 124.3, 123.3, 29.3, 22.1, 12.7

AAle 51, N-(5-(3-Yo| ERdd)-7-54-3- 2 2 -1/-3| e}E 2[4, 3-d] 9 2V D-6(7H) - )-oto] A st el ofmfo]
= (3FEvE 51)

8 40.2 % H NMR (CDOD, 300 MHz) & 8.71 (d, J = 6.1 Hz, 2H), 8.55 (s, 1H), 8.37 (d, J = 8.3 Hz,
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[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

SS=50dl 10-0963644

). 8.06 (d, J=7.1Hz, 1H), 7.74 (t, J=28.0 Hz, 1), 7.66 (d, J = 6.2 Hz, 2H), 2.99 (s, 2H), 1.93-
1.81 (m, 2H), 1.03 (t. J = 7.4 Hz, 3H); C NMR (CDOD, 75 MHz) & 165.5, 150.2, 149.9, 147.7, 139.3,

135.3, 134.3, 129.3, 124.4, 123.2, 121.4, 120.6, 53.4, 22.1, 12.7

AAld 52, N-(5-(3-H|FA| 9 D) -7-52-3-Z2 2 A-14-T &FZ [4,3-d] I 2 v D-6(7TH)-4)-UZHolulo] = (3}
23 52)
2~ O .1
€ 43.4 % H NMR (CD,OD, 300 MHz) & 8.76 (s, 1H), 8.36 (s, 1H), 8.09 (d, J = 8.0 Hz, 1H), 7.48 (t,
J=6.3Hz, 1), 7.35 (t, J=8.2 Hz, 1H), 7.21-7.19 (m, 2H), 7.02 (d, J = 7.7 Hz, 1H), 3.79 (s, 3H),
2.96 (t. J = 7.4 Hz, 2H), 1.90-1.78 (m, 2H), 1.02 (t, J = 7.4 Hz, 3H); C NMR (CD:OD, 75 MHz) &

165.5, 158.8, 153.8, 152.3, 148.9, 136.6, 135.6, 129.2, 123.9, 121.3, 115.6, 114.3, 55.6, 26.9, 22.2,
14.3

AAldl 53, N-(5-(3-H|FA|9d)-7-52-3-Z2 2 I-14-T &}F 2 [4,3-d] 9 2 u|D-6(7TH)-L ) -l Zo}ulo] = (3=
W3 53)

2~ O . 1 — —_

5% 62.4 % H NMR (CDsOD, 300 MHz) & 7.67 (d, J = 8.0 Hz, 2H), 7.59 (t, J=7.5Hz, 1H), 7.46 (t, J
=7.5Hz, 2H), 7.37 (t, J = 7.7 Hz, 10), 7.20-7.18 (m, 20), 7.04 (d, J = 7.7 Hz, 1H), 3.79 (s, 3H),
2.97 (t, J=7Hz, 2H), 1.90-1.78 (m, 2H), 1.02 (t, J = 7.4 Hz, 3H); C NVR (CD:OD, 75 Miz) & 167.6,
159.3, 154.7, 135.1, 132.4, 131.4, 128.9, 128.3, 127.2, 120.3, 115.5, 113.6, 54.5, 22.2, 21.8, 12.6

AA e 54. N-(5-(3-WEAHL)-7-S4-3-Z2L-17-9 2} Z 2 [4,3-d] T 2 1 P-6(7H)-Q )-o}o] AU ZElofn}o] =
(3FEHS 54)

' NMR (CDOD, 300 MHz) & 8.68 (d, J = 6.1 Hz, 2H), 7.59 (d, J = 6.1 Hz, 2H), 7.38 (t, J = 7.9 Hz,
M), 7.19-7.16 (m, 2H), 7.05 (d, J = 7.8 Hz, 1), 3.80 (s, 3H0). 2.97 (t, J = 7.4 Hz., 20). 1.91-1.78
(m, 2H), 1.02 (t, J=7.4 Hz, 3H); C NMR (CDOD, 75 MHz) & 159.3, 149.7, 135.1, 128.9, 121.5, 120.2,

115.4, 113.6, 54.5, 22.1, 12.6

A 55, N-(3-(4-FF 29 d)-5-(3- | ER Y )-7-% - 17-9 etEF 2[4, 3-d] I 2P| D-6(7/)-L)-HZH o}
mhol= (3HetEWE 55)

5§ 75.6 % 'H NMR (CD,OD, 300 MHz) & 8.88 (s, 1H), 8.73 (d, J = 4.9 Hz, 1), 8.62 (s, 1H), 8.37-8.33
(m, 31), 8.18-8.13 (m, 2H), 7.74 (t, J = 8.0 Hz, 1), 7.55 (dd, J = 4.9, 7.8 Hz, 1H), 7.22 (t, J = 8.9
Hz, 2H): “C MMR (CDOD. 75 MHz) & 165.8, 164.6, 161.4, 152.5, 152.4, 147.8, 147.7. 146.9, 135.9,

135.5, 134.6, 134.0, 133.5, 129.3, 128.9, 128.5, 128.4, 128.1, 124.4, 123.9, 123.3, 115.4, 115.1

AN 56, N-(3-(4-ZF 0 2ol d)-5-(3-Lho] E R H)-7-% - 1H-5] 2 2[4, 3~d) 3] 2] ] ¥l-6(7H)- 2 ) = o}n}
ol (3FEHZ 56)

& 65.4 %; IR (CDs0D, 300 MHz) & 8.63 (s, 1H), 8.34 (br, 3H), 8.13 (d, J = 7.7 Hz, 1H), 7.76-

7.71 (m, 3H), 7.59 (d, J = 7.4 Hz, 1H), 7.47 (t, J = 7.6 Hz, 2H), 7.23 (t, J = 8.8 Hz, 2H); C NWR
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(CDsO0D, 75 MHz) & 167.6, 152.8, 147.7, 135.5, 134.6, 132.6, 131.0, 129.3, 128.9, 128.6, 128.5, 128.4,
127.2, 126.6, 124.4, 123.4, 115.4, 115.1

AN 6 57, N-(3-(4-B 702 D)-5- (8- H A )7~ A 151 2 2[4, 3-d) 51 2] 7] 9= (74) -] =1l ool
olE (3FEWE 57)

%8 77.6 % H NMR (CD,OD, 300 MHz) & 8.79 (s, 1H), 8.74 (d, J = 4.8 Hz, 1H), 8.36 (br, 2H), 8.12 (d,
J=7.0Hz, 1), 7.56 (dd, J = 5.0, 7.9 Hz, 1), 7.39 (t, J = 7.8 Hz, 1H), 7.25-7.22 (m, 4H), 7.06 (d,
J = 7.8 Hz, 1), 3.81 (s, 3M); C NMR (CD:OD, 75 MHz) & 165.3, 164.6, 161.3, 159.4, 154.7, 152.4,
147.7, 135.9, 135.2, 128.9, 128.5, 128.4, 128.1, 124.0, 120.4, 115.3, 115.0, 113.9, 54.5

A 58, N-(3-(4-ZF 2 299d)-5-(3-HEA A d)-7-& 2- 17 FZE 2[4, 3-d]F 2 v H-6(7H)-LD)-olo] AU =
Holulol = (s}gEw s 58)

S8 63.3 % H NMR (CD:OD, 300 MHz) & 8.69 (d, J = 6.1 Hz, 2H), 8.36 (dd, J = 5.4, 8.9 Hz, 1), 7.63
(d, J=6.1Hz, 20), 7.38 (t, J = 7.8 Hz, 1H), 7.22 (t, J = 8.9 Hz, 4H), 7.06 (d, J = 8.3 Hz, 1H),
3.80 (s, 3H); C NMR (CDOD, 75 MHz) & 165.8, 164.6, 161.3, 159.3, 154.6, 149.7, 140.4, 135.3, 128.9,
128.5, 128.4, 121.6, 120.4, 115.3, 115.0, 113.8, 54.5

2N o
1:

Je] 59. N~(3-(4-ZF 2 29d)-5-(3-wEddld)-7-22-17-9 &= 2[4, 3-d] F I d-6(7/)-L)-Y ZE o}w}o]
(3FEHE 59)

TE 44.7 %; MR (CDsOD, 300 MHz) & 8.77 (s, 1H), 8.73 (d, J = 4.9 Hz, 1), 8.36 (br, 2H), 8.10 (d,

J=28.0Hz, 1), 7.57-7.46 (m, 3H), 7.38-7.30 (m, 2H), 7.22 (t. J = 8.8 Hz, 2H), 2.39 (s, 3H); 'C NMR
(CDOD, 75 MHz) & 165.2, 155.1, 152.4, 147.7, 137.8, 135.8, 134.0, 130.4, 128.7. 128.5, 128.4, 128.1,

127.6, 126.4, 125.3, 124.0, 115.3, 115.0, 19.9

2Ald 60, N-(3-(4-EF 2. 29d)-5-(3-Wdud)-7-22-17-9 =2 [4,3-d] 9 g d-6(7H) -4 ))-dl Zo}ujo] =
3EHDE 60)

~

TE 92.6 %; I NMR (CDs0D, 300 MHz) & 8.35 (dd, J =5.7, 8.2 Hz, 2H), 7.68 (d, J = 7.8 Hz, 2H), 7.58

(t, J=7.4Hz, ), 7.51-7.43 (m, 4H), 7.36-7.27 (m, 2H), 7.21 (t, J = 8.8 Hz, 2H), 2.37 (s, 3H); C
NMR (CD:OD, 75 MHz) & 169.5. 167.5, 164.9, 164.5. 164.2, 155.4, 137.6, 134.0. 131.9. 131.5, 130.3,

128.9, 128.8, 128.5, 128.4, 128.3, 128.1, 127.6, 127.2, 125.4, 115.8, 115.5, 115.3, 114.9, 20.0

AAld 61, N-(3-(4-ZF 2 2Hd)-5-(3-w el d)-7- - 1Y e} 2 [4,3-d] ¥ 2| u|d-6(7TH])-L)-F-Eolujo] =
(3FEHS 61)

I NMR (CDsOD, 300 MHz) & 8.29 (dd, J = 5.5, 8.6 Hz, 2H), 7.41-7.31 (m, 4H), 7.16 (t, J = 8.8 Hz, 2H),

2.39 (s, 3H), 2.26-2.07 (m, 2H), 1.52-1.40 (m, 2H), 0.73 (t, J = 7.4 Hz, 3H); C NMR (CDOD, 75 MHz)

6 173.2, 155.2, 153.4, 137.6, 134.2, 134.1, 130.2, 128.8, 128.5, 128.3, 127.5, 127.2, 125.5, 115.2,
114.9, 35.2, 20.0, 18.3, 12.3
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AAlel 62. N-(3-(4-&F 2 23d)-5-(3-v ol d)-7T-S - 149 ekE 2[4, 3-d] F gV D-6(7TH) - )-ofe| 2 €
ofpfe] = (3= < 62)

& 53.9 %; ' NMR (CDsOD, 300 MHz) & 8.71 (d, J = 6.1 Hz, 2H), 8.36 (br, 2H), 7.61 (d, J = 6.1 Hz,

2H), 7.50-7.46 (m, 2H), 7.39-7.31 (m, 2H), 7.22 (t, J = 8.7 Hz, 2H), 2.39 (s, 3H); 13C NMR (CDsOD, 75

MHz) & 165.2, 164.6, 161.3, 155.0, 149.9, 139.6, 137.8, 133.9, 130.5, 128.7, 128.5, 128.4, 127.7,
125.3, 121.4, 115.3, 115.0, 19.9

Al 63, N-(3-(4-FF 29 9)-5-Hd-T-S4-11-H&E2(4,3-d] H 2 v|d-6(7H)-L)-UZHolrlo| = (33
EH3E 63)

%8 61.9 % 1 MR (CDsOD, 300 MHz) & 8.78 (s, 1H), 8.73 (d, J = 4.9 Hz, 1H), 8.36 (br, 2H), 8.10 (d,
J=8.0 Hz, 1H), 7.71-7.68 (m, 2H), 7.55 (dd, J = 5.0, 8.0 Hz, 1H), 7.51-7.46 (m, 3H), 7.22 (t, J =
8.6 Hz, 2H); C NMR (CD:OD, 75 MHz) & 173.9, 165.2, 164.6, 161.3, 155.0, 152.4, 147.7. 135.8, 134.1,

129.8, 128.8, 128.5, 128.4, 128.3, 128.0, 127.5, 123.9, 115.0, 19.4
A e 64, N-(3-(4-ZFL23d)-5-FE-7-2 - 1492} 2 [4,3-d] 9 n|Q-6(71)-Q)-U ZHo}ulo]| = (3}gH

S8 69.5 % H NMR (CD:OD, 300 MHz) & 9.18 (s, 1H), 8.81 (d, J = 4.9 Hz, 1H), 8.43 (d, J = 8.0 Hz,
1H), 8.36 dd, J = 5.6, 8.6 Hz, 2H), 7.65 (dd, J=5.0, 7.8 Hz, 1 H), 7.22 (¢, J = 8.8 Hz, 2H), 2.90-
2.81 (m, 2H), 1.85 (t, J = 7.2 Hz, 2H), 1.54-1.39 (m, 2H), 0.98 (t, J = 7.3 Hz, 30); C NMR (CDOD, 75

MHz) & 166.5, 161.2, 156.7, 152.1, 151.9, 148.2, 136.2, 129.1, 128.9, 128.3, 128.2, 124.4, 123.9,
115.4, 115.2, 114.9, 32.9, 28.2, 21.9, 12.7

AAT 65, N-(3-(4-=F 2 ) -5-Mld-7-S -1V ZE 2 [4,3-d] ¥ 2 V| D-6(7TH)-) -l =ofrtol = (5} 3=
M3 65)

8 48.5 % 'H NMR (CDOD, 300 MHz) & 8.37-8.32 (m, 2H), 7.91 (d, J = 7.2 Hz, 2H), 7.65 (d, J = 7.5

Hz, 1H), 7.55 (t, J = 7.5 Hz, 2H), 7.29-7.11 (m, 7H), 4.20 (s, 2H); 13C NMR (CD,OD, 75 MHz) & 168.0,

155.5, 135.8, 132.4, 130.6, 129.1, 128.7, 128.5, 128.4, 128.3, 128.2, 127.6, 127.4, 126.7, 126.5,
115.2, 114.9, 62.9

A 66. N-(3-(3-FF22dd)-5-(3- | ERFAH)-7T-S - 14-9 etEF 2[4, 3-d| I 2P| D-6(71)-L)-H 2D o}
nho] = (8= 66)

S8 67.7 % H NR (CDsOD, 300 MHz) & 8.89 (s, 1H), 8.74 (d, J = 3.4 Hz, 1H), 8.63 (s, 1H), 8.38 (d,
J=17.2Hz, 1H), 8.19-8.06 (m, 4H), 7.77 (t, J = 7.9 Hz, 1H), 7.58-7.46 (m, 2H), 7.14 (t, J = 7.5 Hz,
1): “C NWR (CDOD, 75 MHz) & 165.0. 164.4, 161.2, 153.8, 153.2. 148.7. 147.7. 135.8. 135.5. 135.4,

131.6, 131.5, 130.5, 127.3, 125.4, 124.4, 123.8, 122.7, 115.9, 115.7, 113.2, 112.9

A 67, N~(3-(3-FF 2 )-5-(3-HIF5 A # D) -7T-S - 17-9] etE 2[4, 3-d] ] 2 P D-6(7H)-L)-H 2D o}
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[0366]

[0367]

[0368]

[0369]

[0370]

[0371]

[0372]

[0373]

[0374]

S=53d 100963644
ulol = (SFEHS 67)

S8 76.9 % H NMR (CDOD, 300 MHz) & 8.80 (s, 1H), 8.74 (d, J = 4.9 Hz, 1H), 8.17 (d. J = 7.7 Hz,
1), 8.14-8.06 (m, 2H), 7.58-7.48 (m, 2H), 7.40 (t, J = 7.9 Hz, 1), 7.27-7.24 (m, 2H), 7.13-7.05 (m,
oH), 3.81 (s, 3H); C NMR (CD:OD, 75 MHz) & 165.3, 164.6, 161.4, 159.4, 154.9, 152.4, 147.7, 135.9,

135.1, 134.6, 130.2, 130.1, 128.9, 128.1, 124.0, 122.2, 120.4, 115.4, 114.9, 114.6, 113.9, 113.0,
112.7, 54.5

Ao 68. N-(3-(3-FF L2 Hd)-5-(3-wEA A )-7T-S - 11~ 2Z 2[4, 3-d] 3 V| H-6(7H) - ) -l Zo}r} o]
= (3EHE 68)

28 79.6 % H NMR (CDOD, 300 MHz) & 8.18 (d, J = 7.5 Hz, 1H), 8.09 (d, J = 10.6 Hz, 1H), 7.73-7.70
(m, 2H). 7.63-7.45 (m, 4H), 7.39 (t. J = 7.9 Hz, 1H). 7.29-7.25 (m, 2H), 7.12 (t. J = 6.3 Hz, 1H),
7.06 (d, J = 8.3 Hz, 1H), 3.80 (s, 30): C NMR (CDOD, 75 MHz) & 167.5, 164.6, 161.4, 159.3, 155.2,

135.2, 132.4, 131.4, 130.2, 129.6, 129.0, 128.9, 128.4, 127.2, 126.6, 122.1, 120.6, 119.6, 115.5,
114.9, 114.6, 113.7, 113.0, 112.7, 54.5

A 69, N-(3-(3-Z2F22Hd)-5-(3-HEA AL )-7T-Z -1 E 2[4, 3-d] I Hud-6(71)-L)-olo]| A~ =
golrlo]l= (3}EgEHT 69)

=8 18.8 %: 'H NMR (CD:OD, 300 MHz) & 8.72 (d, J = 5.7 Hz, 1H), 8.18 (d, J = 7.1 Hz, 1H), 8.08 (d, J
=10.7 Hz, 1), 7.63 (d, J = 6.1 Hz, 2H), 7.50 (q, J = 7.4 Hz, 1), 7.40 (t, J = 7.9 Hz, 1H), 7.27-
7.23 (m, 3H), 7.16-7.06 (m, 2H), 3.82 (s, 3H): C NMR (CD:OD, 75 MHz) & 165.4, 164.7, 161.4, 159.4,

154.9, 149.9, 139.7, 135.1, 130.2, 130.1, 129.0, 122.2, 121.4, 120.4, 115.5, 114.9, 114.6, 113.8,
113.0, 112.7, 54.5

AAle 70, N-(3-(3-ZF 2 &29d)-5-(3-m o d)-7T- -1~ ehE 2[4, 3-d] ¥ 2 M D-6(7H) -4 )-H 518 o}rfo]
= (3gEds 70)

TE 29.7 % I NR (CD,OD, 300 MHz) & 8.76 (d, J = 2.3 Hz, 1H), 8.11 (br, 1H), 7.84-7.80 (m, 2H),

7.58-7.48 (m, 3H), 7.42-7.31 (m, 4H), 7.13 (t, J = 7.6 Hz, 1H), 2.40 (s, 3H); C NMR (CD,OD, 75 MHz)

6 165.2, 155.4, 152.4, 147.7, 137.9, 137.8, 135.9, 133.9, 133.1, 131.1, 130.5, 129.7, 128.7, 128.1,
127.9, 127.7, 126.4, 125.3, 123.9, 122.1, 113.0, 112.7, 19.9

AA e 71, N-(3-(3-Z2F22Hd)-5-(3-wEdd)-7T-S4-1/-3 &2 [4,3-d] 2 v d-6(7TH)-L)-olo] AYFE
ofmfol= (}FEHE 71)

8 54.4 % H NMR (CDLOD, 300 MHz) & 8.68 (d, J = 6.0 Hz, 2H), 8.18 (d, J = 7.9 Hz, 1H), 8.08 (d, J
=10.4 Hz, 1), 7.61 (d, J = 6.1 Hz, 2H), 7.51-7.45 (m, 3H), 7.38-7.30 (m, 2H), 7.12 (t. J = 8.1 Hz,
1), 2.39 (s, 3H): C NMR (CDOD, 75 MHz) & 167.1, 166.1, 162.8, 156.7, 154.4, 151.1, 141.9, 139.1,

136.2, 135.5, 134.5, 131.8, 131.6, 131.5, 130.2, 129.0, 126.8, 123.6, 123.5, 122.9, 116.3, 115.9,
114.4, 114.1, 21.4
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AA e 72, N-(3-(3-ZFL2HY)-5-Hd-7-242-1/-¥ =2 [4,3-d] H v d-6(7TH)-L)-U ZE o}ulo]| = (3%
EHT 72)

& 60.5 % ' NIR (CDs0D, 300 MHz) & 8.79 (s, 1H), 8.73 (d, J = 3.9 Hz, 1), 8.11 (d, J = 8.0 Hz,

M), 8.02 (d, J=7.1Hz, 1H), 7.73-7.69 (m, 2H), 7.58-7.44 (m, 6H), 7.13 (t, J = 7.4 Hz, 10); C NIR
(CDOD, 75 MHz) & 165.2, 164.6, 161.4, 155.2, 152.4, 147.7, 135.8, 134.0, 130.1, 129.8, 129.2, 128.3,

128.0, 127.9, 127.8, 123.9, 122.1, 114.9, 113.0, 112.7

AAle 73,0 N-(3-(3-FF 2o d)-5-3d-7T-5 - 119 ehE 2 [4,3-d] 9 2 n|d-6(7H) -4 )-wl =olvlo] = (3}3HE
Ho 73)

' NMR (CDs0D, 300 MHz) & 8.15 (s, 1H), 8.07 (d, J = 10.7 Hz, 1H), 7.73-7.68 (m, 4H), 7.56 (t, J=7.4

Hz, 1H), 7.47-7.41 (m, 6H), 7.09 (t, J = 8.4 Hz, 1H); 13C NMR (CDsOD, 75 MHz) & 167.9, 167.5, 164.6,

161.4, 155.5, 134.1, 132.4, 132.2, 131.4, 130.9, 130.1, 129.7, 129.4, 128.5, 128.3, 127.9, 127.7,
127.3, 127.2, 122.1, 114.8, 114.6, 113.0, 112.7

AA S 74, N-(3-(3-ZF 2.2 Y)-5-(dd-7-5 2-17-9 =2 [4,3-d] ¥ & u|D-6(7H)-Q )-o}o] AU sl ofu}o]
= (3gEHE 74)

58 60.7 % H MR (CDsOD, 300 MHz) & 8.67 (d, J = 5.6 Hz, 2H), 8.11 (d, J = 7.8 Hz, 1H), 8.02 (d, J
= 10.3 Hz, 1H), 7.71-7.68 (m, 2H), 7.59 (d, J = 6.0 Hz, 2H), 7.46-7.37 (m, 4H), 7.06 (t, J = 8.4 Hz,
1H); °C MMR (CDOD, 75 MHz) & 165.3, 164.6, 161.3, 155.0, 149.8, 139.6, 134.6, 133.9, 132.8, 130.2,

130.1, 129.9, 128.3, 127.8, 127.6, 122.1, 122.0, 121.5, 120.4, 114.9, 114.6, 113.0, 112.7

AN 75, N-(3-(2-EF 2 2HY)-5-(3-HYo| ERHY)-7-S4-1/-YSE 2 [4,3-d] 5 v d-6(7H)-L)-Y =B o}
vlo]= (SFEMT 75)

H ONMR (CDOD, 300 MHz) & 8.87 (s, 1H), 8.73 (d, J = 4.9 Hz, 1), 8.57 (s, 1H), 8.32 (d, J = 7.2 Hz,
1H), 8.16 (d, J = 8.1 Hz, 1H), 8.08 (d, J = 6.7 Hz, 1H), 8.01 (t, J= 7.5 Hz, 1H), 7.70 (t, J = 8.0
Hz, 1H), 7.55 (dd, J = 5.0, 7.9 Hz, 1H), 7.48-7.40 (m, 1H), 7.30-7.21 (m, 2H); C NMR (CD:OD, 75 MHz)

6 165.7, 161.7, 158.3, 152.7, 152.6, 152.3, 147.8, 147.7, 135.9, 135.1, 134.5, 131.0, 130.4, 130.3,
129.3, 127.7, 125.0, 124.0, 123.9, 123.8, 123.3, 115.9, 115.6

AN 76, N-(3-(2-ZF L2 2HY)-5-(3-Yo| ERZHY)-7-24-1/-Y2ZEE[4,3-d] I g nH-6(7H)-L)-o}o] &~ Y
FElojnlol= (I}FEHIT 76)

8 34.3 % H NMR (CDOD, 300 MHz) & 8.66 (s, 1H), 8.51 (d, J = 4.0 Hz, 2H), 8.26 (d, J = 8.0 Hz,
M), 8.15 (t, J=7.2 Hz, 2H), 7.71 (d, J = 4.1 Hz, 2H), 7.63 (t, J = 7.9 Hz, 1H), 7.44 (br, 1H), 7.29
(q. J=8.5Hz, 2H); C NMR (CD:OD, 75 MHz) & 169.3, 161.4, 158.1, 153.5, 152.8, 148.7, 147.4, 145.3,

136.9, 135.0, 134.8, 130.8, 130.7, 130.2, 130.1, 128.5, 124.1, 123.6, 123.5, 122.3, 118.0, 115.8,
115.5

AN 77, NA3-(2-BF 2 23 d)-5-(3-T B A A )7 175 215 2[4, 341 91 2 1] 9-6(7H) -2 )1 Tl o}
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[0389]
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SE54 10-0963644
plol = (Bheh=E 77)
S8 39.7 % HONWR (CDOD, 300 Miiz) & 8.80 (s, 1H), 8.69 (s, 1), 8.07-8.00 (m, 2H), 7.50-7.48 (m,

13
1), 7.36-7.34 (m, 2H), 7.20 (br, 4H), 6.98 (d, J = 7.6 Hz, 1), 3.71 (s, 3H); C NMR (CDsOD, 75 MHz)

6 165.3, 159.3, 155.0, 152.5, 152.4, 147.7, 136.0, 135.9, 134.8, 131.1, 131.0, 130.2, 130.1, 129.0,
124.8, 124.0, 123.9, 123.8, 120.4, 115.9, 115.6, 115.4, 114.0, 54.5

Ao 78, N-(3-(2-FF 2 H)-5-(3-WSAH D) -7T-5 - 17-9 2} =2 [4,3-d] I 2|V H-6(7TH)-¥)-ole] A =
Slofrlol= (S EWE 78)

T& 34.6 %; MR (CDs0D, 300 MHz) & 8.81 (s, 2H), 8.20 (br, 1H), 7.62 (d, J = 4.6 Hz, 2H), 7.46 (q,

J=6.4 Hz, 1), 7.38-7.23 (m, 5H), 7.03 (d, J = 7.8 Hz, 1), 3.78 (s, 3M): C NMR (CD:OD, 75 MHz) &

165.3, 159.7, 159.3, 154.9, 149.9, 139.6, 135.0, 130.5, 129.0, 128.9, 124.3, 121.6, 121.4, 120.4,
118.4, 115.8, 115.6, 115.4, 114.0, 113.8, 54.5

Al 79, N-(3-(2-&F 2 23d)-5-(3-w 23 d)-7T-5 - 11- FE 2[4, 3-d] 9 v D-6(7TH)-L ) - & o}wlo]
= (gEds 79)

T 43.9 % I MR (CDs0D, 300 MHz) & 8.78 (s, 1H), 8.67 (s, 1H), 8.19 (br, 1H), 8.07 (d, J = 7.9 Hz,

1), 7.48-7.41 (m, 3H), 7.36 (t, J = 6.3 Hz, 1H), 7.30-7.22 (m, 4H), 2.29 (s, 3H); C NMR (CDsOD, 75

MHz) & 165.2, 161.1, 157.8, 155.4, 152.4, 147.7, 140.0, 137.8, 135.9, 133.8, 133.3, 130.5, 129.8,
128.8, 128.1, 128.0, 127.6, 126.5, 125.4, 124.3, 124.0, 115.8, 115.5, 20.0

AAe 80. N-(3-(2-ZF 2 2¥d)-5-(3-wEHd)-7-22-17-9&Z==E[4,3-d] M D-6(7TH-Y)-olo] AU =
glojulol = (33EH 3% 80)

I NMR (CD:0D, 300 MHz) & 8.71 (d, J = 4.7 Hz, 2H), 7.84 (br, 1H), 7.60 (d, J = 6.0 Hz, 2H), 7.53-7.32

(m, 7H), 2.39 (s, 3H); “CONIR (CDsOD, 75 MHz) & 165.2, 155.4, 149.9, 139.7, 137.9, 137.8, 133.7,
133.1, 130.5, 129.7, 128.7, 127.9, 127.6, 126.5, 125.3, 121.4, 115.8, 115.5, 19.9

AAlel 81, N-(3-(2-=FL23d)-5-3d-T-5 - 19SS 2[4,3-d] 9 v D-6(7TH)-L)-H s ofrtol = (39

T& 66.6 %; MR (CDs0D, 300 MHz) & 8.79 (s, 1H), 8.67 (s, 1H), 8.19 (br, 1H), 8.07 (d, J = 7.7 Hz,

M), 7.67 (d, J = 4.3 Hz, 2H), 7.47-7.40 (m, 5H), 7.21 (br, 2H); C NMR (CDOD, 75 MHz) & 173.9,

165.2, 155.3, 152.4, 147.7, 135.8, 133.9, 130.5, 129.8, 128.2, 128.0, 127.7, 124.3, 123.9, 115.8,
115.5

%—J/\] o 82. N-(3-(2-&EFQ=2ud)-5-9d-7T-S - 17-9 2E 5 [4,3-d] T2V D-6(7TH)-4)-oto] A AR ofmto] =
SHEHS 82)

~

TE 32.7 % I NMR (CDsO0D, 300 MHz) & 8.70 (d, J = 5.3 Hz, 2H), 8.02 (d, J = 7.1 Hz, 1H), 7.68-7.65
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(m, 2H), 7.60 (d, J = 6.1 Hz, 2H), 7.49-7.44 (m, 4H), 7.33-7.30 (m, 2H); 13C NMR (CDsOD, 75 MHz) &

165.2, 155.2, 149.8, 139.6, 133.9, 132.3, 130.6, 129.8, 129.3, 128.2, 128.0, 127.7, 124.3, 121.4,
115.8, 115.5

A 83. N~(3-(2-ZF Q=2 Yd)-5-H|&-7-2 -1 =2 [4,3-d] U 9-6(7H)-L)-Hl =o}lulo| = (3
EW3 83)

% 63.9 % H NMR (CDOD, 300 MHz) & 8.12 (br, 1H), 8.05 (d, J = 7.0 Hz, 2H). 7.70 t. J = 6.7 Hz.
1), 7.60 (t, J = 6.6 Hz, 2H), 7.51-7.48 (m, 1H), 7.34 (t, J = 7.7 Hz, 2H), 7.30-7.23 (m, 4H), 7.18-
7.14 (m, 1H), 3.16-3.11 (m, 4H); C NMR (CDOD, 75 MHz) & 168.3, 161.1, 157.8, 156.2, 154.3, 140.7,

134.3, 132.7, 131.4, 130.6, 130.5, 130.3, 130.2, 128.6, 128.1, 128.0, 127.5, 125.8, 124.2, 124.1,
117.1, 115.7, 115.5, 34.9, 32.1

e 84, N-(5-(3-1po]l ERHE)-7-%4-3-(E] e H-2-Y)-17-v| 2} = 2 [4,3-d] ¥ & v D-6(7H)-L)-H =& o} v}
o= (3}3}EHE 84)

'H MR (CD,OD, 300 MHz) & 8.89 (s, 1H), 8.69 (s, 1H), 8.58 (t, J = 5.6 Hz, 1H), 8.31 (d, J = 8.3 Hz,
1), 8.17 (br, 2H), 7.99 (d, J = 3.6 Hz, 1), 7.69 (t, J = 7.9 Hz, 1H), 7.46 (t, J=6.5Hz, 2H), 7.15
(t, J=4.3Hz, 10); CNWR (CDOD, 75 MHz) & 149.5, 148.2, 147.4, 137.3, 136.0, 134.9, 128.5, 127.1,
126.0, 125.1, 123.7, 123.5, 123.2

Ao 85. N-(5-(3-}o|ERHH)-7-24-3-(E] 9 3-2-2)-17-9 g} Z 2 [4,3-d] 3 2 | H-6(7H)-Q )-2-F J o}-A)
Eojujol= (F3HEHST 85)

S8 44.1 % H NMR (CDOD, 300 MHz) & 8.28 (s, 1H), 8.14 (d, J = 8.2 Hz, 1H), 7.85 (d, J = 4.7 Hz,
oH), 7.45 (d, J=7.9 Hz, 1H), 7.41 (t, J = 4.8 Hz, 1H), 7.15-7.05 (m, 4H), 6.93 (d, J = 6.3 Hz, 2H),
3.51 (q, J = 13.9 Hz, 2H); C NMR (CD«OD, 75 MHz) & 171.1, 166.8, 165.7. 148.4, 147.3. 134.5, 133.7,

133.5, 129.9, 128.9, 128.5, 128.4, 128.2, 127.2, 127.1, 126.9, 126.7, 126.2, 125.7, 124.2, 123.1,
122.4, 40.4

A 86. N-(5-(3-UolERTY)-7-24-3-(E]| Q. 3-2-2)-17-F e} 2= 2[4, 3-d] 9 2| m| D-6(7TH)-< )-¥ll Zo}nu}o]
= (3gEHZE 86)

' NMR (CDs0D, 300 MHz) & 8.94 (s, 1H), 8.51 (d, J = 7.3 Hz, 1H), 8.46 (d, J = 7.8 Hz, 1H), 8.03 (d, J

= 7.0 Hz, 2H), 7.85 (t, J = 8.0 Hz, 1H), 7.62-7.49 (m, 5H), 7.17 (t, J = 4.4 Hz, 1H); 13C NMR (CD5OD,

75 MHz) & 166.9, 164.2, 158.8, 148.4, 135.7, 133.5, 131.9, 129.9, 128.9, 128.7, 128.2, 127.2, 126.9,
126.6, 126.3, 125.6, 123.1, 122.5, 114.6

AAld 87, N-(5-(4-ZF L 2H)-7-E2-3-FE- 149 2E 2 [4,3-d] F 2 v d-6(7TH)-L)-Y =¥ o}ulo] = (3}
W3 87)

S8 70.7 % H NMR (CD:OD, 300 MHz) & 8.81 (s, 1H), 8.66 (d, J = 6.4 Hz, 1), 8.10 (d, J = 8.0 Hz,
1H), 7.95 (d, J = 4.7 Hz, 1H), 7.49-7.42 (m, 2H), 7.33 (t, J = 8.1 Hz, 1H), 7.27-7.25 (m, 2H), 7.12-
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7.10 (m, 1H), 7.01 (d, J = 6.9 Hz, 1H), 3.76 (s, 3H); 13C NMR (CDsOD, 75 MHz) & 166.1, 159.3, 154.7,

152.9, 151.8, 147.9, 135.9, 135.4, 133.8, 132.3, 129.1, 128.8, 127.2, 126.2, 125.5, 123.8, 120.6,
115.3, 114.0, 54.5

S8 69.5 % H NMR (CD:OD, 300 MHz) & 9.18 (s, 1H), 8.81 (d, J = 4.9 Hz, 1H), 8.43 (d, J = 8.0 Hz,
1H), 8.36 (dd, J = 5.6, 8.6 Hz, 2H), 7.65 (dd, J = 5.0, 7.8 Hz, 1H), 7.22 (t, J = 8.8 Hz, 2H), 2.90-
2.81 (m, 2H), 1.85 (t, J = 7.2 Hz, 2H), 1.54-1.39 (m, 2H), 0.98 (t, J = 7.3 Hz, 30); C NMR (CDOD, 75

MHz) & 166.5, 161.2, 156.7, 152.1, 151.9, 148.2, 136.2, 129.1, 128.9, 128.3, 128.2, 124.4, 123.9,
115.4, 115.2, 114.9, 32.9, 28.2, 21.9, 12.7

Al 89, N-(-3-(4-FFLwdd)-5-AopE-7T-5 - 1-9] ehE = [4,3-d] 9 2 n|I-6(7TH) - ) -l =o}vlo] =

8 48.5 % 'H NMR (CD:OD, 300 MHz) & 8.37-8.32 (m, 2H), 7.91 (d, J = 7.2 Hz, 2H), 7.65 (d, J = 7.5

Hz, 1H), 7.55 (t, J = 7.5 Hz, 2H), 7.29-7.11 (m, 7H), 4.20 (s, 2H); 13C NMR (CD,OD, 75 MHz) & 168.0,

155.5, 135.8, 132.4, 130.6, 129.1, 128.7, 128.5, 128.4, 128.3, 128.2, 127.6, 127.4, 126.7, 126.5,
115.2, 114.9, 62.9

A 90, N-(3-(4-ZF Q22 d)-7-S52-5-1—SY-17/-9=ZE2[4,3-d] H v d-6(7H)-L)-F-Holulo| = (3%
W3 90)

' NMR (CDsOD, 300 MHz) & 8.29 (dd, J = 5.5, 8.6 Hz, 2H), 7.41-7.31 (m, 4H), 7.16 (t, J = 8.8 Hz, 2H),

2.39 (s, 3H), 2.26-2.07 (m, 2H), 1.52-1.40 (m, 2H), 0.73 (t, J = 7.4 Hz, 3H); 13C NMR (CDsOD, 75 MHz)

6 173.2, 155.2, 153.4, 137.6, 134.2, 134.1, 130.2, 128.8, 128.5, 128.3, 127.5, 127.2, 125.5, 115.2,
114.9, 35.2, 20.0, 18.3, 12.3

AAld 91, N-(3-(2-ZF L 23d)-7-&2-5-Ad-14-Y 2} 2 [4,3-d] 9 Y| D-6(7H)-L)-Y A& o}mlo] = (3}

S 67.4 % H NMR (CD:OD, 300 MHz) & 9.19 (s, 1H), 8.82 (d, J = 6.5 Hz, 1H), 8.44 (d, J = 8.1 Hz,
). 8.12 (br, 1H), 7.66 (dd, J = 5.0, 8.0 Hz, 1H), 7.52-7.45 (m, 1H), 7.34 (t, J = 8.3 Hz, 2H), 7.26-
7.21 (m, 4H), 7.19-7.12 (m, 1H), 3.17-3.08 (m, 4H); C NMR (CD:OD, 75 MHz) & 166.2, 155.9, 152.5,

148.1, 140.7, 136.2, 130.6, 130.4, 130.3, 128.2, 128.1, 128.0, 125.8, 124.2, 124.1, 115.8, 115.5,
34.9, 31.9

AAd 92, N-(3-(2-ZF L 23d)-7-S2-5-Ad-14-Y 2} 2 [4,3-d] 9 Y| D-6(7H)-L)-Hl =o}ulo]| = (3}g+
23T 92)

S8 63.9 % H NMR (CDOD, 300 MHz) & 8.12 (br, 1H), 8.05 (d. J = 7.0 Hz, 2H). 7.70 (t. J = 6.7 Hz,
1H), 7.60 (t, J = 6.6 Hz, 2H), 7.51-7.48 (m, 1H), 7.34 (t, J = 7.7 Hz, 2H), 7.30-7.23 (m, 4H), 7.18-
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7.14 (m, 1H), 3.16-3.11 (m, 4H); C NMR (CDOD, 75 MHz) & 168.3, 161.1, 157.8, 156.2, 154.3, 140.7,

134.3, 132.7, 131.4, 130.6, 130.5, 130.3, 130.2, 128.6, 128.1, 128.0, 127.5, 125.8, 124.2, 124.1,
117.1, 115.7, 115.5, 34.9, 32.1

A 93, N-(5-(3-Uo|EZAY)-7T-4-3-Ho|d-17-32ZE2[4,3-d] H v d-6(7H)-L)-Hl =o}ulo]| = (3}
W3 93)

HONMR (300 MHz, CDOD) & 8.54 (s, 1H), 8.32 (d, J = 9.29 Hz, 1H), 8.04 (d, J = 7.75 Hz, 1H), 7.73-
7.69 (m, 8H), 7.55 (t, J = 7.43 Hz, 1H), 7.43 (t, J = 7.77 Hz, 2H), 7.27-7.14 (m, 5H), 3.29 (t, J =
7.96 Hz, 2H). 3.13 (t, J = 7.91 Hz, 2H); C NMR (75 MHz, CD:OD) & 168.1, 152.3, 147.7. 140.7. 135.6,

134.4, 132.3, 131.7, 129.1, 128.3, 128.2, 128.0, 127.2, 125.8, 124.2, 123.4,34.8, 26.3
AT 94, N-(5-(3-m|H Ao D) -7-5 2-3-Mo H-1A-9] eFE 2[4, 3-d] 9] 2| M| -6 (7H)- L) -H ¥ ofvto] = (3}

28 70 % H NWR (300 MHz, CDOD) & 8.76 (s, 1H), 8.66 (d, J = 4.94 Hz, 1H), 8.08 (d, J = 8.06 Hz,
1H), 7.49 (dd, J = 4.96, 7.95 Hz, 1H), 7.35 (t, J = 8.09 Hz, 1H), 7.27-7.15 (m, 5H), 7.03 (d, J = 8.53
Hz, 1H), 3.79 (s, 3H). 3.28 (t, J = 8.51 Hz, 2H), 3.11 (t, J = 8.30 Hz, 2H); C NMR (75 MHz, CD:OD) &

166.4, 159.3, 154.5, 151.6, 147.8, 140.9, 135.9, 135.4, 129.5, 128.8, 128.2, 128.0, 125.7, 123.7,
120.3, 115.3, 113.7, 54.5, 34.8, 26.3

Ao 95, N-(5-(3-W|EAIHL)-7-&4-3-H N D-1/-F] 2}F 2 [4,3~d] I 2P H-6(7H)-L)-N=olnto| = (3}3H=
H3F 95)

%8 81 % 'H NMR (300 MHz, CD:OD) & 7.67 (d, J = 7.06 Hz, 2H), 7.57 (t, J = 7.43 Hz, 1H), 7.44 (t, J
= 7.75 Hz, 2H), 7.36 (t, J = 8.00 Hz, 1H), 7.28-7.14 (m, 7H), 7.03 (d, J = 8.30 Hz, 1H), 3.78 (s, 3H),
3.98 (t, J=8.42 Hz, 2H), 3.11 (t, J = 8.19 Hz, 2H); "C MR (75 MHz, CDOD) & 167.7, 159.3. 154.8,

140.8, 135.1, 132.3, 131.6, 128.9, 128.3, 128.2, 128.0, 127.2, 125.8, 120.4, 115.5, 113.6, 54.5, 34.8,
26.3

Al 96, N-(3-(3-F 22 AMEY)-5-(3-te| ER L) -7-S - 119 etE 2 [4,3-d] I 2 P d-6(7TH)-L)-F-E owte]
= (3tgEWE 96)

S8 52 % H NMR (300 Mz, CDOD) & 8.53 (s, 1H), 8.40 (d, J = 8.29 Hz, 1), 8.29 (s, 11), 8.23 (d, J
= 7.66 Hz, 1), 8.06 (d, J =7.75 Hz, 1), 7.76 (t, J = 8.11 Hz, 1H), 7.43 (t, J=7.70 Hz, 1), 7.35

(d, J=28.03 Hz, 1H), 2.30-2.11 (m, 2H), 1.54-1.42 (m, 2H), 0.73 (t, J = 7.37 Hz, 3H); 13C NMR (75 MHz,
Ch,0D) & 173.7, 152.8, 147.7, 135.7, 134.6, 134.5, 134.3, 132.8, 129.9, 129.3, 128.0, 126.0, 124.6,

124.3, 123.4,35.1, 18.2, 12.2
AAld 97, N-(5-(3-WEA M) -3-(4-F 22 D)-7T-S4- 1419 2E 2 [4,3-d] 2 d-6(7TH)-L)-Y ZE o}u} o]
= (FgEHT 97)

' NR (300 MHz, CDsOD) & 9.28 (s, 1H), 8.79 (d, J = 4.92 Hz, 1H), 8.48 (d, J = 8.01 Hz, 1H), 7.67
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(dd, J =4.98, 7.97 Hz, 1H), 7.48 (d, J =7.70 Hz, 2H), 7.32 (d, J = 7.63 Hz, 2H), 7.25 (t, J =7.98
Hz, 1H), 6.98 (br, 2H), 6.86 (d, J = 7.23 Hz, 1H), 3.78 (s, 3H), 3.76 (s, 2H); 13C NMR (75 MHz, CDsOD)
6§ 151.8, 134.7, 129.3, 128.7, 128.0, 124.4, 121.3, 114.5, 112.3

A e 98, N-(5-(3-HmIEAME)-3-(4-F22HY)-7T-S -1 HFE 2 [4,3-d] 9 v D-6(7TH)-L ) - Zo}ulo| =
(3FEHS 98)

28 86 % H NVR (300 MHz, CD:OD) & 8.33 (d, J = 8.61 Hz, 2H), 7.91 (d, J = 8.55 Hz, 2H), 7.68-7.60
(m, 1), 7.57-7.46 (m, 4H), 7.20 (t, J = 7.50 Hz, 1H), 6.87-6.80 (m, 3H), 4.18 (d, J = 6.72 Hz, 2H),
3.67 (s, 30); C NMR (75 MHz, CD:OD) & 159.9. 155.6, 129.2, 128.4, 128.0, 127.7. 127.6, 120.8, 114.2,

112.3, 54.1, 40.6

AAd 99, N-(5-(3-W|EA WA )-3-(4-F 2 2H H)-7T-SA- 113 2 EZ[4,3-d| I 2 v D-6(7H) -4 )-2-A & o}n}
ol (FFEWMZ 99)

8 74 % H MR (300 MHz, CD:OD) & 8.28 (d, J = 8.67 Hz, 2H), 7.45-7.27 (m, 7H), 7.19 (t, J = 7.92
Hz, 1H), 6.82 (d, J = 8.20 Hz, 1H), 6.76 (s, 1H), 6.68 (d, J = 7.56 Hz, 1H), 3.97 (d, J = 9.08 Hz,
9H), 3.75 (s, 3H), 3.73 (s, 2H); C MMR (75 MHz, CD:OD) & 172.8, 160.0, 136.3. 134.5, 134.0, 129.3,

129.1, 128.6, 128.6, 128.6, 128.3, 128.0, 127.7, 127.2, 121.3, 115.4, 114.6, 112.2, 54.3, 42.7, 30.7
AAd 100, N-(5-FE-3-(4-F223)-7-S2-17-Y =2 [4,3-d] 9 D-6(7H)-L)-U A olmto] = (3}g+

TE& 82 %; MR (300 MHz, CDsOD) & 9.19 (s, 1H), 8.76 (d, J = 4.94 Hz, 1H), 8.44 (d, J = 8.00 Hz,
1H), 8.34 (d, J = 6.81 Hz, 2H), 7.62 (dd, J = 4.95, 7.96 Hz, 1H), 7.48 (d, J = 8.62 Hz, 2H), 2.91-2.82
(m, 2H), 1.89-1.83 (m, 2H), 1.55-1.43 (m, 2H), 0.98 (t, J = 7.36 Hz, 3H); e MR (75 MHz, CDsOD) §&

166.8, 156.8, 152.9, 151.8, 148.2, 136.2, 134.7, 133.7, 130.1, 129.6, 128.8, 128.3, 128.3, 127.7,
123.9, 33.0, 28.2, 21.9, 12.8

AAld 101, N-(5-FE-3-(4-F 22 )-7-S -1 IE2[4,3-dF v H-6(7TH)-L) -l Zolulo| = (3}3HE
W3 101)

8 69 % H NMR (300 MHz, CD:OD) & 8.34 (d, J = 8.63 Hz, 2H), 8.03 (d, J = 8.62 Hz, 2H), 7.70-7.53
(m, 3H), 7.49 (d, J = 8.62 Hz, 2H), 2.90-2.78 (m, 2H), 1.91-1.81 (m, 2H), 1.53-1.43 (m, 2H), 0.98 (t,
J=7.29 Hz, 30); C NMR (75 MHz., CD:OD) & 168.2, 157.1, 133.8, 132.5. 131.7. 129.9, 129.0, 128.8,

128.5, 128.4, 128.2, 127.7, 127.5, 126.6, 32.9, 28.2, 21.9, 12.8

AAd 102.2-FR22-N-[5-(2-Yo| ER-3d)-3-3d)-7-&4-1,7-tdlo| =2 -y gE 2[4, 3-d] F Y Pd-6-L |-
Hlzofuol = (31gEwE 102)

& 84.2 % ' NMR (400 MHz, DMSO-d;) & 14.23 (s, 1H), 10.53 (s, 1H), 8.07 (d, J = 8.08 Hz, 2H), 8.02

(dd, J = 7.83, 1.52 Hz, 1H), 7.91-7.84 (m, 3H), 7.78-7.72 (m, 2H), 7.69-7.64 (m, 1H), 7.59-7.50 (m,
3H), 7.47 (d, J=7.07 Hz, 1H)
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Aol 103, 4-F R 2-N-[5-(2-the] ER-5d)3-9] d-7-& -1, 7-t] sfo| =2 -3 g} F 2[4, 3~d] 9] 2] 1] -6~ ] -wl
Zolulol = (3}gHEHE 103)

N-{5-[N'-(4—F 22 %2 Y)-sto] =} X] =711 d | -3~ d-1/-3] 2} &-2- Y }-2-1} 9]

EZyZolulol= (150 mg,
0.30 mmol)Sk PPA (3.0 )& Abg3tel, 7] AAle] 1o] Yoz WA YHES

At
FE 49 % H NMR (400 MHz, DMSO-ds) & 14.24 (s, 1H), 10.56 (s, 1H), 8.12-8.05 (m, 4H), 7.97-7.90 (m,
1H), 7.88 (d, J = 7.16 Hz, 2H), 7.82-7.75 (m, 1H), 7.70 (d, J = 8.67 Hz, 2H), 7.55-7.48 (m, 3H)

AAE 104, 2-FEE2-N-[5-(3-Uo|ER-Hd)-7-&2-3-Hd-1,7-t]lo| = 2-9 &} =& [4,3-d] T g v H-6-Y ]-
Wl Zolnlol = (S}3HEHE 104)
2 40 % H NMR (300 Miz, DMSO-ds) & 14.79 (s, 1H), 11.89 (s. 1H), 8.51 (s, 1H) 8.42 (d, J = 8.29

Hz, 1H) 8.27 (d, J = 7.54 Hz, 2H) 8.15 (d, J = 7.54 Hz, 1H) 7.85 (t, J = 8.10 Hz, 1H) 7.55-7.39 (m,
6H) 7.32 (d, J =7.16 Hz, 1H)

Ao 105, 3-FR2-N-[5-(3-UolER-7d)-7-24-3-7d-1,7-T]5lo| E2-9 g} =2 [4,3d] ) 2| n| Pd-6-4 |-
Wl Zolnlol = (3}3HE T 105)

58 57 % H NMR (400 Mz, DMSO-d5) 14.81 (s, 1H) 12.05 (s, 1H) 8.56 (t, J = 1.89 Hz, 1H) 8.34 (ddd, J

8.34, 2.53, 1.01 Hz, 1H), 8.27 (d, J = 7.58 Hz, 2H), 8.18-8.14 (m, 1H), 7.80 (t, J = 8.08 Hz, 1H),
74 (t, J = 1.77 Hz, 1H), 7.70 (d, J = 1.77 Hz, 1H), 7.67 (d, J = 1.77 Hz, 1H), 7.56-7.49 (m, 3H),
41 (t, J = 7.45 Hz, 1H)

A 106. N-[5-(3-Uo|ER-7d)-7-22-3-Hd)-1,7-t]slo| = 2-3| g} Z 2 [4,3-d] T g 1| P -6-Y |-l = o}n}
o= (3}3HEHT 106)
S8 44 % 'H MMR (300 MHz, DMSO—d;) 14.83 (s, 1H), 12.03 (s, 1H), 8.54 (s, 1H), 8.33 (dd, J = 8.29,

2.26 Hz, 1H), 8.27 (d, J = 7.54 Hz, 2H), 8.16 (d, J = 7.91 Hz, 1H), 7.82-7.73 (m, 3H), 7.60-7.50 (m,
aH), 7.42 (¢, J =7.35 Hz, 1H)

Ao 107, 3-WEA-N-[5-(3-UolER-d)-7-24-3-7d-1,7-T]5lo| E2-9] g} =2 [4,3d] ¥ 2| m| Pd-6-Y |-
Hl = olnjo] = (5}% H3E 107)
28 57 % H NMR (300 Miz, DMSO-d;) 14.81 (s, 1H), 11.88 (s, 1H), 8.58 (t, J = 2.07 Hz, 1H), 8.36-8.31

(m, 1H), 8.28 (d, J = 7.54, 2H), 8.18 (d, J = 8.29 Hz, 1H), 7.80 (t, J = 7.91 Hz, 1H), 7.53 (t, J =
7.54 Hz, 2H), 7.44-7.38 (m, 2H), 7.30 (d, J = 7.91 Hz, 1H), 7.24-7.23 (m, 1H), 7.18-7.15 (m, 1H), 3.78
(s, 3H)

A 108, 4-WEA-N-[5-(3-HolER-Hd)-7-&24-3-Hd-1,7-t]3}o| E2-F g} ZE =2 [4,3-d] 7 Z | H-6-2 |-

A —H 5 A]-N
Hl=ojulo] = (é}%%ﬂd 108)

TE 56 % MR (300 MHz, DMSO-ds) 14.80 (s, 1H), 11.89 (s, 1H), 8.57-8.55 (m, 1H), 8.35-8.25 (m,

3H), 8.17 (d, J = 8.29, 1), 7.81-7.71 (m, 3H), 7.52 (t, J = 7.54 Hz, 2H), 7.41 (t, J = 7.35 Hz, 1H),
7.02 (d, J=28.67 Hz, 2H), 3.82 (s, 3H)
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*.:lA]Oﬂ 109. 2.9 2-N-[5-(3-vhol ER-)-7-% 2:-3-31 d-1,7-T) o] = 23] e} & 2[4, 3] ) 2] v] -6~
-y = o}lnjfo] = (5}%7'%‘?4_5_ 109)

& 53 %; ' NR (300 MHz, DMSO-ds) 14.83 (s, 1H), 12.04 (s, 1H), 8.56 (s, 1H), 8.34 (d, J = 8.29,
1H), 8.28 (d, J=7.54, 2H), 8.17 (d, J=7.91 Hz, 1H), 7.80 (t, J = 7.91 Hz, 1H), 7.58-7.42 (m, 7H)

| 2-N-{(5-(3-the] ER -5 d)-7-% 2-3-9d -1, 7-v] sfo] = 2w 2pE 2 [4, 3-d] 9] 2] v D -6~
Q]-wlZolujol= (FTEHF 110)

& 58 %; 'H NMR (300 MHz, DMSO-ds) 14.80 (s, 1H), 11.95 (s, 1H), 8.55 (d, J = 1.83, 1H), 8.33 (dd, J

7.91, 1.88 Hz, 1), 8.28 (d, J = 7.54, 2H), 8.17 (d, J = 7.91 Hz, 1H), 7.85-7.76 (m, 3H), 7.52 (t, J
7.54, 2H), 7.45-7.31 (m, 3H)

Ao 111, 3-wWE-N-[5-(3-HUo|ER-HY)-7-&2-3-7d-1,7-T)slo| = 2-9 g} = 2 [4,3d] 7 2| P-6-L -4
Zolulol = (FFHEHST 111)

1
S8 52 % H NMR (300 MHz, DMSO-ds) 14.79 (s, 1H), 11.83 (s, 1H), 8.59 (s, 1H), 8.36-8.31 (m, 1H),

8.28 (d, J=17.54, 2H), 8.18 (d, J = 7.54 Hz, 1H), 7.80 (t, J = 8.10 Hz, 1H), 7.56-7.49 (m, 4H), 7.45-
7.34 (m, 3H), 2.33 (s, 3H)

AN 112, 4-HE-N-[5-(3-Hol|ER-HY)-7-%4-3-Hd-1,7-t] 3o =2-v] 2} = 2[4, 3¢ F Y| P-6-L ]-9
Zolulo| = (FFEWE 112)

FE 62 % I MR (300 MHz, DMSO-d;) 14.82 (s, 1H), 11.79 (s, 1H), 8.58-8.55 (m, 1H), 8.34-8.25 (m,

3H), 8.17 (d, J =28.29, 1H), 7.78 (t, J = 8.10 Hz, 1H), 7.64 (d, J = 8.29 Hz, 2H), 7.52 (t, J = 7.54
Hz, 2H), 7.41 (t, J=7.35 Hz, 1), 7.29 (d, J = 7.91 Hz, 2H), 2.34 (s, 3H)

Ao 113, N-[5-(3-Hdol¥)-3-(2-FF L 2Hd)-7T-S -1/ ZZZ[4,3-d] 9 2 P H-6(7)-L |-FN Lo} E
olrfol = (S}FEHE 113)

28 83.5 % H NIR (CDsOD, 300 MHz) 7.51-7.45 (m, 1H), 7.42 (d, J = 7.8 Hz, 2H), 7.37-7.22 (m, 8H),

7.18 (d, J =10.3 Hz, 1H), 7.09 (d, J = 8.3 Hz, 2H), 3.82 (g, J = 14.3 Hz, 2H), 3.04-2.76 (m, 4H); N
NMR (CDsOD, 75 MHz) 172.1, 161.1, 157.8, 156.0, 140.5, 134.2, 134.1, 130.5, 130.5, 130.4, 130.2,

128.9, 128.6, 128.5, 128.4, 128.0, 127.7, 127.2, 126.9, 125.7, 124.2, 124.1, 115.8, 115.5, 40.6, 34.7,
31.9

Ao 114, N-[5-(ANEZRE AN EY)-3-(3-FFL2H L) -7-S42-1/-F2F2[4,3-d] I H-6(7)-L |-A J o}
AEcule = (S3FE9E 114)

& 47.8 %; ' NMR (CDs0D, 300 MHz) 7.52-7.28 (m, 8H), 7.19 (t, J=8.9 Hz, 1H), 4.34 (s, 2H), 2.21 (d,
J=7.0Hz, 2H), 1.84-1.69 (m, 6H), 1.36-1.24 (m, 4H), 0.96-0.91 (m, 1H)

AAlel 115, N-[3-(4-EF L 29 d)-5-(A Dol D) -7T-S - 1-v2kE 2[4, 3-d] 9 v D -6(7H) -4 | -H & o}rfo]
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= (3EHE 115)

%8 32.9 % H NMR (CDLOD, 300 Milz) 9.19 (s, 1), 8.73 (d, J = 4.9 Hz, 1H), 8.43 (d, J = 8.1 Hz, 1),
8.28 (dd, J = 5.5, 8.9 Hz, 2H), 7.57 (dd, J = 4.9, 7.9 Hz, 1), 7.25-7.13 (m, 7H), 3.23-3.15 (m, 4H);
“C NMR (CD,OD, 75 Miz) 167.2, 164.4, 161.1, 155.6, 153.0, 151.6, 148.3, 140.9, 136.2, 134.2, 129.8,
128.4, 128.3, 128.1, 128.0, 127.5, 125.7, 123.8, 115.1, 114.8, 34.9, 31.9

AAE 116, N-[3-(4-ZF 9 2 Hd)-5-(F Dol e)-7-L 2-11-9 =2 [4,3-d] H P H-6( 7H) - |-l Zolulo] =

TE 329 % ; I NIR (CDsOD, 300 MHz) 8.26 (dd, J = 5.4, 8.9 Hz, 2H), 8.03 (d, J = 7.1 Hz, 2H), 7.63

(t, J=7.4Hz, 1), 7.53 (t, J=7.4 Hz, 2H), 7.23-7.10 (m, 7H), 3.17-3.12 (m, 4H); C NMR (CD;OD, 75

MHz):d 168.4, 164.4, 161.2, 155.8, 153.2, 140.8, 134.1, 132.5, 131.6, 128.9, 128.5, 128.4, 128.3,
128.1, 128.0, 127.6, 127.3, 126.5, 125.8, 115.2, 114.9, 34.8, 31.9

AAld 117, N-[3-(4-EF 229 d)-5- (ol & )-7-SA2-14-H & 2 [4,3-d] I 2 | D -6( 7H)-L |- o} A & o}
upol= (F3HEWE 117)

T 56.6 % ; I NMR (CDs0D, 300 MHz) 8.24 (dd, J = 5.5, 8.9 Hz, 2H), 7.41-7.38 (m, 2H), 7.29-7.15 (m,

8H)., 7.10 (d, J = 6.9 Hz, 2H), 3.79 (q. J = 14.2 Hz, 2H), 3.03-2.80 (m, 4H); C NMR (CDOD, 75 MHz)

172.4, 164.4, 161.1, 155.6, 153.1, 140.8, 140.7, 134.5, 134.0, 128.9, 128.6, 128.3, 128.2, 128.0,
127.4, 127.3, 126.8, 125.7, 115.1, 114.8, 40.8, 34.6, 31.9

@111@ 4= =5 I-N-[3-(4-FEF 2 230 D) -5- (A Dol &) -7-% -1, 7-T] Sho| = R 2} 2[4, 3~d] 3 2] 1] -6~
Q]-wlZolujol= (FTEHF 118)

& 68.2 % ; I NIR (CDs0D, 300 MHz) 8.29 (dd, J = 5.4, 8.8 Hz, 2H), 7.98 (d, J = 8.5 Hz, 2H), 7.63

(d, J=28.6 Hz, 21), 7.31-7.15 (m, 7H), 3.23-3.13 (m, 4H), 1.39 (s, 9H); C NMR (CDsOD, 75 MHz) 168.1,

164.4, 161.2, 156.6, 155.9, 140.7, 128.4, 128.4, 128.3, 128.1, 127.5, 125.8, 125.5, 115.2, 114.9,
34.8, 34.6, 31.9, 30.1

A 119, 4-t-FE-N-[3-(4-ZF 229 D)-5-(3-H EA M A )-7-& 41, 7-1slo| =2 -T2} £ 2 [4,3-d] T 2] 1]
H-6-2 i zollol = (S3HEW S 110)

28 58.7 % ; H MMR (CDOD, 300 MHz) 8.35 (dd, J = 5.5, 8.8 Hz, 2H), 7.84 (d, J = 8.5 Hz, 2H), 7.57
(d, J=8.5Hz, 2H), 7.24-7.15 (m, 3H), 6.85 (d, J = 7.7 Hz, 1), 6.80(br, 2H), 4.15 (q, J = 15.1 Hz,
9H), 3.63 (s, 3H), 1.37 (s, 9H); C NMR (CDOD, 75 MHz) 167.6, 164.5, 161.2, 159.9, 156.5, 155.6,

137.1, 129.2, 128.9, 128.4, 128.3, 128.3, 128.2, 127.6, 125.4, 121.2, 120.8, 115.2, 115.1, 114.9,
114.8, 114.2, 112.4, 111.7, 54.1, 40.7, 34.6, 30.1

AN 120, 3-WIEA-N-[3-(4-FF L2 A D) -5-(3-HIFA M A)-7-& -1, 7-T] ste] =R -] 2 E 2[4, 3~d] ¥ €] 1]
d-6-d -l =otrlo] = (SHHEWE 120)
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%8 53.3 % ; H NMR (CDOD, 300 MHz) 8.36 (dd, J=5.5, 8.9 Hz, 2H), 7.50 (d, J = 7.7 Hz, 1), 7.43 (t,
J=7.8Hz, 2H), 7.24-7.16 (m, 4H), 6.88-6.79 (m, 3H), 4.17 (q, J = 15.1 Hz, 2H), 3.87 (s, 3H), 3.67
(s. 30); “C MMR (CDOD, 75 MHz) 167.8, 164.5, 159.9, 159.9. 155.4, 137.2. 134.1, 133.0, 129.4, 129.2,

128.4, 128.3, 127.4, 120.8, 119.8, 118.4, 115.2, 114.9, 114.2, 112.5, 112.3, 54.5, 54.1, 40.7

AAe 121. &EaETgiﬂaW&M&* F2Hd)-5-3-HEA N E)-7-2 -1, 7-H 3o =2 -T2} £ 2
[4,3-d]T g nd-6-L |- Zolnfo] = (3HERWE 121)

F& 59.2 % ;'H MR (CDsOD, 300 MHz) 8.35 (dd, J = 5.5, 8.6 Hz, 2H), 8.07 (d, J = 8.1 Hz, 2H), 7.81 (d,

J =8.2 Hz, 2H), 7.23-7.17 (m, 3H), 6.87-6.78 (m, 3H), 4.19 (s, 2H), 3.67 (s, 3H); 13C NMR (CDsOD, 75

MHz) 167.3, 164.4, 159.8, 155.3, 137.4, 136.7, 134.3, 129.1, 128.4, 128.3, 127.5, 125.1, 125.0, 120.9,
115.2, 114.9, 114.3, 112.1, 54.1, 40.6

AAld 122, 3-vIE-N-[3-(4-FF L2l E)-5-(3-vI F AR )-7-5 a1, 7-H] Sfo] ER -y ehE 2[4, 3~d] 9] g | Wl -
6-]-"l=olulol = (3}FEMNE 122)

S8 44.6 % : H NMR (CD:OD, 300 MHz) 8.35 (dd, J=5.5, 8.9 Hz, 2H), 7.71(br, 2H), 7.45-7.36 (m, 2H),

7.23-7.17 (m, 3H), 6.88-6.80 (m, 3H), 4.17 (q, J = 15.1 Hz, 2H), 3.68 (s, 3H), 2.43 (s, 3H); 13C NMR
(CDsOD, 75 MHz) 168.5, 159.9, 155.4, 138.3, 137.4, 132.7, 129.1, 128.4, 128.3, 128.2, 124.8, 120.8,

115.1, 114.9, 114.3, 112.2, 101.2, 54.1, 40.7, 19.9

AAd 123, 3-FRZ-N-[3-(4-ZFLEHY)-5-(3-HEAANA)-7-8 2-1,7-tslo]| = 2-y| g} 2 [4,3-d] F |
d-6-d]-wl=olmtol = (ShgEe 123)

58 26.9 % ; H NMR (CDOD, 300 MHz) 8.35 (dd, J=5.5, 8.9 Hz, 2H), 7.91 (d, J = 8.6 Hz, 2H), 7.50 (d,
J=28.6Hz, 20), 7.19 (t, J = 8.9 Hz, 3H), 6.87-6.85 (m, 2H), 6.80 (d, J = 9.0 Hz, 1), 4.17 (s, 2H),
3.69 (s. 3): “C NMR (CDOD. 75 MHz) 167.9. 161.1, 159.8. 155.4. 153.1. 137.5, 134.4. 129.4. 129.0.

128.8, 128.4, 128.3, 128.2, 127.7, 121.0, 115.3, 115.1, 114.8, 114.3, 112.1, 54.1, 40.6

Ao 124, N-[3-(4-ZF 9 2 3d)-5-(3-W| EA A )-7-L -1/ T 2} 22 [4,3-d] 9 2| n H-6( 7H)-L |- Zo}n}
o= (zﬂff"L H3E 124)

28 30.3 % : 'H NMR (CDOD, 300 MHz) 8.35 (dd, J = 5.5, 9.0 Hz, 2H), 7.92 (d, J = 7.1 Hz, 2H), 7.62
(t. J=6.1Hz, ), 7.52 (t, J = 7.4 Hz, 2H), 7.23-7.17 (m, 3H), 6.87-6.79 (m, 3H), 4.17 (q, J = 15.0
Hz, 2H). 3.67 (s. 3H); C NMR (CDOD., 75 MHz) 164.4, 161.1, 159.8, 155.4, 153.2, 137.4, 134.3, 132.0,

129.1, 128.4, 128.3, 128.2, 127.7, 126.6, 120.9, 115.1, 114.9, 114.3, 112.3, 54.1, 40.6
Ao 125, N-[3-(ElQ#-2-U)-5-HAE-7-2A-1/F9 2= 2[4, 3-d] v H-6( 7H)-L |-d o} A| Eolulo]| = (3}

£ 50.5 % ; H NMR (CDOD, 300 MHz) 7.93 (d, J = 4.6 Hz, 1H), 7.45-7.43 (m, 3H), 7.36 (t, J = 7.3 Hz,
2H), 7.29 (t, J=7.2 Hz, 1H), 7.14 (dd, J = 3.7, 5.1 Hz, 1H), 3.79 (q, J = 14.3 Hz, 2H), 2.60-2.50
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(m, 2H), 1.71-1.65 (m, 2H), 1.35-1.27 (m, 2H), 0.89 (t, J = 7.3 Hz, 3H); 13C NMR (CDsOD, 75 MHz) 172.1,

156.8, 152.8, 138.8, 134.5, 133.7, 132.6, 128.9, 128.5, 128.3, 128.0, 127.0, 126.9, 125.7, 125.2,
40.7, 32.7, 28.1, 21.8, 12.8

AAe] 126 3-mE-N-[3-(E 2H-2-)-5-AL-7-% -1, 7-v] ste| =2-g) 2} 2 [4,3-d] 9] 2] v Tl -6-d | -l =0}
nlol= (S}t E 126)

S8 28.0% ; H NMR (CD:OD, 300 MHz) 7.99 (d, J = 4.6 Hz, M), 7.85 (s, 1), 7.82 (d, J = 7.0 Hz, 1I),
7.49-7.41 (m, 3H), 7.18 (dd, J = 3.7, 5.0 Hz, 1H), 2.95-2.74 (m, 2H), 1.93-1.83 (m, 2H), 2.46 (s, 3H),
1.6-1.43 (m, 21, 0.99 (t, J = 7.4 lz, 30); C NMR (CD:OD, 75 MHz) 168.6, 157.1, 152.9, 138.5, 133.8,
133.0, 132.7, 131.9, 128.4, 128.0, 127.1, 125.7, 125.3, 124.6, 32.8, 28.1, 21.9, 19.9, 12.9

A 127, 3-HEAN(3-(4-EF O D)5 (2-FF Q2 T- 41 7-T] s E -5 E 2[4, 3-d] 9] 2]
) U-6- |-HlZolulo| & (FFEHST 127)

& 69.4% ; MR (CDsOD, 300 MHz) 8.32 (dd, J = 5.4, 8.9 Hz, 2H), 7.53-7.44 (m, 3H), 7.35 (t, J =

7.8 Hz, 1), 7.29-7.16 (m, 5H), 7.11 (d, J = 6.6 Hz, 1H), 3.79 (s, 3H); 13(3 NMR (CDyOD, 75 MHz):d

168.3, 161.1, 157.8, 156.2, 154.3, 140.7, 134.3, 132.7, 131.4, 130.6, 130.5, 130.3, 130.2, 128.6,
128.1, 128.0, 127.5, 125.8, 124.2, 124.1, 117.1, 115.7, 115.5, 34.9, 32.1

Al 128, 3-WE-N(3-(4-FF 22 d)-5-(3-EF L2 A Y)-T-S -1, 7-U S =23 2k B 2 [4,3-¢) 9] 2] v]
H-6-d]-wl =ojmlol = (3}EHE 128)

T8 56.6% J'H NIR (CDs0D, 300 MHz):d 7.80-7.66 (m, 6H), 7.56-7.49 (m, 1H), 7.43-7.29 (m, 3H), 7.21 (t,
J=28.8Hz, 2H), 2.42 (s, 3H)

AN 129. —B%&%?&iﬂé%ﬁﬂ%% 2Hd)-7-S4-1F0HE2[4,3-d]F | D-6(7H) -4 ]-H o}
A Eolulol= (3FEHT 129)

& 90.7 % ; I NMR (CDsO0D, 300 MHz) 8.33 (dd, J = 5.5, 8.7 Hz, 2H), 7.73 (d, J = 7.3 Hz, 2H), 7.59-

7.43 (m, 6H), 7.23-7.17 (m, 3H): C NMMR (CDOD, 75 MHz) 167.8, 164.6, 163.7, 160.4, 153.7, 153.6,

153.3, 136.3, 136.2, 134.1, 132.4, 131.5, 129.7, 129.6, 128.5, 128.4, 127.2, 127.1, 124.4, 116.6,
116.3, 115.6, 115.3, 115.0

A Ao 130. 3-WE-N B(4% S 2Hd)-5-HAAE-7-8 -1, 7-tlo| E2-T| 2E 2 [4,3-d] I v d-6-L |-l
zobrto] = (ShgEw S 130)

& 55.7 % I NIR (CDsOD, 300 MHz) 8.28 (dd, J = 5.5, 8.9 Hz, 2H), 7.86 (s, 1H), 7.83 (d, J = 7.2

13
Hz, 1), 7.49-7.41 (m, 2H), 7.28-7.13 (m, 7H), 3.24-3.06 (m, 4H), 2.44 (s, 3H); C NMR (CD,OD, 75 MHz)

168.6, 164.4, 161.2, 155.9, 153.1, 140.8, 138.6, 134.1, 133.1, 131.8, 128.9, 128.4, 128.3, 128.1,
128.0, 127.3, 125.8, 124.7, 115.2, 114.9, 34.9, 32.0, 19.9
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Al 131, F(3-(4-F 22 d)-7T-SA4-5-AN -1 ZE2[4,3-d] H 2 D-6(7TH)-L) Y ZEolvfo| = (3}3HE
W3 131)
28 86 % H NWR (300 MHz, CDOD) & 9.19 (s, 1H), 8.77 (d, J = 4.94 Hz, 1H), 8.43 (d, J = 8.19 Hz,
1H), 8.26 (d, J = 8.67 Hz, 2H), 7.61 (dd, J = 4.96, 7.95 Hz, 1H), 7.47 (d, J = 8.68 Hz, 2H), 7.28-7.21
(m, 41), 7.17-7.13 (m, 1), 3.20-3.10 (m, 41); C NVR (75 MHz, CDOD) & 166.8, 155.8, 151.9, 148.2,

140.9, 136.2, 134.5, 133.7, 129.8, 129.3, 128.3, 128.1, 128.0, 127.8, 125.7, 123.9, 34.8, 32.0

IAld] 132, N-(3-(4-ZF 223 d)-7-S4-5-Ad -1/ £ 2[4, 3-d/9 I D-6(7H)-L )l =olrlo| = (3} gHE
132)

fol m>

' NMR (300 MHz, CDsOD) & 8.25 (d, J = 8.59 Hz, 2H), 8.04 (d, J = 7.08 Hz, 2H), 7.68 (t, J = 7.18 Hz,
M), 7.57 (¢, J=7.74 Hz, 2H), 7.47 (d, J = 8.60 Hz, 2H), 7.26-7.21 (m, 4H), 7.19-7.13 (m, 1H), 3.23-
3.10 (m, 4H); 13C NMR (75 MHz, CD,OD) & 168.2, 156.0, 140.7, 133.8, 132.7, 131.4, 129.7, 129.0, 128.8,

128.6, 128.4, 128.1, 127.8, 127.5, 126.6, 125.8, 34.8, 32.0

gﬂ] ws MB-(4-Z22Hdd)-7-22-5-go d-1/F9 &FZE 2 [4,3-d ] T D D-6(7H) - )-2-F] d o} A Eo}mfo] =
(313 133)

H ONMR (300 MHz, CD:OD) & 8.22 (d, J = 6.84 Hz, 2H), 7.47-7.39 (m, 4H), 7.31-7.15 (m, 6H), 7.11 (d, J
= 6.77 Hz, 2), 3.85 (d, J = 14.2 Hz, 1), 3.75 (d, J = 14.3 Hz, 1), 3.05-2.82 (m, 4H); C NNR (75

MHz, CDsOD) & 173.8, 157.2, 142.1, 135.9, 135.1, 131.3, 130.3, 129.7, 129.4, 129.1, 128.2, 127.1,
42.2, 36.0, 33.3

AN 134, NFG-(3-HEAANA)-3-(4-F 22 L) -7-S - 10 E2[4,3-d]1 9 HH-6(7TH)-L)-4-tert-F&
HlZzolnlol = (S3HEHDT 134)
8 63.4 % H NVR (300 MHz, CDOD) & 8.32 (d, J = 8.29 Hz, 2H), 7.84 (d, J = 8.53 Hz, 2H), 7.56 (d,

J =8.54 Hz, 2H), 7.46 (d, J = 8.67 Hz, 2H), 7.19 (dd, J = 7.63, 8.92 Hz, 1H), 6.85 (d, J = 7.71 Hz,
1H), 6.81 (br, 2H), 4.19 (d, J = 15.1 Hz, 1H), 4.12 (d, J = 15.1 Hz, 1H), 3.63 (s, 3H), 1.37 (s, 9H);

13C NMR (75 MHz, CD,OD) & 167.7, 159.9, 156.4, 155.7, 153.1, 137.1, 134.5, 133.8, 129.8, 129.2, 128.5,

128.4, 127.7, 127.6, 125.3, 120.9, 114.2, 112.4, 54.1, 40.7, 34.6, 30.1

AAld 135, F(3-(3-FR2Z2HD)-7-S4-5-rEL- 1 IE2[4,3-d 9 d-6(7N-L)YZHolulo] = (3}3HE
W3 135)

28 87 % H NMR (300 Miz, CDOD) & 8.78 (s, 1H), 8.67 (d, J = 4.94 Hz, 1H), 8.35 (s, 1H), 8.29 (d, J

= 7.70 Hz, 1H), 8.09 (d, J = 7.99 Hz, 1H), 7.53-7.42 (m, 4H), 7.38-7.28 (m, 3H), 2.38 (s, 3H); e NIR
(75 MHz, CDsOD) & 155.4, 152.9, 151.0, 147.9, 137.4, 136.0, 134.8, 134.2, 130.0, 129.8, 128.8, 127.8,

127.4, 126.0, 125.4, 124.7, 123.6, 20.0

IAld] 136, N(3-(3-FE22HY)-7T-242-5-rrEL-1F3IZ2[4,3-d ¥ e D-6(7H) - )Wl Zoluo] = (3}3HE
136)

fol m>
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& 62.5 %; ' NMR (300 MHz, CDOD) & 8.35 (s, 1H), 8.29 (d, J = 7.70 Hz, 1H), 7.69 (d, J = 7.06 Hz,

2H), 7.61-7.43 (m, 6H), 7.39-7.29 (m, 3H), 2.38 (s, 3H); lSC NMR (75 MHz, CDsOD) & 167.6, 155.6,

137.6, 134.8, 134.3, 134.1, 132.9, 132.3, 131.6, 130.3, 129.9, 128.8, 128.3, 127.9, 127.6, 127.2,
126.0, 125.4, 124.6, 20.0

AAT 137, N-(3-(3-S 22 E)-7-F2-5-9 -1 S 2 [4,3-d] ¥ 2 D-6(TH)-L) Ml =ofrtol = (3}t=H e
137)

S8 89.6 % H NMR (300 MHz, CD:OD) & 8.35 (s, 1H). 8.29 (d. J = 7.70 Hz, 1H). 7.73-7.68 (m, 4H).

7.57 (t. J = 7.37 Hz, 1H). 7.49-7.42 (m, 6H), 7.37 (d, J = 8.02 Hz, 1H); C NMR (75 MHz, CDOD) &

167.6, 155.5, 134.8, 134.3, 134.2, 132.3, 131.5, 129.9, 129.7, 128.9, 128.4, 128.3, 127.9, 127.7,
127.5, 127.2, 126.5, 126.0, 124.6

TE 84 % H MR (300 MHz, CDsOD) & 8.31 (s, 1H), 8.24 (d, J = 7.68 Hz, 1H), 7.55-7.45 (m, 3H), 7.42-

7.33 (m, 4H), 7.21-7.18 (m, 3H), 6.99-6.96 (m, 2H), 3.53 (s, 2H); 13C NMR (75 MHz, CDsOD) & 171.1,

155.3, 153.0, 134.7, 134.2, 133.9, 133.7, 132.9, 129.8, 129.6, 128.7, 128.2, 128.2, 127.9, 127.7,
126.6, 126.0, 124.6, 40.1

A6 139. N-(3-(4-#}o] 223 A 5 Y )-5-(3-L}0] E 2ol Y )—7-S -1 5] 8t 2[4, 3-d] 3 2] D-6(7H)-2 ) ¥l =o
nfol= (3EEHT 139)

8 41.5 % H NVR (300 MHz, CDOD) & 8.63 (s, 1H), 8.33 (d, J = 8.29 Hz, 1H), 8.19 (d, J = 8.32 Hz,
9H), 8.13 (d, J = 7.74 Hz, 1H), 7.76-7.68 (m, 3H), 7.60-7.55 (m, 1H), 7.45 (t, J = 7.32 Hz, 2H). 7.33
(d, J=8.27 Hz, 2H), 2.56 (br, 1H), 1.86-1.75 (m, 5H), 1.51-1.29 (m, 5H); C NMR (75 MHz, CD:OD) &

167.9, 152.4, 148.8, 147.7, 135.7, 134.6, 132.4, 131.4, 129.2, 128.4, 127.3, 127.2, 126.9, 126.4,
124.2, 123.4, 44.5, 34.1, 26.6, 25.8

AAlel 140, N-(3-(4-peo] S 28 A3 d)-5-(3-m 5 A 9 D) -7-5 - UF ] BE 2[4, 3-d] 9] 2| D -6(TH) - L ) Wl =0}
ol= (Z}3HEWST 140)

5% 54.1 % H NWR (300 MHz, CD,0D) & 8.19 (d, J = 8.27 Hz, 2H), 7.71 (d, J = 7.13 Hz, 2H), 7.57 (t,
J = 7.40 Hz, 1), 7.44 (t, J = 7.75 Hz, 20), 7.38-7.25 (m, 5H), 7.02 (d, J = 8.18 Hz, 1), 3.78 (s,

3H), 2.55 (br, 1H), 1.86 (br, 4H), 1.76 (d, J = 12.0 Hz, 1H), 1.58-1.28 (m, 5H); “CONR (75 MHz,
Ch,0D) & 167.8, 159.2, 154.7, 154.0, 148.6, 135.5, 133.9, 132.2, 131.9, 128.8, 128.3, 127.7, 127.3,

126.8, 126.4, 120.6, 115.4, 113.8, 54.5, 44.5, 34.1, 26.6, 25.8
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28 70.5 % H NMR (300 Miz, CDsOD) & 8.31 (d, J = 8.62 Hz, 2H), 7.49-7.44 (m, 3H), 7.41-7.29 (m,

3H), 3.85 (d, J = 14.3 Hz, 1H), 3.77 (d, J = 14.2 Hz, 1H), 2.61-2.50 (m, 2H), 1.72-1.62 (m, 2H), 1.37-
1.26 (m, 2H), 0.90 (t, J = 7.30 Hz, 3H)

%% 85.8 % H NMR (300 MHz, CDOD) & 8.34 (d, J = 8.62 lz, 2H), 7.83-7.80 (m, 2I), 7.52-7.43 (m,
4, 2.89-2.77 (m, 2H), 2.46 (s, 3H), 1.85 (q, J = 6.20 Hz, 2), 1.52-1.43 (m, 2H), 0.98 (t, J = 7.32
Hz, 3M); "C NMR (75 Mz, CD,OD) & 168.3, 157.1, 138.7, 133.8, 133.3, 132.7, 131.5, 128.9, 128.8,
128.5, 128.4, 128.2, 128.0, 127.6, 124.6, 32.9, 28.2, 21.9, 20.0, 12.8

Ao 143, N(5-(3-HEAIMNA)-3-(4-F 229 D) -7T-F -1 Z 2[4, 3-d] ¥ 2| D-6(7H)-Y)-3-v D il = o}
ulol= (33HEHE 143)

TE 72.3 %; I NIR (300 MHz, CDOD) & 8.34 (d, J = 8.63 Hz, 2H), 7.70 (br, 2H), 7.50-7.35 (m, 4H),

7.22 (t, J=7.55Hz, 1H), 6.87-6.82 (m, 3H), 4.21 (d, J = 15.2 Hz, 1H), 4.13 (d, J = 15.2 Hz, 1H),
3.68 (s, 3H), 2.45 (s, 3H)

AAle] 144, N(5-WA-3-(4-2 22 D) -T-5 -1 S 2[4, 3-d] 9 2 D -6(TH)-9)-2-3 d opAl| Eofrfo] =

8 61.7 % 'H MR (300 MHz, CDOD) & 8.28 (d, J = 8.65 Hz, 1H), 7.46-7.23 (m, 12H), 7.09 (d, J =
7.97 Hz, 1H), 4.29 (s, 1H), 3.98 (q, J = 15.3 Hz, 1H), 3.74 (s, 1H), 3.65 (s, 1H)

TE 86.7 %; I NR (300 MHz, CDsOD) & 8.34 (s, 1H), 8.27 (d, J = 7.70 Hz, 1H), 7.72-7.69 (m, 2H),

7.51-7.40 (m, 6H), 7.39-7.28 (m, 3H), 2.35 (s, 3H); "t NR (75 MHz, CDsOD) & 167.8, 155.5, 153.2,

138.4, 134.8, 134.2, 134.2, 133.0, 132.9, 131.5, 129.8, 129.7, 128.4, 128.2, 127.9, 127.7, 127.7,
127.6, 126.0, 124.6, 124.4, 19.9

AAE 146, M(3-(3-Z222H9)-7-&A2-5-rEL-1F92Z2[4,3-d] 2 9-6(7H) -2 )-3-v| & ¥l Zo}u}o] =

TE 93.9 % I NR (300 MHz, CDsOD) & 8.34 (s, 1H), 8.28 (d, J = 7.71 Hz, 1H), 7.53-7.41 (m, 5H),

7.40-7.29 (m, 5H), 2.38 (s, 3H), 2.36 (s, 30): C NMR (75 MHz, CDOD) & 167.8, 155.6, 153.2, 138.4,

137.6, 134.8, 134.2, 134.1, 132.9, 131.6, 130.3, 129.8, 128.9, 128.2, 127.9, 127.7, 127.6, 126.0,
125.5, 124.6, 124.4, 20.0

AN 147, 3-HE-N(5-(3-Hol ERHE)-7-SA2-3-glo "-14-3 g} FE 2[4, 3-d] 9 H-6(7H)-Y ) vl Zo}ulo] =
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(gg=Eds 147)

S8 70.6 % H NMR (300 MHz, CD:OD) & 8.55 (s, 1H), 8.28 (d, J = 8.28 Hz, 1H), 8.04 (d, J = 8.01 Hz,
M), 7.66 (t, J = 8.03 Hz, 1H), 7.53-7.48 (m, 2H), 7.36-7.12 (m, 7H), 3.27 (t, J = 7.89 Hz, 2H), 3.10
(t, J = 7.98 Hz, 2H), 2.31 (s, 3H):; C NMMR (75 MHz, CDOD) & 168.1, 153.9, 152.2, 147.6, 143.2,

140.7, 138.5, 135.5, 134.5, 134.3, 133.1, 131.4, 129.1, 128.3, 128.2, 128.0, 127.7, 125.8, 124.4,
124.2, 123.4,34.8, 26.3, 19.9

Al 148, N (5-(3-Hol ER ) -T-F a3~ - 19 ehE 2[4, 3-d] ¥ 2| Fd-6(7TH) - ) -2~ ¥ d opA| Eowfo]
= (SEHS 148)

% 77.8 % HONMR (300 Milz, CDOD) & 8.22 (s, 1H), 8.17 (d, J = 8.25 Hiz, 1), 7.77 (d, J = 7.86 Hz,
1H), 7.48 (t, J = 8.00 Hz, 1H), 7.24-7.06 (m, 8H), 6.94 (d, J = 7.82 Hz, 2H), 3.53 (d, J = 13.9 Hz,

1H), 3.44 (d, J=13.9 Hz, 1H), 3.22 (t. J=7.92 Hz, 2H), 3.06 (t, J = 8.03 Hz, 2H); C NMR (75 MHz,
D) 6 171.3, 153.9, 152.2, 147.3, 143.1. 140.7, 135.1, 134.2, 134.2, 133.7. 128.9, 128.4, 128.1,

128.0, 126.6, 125.8, 124.1, 123.0, 40.5, 34.7, 26.2
AA e 149, M(G-(3-HEAHAYD)-7-L2-3-AdD-1FT g E 2 [4,3-d] ) D-6(7H) - )-3-H &l ¥l Zo}n}o] =

TE 74.8 % I NIR (300 MHz, CDsOD) & 7.49-7.45 (m, 2H), 7.37-7.26 (m, 3H), 7.26-7.13 (m, 7H), 7.02
(d, J=7.15 Hz, 1H), 3.76 (s, 3H), 3.26 (t, J = 8.28 Hz, 2H), 3.09 (t, J = 8.23 Hz, 2H), 2.33 (s,
30); “C MR (75 MHz, CDsOD) & 167.9, 159.3, 154.8, 154.1, 140.8, 138.4, 135.1, 134.2, 133.0, 131.5,
128.9, 128.2, 128.2, 128.0, 127.8, 125.8, 124.4, 120.4, 115.5, 113.6, 54.5, 34.8, 26.3, 19.9

AAE 150, M (5-(3-HEAHH)-7-L 2-3-3 d-1F3 =2 [4,3-d] H F H-6(7TH)-)-2-5| o} A Eolmlo] =
(3= 35 150)

TE 69.1 % I NR (300 MHz, CDsOD) & 7.30-7.11 (m, 9H), 7.01 (d, J = 8.03 Hz, 2H), 6.97-6.92 (m,

3H), 3.70 (s, 3H). 3.51 (s, 2H), 3.22 (t, J=8.14 Hz, 2H). 3.05 (t. J = 8.31 Hz, 2H); C NMR (75 MHz,
CDOD) & 171.1, 159.2, 154.7, 153.9. 142.7, 140.8, 134.9, 134.0, 133.7. 128.9, 128.7. 128.2, 128.1,

128.0, 126.6, 125.8, 120.2, 115.6, 113.3, 54.4, 40.1, 34.8, 26.2

(AR ]

s, woweo] nhE 4] el 1= EARE AT SEERe BHd ue od Fez A s,
tee B owe] whe 4] Sehd 12 EAHE 3RS BT PR 2 A PHe A

@ Zlo® W el ofo] @RHE AE oh

AA 1 AARA 79

GAAE 50 mes AR A Z FEA 14.1 ng, ARAZHE USNF 0.8 mg 2 vl2ul ZHoEoE 0.1 mge
I 7hskste] AR e
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AA 2 BAGGEA £29)

SR 5.0 mgd A= A F, FE~ 16.0 mgd BT 4.0 mgE ATt Z#&HolE 80 0.3 mgs 5%
Eol| ¥ & o] gMo] HIGEgFS e oS, v HIE A Az Fo nye AFd F FZold Ay
F HEAblE 2.7 mg B vhadlg ool E 2.0 gyt AT PlHE Zhebetel AR ey

AA 30 BTy AHEA

ZZHld ¥Zg]E 10.0 mg, vF2ul$s ~HOFHOlE 0.2 mg
5 Agel Mo ATt

AA 4 0 FAA
AR EA 100 mgS A7), I Wolx WY E 180 mg, NaHPO, - 12H,0 26 mg 2@ Z=FHF 2974 mgE o
FAIA FAAE Al z3)8l T

[d3d]

1. 3ol ofa HAAY
1) LA E Hl

A3 s et IS =457 sk M EZA A-549 (Human lung carcinoma), HT-29 (Human colon

adenocarcinoma), DU145 (Human prostate cancer), SK- MEL-2 (Human malignant melanoma), SK-OV-3 (Human

ovary malignant ascites)E AF&3}3itt. ol ANEE BT A7t S 2% AEFEA S AEF &
ol A FEFuro} ulj sttt g2 10 % S-Ejotd S X ES RP MI 1640 WX & AMEsilon, 23
& FHIClEI(37 T, 5 % COnoll A s eFatict. Azl Adi= 0.25 % EHA-1 m M EDTAS A}&3ke] 3¢

2) 3}o} 3 /H.i_x%

1989 w=o] I AT LA & AL (in vitro) 3 BAHES =Hel7] 95kl sdE SRB AW
(Sulforhodamine B assay method)S AF&3&}TH.
At FA AEES Aol AFE3H] flsted ERAI-CDTA 98 o] 8 ZHEE A7

BjoFEol AT 96 well wola I o] Eel| 7} welld MES7F 5100 (U145, SK- MEL-2, HI-29, 7x10°

fo
ol
ol
2
=

s
il
tlo
Y
r_EL
lo

(SK-0V-3), 3%10° (A-549))°] HE= EFalo] (0, ATFHIOIEINA 2443t W] LA, WA= AASL 4
vl w2 843 AHEEE 98 100 WA WolA] 48417k wikstqict. Fady & 100 WA S 7hst
o AEE nAAZ ¥ FHRFE 53] AHeta Aol Azt 0.4 % SRB 845 100 w4 7Fske] 30
BE2F AL W3 3 1 % oM EACRE 53] A FHsle] Ao HAxA AT 7} well"d 10 m M Tisma base
pl 10.3& 200 wWA o & &aAZ & 520 mmoll A SHE=E Z3531T).

SAlZEEC dg ARSI FES] kaE ALtey] flste], s ek 1 e 20 wet Gly = ARt
T84 1

T,-T
el sk Ad (9%6) ————2 5100 (T ,>T &L o)

71 kA 1ol T AESRES A7) ofdel AlE grolar, Toe Aldstehes H7bshal 48413F wi<F

@ o] AZ Folth,
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o]

7] e 2004, Toe AIFSIEES H7Eshr] o)Xl A Fola, T AFSES H7ista 48213 a %

gk o] M Froja, (& AT ES HU7MeHA] 22 UxT& 48A17F vl o] ML Frojt),

wak, A7) FE 1o o AtE BGEZEYH ZEHAZZ O (LOTUS program)ol] 93] dlel¥ 3]7 (data

regression) & ©]-83t 7 AlgsltEo] AMEY HAS dAlete AR(GANEE)E T, EI 9H3E
A

w10y ke Aol 7] E 1o vehiict.

E 1
o AT Fol B 1Cx (u )
N : d
A-549° DU 145 HT-29° SK- MEL2 SKov3®
SIFEWSE 1 | 42.06+9.31 | 39.64£2.28 | 38.29+6.23 | 31.78+3.38 | 37.14£7.80

L
e
o
E
Ml

18.16+£1.89 | 16.15+1.03 | 18.66+2.97 | 17.00+2.45 | 20.66+3.75

34.28£0.56 | 37.66%£2.77 | 39.11+4.92 | 24,10+4.02 | 43.64+5.17

i |
| o
we |
| &
o | fo

© [S2 T I N

20.30+£1.45 | 17.85+£1.76 | 19.724+2.03 | 17.93+£1.3 | 19.32+0.46
18.92+2.0 | 17.09%£2.3 | 18.45%1.5 | 16.53+1.1 | 19.46%+1.9
35.57+£2.8 | 25.59%£6.9 | 33.79%2.9 | 31.28%+3.7 | 38.06x2.1
20.71%£1.8 | 17.90+0.9 | 20.36%+1.7 | 19.81x0.7 | 20.64*2.4
31.10+1.4 | 21.06%+2.9 | 26.99+£3.9 | 24.64+2.6 | 32.55+4.2

o
e
it}
(E
}Oll

o
ek
it}
1
}Oll

C)
ot
]
2!
foi
o

o
ot
e
(E
}01«
2

SIHEWE 17 | 24.79+4.3 | 20.10+1.3 | 20.56*+1.6 | 18.80+3.0 | 25.7%0.0
33EWUF 30 | 35.76+5.4 | 31.12+3.8 | 43.11+4.1 | 39.9%£3.8 | 45.86+7.1
3EHSE 56 | 19.96+0.9 | 19.99+1.6 | 20.81+1.5 | 20.01£1.9 | 26.62+1.3
}FEWMS 60 | 19.1242.7 | 19.58+1.1 | 21.67+1.6 | 21.56%1.0 | 27.54%0.9
33ENF 68 | 20.99+2.5 | 16.60+0.5 | 17.79+0.7 | 15.1941.6 | 20.50+2.7
3H3ENS 73 | 19.23+1.4 | 16.79+0.8 | 17.38+0.6 | 16.75+1.2 | 20.4140.0
33EHE 103 |8.16%1.1 17.66+3.7

FFENT 107 | 18.3540.9 | 20.64+2.4 | 20.22+1.4 | 26.04+2.1 | 25.23+3.3

a)A-549 : human lung carcinoma cell
b)DU-145 : human prostate cancer
¢)HT-29 : human colon adenocarcinoma cell

d)SK-MEL-2 : human malignant melanoma cell

e)SKOV3 : human overian cancer

A7) E 1A s wsh o], B oawel me YY) sehy 12 BASE duEeddude s o
¥ PAZ el AT B4 herac,

2. GSK-3Bd dig JAZA AF

MiliporeAtell A A AIgE o Hlo] Z2EZS o] &3] #HF Wbg £ 25 ulLE 3F9d, GSK-3B (h) 5-10 mUE 8
m M MOPS pH 7.0, 0.2 m M EDTA, 20 p MYRRAAVPPSPSLSRHSSPHQS(p)EDEEE (Phospho GS2 peptide), 10 m M w}
IJdjFol Aol E =89 [ y33P-ATP] (specific activity approx. 500 cpu/pmol)oll A uj<ka}sitt. Hk-S-
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& MgATP &30S 7hate] sfAleh 5, 40%3F AF-2olA] wdsigich. whg-gNe] 5 nLo] 3% A4H&9E 71381
W33, 10 pL &9 FHste] P30 HA(filtermat) Hol HASFL 50 m M JiFEHo =z 573+ 33
AAFA L. Hehe gHoz NojFE § Ax7| a1 RAES ALLSISIT.
Z 2
AE 33t E GSK-38 F& AE(%)
EWUF 1 5
FENS 2 5
FENF 3 4
FEWS 4 4
SFE/Z 9 28
FFAERS 11 33
FFENE 12 58
AFEHUZF 15 65
SIFEMS 16 38
AFEHE 17 65
o
(0573] IFENHT 56 56
ol & Tty
[0574] o] b A7) stk 12 ZAEE geERnde fFEA Ee o9 ofAEAH o R &8 Jtseh ¢
& vhe A digh e oAl @S JERER, oAl 9 o] HERAEA f-831t).
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