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(57) Abstract: The present invention provides a fused ring compound containing furan or a pharmaceutically acceptable salt thereot,
a method for preparing same, a pharmaceutical composition comprising same, and a use thereof. The fused ring compound contain -
ing furan or a pharmaceutically acceptable salt thereof inhibits the activity of phosphatidylinositol 3-kinase (PI3K) and can therefore
be used in a pharmaceutical composition for treating and preventing respiratory diseases, inflammatory diseases, proliferative dis -
cases, cardiovascular diseases, or central nervous system diseases which occur due to the over-activation of PI3K.
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FA-o% $3 27 AP Te 29 9 2 olE TP oo 24E

Zls ok

B oatmeo g2-3t4 ¢33 18 s rx 19 gstHoq FLrle
3 @, olo] Az, o2 TIsle 4T 2AE, I o] fTo A Ao
t}.

Ll - B

FagEldo]xAlE 3-7)yo}lAl(phosphatidylinositol 3-kinase: PI3K)
= X 23o|xA]E(phosphoinositol) 3-7]UolA] EE EXAIFo|AIHE
(phosphoinositide) 3-7|UolAZE E#H AW, o|xAlE 218l9 3-3lo|=F A
A7 A AL QatststE AF FIYotAZAM, AEY F4, AL, £F T
Z03 S 3= Aoz ¢HA Ych(Nature 387: 673-6 (1997)).

ZFd 2 [ PI3K (PI3Ka, PI3KB, PI3KS ¥ PI3Ky)= &A% 274
olAl = GPCR(G-protein coupled receptor)o]l & &A13}E o]
PIP3(phosphatidylinositol 3,4,5-triphosphate)E& A 3dlx, AktE &4 g si)
g43t8 AktE TSC2, GSK383, MDM2, FOXO, BAD &< 4tsigto =y, A
T ZF2lol} AE, 8 A 5& Aot Ae=Z 4 UdH(Nature
Rev. Cancer 5: 921-929 (2005)).

a2 [ PI3KE pl10 &9 A B HYR(pl10 catalytic subunits)¥ X4
A M B Y (regulatory subunits) 22 FA == 38 Zrho] 9 (heterodimer)©]
th 2 dEgd e FhE 2EA FEYY 24 vt Ed 7lzstd 2 1A
9 Z#~ B 542 FRIY S 1A §4F 571 9 2EA MBS
A (p85a, p55a, p50a, p85B = ps5y)FH} E}O]Uiﬂé}% 37}A Ae
49 (pl10a, pl10B ¥ pll0§)Lo.E FAHY, EE =] ABH
A MBS Ad5ALstd dadd sHEYolnE Y T
IA PI3KE dubdoz 1 2434 MEAY SH2 =Hld 243
o} A€ (adaptor) ©MA oA IRS-1(insulin receptor substrate—1)¢]
EAE-glo]2al A7) HEALE T3 FLA EolEA FIUA

ANAp-AFof digh wr-goz2 FAHET}. pll0a} pllOBE EE AHAE #
A F2 2dHe, ghde pl10s LEe WIEFE XTI GFAHAEY LR
A AEo] F ¢ Aol ZHAY(Curr. Opin. Pharmacol. 3(4): 426-434
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(2003); Thromb Haemost 99: 279-285 (2008)). |2¥ o2 Td &I IB
G4 plol 2FEA MESWTY A3FEste pl20y F9 HEFHR(EY
'p110y'E B7|H 7= gth. o & E9], Cell 89: 105-114, April 1997 §)2=
ARG, F1E, Zd2 B 84t G-g9¥A AZHHE TEA Al
(GPCRs)ell tigh wb-soz #AEm 49 2@ NI T YAMEZE
gt dZ=A Tk A2 M E(cardiomyocytes)dll AFHE Aoz By ¢l
(Thromb Haemost 99: 279-285 (2008)).

PI3Ka9 £v} MB #R<2 plllas A, F, H3:Y, A9, 4
o WAadt oA A e AoZE d#HA U(Acta Pharmacologica
Sinica 33: 1441-1458 (2012)). S5 {4329 7184 FEIZAEWAM =
g9 F2 2@ Alo]EF FHZ|HE 2FIe FACEE RuFEHI YId
Pharmacol Exp Ther. 337(2): 557-566 (2011)), §%&4 #HA
Frot EWel A= TGFBL ol&] SARoIMEREY Mo &
o212 JtHPLoS ONE 6(10): e24663 (2011)). E3H, PIP3S ©lAtstsl=
PTEN (phosphatase and tensin homolog)°]l &4 5o sl& ¢, pll0aZ}
FEE o] g o] YolME, PISK-Akt 427 A3 =0 e Ao

ZH PI3K-Akt ZZ2E Adste], &9 F4, 4L, 88 A4 & A
Qomz ¢ XNEABZAMY F8&Aol 7IHF 2 YHCrit Rev Oncog. 17(1):
69-95 (2012)). &% PI3K Azl Z&& Ugdle FAE $TFT d4gAedA
JN=NEe FAHe4Q 71F HE2Y T4 v g -, ARSI E A
gto g A 2L vt E A H 2D (chronic  obstructive  pulmonary
disease, COPD)ol W3t X8 EHE 7128 4 ALo] ¥ud v} Jth(Nature
Rev. Genet. 7: 606-619 (2006); Nature 441: 366-370 (2006); J Pharmacol
Exp Ther. 337(2): 557-566 (2011); J Allergy Clin Immunol 116: 488-495
(2005)). |
2 1A PI3K £49 F34 IBPI3K 4% EF AGAY] AXAA
293 932 71x ¥ (Koyasu, Nature Immunology, 2003, 4, 3
A AEA 4T LR S gt XN5F EAle] "Ho HIY EiES
PI3Ky9} PI3K6E ZARAIZ vh¢-27F AES7HsahA T, 954 s
WEE A TE =3k ®} QlthAli et al, Nature, 2004, 431,
(7011), 1007-1011). X3+ PI3KE
Pt dA 2 gy 54T < ok 7 %
71et Ad3A 28-S As5s=d W+ 9 v H(Prasad et
al, Trends in Cardiovascular Medicine, 13, 206-212 (2003); Am J Physiol
Lung Cell Mol Physiol 296: L210-L219, (2009)). ¢o]¢olx Z2 1 PI3K &
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A4 w= 2R waiss doze ouan, ug, oY, p-ZRd, -IE
a8 5& TgEAT, ool FAHAE

4, n-%d, 7Y, (54, n-1¢g,
"C?‘E} go] "olF2 AL v nY(AE , AtolEzd4) Rk

olyel B4 sl gRIE(dlE €9, =R, O}D‘r“*%)e zk= 3 UiA 107H

o] gAadAe) 3 JlEAIO|EY 71E YEH, Ao]ERZEF, AlolF

g Alo|Z2dA, xHd, ojtdrtg %—% F&5kA| R, o]of FAHEHA = & %‘:‘r

wa, g0l "obd'e st Fa Al A $FE BeprrzRE
4w 87 Aoz, o wed 6-20, HFAAL 612719 A E=
A3 1e9A4E TRt 9 B 35009 §FnAAE TR, o

MY o}go] BdAGg o R AARY e FE7HA EFTIT FAAHQ H 2 A
Hd, Jzg uloldd, gud, Addd(indenyl) 5& X3R5 o]o] A
92 g ntgAsAE, 47 ofdre Wd, UZd FOoRRE A9l
AT

wil go] "sigRolA L FHZ YA O, N BE SE 174 o)A, Hierz)
A= 17) WA 47) Eesls 5 WA 1299 wEE g
WA 69 v slelzold € st o]y WA g3 5%
Folw BRAHow ¥sd FT v} T, B LAY FEHZolHE
olAre] sE|ZolHo]l Aoz AAH FHE X AV] FHEHEHR
71= nagy e 2AA ASgEHAY 420 S FA 5=
Al &2 FE, AoleHd, WEL, ounEY, HEE, NolotEH,
oltjo}Z Y, olo]iMojolEd, olo|FALEE, & , ,
Y, HEHNY, SaEZHojorEH, HEZHEH, Fad, dgd, 3,

4, Hll Z4po] Q.

ﬂll

Aeuid, FAoAY 5o vR R, AEFAY, WzsoleANY,
ol MEF DY, TolfzAel LMY, ofolaMEFAY, WrolvEY, W
spololEd, MzololadtololEd, MEolo]5AIET, MESAEDY, Wxrto]
559, NzAololttolo}Ed, tolstolE2NaFAY, toldto| =R LA}

Y, dzvhe]&ald, tholste]lEzulztie]Sald, Mol GantolotE A,
ofo]RlEH, AUEH, D‘r"‘“é, ?l*—é , otolAadlEE, Aeed, FvEdd,
F)=4eEd, 7?‘#"% AdE , ztho|&&Y, oagud, AdEEY
d, #uAd, dH=siolobAd, Jﬂ /‘W‘é 9 9@ R 3 ojg9
Aeate N-SAolE (g B9, JZd N-SAtelE, 58 N-5AolE),
o]59 43} @ 5& EFAWY, oo FAHA derh. wiEHsAE, 3] 3l
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(CONH)(CH2),Q; ®=+x -CONRRy ©)a(¥h, A ¥ B = dyE Faola, A €
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m 2 0 WA 39 Aol

p £ 0 WA 39 AHFolx
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12999] sleRod(d, 47 dHZE}E L C-Cy ¢ZE dEgyoz X3dg
T UH; 39 A 12499 FHEHEACIEELGA(H, 47 FHEAZZYZA L
Ci-Cs €ZE e R X3d + Yoh); SEA EF Alojofe R 3k o)A
Ao R XNFH C-Cip &FA|; C3-Cip APIEZLAZA]; Ce-Copp o} -
C1-Cio €ASAND, 7] otd2 C-Cs ¢ZAE Agxdoz XgE F 3
); sto]=FA], ofn|x, TR, stol=EA|FIRY, Alojotx L YolEZZ
o]Foj FOoEFE AHAYd ARIVE s o]} MaHoz AgH Cs-Cio
old &) 54 WA 1299 FHZEoLEZA(H, 7] sE|ZolE S Flo]=F A,
o, @R, lo|EFAFIEY, Alojol, B Yo]ERZ o]Fojz Fo=
FE sl o] Ad8d A2 dgdog AHgd ¢ Uqo); Ci-C €27
HYEL2A], C-Cig €A Q; B- T To]-C;-Cjo €Zov|x; EXx- &
= Hol-C3-C7 AtolEE2LZolH; Co—Cip oFEolP; 59 WA 129€9 3
HZolgolr|x; C-Cig ¥ZAEZ YT Ce-Cop ot EHE Yo ; 59 WA
1299 e ZotddEYotvx; C-Cro IR or; Ce-Crp oM TLEY
obvlx; 59 WA 1299 se2otd R dolr| ey X2, C-Cyo EAIMRY;
Ce—Cio o}E7FEd; 59 WA 1299 de=2old7tHd; C~Cio S A7t R.4;
SOl 22 AR Y Co-Cpz PR SN 53 A 12209] AeZobR 547
R opH b B £ Thol-C-Cp RAOPlrud(lr] gae
sholEEAIRE A or Xgd 4 Qth); Ce-Cre oFBolv| i d; 59 WA
12919 se|ZoldolretBd; ol EY; Re-EE Tho]-C-Cg €72
ot = EZUA(T, A7l €L solEFAE dYHoRE XA&4E ¢ Uoh); Cs—
C; Aol E2¢don e dEY; Sol=BXE Aoz X&dd" C-Cip ¢4
HAEY; 59 WA 799 FHEAIEELA-HEL(HE, A7) SHZAIER
4L C-Cy €HE XNFE F AU Ce-Crp otHopr A EY; 59 WA 12
A9 FHZEotHom|=AHEA; C-Cro ¢ZAHEY; C-Cro ELIMELSZA
A Ci-Cio €ZFrelo]l =R o]Fo3 FOZHE Bl ol d8dH IV =
Agxor x84 + I |

R 2 Re=, 24
U ol dedoez A3E Ci-Cpp €, =4, 3t
2 C-Co AR EFAR o]Fo FTorFEH A
AMagoz X3d Cs-Cyo A)ER2 LA, C-Cip &F
BdolZw EE R 2 Re® AN 2 0 5 94
2 xgste 549 WA 1299 g gAY & d, S

R & Apolot, C-Cg EFAIFIEY, B Slo|ESA7IHEE o] Foizl
TOoERY HdYE AV E s o AdeH ez X3H Cy-Cs €AY Com

T=

T

.jl’
e
THHo=w
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g9E X872 s o]
A 7kRd; C-Cio &7}
A ZHdAE A9

o

6



10

15

20

25

30

WO 2014/017803 PCT/KR2013/006581

oldE Stol=EFA, A, drde= i oY MegHow Agd C-C,
@4, FHEA], Atojotk, C1-Cio €FA, ofnlx, C-Cyp dAEELo}r| e, &
207 st o} AdeHo R A& Ce-Cpp o EELotr] e, C,-Cip ¢Z
7tEdobr| =, Co-Cip oFEB7FE O], Co-Cip oFEfrellolE, C1-Cyo ¥E 7t
B Ce-Cip oFE7HEY, 59 WA 1299 slEZold 1Y, C,-Cip €FA
7tEd, ofv:gtrd, C-Cio ZHotm7tEd, Ce-Crp oFHolm|=7tEd, 5
4 WA 1299 FEZolEotr| iR, olvxAHEY, Ex- EE Ho]-C-
Cio Aol =dEY, C3-Cr Aol E2 LA =dEY, Co—Crp oFdolr| 2
Y, 2 59 WA 1299 HHzolHolr| = EUAR o]FoR FoRRE M
2 A= sty o] dgxoz XNad 5 o,
at7] statalo g ol Fol ForFH HAYH Xgro]a,

\ \
* N/R3 * N
D% D\<
E R4

= S84 19 SFBel doiHel 2% 9AE vehila,

D & NR;, O =& Soja,

E: 0 %= 503,

Rz © & BT Fol=JAIZ Aeixog X3d C,-Cp ¥Zol,

Ry = 39 WA 1299 FEHEA]E2LZA (7] FEHZEA|EZEZH S
Ci-Cpp ¢4 = TEANoE AgHo g AgdAr}); C-Ciop €A Ci-Cio
AR Q; EE NRgRgO] AL,

Rs & o4& EE C,-Cip €Hola,

Rs & 4 TE C-Cp €Z0)x,

R; & & T+ C,-Cyp &Fola,

Rg 2 Roi=, 42 5HZHOZ F4,; C-Cs &IFAINEY E Ce-Crp oF
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el
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TOoERY Adga A7|Z sty ol dEgHoes A&E C-Ce ¢ Ce-
Ciz OFH(E7] o}d2 E=2A, C-Cs €2, R C1-Cs EFAZ o] Ff T 2&
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Aoz N, O
g 98 % 9

o) QojM, BhEAE A=

A 3 Be, 747 5-F0E, F4; T2, -(C=C0Ry ~(CHnQ; -
(CH=CH)(CH2)nQ;  ~(C=C)(CHp)mQ; -NH(CHp,Q; -O(CHmQ; -
(CONH)(CH2)nQ; == -CONRiR; o]a(®, A ¥ B F 3y F4ol1, A 2
B7l FAldl 449 = g,

m 2 0 WA 39 Aol

p © 0 WA 39 Aol

Q & Ce-Ciz oFE; 549 WA 1299 s EA)E2LY; & 549 U
2 12999] slH 2ol o],

71 Qe Blo]EEA]; olu|yx; & EAl; Alololy; =R A Flol=E A,
Atolot, C1-Cs EFA] 2 Ci-Cs EHILEL AR o]Fojz Fo2HE A
g X372 s o) d¥AoeR X3E C-Cs €45 Co-Cs 2AY; 4-%
Le-2-Apo) S Aol ol E A D -5-Le H'; Co-Cp BAALY; Co-Cy AP0 Z2 L
4, 59 WA 799 FEHEAISELEZ-C-Cs €A(D, 7] FEHZA)ER

AL C-Cy 2R Mg R XEE & AdT}); Ce-Ciz oFE; 59 UiA 1
49 sHZo (R, 47 3EHZodE C-Cy ¢ZE A8 oz X3Fdd
AThH; 39 WA 1299 HHEAIZEZELGA(HE, 47 dHZEAOERZLHY
Ci-Cs €22 degx oz A3d 5 Yoh); 2 E& AloJojxed 3t o]
Ao XgE C-Cs EFA C3-Cqr Al E2 LA EA] Co-Cyp o} -Cy-
Co €ZSA(Y, 7] o}lEL C-C; &EANE Heidoz X3d F Jr}); 3h
O|EFA|, ofn|, T2, Fo|EFAIFIEY, Alojol I UYo]EEZ o]Fo]
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A7) BE71A A%, 934 2B, F44 28, L YW 28 7A
Q) oo ugA G o %A 7)1&T v} 2ot

3l7] AAldEANA AR SIFEEY AL oS3 Fo] FPsIginh
Hzt7] FHINMR) 2 Eq 42 BE7 (Bruker) 400 MHz &4 ol A
Z=3)35}9d 11, 3t&o]%E (chemical shift)e ppmO.Z EA39 00, EQFJ A=A}
Eadgid s A 7bA (Merck, 70-230 mesh) AollA 33 c (W.C. Still, J.
Org. Chem. 43, 2923-2925 (1978)). &3k, 2+ AA|o] &2d&E =2 {)—: A9 &
FEZ Fdd wep gAY, Alavt SEYAAZREY FYBFSUT

Fzd 1. 2-(To]dEA M E)-7-0l0] REFZ[3,2-c]H L

3,5-tteololol 2 =8l -4-g (20.0 mmoD e} F4 H&d (50 ml) &
of Z2utd gujstel= tholod olAld (24.0 mmol) R ArEF2(D (14.0
mmol)E 7}stm A st FhellA 12 Al F<¢t &F wuwkskgich whs A
Feom WA F A, g F FFEAY. IAE oﬂ‘% oA €l o]
EZ M3 o, dEYolr, &, B AR AHE AAG ¥, F4 A
ntadgoR AE R oAdgsiglt Ads #AEs F, do3 e ATt
2 27 AazvtEady (n-34/ 2 otMH 0 E=10/1, v/V)E At A
2 aAde] BASFES AU (F&: 87%).

'H NMR (CDCls, 300 MHz) § 8.78(s, 1H), 8.72(s, 1H), 6.99(s, 1H),
5.69(s, 1H), 3.69 (m, 4H), 1.28(t, 6H) -

Fzd 2. 2-(ToldEANE)-7-(4,4,5,5-HEZGHE-1,3-tfo| FALELZ -2~
ADFE[3,2-cl¥9Ed

Zzo 194 Az 2-(old A HE)-7-0lo| L EFZ[3,2-c]H 2
(10 mmoD$t 2-0}o]AZT 2 EA-4,455-6|Egd€~]1,3,2-T}o] SAL B Z
(30.0 mmoD e} ¥4 HEZSo|=2F e (50 ml) o] -78 TollA n-FEg
5 (40 mmol, n-3AF &8 F9o] 25 M)E HH3 20 zo} Arsta, -

b

)=}
78 TolA) 30 ® STk WEoe] 3 FHYEE £ ehel B3
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g o

ZAF T, golFz2vHAoR FE3300.
T FadutavEor dx 9 oqFdd F, A
o] ZZEuH A HQ F, o] A tholed H=E Jta YHE 1A
A3t Azxste] WA a3 FEAFFES AZXSIT (58 81%).

'H NMR (CDCls, 300 MHz) & 8.95(s, 1H), 8.79(s, 1H), 6.87(s, 1H),
5.74(s, 1H), 3.71(m, 4H), 1.40(s, 12H), 1.29(t, 6H)

Fzd 3. 2-(Jo) | EAIHE)-7-NERIGFZ([3,2-c]Fd 9 FA

A 1 2-(Told EA v E)-7T-(Egtojded A R) A L F=2(3,2-c]T
g a9 A

2z 1A Az 2-(Told SAHE)-7-0lo] LEF 2 [3,2-c]H g
(28.8 mmol), [1, 1'~H]’\(‘3}°]-ﬂl‘éi¢4—l—)-ﬂ]§“ golgz2=22sw0D) (2.9
mmol), £2=3}+2] (12.9 mmol), @ Ego|sldXx 2 (9.5 mmol) & FF
Egtolo&olrl (100 mbell b“ozl &2A 20 "5':?_ augkgk & Eglojmgd A

1

o€ #d (86.4 mmol) & 0C=Z 7tgsto] 12 /\]
7+ T mRksksith BEg i,
Ag & ARG AW FFdI 2 AR ﬂ%‘%% c»\‘:} 7‘“}2 o€
olHEH O] ER 3|4 g by, %‘E‘Jo}?, 5, % i% i}ﬂﬂi AFg ¥ F
F Fivlavges Ax 2 oAfedig. gAE
g7t 4 49 ZEU}E:UQP} (n-3A2H/AE olAlE o] E=10/1, v/v)i 7@7‘1]5}0:1
o) g ekl BAISHES AZXIIAY (& 60%).

'H NMR (CDCls, 400 MHz) & 8.81(s, 1H), 8.56(s, 1H), 6.88(s, 1H),
5.70(s, 1H), 3.71(m, 4H), 1.28(t, 6H), 0.30(s, 9H)

A 2 2-(Fol A SAHE)-T- AL FZ[3,2-c]H D o] &4

A 1elA Az 2-(Seld FAuE)-7-(Eetol DA Z)oehd A
2[3,2-c198d (6.3 mmoD)& #EE (80 mDell ¢ &Holl S Z2F (18.9
mmol)& 7k F AF2oA 2417 T wEteglh wkg THEE AHEto
LAY 2L AAR F AN AP wFs] B4 AF9 FgEs A
BAALE ol olHEIO|ER 34T Te, & TER A2 A ¥,
F Fdetadlges dx # AqFegig. ddE sF8 dojxl e
g7t A 2 22t d (a-Fa/eE obAEolE=10/1, v/V)E A8t
g Ao mAFGES AU (& 75%).

'H NMR (CDCls, 400 MHz) 6 8.91(brs, 1H), 8.67(brs, 1H), 6.91(s, 1H),
5.69(s, 1H), 3.67(m, 4H), 3.47(s, 1H), 1.28(t, 6H)

l'>

HU
2w —1YJ
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Zzd 4. 7-(1,2,3,6-HEZS| =23 -4-D)F 2 [3,2-c]Fd-2-7n g
Hatol= &4

rsl

A 1w tert-%8 4-{2-(Thold EAIHE)F 2 [3,2-c]H A Hd-7-L}-
5,6-ttolstol =2 B d-1(2H)-FHEA U EY A ‘

Zzd) 104 AZF 2-(TGo]l EA A E)-T-0lo] LEFZ[3,2-c]F ¢
(2.3 mmol), HHEZH7|A(EolddExA2a)ZEHE(0) (0.1 mmo)), tert—5¢ 4-
(4,4,5,5-EH Eg}H € -1,3,2-Tho]| FALE 2 &#-2-¢)-5,6-T}0|3lo] =2 9 2] A -
1CH-7FEAHOlE (2.8 mmol)E ThHolH A EFR] (40 mDol =<1 &4
AErL (12 mDS 2M BAMUEE {899 (12 mDE 713 & 85C=E 71935ty 3
AZE ok wgkslglth whg ERES J2oE Yzgk § dE ofMHoER
FAZ g, B 2 A2FEE AHE A T By FAnlOYEoR AR
2 ARk JAE FEsIe] ojR JALE AHEgr A FY A=2vlE R
1 (n-AxH/A g olMEH Ol E=4/1, v/v)E BAE] FA AN TASFES
Az T (& 85%).

'H NMR (CDCls, 400 MHz) & 8.77(s, 1H), 8.43(s, 1H), 6.89(s, 1H),
6.55(brs, 1H), 5.69(s, 1H), 4.16(brs, 2H), 3.71(brs, 2H), 3.66(m, 4H),

2.70(brs, 2H), 1.49(s, 9H), 1.28(t, 6H)

o

GA 20 7-(1,2,3,6-H Egstol =2 g d-4-d)F2([3,2-c]H g d-2-
7t g sto] =9 A

GA 1o0A AZRT tert-FB 4{2-(Folod EAWD)FZ[3,2-c]o 2D~
7-4}-5,6-tto]tol =2 H U1 2H)-FHEA ol E (2.3 mmol)% H E 2tslo]
CEHFE (6 mDol A &Hd 3N G4k 8 (6 mDE A3 A F,
Ao 24X B wRks Y wkE TR B T BASFAUEF 9
7tet & A" 2AE At dzste] 3 2o TA I3E 5
Rt (& 1 55%)

'"H NMR (CDCls, 400 MHz) & 9.94(s, 1H), 8.76(s, 1H), 8.62(s, 1H),
7.67(s, 1H), 6.75(s, 1H), 3.64(brs, 2H), 3.19(t, 2H), 2.66(brs, 2H)

|
1. o[o IJ

o]

filo
2
B
ot

Zzd 5. 1-(7-°P| LEFZ[3,2-c]¥ g d-2- D)ol &2

A 1 7-olo] LEFZE([3,2-c]F gl d-2-FtH &t 5tol =
o 1M Az 2-(Hold S v E)-7-0 ol L =5
A}

[(3,2-c]¥&Ed
(2.88 mmol)9] HIEZSlol=2FH (5 ml) £do] 3N & N

=
g (15mDE

35



10

15

20

25

30

35

WO 2014/017803 PCT/KR2013/006581

¥ 5 2
g 2722 A48D, 5 FAINEOE A2 D ARG F, o
s3ste] Qojzl 2

g FASAol ol The whgel ALgEoT

A 20 1-(7-0}o] QEF 2 [3,2-c]HHd-2-L)o eh&

A 1A AR 7-olo] LEFE([3,2-c]H Y -2-7tB L slo] =9
HEZSol=2F & (5 m) £ wWE vlavlgd BErlo]l= (3M dHE &
ME 0T HAH3) 7Ag F, 1 Az B¢ wsigith, whgdo] dRFER
Zlol= FR AL J1Ele WSS FAAYL F olE oMAHOER FZ34

ABEE AFstn, F¢ Fvtadgez Az 2 9345 F o9
FEI ozl M}% F7F AAGo] o2 vEgol AE-3F3IT
NMR (CDCls;, 400 MHz) § 8.77(s, 2H), 8.72(s, 2H), 6.85(s, 1H),
5.09(m, 1H), 1.68(d, 3H)

@A 3: 1-(7-0lo] LEF Z[3,2-c]Hgd~2-Y)o &2

A 2004 AEF 1-(7T-ol] LEFE[3,2-clFHd-2-Dl g
(1.38 mmol)9 tiolZZZuElel (5 ml) £xo 4-HEEZZH N-EA}o]
(4.15 mmol) ¥ HEZZZIATZF HAFHUOE (FuzH)S 7tstl 2 A
Fot Aol muksigich wHsAE Adgtols =R AFfI F ofAg Tt
FE59t. dojd AL A7t A 2 Z2otEaHY (n-FA/AE oA
HolE=1/1, v/E AA st WA A4 BASFES AZXIAT (&
46%).

'H NMR (CDCls, 400 MHz) & 8.95(s, 1H), 8.89(s, 1H), 7.63(s, 1H),
2.68(s, 3H)

Zz4) 6. 2-(thol A FAIHD)FE[3,2-c]H D -7T-7H 5L L

DA 1: 2-(TfolA EAHE)FE(3,2-c1HeP-7-7t R Yo EL 9 T4

Ao 1004 AR 2-(To] EA W E)~-7-0lo] L=FZ[3,2-c]HH
(14.4 mmol)9] NN-thelHdEEotrlo]= (96 ml) & Aol AQtst+2 (28.8
mmol)$} 2.9 =3 Fg (28.8 mmol)E 7}l dof 3F wwtsiy, w¥ks =
GBS Aoz WZg H dE olMHOER MG tE, & % AFEER
A E AR T B dabnlaggoz Ax 2 AT AdE 555
o dojx MIE Ag7 } A Ay Z=ZeEads (p-di/og obMEH ol E
=4/1, v/v)E A A5t FA Ado] RASFES AXsEATH (58 85%).

-
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'H NMR (CDClz, 400 MHz) § 9.07(s, 1H), 8.77(s, 1H), 7.00(s, 1H),
5.69(s, 1H), 3.72(m, 4H), 1.29(t, 6H)

SA 20 2-(chol o SAI W R)F 2 [3,2-c] ¥ 2D -7-7H5 A4

A 1A Az2T 2-(Gololl EAHE)FE[3,2-c]HZH-7-FtH Yo E
2 (9.3 mmoD9 AHL/E (10 ml/5 ml) §Ho FASHEEF (28.02 mmol)
2 718k B 80 TolAl 2 ARt B9 Wukstgich €S oo 3N HAl QoS

Vel 247 F, ASUEFS st oMEUELR &390 F2
Ao AFET A, BF FodEe Az ¢ oFg F, A
bEZste] M nAte] BASFEL AXGTH (& 94%).

IH NMR (CDCls, 400 MHz) & 11.76(brs, 1H), 9.30(s, 1H), 9.26(s, H),
7.06(s, 1H), 5.80(s, 1H), 3.74(m, 4H), 1.30(t, 6H) '

Az 7. 6-F22-2-(ol EAHE)FE[3,2-c]FgEd

o-Z28-5-0}o] 0 E-4-9gdE (7.83 mmol)e F HZA (20 mD
golo] Zaud ddslolz tlolo’ olAE (7.83 mmol) F AtstTE(ID
(5.48 mmol)E 7}3Fn A& 7t skdA 12 A1z B¢t 3% wwsiao. §he
oMo Aoz Wz F Ansla, QAL FY FFUTH IALE dE oA
HolER 3AE o, dRYolsyr, &, 2 AFEE AAHE AFS & FF
FalaEos Az 2 oAd3Edn A4S AdEs §F, 2o e 4
g7t A Ay Z2vlEaHy (n-A4/E olMHE=5/1, v/V)E A A3}
o g gAde] ZASFES AXRSAT (58 55%).

'H NMR (CDCls, 400 MHz) 6 8.64(s, 1H), 7.47(s, 1H), 6.87(s, 1H),
5.65(s, 1H), 3.68(q, 4H), 1.27(t, 6H)

AN 1. (D-5-([T-{4-(Eo| ZE2 9 2| EA)F Q}E2[3,2-c]¥ P U-2-Y]
o g &l)-#o] o} Z e Y -2 4-T}ho] &

g4 1t 2-(FoldEAHE)-7T-(4- (B EF L2 EADHE I FE
[3,2-c]o gl o &4

Fzd 1 oA AxT 2-(Told EAH-)-T-0to] L EFE[3,2-c]H
2 (1.0 mmol)e] HIE&SIEZFH/E (4/1, v/v, 5 mD) §Holl 4-EZfol&F
o 2HEAHAYEEA (1.2 mmol), BAMYEF (2.2 mmol), ¥ HEZI|X=(E

gtolFd LA ZHE0) (5.0 mol%)& 7hst Hok gF wwtsgint. 7715
£ 25 ZaEE F, 2o e Ayt A 28 ARvEINY (a-
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At/ E obAH ol E=4/1, v/V)E AAlsto] dZ@&A U3 BASFES Al
Z3RA o (781 84%).

'H NMR (CDCls, 300 MHz) & 8.89(s, 1H), 8.65(s, 1H), 7.91(d, 2H),
7.38(d, 2H), 6.98(s, 1H), 5.70(s, 1H), 3.66-3.74(m, 4H), 1.28(t, 6H)

GA 2: 7-{4-(EgtolZ 2o 2o EANAD I T Z(3,2-c]YH-2-7t B &
dstol =9 A '

SA 104 AZRT 2-(HGo]ol| HEAHE)-7T-{4-(ET}o] ZEF L. Z v EA])H|
IrFE2[3,2-c]198 9 (0.5 mmol)e] BHE&ESto]l=2FF (5 ml) €M 3N &
Ab &Y (5 mDE 7hshe], Ad2elA 2 AZF T wwkeigith. vk Aol it
FAUEE FEAE 7tsto F3A2 =, ¢ stelA /71 8WE AASH L,
e oA HER FZF3PU. FE2HE AFERE MAHsn, F4 Fibvlay
o202 Az 92 A% F, A4S AgEEaa. e A= A F8 2
ZulE 83 (n-FAHAE olAH ol E=4/1, v/V)E AA|St AZdA 0 At
FASFES Az (& 90%).

'H NMR (CDCls, 300 MHz) 6§ 9.99(s, 1H), 9.12(brs, 1H), 8.85(brs, 1H),
7.93(d, 2H), 7.72(s, 1H), 7.42(d, 2H)

G4 3: (D-5-([7-{4-(Egto|E2F 22U EAD A I} FR[3,2-c]F 2D~
2-dldga)-MolotZd -2 4-tho] 29 FA

SA 2004 AR 7T-{4- (Bl EFLEASADALIFR([3,2-c]9 g
d-2-7tB g dte]= (0.4 mmoD? 24 (3 ml) &l HolopZejdriel
(0.5 mmol) 2 B-¢zhd (0.4 mmol)S 713+, 4 A7+ B9t &7 wutsqict
Aoz Yzigk & AHE 1AE APt 24 22 MFHE, dxAA
A mAYe TASFES AU (& 80%).

'H NMR (DMSO-d;, 300 MHz) 6§ 12.71 (brs, 1H), 9.08(s, 1H), 8.81(s,
1H), 8.09(d, 2H), 7.88(s, 1H), 7.71(s, 1H), 7.63(d, 2H)

AAle] 2 WA 130

AAd 19 & 164 ALE3F 4-EFO]ZZFQEZHEAHYEEAS U
Aste] 2.4-Tho]|Z22 Q0 2 H YR EAL 4-(HEA TR D) HLEEA 4-Alojo}i
HU B 24 3-AlololHd BEA 3-(NASADHA IR EA, 4-(AE A
HEZ 4-ofEoln T drE4L sl BEA, 4-tert-FEAdEELR, 6-3F
o EEAF Y U-3-BEA 1-vEIeE-4-B &AL, 3-Hojodl HEA, Hx
[b]#o] A-2-B 24 4-olr|Hld R EL HUZ o2, 5-FZ2-2-%4 0]
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3 REA 3-FRE-4-vdid HEA 34-To|FR2Hd BEA, NN-
ol e -4-(4,4,55-HEFHE-1,3,2-tJo| SAIE Z&-2-D)o}d A, 4-ZTF
02-3-vgdyd HEA 4-ZR292-3-(Egto]ZFozueE)dd RHEZ
trans-2-[3,5-8) 2~ (Edto] EF e 2dE)dd Julo|d R B4 JUE o X2FH, 4-
(dEgsol )Eld B EAL 3-(HMER] )H LB EA, 4-tEAHIEE, 3-
HEAHEHEAN 2-HEAH I EA 4-S 22 IR EA 4o AR E
Al G-l EA T E U -3-E 8, 4~ EAIH I HELE 3, 5-tho| | SA A dH 24
3,4-Tho| W EAH DB EA, p-EF W EAL 4-ulo]dHd B EAL, 34-(HEAT)
o) 2A)-F YR EA, 5-HER-3-7Y BEA U 2, 1-T2g-4-
(4,4,5,5-H1EgtH € -1,3,2-to| AR Z &#-2-Y) -1 H-1,2,4-Eg}o]o}Z-

5(4H)-, 5-9gudRrEA, {(4-(FEdEAdIREL, 6-(MEAHTd)-3-
gy BREAN 2-2F029gd-5-EB &% 2-FR20gd-4-HEL | 2-
B9 d-5-2 23 2-22 20 gd-5-B &4 3-E224-HEAH IR
2L 3-Z202-4-HEAYLEEA, 4-vEA-3-vdydR 2, 3-F2
F-4-0lo]lAZ 2 ZAFH IR EA  23-tjo|uEAFEA-5-BE FUF o
2E, 3-ZEE-4-EAHLEEAL, 3-ZFLZ-4-Olo|ATEZAHLEE
b 2-oluwd g Pd-5-HEA FAUE oA, 4-odEAN-3-EFLZYIEE
A 4~ BA]-3,5-Tto] v e EH d B E2AL 4-(o Do) Q)MA R EAY, 4-HEA]-
3-(Egto] Z 2o zd)lAl B EA, 3-olu]-2-vEAl g d-5-2 &4 I}
2 o|2E, 5-F22-6-UEAFYLD-3-BEA IUZ o 2¥, 2-A}o]olT]
YU -5-B 24 JUE o2y, 2-(HERel)HYr|d-5-BEA JUF o=
B, 24-Ttolu|EAAYrA-5-E M, 2-ZF22-3-vlEdFgd-5-BE,
2-F22-3-vegdgd-5-HEL 2-F22-3-FFL29HU-5-2& T
U olay, 2-dlgv9gd-5-2 84 AUFE JiH, 2-2E2E2-3-4F5A1Fg
d-5-H 84 2-vEA-3-(Eglo] 2R 2vd)Te|d-5-E &4, 2,3-t}o] s}
O ERAEFA-5-BEL, 4-(HWEA )M I BEA, 35-TholudHdEE
b A~(tert-F-goln ) ZAHY BEA JUFE ol xF, 3,5-tholrE~4-
EANYREA,  35-tolrd-4-Z 2 Z A H QB 24 3,5-thelwg-4-0}o]
AT RZEZAHIEEN, [6-(2,2,2-EFo]ZF 22 EA)AeU-3-Y ]2 EL
3,4,5-EZ ol EAHIHEA, 2-EF Q2 -4-(H o] QA HEA, 2-H &
A-4-(4,4,55-HEe}HE-1,3,2-to| AR 2 -2-D) 5, 2,6-Tho|vlE -4~
(4,4,5,5 -8 EgvE-1,3,2-tho] LAl 2 &-2-A)H &, 2-AEA| g v]d-5-
B2 4-9"-7-(4,4,55-H Eete|E-1,3,2-Tho| AR 2 &-2-)-3,4-1} 0]
S| =2 -2H-1,4- A2 AL, 4-olo] T2 ZA-3-HEH D REAL, 4-0FA]
-3-d g d BEA, 4-3o|EFAFH IR EA 3-olr|e-2-ER 2T d-5-1
24 35-Tho|ER2E2-4-HEAHNA BREA,  4-Fo]=EAvE-3-HEdd
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3-ZR024-(Eo|ERozu)A BREA (4-¥|EA]-3-Eg}to]
DH LB EA, 6-(55-tolmE-1,3,2-tho] LA R g F-2-U)-4 /-
tho] &4, 5-(5,56-thol " -1,3,2-t}o] S AL 2] F-2-)-2-w E A ¥l
g, 3-SR E-4-31o|EEA|-5-HEAHEEEAS HUF o 2F, 4-9
Al-3-(Eg}o] EF2MEMA B EA 22 -to]EF 22 -MZ([1,3]tto] S
-5-HE,  A-(tert-FEAHR)ALEEL, 2-dEAFEr|d-5-B 22
3-Z202-2-tEA YU -5-B 84, 26-FEIYU-4-BE2A U
N 2E, 4-Alo|EZ2 T Z2H A HEN 5-F2EZ-6-9EA YU -3-HEAL
6-HlEA-5-mEH e P-3-EBEA, 6-EA-5-HEued-3-HEA 5-F&
Z-6-0}o] AT ZEZAFHFYU-3-BEA 2-WEA YYD -4-H 24 2-HZA-
4-RB 2 2-(Eg}o] 2R 2ve)yed-4-H B 2-dEA-6-ZF 2 29
d-4-H 24 3-Alojolwem g d B EA 3-(2,2,2-Ego] 220 2o EA))Td
HEA 3-ZF2-5-vEHdd)REA 3-(HeAdZotur)sd HEA 3-
olv] e-4-HEHd HEA 4-olu-3-EF Q0 2Hd BEA G4rg, 3,5-1]
A(EgHo)EFoz2de)dAdrEA, WR[c][1,2,5]¥0]olt}olo}E-5-8 At
g olxE, 6-FEd EEA HYUF o X2EH, N-Al]EERZZI-5-
(4,4,5,5-HEZHE-1,3,2tt0] SAIR Z&-2-A)F g rd-2-0},  3-v|EA]-
1-Z29R1-1-9 224 JUF o 2H, 5-vE-6-(EEH-4-¢9)-9gd-3-
B2 gug oaE, 6-(Holugelrm)deld-3-B24 IUE o 2H,
1H-T&E-5-2 2% IUF o xE, 1HF-Hx[d]lortdE-5-2 &4 FAuE
oN2¥, IH-H&E-4-REL JUZ dl2H, 4,4,55-t|EStdE-2-(3 Dol g}
Ad)-1,3,2-tho] AL ERH, 44,5 5-HEZHE-2-(T290-1-9)-1,3,2-T}
o] SAlR 2 & 6-EEZYrFdPd-3-YBEA 2-oln) Y n|d-5-B &4 1-
{4-(4,4,5,5-HEHE~1,3,2-To| FAIRZH-2-)HA|d)- IH-HEZHZE, HL
3-3lol=F A Hd HEANS 747} ALREte] AAld 13 YT WHoz AA
of 2 WA 1309 ®Al s}ES Zh7 A3

U i
2 = oz

w
|

ml~> Jo BNOF o b
i

AAle] 2. (D-5-[{7T-(24-To|EFLZHDFZ(3,2-cl¥H D -2-U}IEd]
Aolol &g d-2,4-t}o|

'H NMR (DMSO-ds, 300 MHz) 6 12.66(brs, 1H), 9.09(s, 1H), 8.63(s,
1H), 7.84(m, 1H), 7.81(s, 1H), 7.67(s, 1H), 7.60(m, 1H), 7.36(m, 1H); (F+&:
62%)

AAldl 3. (D-d8 4-[2-{(2,4-YolZaMololEE|d-5-ded)HE}F=E
[3,2-c]¥Ed-7-d iz o] E ‘
'H NMR (DMSO-d;, 300 MHz) § 12.72(brs, 1H), 9.10(s, 1H), 8.87(s,
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1H), 8.15(m, 4H), 7.87(s, 1H), 7.71(s, 1H), 3.93(s, 3H); (& 62%)

AN 4 4. (D-4-[12-{2,4-To] &AM ololE|d-5-L e d)AE}F2(3,2-c]¥
gd-7-d iz ol EE

'H NMR (DMSO-ds, 300 MHz) § 12.71(brs, 1H), 9.12(s, 1H), 8.87(s,
1H), 8.14(m, 4H), 7.89(s, 1H), 7.73(s, 1H); (=& 70%)

AAd 5, (2-3-[2-{(2,4-T o] &AM ololEd-5-de d)HE}F=2[3,2-c]¥
d-7-d iz Yo|EE

'H NMR (DMSO-ds, 300 MHz) § 12.72(brs, 1H), 9.11(s, 1H), 8.89(s,
1H), 8.46(s, 1H), 8.31(d, 1H), 8.01(d, 1H), 7.83(m, 2H), 7.12(s, 1H); (5
72%)

AN 6. (D-5-([7-3-(AASAAL}FZ[3,2-c]9 2 Q-2-L T D d)Rto]
o}Z#Q-2,4-to] &

'H NMR (DMSO-ds, 300 MHz) & 12.70(brs, 1H), 9.05(s, 1H),8.79(s,
1H), 7.85(s, 1H), 7.68(s, 1H), 7.62(s, 1H), 7.52(m, 4H), 7.38(m, 3H), 7.17(m,
1H), 5.24(s, 2H); (7&: 40%)- '

AN 7. (D-5-([7T-{4-(AAS)A L} F 2 [3,2-c]9 g -2-L]H B Ao
o}Zeld-2,4-tho] &

'H NMR (DMSO-ds, 300 MHz) § 12.69(brs, 1H), 8.99(s, 1H), 8.75(s,
1H), 7.94(d, 2H), 7.85(s, 1H), 7.67(s, 1H), 7.52(m, 2H), 7.38(m, 3H), 7.25(d,
2H), 5.22(s, 2H); (& 52%)

Al 8. (Z)—N_(4_[2_{(2’4—1:}0]"9"")’:“}010}%‘1]9“5—%1.3]Eﬂ)ﬂﬂ%}-ﬁ-g[&z_
c1 g d-7-d ¥ d)o}A Eolnjo| =

H NMR (DMSO-ds 300 MHz) & 10.21(s, 1H), 9.02(s, 1H), 8.79(s,
1H), 7.94(d, 2H), 7.89(s, 1H), 7.83(d, 2H), 7.70(s, 1H), 2.11(s, 3H); (&
40%)

AA G 9. (-5-{(7T-MIF=2[3,2-c]¥dd-2-Y)ud A} R olo}ZE] H-2,4-1%
o]%

'H NMR (DMSO=d; 300 MHz) 6 9:05(s, 1H), 8.79(s, IH), 7.97(d, 2H),
7.85 (s, 1H), 7.69(s, 1H), 7.62(t, 2H), 7.53(t, 1H); (F&: 53%)
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A 10. (D-5-{7-U-tert-F-BHDFZ[3,2-c]Hd-2-d} v A ]# 0]
o}Zgd-2,4-t}o] 2

'H NMR (DMSO-d;, 300 MHz) 6 9.03(s, 1H), 8.79(s, 1H), 7.92(d, 2H),
7.87(s, 1H), 7.69(s, 1H), 7.62(d, 2H), 1.37(s, 9H); (& 54%)

AN 11 (9-5-[{7-(6-3to | =5A1H 2D -3-DF=[3,2-c]H 2D -2-L}7]
gl R olo}E e d-2,4-tol &

'H NMR (DMSO-ds 400 MHz) & 12.68(brs, 1H), 12.30(brs, 1H),
9.95(s, 1H), 8.73(s, 1H), 8.07(d, 2H), 7.84(s, 1H), 7.66(s, 1H), 6.55(d, 1H);
(7€ 58%)

A6 12. (2-5-{7-(1-E-1H-F&E-4-H)F2E([3,2-c]Fd-2-d}vE
A ] ololE e P -2,4-1Jo] L |

'H NMR (DMSO-ds; 400 MHz) & 12.75(brs, 1H), 8.89(s, 1H),
8.85(s,1H), 8.47(s, 1H), 8.25(s, 1H), 7.89(s, 1H), 7.66(s, 1H), 3.98(s, 1H);
(55 22%)

AX A 13. (D-5-[{7-(Rol ¥ -3-A)F = [3,2-c]H D -2-d}vld @A R oo}
Zgd-2,4-to]2

'H NMR (DMSO-d,; 400 MHz) § 12.76(brs, 1H), 8.98(d, 2H), 8.30(s,
1H), 7.88-7.91(m, 3H), 7.69(s, 1H); (F&: 64%)

AX 14, (D-5-[{7-(A=[b]Ro]l ¥ -2-W)FZ[3,2-cl¥gd-2-L}} €
A RololE e Y -2,4-1o] 2

'H NMR (DMSO-ds 400 MHz) § 12.76(brs, 1H), 9.67(s, 1H), 8.95(s,
1H), 8.32(s, 1H), 8.12(d, 1H), 7.90-7.95(m, 2H), 7.72(s, 1H), 7.46-7.53(m,
2H); (57 & 27%) '

A6 15, (A-5-[{7-(4-otr| =8 D)FZ([3,2-c]FEd-2-L i A [Rpo]o}F
gd-2,4-t}o] &

IH NMR (DMSO-d, 400 MHz) § 10.17(s, 1H), 9.00(s, 1H), 8.78(s,
1H), 7.93(d, 2H), 7.81-7.87(m, 3H), 7.69(s, 1H); (5=&: 32%)

AN 16. (D-5-[{7-G-222x 0] o H-2-A)FE2[3,2-c]Fad-2-U}vg
A]Rolo}E Y -2,4-T}o]&
'H NMR (DMSO-d; 400 MHz) § 12.73(brs, 1H), 8.99(s, 1H), 8.87(s,
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1H), 7.87(s, 1H), 7.81(s, 1H), 7.69(s, 1H), 7.38(s, 1H); (F&: 14%)

AAd 17, (D-5-[{7-3-E2E-4-vEHD)FE[3,2-c]¥zd-2-4}EdHd]
MpololEEd-2,4-t}o]

'H NMR (DMSO-d,, 400 MHz) § 12.77(brs, .1H), 9.06(s, 1H), 8.85(s,
1H); 8:12(s, 1H), 7.84-7.88(m, 2H), 7.70(s, 1H), 7.60(s, 1H), 2.46(s, 3H);
(& 59%)

AN 18. (9-5-[{7-3,4-T}e| 222 D)F2[3,2-c]HId -2~} dA %
olo}Z g d-2,4-t}o] L

'H NMR (DMSO-d5, 400 MHz) 6 9.09(s, 1H), 8.88(s, 1H), 8.36(s, 1H),
7.73-7.95(m, 4H); (+&: 66%)

AAd 19. (D-5-[{7-@-(Folv ot ) d}F2[3,2-c]HZd-2-4]vE
A)HololEed-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) & 8.95(s, 1H), 8.74(s, 1H), 7.84-
7.87(m, 2H), 7.68(s, 1H), 6.92(s, 2H), 3.02(s, 6H); (5&: 53%)

ANel 20. (2-5-[{7-(4-EF22-3-WADFR[3,2-c19 ) D-2- )i D
Aol k& B-2,4-Thol &

'H NMR (DMSO-ds, 400 MHz) 6 12.67(brs, 1H), 9.05(s, 1H), 8.79(s,
1H), 7.70-8.06(m, 4H), 7.38-7.41(m, 1H), 2.38(s, 3H); (+&: 76%)

A e 21, (9-5-([7T-{4-EF2L2-3-(Ego|SF L2 D)A L} F2[3,2—c]¥
gd-2-d]AE@RolotEd~-2,4-Tho| 2

'H NMR (DMSO-ds, 400 MHz) & 12.64(brs, 1H), 9.09(s, 1H), 8.85(s,
1H), 8.36(s, 1H), 8.30(s, 1H), 7.71-7.87(m, 3H); (& 71%)

AN 22. ()-5-([7-{(B)-3,5-H|(Egto] ZF 2 2Hd)2~d Y}F2[3,2-c]¥
g -2-dldddRololEe d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) § 12.77(brs, 1H), 9.01(s, 1H), 8.71(s,
1H), 8.34(s, 2H), 8.08(s, 1H), 7.99~7.88(m, 3H), 7.69(s, 1H); (=& 74%)

Ao 23. (D-5-([7-{4-(FlEM o] )M L} FZ[3,2-c]Hd-2-L T )
olo}Z g d-2,4-t}o]
'H NMR (DMSO-d,; 400 MHz) & 12.70(brs, 1H), 9.04(s, 1H), 8.89(s,
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1H), 7.93(d, 2H), 7.87(s, 1H), 7.70(s, 1H), 7.50(d, 2H), 2.58(s, 3H); (&
69%)

Axel 24, (D-5-([7-{3-(AQsto] )T IIF-2[3,2-c19) 2 W-2- L | D )3
olo}E e W-2,4-Tho] &

'H NMR (DMSO-d6, 400 MHz) 6§ 12.68(brs, 1H), 9.07(s, 1H), 8.82(s,
1H), 7.87(s, 2H), 7.71(m, 2H), 7.57(m, 1H), 7.42(m, 1H), 2.59(s, 3H); (&
57%)

AN ¢ 25. (9-5-[{7T-U-"EAHD)FE[3,2-c]¥D-2-} v A [Rolo} =
#d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) & 12.65(brs, 1H), 9.00(s, 1H), 8.76(s,
1H), 7.93(d, 2H), 7.87(s, 1H), 7.69(s, 1H)m 7.18(d, 2H), 3.88(s, 3H); (&
62%)

AA 4 26. (D-5-[{7-GB-HEAHD)F2[3,2-c]¥gd-2-g}HE d R o]o}=
Zd-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) & 12.70(brs, 1H), 9.06(s, 1H), 8.80(s,
1H), 7.87(s, 1H), 7.70(s, 1H), 7.51(m, 3H), 7.12(s, 1H), 3.89(s, 3H); (&

- 57%)

AAld 27. (9-5-[{7-@-HSA AN DFZ[3,2-c]¥ZD-2-G}vld Aol o}=
g d-2,4-Tho] 2

'H NMR (DMSO-d6, 400 MHz) & 12.60(brs, 1H), 9.05(s, 1H), 8.57(s,
1H), 7.83(s, 1H), 7.67(s, 1H), 7.53(m, 2H), 7.27(m, 1H), 7.15(m, 1H), 3.80(s,
3H); (& 68%)

AA 4 28. (D-5-[{7-(4-S 229 D)FZ[3,2-c]Fd~-2-d}H g A | ®o]o}=E
gd-2,4-thol&

'H NMR (DMSO-ds, 400 MHz) § 12.72(brs, 1H), 9.07(s, 1H), 8.80(s,
1H), 8.00(m, 2H), 7.87(s, 1H), 7.70(s, 3H); (& 67%)

AN 29, (D-5-[{7-(4-otAEHQ)FZ[3,2-c]¥ e d-2-L}vd A R o]o}F
2 d-2,4-tho] &

'H NMR (DMSO-dj,, 400 MHz) § 12.72(brs, 1H), 9..11(s, 1H), 8.88(s,
1H), 8.17(m, 4H), 7.88(s, 1H), 7.72(s, 1H), 2.68(s, 3H); (& 60%)
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A4l 30. (2-5-[{7-(6-HFAHHLD-3-D)F2[3,2-cl¥Ad-2-U}H D]
RolotE A -2,4-t}o] L

'H NMR (DMSO-ds, 400 MHz) § 12.82(brs, 1H), 9.05(s, 1H), 8.80(m,
2H), 8.30(d, 1H), 7.87(s, 1H), 7.70(s, 1H), 7.09(d, 1H), 3.97(s, 31); (F&:
57%)

AAd 31, (D-5-[{7T-(4-AEAHD)FZ[3,2-c]H D -2-g} v A [H o] o} =
2 d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) § 12.63(brs, 1H), 8.98(s, 1H), 8.73(s,
1H), 7.89(d, 2H), 7.84(s, 1H), 7.66(w, 1H), 7.15(d, 2H), 4.14(m, 2H), 1.38(t,
3H); (&' 66%)

Ao 32. (A-5-[{7-(3,5-Te|HEAHL)FZ[3,2-c]¥d-2-L DA%
olo}Zg|d-2,4-t}o]

'H NMR (DMSO-d;, 400 MHz) § 12.67(brs, 1H), 9.06(s, 1H), 8.79(s,
1H), 7.87(s, 1H), 7.70(s,1 H), 7.09(s, 2H), 6.67(s, 1H), 3.87(s, 6H); (&
60%)

Ao 33. (D-5-[{7T-(3,4-ThoH| HEAI ¥ ) F 2 [3,2-c]¥ D -2-d} =g A %
ololZe d-2,4-tho] &

'H NMR (DMSO-ds, 400 MHz) 6 12.71(brs, 1H), 9.01(s, 1H), 8.77(s,
1H), 7.88(s, 1H), 7.70(s, 12H), 7.51(s, 2H), 7.20(m, 1H), 3.91(s, 3H), 3.87(s,
3H); (7€ 67%)

Ao 34. (D-5-[{T-(-EBD)FZI[3,2-clHHd-2-L}IH DA R ol o} ZE] D~
2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) 6 12.75(brs, 1H), 9.03(s, 1H), 8.78(s,
1H), 7.88(m, 3H), 7.70(m, 1H), 7.43(m, 2H), 2.44(s, 3H); (& 61%)

AN 35, (2-5-[{7-(4-vto] dHD)FZ[3,2-c]F 2 d-2-L v d A [Ho] o} F
Zd-2,4-t}o] 2

'"H NMR (DMSO-djs, 400 MHz) § 12.70(brs, 1H), 9.05(s, 1H), 8.83(s,
1H), 7.98(m, 2H), 7.87(s, 1H), 7.72(m, 3H), 6.89(m, 1H), 6.02(d, 1H), 5.40(d,
1H); (&1 65%)

45



10

15

20

25

30

35

WO 2014/017803 PCT/KR2013/006581

AAd 36, (-5-[{7-(A=[d][1,3]}0] &&-5-W)FE[3,2-c]¥ed-2-4}
e A [#pololE 2 d-2,4-T} o]

'H NMR (DMSO-ds, 400 MHz) & 12.62(brs, 1H), 8.95(s,1 H), 8.68(s,
1H), 7.81(s, 1H), 7.62(s,1 H), 7.509s, 1H), 7.42(d, 1H), 7.10(d., 1H), 6.09(s,
2H); (& 60%)

AN 6 37. (D-5-[{7-(5-BERT 2] d-3-DFZ[3,2-c [T d-2-L} g d]
Rolo}Eeid-2,4-Thol &

'H NMR (DMSO-ds, 400 MHz) & 12.72(brs, 1H), 9.19(s, 1H), 9.13(s,
1H), 8.96(s, 1H), 8.87(s, 1H), 8.73(s, 1H), 7.89(s, 1H), 7.73(s, 1H); (&
67%)

AAd 38. (D-5-([7T-{3-EF L 2-4-(6-&4-1-Z2H -1H-1,2,4-E&o]o}&
-4GH)-Q)HE}IFE[3,2-c]Ed-2-gd ] d )R o]o}Ea D -2,4-T}o] 2

'H NMR (DMSO-d;, 400 MHz) & 12.63(brs, 1H), 9.04(s, 1H), 8.85(s,
1H), 8.29(s, 1H), 8.07(d, 1H), 7.93(m, 1H), 7.83(m, 2H), 7.66(s, 1H), 3.66(m,
2H), 1.66(m, 2H), 0.84(t, 3H); (& 66%)

AXd 39, (9-5-[{7-FAYr|A-5-A)FZ[3,2-c]H 2] d-2-d}H @A ]xlo]o}
Zgd-2,4-t}o] &

'H NMR (DMSO-ds 400 MHz) & 12.70(brs, 1H), 9.43(s, 2H), 9.33(s,
1H), 9.15(s, 1H), 8.96(s, 1H), 7.89(s, 1H), 7.73(s, 1H): (&: 60%)

AR A 40. (9-5-([7-{4-(FABEAEQ)M I} FZ[3,2-c]ddd-2-gHE R
ojo}Zg|d-2,4-t}o|

'H NMR (DMSO-d;, 400 MHz) & 12.70(brs, 1H), 9.13(s, 1H), 8.89(s,
1H), 8.25(m, 2H), 8.16(m, 2H), 7.89(s, 1H), 7.73(s,1 H), 3.34(s, 3H); (&
61%)

AN 41, (D-5-([7-{6-(E@Rol )W A -3-L}FE[3,2-c]FHD-2-4]
g A)RtololE e P -2,4-T}o] 2

'H NMR (DMSO-d;, 400 MHz) § 12.75(brs, 1H), 9.07(s, 1H), 9.04(s,
1H), 8.84(s,1H), 8.23(d, 1H), 7.88(s, 1H), 7.71(s, 1H), 7.56(d, 1H), 2.61(s,
3H)); (7&: 59%)

AA e 42. (D-5-[{T-(6-EF 223 D-3-DFZ[3,2-c]¥ZD-2-d}¥E
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@Al o} W -24-Tho] &

'H NMR (DMSO-dj, 400 MHz) § 12.69(brs, 1H), 9.11~8.97(m, 1H),
8.86~8.74(m, 2H), 8.09(m, 1H), 7.88(m, 1H), 7.71~7.70(m, 2IH), 6.55(m,
1H); (& 58%)

AX A 43: (D-5-[{7T-(2-E22¥d-4-9)FZ[3,2-c]Hgd-2-d}v g ]
MojolE g d-2,4-t}o]&

'H NMR (DMSO-d; 400 MHz) & 12.73(brs, 1H), 9.16(s, 1H), 9.00(s,
1H), 8.65(brs, 1H), 8.21(s,1H), 8.04(brs, 1H), 7.89(s, 1H), 7.73(s, 1H); (¥
€ 59%)

AN o] 44, (9-5-[{7-(6-REEIHD-3-DF2(32-c]7 2 D-2-Q} v 2]
Ao o} & W -2, 4-Thol &

'H NMR (DMSO-ds 400 MHz) 6 12.72(brs, 1H), 9.11(s,1 H), 9.02(s,1
H), 8.87(s,1 H), 9.33(m, 1H), 7.93(m, 1H), 7.84(s, 1H), 7.68(s,1 H); (&
56%)

AN ¢ 45. (D-5-[{7-(6-22 22 D-3-DF (3 2-c]F F D-2- L1 Y]
AolobE T 9 -2,4-Tho] &

'"H NMR (DMSO-ds 400 MHz) 6 12.75(brs, 1H), 9.11(s, 1H), 9.04(s,1
H), 8.88(s,1 H), 8.44(d, 1H), 7.88(s,1HO, 7.81(d, 1H), 7.72(s,1H); (F&:
67%)

AAd 46, (D-5-[{7-@B-F22-4-YEAHD)FZ[3,2-c]¥ea-2-4}Hd
ol olE e d-2,4-1} o]

'H NMR (DMSO-dg, 400 MHz) & 12.67(brs, 1H), 9.02(s, 1H), 8.82(s,
1H), 8.15(s,1 H), 7.92(d, 1H), 7.87(s, 1H), 7.69(s, 1H), 7.38(d, 1H), 3.97(s,
3H); (7= 64%)

ANl 47. (D-5-[{7-G-EFL2-4-HEAHD)FE([3,2-c]F L -2-4}7]
gl MojolEed-2,4-t}0] 2

'H NMR (DMSO-ds, 400 MHz) & 12.69(brs, 1H), 9.02(s, 1H), 8.81(s,
1H), 7.88(m, 1H), 7.88(s, 1H), 7.79(d, 1H), 7.69(s, 1H), 7.39(m, 1H), 3.95(s,
3H); (& 58%)

Aol 48. (D-5-[{7-(4-HBA-3-H e DFZ[3,2-c]¥ HD-2-L}HE )

47



10

15

20

25

30

35

WO 2014/017803 PCT/KR2013/006581

ApojolEeHd-2,4-1}0] 2

'H NMR (DMSO-d, 400 MHz) § 12.65(brs, 1H), 8.98(s, 1H), 8.76(s,
1H), 7.86(s, 1H), 7.79(m, 1H), 7.67(s, 1H), 7.15(m, 1H), 3.89(s, 3H); (&
57%)

AA o] 49. (D-5-[{7-(3-F22-4-0}o| 2T ZEN I Y)F2[3,2-c]9 ] D-2-
Ay D A 5ol ok E 2 W -2, 4-Thol &

'"H NMR (DMSO-dj, 400 MHz) & 12.66(brs, 1H), 9.02(s, 1H), 8.81(s,
1H), 8.13(s, 1H), 7.88(m, 2H), 7.68(s, 1H), 7.39(m, 1H), 4.83(m, 1H), 1.36(d,
6H); (+&: 56%)

ARd 50. (2-5-[{7-(5,6-to] v EA|8 g d-3-A)FZ[3,2-c]¥&d-2-Y}
g #A]RololEFE|d-2,4-tho] &

'H NMR (DMSO-ds, 400 MHz) § 12.69(brs, 1H), 9.05(s, 1H), 8.82(s,
1H), 8.28(s, 1H), 7.88(s, 1H), 7.82(s, 1H), 7.71(s, 1H), 3.97(s, 3H), 3.94(s,
3H); (7&: 64%)

AAe 51 (D-5-[{7-(3-EEE2-4-dEAHMFZ[3,2-c]9Fd-2-U}IHd
d]spololEed-2,4-Tho] &

‘H NMR (DMSO-ds, 400 MHz) § 12.64(brs, 1H), 9.01(s, 1H), 8.80(s,
1H), 8.14(s, 1H), 7.90(m, 1H), 7.86(s, 1H), 7.68(s, 1H), 7.35(m, 1H), 4.24(m,
2H), 1.42(t, 3H); (5°&: 68%)

AA 52. (D)-5-[{7T-3-SFLE~4-0}0| 2T 2 ZAHL)FZ([3,2-c]FZd-
2-4}H g d RololEe| d-2,4-T)o| &

'H NMR (DMSO-ds, 400 MHz) 6§ 12.69(brs, 1H), 9.01(s, 1H), 8.80(s,
1H), 7.90(m, 1H), 7.87(s, 1H), 7.75(m, 1H), 7.68(s, 1H), 7.40(m, 1H),
4.78(m, 1H), 1.35(d, 6H); (581 60%) '

AAld 53, (A)-5-[{7-(6-°F =T B D-3-W)F=[3,2-c]¥ e D-2-d}HEd]
AojotEe Y -2,4-t}o]-&

'"H NMR (DMSO-djs, 400 MHz) § 12.72(brs, 1H), 8.995(s, 1H), 8.74(s,
1H), 8.63(s, 1H), 8.00(m, 1H), 7.87(s, 1H), 7.67(s, 1H), 6.67(m, 1H), 6.48(s,
1H); (7&: 57%)

AN 54, (D)-5-[{7T-(4-AFA-3-ZF L2 D)FZ([3,2-c]¥D-2-4}H)
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dill [RololEEd-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) § 12.66(brs, 1H), 9.01(s, 1H), 8.80(s,
1H), 7.91(m, 1H), 7.87(s, 1H), 7.75(d, 1H), 7.68(s, 1H), 7.38(m, 1H), 4.23(m,
2H), 1.41(t, 3H); (&: 57%)

ARA ] 55 (2-5-[{7-(4-5A-3,5-tto|HEHD)FZ[3,2-clFgd-2-Y}
gl #olotE e d-2,4-Tho]-&

'H NMR (DMSO-ds, 400 MHz) 6 12.69(brs, 1H), 8.99(s, 1H), 8.77(s,
1H), 7.87(s, 1H), 7.68(m, 3H), 3.89(m, 2H), 2.35(s, 6H), 1.39(t, 3H); (&
57%)

AA ] 56. (A-5-[{7-(4-BAudHL)FZE[3,2-clHd-2-L} I @A ]R 0]
o}=g|gd-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) 6 12.68(brs, 1H), 9.03(s, 1H), 8.78(s,
1H), 7.92(m, 2H), 7.86(s, 1H), 7.69(s, 1H), 7.51(d, 2H), 3.10(m, 2H), 1.30(t,
3H); (& 56%)

AA | 57. (D-5-[{7T-(4-HEA]-3-EFo| EF L2 EH L)FE([3,2-cl¥=d
-2-4ydgd R ololEEd-2,4-1o] 2> :

'H NMR (DMSO-dj;, 400 MHz) § 12.66(brs, 1H), 9.05(s, 1H), 8.81(s,
1H), 8.20(m, 2H), 7.86(s, 1H), 7.70(s, 1H), 7.51(m, 1H), 4.01(s, 3H); (&
60%)

Ao 58. 5-[{7-(5~°}7]=-6-HEA|HD-3-U)FE[3,2-c]HEd-2-Y}
Wl |Ho)o}Ed-2,4~-t}o] 2

'H NMR (DMSO-dj, 400 MHz) § 12.67(brs, 1H), 9.01(s, 1H), 8.67(s,
1H), 7.95(s, 1H), 7.86(s, 1H), 7.68(s, 1H), 7.40(s, 1H), 5.21(brs, 2H), 3.96(s,
3H); (& 49%). '

AN 59, (D-5-[{7T-6-E22-6-HEAHHH-3-A)FZ[3,2-c]¥ -2~

div g ]HolotE e b-2,4-T o] 2

'H NMR (DMSO-ds, 400 MHz) § 12.68(brs, 1H), 9.07(s, 1H), 8.88(s,
1H), 8.75(s, 1H), 8.57(s, 1H), 7.88(s, 1H), 7.70(s, 1H), 4.06(s, 3H); (F&:
59%)

AAd] 60, (2-5-12-{(2,4-Tho] & Astolo}Ee) 9 -5-A 2 )T ) F 2 [3,2-c]
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HEd-7-d9Ed ol EY
‘H NMR (DMSO-ds, 400 MHz) & 12.63(brs, 1H), 8.96(s, 1H), 8.74(s,
1H), 8.10~8.06(m, 2H), 7.85(s, 1H), 7.67(s, 1H), 6.55(m, 1H); (& 53%)

AAd 61, (D-5-([7T-{2-(HMEH o] )3 g]u)|d-5-YU}FZ[3,2-c]¥ad-2-
Al d MHolotFed-2,4-T}o] L

IH-NMR (DMSO-dj 400 MHz) & 12.74(brs, 1H), 9.25(s, 2H), 9.11(s,
1H), 8.92(s, 1H), 7.89(s, 1H), 7.72(s, 1H), 2.62(s, 3H); (& 57%)

AAd 62. (9-5-(17-{2,4-(FelH AN Y n D -5-U}FE[3,2-c] ¥ 2 D-2-

- dlvg AR ololEEd-2,4-Tho] &

'H NMR (DMSO-djs, 400 MHz) 6§ 12.65(brs, 1H), 9.07(s, 1H), 8.63(s,
2H), 7.84(s, 1H), 7.67(s, 1H), 4.01(s, 3H), 3.97(s, 3H); (& 61%)

AAel 63. (9-5-[{7-(6-EF2=2-5-AE9Pd-3-DFZ[3,2-c]¥Fd-2-
A g Mool d-2,4-To| &

'H NMR (DMSO-ds, 400 MHz) & 12. 70(brs 1H), 8.95(s, 1H), 8.75(s,
1H), 8.00(d, 2H), 7.86(s, 1H), 7.67(s, 1H), 2.11(s, 3H); (& 63%)

AAdl 64, (D-5-[{7-(6-22=2-5-HEHID-3-D)FZ[3,2-c]¥d-2-
divigd | RolotEE-2,4-To] 2

'H NMR (DMSO-ds, 400 MHz) & 12.71(brs, 1H), 9.09(s, 1H), 8.87(d,
2H), 8.43(s, 1H), 7.88(s, 1H), 7.70(s, 1H), 2.47(s, 3H); (&1 56%)

@Alcﬂ 65. (D-5-[{7-(6-E22-5-ZF22ygd-3-U)F=2[3,2-c]vI4-
2-divgd#d]RololEed-2,4-tfo]
'H NMR (DMSO-ds, 400 MHz) 6§ 12.74(brs, 1H), 9.13(s, 1H), 8.95(m,
2H), 8.60(d, 1H), 7.89(s,. 1H), 7.72(s, 1H); (& 56%) -

AAN 4 66. (2-5-[{7-(6-HEAYD-3-D)FZ[3,2-c]FFIH-2-L}H A%}
olo}Zg|d-2,4-tlo]

'"H NMR (DMSO-djs, 400 MHz) & 12.67(brs, 1H), 9.07(s, 2H), 8.84(s,
1H), 8.26(d, 1H), 7.86(s, 1H), 7.70(s, 1H), 7.51(d, 1H), 2.60(s, 3H); (F&
60%)

AAd 67. (D-5-[{7-(6-F22-5-HEAHYA-3-Y)F2[3,2-c]FHd-2-
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g RelolEd-2,4-10] 2

'H NMR (DMSO-dj, 400 MHz) § 12.71(brs, 1H), 9.15(m, 1H), 8.93(s,
1H), 8.59(s, 1H), 8.10(m, 1H), 7.89(m,1H), 7.73(s, 1H), 4.06(s, 3H); (+&:
62%)

AN 68, (D-5-([7-{6-FA-5-(Seo]| EF0 2D JD-3-AHF 2
[3,2-c]5) 2] 9-2-Q | G Aol o} E 2] D -2,4-Tho] &

'H NMR (DMSO-djs, 400 MHz) 6 12.69(brs, 1H), 9.09(s, 1H), 9.01(s,
1H), 8.90(s, 1H), 8.69(s, 1H), 7.86(s, 1H), 7.71(s, 1H), 4.10(s, 3H); (&
67%)

AAd 69. (9-5-[{7-(2,3-tolslo| =2 NZFH-5-A)F2[3,2-c]Hgd-2-
A v A Moot d-2,4-t}o] 2

'H NMR (DMSO-djs, 400 MHz) & 12.71(brs, 1H), 8.98(s, 1H), 8.73(s,
1H), 7.87(d, 2H), 7.70(m, 1H), 7.67(s, 1H), 6.68(m, 1H), 4.66(m, 2H),
3.34(m, 2H); (& 66%)

AAd 70. (D-5-([7T-{4-(FIEA ) D} FZ[3,2-c]Hd-2-g 1o d I
olo}Z g g-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) § 12.69(brs, 1H), 9.05(m, 1H), 8.80(m,
1H), 7.96(m, 2H), 7.88(m, 1H), 7.71(m, 1H), 7.55(m, 2H), 4.54(s, 2H),
3.37(s, 3H); (5&: 59%)

AN 71. (D-5-[{7-(3,5-Trol A Lo D) F 2 [3,2-c]H & d-2- L} LA 5o
o}Zed-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) & 12.69(brs, 1H), 9.03(m, 1H), 8.80(m,
1H), 7.87(m, 1H), 7.74(m, 1H), 7.62(s, 2H), 7.16(s, 2H), 2.41(s, 6H); (&
56%)

AN 72, (9)-N-(tert-5-9)-4-[2-{(2,4-T}o] S0l o} ZT A -5-U | D))
g2 (3,2-cl¥ed-7-d[dAd Eolrtol =

'H NMR (DMSO~-djs, 400 MHz) & 12.69(brs, 1H), 9.11(m, 1H), 8.86(s,
1H), 8.13(m, 2H), 8.05(m, 2H), 7.78(m, 1H), 7.72(m, 2H), 1.15(s, 9H); (F&
51%)

Ao 73. (9)-5-[{7-(4-"EA]-3,6-t}o|H B H Q)FZ[3,2-c]HD-2-L}
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v g A | xjo]o} = b -2,4-T}o]
'H NMR (DMSO-ds 400 MHz) § 12.70(brs, 1H), 9.03(m, 1H), 8.79(s, .
1H), 8.07~7.89(m; 1H), 7.71(m, 3H), 3.75(s, 3H), 2.37(s, 6H); (& 5%)

AN 74, (D-5-[{7-3,5-To|HE~4-Z 2 ZA|HD)FZ[3,2-c]H -2~
A A R ololZE D -2,4-fo] 2 : |

IH NMR (DMSO-ds, 400 MHz) § 12.69(brs, 1H), 9.00(m, 1H), 8.77(m,
1H), 8.05~7.86(m, 1H), 7.69(m, 3H), 3.79(m, 2H), 2.35(s, 6H), 1.80(m, 2H),
1.07(t, 3H); (F&: 56%)

AX 6 75, (D-5-[{T-(4-oto| £ X2 F -3 5-Tho] LA DF 2 [3,2-c] YW
-2~} g A Aol ot ZE W-2,4-Thol &

'H NMR (DMSO-ds, 400 MHz) § 12.69(brs, 1H), 9.01(m, 1H), 8.79(s,
1H), 8.07~7.88(m, 1H), 7.69(m, 3H), 4.26(m, 1H), 2.35(s, 6H), 1.29(d, 6H);
(& 50%)

AAd 76. (D-5-([7-{6-(2,2,2-Eo| EF L2 SANT 2 D -3-A}F 2 [3,2-
19N -2-9 1" Aol opZ2 9 ~2,4-Tho] &

'H NMR (DMSO-ds, 400 MHz) 6 12.70(brs, 1H), 9.08(m, 1H), 8.82(m,
2H), 8.40(m, 1H), 8.07~7.88(m, 1H), 7.77(m, 1H), 7.26(m, 1H), 5.11(m, 2H);
(&F&: 58%)

AANd 77. (2-5-[{7-(3,4,5-E&to| | EAHLD)FZ[3,2-c]vgdd-2-Y}v &
A RpojolEE H-2,4-T}o] &

'H NMR (DMSO-dj, 400 MHz) 6§ 12.69(brs, 1H), 9.05(s, 1H), 8.79(s,
1H), 7.88(s, 1H), 7.71(s,1 HO, 7.18(s, 2H), 3.92(s, 6H), 3.77(s, 3H); (F&:
65%)

Aro 78, (D-5-([7-{2-EF 2 2-4-(MERo] )M} FZ[3,2-c]H D -2~
Al g @M ololEE P -2,4-Tho]

'H NMR (DMSO-dj;, 400 MHz) 6§ 12.64(brs, 1H), 9.01(s, 1H), 8.63(s,
1H), 7.84(s, 1H), 7.69(m, 2H), 7.40(d, 1H), 7.31(d, 1H), 2.59(s, 3H); (&
60%)

AN 79, (D-5-[{7T-(A-3Fo| =2 A-3-H BA D) F 2 [3,2-c]H I B-2-L}
QA Aol obE e B-2,4-Tho] &
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'H NMR (DMSO-d,;, 400 MHz) § 12.67(brs, 1H), 9.43(s, 1H), 8.97(s,
1H), 8.73(s, 1H), 7.86(s, 1H), 7.68(s, 1H), 7.47(s, 1H), 7.38(d, 1H), 6.98(d,
1H), 3.91(s, 3H); (7&: 60%)

Ao 80. (D-5-[{7-(4-8}°| EFA]-3,5-Tol B D)FZ[3,2-c]H -2~
drddARelotE2d-2,4-To] 2

'H NMR (DMSO-ds, 400 MHz) § 12.66(brs, 1H), 8.94(s, 1H), 8.73(s,
1H), 7.60(s, 1H), 7.86(s, 1H), 7.66(s,1 H), 7.60(s, 2H), 2.30(s, 6H); (&
46%)

AA 81, (2-5-[{7-C-vEAH V| D-5-Q)FZ[3,2-c]¥gd-2-4}Hd
A Rpolo}EeH-2,4-t}o] &

'H NMR (DMSO-dg, 400 MHz) & 12.72(brs, 1H), 9.22(s, 2H), 9.09(s,
1H), 8.89(s, 1H), 7.89(s, 1H), 7.71(s, 1H), 4.04(s, 3H); (5+&: 68%)

AA 82. (2-5-([7-{4-"8-3,4-Ho|slo|=2-2H W= [b][1,4] A -7~
A F=[3,2-clygd-2-d]v g )R olo}Ed-2,4-t}o|

'H NMR (DMSO-d; 400 MHz) & 12.67(brs, 1H), 8.92(s, 1H), 8.72(s,
1H), 7.86(s, 1H), 7.66(s, 1H), 7.46(d, 1H), 7.37(s, 1H), 6.87(d, 1H), 4.29(brs,
2H), 3.32(brs, 2H), 2.94(s, 3H); (& 58%)

AN 6 83. (D-5-[{7-(4-otol 2T 2 EA-3-A| LA D) FE2[3,2-c]W P -2-
A}el g d Holo}E 2 9-2,4-Tho &

1H NMR (DMSO-d; 400 MHz) § 12.70(brs, 1H), 8.98(s, 1H), 8.75(s,
1H), 7.85(d, 2H), 7.73(d, 1H), 7.67(s, 1H), 7.16(d, 1H), 4.72(m, 1H), 2.26(s,
3H), 1.34(d, 6H); (+&: 80%)

AN 84. (D-5-[{T-(4-NFA-3-HEHQ)FZ[3,2-c]¥D-2-g g ]
MololE e d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) § 12.70(brs, 1H), 8.96(s, 1H), 8.75(s,
1H), 7.86(s, 1H), 7.76(m, 2H), 7.61(s, 1H), 7.13(d, 1H), 4.14(m, 2H), 2.29(s,
3H), 1.40(t, 3H); (+&: 66%)

AN 85. (9-5-[{7-(4-3 | =ZAHL)FR[3,2-c]HEd-2-d}v R o]
olEg d-2,4-t}o] &
'H NMR (DMSO-d,; 400 MHz) & 12.70(brs, 1H), 9.88(s, 1H), 8.97(s,
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1H), 8.72(s, 1H), 7.87(s, 1H), 7.80(m, 2H), 7.68(s, 1H), 6.98(m, 2H); (=&
67%)

AAd) 86. (A-5-[{7-(6-olr|x=-6-F22HII-3-A)FZ([3,2-c]FEH-2-
Ao g AR oot Ee|Pd-2,4-T} o] -

'H NMR (DMSO-d6, 400 MHz) & 12.72(brs, 1H), 9.10(s, 1H), 8.74(s,
1H), 8.17(s, 1H), 7.88(s, 1H), 7.71(s, 1H), 7.62(s,1 H), 5.85(brs, 2H); (&
53%)

AAe 87. (D-5-[{7-3,5-}o|FZ22~4-vFAFHL)FZ[3,2-c]ol g A-2-
diddRelotEd-2,4-Tho| 2 |

'H NMR (DMSO-ds, 400 MHz) & 12.69(brs, 1H), 9.07(s, 1H), 8.90Cs,
1H), 8.18(s, 2H), 7.87(s, 1H), 7.70(s,1 H), 3.94(s, 3H); (5&: 49%)

AAd 88. (D)-5-([7T-{4-(Bto]=FAHE)-3-HEH L} FZ[3,2-c]H -2~
Adld g dHolotEed-2,4-t}o]-Z

'H NMR (DMSO-d;, 400 MHz) & 12.71(brs, 1H); 9.05(s, 1H), 8.82(s,
1H), 7.90(d, 2H), 7.79(m, 1H), 7.70(s, 1H), 7.54(d, 1H), 5.20(s, 2H), 2.11(s,
3H): (7&: 48%)

AAldl 89. (D-5-([7T-{3-FEF L2 -4-(E| ZFLEWFANI LI FE[3,2-c]
v d-2-dIdddRolopEd-2,4-tho] 2

'H NMR (DMSO-ds, 400 MHz) 8 12.71(brs, 1H), 9.11(s, 1H), 8.87(s,
1H), 8.16(d, 1H), 7.95~7.85(m, 3H), 7.71(s, 1H); (+&: 89%)

AAle 90. (9-5-([7-{4-"5A]-3-(Eto] EF 22D 2} HF2[3,2-c]H
d-2-glHgdolotEee-2,4-Tol2 "

'H NMR (DMSO-ds, 400 MHz) 6 12.67(brs, 1H), 9.05(s, 1H), 8.81(s,
1H), 8.20(m, 2H), 7.86(s, 1H), 7.53(s, 1H), 7.51(d, 1H), 4.1(s, 3H); (&
45%)

AAlel 91. (2-5-[{7T-(4H-A=[d][1,3]} 0] §41-6-D)F 2 [3,2—c]¥ g d-2-
drd A ]RolotE D -2 4-Tho]

"H NMR (DMSO-ds, 400 MHz) 6 12.70(brs, 1H), 9.00(s, 1H), 8.75(s,
1H), 7.87(s, 1H), 7.79(d, 1H), 7.75(s, 1H), 7.68(s, 1H), 7.08(d, 1H), 5.37(s,
2H), 5.01(s, 2H); (&1 40%)
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AN 92, (-5-[2-{(2,4-To] L&A ARololE e d-5-L )} F=[3,2-c]
g d-7-d]-2-d Az | EY

'H NMR (DMSO-ds, 400 MHz) 6§ 12.69(brs, 1H), 9.04(s, 1H), 8.83(s,
1H), 8.37(s, 1H), 8.27(d, 1H), 7.88(s, 1H), 7.70(s, 1H), 7.50(d, 1H), 4.03(s,
3H); (&7 49%) ‘

AA o 93. (A-5-[{7-(3-F2Z2-4-3}o| =EFA|-5-v A ¥ )FZ[3,2-c]H 7
d-2-d}dd A Moo}E e d-2,4-tho] 2

'H NMR (DMSO-djs 400 MHz) 6 12.69(brs, 1H), 9.87(s, 1H), 9.03(s,
1H), 8.85(s, 1H), 7.88(s, 1H), 7.69(d, 2H), 7.48(s, 1H), 3.97(s, 3H); (&
47%)

AN el 94, (D-5-([T-{4-AFA-3-(EFo|ESF L 2H Q)M d}F=[3,2-c]H g
d-2-g]dE@dHololEdd-2 4ol &

'H NMR (DMSO-ds 400 MHz) & 12.70(brs, 1H), 9.05(d, 1H),
8.87~8.80(d, 1H), 8.17(m, 2H), 7.86(s, 1H), 7.70(s, 1H), 7.49(d, 1H),
4.29(m, 2H), 1.40(t, 3H); (& 30%)

)é)‘loﬂ 95. (2_5—[{7_(2’2—q°]%$£iﬂé[d][1,3]40]%%— —%)%i[3,2—
c]¥Eu-2-A} A Mo o} Bl -2, 4-T}o] &

'} NMR (DMSO-dp, 400 MHz) § 12.70(brs, 1H), 9.07(m, 1H), 8.80(m,
1H), 8.01(m, 1H), 7.84(m, 2H), 7.68(m, 2H); (F&: 50%)

AAo 96. (D-5-([7-{4-(tert~-SA W E)H D} F 2 (3,2-c]H D -2-4 v &
#)Rtolo}ZH-2,4-t}o] & |

'H NMR (DMSO-ds, 400 MHz)-6 12.69(brs, 1H); 9.05(s, 1H), 8.79(s,
1H), 7.95(m, 2H), 7.88(s, 1H), 7.70(s, 1H), 7.54(d, 2H), 4.54(s, 2H), 1.27(s,
9H); (& 49%)

Al 97. (D-5-[{7-C-ANFA v D-5-D)FE[3,2-c]Hd-2-d}#E
A]RolotEed-2,4-tho] 2

'H NMR (DMSO-ds, 400 MHz) 8 12.72(brs, 1H), 9.20(s, 2H), 9.08(s,
1H), 8.88(s, 1H), 7.87(s, 1H), 7.69(s, 1H), 4.46(m, 2H), 1.40(t, 3H); (F&:
50%)
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AR 98, (D-5-[{7-G-EFL2-6-YEAFIYD-3-A)FZ[3,2-c]HHI-
2-d}vld A ol oEe]d-2,4-tho] &

'H NMR (DMSO-ds 400 MHz) & 12.72(brs, 1H), 9.06(s, 1H), 8.86(s,
1H), 8.64(s, 1H), 8.36(d, 1H), 7.88(s,1 H), 7.70(s, 1H), 4.06(s, 3H); (&
57%)

AAd 99, (A-5-[{7-(2,6-t}o| E2 29 d-4-A)F2[3,2-c]Hd-2-Y}
g 7 JRpolo}F 2| -2,4-T}o] 2

'H NMR (DMSO-ds, 400 MHz) & 12.73(brs, 1H), 9.18(s, 1H), 9.06(s,
1H), 8.26(s, 2H), 7.90(s, 1H), 7.73(s, 1H); (F&: 54%)

AN 100. (D-5-[{7-(4-Afol22Z2 YA DFR[3,2-c]AD-2-U)vid
AAololEe W-2,4-Tho] &

'H NMR (DMSO-ds, 400 MHz) § 12.69(brs, 1H), 9.02(s, 1H), 8.76(s,1
H), 7.85(m, 3H), 7.69(s, 1H), 7.30(d, 2H), 2.06(m, 1H), 1.04(m, 2H), 0.80(m,
2H); (F&: 47%)

AANd 101. (D-5-[{7-(6-E22-6-EAHHHD-3-A)FZ[3,2-c]HH D -
2-d)vgd]RtololEFed-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) 6 12.70(brs, 1H), 9.06(s, 1H), 8.87(s,
1H), 8.72(m, 1H), 8.55(m, 1H), 7.88(s, 2H), 7.69(s,1H), 4.50(m, 2H), 1.41(t,
3H); (7&: 89%)

AXd 102. (2-5-[{7-(6-"EA-5-HEd 2 d-3-Y)FZ[3,2-c]HF -2~
A v ol olE e Hd-2,4-1Ho]

'H NMR (DMSO-ds, 400 MHz) & 12.62(brs, 1H), 9.01(s, 1H), 8.80(s,
1H), 8.61(s, 1H), 8.19(s,1H), 7.84(s, 1H), 7.66(s.1 H), 3.99(s, 3H), 2.29(s,
3H); (& 40%) '

AA 103. (2-5-[{7-(6-N1FA|-5-vEHd-3-Y)FZ[3,2-c]H & B-2-
A e A Mol ot d-2,4-Tho] 2 ‘

'H NMR (DMSO-djs, 400 MHz) & 12.65(brs, 1H), 9.02(s, 1H), 8.80(s,1
H), 8.58(s, 1H), 8.18(s, 1H), 7.86(s,1 H), 7.67(s, 1H), 4.45(m, 2H), 2.28(s,
3H), 1.39(t, 3H); (&: 39%)

A 104, (D-5-[{7-(6-FER-6-0lo|A2 X2 ZA| Y D-3-Y)FZ[3,2-c]
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Hd-2-divgd AR ojotEe d-2,4-t}o] 2

'H NMR (DMSO-djs 400 MHz) § 12.70(brs, 1H), 9.05(s, 1H), 8.86(s,
1H), 8.72(m, 1H), 8.53(m, 1H), 7.85(s, 1H), 7.67(s, 1H), 5.42(m, 1H), 1.40(d,
6H); (& 89%)

AXdl 105, (D-5-[{7-@-NZAHY-4-D)FL[3,2-c]0 2l D-2-Q} g
Aol o} T W -2,4-Tho]

'H NMR (DMSO-ds, 400 MHz) & 12.71(brs, 1H), 9.13(s, 1H), 8.92(s,
1H), 8.39(m, 1H), 7.88(s, 1H), 7.72(s, 1H), 7.59(m, 1H), 7.45(s, 1H), 3.95(s,
3H); (& 50%)

AXe) 106 (D-5-[{7-(2-ALH I D-4-DFZ[3,2-c]A P W-2-L} ]
Aol obE e D -2,4-Tho] &

'H NMR (DMSO-ds, 400 MHz) & 12.70(brs, 1H), 9.14(s, 1H), 8.94(s,
1H), 8.67(m, 1H), 7.94(s, 1H), 7.90(5, 1H), 7.80(m, 1H), 7.73(s, 1H), 2.62(s,
3H); (<78 58%)

AAd 107. (D-5-([7T-{2-(Ego| EFLE2WE)H B D-4-U}FE[3,2-c]1¥
d-2-dldd)RololEE d-2,4-tfo] -

'H NMR (DMSO-dj;, 400 MHz) § 12.71(brs, 1H), 9.18(s, 1H), 9.03(s,
1H), 9.01(m, 1H), 8.54(s, 1H), 8.329m, 1H), 7.83(s, 1H), 7.70(s, 1H); (=&
54%)

AAd 108. (2-5-[{7-2-NEA-6-EF 22 H-4-A)FE[3,2-cl¥=Ed
-2-g}d AR ololE e d-2,4-tho] 2

'H NMR (DMSO-d;, 400 MHz) 6 12.71(brs, 1H), 9.15(s, 1H), 8.97(s,
1H), 7.89(s, 1H), 7.71(s, 1H), 7.42(s, 1H), 7.35(s, 1H), 4.36(m, 2H), 1.38(t,
3H); (7&: 54%)

ANd  109. (2-2-(3-[2-{(2,4-To] A Mo} A -5-L W)L} FE
[3,2-c]¥ g R-7-L ¥ QoA EY | EL

11 NMR (DMSO-d; 400 MHz) & 12.68(brs, 1H), 9.07(s, 1H), 8.78(s,
1H), 7.93(m, 2H), 7.85(s, 1H), 7.66(m, 2H), 7.53(m, 1H), 4.16(s, 2H); (&
49%)

AAd) 110. (D-5-([7-{3-(2,2,2-Eo| EF- L ZAEA I }FE[3,2-c]H ¥
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d-2-d]ddd@)RololE d-2,4-to] &

'H NMR (DMSO-ds; 400 MHz) § 12.68(brs, 1H), 9.07(s, 1H), 8.85(s,
1H), 7.88(s, 1H), 7.71(s, 1H), 7.65(m, 2H), 7.59(t, 1H), 7.25(m, 1H), 4.90(m,
2H); (72 50%)

AXd 111. (D-5-[{7-G(-EFL2-5-EdHD)FZ[3,2-c]¥Id-2-L} v
dl1xpololEEd-2,4-t}o] & | | |

'H NMR (DMSO-dj, 400 MHz) § 12.68(brs, 1H), 9.05(s,1 H), 8.84(s,1
H), 7.81(s,1 H), 7.73(s, 1H), 7.64(m, 2H), 7.20(d, 1H), 2.47(s, 3H); (&
52%)

AAd 112, (D-N-3-[2-{(2,4-T}o] Sa Moot d-5-de|d)HE} F=2
[3,2-c19 g d~-7-d ¥ d)d &t Eolulol =

'H NMR (DMSO-ds, 400 MHz) & 12.68(brs, 1H), 9.98(s, 1H), 9.06(s,
1H), 8.71(s,1 H), 7.84(s, 1H), 7.68(m, 2H), 7.59(m, 1H), 7.40(d, 1H), 3.08(s,
3H); (F&: 47%)

AAd 113, (2-5-[{7-(3-ol7| =—-4-vEHD)FE[3,2-c]H & d-2-L}HE

A ]HolopEE P -2,4-T40] 2

'H NMR (DMSO-ds; 400 MHz) 8§ 12.70(brs, 1H), 9.00(s, 1H), 8.66(s,
1H), 7.87(s, 1H), 7.68(s, 1H), 7.16(m, 2H), 7.11(m, 1H), 2.16(s, 3H); (&
49%)

AA o 114, (D-5-[{7-(4-o}Fx=-3-SF L 2HI)FE[3,2-c]H e d-2-¢}#
dill [ #ololEE| d-2,4-t}o] 2

'H NMR (DMSO-ds 400 MHz) 6 12.69(brs, 1H), 8.94(s, 1H), 8.75(s,1
H), 7.87(s, 1H), 7.71(m, 1H), 7.67(s, 1H), 7.57(m, 1H), 6.96(t, 1H), 5.59(brs,
1H); (7&: 51%)

AA¢ 115, (2-5-([7-{3,5-B|=(E&o|EF L2 ) I} F2[3,2-cl¥d
-2-g1vdd)RololEEd-2,4-10) 2

'H NMR (DMSO-ds, 400 MHz) & 12.67(brs, 1H), 9.14(s, 1H), 8.98(s,
1H), 8.64(s,1H), 8.27(s,1H), 7.87(s, 1H), 7.73(s,1H); (&: 54%)

AAd 116. (2-5-[{7-(A=[c][1,2,5]%0]o}r}o] o} Z-5-W)F £ [3,2-c]19 ]
d-2-g)vd A ]RololE e d-2,4-t}0] 2
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'H NMR (DMSO-d,, 400 MHz) 6§ 12.76(brs, 1H), 9.16(s, 1H), 8.98(s,
1H), 7.66(s, 1H), 8.31(d, 1H), 8.20(d, 1H), 7.89(s, 1H), 7.73(s, 1H); (+&:
51%)

AAd 117, (9-5-H{7T-(RAED-6-DFE[3,2-cl¥ 2 d-2-d} DA | #o]o}
FYd-2,4-tho] 2

'H NMR (DMSO-ds, 400 MHz) & 12.76(brs, 1H), 9.11(s, 1H), 8.98(d,
1H), 8.94(s, 1H), 8.63(s, 1H), 8.46(d, 1H), 8.35(d, 2H), 8.22(d, 1H), 7.90(s,
1H), 7.73(s, 1H), 7.66(m, 1H); (& 49%)

el 118. (D-5-([7-{2-Rlo] 22X 2 Po}r| )3 WD -5-A}F 2 [3,2—c]
v d-2-d]dddRo|otE 2 d-2,4-tho] 2

'H NMR (DMSO-ds, 400 MHz) & 9.00(s, 1H), 8.95(s, 2H), 8.82(s, 1H),
7.90(d, 1H), 7.88(s, 1H), 7.69(s, 1H), 2.83(m, 1H), 0.72(m, 2H), 0.53(m, 2H);
(& 54%)

AAel 119, (D-5-[{7-@-HFAZ =23 -1-A)FE[3,2-c]¥2-2-d}E
IR0l & d-2,4-1o] 2

'H NMR (DMSO-ds, 400-MHz) & 9.06(s, 1H), 8.65(s, 1H), 7.82(s, 1H),
7.63(s, 1H), 4.50(s, 2H), 3.44(s, 3H); (& 48%)

AAd 120, (9-5-[{7-(5-"Ed-6-EZg =3 gd-3-Y)FZ[3,2-clogd-
2-gidd]RojolEd-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) § 9.02(s, 1H), 8.82(s, 1H), 8.70(d, 1H),
8.17(d, 1H), 7.87(s, 1H), 7.68(s, 1H), 3.78(t, 4H), 3.19(t, 4H), 2.39(s, 3H);
(& 56%)

AAe] 121, (9-5-([7-{6-(TtolH do}r| =) g P-3-U}FE[3,2-c]¥ A~
2-dlvd@RolotEe|d-2,4-t}o] &

'H NMR (DMSO-dj, 400 MHz) 6 8.96(s, 1H), 8.75(s, 1H), 8.73(d, 1H),
8.11(d, 1H), 7.87(s, 1H), 7.68(s, 1H), 6.86(d, 1H), 3.13(s, 6H); (=& 45%)

AXo 122. (9-5-{7T-(QH-QZ-5-L)FZ[3,2-c]Hd-2-A | EA]%
olo}Z g d-2,4-t}o| & o |

'H NMR (DMSO-djs, 400 MHz) 6§ 9.03(s, 1H), 8.83(s, 1H), 8.37(s, 1H),
8.18(s, 1H), 7.93(d, 1H), 7.88(s, 1H), 7.75(d, 1H), 7.70(s, 1H); (&: 52%)
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AAdl 123. (D-5-[{7-QH-¥MZ[d]o]nTE-5-D)F=[3,2-c]H g H-2-Y}
d g A Ro]olFe| d-2,4-t}o] &

I NMR (DMSO-ds, 400 MHz) & 9.03(s, 1H), 8.82(s, 1H), 8.37(s, 1H),
8.19(s, 1H), 7.88(s, 1H), 7.80(s, 2H), 7.71(s, 1H); (=& 47%)

AAld 124: (D)-5-IH{7T-QH-H&SE-4-D)F2([3,2-c]Hd-2-d}I L AR
olo}EEY-2,4-T}o] &

'H NMR (DMSO-ds, 400 MHz) & 13.39(brs, 1H), 8.92(d, 2H), 8.55(brs,
1H), 8.35(brs, 1H), 7.90(s, 1H), 7.68(s, 1H); (& 59%)

AAd 125, (D-5-{7-(FHdAERJIDFZ[3,2-c]H e D-2-d} D A |5 o]o}
Zgd-2,4-tho}

'H NMR (DMSO-ds, 400 MHz) § 12.71(brs, 1H), 9.07(s, 1H), 8.74(s,
1H), 7.87(s, 1H), 7.72~7.67(m, 3H), 7.53-7.52(m, 3H); (&: 44%)

AAldl 126. (9-5-[{7-(Z23A-1-DFZ(3,2-clHHd-2-U} D d o]
olEed-2,4-t}o] .

'H NMR (DMSO-ds, 400 MHz) § 12.82(brs, 1H), 9.00(s, 1H), 8.57(s,
1H), 7.83(s, 1H), 7.63(s, 1H), 2.24(s, 3H); (5&: 52%)

AAG 127, (-5-[{7-(6-2Zg =9 g d-3-A)F=2[3,2-c]¥gd-2-d}¥E
A]RololEed-2,4-to]

‘H NMR(400MHz, DMSO-dp) 6 8.98(s, 1H), 8.77(s, 2H), 8.17(d, 1H),
7.86(s, 1H), 7.68(s, 1H), 7.07(d, 1H), 3.75(brs, 4H), 3.59(brs, 4H); (FE&:
55%)

AA ¢ 128, (2)-5-[{7-(2-olvl = v P -5-A)F 2 [3,2-c]¥ 2 d-2-4}¥E
M ojotEed-2,4-t}o] &

'H NMR (DMSO-ds 400 MHz) & 8..99-8.81(m, 4H), 7.86(s, 1H),
7.68(s, 1H), 7.07(brs, 2H); (& 56%)

Ao 129. (2-5-([7-{4-QF-HE&E-1-D)Hd}IFZE[3,2-clgd-2-d]
o g )Mol olEe]d~2,4-t}o] &

'H NMR (DMSO-djs, 400 MHz) 6 12.71(brs, 1H), 10.26(s, 1H), 9.11(s,
1H), 8.90(s, 1H), 8.27(d, 1H), 8.19(d, 1H), 7.90(s, 1H), 7.74(s, 1H); (+&:
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52%)

AAd 130. (D-5-{7-(3-3I)=EZAHD)FZ[3,2-c]Hd-2-A} D A»
ojo}Z | d-2,4-t}o]

'H NMR (DMSO-ds, 400 MHz) 6§ 12.68(brs, 1H), 9.71(s, 1H), 9.03(s,
1H), 8:72(s, 1H), 7.86(s, 1H), 7.68(s, 1H), 7.45-7.30(s, 3H), 6.93(d, 1H)

AAd 131, (9-5-([7-{3-(ZZ g A D)d}F2[3,2-cl¥ D -2-d]rd
dxpololEEd-2,4-1Ho] 2

GA 1 3-{2-(dold EAHD)FZ([3,2-c]lHgd-7-d 2L slo] =
9] ¥4

Fzo 104 &A1 2-(ToldEAHE)-7-0}| Q=FZ[3,2-cl¥gd
(1.0 mmolD)d] EFA/Ne&/E (5/1/2, v/v, 5 ml) &Xo] 3-ETLH IR EA
(1.2 mmol), BHHEF (2.2 mmol), ¥ HEZI|A(Egojddxaa)LetsF
(0) (5.0 mol%)E& 7}tz Aok &F Wk, F715E EEsld #AdsSH
5, Ao FAE AEst A ZY IZEvEIHY -84/ E oMAlH I E
=4/1, v/V)Z AAE AdM 2L BAGHES AZRAT (& 50%).

G4 2: 2-(Told EAHE)-7-{3-(BZT =d )AL} FZ[3,2-c]H g
a9 &4

gA 1A AZF 3-{2-(Told EAHE)FE[3,2-c]Hed-7-L
zodsto] = (0.5 mmol), EEZ™ (1.0 mmol), @ %4t (93] €| E}5}0]
c2F (25 ml) 2L A20M 308 w3 T AF ESO|oAEARRE

NG A2oA 20417 1wk

g &, 3 dAFLUEF £9E 718t wHSE FX 3T HolE 2 2]
018 718t FE35l3, FERE T4 FAUEFORE Az 2 distan, &9
< =2 ol AAE Ayt A By FA2etEaYY (To]EFR 2|
HIQl/M&2=50/1, v/v)Z AASt A2 odide TANFES Az
(& 65%).

'H NMR (CDCls, 300 MHz) & 8.86(s, 1H), 8.67(s, 1H), 7.83(s, 1H),
7.70(d, 1H), 7.48(dd, 1H), 7.41(d, 1H), 6.96(s, 1H), 5.69(s, 1H), 3.77-
3.62(m, 8H), 2.51(dd, 4H), 1.26(t, 6H) :

A 30 7-{3- (&Y =d D)} FRI3,2-c]Fgd-2-7tB L slo] =

o B4
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SA 2004 AZF 2-(Hold SAWY)-7T-{3-(EE ) HAd}F=
[3,2-c]H2d (0.5 mmol)e] HE=sto|=2F (5 ml) &do 3N HAal +&
M (5 mDE 7hste], AelA 2 Al Bt wRksiith w3 Ao BAEAYUE
F F4AL Jbste 2840 F, 2% A 47180 AASD, oY olA)
HolEZ FZ39Y. FE2I4L AFEE MAHSL, 74 vtavges A
Z 4 A5z 3, AAE AEEFEAUTH TAE Aert A 28 I2etE
9 (p-AAHd 8 olAHo|E=4/1, v/V)E AAE Az Ui wAFE
22 Az (58 80%). ‘

'H NMR (CDClz, 300 MHz) & 9.97(s, 1H), 9.09(s, 1H), 8.85(s, 1H),
7.85(s, 1H), 7.79(d, 1H), 7.70(s, 1H), 7.46-4.53(m, 1H), 6.98(s, 1H), 3.77-
3.64(m, 6H), 2.53(brs, 2H)

gA 4 (D-5-([7-{3-(EEZ=de)dd}F2(3,2-c]He]d-2-L ]
ga)ntololE g -2,4-t}ol &9 A

SA 3olA ART 7T-{3-(EEZYxdE)HAdIFZ(3,2-c]9d-2-7}
Baddol= (04 mmol)e ZAF (3 ml) &%) #MololZgdrio]2 (0.5
mmol) 2 B-<¢Ed (0.4 mmol)& 7F8taL, 4 A7k B¢ 37 wwks o A
o2 Y7zt T, AAE nAE AR, 2AI EE MFsta, ARAA A
B nAGge] BAGEFES AU (& 77%).

'"H NMR (DMSO-djs, 300 MHz) § 9.02(s, 1H), 8.79(s, 1H), 7.98(s, 1H),
7.85(m, 1H), 7.72(s, 1H), 7.57(m, 2H), 7.48(m, 1H), 3.64(s, 2H), 3.59(s, 4H),
2.46(s, 4H)

AAle] 132. (2)-5-([7-{3-(FAHD-1-g=)# S}F=[3,2-c]FH & D-2-Y]
m e A)xpolopE e d-2,4-T0] 2

*‘Aloﬂ 1319 &4 29 %%% Asted R e ALgsla AA )
1318 593 o g EA 3PS AZs9%0.

'H NMR (DMSO-ds, 300 MHZ) § 9.01(s, 1H), 8.78(s, 1H), 8.06 (s, 1H),
7.99(d, 1H), 7.66 (t, 1H), 7.56(m, 2H), 7.47(s, 1H), 4.05(s, 2H), 2.84(brs,
4H), 1.64(brs, 4H), 1.47(brs, 2H); (& 22%)

AN 133, (D-5-([7T-{4-(REZ = D)HL}FE[3,2-c]¥ED-2-4 v
d)FtololE2 ‘%1—2,4—‘1}01 =

4490 13191 A 1914 AHEe 3-E U YR EANS tAlste 4-2Y
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MYEEALS WA AAld 1319 FUS PUOE EA HTES Az
ik,

'H NMR (DMSO-ds, 300 MHz) § 9.02(s, 1H), 8.79(s, 1H), 7.95(d, 2H),
7.77(s, 1H), 7.62(s, 1H), 7.55(d, 1H), 3.66(s, 2H), 3.63(s, 4H), 2.50(s, 4H);
(& 23%)

AR 134, (D-5-{7-[4{¢4-HEAH}A-1-Y)ulE}H D IFZ(3,2-c]9
d-2-A)d e Ao olEE D -2,4-T}o] &

u]
=

Al

Al 1319 & 1914 ARE-3 3-2 Lo YR E4HE dilste] 4-
B EAS, oA 2004 AHEE EEAS tiAlsted 1-viEv¥e v
A AAd 1317 $dF WHoE BA FFEE AzsiH

'H NMR (DMSO-ds, 300 MHz) & 8.98(s, 1H), 8.78(s, 1H), 8.03(d, 2H),
7.55(d, 2H), 7.47(s, 1H), 7.40(s, 1H), 3.69(s, 2H), 3.47(brs, 4H), 2.95(brs,
4H), 2.59(s, 3H); (78 23%)

olo H:l

AA o 135. (-4-[2-{(2,4-T}o] & aM o]0} &g d-5-L )} F = [3,2-c]
v d-7-d A=A

AAld 3elA Az (2-d8 4-[2-{24-Tho] &M olotEed-5-¢
) e FE(3,2-c]Hgdd-7-d Mz o] E (0.2 mmoDY] Eﬂza}é}olzi
F/oee (1/1, 2 m) &Hd 3N FASHEE &4 (1 mDE 7}k,
2o A Hop wtalgity. Y stellA /IR WE AAZL, Folde T2
22 gA35HT 3o IN G4t #8948 pH 3-47kA F7HgE & thol
ZHEo g FE3UY. FEASE £2FEE MFHT F, F5 FAbvlay)
2 Axsta OEM?SP F, A4S AdEEs AR nAGY TASF
A z3H ot (& 68%).

'H NMR (DMSO ds, 300 MHz) & 12.76(brs, 1H) 9.17(s, 1H), 8.93(s,
1H), 8.16(m, 4H), 7.92(s, 1H), 7.76(s, 1H)

Hu o o

Z
!
¢

N{U Ui\r NN Ohl

o
el
=

AA 136, (D-5-[{7-(4-clo] A2 Z 2 ZAHLD)FZ[3,2-c]ggd-2-d}vE
d1xtojolEe D -2,4-T}o] 2

A 10 7-{4-CE AN T P -2-(Fol o EA A ) F 2 [3,2-c]H 2 d 2

#zd) 104 AZS 2-(co] | B A ”)-7-oko] L EF 2 [3,2-c] % 2 ©
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(1.0 mmol)9] EFQA/NELL/E (5/1/2, v/v, 5 ml) &do) 4-(HNAADH DR -

24 (1.2 mmol), BXHIEE (2.2 mmol), 2 HEZI2(Egtolddzag)
Z5(0) (5.0 mol%)E 7tata Hop &F wwtsiltt #715E Eestd 7t
TE 5, @03 ZAE At A 23 Z=etEIdY (i-FAA8 otAlH)
o|E=4/1, v/V)E AABtY A@A Ao FATEE AxAT (&
83%).

oA 2: 4-{2-(FolAEAHE)FZ(3,2-c]HeD-7-Ld}H =9 FA

A 1A Az 7-{4-(NFA A D} -2- (o)A EA D) FZ[3,2-
clZdgdd (2.0 mmoD# 10 wt% ZEHE/AHE (10 mol%) e o8 olAlE 0] E(10
ml) §AE F4& J|F3A A A2A wEslt. d2lo]EE o] &3
Aq35la, NG A 5T F, IAE At A AE A2etEaNY (n-
Axb/o " olME| 0| E=2/1, v/V)E AAZI A nANe BASFES AZ
Aot (& 90%).

A 3: 2-(dolo| EAIHE)-7-(4-0}o] AZ ZZAHD)FZ[3,2-c]F g
o] A4

A 2014 AT 4-{2-(ToldEAHD)FE[3,2-clHIHD-7-L} 7
B (1.5 mmol)d tTlo]le|EXAHZExlol= (4.5 ml) &Hd 2-olo]le X2
(3.0 mmol) € BAFZE (3.3 mmoD)S 7}8t2 50 TolA 12 A3t
BS 9ol WS FA38l3, dE oMMEHCER FE3UT. FE
AFstn, F¢ Fviavigos Az 9 q3g & qgAg A9
ZAE A7t A FY 2ZetEdH T (n-FA/AE ol EH 0] E=6/1, v/VE
At AZdA GG ZASNFES AXSFAL (& 91%).

'H NMR (CDCls, 300 MHz) & 8.81(s, 1H), 8.64(s, 1H), 7.8 (d, 2H),
7.04(d, 2H), 6.94(s, 1H), 5.70(s, 1H), 4.68-4.60(m, 1H), 3.74-3.66(m, 2H),
1.39(d, 6H), 1.25(t, 6H)

—_

DA 41 T-(4-obol AT 2 EAH D) EZ([3,2-c] T U-2-7tE |0l =
o) &4

G 304 AZE 2-(Cholo] EA W E)-7-(4-olo] AL B Z A H D) F R
[3,2-c]9 29 (1.0 mmoD®] HEzso|=2He (5 ml) S46] 3N @A &
A (5 m)e 7}te], AL 2 A7 Sob Mragich WS BAFAUE
F 2892 75t 284 T, 2L selA f7180E AAS D, olE ol
HolEz 22390, 2302 A28z AHsn, 25 FAnpausoz 2
2511 oI T, ojale pAEEEUY. FAE Ay A BY I2oED
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AT (p-AA/ G olAEo|E=4/1, v/V)E AAG 2N QL4 EA S
FEL AZIIUT (& 88%).

'H NMR (CDCls, 300 MHz) 6 9.97(s, 1H), 9.03(s, 1H), 8.82(s, 1H),
7.84(d, 2H), 7.69(s, 1H), 7.07(d, 2H), 4.62-4.70(m, 1H), 1.40(d, 6H)

BA- 50 (D)-5-[{7-(4~0}olAZ 2 EZA D FE[3,2-c]H e d-2-d} ¥
gl JxtololEe -2 4-tho] 229 A

DA 49X ARG T-(4-olol AT ZEZANFHD)FE(3,2-c]YIH-2-7}
BedEol= (0.5 mmoDe Z4F (3 ml) £H MolotEgdtiol2 (0.6
mmol) Z B-<&td (0.5 mmol)S 7}k, 4 AlZE FF BF nwkEglg. A2
07 WZgk & AAME nAE s, A 22 A, dxRAIA A
ZA aAde] BASEES AZSUAT (& 77%).

'H NMR (DMSO-ds 300 MHz) § 12.69(brs, 1H), 8.99(s, 1H), 8.74(s,
1H), 7.87(m, 3H), 7.68(s, 1H), 7.13(d, 2H), 4.76(m, 1H), 1.32(d, 6H)

AA o 137. (DH-5-[{7-(3-0}o] AT 2 ZAHL)FE[3,2-c]HgYd-2-Y}vE
A IxpololEed~2,4-t}o| 2

aA 10 7-{3-(AFANH G} -2- (ol A FA A B)F 2 [3,2-c]o gD 9
&4

ZAzd 1A FA4e 2-(oldFAIHE)-7-0lo] L =F2[3,2-c]¥eld
(1.0 mmol)& EFA/AN&E/E (5/1/2, v/v, 5 ml) &R 3-(AAZAILE
24} (1.2 mmol), BAMIEE (2.2 mmol), € HEZI|A(EgolddE 23T
ZE(0) (5.0 mol%)& 7bstn ok #F{F wwkslith {715E Eesta &
% 5, o3 A2 AYs A 29 RvEIYY (n-FA/AE obAlE
o|E=4/1, v/V)E AASH Q7N U BASFES AxsUY (5E:
66%).

'H NMR (CDCls, 300 MHz) § 8.86(s, 1H), 8.66(s, 1H), 7.50-7.32(m,
8H), 7.08-7.04(m, 1H), 6.96(s, 1H), 5.70(s, 1H), 5.16(s, 2H), 3.75-3.65(m,
4H), 1.27(t, 6H)

DA 2: 3-{2-(FolA AN D) FR[3,2-c]HdL-7-d} =9 FA

DA 104 AZE 7-(3-(NALAD) s D} -2- (ol SA D F 2 [3,2-
c1989 (2.0 mmol)™ 10 wt% ZEHE/AZE (10 mol%)Y o8 olMH O] E(10
ml) fAL Z=x 7|25 o)A A7 Ao mutslddct Ao EE o] &35t
odsls, qBG AP FEG F, IAE AYst A Y A2etEady (a-
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/A" otMH o E=2/1, v/V)E AAlste] A 1A mAEEE Ax
SIAT (7&: 91%).

GA 30 2-(Go] EAIME)-T-(3-0lo] AZZ ZA A D)FZ(3,2-c]¥ g
a9 A4

oA 2914 AR 3-{2-(TGOJAEAIHED)FE[3,2-c]HJd-7-<}H
= (1.5 mmol) 9] tlojve HZAlo]= (4.5 ml) Ao 2-olojex TR (3.0
mmol) @ BAFHE (3.3 mmol)E 718l 50 CTolA 12 A|ZF 2reA R &
do] w3 F A3t og oM EHER FEEFT. FEAE £2TERE AF
3, B FAnlavlgo® Ax % ARg £ A4S A F3nh FAL
= A7t A 23 Z2elEadd (a-F4l/E otAH 0 E=6/1, v/V)E A A
stod AdMe] 2 U BASFES AXSIAT (58 94%).

'H NMR (CDCls, 300 MHz) & 8.85(s, 1H), 8.67(s, 1H), 7.42(s, 3H),
6.96(s, 2H), 5.70(s, 1H), 4.60~-4.68(m, 1H), 3.66-3.74(m, 2H), 1.40(d, 6H),

1.25(t, 6H)

fu,

SAl 4: 7-(3-otol AT 2 EAHE)FE[3,2-c]Hd-2-7tE L H)slo| =
o] 4

DA 394 AZRZ 2-(Told EA W E)-7-(3-0}o| AT ZEA|HD)F 2
[3,2-c]FEd (1.0 mmol)9] HIEz}slo]=2F & (5 ml) &q 3N g4t
& (5 mDE 7Hsted, A2olA 2 A|ZF 5 Witk v e gl AUE
F L2498 et A F, A% stolA /180 E AlAS L, oE oAl
HolEZ &3¢t 54 AFERE AHsly, T4 Fvtavgos A
Z 2 A9% F oAAL AdFEdFY. FAE A A Ay ZZ2eEIY
9 (n-3AHAE olAlH 0| E=4/1, v/v)Z AHAStA A7 QUde] FAST
Bg AU (& 92%).

'H NMR (CDCls, 300 MHz) & 9.97(s, 1H), 9.08¢s, 1H), 8.84(s, 1H),
7.70(s, 1H), 7.49-7.40(m, 3H), 7.03-6.99(m, 1H), 4.72-4.60(m, 1H), 1.41(d,
6H)

DA 50 (D-5-[{7-(3-0}o] AT B ZAHI)FZ[3,2-c]Hgd-2-4}9
23 )spololE e B-2,4-thol 2} HA

w494 AxF 7-(G-ololaZ2EAHD)FL(3,2-c]H Y -2-7}
Badao]l= (0.5 mmole =AF (3 ml) £ MojopZadrio]L (0.6
mmol,) @ p-<ehd (0.5 mmol)& 7}8t3, 4 A7+ B9 FF wuksldch A
2oz YZE T, ANY nAS dnstn, 24T 2z AHsn, AxAA
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A mAFe) EAGHEL AR (8 70%).

'H NMR (DMSO-d; 300 MHz) § 12.67(brs, 1H), 9.05(s, 1H), 8.80(s,
1H), 7.87(s, 1H), 7.69(s, 1H), 7.50(m, 3H), 7.09(d, 1H), 4.80(m, 1H), 1.32(d,
6H)

AAe] 138, (D-2-(3-[2-{2,4-Ho] &AM olo}ET DA -5-LE| )vE}F =
[3,2-c]¥Ed-7-d ]S DAz Y| EE

A 10 2-[3-{2-(FolAEA ) F2[3,2-c]H D -7-L} H =] 14l
ZUolE- 9 §HA4]

A 1379 BA 2004 AZE 3-{2-(Tol N EA ) F 2 [3,2-¢] 7
ga-7-d}rdE (2.0 mmol)94 HEZsol=2F & (10 mD) & l A% 8ol
c&ol= (5.0 mmol)E A2l 7t 3083 mEsIgiY o
Z=2 o ZWZUolEE (24 mmol)% 7Vsha, ALoA 1A
S Jlete] wre e EA5ta, g otAHER FE351Y
% &, B¢ avlodlgo 2 AR osigih
Aggt A 4 F2etEaHdd (n-FA/NE oFA
JA k] AN 0 dNY TASNTAES AxUTY (& 80%).

'H NMR (CDCls, 300 MHz) § 8.88(s, 1H), 8.66(s, 1H), 7.72(dd, 2H),
7.62-7.50(m, 3H), 7.14-7.19(m, 2H), 7.01(d, 1H), 6.96(s, 1H), 5.67(s, 1H),
3.64-3.73(m, 4H), 1.26(t, 6H)

o

>

A 20 2-{3-(2-EEFE[3.2-c]HHI-7-D)A A Iz} o] EF 9

GA 19lM A F3E 2-[3-{2-(T}o]9
#A2A Az UolEE (1.0 mmol)Y HE
Ab FEN (10 mDE 7Fetd, Ad=olA 2 A

EAHE)FR[3,2-c]H e D-7-¥}
}o lEi% (10 mD) &4l 3N ¢
7k Zo ].O]_oﬂq_ \3]—0 ouoﬂ E})\].

O L

E_J
_.4 Ol'_‘

F2UHEE F49E Aol FHN F BY A f718008 AR,
g olAEolER FEeGT. F2AL LFRE AR, FF FAekIY
o2 Az 9 ARF F, JAe FAFEHHNUG. WS Lt A B 2

ZulE T (n-FAE olAEo|E=2/1, v/V)E AAste] Az 2 Y]
TAFES AxsUT (5&: 81%).

'H NMR (CDCls, 300 MHz) & 9.67(s, 1H), 9.11(s, 1H), 9.84(s, 1H),
7.75-7.70(m, 3H), 7.63-7.57(m, 3H), 7.23-7.17(m, 2H), 7.09(d, 1H)

g7 3 (9-2-3-[2-{24-To] G amtolotZa|d-5-Ld ) B} F 2
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[3,2-cldgd-7-dJAZ A Izl EH ] T4

A 2014 ARFF 2-{3-2-ELFZ[3,2-c]HID-7-L) A A A=
HolEE (0.4 mmolD9 %4 (3 ml) &qo sojolEgdrte]2 (0.5 mmol) ¥
g-¢atd (0.4 mmoDE 7}3tx, 4 Al B¢ BF wwsgda. Aog 7zt
g 5 AdE nAE AFstn, 24 B2 AFstn, dxAA A 3
Are] EAZNFES AZsAT (8 75%).

'H NMR (DMSO-ds, 300 MHz) & 12.66(brs, 1H), 9.07(s, 1H), 8.86(s,
1H), 7.92(m, 2H), 7.86(s, 2H), 7.71(m, 3H), 7.30(m, 2H), 7.09(d, 1H)

AAd 139. (2-5-([7-{3-(Fd-4-LSADH }F=(3,2-c]HE D -2-4 ]+
gdl)stolotEed-2,4-Ho| 2

aA 10 2-(tolo EAHE)-7-{3-(H D -4-LFADH L} FZ[3,2-c]
e A '

AA o 1379 @A 2014 Az 3-{2-(Fo]d A E)F2[3,2-c]F
Zd-7-4}¥ = (2.0 mmoDe tolwd AZAlo]= (10 ml) &He 4-B2 X
«4‘3]5] (2.4 mmol), BF2FA4 (8.0 mmol), @ 22=3ZE (4.0 mmoD)S 7}3}

T 6 A7 B9 BF wnEgT. 5L Jtsle w28 EX35la, oY olAE
O]EE £39T FEAE AFER MY T, ¥ Aol es dx
st o 3}algith, AL AdFET F, HAE A A FE IZEREIY
(n-3A2k/o g ol Ho)|E=4/1, v/v)E AASI] A o U EAF
< AR HTE: 40%).

'H NMR (CDClz, 300 MHz) & 8.88(s, 1H), 8.68(s, 1H), 8.51(d, 2H),
7.75(d, 1H), 7.65(s, 1H), 7.59(dd, 1H), 7.18(dd, 1H), 6.96-6.94(m, 3H),
5.67(s, 1H), 3.72-3.63(m, 4H), 1.24(t, 6H)

ol

mo kL

9 2 7-{3-(FJFD-4-LSANHLIF 2 (3,2-c]H gD -2-7tH &t 3}
oj=9] 3TtA]

DA 1olA AET 2—(‘3}01011%/\]‘}“%)—7-{3—@4\’/]‘%1—4—%1%/‘])?1]%}
F2[3,2-c]98d (0.6 mmoD)e] HEZEI)=2F# (6 ml) FA 3N FAt
FLR (6 mDE 7Hate, ALoA 2 A B¢ wuksgith whg ol ghilra
UEEF 898 718t 322 F, 2 slollA 7180 E AAs 2, o€
O H O ER F£3T. FERL £2FER AL, FF viavlge=

Az 2 435 I ogAe AdsEsiach g st A 2y I=etEa
A1 (p-A/NE ot E0)E=2/1, v/V)E AASt] Q2N oA TAS
FES AXSAT (58 75%).
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'H NMR (CDCls, 300 MHz) & 9.97(s, 1H), 9.11(s, 1H), 8.84(s, 1H),
8.53(d, 2H), 7.78(d, 1H), 7.76(s, 1H), 7.63(dd, 2H), 7.26-7.22(m, 1H),
6.97(d, 2H) '

g4 31 (D-5-([7-{3-(F YD -4-I2 )AL} F2[3,2-c]g -2~
dlddd)RolotEed-2,4-tho| 29 A

Al 204 AZI} 7-{3-(HHAHD-4-LZADHAD}IFZ(3,2-c]H Y-
2-7tB & Hstol= (0.4 mmol)9 &4t (3 ml) &Hol MololZFFd o]l 2 (0.5
mmol) 2 B-¢zd (0.4 mmoD)E 718k, 4 A T FF wdtedg. 42
o2 JYzigk & A" TAHE Aetd, 24 BE MFEn, dxAA o
A 7A4Y BASFES ARSI (& 75%).

'H NMR (DMSO-ds, 300 MHz) 6 9.06(s, 1H), 8.87(s, 1H), 8.48(m, 2H),
7.92(d, 1H), 7.88(s, 1H), 7.82(s, 1H), 7.73(d, 1H), 7.67(s, 2H), 7.35(d, 1H),
7.02(m, 2H)

A 140. (9-5-([7-{3-(FA ] D-5-LZADH L} F2[3,2-c]8 gD -2-¢Y]
mdd)Mtolo}E e d-2,4-tho] 2

GA 1 2-(Tholdl EAMB)-7-{3~(F g v D-5-A A H D} FZ[3,2-
clgde &4
AN 1379 @A 20A AZR3Z 3-{2-(o]o| EAHR)FZ(3,2-c]¥
gd-7-d}E (2.0 mmoDe] tolu|d AHAZAloj= (10 ml) §Ho 5-B2 R
Hgu]d (4.0 mmol), 22 =388 (5 mol%), HD-2-7+544 (10 mol%),
2 Yelg TAHOE (30 mmol) & 7}3til 24 A7 F<F 80 TolAH mutsksd
‘3} & I8l vbg& $A|3ta, o8 ofAH O ER FE3UT. FEH
B2 AFg & T %V‘}U}:LH] 02 Azxstu AFsUT. R8s S
3 5 S AYgt A Y Z2etEaR (p-RA4HAE oAl o] E=4/1,
v/iV)Z AAste] a8 2dAdY FASTES AXINUYG (& 40%).

mlo

A
=
(@)

-~

J-[N'U

SA 2 7-{3-(F P H-5-L L ANHA D} FZ[3,2-c]H P D-2-7t B L)
stol=o) A
owA 1A AR 2:(ToldEA v Y)-7-{3-(F g u|D-5-9 LA
Jd}F2[3,2-c]1989 (0.6 mmol) HIEZsoj=2F & (6 m) £ 3N &
b 589 (6 mDE ek, AolA 2 A7 B9k mukakglth. whg o] R
FAUEFE TEAE Jste A0 &, 7 stlA /Fr1&HE AASA,

= X
A2 oA ER 22T 2ENS 435 AHsn, BF i1y

oy

_|=°:
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goz dx R AR F, A5 BAdEFHeli. AAE Hrt A 2 3
ZotEa Y (n-FA/oE opAElolE=2/1, viV)E HAlst] AZA 0 Ud
EAggES AxsPT (&€ 70%).

A 31 (D-5-([7-{3-(F Y D-5-L LA HA L} F 2 [3,2-c]9 -2
o 1o g A)stol o} Za) W -2,4-tho] & 9] FA |

DA 200 Az 7-{3-(FHFu|d-5-LZADIALIFRE[3,2-c]PT D~
2-7tB&d3lol= (0.4 mmoD2] %4t (3 ml) &0l #lojo}ZEgdrio] & (0.5
mmol) ¥ B-&etd (0.4 mmo)S 7}3+1, 4 AZF B¢ FF wwksiich AL
o2 Yze 3 ANE LAE AFde3, AT B2 MHSD, AxAA 9
g 3Ade] BASFES AU (& 68%).

'H NMR (DMSO-ds, 300 MHz) 6§ 12.67(brs, 1H), 9.07(s, 1H), 9.02(s,
1H), 8.86(s, 1H), 8.70(s, 2H), 7.85(m, 3H), 7.69(m, 2H), 7.23(d, 1H)

ANe 141 (D-N-G3-[2-{24-Thol S Aol ol E 2 U -5~ MWL} F=
[3,2-c]19 2 W-7- A1 D) A A Eo}stol =

gA 10 2-(bolaEA A E)-7-3- Yol EZHd)FR[3,2~c]H e d 9
43

Az 1A AxF 2-(Hold EAHE)-7-0}0] Q= FZ(3,2-c]F g d
(2.0 mmol)9] BFA/ANEL/E (5/1/2, v/v, 10 ml) €N 3-UolEZHEH
22} (2.4 mmol), AU EE (4.4 mmol), & HEZI|A(EgtolddTad)D
ZHE(0) (5.0 mol%)& 718t HoF BF wwkalth. 7158 2std ¢
TE T, 4oz JAE AEst A Y Z2utEDYT (n-AH/AE otAlE|
olE=4/1, v/V)Z AAsI Az o YA EAFTEL AZ3}AY (8
86%).

A 2: 3-{2-(FolA EAHR)FZ[3,2-c]H B Pd-7-L}old o] FA

A 1M Az7E 2-(He]d SAH=>)-7-(3-Ho| ERH)FZ[3,2-c]
A4 (1.6 mmoD® 10 wt% Z&E/AHE (10 mol%)e] wWeke (8.0 m) &Y
S T4 7)FEAA AT L ALAA wrkEgith Aeto]EE o] &5l o
gt & ogBg A T8 AR IAE Ay A HAY I ERvlEIHY
(ol Z2 2/ et2=40/1, v/V)E A A uAAe ZAINTES
Az (& 90%).

A 30 N-[3-{2-(Hold SA M E)FE[3,2-c]HD-7-L} 3 4l A
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A Folulol = o] A

97 2014 AZF 3-{2-(FoldEAI ) FE(3,2-c]H e W-7-Y}o}
d3 (2.0 mmoDe] HEE (10 ml) & Qo “ﬂxﬂ’é%%} ZFZgol= (2.2 mmol)
< 7beta, ALoA 1A B wwtsiiT gkgdo] E& 7bsle] ¥beg
A &, o E olAH o] ER F&3A T %9—‘,‘% IN @4 893 258E
2 AAFst, ¢ Amadges Az 9 AH4% F gAe AdezE9
o xS A7 A 2y 32ROy (n-84H/dE oM EH o] E=2/1, v/v)
2 AAZY A2 2dge] EASFES AXSIUT (& 83%).

'H NMR (CDCls, 300 MHz) & 8.97(s, 1H), 8.61(s, 1H), 8.08(s, 1H),
7.86(d, 2H), 7.67(d, 1H), 7.57-7.39(m, 6H), 6.98(s, 1H), 5.70(s, 1H), 3.71-
3.64(m, 4H), 1.27 (t, 6H) |

oA 40 N-{3-Q2-FLFE[3,2-cldgd-7-) 72l AMd Zo}njol =
o A4
@A 3oAM AxG N-[3-{2-(HoloEAHE)FE[3,2-c]FHD-7-

ArEid AL Zolrlol= (1.0 mmol)e] EHIEgsto]l =2 F (10 ml) £Ho

3N G4 £89 (10 m) Jbstel, AN 2 AT BU WIS W3
of RAFZVEEF FEAE Fetel FHAY F, Y HH 471802 A
Astm, old b ER FE3%ch 24 2B 445D, T5 3
vt EoR A2 4 odRd F, RS gdsEAgch 2AE Ledt 2
49 2zeolEads (AR obAHelE-2/, vz AAdte dgd
293 EARGES AZFHAG (81 83%).

gA 51 (D-N-3-2-((2,4-to]SaMololZA-5-ded)HE)F=
[3,2-c]H gD -7-D)s )N ANE Eolulo] = 9] FHA

SA 4elA] AzF N-(3 C-ELFZ[3,2-clggd-7-) =)
Zolvlol= (0.4 mmol)d ZAt (3 ml) &Hol] lololEgdrtolL (0.5 mmol)
2 B-2etd (0.4 mmoD& 718tx, 4 Al FoF &F ksl Ao E
7Zg & AAE nAE A5y, 24E B2 AFsta, ARAA 43 3
ANde ZASFES AxSUT (& 75%).

'H NMR (DMSO-ds, 300 MHz) 6§ 12.71(brs, 1H), 10.61(s, 1H), 9.05(s,
1H), 8.57(s, 1H), 7.84(m, 3H), 7.68(s, 1H), 7.62(m, 5H), 7.47(t, 1H), 7.24(d,
1H) '

AAA 142, (D-2-R0]&2-5-([7T-{4-(E&o| EF LA EADH L} FZ[3,2-
clglE)d-2-4lHd@HolotEed-4-2
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94 10 2-(FoldEAHAE)-7T-{4-(Ego| & .‘P_EUﬂE"])Jﬂ‘é =
[3,2-c]g&dY &4

o 1 oA Az 2-(Holo| EAHE)-7-0}0] S =F2[3,2-c]H
9 (1.0 mmol,)9] HEZSO|=Z2FH/E (4/1, v/v, 5 ml) &H0l] 4-Eg}o]&
20 2| EAIFHEEEXA (1.2 mmoD), BAFHEE (2.2 mmol), & HEZHI 2
(Egtoldld £23)Ze}F(0) (5.0 mol%)S 7hstal Fof &fF wukslt}. f7)
S Bl #dEE T dojn IAE AEs 4 AY I2vlEayy)
n-3A/o g oMol E=4/1, v/V)E AAstA JdZAN 2Ud TAITES
155‘}0%}( £ 84%).

'H NMR (CDCls, 300 MHz) & 8.89(s, 1H), 8.65(s, 1H), 7.91(d, 2H),
7.38(d, 2H), 6.98(s, 1H), 5.70(s, 1H), 3.66-3.74(m, 4H), 1.28(t, 6H)

/\ OlN‘

A 20 7T-{4-(EFEFLZHFANIALIFE[3,2-c]F L -2-7tE L
Hslol =9 4

A 1914 A7 2-(GolAEA M E)-7-{4-(Eo] S F 22 A FA]) |
d}F2[3,2-c]92d (0.5 mmoDe] HEEZS|EZ2FH (5 m) &4l 3N 4
b &8 (5 mDE 7Astet, ALolA 2 Az Eb anke e, wbe Aol At
TAUEE FEAL JHstd TR F, @d sl /718 EE AAS,
Ag obAElc|ER &gt FEAL 2382 AHstun, T4 vt
FOE A2 % A7 F, A4E AdsHegih. e degh A AW 2
ZutEaes (n-d2/eld obAlH ol E=4/1, v/V)E BAste] @A 22
gAGES AzsAT (58 90%).

'H NMR (CDCl3, 300 MHz) § 9.99(s, 1H), 9.12(brs, 1H), 8.85(brs, 1H),
7.93(d, 2H), 7.72(s, 1H), 7.42(d, 2H)

71
ol
ok

SA. 31 (D-2-WolF -5 ([7T-{4-(EFo] EF L2 EADIL I F=

[3,2-c]Hgd-2-d ] d)RololEd~4-L2
GA 20014 ARG 7T-{4-(Ego] EF L2 U EADH L FE[3,2-c]¥

-2-7tadddlo]= (0.1 mmoD)¥ %At (3 ml) €do] Zrid (0.11 mmol)
AF olAHOE (0.12 mmol)& 7}eta 5 Azt B}t &7 wwtsloich A
o7 Yz ¥ AHE 1AL AFsn, 2AH BEEZ AHS A, AXAA
Al BANY] BASFES AU (FE:87%).

'H NMR (DMSO-djs, 300 MHz) 6 9.07(s, 1H), 8.81(s, 1H), 8.10(d, 2H),
7.74(d, 2H), 7.58(d, 2H)

ot rio w2 rﬁ
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AN o] 143 WA 250

Aol 1429 TA 104 AT 4-Efo] 2R 2 EA DAL
oiAlste] 4-oprj=HdBEA FHUE oliE, 5-F2ER-2-4cleH REL,
3-222-4-2F027d HEMW 3-EFLE-4-HdHd BEN 4-2F=
-3-(Egto]lEF 2w E)rd BEA, AolopE-2-BEN, 4-(MEHol)ad
2, {(4-(EAZEY BN, 5-82 R -3-v2d BEMN JuF o=
B, 4-HSAFLEEN, 2-EF 2292 d-5-B &4, 3-#o] LR 24, 3-7)
HUYR e, 2-3&@% 5-REA 2-22 23 Y-5-BEA}, 4-0}o]&
ZREZAHGEEN, 3-olo|2T R ZAHIEEA, 3-F2E-4-HEAHYR
Bk 3-EF L2 -4-v ALY E R, L4-dzro]| $4l-6-E &4, 2,3-the]
HEAF D -5-REA JUE oAH, 3-EFLE4-o|2Z2EIAHLEE
Ah, 2-otm =g d-5-B 24 IUE o &E, 4-dSA-3-EFLRIHEEE
Ab, 3-EY-4-clo) AT 2 ZAH YR EA, 2-(tho]v|Bolr] ) nd-5-R&
Ab Jug ol 2H, 6-mEAT Y U-3-H 2L, 6~ AP -3-BEL, 4-4}
ojote-3-ZF L 2HMAE B, 4-vIFA-3-(Ete]EF e =)l e
5-olr| -6-HEAHHHE-3-REA, 2-oto]AX 2 Z AT e|d-5-HEA T}
F olzH, 5-Z22-6-w5A I YD-3-BEL, 2-Atolotmd g d-5-B 4
Iug ozE, 3-T2-4-HSAA BEY, 4-(2EAZ DA B, 4-
Aol 2zl dd REA, 2-(dgsel ) elr|d-5-RE4 JuE o &H,
2,4-Tho] v A 2| m| T -5-H B4}, 2-F22-3-vgd 9 d-5-EE4, 2-82
2-3-2F02HYd-5-B &N IUF o2H, 4-3o|=FAAIRER, 2-
(NN-tholm g otn]e)-3-EF L 298 d-5- Ei*P g daH 9atkd, 2-
AEA-3-(EgtolE R 2r8)ded-5-REN, 2,3-tto|sto]l=gillzF -
5-HE4} 2-222-3-vEAFYd-5-2 &4}, 2,5-Tho| EF L Z~4-H| EA] |
d BEA, 4-(FEAYE)EE B4 4-(V-rEAstEd)dd BREA Ay
2 ol 2H, 4-(tert-F-Rolv|)AEL Y BB JUE o2, 4-(ZEYx
AEDHE BEA AUE o2, 4-(FHgD-1-DAELHAY B2 Ay
E oz®, 2-EF2-3-AE9d-5-EE4, 3,5-Thold-4-HEA
p_i/«l 3,5-tholelE-4-clo] LT 2 ZAALHE, [6-(222-EFo]EF22

EANID-3-L R A, 3-(4-wSA A AN E R EAL, 3,4,5-E0]H
%1 AdREL,  2-w5A-4-(4,4,5,5-HEHHE-1,3,2-Tho]| AR 2 -2~
DHE, 2,6-tholMB-4-(4,4,55-HEZHE-1,3,2-tho] AR 2 &-2-U) 7
5, 2-v5A o d-5-R g4, 4-HE-7-(4,4,55-HE=AE-1,32-He] 5
AR ZH-2-U)-3,4-Tho| o] 2 -2/-1,4-HMZZALR, 4-0}o] AT R ZA]-3-
A G R 2L, 4-o)5A-3-H A d R EL, 4-(tert-FE AL LR B,

o
a
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3-0lve-2-22 29 YU-5-B 24 35-tolF22-4-v|EA A R»EA
3-HE-4-Ego] EF 2 EAHd HEA 4-AloJoledEAIFY B EAL
4-slo]= 22X E-3-vEud REA 3-ZEFQZ-4-(Eo]|EF QU EA])
AA BEA 4-vEA-3-Ego)|ZEF2r|dHd)REA, 6-(55-tho]ug-
1,3,2-to] S A gl d-2-d)-4H-1,3- 2o LA, 5-(5,5-T}o]wg-1,3,2-
ol AR g d-2-U)-2-d SA M Z U EY, 3-FE 2 -4-3}0| =& A -5-1 5
AR EA SUE d2FH, 4-dSA-3-(Eglo|EFo2de)mAn 841
2,2,-0o|E2F Q0 2-MZ[1,3]t}0] E£&-5-R 82}, 4-olAE2A v Rl ® 24
2-EATEr Y -5-BE4 26-FR R A-4-BEAL DUE o2, 4-A}
o|F2XE Y WA BEA 5-F2EZ-6-EAYYU-3-BEA 6-HEA]-5-
HEygd-3-B 24 3-Z2F22-2-vEAHU-5-B 8 5-FF2-6-0}
o|AZTZZIANIY-3-EEA 2-vSA S d-4-BEL 2-TEHF-4-8 24}
3-0lrlx-4-FF2HEREN FJUE diEH, 2-(EgolEF o2 ddE)g
H-4-B 24 2-dEA-6-FEF L2 D-4-B &L, 3-Alojolvdudn e
Ab, 3-(2,2,2-E&}o| 2R L2 EANAHYE BEA 3-vgdudad BEA 3-
FoZ-5-vduEd HEA 3-(EdEuT)nd EE 2-EF 289
—4-REZA 3-olu|-4-vE8Hd BELH 4-0l0|x-3-FTF 2 2Hd BE}
S5-HlA(Egto]| 2R 2o e)Id R4, dlxolutE-5-B 24 HuUZ o
B, 1H4-H25E-4-224 FUF o 2H, 4,4,55-vHEgdE-2-(F ol
Ad)-1,3,2-to] AR 2 & 4,45 5-HEZHE-2-(T29<1-1-9)-1,3,2-T}]
SAIHEZ, 1-ve g E-4-BE4 HUE od2H, 6-EE g d-3-4E
22} 2-olu g Pud-5-B 22t 1-{4-(4,4,5,5-H EetH € -1,3,2-T}0] FA}
REH-2-Y)wd)-IH-HE=E, 2 3-3lo]=2A9d BEAS 7}7} Al&3}
o AAld 1427 FUI Pz AAd 143 WX 2509 ZA FFES 7
Zt A z3%.

¢

LD o

AAld) 143, (9-5-[{7-(4-o o= D)F2[3,2-c]¥ D -2-U} g d]-2-%
olSaMololETd-4-2

'H NMR (DMSO-ds, 400MHz) & 8.90(s, 1H), 8.69(s, 1H), 7.95(d, 1H),
7.84(d, 1H), 7.70-7.74(m, 4H), 6.77(d, 2H); (& 21%)

Ao 144. (D-5-[{7-(5-F22H 0] L H-2-W)F = (3,2-c]F I D-2-¢}vE
A]-2-Ro] SaMolol e d-4-2

'H NMR (DMSO-ds, 400MHz) § 9.02(s, 1H), 8.92(s, 1H), 7.74-7.96(m,
3H), 7.39(s, 1H); (& 30%)
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AAd 145, (9-5-[{7T-B-E22-4-EF L E2HI)FE[3,2-c]Fgd-2-U}
gl ]-2-#o]SaMololEEd-4-L

'H NMR (DMSO-ds 400MHz) & 9.08(s, 1H), 8.85(s, 1H), 8.29-8.33(m,
1H), 7.98(s, 1H), 7.73(d, 2H), 7.65(dd, 1H); (F&: 33%)

AA 9 146. (9-5-[{7T-B-EF 2 -4-vdHD)FZ[3,2-c]FHd-2-4}vg
]-2-#lo] L2 ololZE| d-4-L

'H NMR (DMSO-ds 400MHz) 8 9.08(s, 1H), 8.86(s, 1H), 7.72-7.94(m,
4H), 7.52(brs, 1H), 2.37(s, 3H); (F&: 27%)

Aol 147, (D-5-([T-{4-EFL2-3-(EF|EF 22 D)H L} F2[3,2-c]
Fd-2-d]EA)-2-Ro]FaMololEYd-4-2

'H NMR (DMSO-djs, 400MHz) § 9.10(s, 1H), 8.84(s, 1H), 8.37(d, 1H),
8.29(s, 1H), 7.71-7.92(m, 3H); (& 34%)

AN 148, (D-5-[{7-(olo}E-2-DF 2 [3,2-c]9 P W-2-Y) v Q7] -2-
Aol & axpololE e W -4-&

'H NMR (DMSO-djs, 400MHz) § 9.27(s, 1H), 9.14(s, 1H), 8.21(s, 1H),
8.16(s, 1H), 7.83(s, 1H), 7.76(s, 1H); (& 30%)

A 149. (D-5-([7-{4-(dRo) Q)M E}FZ[3,2-c]o A D-2-Ld HEd#)-
2-Mol &L HololE | -4-&

'H NMR (DMSO-ds 400MHz) § 9.05(brs, 1H), 8.79(brs, 1H), 7.94(m,
2H), 7.74(m, 2H), 7.46(m, 2H), 2.58(s, 3H); (F&: 47%)

AAldl 150. (D-5-([7-{4-(EHED)AL}F2[3,2-c]¥d-2-L]Ldd)-
2-Aol S aMololE P -4-2

'H NMR (DMSO-ds, 400MHz) & 9.13(s, 1H), 8.90(s, 1H), 8.27(m, 2H),
8.14(m, 2H), 7.76(s, 1H), 7.72(s, 1H), 3.33(s, 3H); (&1 37%)

AN 151, (9-5-[{7-(5-B2EIYA-3-U)F2[3,2-c]¥d-2-¢}vE
A]-2-RojSAaHojolZEPD-4-2

'"H NMR (DMSO-d; 400MHz) & 9.18(s,1 H), 9.14(s,1 H), 8.96(s,1 H),
8.88(s, 1H), 8.74(s, 1H), 7.75(d, 2H); (& 48%)

AA 152. (D-5-[{7-U-HIEAH)FZ[3,2-c]9Ed-2-g}EA]-2-%
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o) &2 4olo}E T B -4-&
'H NMR (DMSO-ds 400MHz) § 9.02(s, 1H), 8.76(s, 1H), 7.93(m, 2H),
7.73(m, 2H), 7.15(m, 2H), 3.87(s, 3H); (+&: 50%)

AAle) 153. (D-5-{7-(6-FFL2HEF-3-Y)FE[3,2-c]¥gd-2-Y} &
A]-2-Mo] iR ojotFEd-4-2

'H NMR (DMSO-ds 400MHz) & 8.99(s, 1H), 8.72(s, 1H), 8.05(m, 2H),
7.73(s, 2H), 6.53(m, 1H); (& 57%)

Aol 154, (D-5-[{7-(Fol¥-3-D)F2[3,2-c]¥ D -2-L}v LA ]-2-
Aol & aMololE T -4-2

'H NMR (DMSO-dj5, 400MHz) & 9.01(s,1 H), 8.96(s, 1H), 8.31(s, 1H),
7.01(m, 1H), 7.88(m, 1H), 7.75(s, 2H); (& 92%)

AAd) 155, (D-5-[{7T-FYPH-3-D)FZ[3,2-c]HgID-2-4}vad & 1-2-%
o] & AMojolEaA-4-L

'H NMR (DMSO-ds 400MHz) 6§ 9.20(s, 1H), 9.12(s, 1H), 8.87(s, 1H),
8.75(m, 1H), 3.38(m, 1H), 7.78(s,1 H), 7.75(s, 1H), 7.63(m, 1H); (+&: 57%)

AAld 156. (A-5-[{7-(6-E=2EJD-3-D)FE([3,2-c]9d-2-d}vlE
A]-2-Ho} FaMpolo}EEd-4-2

'H NMR (DMSO-ds, 400MHz) 8 9.13(s,1 H), 9.02(s,1H), 8.88(s,1H),
8.34(m, 1H), 7.90(m, 1H), 7.77(s,1 H), 7.73(s, 1H); (<& 50%)

AAld 157, (D-5-[{7-(6-E229YD-3-DF2[3,2-c]FD-2-d}vE
A]-2-Mo| SaMolotEd-4-2

'H NMR (DMSO-dj5, 400MHz) & 9.13(s, 1H), 9.05(s,1 H), 8.88(s, 1H),
8.46(d, 1H), 7.78~7.75(m, 3H); (& 58%)

AN 158. (D-5-[{7-(4-oto]AZ 2 EANHD)FZ[3,2-clHD-2-4}d
A]-2-so] S astolol P -4-&

'H NMR (DMSO-dj5, 400MHz) § 9.01(s,1 H), 8.75(s,1H), 7.89(d, 2H),
7.72(m, 2H), 7.11(d, 2H), 4.75(m, 1H), 1.34(d, 6H); (5*&: 55%)

ANel 159, (2-5-[{7-(B-olol2Z2 ENHDFL[3,2-c] ) d-2-Ai D
A]-2-4o] S dol ok E e d-4-&
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'H NMR (DMSO-ds 400MHz) & 9.06(s, 1H), 8.80(s,1 H), 7.74(d, 2H),
7.53(s,1 H), 7.48(m, 2H), 7.10(m, 1H), 4.80(m, 1H), 1.34(d, 6H); (+&: 50%)

AN ¢ 160. (2-5-[{7-(3-F22-4-AFAHDF2[3,2-c]9FP-2-2}vd
A]-2-40] G20 oFZe] D -4-2

'H NMR (DMSO-ds 400MHz) 6§ 9.04(s,1H), 8.83(s, 1H), 8.19(s, 1H),
7.91(d, 1H), 7.73(m, 2H), 7.36(d, 1H), 3.97(s, 3H); (& 49%)

AAd 161. (9-5-[{7T-GB-EFL2-4-HEA ¥ DF2[3,2-c]H D -2-d}+
gd]-2-MolFaRololEEd-4-2

'H NMR (DMSO-ds, 400MHz) § 9.03(s, 1H), 8.80(s, 1H), 7.93(d, 1H),
7.77(d, 1H), 7.71(m, 2H), 7.38(m, 1H), 3.95(s, 3H); (F&: 47%)

AA 4 162. (2-5-[{7-(2,3-t}o)sloj =zl Z[1,4]}o] 2 A1-6-W)F2[3,2-c]
Hd-2-d}d g d]-2-M o] & i Holo}F|H-4-2

'H NMR (DMSO-ds 400MHz) § 9.01(s, 1H), 8.74(s, 1H), 7.71(m, 2H),
7.50(s, 1H), 7.46(d, 1H), 7.04(d, 1H), 4.34(s, 3H); (&: 40%)

A6 163. (2-5-[{7-(5,6-tto]H|EA| N D -3-Y)FZ[3,2-c]¥ g D-2-¥}
e A ]-2-#o] hMololF P -4-2

'H NMR (DMSO-dj; 400MHz) 6 9.07(s, 1H), 8.81(s, 1H), 8.26(s, 1H),
7.85(s, 1H), 7.74(d, 2H), 3.97(s. 3H); (& 58%)

AAd 164, (9-5-H{7-(3-FEFLE-4-0lo|A2ZX 2 EZAHL)FZ[3,2-c]¥gd
-2-diHdA]-2-RolGaR ool Ed-4-2

'H NMR (DMSO-ds 400MHz) 8 9.03(s, 1H), 8.80(s, 1H), 7.90(d, 1H),
7.73(m, 3H), 7.38(m, 1H), 4.78(m, 1H), 1.36(d, 6H); (&: 54%)

ANd 165, (D-5-[{7-(6-o =T gPd-3-)FZ[3,2-c]¥ed-2-d}Ad
A]-2-RolGaRojolZEd-4-2 .

'H NMR (DMSO-ds; 400MHz) 6 8.96(s, 1H), 8.74(s, 1H), 8.60(s, 1H),
8.05(d, 1H), 7.70(d, 2H), 6.69(d, 1H), 6.56(brs, 2H); (+&: 50%)

AN 166. (9-5-[{7-(4-o1 FA)-3-FF 2.2 W) F 2 [3,2-c]9 2l el-2-L}o]
ga]-2-sol S Aol obE el d-4-2
'H NMR (DMSO-dj 400MHz) 6 9.03(s, 1H), 8.80(s, 1H), 7.92(d, 1H),
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7.74(m, 3H), 7.35(m, 1H), 4.22(m, 2H), 1.42(t, 3H); (57&: 54%)

ANe] 167. (2-2-0bolA T ZEA|-5-[2-{(4-S A -2-0] &Aoo} ET T~
5-Qe W)} F2[3,2-c]9 LD -7-L M= g stol] =

'H NMR (DMSO-ds 400MHz) 6§ 10.48(s, 1H); 9.04(s, 1H), 8.77(s, 1H),
8.25(m, 1H), 8.17(m, 1H), 7.72(d, 2H), 7.47(d, 1H), 4.95(m, 1H), 1.42(d,
6H?; (7&: 48%)

AAo 168. (9-5-[{7-2-To|vEo}n| =0 r|d-5-A)FZ[3,2-c]H D~
2-dyvid A ]-2-Ko] SaMolot g d-4-Z

'H NMR (DMSO-dj 400MHz) & 9.01(s, 1H), 8.96(s, 2H), 8.79(s, 1H),
7.73(m, 2H), 3.24(s, 6H); (& 55%)

AAld 169. (2-5-[{7-(6-HIFAI ¥ D-3-Y)FZ[3,2-c]HZd-2-d}vE
A]-2-Ro]ZaRololEEd-4-L2

'H NMR (DMSO-ds 400MHz) 6 9.06(s, 1H), 8.80(m, 2H), 8.32(m, 1H),
7.74(d, 2H), 7.05(d, 1H), 3.97(s, 3H); (F&: 54%)

AAldl 170. (D-5-[{7-(6-NFA A D-3-DFZ[3,2-c]¥d-2-U}HE
A]-2-Mo] L rMololFEd-4-2

'H NMR (DMSO-ds 400MHz) & 9.05(d, 1H), 8.80(d, 2H), 8.28(d, 1H),
7.73(d, 2H), 7.01(d, 1H), 4.42(m, 2H), 1.39(t, 3H); (& 50%)

Al 171, (D-2-FFL2-4-[2-{(4-F2-2-Mo| SaHK oo} E e d-5-4 7]
LI FEI3,2-c]F g d-7-g x| EE

'H NMR (DMSO-ds; 400MHz) § 9.15(s, 1H), 8.93(s, 1H), 8.24~8.16(m,
2H), 8.05(m, 1H), 7.77(s, 1H), 7.73(s, 1H); (F&: 50%)

AN 6 172, (D-5-[{7-4-TNBA -3-Edo| EF 0.2 YA DF2 [3,2-¢]9 ¥
9-2-Qp g A ]-2-Ao] S il ok B-4-2

'"H NMR (DMSO-ds 400MHz)) & 9.06(s, 1H), 8.80(s, 1H), 8.23(s, 1H),
8.18(d, 1H), 7.76(d, 2H), 7.50(d, 1H), 4.01(s, 3H); (& 47%)

Ao 173. (D-5-[{7-(5-o}] .-6-H A B 2| D-3-Y)F 2 [3,2-c]H 2D~
2-dr g ]-2-Ko] SaMolot g d-4-2&
'H NMR (DMSO-d;s 400MHz) 6 9.02(s, 1H), 8.67(s, 1H), 7.96(s, 1H),
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7.73(d, 2H), 7.40(s, 1H), 5.19(m, 2H), 3.97(s, 3H); (& 47%)

AA o 174. (9-5-[{7-(6-o}olAX 2 ZAHEd-3-L)FZ[3,2- c]ﬁlalﬂ -2-
A} d e ]-2-Ro] &AM ololFE P -4-2

'H NMR (DMSO-d; 400MHz) & 9.06(s, 1H), 8.79(s, 1H), 8.77(s, 1H),
8.26(m, 1H), 7.73(m, 2H), 6.96(m, 1H), 5.36(m, 1H), 1.37(d, 6H); (&
50%) - -

é/\loﬂ 175. (9-5-[{7-(5-222-6-HFA 9 D-3-DF2[3,2-c]¥d-
2-d)vdA]-2-Ro] &AM ololEE|d-4-&
'H NMR (DMSO-ds; 400MHz) § 9.08(s, 1H), 8.89(s, 1H), 8.74(m, 1H),
8.60(s, 1H), 4.06(s, 3H); (&: 52%)

AAd 176. (2-5-[2-{(4-&&2-2-Ro] LR ololE e d-5-dE )L} F=2
[3,2-c]HED-7-d]HZFA Yo EY

IH NMR (DMSO-ds 400MHz) & 8.99(s, 1H), 8.71(s, 1H), 8.06(m, 2H),
7.72(m, 2H), 6.53(m, 1H)?; (£&: 51%)

AN 177, (D-5-{7-[4-H1EA-3-{(B)-(4-S&2-2-R o] i ol o}EEd -
5-4a )} d1FZ(3,2-c]1H P -2-4) A A} -2-M o] &Koo} =
-4-

'H NMR (DMSO-ds 400MHz) 6 9.05(s, 1H), 8.79(s, 1H), 8.31(s, 1H),
8.25(m, 1H), 7.73(s, 1H), 7.68(m, 1H), 7.47(m, 1H), 4.04(s, 3H); (&' 49%)

AXd 178, (D-5-[{7-U-AS2HELHD)FZE[3,2-c]Hd-2-L}IHEd ]-
2-Mlo) g aMololFed-4-2

'H NMR (DMSO-ds, 400MHz) & 9.15(s, 1H), 8.89(s, 1H), 8.26(m, 2H),
8.09(m, 2H), 7.76(d, 2H), 2.99(m,.2H), 1.17(t, 3H);. (F&: 50%)

Axe 179, (D-5-[{T-(4-Atol 22 A L)F 2 (3,2-c]9 D -2-d}¥E
d]-2-HolSaRolotEed-4-2
'H NMR (DMSO-ds 400MHz) & 904(s 1H), 8.79(s, 1H), 7.91(d, 2H),
7.73(d, 2H), 7.44(d, 2H), 2.66(m, 1H), 1.91~1.83(m, 4H), 1.72(m, 1H),
1.53~1.41(m, 4H), 1.31(m, 1H); (& 54%). . .

Ao 180. (2-5-([7-{2-(HEH o]l )] nd-5-U}FZ2[3,2-c]HD-2-
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Ad1ed-)-2-Ho] LAhHtol ot E T d-4-2
'H NMR (DMSO-dj 400MHz) & 9.26(s, 1H), 9.12(s, 1H), 8.92(s, 1H),
7.76(d, 2H), 2.63(s, 3H); (& 53%)

AAld] 181, (9-5-[{7-2,4-qo]HEAIH e u|D-5-L)FZ[3,2-c]HHH-2-
Ao g A ]-2-# o] iMoo} Z g P-4~

'H' NMR (DMSO-ds, 400MHz) § 9.09(s, 1H), 8.64(s, 2H), 7.70(d, 2H),
4.02(s, 3H), 3.98(s, 3H); (#&: 50%) |

AAd 182, (D-5-[{7-(6-F=22-5-vEyad-3-A)FZ[3,2-c]H 2 d-2~
A G A ]-2-Ho] S aMololEEd-4-L

'H NMR (DMSO-ds 400MHz) 6 9.12(s, 1H), 8.91(s, 1H), 8.85(s, 1H),
8.49(s, 1H), 7.75(d, 2H), 2.50(s, 3H); (& 52%)

AAe 183, (D-5-l{7-(6-EE2-5-EFL=9L-3-A)F2[3,2-c]9gd
-2-g}vild d]-2-Ro] SaMololEd-4-2

- 'H NMR (DMSO-djs, 400MHz) & 9.14(s, 1H), 8.95(s, 2H), 8.61(d, 11D,
7.76(d, 2H); (7&: 49%) |

AAldl 184, (2)-5-[{7-(4-3lo|=F AW D)FZ[3,2-cl¥ed-2-g}ddA]-
2-Ho]| & LMool Eed-4-<

'"H NMR (DMSO-djs 400MHz) 6 9.92(s, 1H), 8.99(s, 1H), 8.73(s, 1H),
7.83(m, 2H), 7.73(s, 2H), 6.98(d, 2H); (& 43%)

ARl 185. (A-5-[{7-(6-ttoldl ot =-5-EF 2 22 d-3-Y)FZ[3,2-
cl¥ga-2-d}vd A ]-2-M o] S iMool EE d-4-2

'H NMR (DMSO-d; 400MHz) & 9.02(s, 1H), 8.84(s, 1H), 862(5 1H),
8.12(d, 1H), 7.74(s, 2H), 3.16(s, 6H); (& 41%)

AAldl  186. (D-5-[{7-(6-WIFA|-5-Ego|EFL 2 d¥Zd-3-d)FE
[3,2-c]¥E|d-2-d}HEdd]-2-Ko] S M ololFE|d-4-&

'H NMR (DMSO-ds 400MHz) § 9.11(s, 1H), 9.01(s, 1H), 8.89(s, 1H),
8.69(s, 1H), 7.74(d, 2H), 4.11(s, 3H); (=& 50%)

AAe 187. (2-5-[{7-(2,3-t}o|glo| =2 M2 F&A-5-A)FZ[3,2-c]HEd-
2-div e ]-2-Ro] SaMololEd-4-&
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'H NMR (DMSO-ds 400MHz) 6 8.99(s, 1H), 8.75(s, 1H), 7.95(s, 1H),
7.72(m, 3H), 6.96(d, 1H), 4.67(m, 2H), 3.33(m, 2H); (& 57%)

AAle] 188. (9)-5-[{7-(6-22-5-HEAHIYI-3-Y)FZ[3,2-c]¥gd-
2-4rv g ]-2-Aol i ololFed-4-L

'H NMR (DMSO-ds 400MHz) § 9.14(s,. 1H),. 8.92(s, 1H), 8.57(s, 1H),
8.14(s, 1H), 7.75(d, 2H), 4.08(s, 3H); (& 53%)

ANl 189, (2-5-[{7-(2,5-To|EFL 2-4-NENHDFZ[32-c]) G-
2-ggA]-2-Mo| &iHololFed-4-&

'H NMR (DMSO-ds 400MHz) § 9.10(s, 1H), 8.67(s, 1H), 7.80(m, 1H),
7.75(s, 1H), 7.72(s, 1H), 7.42(m, 1H), 3.97(s, 3H); (&1 56%)

AN 190, (D-5-[{7-U-HEAALGADFZ[3,2-c]H IR -2-Q)el L] -
2-41o] & Aol o} BT U -4-& |

'H NMR (DMSO-ds 400MHz) & 9.06(s, 1H), 8.81(s, 1H), 7.98(m, 2H),
7.73(m, 2H), 7.54(m, 2H), 4.55(s. 2H), 3.37(s, 3H); (&' 52%)

AAd 191. (D-N-"18-4-[2-{(4-& A -2-#o] & aMtolo}Z g H-5-U &] dl)u
Y} ([3,2-cl9 e d-7-A 144 Eolrlol =

'H NMR (DMSO-ds 400MHz) & 9.13(s, 1H), 8.88(s, 1H), 8.21(m, 2H),
7.98(m, 2H), 7.76(d, 2H), 7.66(m, 1H), 2.50(s, 3H); (& 49%)

AA ¢ 192. (2 -N-(tert-5-8)-4-[2-{4-F2-2-Ro]SaMRololE d-5-Y
) E}IF2(3,2-c]9 Y d-7-4 1AL Zolwol =

'H NMR (DMSO-d5 400MHz) § 9.12(s, 1H), 8.86(s, 1H), 8.15(m, 2H),
8.03(m, 2H), 7.77(s, 1H), 7.74(s, 2H), 1.16(s, 9H); (F&' 40%)

A 193. (D-5-([7T-{4-(RZY A EQDAGIFE[3,2-c]¥gd-2-L ]+
#;)-2-po] LA Aol o}EE P -4-&

'H NMR (DMSO-ds; 400MHz) & 9.15(s, 1H), 8.88(s, 1H), 8.24(d, 2H),
7.93(m, 2H), 7.75(m, 2H), 3.67(m, 4H), 2.95(m, 4H); (& 40%)

ANG 194, (D-5-[7- (4~ D-1-BEDAD)-F 2 [3,2-c]F )92~
I A]-2-40] S asolo}E e U -4-2
'H NMR (DMSO-ds, 400MHz) & 9.14(s, 1H) 8.86(s, 1H), 8.20(m, 2H),
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7.92(m, 2H), 7.75(d, 2H), 2.97(m, 4H), 1.59(m, 4H), 1.38(brs, 2H); (&
46%)

AAd 195, (2)-5-[7-(6-EF 2 2-5-mEdygd-3-9)-F2[3,2-c]Hd-
2-dvid @ ]-2-Ro| LA -Rojo}EE d-4-L2

'H NMR (DMSO-ds 400MHz) & 9.10(m, 1H), 8.88(m, 1H), 8.65(m,
1H), 8.53(m, 1H), 7.73(m, 2H), 2.42(s, 3H); (& 54%)

Ao 196. (A-5-[7-(4-HFA]-3,5-tto|Hd o d)FZ[3,2-c]HZd-2-d ]
gl ]-2-Ao| EaMololE d-4-2

'H NMR (DMSO-ds 400MHz) § 9.04(s, 1H), 8.80(s, 1H), 7.94(s, 1H),
7.79(s, 1H), 7.72(m, 2H), 6.81(s, 1H), 3.75(s, 3H), 2.39(s, 6H); (F&: 53%)

AAd 197, (D-5-[{7-(4-0}o]A X 2 EA]-3 5-T}o]|H | D)FZ[3,2-c]H ]
d-2-diddd]-2-Mo| &AM ool ZEd-4-2

'H NMR (DMSO-ds 400MHz) & 9.03(m, 1H), 8.78(m, 1H),
7.93~7.78(m, 1H), 7.70(m, 3H), 4.26(m, 1H), 2.37(s, 6H), 1.30(m, 6H); (+
& 50%)

AAld 198. (-2-A0] &4 -5-([7T-{6-(2,2,2-EF o] EF 22 EA) gD~
3-4}F2[3,2-c]Hd-2-4dvd )R olo}Fed-4-

'H NMR (DMSO-ds, 400MHz) § 9.10(m, 1H), 8.83(t, 2H), 8.42(m, 1H),
7.95~7.83(m, 1H), 7.75(d, 1H), 7.24(m, 1H), 5.12(m, 2H); (& 54%)

AAd 199. (D-5-{(7-[3~{4-HISAAA)SAI}H L IF2[3,2-c]H D2~
D A}-2-Ko] A Moo} ZEd-4-2

'H NMR (DMSO-ds 400MHz) & 9.09(m, 1H), 8.80(m, 1H),
7.96~7.83(m, 1H), 7.76(d, 1H), 7.62(d, 1H), 7.52(m, 2H), 7.45(m, 2H),
7.17(m, 1H), 6.95(m, 2H), 5.16(s, 2H), 3.76(s, 3H); (& 51%)

AN 200 (D-2-Kp0]&2-5-[{7-(3,4,5-Eto] 9| ZA M DFZ[3,2-c]51
W-2-Qre g ool W -4-2

'H NMR (DMSO-ds 400MHz) 6 9.11(s, 1H), 8.84(s, 1H), 7.75(d, 2H),
7.21(s, 2H), 3.94(s, 6H), 3.77(s, 3H); (& 49%)

AA ¢ 201. (D-5-[{7-(4-8F| =EA]-3-¥EA ¥ D)F2[3,2-c]¥ 2 D-2-4}
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e d]-2-% o] G hMolotZEd-4-2
'H NMR (DMSO-d;, 400MHz) § 9.46(s, 1H), 8.99(s, 1H), 8.74(s, 1H),
7.73(d, 2H), 7.50(s, 1H), 7.38(d, 1H), 7.00(d, 1H), 3.94(s, 3H); (& 44%)

A 202, (2-5-[{7-(4-8to| =5 A -3,5-Tol sl D F 2 (3,2-c] A -
2-d}dA]-2-Ro] S aMololEYd-4-2

'H NMR (DMSO-ds, 400MHz) § 8.96(s, 1H), 8.75(s, 1H), 8.67(s, 1H),
7.71(s, 2H), 7.62(s, 2H), 2.32(s, 6H); (58 42%)

AA o 203. (D-5-[{7-C-vEAHnd-5-L)FZ[3,2-c]¥d-2-¥}v<
A]-2-# o] SantolotEEPd-4-2

'H NMR (DMSO-ds 400MHz) 6 9.25(s, 2H), 9.11(s, 1H), 8.89(s, 1H),
7.76(d, 2H), 4.04(s, 3H); (F&: 40%)

AAd 204. (29)-5-[{7-(4-"1€-3,4-t}o]3to| =2 -2 -l & [b][1,4] AR -7~
AMFZ[3,2-c]H -2~} A ]-2-K o] F M ololZE H-4-L

'H NMR (DMSO-ds 400MHz) & 8.94(s, 1H), 8.72(s, 1H), 7.71(s, 2H),
7.43(d, 1H), 7.39(s, 1H), 6.84(d, 1H), 4.30(brs, 2H), 3.40(brs, 2H), 2.94(s,
3H); (& 54%)

AN 6 205, (9-5-[{7-(4-oto| AT 2EA|-3-9| Y3 D)F 2 [3,2-c] o & W-2-
A} Gl ]-2-H0] &R0l o} T T -4-&

'H NMR (DMSO-ds 400MHz) § 9.00(s, 1H), 8.77(s, 1H), 7.89(s, 1H),
7.72(m, 3H), 7.15(d, 1H), 4.71(m, 1H), 2.31(s, 3H), 1.35(d, 6H); (+&: 49%)

AN 206. (2-5-[{7-(4-NZA-3-ALADF 23,219 -2~}
A1-2-40] Gaspol ol & e d-4-&

'"H NMR (DMSO-dj 400MHz) § 9.00(s, 1H), 8.77(s, 1H), 7.90(s, 1H),
7.72(s, 2H), 7.12(d, 1H), 4.14(m, 2H), 2.33(s, 3H), 1.41(t, 3H); (+&: 48%)

AAe] 207, (2-5-([7T-{4-(tert-F-FA W Q)M }FE[3,2-c]o 2 d-2-L ]|
) -2-Mo]| S|t d-4-2

'H NMR (DMSO-ds, 400MHz) 6 9.06(s, 1H), 8.80(s, 1H), 7.95(d, 2H),
7.74(d, 2H), 7.53(d, 2H), 4.55(s, 2H), 1.20(s, 9H); (7& 52%)

AN o 208. (9-5-[{7-(5-°}x-6-E2 23 YI-3-Y)FE[3,2-c]¥D-
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2-A v d # ]-2-#o] LA RololF | U -4-2
'H NMR (DMSO-ds 400MHz) 6 9.11(s, 1H), 8.75(s, 1H), 8.18(s, 1H),
7.76(d, 2H), 7.63(s, 1H), 5.85(brs, 2H); (&: 51%)

ARl 209. (2-5-[{7-(3,5-TFo| 222 ~4-P| B DF 2 [3,2-c] 7 el e-2-
QeI QA1 -2-3to] S 2ol o BT W -4-&

'H NMR (DMSO-ds 400MHz) 6 9.09(s, 1H), 8.92(s, 1H), 8.21(s, 2H),
7.74(d, 2H), 3.94(s, 3H); (7&: 50%)

AAd 210. (D-5-([7T-{3-HEd-4-(EZo|ZFL2WEADH I} FZ[3,2-c]H
gd-2-d]vdA)-2-Mo] LA Molo}EE -4

'H NMR (DMSO-ds 400MHz) 6 9.09(s, 1H), 8.84(s, 1H), 8.12(s, 1H),
7.88(m, 1H), 7.74(m, 2H), 7.53(m, 1H), 2.47(s, 3H); (+&: 47%)

AA ) 211, (D-2-(4-[2-{(4-&2-2-Ho] Sa ol o}EE D -5-d & )W}
2[3,2-c]9gdd-7-d JASADeHEL | EF .

'H NMR (DMSO-ds, 400MHz) & 9.03(s, 1H), 8.78(s, 1H), 7.01(d, 2H),
7.70(d, 2H), 7.29(d, 2H), 5.31(s, 2H); (& 49%)

Al 212, (2-5-([7-(4-(5Ho| ZEA A )3 L ) F 2 [3.2-c |7} 2] €
2-A 1 A)-2-Ko] &AM ol ol Z e d-4-2

'H NMR (DMSO-dj; 400MHz) & 9.06(s, 1H), 8.34(s, 1H), 7.96(s, 1H),
7.76(m, 3H), 7.52(m, 1H), 5.21(s, 2H), 2.12(s, 3H); (5-&: 21%)

AAd 213. (D-5-([T-{3-EFL2-4- (B EF L 2HFADHL}IFR[3,2-
cl¥d-2-4]uBA)-2-H o] FaMololETd-4-2

'H NMR (DMSO-ds 400MHz) § 9.12(s, 1H), 8.87(s, 1H), 8.20(m, 1H),
7.94~7.89(m, 2H), 7.82~7.76(m, 2H); (& 50%)

AN 214. (D-5-([7-{4-FFA-3-(Eeo| EF 22 &) d}F2[3,2-c]¥

© 29-2-A] g A)-2-Hol S Mol o} & B-4-2

'H NMR (DMSO-dj 400MHz) 6§ 9.06(s, 1H), 8.80(s, 1H), 8.23~8.17(m,
2H), 7.87~7.72(m, 2H), 7.51(m, 1H), 4.00(m, 3H); (& 47%)

AA & 215, (D-5-[{7-4H-A=x[d][1,3]1c}0] 22 -6-A)FZ[3,2-c]H & D~
2-A}vgd A ]-2-Ro] &AM ololEE|d-4-L
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'H NMR (DMSO-ds 400MHz) & 9.03(s, 1H), 8.77(m, 1H),
7.85~7.74(m, 4H), 7.07(m, 1H), 5.36(m, 2H), 5.07~5.00(m, 2H); (F&: 43%)

Ao 216, (2)-2-HEA-5-[2-{(4-FA&-2-H o] LMoo} Z2 A -5-Y g )
e} F2[3,2-c]9Id-7-gd I = o EY

'H NMR (DMSO-ds 400MHz).6.9.05(s, 1H), 8.81(s, 1H), 8.35(s, 1H),
8.25(m, 1H), 7.73(d, 2H), 7.46(d, 1H), 4.04(s, 3H); (£&: 45%)

AAd 217. (D-5-[{7T-(3-B2Z-4-3l0o| =2 A]-5-H EAHQ)FZ[3,2-c] 9]
g d-2-d}d A ]-2-Ro]| i Mol ot P -4-2

'H NMR (DMSO-ds, 400MHz) 6 9.88(s, 1H), 9.04(s, 1H), 8.85(s, 1H),
7.75(d, 2H), 7.70(s, 1H), 7.51(s, 1H), 3.99(s, 3H); (& 40%)

AAd 218. (D-5-[{7-(4-AFA-3-(Ego| EF 2D DFE[3,2-c]
d-2-dirEA]-2-Ro)| SaMo| o} & d-4-2

'H NMR (DMSO-dj5, 400MHz) & 9.06(s, 1H), 8.85(d, 1H), 8.21~8.14(m,
2H), 7.87(s, 1H), 7.74(d, 1H), 7.49(t, 1H), 4.29(m, 2H), 1.40(t, 3H); (F&:
40%)

Ard 219, (D-5-[{7-2,2-to|EF =2 =[d][1,3]Ho]| &&E-5-W)F=
[3,2-c]¥ D -2-A} v d A ]-2-K o] S Aol D -4-2

'H NMR (DMSO-djs 400MHz) & 9.09(s, 1H), 8.82(d, 1H), 8.00(d, 1H),
7.88(s, 1H), 7.81(t, 1H), 7.74(d, 1H), 7.65(m, 1H); (& 47%)

AAre) 220. (9)-4-[2-{(4-F&2-2-Ro]ShMololZed-5-d M) E}FE
[3,2-c]HED-7-L 1A olAE o] E

'H NMR (DMSO-ds 400MHz) 6 13.15(brs, 1H), 9.08(s, 1H), 8.82(s,
1H), 8.00(d, 2H), 7.75(d, 2H), 7.60(d, 2H), 5.22(s, 2H), 2.12(s, 3H); (+&:
40%)

AA ¢ 221, (D-5-[{7-Q2-AFAH v D-5-)FZ[3,2-c]¥d-2-Y}Hd
d]-2-AolGaRololEe|d-4-2

'H NMR (DMSO-dj 400MHz) § 9.21(s, 2H), 9.10(s, 1H), 8.889(s, 1H),
7.76(d, 2H), 4.50(m, 2H), 1.45(t, 3H); (F&: 43%)

AAd 222. (9)-5-1{7-(2,6-o1 22D -4-D)FZ[3,2-c]FHD-2-Y}
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e A ]-2-Ro)ZaRololEBd-4-2
'H NMR (DMSO-ds 400MHz) 6 9.19(s, 1H), 9.07(s, 1H), 8.28(s, 2H),
7.78(s, 1H), 7.75(s, 1H); (F&: 40%)

AN Q) 223, (H-5-[{7- (4—A}°133n§€vﬂ‘é)vi[32 clggid-2-g}dd
W ]-2-o| LA A ololFe -4 -

!H NMR (DMSO-ds 400MHz) & 13.90(brs, 1H), 9.03(s, 1H), 8.76(s,
1H), 7.86(d, 2H), 7.73(d, 2H), 7.29(d, 2H), 2.06(m, 1H), 1.05(m, 2H), 0.78(m,
2H); (7&: 50%)

AN 224, (9)-5-[{7-6-222-6-AFAAYD-3-D)FZ[3,2-c]v 4~
2-4 g ]-2-Ro] SiRtojolFE d-4-L

'H NMR (DMSO-ds, 400MHz) & 9.07(s, 1H), 8.88(s, 1H), 8.72(m, 1H),
8.57(m, 1H), 7.73(d, 2H), 4.52(m, 2H), 1.42(t, 3H); (& 49%)

A 225. (D-5-[{7-(6-vEA-5-vldHgd-3-A)F=[3,2-c]H e Hd-2-
A} A ]-2-Ro] &AM oo} Zy]H-4-&

'H NMR (DMSO-ds 400MHz) 6 9.05(s, 1H), 8.83(s, 1H), 8.59(s, 1H),
8.24(s, 1H), 7.73(d, 2H), 3.99(s, 3H), 2.32(s, 3H); (5F&: 47%)

AA Y 226. (-5-[{7-G-EF22-6-HEAHEH-3-L)FZ[3,2-c]¥ A
-2-divld A ]-2-Ho] &AM olotF P -4-L

'H NMR (DMSO-ds 400MHz) 6 9.09(s, 1H), 8.86(s, 1H), 8.63(s, 1H),
8.38(d, 1H), 7.75(d, 2H), 4.06(s, 3H); (<+&: 47%)

AAld 227. (9)-5-[{T-(5-EZR2-6-olo] 2T 2 ZA|HEI-3-L)F=2[3,2-c]
¥ d-2-d}re g ]-2-Mo] A olo} | H-4-2

'H NMR (DMSO-ds 400MHz) 6 9.07(s, 1H), 8.88(s, 1H), 8.72(s, 1H),
8.56(m, 1H), 7.74(d, 2H), 5.42(m, 1H), 1.41(d, 6H); (F&: 44%)

Ao 228, (2-5-[{7-C-"IEAFYD-4-DFZ[3,2-c]HD-2-d}E
A ]-2-#o] &AHolotZE D -4-2

'H NMR (DMSO-ds 400MHz) & 9.14(s, 1H), 8.92(s, 1H), 8.38(m, 1H),
7.75(d, 2H), 7.58(m, 1H), 7.50(m, 1H), 3.96(s, 3H); (F&: 40%)

A 229, (D-5-[{7-(2-"E32D-4-D)FZ[3,2-c]HHd-2-4}vE
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A]-2-4o] & Aol ol E el U-4-2
'"H NMR (DMSO-ds 400MHz) § 9.15(s, 1H), 8.94(s, 1H), 8.66(m, 1H),
8.00(s, 1H), 7.79(m, 1H), 7.75(d, 2H), 2.66(s, 3H); (& 44%)

QAo 230. (2-5-[{7-3-0}] -4-FF 2 2HDFZ[3,2-c]5) 2 D-2- L} )
Ydll]-2-sol Sastol ol el d-4-&

'H NMR (DMSO-ds, 400MHz) & 9.03(s, 1H), 8.65(s, 1H), 7.73(d, 2H),
7.29(m, 1H), 7.20(m, 1H), 7.10(m, 1H), 5.37(brs, 2H); (F&: 47%)

AN 231, (D-2-Hol&a-5-([7-{2-(EI EFL 2 D)W -4- L} F 2
[3,2-c1 e E-2-A ]G Aolo}E el d-4-2 |

'"H NMR (DMSO-ds 400MHz) § 9.20(s, 1H), 9.02(s, 1H), 9.00(m, 1H),
8.54(s, 1H), 8.31(m, 1H), 7.80(s, 1H), 7.75(s, 1H); (+&: 47%)

AN 232. (D-5-[{7-(2- BN -6-EF 229 D-4-AF2[3,2-c]¥
-2- g} A]-2-Ro] S iMool E D -4-2 |

'H NMR (DMSO-ds, 400MHz) § 9.16(s, 1H), 8.98(s, 1H), 7.75(d, 2H),
7.45(s, 1H), 7.36(s, 1H), 4.37(m, 2H), 1.41(t, 3H); (&1 50%)

AN 233, (9-2-3-[2-{(4-3 A2 -2-Mo| XA olo}E@d-5-L 2 d) &}
Z[3,2-c]¥d-~-7-g 1)l EL | EF

'H NMR (DMSO-ds 400MHz) § 9.09(s, 1H), 8.82(s, 1H), 7.98~7.94(m,
2H), 7.75(d, 2H), 7.65(t, 1H), 7.56(m, 1H), 4.19(s, 2H); (&: 58%)

AX 6] 234, (D-2-$10] & 2-5-([7-{3-(2,2,2-Eeto| ESQ 2o BA) I} F 2
[3,2-c]9 2 0-2- A [ D Aol o} E ] F-4-2

'H NMR (DMSO-dj 400MHz) & 9.06(s, 1H), 8.82(s, 1H), 7.70~7.64(m,
4H), 7.56(t, 1H), 7.24(d, 1H), 4.90(m, 2H); (+&: 40%)

AN 235. (9-5-([7-{3-(FIBA A DAL} FZ[3,2-c]H g d-2-L4]HEd)-
2-3o| S aRololEFed-4-2

'H NMR (DMSO-d; 400MHz) 6§ 9.11(s, 1H), 8.86(s, 1H), 8.23(s, 1H),
8.12(d, 1H), 7.88(m, 1H), 7.83(m, 1H), 7.78(s, 1H), 7.74(s, 1H), 2.89(s, 3H);
(F&: 50%)

A e 236. (9-5-[{7T-(3-EFLZ2-5-WEdHD)FE(3,2-cl¥gd-2-d}Ivd
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A ]-2-#o] & AaHolotEE D -4-2 ‘
'H NMR (DMSO-ds 400MHz) § 9.07(s, 1H), 8.86(s, 1H), 7.78(s, 1H),
7.72~7.69(m, 2H), 7.63(m, 1H), 7.22(d, 1H); (F&: 49%)
AN 237. (2-N-3-[2-{(4-&4&-2-M o] &M ololZE D -5-dF e e}
FEZ[3,2-c]9gd-7-d 1o Q) & Eolnjo] =
'H NMR (DMSO-ds 400MHz) § 10.00(s, 1H), 9.09(s, 1H), 8.72(s, 1H),
7.77~7.67(m, 4H), 7.56(m, 1H), 7.42(m, 1H), 3.11(s, 3H); (& 51%)

AN 238. (H-5-[{7-C-E& 227 d-4-W)F2[3,2-c]HEd-2-L}H &
A]-2-M o] AMololEEd-4-2

IH NMR (DMSO-dg 400MHz) 6 9.19(s, 1H), 8.99(s, 1H), 8.48(m, 1H),
8.00(m, 1H), 7.87(s, 1H), 7.77(m, 2H); (5~&: 51%) :

ANl 239. (D-5-[{7-(3-otu] =-4-HEH)F2[3,2-c]HFD-2-L}¥E
A]-2-AolGaMpolotE D -4-2

'H NMR (DMSO-ds, 400MHz) & 8.99(s, 1H), 8.66(s, 1H), 7.70(d, 2H),
7.17(s, 1H), 7.12(s, 2H), 2.17(s, 3H); (& 58%)

AN o] 240. (D-5-[{7-(4-0}v] :=-3-FF 2 2 D F 2 [3,2-c]¥) 2} 2-2-2) )
g]-2-so] S asfol o} E T W-4-&

'H NMR (DMSO-ds 400MHz) 6 8.94(s, 1H), 8.75(s, 1H), 7.76(d, 1H),
7.68(m, 2H), 7.60(d, 1H), 6.97(t, 1H), 5.63(brs, 2H); (+&:45%)

AX e 241, (D-5-([7-{3,5-H|=(Ego|EF 2 2dE)dd}FE(3,2-c]¥Hd
-2-4 ]9 d)-2-R o] FhMolotFed-4-2

'H NMR (DMSO-dj 400MHz) 6§ 9.15(s, 1H), 8.97(s, 1H), 8.64(s, 2H),
8.27(s, 1H), 7.79(s, 1H), 7.72(s, 1H); (+&: 40%)

ARd 242, (D-5-H{T-(LH-=[d]o] v E-5-W)FE[3,2-c]9 & D-2-4}
WA ]-2-Ro] iMoo} & d-4-2

'H NMR (DMSO-ds 400MHz) § 9.01(s, 1H), 8.78(s, 1H), 8.56(s, 1H),
8.13(s, 1H), 7.80(dd, 1H), 7.69(d, 1H); (F&: 46%)

Ax e 243. (D-5-[{7T-(1H-FFE-4-Q)F2[3,2-c]ggD-2-g}HEd]-
2-#o) Aol o} B-4-&
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'H NMR (DMSO-ds; 400MHz) 6 13.39(brs, 1H), 8.86(d, 2H), 8.39(brs,
2H), 7.69(d, 2H); (& 49%) -

AAd 244, (D-5-[{7-GFNDAEQNL)FZ([3,2-c]gED-2-d}vdA]-2-#
o] & A MololEE d-4-2 |

'H NMR (DMSO-ds; 400MHz) 6 9.07(s, 1H), 8.73(s, 1H), 7.72(m, 4H),
7.53(m, 3H); (& 50%)

AAXe) 245, (9-5-[{7-(Z292-1-DFE[3,2-c]ozd-2-L}EdA]-2-
Mo & islojolEe|d-4-2

'H NMR (DMSO-djs 400MHz) 6§ 9.01(s, 1H), 8.59(s, 1H), 7.69(m, 2H),
2.25(s, 3H); (& 40%)
AA G 246. (D-5-[{7-(1-FE -1 - E-4-DFE[3,2-c]F g d-2-U}1
gdl]-2-#ol iMoo} EE|d-4-2

'H NMR (DMSO-dj 400MHz) 6 8.91(s, 1H), 8.86(s, 1H), 8.50(s, 1H),
8.26(s, 1H), 7.73(d, 2H); (5&: 50%)

A e 247. (D-5-[{7-6-EE = d-3-B)F2[3,2-c]Hd-2-4}vE
A]-2-Mo] S arRololEFd-4-L

'H NMR (DMSO-d; 400MHz) 6 9.00(s, 1H), 8.78(s, 2H), 8.16(d, 1H),
7.71(d, 2H), 7.03(d, 1H), 3.76(brs, 4H), 3.60(brs, 4H); (F&: 45%)

AA o 248. (-5-[{7-(2-otv|x=H 2 r]A-5-A)F 2 [3,2-c]H = d-2-d}HE
A]-2-Ho] L aRololEF P-4~

'H NMR (DMSO-ds 400MHz) 6§ 9.01(s, 1H), 8.90(s, 2H), 8.81(s, 1H),
7.74(d, 2H), 7.11(s, 2H); (57&: 51%)

Al 249. (9-5-([7-{4-(LH-H ESHE-1- %’)Sﬂ]’é}vi[SZ cl¥ga-2-¢1]
o) g A)-2-#o] & A Mol o} E T W -4-&

'H NMR (DMSO-dg 400MHz) § 10.26(s, 1H), 9.13(s, 1H), 8.91(s, 1H),
8.28(d, 2H), 8.18(d, 2H), 7.78(d, 2H); (5&: 54%)

AN 250. (D-5-[(7-(3-3Ho=SAHDFL[3,2-cI I e-2-Qph g d]-
2-#o] S Aol ol E e U-4-&
IH NMR (DMSO-dj, 400 MHz) 6 9.73(s, 1H), 9.05(s, 1H), 8.73(s, 1H),
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7.73(d, 1H), 7.45-7.30(m, 3H), 6.95(s, 1H)

AAld 251, (9-<E 3-[2-{(2,4-To]SaMololEe d-5-ded)Hd}F =
[3,2-c]¥ 2 d-7-d ]z o] E

A 10 ol" 3-{2-(FoldEAME)FE[3,2-c]HD-7-L ¥l F ] o)
E9 24

Zzd 2004 AxRF 2-(HoldSAIHE)-7-(4,4,5,5-E1 Egtnd-1,3-
o] At 22-2-U)F2[3,2-c]H D (1.0 mmoD9 H Egtsto|=2H /&
(4/1, v/v, 5 ml) ol ofg-3-0}o]e E-#lZFoo]E (1.2 mmol), EBHANI}IEF
(2.2 mmol), @ HEZIA(EgolfdE2A)ZZE0) (5.0 moln)& 7]—6}‘7
Ax 7R 12 A7 S B3F et f715S 2Ese gt
T, o e AYgt A4 A9 ZZeEDHY (-4 E 0}/‘11511012
=4/1, v/V)E AAst A2 QU] BASFES AxsUT (F&: 83%).

'H NMR (CDCls, 300 MHz) & 8.89(s, 1H), 8.70(s, 1H), 8.52(s, 1H),
8.13(d, 1H), 8.07(d, 1H), 7.61(dd, 1H), 6.98(s, 1H), 5.71(s, 1H), 4.47-
4.39(m, 2H), 3.76-3.66(m, 4H), 1.43(t, 3H), 1.28(t, 6H)

SA 2: olE 3-(2-EUF2[3,2-c]F e U-7-Q)MFo] o E9] FA

DA 1614 AZFE A -E3-2-(HFo]ol| FAIHE)FE[3,2-c]HZH-7-¥)
HZoolE (0.5 mmol)e HEEZSIEZFHFE (5 ml) FHBol 3N G4 8 A
(5 mDE 718}, F2oA 2 Al B kgt wkg o) Bl AUESF
FRAL 718t FIAI F, T sHAM I 8ulE AASI, dE ofAlE
olEZ FE3IT. FEAL AFEZ M, FF IvlavlegeR Hdx
2 A3 F oA AAFEEIGY. e At A 28 I=20EaYY
(n-8At/o e ol H o] E=4/1, v/v)Z HAStH dZA odide FAGHEES
Azsd ot (& 95%).

'H NMR (CDCls, 300 MHz) § 10.00(s, 1H), 9.17(brs, 1H), 8.93(brs,
1H), 8.53(s, 1H), 8.17(d, 1H), 8.11(d, 1H), 7.73(s, 1H), 7.66(dd, 1H), 4.48-
4.41(m, 2H), 1.44(t, 3H)

A 30 (-8 3-[2-{(2,4-TIo] EaMololE e d-5-Lde )=} F
2[3,2-c]Hgd-7-L Mz o] EQ] FA

o) 201174 Az A8 3-2-FEFZE[3,2-clHgu-7- °‘)Bﬂ?ﬁ°ﬂ°]§

(0.4 mmol)®] 24t (3 ml) &Rd] RolotZgdriol2 (0.5 mmol) &L B-¢t

d (0.4 mmoD)& 7}3kx, 4 AZF FoF FF wdEgith Aoz yig F,
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A" TAE AFsta, 24T B2 MFHstn, ARAIA AN At B
ANGEEE AZsUT (& 81%).

'H NMR (DMSO-ds, 300 MHz) 6 12.65(brs, 1H), 9.09(s, 1H), 8.83(s,
1H), 8.56(s, 1H), 8.18(d, 1H), 8.11(d, 1H), 7.86(s, 1H), 7.77(t, 1H), 4.38(q,
2H), 1.34(t, 3H)

AAo 252 WA 315

dAld 2519 @A oM AREE oE-3-ofole =~z ESE Al
ste] 1-olo] QE-3-(Egto] EF L 2U AWM, 4-B2EWHANALZojulol=
3-REZENAEEclrlo|E, 4-B2R-3-F2 2 Eolrlo]= 4
222-2-(Egto|EF 2 E)- P4, 4-B2R-3-22 2 -N-olc]4aZ 2 F-4l
AdEoprtol=, 4-(4-BR2E-3-Z2R2HIHEY)-EEY, 1-(4-B2-3-2
EEAYHEY)-IAYY, 4-B2R-3-F2 2 -N~(2-3lo] =FA] o g)-wlAA
Zolulols, 1-4-R2EALGHEY)-4-ZT 249, 1-4-BERHILE
DAY, 4-BEE-N-2-3to]EFA D) dAL Eotrlol =, 4-(4-B2R
HEAHEDEEY, 4-B2R-N-v DAL Eolrjo]E, 4-BEE -N-ojo]4aXZ
EIAALEolvtolE, 4-B 2R Zolvlo| 2, 5-B R EA0] @ Hl-2-4d Zolvlo
=, 2-2 2R HlEMolotE, 3-SR 2-6-u A T, N-tert-F5A7tE d-
5-BRHERE, 4-BEZE-NN-toldddildEolrlols, 4-HR2R-2-22=2
HE, 4-EER-o-TAE, 4-EER-2-EFREFE, 5-EER-2-50| =5/
MzUo|EY, 1-(5-HER-2-30| =S H T2 A-1-2, 5-B2E-2-05
NP -3-7R U EY, 4-B 2B -2-FF 0 2 -N-o| ZHl AL Eo}rlo] =, 4-
BREE-2-SFLZ-NN-GolrgdilddEolrlol =, 4-(4-HEZE-2-FFQ &
HEEEUEZY, 5-ERE-]13-To|EF 2 -2-(MEAZU)iA, 4-BE2R
-2-EF22-1-(HEdEDNA, HE 4-BEE-26-tolEFezME°
E, 4-BRE-26-4o|EFLRold, 4-B2E-26-toludobdd, 4-2
E-2,6-to| 222 -N-v2lAL Eolrlol =, 4-HREE-26-To| 2R -NN-
thold A d Eolmlol =, 4-(4-HER-26-THo| Z22AIHEUREY, 4-
HRER-26-To| 222 -N-dldilAddEolvtol=, 4-BRE-26-To|2 2=~
N-opol 2T 2 AW AL Eolrtols,  4-BIE-N-HE-2-(Egto]EF Q2 S
AN Zofrto| £, 4-B2F -NN-To|Hgd-2-(Eeto] FF 205U A
AEotupol 2, 4-{4-BEF-2-(EZo|EF L2 SADALLEELIREY, 4
RE-3-EF 2 -NN-TojdiAd Eolrlols, 4-BEF-N-tert-F -
2,6-tho] F 22 AL Eolrlo| =, 4-BR2H -2 6-TJo|FZE -N~(2-3}0] =54
AL Eotrtol 2, 4-BE2F-NN3I-EolvddldEolrtolE, =

o,
BN

oo

b
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qNolE, v’ 4-BEH-2-ZF 0 ZHIZRolE g
|Zo|o]E, Y 5-B2H-2-F2 2 X olE N-(4-
Yol Ebd Zolujol =, 3-B 22 -N N-tho|mlgdwlZolulo] = N-(4-H
-2,6-tjolv g d)vEd Eojnfol =, 4-B2H-N2-to]u gl Zo}
lo]= 4-(4-BE2E-2-td B dAHZY)EEZH, 4-B2 T -N-od-2-j &l A
dEolulolE, 4-H2H -N-olo]AZ 2 H-2-dedlldld Zolrlol= 4-BZ 7 -
N-tert-54-2-vduldld Zojulo] = 2-olu|-5-HI RHZO|EY 4-B
ZE-2-(Eglo]EF e 2dE)oldd, 2-olu-5-B 2 ¥ -3-vEddgd, 4-(4~
BERHd)-1-"8-1H-1,24-E2}o|o}Z£-5(4H)-2, E 4-(4-B22Z5Hd)-
1-olo]lAZ 2 -1H-1,2,4-E&}ojo}E-54 )-8 27z} ALE35ta AAd 251
7 FAg Ho gz Ao 252 WA 3159 FA SFELS 44 AxEHC

b
b
o 2
e
S

AAd 252, (D-5-([7T-{3-(Ego]|EF L2 EADIL}IFZE([3,2-c]HHH-2-
Al dd)RololEe Y -2,4-tho] &

'H NMR (DMSO-ds, 300 MHz) 6 12.71(brs, 1H), 9.09(s, 1H), 8.86(s,
1H), 8.01(m, 2H), 7.88(s, 1H), 7.76(t, 1H), 7.72(s, 1H), 7.56(d, 1H); (&
65%)

AA o 253. (D-4-[2-{(24-Tho] S astolo} F2) A-5- A ) B} F 2 [3,2-c]
32 9-7-A 1A 4 Eolrlo| =

'H NMR (DMSO-ds, 300 MHz) 6 12.74(brs, 1H), 9.12(s, 1H), 8.88(s,
1H), 8.19(d, 2H), 8.05(d, 2H), 7.91(s, 1H), 7.74(s, 1H), 7.57(s, 2H); (_—’F‘%i
68%)

Ao 254. (2)-3-[2-{(2,4-To] &M ololZ D -5-Ld M)A} FZ[3,2-c]
¥ d-7-d 1A Eolvlo] =

'H NMR (DMSO-ds, 300 MHz) § 12.49(brs, 1H), 9.13(s, 1H), 8.82(s,
1H), 8.44(s, 1H), 8.30(d, 1H), 7.99(d, 1H), 7.93(s, 2H), 7.70(s, 1H), 7.48(s,
2H); (57&: 70%)

AAd 255 (9-3-F22-4-[2-{(2,4-T}o] &AM ool d-5-La d)d e}
F2[3,2-c]HgA-7-4 1AM Zolu}o] =

'H NMR (DMSO-ds, 300 MHz) 6 12.67(brs, 1H), 9.18(s, 1H), 8.62(s,
1H), 8.13(s, 1H), 7.95 (m, 1H), 7.87m, 2H), 7.73(m, 3H); (+&: 25%)

AAd 256, (29)-5-([T-{4-222-3-(Egto| EF 2 Y)W d}F=2([3,2-c]¥
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g d-2-d]dd @R oo} E e d~2,4-T}o] 2

'H NMR (DMSO-d; 300 MHz) § 12.69(brs, 1H), 9.11(s, 1H), 8.87(s,
1H), 8.41(s, 1H), 8.23(d, 1H), 7.99(d, 1H), 7.87(s, 1H), 7.72(s, 1H); (&
26%)

AXd 257. (D-3-F22-4-[2-{(2,4-T}o]S i M ololZed-5-A] A)v &}
F2[3,2-clyg|d-7-d]-N-olo]lAZ 2 g3l Ad Eo}rjo| =

'H NMR (DMSO-ds, 300 MHz) & 12.62(brs, 1H), 9.17(s, 1H), 8.64(s,
1H), 8.10(s, 1H), 7.90(m, 4H), 7.72(s, 1H), 3.35(m, 1H), 1.02(d, 6H); (&
37%)

AAd 258. (D-5-([7-{2-E2E2A4-(BZYAHEWDHNIIFZ[3,2-c]HIH
-2-g4ldddRololFEd-2,4-to|

'H NMR (DMSO-ds, 300 MHz) & 12.65(brs, 1H), 9.18(s, 1H), 8.68(s,
1H), 8.07(s, 1H), 7.96(m, 2H), 7.85(s, 1H), 7.71(s, 1H), 3.68(brs, 4H),
2.99(brs, 4H); (F=&: 30%)

AA e 259. (D-5-([7-{2-E22-4-(FHgd-1-LdEAZ DAL} FZ(3,2-c]

FHHE-2-dIAEDAelotE D -2,4-To] 2

'H NMR (DMSO-d, 300 MHz) & 12.65(brs, 1H), 9.19(s, 1H), 8.68(s,
1H), 8.04(s, 1H), 7.92(m, 2H), 7.85(s, 1H), 7.72(s, 1H), 3.00(m, 4H),
1.58(brs, 4H), 1.41(brs, 2H); (& 35%)

AAe] 260. (9)-3-F22-4-[2-{(2,4-T}o)SAMolo}EH-5-L ] d)H €}
F2[3,2-c]HZD-7-4 ] -N-(2-8lo| =EA| o D)l A A Eolulo]| =

'H NMR (DMSO-ds, 300 MHz) 6 12.63(brs, 1H), 9.17(s, 1H), 8.63(s,
1H), 8.20(m, 1H), 8.10(s, 1H), 7.91(m, 2H), 7.83(s, 1H), 7.71(s, 1H), 4.02(m,
2H), 3.14(m, 2H); (55 21%) -

AXd 261. (2-5-([7-{4-4-Z =29 H A -1-HED)HI}IFZ(3,2-¢c]¥
gdd-2-dlvgdd)Molo}Egd-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) § 9.12(s, 1H), 8.87(s, 1H), 8.26(d, 2H),
7.98(d, 2H), 7.84(s, 1H), 7.69(s, 1H), 3.11(s, 4H), 2.81(s, 4H), 2.54(m, 2 H),
1.46(m, 2H), 0.81(t, 3H); (ZF&: 54%)

AAd 262. (2-5-([7-{4-(FAHED-1-LHEWHI}FZ[3,2-c]¥2D-2-
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dlddARoletEe)d-2,4-t}o]

'H NMR (DMSO-ds, 400 MHz) 6 9.12(s, 1H), 8.86(s, 1H), 8.20(d, 2H),
7.95(d, 2H), 7.87(s, 1H), 7.08(s, 1H), 2.98(s, 4H), 1.57(s, 4H), 1.39(s, 2H);
(F&:51%)

AA 8 263. (D-4-[2-{@24-Tho] 2ol o} 22 W-5- L MW LI F2[3,2-]
2 9-7-2]-N~(2-3to] =54 o D)l A Eoputol =

'H NMR (DMSO-ds, 400 MHz) 6 9.11(s, 1H), 8.88(s, 1H), 8.20(d, 2H),
8.01(d, 2H), 7.88(s, 1H), 7.82(s, 1H), 7.72(s, 1H), 4.74(s, 1H), 3.34(s, 2H),
2.88(d, 2H); (7&: 50%)

AAd 264. (-5-([7T-{4-(EZY=AEDH I FZ(3,2-c]Hgd-2-¢ ] E
A)RpolopEed-2,4-t}o] &

'H NMR (DMSO-djs, 400 MHz) 6 9.12(s, 1H), 8.88(s, 1H), 8.23(d, 2H),
7.96(d, 2H), 7.87(s, 1H), 7.71(s, 1H), 3.67(s, 4H), 2.96(s, 4H); (& 49%)

AA ) 265. (29)-4-[2-{(2,4-T}0]| &2 M o]0l D -5-L ] d)HE}F2[3,2-c]
Hd-7-4]-N-v @l d Eolvlol =

'H NMR (DMSO-dj, 400 MHz) 6 9.11(s, 1H), 8.88(s, 1H), 8.21(d, 2H),
8.00(d, 2H), 7.88(s, 1H), 7.72(s, 1H), 7.65(d, 1H), 2.51(s, 3H); (=& 48%)

AA o) 266. (9)-4-[2-{(2,4-To] &2 M o]0} A -5-H W)= E}F2[3,2-cl
Hg-7-d]-N-olo] A X 2l Zolulo]=

'H NMR (DMSO-ds, 400 MHz) 6 9.11(s, 1H), 8.86(s, 1H), 8.16(d, 2H),
8.02(d, 2H), 7.88(s, 1H), 7.78(d, 1H), 7.72(s, 1H), 3.36(m, 1H), 1.01(d, 6H);
(& 58%)

AA o] 267. (D-4-[2-{2,4-HolS2RololE e D-5-L P M)WEHFE[3,2—c]
2 d-7-d]dZo}ujol =

'H NMR (DMSO-ds, 400 MHz) 6 12.69(brs, 1H), 9.08(s, 1H), 8.87(s,
1H), 8.06-8.18(m, 5H), 7.88(s, 1H), 7.71(s, 1H), 7.50(brs, 1H); (F&: 45%)

Arld) 268. (2)-5-[2-{(2,4-thol&aMolotE 2 d-5-F L} F 2[3,2-¢]
¥ d-7-d1xo] 2 W-2-H Eolrjol =

'H NMR (DMSO-ds, 400 MHz) & 12.73(brs, 1H), 9.67(s, 1H), 8.96(s,
1H), 7.87-7.94(m, 4H), 7.74(d, 2H); (& 36%)
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AAd 269. (A-5-[{7-(x[d]Ao)o}E-2-Y)FR[3,2-cl¥ g d-2-U}r €
A olol =T d-2,4~T}o] 2

'H NMR (DMSO-ds, 400 MHz) § 12.74(brs, 1H), 9.34(s, 1H), 9.21(s,
1H), 8.33(d, 1H), 8.18(d, 1H), 7.91(s, 1H), 7.78(s, 1H), 7.66(m, 1H), 7.56(m,
1H); (F=&: 20%).

AA o 270. (D-5-{7-(6-HFAH g3 -3-)FZ[3,2-c]H D -2-A}v &
Anolo}Ea Y-2 4-tho] L

'H NMR (DMSO-ds, 400 MHz) & 12.73(brs, 1H), 9.10-9.17(m, 2H),
8.36(d, 1H), 7.88(s, 1H), 7.72(s, 1H), 7.60(t, 1H), 4.15(s, 3H); (& 23%)
AA o 271. (D-5-[{7-QH-AQE-5-Q)FZ[3,2-c]H D -2-L v & R} o]
o}Zg|d-2,4-t}o] &

'H NMR (DMSO-ds, 300 MHz) & 11.32(s, 1H), 8.99(d, 1H), 8.81(s,
1H), 8.21(s, 1H), 7.88(s, 1H), 7.69-7.76(m, 3H), 7.58-7.62(m, 1H), 7.48(s,
1H), 6.54(s, 1H); (& 22%)

AA o 272. (9)-4-[2-{(2,4-T o] &AM ol olE D -5-L )W} F2[3,2-c]
Y d-7-d]1-N,N-tho| s @ el A H Eolnjo| =

'H NMR (DMSO-ds, 400 MHz) § 12.71(brs, 1H), 9.12(s,1 H), 8.88(s,1
H), 8.22(d, 2H), 7.96(d, 2H), 7.88(s, 1H), 7.71(s, 1H), 2.69(s, 6H); (&
66%)

AX o 273, (D-5-[{7T-(B3-E2E-4-3lo|=Z A Q)FZ[3,2-c]¥ g d-2-4}
g A HololER Y -2,4-tho] &

'H NMR (DMSO-ds, 400 MHz) 6§ 12.69(brs, 1H), 10.66(s, 1H), 9.00(s,
1H), 8.78(s, 1H), 8.06(s, 1H), 7.87(s, 1H), 7.78(d, 1H), 7.68(s, 1H), 7.17(d,
1H); (7= 55%)

AN 274. (D-5-[{T-(4-3H| =FA]-3-H LA DF 2 [3,2-c]¥ 2D -2-U}
ddll]ololEd-2,4-To| &

'H NMR (DMSO-ds, 400 MHz) & 12.69(brs, 1H), 9.77(s, 1H), 8.945(s,
1H), 8.72(s, 1H), 7.87(s, 1H), 7.78(s, 1H), 7.67(s, 1H), 7.62(d, 1H), 6.98(d,
1H), 2.26(s, 3H); (& 51%)
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AR 275. (D-5-[{7-(3-EF Q2 -4-5lo|=EEAHD)FZ[3,2-c]Hgd-2-
A v R olotE e d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) & 12.70(brs, 1H), 10.34(s, 1H), 9.00(s,
1H), 8.77(s, 1H), 7.87(s, 1H), 7.83(d, 1H), 7.68(s, 1H), 7.64(d, 1H), 7.16(d,
1H); (7€ 50%)

AAd 276. (D-5-[2-{2,4-Tho]FaMolo}E Y B-5-U 2 ) E}F 2 [3,2—]
AYD-7-d]-2-sPo| =5 Az ol EF

'H NMR (DMSO-ds 400 MHz) & 12.65(brs, 1H), 11.53(brs, 1H),
8.99(s, 1H), 8.77(s, 1H), 8.25(m, 1H), 8.14(d, 1H), 7.75(s, 1H), 7.59(s, 1H),
7.22(d, 1H); (& 47%)

AAd 277. (29)-5-[{7T-(4-3}o]=FA|-3-Z 29U H)FZ[3,2-c]F -
2-d}dg AR ololEed-2,4-t}o] 2

'H NMR (DMSO-ds, 400 MHz) 6 12.68(brs,1 H), 11.97(s, 1H), 9.03(s,
1H), 8.79(s,1 H), 8.35(m, 1H), 8.07(d, 1H), 7.87(s,1H), 7.70(s,1 H), 7.20(d,
1H), 3.25(m, 2H), 1.13(t, 3H); (&1 21%)

ANl 278. (2)-5-[2-{(2,4-t}o] Mool D-5-Ld )} F 2 [3,2-c]
yd-7-4d]-2-HEA Y FE kYo]EF

'H NMR (DMSO-ds, 400 MHz) § 12.72(brs, 1H), 9.01(s, 1H), 8.88(s,
1H), 7.89(s, 1H), 7.71(s, 1H), 4.11(s, 3H), 1.91(s, 3H); (& 46%)

AA 279. (9-4-[2-{(2,4-T}o] A& K ololZE|d-5-de )M E}F=2[3,2-cl]
yggd-7-4]-2-L2 2. 2 -N-v gl A Zolujo| =

'H NMR (DMSO-ds, 400 MHz) & 12.72(brs, 1H), 9.14(s, 1H), 8.93(s,
1H), 8.13(d, 1H), 8.02(dd, 1H), 7.97(d, 2H), 7.73(s, 1H), 2.58(d, 3H); (&
52%) - ‘

AN 280. (9-4-[2-{(2,4-To]&aH o]l d-5-L )WL} F2(3,2—c]
Y d-7-4]1-2-FF 2 -NN-to|d A H Eolrjo| =

'H NMR (DMSO-ds, 400 MHz) & 12.73(brs, 1H), 9.14(s, 1H), 8.94(s,
1H), 8.17(d, 1H), 8.05(d, 1H), 8.00(m, 1H), 7.88(s, 1H), 7.72(s, 1H), 2.80(s,
6H); (78 57%)

AN 281. (D-5-([T-{3-EF L2 4-(FE P ED)AI}IFE[3,2-c]19
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d-2-g I d@Holo}Egd-2,4-t}o]2

'H NMR (DMSO-ds, 400 MHz) § 12.73(brs, 1H), 9.14(s, 1H), 8.94(s,
1H), 8.18(d, 1H), 8.06(d, 1H), 7.98(t, 1H), 7.89(s, 1H), 7.72(s, 1H), 3.68(brs,
4H), 3.12(brs, 4H); (& 50%)

AAd] 282. (D-5-([7-{3,5-Fo|EF L2 4-(MEHZEW)H I} FZ[3,2-c]¥
gd-2-d]rd A o)olFed-2,4-to] L

_ 'H NMR (DMSO-ds, 400 MHz) 6 12.75(brs, 1H), 9.16(s, 1H), 9.01(s,
1H), 8.08(d, 2H), 7.90(s, 1H), 7.73(s, 1H), 3.53(s, 3H); (F&: 51%)

AAld] 283, (D-5-([7T-{3-ZF=24-(WGHEMNL}F2[3,2-c]H -
2-4 ] d )Mol d-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) § 12.73(brs, 1H), 9.14(s, 1H), 8.94(s,
1H), 8.20(d, 1H), 8.12-8.05(m, 2H), 7.89(s, 1H), 7.73(s, 1H), 3.44(s, 3H);
(&: 53%)

AAld 284, (2)-d8 4-[2-{(2,4-T}o] LA M ololEPd-5-dEMHE} F=
[3,2-c]¥E9-7-9]-2,6-T}o| Z 22 2l X o] E

'H NMR (DMSO-ds, 400 MHz) 6 11.96(brs, 1H), 9.12(s, 1H), 8.95(s,
1H), 7.97(d, 2H), 7.80(s, 1H), 7.65(s, 1H), 3.95(s, 3H); (&1 55%)

AAof 285, (D-5-[{7-(4-0}1]x-3,5-T}o| ZFQ 2| )F2[3,2-c]¥ D~
2-givd AR olelFE)d-2,4-1)o] -

'H NMR (DMSO-ds, 400 MHz) § 12.72(brs, 1H), 8.98(s, 1H), 8.81(s,
1H), 7.89(s, 1H), 7.71-7.65(m, 3H), 5.70(brs, 2H); (& 54%)

AAd 286. (2)-5-[{7-(4-o}1]=-3,5-T}o| D H D)FZ[3,2-c]Hgd-2-¥}
Hg I RolotEd-2,4-to| &

'H NMR (DMSO-djs, 400 MHz) & 8.88(s, 1H), 8.71(s, 1H), 7.87(s, 1H),
7.64(s, 1H), 7.54(s, 2H), 5.00(brs, 2H), 2.21(s, 6H); (& 50%)

AA 287. (D-2,6-Tho|ER 2 -4-[2-{(2,4-T}o]| AN ololEF A -5-A 2] Hl)
e} F2(3,2-c]9gd-7-4]1-N-v DA d Eolnjo] =

'H NMR (DMSO-ds 400 MHz) § 12.72(brs, 1H), 9.14(s, 1H), 9.00(s,
1H), 8.32(s, 2H), 8.11(t, 1H), 7.89(s, 1H), 7.73(s, 1H), 2.62(d, 3H); (&
52%)
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AR 288. (9)-2,6-T}o|ERE-4-[2-{(2,4-T}o] A Holo}lZE H-5-dE )
e} F2[3,2-c]9 g A-7-4]-N,N-to| | @l A H Eolvjo]| =

'H NMR (DMSO-ds, 400 MHz) & 12.72(brs, 1H), 9.14(s, 1H), 9.01(s,
1H), 8.34(s, 2H), 7.88(s, 1H), 7.72(s, 1H), 2.94(s, 3H); (& 51%)

AAd 289. (9-5-([7T-{3,5-To| 222 ~4-(REF =AM EDH LI FE[3,2-c]
Y d-2-dlv g Moot Eed-2,4-o] L

'H NMR (DMSO-dj; 400 MHz) & 12.71(brs, 1H), 9.14(s, 1H), 9.00(s,
1H), 8.35(s, 2H), 7.88(s, 1H), 7.71(s, 1H), 3.66(t, 4H), 3.35(t, 4H); (&
52%)

A4 290. (9-2,6-t}o|ERE-4-[2-{(2,4-T}o] &aMololZa|d-5-L & dl)
e} F2[3,2-c]¥d-7-d]-N-o il A Eolulo| =

'H NMR (DMSO-ds, 400 MHz) 6 12.71(brs, 1H), 9.14(s, 1H), 8.30(s,
1H), 8.25(t, 1H), 7.89(s, 1H), 7.72(s, 1H), 3.02(q, 2H), 1.04(t, 3H); (£
53%)

AAd 291, (2-2,6-Thol 22 2-4-[2-{(2,4-T}0] &AM ol E YW -5-L )
A }FE[3,2-c]1¥ 8 D-7-2] -N-olo] 2 T2 Gl A H Eolrlol =

'H NMR (DMSO-ds, 400 MHz) & 12.70(brs, 1H), 9.13(s, 1H), 8.98(s,
1H), 8.29(s, 1H), 8.22(d, 1H), 7.88(s, 1H), 7.71(s, 1H), 3.47(m, 1H), 1.06(d,
6H); (& 56%)

AA G 292, (-4-[2-{(2,4-t}o] &M olo}E T d-5- L )W E}FE[3,2-c]
HYA-7-d]-N-dd-2-(Eto]| FF 2| E A )il 31 d Eoluto| =

'H NMR (DMSO-ds 400 MHz) & 9.15(s, 1H), 8.88(s, 1H), 8.16-
8.10(m, 3H), 7.88-7.87(m, 2H), 7.73(s, 1H), 2.59(d, 3H); (5&: 54%)

AAld) 293. (9)-4-[2-{(2,4-o] 2 olofE T d-5- L M)A} F =2 [3,2—c]
FgDd-7-4]-N,N-tolvd-2-(E2}o| EF L 2| SANHA L Eolwlol =

'H NMR (DMSO-dy, 400 MHz) & 12.71(brs, 1H), 9.15(s, 1H), 8.89(s,
1H), 8.15(m, 3H), 7.87(s, 1H), 7.73(s, 1H), 2.82(s, 6H); (& 52%)

AN 294, (D-5-([7T-{4-(REZFY =LA EY)-3-(Eo| EFLZ2HEADID}F
Z2[3,2-c]ggd-2-d v MR olo}Ee d-2,4-T}o] 2 .
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'H NMR (DMSO-d;, 400 MHz) & 12.71(brs, 1H), 9.16(s, 1H), 8.89(s,
1H), 8.17-8.15(m, 3H), 7.87(s, 1H), 7.72(s, 1H), 3.66(t, 4H), 3.13(t, 4H); (£
£ 52%)

AAd 295. (-4-[2-{(2,4-TFo] GaMololE 2 D-5-L A M E}HF 2 [3,2-c]
HED-7-4]-3-SFLE-NN-Tod| A d Zolvlo| =

'H NMR (DMSO=dy, 400 MHz) 6 12:67(brs, 1H); 9.17(s, 1H), 8.74(s,
1H), 8.04(t, 1H), 7.89(d, 1H), 7.85(s, 1H), 7.81(d, 1H), 7.71(s, 1H), 2.72(s,
6H); (7&: 50%)

A6 296. (2)-N-tert-F8-2,6-t}o| 22 2-4-[2-{(2,4-T}o] &L H o]0} =g
d-5-dejd)eled}F2[3,2-c]Hd-7-Ld A A Eolrjol =

'H NMR (DMSO-ds, 400 MHz) 6 12.69(brs, 1H), 9.13(s, 1H), 8.97(s,
1H), 8.26(s, 2H), 8.08(s, 1H), 7.88(s, 1H), 7.71(s, 1H), 1.21(s, 9H); (&
51%)

AN d 297. (9-2,6-T}o|F2E-4-[2-{(2,4-T}o] S LMoo}l d-5-U ] )
W} F2[3,2-c]HFD-7-A]-N-2-3lo]| =FA| o D)l A A Eolwlo] =

'H NMR (DMSO-ds, 400 MHz) 6 12.71(brs, 1H),"9.14(s, IH), 9.00(d,
1H), 8.50(t, 1H), 8.32(s, 2H), 7.89(s, 1H), 7.72(s, 1H), 4.70(brs, 1H), 4.00(t,
2H), 3.00(t, 2H); (F&: 49%)

A ¢ 298. (2)-4-[2-{(2,4-Tho] &R ol olZ e D-5-HU )P} F2[3,2-c]
HEd-7-41-N,N,3-Egto| v gl d Eofulo] =

'H NMR (DMSO-dps, 400 MHz) 6§ 12.63(brs, 1H), 9.14(s, 1H), 8.60(s,
1H), 7.83(d, 2H), 7.75~7.70(m, 3H), 2.67(s, 6H), 2.32(s, 3H); (& 53%)

AAd 299, . (2)-v¥8 . 4-[2-{(2,4-Tto}&aAlojolZE P -5-YMHE}F =
(3,2-c]H @ A~-7-d]-2-HIFA Hl X o] E

'H NMR (DMSO-dj, 400 MHz) 6 9.10(s, 1H), 8.86(s, 1H), 7.86(d, 2H),
7.71(s, 1H), 7.64(s, 1H), 7.59(d, 1H), 3.97(s, 3H), 3.85(s, 3H); (F&: 56%)

AAld 300. (2-91€ 4-[2-{(2,4-Yo]% iw}olo}&am 5-4E )} F=
[3,2-c]HEd-7-Y]-2-Z 2 2 Ro]lE .. :

'H NMR (DMSO-ds, 400 MHz) 6 12.66(brs, 1H), 9.12(s, 1H), 8.92(s,
1H), 8.10(t, 1H), 8.03(d, 1H), 7.97(d, 1H), 7.87(s, 1H), 7.71(s, 1H), 3.92(s,
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3H); (&1 54%)

AAd 301. (9-9WE 3-[2-{(2,4-Tho] &AM ojolETd-5-L )} F =
[3,2-c]HED-7-Y]-5-EF 22 Z o] E

IH NMR (DMSO-ds, 400 MHz) & 12.65(brs, 1H), 9.10(s, 1H), 8.90(s,
1H), 8.44(s, 1H), 8.13(d, 1H), 7.85-7.83(m, 2H), 7.71(s, 1H), 3.93(s, 3H);
(& 57%)

AA e 302. (9-9d 2-F22-5-[2-{(2,4-t}o] S 2M ool Z g P -5-U ) oll)
HE}F2[3,2-c]yA-7-g iz o] E

'H NMR (DMSO-ds, 400 MHz) & 12.65(brs, 1H), 9.08(s, 1H), 8.86(s,
1H), 8.44(s, 1H), 8.12(d, 1H), 7.86(s, 1H), 7.82(d, 1H), 7.71(s, 1H), 3.93(s,
3H); (& 52%)

Al 303, (9)-N-(4-[2-{(24-Fo| SaMololEd-5-d )L} F=
[3,2-c]9 g D-7-d ] d)ul G- Eolrtol =

'H NMR (DMSO-ds, 400 MHz) & 12.65(brs, 1H), 10.02(s, 1H), 9.02(s,
1H), 8.78(s, 1H), 7.96(d, 2H), 7.86(s, 1H), 7.68(s, 1H), 7.42(d, 2H), 3.09(s,
3H); (&1 57%)

AAo 304. (9-3-[2-{(2,4-To] &AM olotE D -5-U ) B} FZ[3,2-c]
¥ Ed-7-4]-NN-tho|H el =Zo}ulo] =

'H NMR (DMSO-djs, 400 MHz) 6 12.60(brs, 1H), 9.05(s, 1H), 8.86(s,
1H), 8.03-8.01(m, 2H), 7.84(s, 1H), 7.68-7.64(m, 2H), 7.52(d, 1H),
3.01(brs, 6H); (F&: 51%)

Al 305 (2-N-(4-[2-{(2,4-Tho] &AM o)o}lZ2d-5-Y )L} F =2
[3,2-c]1¥ D -7-U]1-2,6-to|d e ¥ D) & Eolrfo| =

'H NMR (DMSO-ds, 400 MHz) & 9.02(s, 1H), 8.91(brs, 1H), 8.81(s,
1H), 7.85(s, 1H), 7.75(s, 2H), 7.67(s, 1H), 3.11(s, 3H), 2.45(s, 6H); (&
51%)

AAd] 306. (2-4-[2-{(2,4-t}o] S aRolo} =P -5-LAe] ) E}F=2[3,2-c]
¥ d-7-d1-N2-golv gl A Eolutol =

'H NMR (DMSO-djs, 400 MHz) 6§ 12.71(brs, 1H), 9.11(s, 1H), 8.89(s,
1H), 8.09(s, 1H), 7.99(s, 2H), 7.89(s, 1H), 7.72(s, 1H), 7.66(t, 1H), 2.71(s,
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3H), 2.50(s, 3H); (& 51%)

AAd 307. (D-5-([7-{3-HE-4-(REZYAHEDHI}IFE[3,2-c]F A~
2-4ldgMRojolEed-2,4-to] L

'H NMR (DMSO-ds, 400 MHz)d 12.71(brs, 1H), 9.12(s, 1H), 8.89(s,
1H), 8.12(s, 1H), 8.00(s, 2H), 7.89(s, 1H), 7.71(s, 1H), 3.65(t, 4H), 3.09(t,
3H), 2.73(s, 3H); (& 53%)

AN e 308. (D-4-[2-{(2,4-T}o] &AM oo} Z B P -5-L &) e)H D} F2[3,2-c]
g -7-d]-N-o g -2-d|d el A A Zo}njol =

'H NMR (DMSO-ds, 400 MHz) § 12.71(brs, 1H), 9.10(s, 1H), 8.87(s,
1H), 8.06(s, 1H), 8.00(d, 1H), 7.95(d, 1H), 7.88(s, 1H), 7.80(t, 1H), 7.71(s,
1H), 2.87(q, 2H), 2.72(s, 3H), 1.00(t, 3H); (=&: 56%) ‘

A4 309. (A-4-[2-{24-Tho] FaMolopE2 d-5-d M) F}F2[3,2-c]
2 Q-7-d]-N-o}o| A Z 29 -2-r @l Al d Eojrlo] =

'H NMR (DMSO-ds, 400 MHz) & 12.70(brs, 1H), 9.10(s, 1H), 8.86(s,
1H), 8.04(t, 1H), 7.94(d, 1H), 7.88(s, 1H), 7.78(d, 1H), 7.71(s, 1H), 2.72(s,
3H), 1.00(d, 6H); (& 50%)

AAld 310. (2 -N-tert-F8-4-[2-{(2,4-t}o] AR o)olFe|d-5-L 2 d)H)
d}F2[3,2-cl¥gd-7-d]-2-v gl zd Eolulo]| =

'H NMR (DMSO-ds, 400 MHz) 6 12.69(brs, 1H), 9.09(s, 1H), 8.85(s,
1H), 8.06(d, 1H), 8.00(s, 1H), 7.91(d, 1H), 7.90(s, 1H), 7.70(s, 1H), 7.65(s,
1H), 2.73(s, 3H), 1.15(s, 9H); (& 55%)

AAd 311. (D-2-olv|x=-5-[2-{(2,4-T}o] S AMololZ g d-5-G g )d e}
FZ[3,2-cl¥gd-7-d iz Yo|EZ :

'H NMR (DMSO-ds, 400 MHz) 6 12.70(brs, 1H), 9.02(s, 1H), 8.80(s,
1H), 8.08(s, 1H), 7.96(d, 1H), 7.89(s, 1H), 7.70(s, 1H), 7.01(d, 1H), 6.51(brs,
2H)

AN 312, (D-5-([7-{4-}v|=-3-(Egte| EF 2 2 D) d}F2(3,2-c]H
g d-2-g]dd Kol opE d-2,4-t}o] 2 |

'H NMR (DMSO-ds, 400 MHz) & 12.68(brs, 1H), 9.01(s, 1H), 8.77(s,
1H), 7.98(s, 1H), 7.90-7.85(m, 2H), 7.71(s, 1H), 7.05(d, 1H), 6.05(brs, 2H)
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AAlel 313. (D-5-[{7-(6-°otv]=-5-H & D -3-D)FE[3,2-c]¥ L -2-
A RolotE e d-2,4-To] 2

'H NMR (DMSO-ds, 400 MHz) § 11.96(brs, 1H), 8.95(s, 1H), 8.77(s,
1H), 8.51(s, 1H), 7.97(s, 1H), 7.87(s, 1H), 7.67(s, 1H), 6.41(brs, 1H)1.91(s,
3H)

AXd 314. (D-5-([7T-{4-(1-HE-5-&& -1H-1,2,4-E&}o]o}Z-4(5H)-Y)
Hd}F2[3,2-c19gEd-2-d v dA)nolo} =T d-2,4-t}o] &

'H NMR (DMSO-djs, 400 MHz) § 12.71(brs, 1H), 9.07(s, 1H), 8.85(s,
1H), 8.64(s, 1H), 8.13(d, 1H), 8.00(d, 1H), 7.88(s, 1H), 7.72(s, 1H), 3.43(s,
3H)

AAe] 315, (D-5-([7T-{4-(1-¢}o]AZE2H-5-54 -1H-1,2,4-Ed}o|o}E-
46H)- Q)M DI FR[3,2-c]9 2 d-2- A 9 Mol o}Z T W -2, 4-Tho] &

'H NMR (DMSO-ds, 400 MHz) 8§ 12.71(brs, 1H), 9.07(s, 1H), 8.85(s,
1H), 8.64(s, 1H), 8.13(d, 1H), 8.01(d, 1H), 7.88(s, 1H), 7.72(s, 1H), 4.43(q,
1H), 1.34(d, 6H)

AAd 316. (9-5-([7-{2-"FA-5-(HED-1-LHD)¥d}F2[3,2-c]¥
Zd-2-d e MRolo}E TP -2,4-T}o| 2

oA 10 3-{2- (‘ﬂrol‘ﬂli*l‘?ﬂ%)vi 3,2-c]H g d-7-4}-4-HEA|H =
gostol =9 A
Fzd 2014 AzF 2-(tolAEAINE)-7-(4,4,5,5-HEHE-1,3-
o] AR 2 3-2-)F2[3,2-c]98d (1.0 mmoD¥ EFA/&E (2/1, v/v, 5
ml) |Hof 3-BHRE-4-vEANZLYEo|E (1.2 mmol), HAUHEF (2.2
mmol), HEZIN2(Eztolddx2d)ZeE(0) (5.0 mol%w)S 7tstar, A4 7]
Fatolld 12 Al7F B¢ 3F it 77132 EEsEe s 5, ¢
X FAE Ayt A Ay ZABReEIHY (n-Ii/AE otAMH ol E=4/1,
v/iVIZ AAst A7 0] FAFFES AXSAT (& 61%).

S 20 2-(Thol o EA M D)-7-{2-H EA]-5-(F S D -1-LvlD)Fd)
2[3,2-cl¥gd Y FA4
g 1A AZE 3-{2-(ToldEAWE)EZ[3,2-c]HAD-7-Y}-

A-HEA 2GS (1.0 mmoD), HEFH (3.0 mmol), © 4t (F9=)
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o] HEFHSIo|EZHF (5 ml) €4S A s

ol EA B 2350l =8to]l= (4 mmol)E F7IE 7Fekgicth whg s A
of mukgt & x 3 ELW /\‘/}E% & o A
ZEYEHI S 7}s :
1, 48 55
AHeld ofAlH ol E 2/1 V/v)i Zhﬂo}&i WA aAYe] ZASTES AXF
R (& 91%).

e

Ol
_\1
12
2
R
A
>
>

WA 3 7-(2-WEA-5-( B Y- 1-Le DA F2[3,2-c]F 2T -
2-7hE sl =9 4

WA 2004 AZE 2-(Folol B A D)7~ (2- o ZA-5-( B W -1~
Qo)) IIF2[3,2-c]9 2D (0.5 mmoDe] BlESI=ZFD (5 mD) §
ol 3N i FE (6 mDE halel, FEAN 2 A F DAL, w5

Ao] BAFAUEE £8AL Jletel FHND F, 2 solA 471800%
AAS, AR opdOIEE FEAUT, FEAL LFEE AAHL, Fh
PuriadEoR Az 2 AR F, 4L ZEHAL. 2AE 4

HE

A Ag A2vtEaRT (n-FR/dE oAl E
AR ZAGRES AxEAT (581 84%).

2/1, v/v)Z ZgA|sto] WA

@A 41 (D)-5-([7T-{2-dFA-5-(FHEeDd-1-¢r )l d}F=(3,2-¢]
geld-2-d g d)MolotEe d-2,4-tho] 9] A

DA 3ol A AT 7—{2—‘31]5/‘]—5—(3431]3]ﬂ—l—ﬁﬂ]%)ﬁ]‘é}%i[S,Z—
cl9gd-2-7tr e HEo]l = (0.4 mmol)e ZAF (3 ml) §doj MojotZEgdr}
o]€ (0.5 mmol) ¥ B-<&d (0.4 mmol)S 713+, 4 Azt &< SF{F wwks)
ATt Aoz Yzts ¥ AME uAE AP, 2440 EE AFsta, A
ZAA AFA 34449 ZASFES AXSAT (5 69%).

'H NMR (DMSO-d;, 300 MHz) & 8.95(s, 1H), 8.49(s, 1H), 7.60(m, 2H),
7.30(m, 3H), 4.18(brs, 2H), 3.82(brs, 3H), 3.07(brs, 4H), 1.88(brs, 4H)

ANdl 317, (D-5-(17-{2-HBA-5-(REY=r DA I} F2[3,2-c] 9 2l e~
2-A]H Aol ol E el B2 4-Thol & |

m}u

SUE WA

AAdl 3169 @A 294 AR HEEE dAlste] X I
7 AAle 3163 FUF W= B4 dAgEs A=
'H NMR (DMSO-ds, 300 MHz) & 8.99(s, 1H), 8.55(s, 1H), 7.69(s, 1H),

7.56(s, 1H), 7.47(m, 2H), 7.23(d, 1H), 3.79(s, 3H), 3.58(m, 6H), 2.50(brs,
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4H); (& 23%)

AXd 318. (9-5-([7-{2-WFA-5-(FH AL -1-4H ) d}FZ[3,2-c]¥
gd-2-d I RololEYD-2,4-to] 2

AN 3169 @A 2014 Al&g FHELDE dHAlste FH IS BES
AA AAd 3167 L3 wtHoZ TA FFEE A

'H NMR (DMSO-d;, 300 MHz) § 8.96(s, 1H), 8.52(s, 1H), 7.57(m, 2H),
7.41(s, 1H), 7.36(s, 1H), 7.30(d, 1H), 4.03(brs, 2H), 3.82(s, 3H), 2.89(brs,
4H), 1.65(brs, 4H), 1.48(brs, 2H)

AN 6 319. (D-5-([7-{6-(NYAEQ) 2 D-3- L F2[3,2-c] W -2-2]
L )-2- o] &2 R0l o} E 2] D-4-2

DA 10 2-(Sholdl EA W E)-7-{6-(HMERDEL)Ied-3-L}FR[3,2-
clg g9 34

Fzo 2014 Az 2-(Hold FA M E)-7-(4,4,5,5-HEHE~1,3-
ol SAIR 2 @-2-D)FZ[3,2-c]FED (1.0 mmoDd] HEZHSIO|ERZFT/=
(4/1, v/v, 5 ml) €Nl 5-B22-2-(AEgdEY)9ad (1.2 mmol), BAIYUE
& (2.2 mmo)), @ HEIA(EgolddEx23)Z2E(0) (5.0 mol%)<S 7}t
3, Ak 7)FshlA 12 AlZF Bt 3R wykEgith %71%8 st 7
& 3 dojx AxE Adgst A Ay ARvtEOHY (n-A/dE OMlEﬂ
o|E=4/1, v/V)E AAGH dAZN Yo ZAFSHEES LL AT (¢
51%).

@7 20 7-(6-(ARAED T D-3- A} F2[32-c]F e D-2-Fn
stol= o) 4
@A 14 AxF 2-(Tol SA A Y)-7-(6-(N YL ED) T P -3-
D F2[32-c]172lD (0.5 mmoDe] HESISZFS (5 ml) §9) 3N 3
&g 6 mbE Al FEAM 2 AL B mislslE. Bl Y
AUEE £842 st Tl F, 24 sl f71800E Are,
Y oplblolER FEAUT FEAL AFEE AR}L, B5 Pk
Fo2 Az ¥ BT F, oA FIEEINUL. BAE Qe A Y 2
2opEes (n-sal/e g ohdElelE=4/1, vE FAse] Az ediel
EARGES AzHU (8 80%).

4
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DA 31 (D-2-Ao] A -5-([7T-{4-(EFe| EF L2 FANA I} F 2
[3,2-c]lgjgd-2-d ] A)HolotZ ] d-4-2

@A 204 AEF 7T-{6-(MEHAELAHD-3-L}IFZ[3,2-c]HZH-
2-7tB &g slo]= (0.1 mmoDe %4t (3 ml) €< 2dd (0.11 mmol) ¥
AF oFMHCOIE (0.12 mmol)S 7}8ta, 5 A Bt &/ wWsdn. Ao
2 37g 3 WY IAE AFstn, A 22 MASt L, AzAA FA
A BASTES AxSGY (585 82%).

'H NMR (DMSO-ds, 400 MHz) 6 9.40(s, 1H), 9.19(s,1 H), 8.97(s,1 H),
8.75(d, 1H), 8.25(d, 1H), 7.80(s, 1H), 7.76(s, 1H), 3.40(s, 3H)

AAlell 320 WA 363

Al 3199 GA 1o ALL3 5-H2E-2-(dEdEY)Hd g o
Alsted 3-8 212 -NN-tho| o &yl xl A Zolujo]l=, 4-B 2 % - N N-tho] o & ¢l
A EofrtolE, 4-BeR-2-F22HE, 4-BEE2XE-o-AdE, 5LH-BEE-2-
o]z EAM ol EE, 1-(5-HEZRE-2-3lo] EEA|H )T ERH-1-2, 1-(5-
HER-2-30| 22N H )&, 4-BEF2-EF Q029 E, 5-B22-2-v&
AT d-3-7tE Yol EY, 4-H2H-2-FF 0 2 -N-vg A Eofuto] =, 4-
BER - 2-Z20 2 -NN-tolr A Zolujol=, 4-(4-B2R-2-Z20 =2

HEdEEDEEY, 5-ERE-13-To| SRR -2-(LEEDA, 4-B2E
—2-ERQE-1-(MEAEDNA, v 4-H2E-26-tho]EF 22z 0]
E, 4-BHE2HE-26-TolZ2FQ20ldd, 4-B2F-26-tjo|ddoldd, 4-B=F

B-2-vjdold?, 4-B 2T -N-t8-2-(Eg o] ZF 2| EA)A A Zolv}o]
E, 4-BEERE-NN-To|uEd-2-(Ego| EF 22| EA)lAA Eotulol =, 4-
{4-B2R-2-(ESo|EF L2 S ANALEELIRER, 4-BEE-26-H] 2
22 -N-tg@ AN Zolnjo|E 4-BFER-2 G-t}o]ER2E -N,N-Tlo|d &l Al
AEolutolE, 4-(4-BE2E-26-Uo|FEZRALLEID)REY, 4-E2F-2,6-
ol F2 2 -N-o| il A Zolujol=, 4-BR2H-26-To|FEZZ -N-0}0] A X
AL ZolnlolE, 4-B 2R -N-tert-F-8-2 6-tlo] 22 2 ¥l A A Eojufo]
E,4-BEFE-26-To| F2 2 -N-(2-3}o| =F Ao &)l A Eolrjol = 4-B 2
E-NN3-Eglolud A d Zojulol= oY 4-BRE-2-tEAHIZIO]E,
e 4-BEF-2-ZZQ02WZdo]lE, uE 3-HEI-5-ZFQ 2 Fo|E,
g 5-B2R-2-F22HZ0|E, N-(4-B 2RI d)m et Eolnjo]=, 3-H
X -NN-Tholvdl=olmlo)l = N-(4-B 2 F-2 6-Tho] v g 3 d) v &t E o}
nlo]= 4-B R -N-o|E&-2-dgdldd Eolulo|= 4-BE R -N-olo] AT 2
—2-v@ulAA Zolulol=, 4-BER -N-tert-5E-2-v el A A Zolulo| =,
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4-B 2R -N-(2-3to] =5 Ao d)-2-o @il Al d Eotrpo] =, 2-0}P|-5-B=
HEUolEY, 4-BRE-2-(Egto]EF2dE)oldd, 4-(4-E2RHd)-
-8 -1H-1,2,4-E&}olo}E-5(4H)-2, T 4-(4-BE2EHI)-1-0lo|AZTZ
-1H-1,2,4-E&} 0|0} &E-5(4 H)-2& 747+ ALE3te] AAo] 3197 L3 9
o2 AAld 320 LHXI 3639 EAl SFES AL AxFU.

mEm.\:‘"‘I—D

AAd 320. (2-N,N-ttoldEd-3-[2-{(4-& A& -2-R o] &Moo}l D-5-Y
) g} F2([3,2-c]dd-7-g |l AH Eofulo] = '

'H NMR (DMSO-ds, 400 MHz) 6 9.13(s,1 H), 8.83(s,1H), 7.31(m, 1H),
8.19(s,1 H), 7.95~7.87(m, 2H), 7.78(s, 1H), 7.72(s,1 H), 2.72(s, 6H); (&
56%)

AN 321. (9-NN-TholvlEd-4-[2-{(4-K4-2-Ho| FAao|o}E T d-5-9
G E}FR(3,2-c]H D -7-d AL Zolwlol =

'H NMR (DMSO-ds, 400 MHz) § 13.90(brs, 1H), 9.14(s,1 H), 8.87(s,1
H), 8..22(d, 2H), 7.94(d, 2H), 7.76(s, 1H), 7.73(s, 1H), 2.69(s, 6H); (&
52%)

}é)\] 01] 322 (a_s—[{7_(3—%ii—4—6’]—015.§-}\]jﬂ]\é)%i[:a’z_c]jqE]ra-_z_oé}
e Al ]-2-# 0] & A Moo} d-4-2

'H NMR (DMSO-ds 400 MHz) & 10.67(s, 1H), 9.01(s, 1H), 8.79Cs,
1H), 8.09(s, 1H), 7.79(d, 1H), 7.77(m, 2H), 7.18(d, 1H) ; (=&: 50%)

A6 323. (D-5-[{7T-(4-8l°| =& A-3-v € D)F2[3,2-c]H e d-2-L} 4|
g ]-2-#o] LM olotEe|d-4-2

'H NMR (DMSO-ds, 400 MHz) & 9.80(s, 1H), 8.97(s, 1H), 8.74(s, 1H),
7.82(m, 1H), 7.73(m, 2H), 7.61(d, 1H), 7.00(d, 1H), 2.29(s, 3H); (+&: 40%)

AN 324, (D-2-8}o| B2 A -5-[2-{(4-SA-2-R}o] & A Mol o} ZE H-5-Y
)W E}FZ(3,2-c]9EP-7-d x| EF

'H NMR (DMSO-ds, 400 MHz) 6§ 11.57(s, 1H), 9.04(s, 1H), 8.79(s,
1H), 8.24(m, 1H), 8.12(d, 1H), 7.73(m, 2H), 7.24(d, 1H); (& 36%)

AR 325. (9-5-[{7-(4-3}o]|=EZA-3-Z 27 24Hd)FZ[3,2-c]HEd-
2-givdA]-2-Mo]| ZaMo|olEed-4-
IH NMR (DMSO-d; 400 MHz) & 12.06(brs, 1H), 9.05(s, 1H), 8.78(s,
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1H), 8.39(s, 1H), 8.07(d, 1H), 7.75(d, 2H), 7.20(d, 1H), 3.30(m, 2H), 1.14(t,
3H); (78 48%)

AA ) 326. (D)-5-[{7-(3-otAE-4~FFo)| EEA M D)FEZ[3,2-c]FgP-2-2}
g A ]-2-Mo] i olo}EEH-4-&

'H NMR (DMSO-djs, 400 MHz) 6 12.01(brs, 1H), 9.05(s, 1H), 8.79¢(s,
1H), 8.41(s, 1H), 8.099m, 1H), 7.72(m, 2H), 7.19(m, 1H), 2.78(s, 3H); (&
47%)

AR 327. (9)-5-[{7T-(3-EFLE-4-3lo|EEAHD)FE[3,2-c]HYD-2-
A Ed A ]-2-Ro] &L fololF e d-4-L

'H NMR (DMSO-dps, 400 MHz) & 10.37(s, 1H), 9.01(s, 1H), 8.79(s,
1H), 7.85(d, 1H), 7.74(m, 2H), 7.67(m, 1H), 7.15(m, 1H); (& 50%)

e 328. (9)-2-U)5A-5-[2-{(4-F&-2-R o] S ololEd-5-L H)
e FE[3,2-c]19Yd-7-d Y FE = 1}o] EF

'H NMR (DMSO-ds, 400 MHz) § 9.09(d, 2H), 8.88(s, 2H), 7.75(d, 2H),
4.12(s, 3H); (& 40%)

AAo 329. (9)-2-FEFLE-N-WE-4-[2-{4-Fx-2-Ho]| &AM ololFEd
-5-de ) d}F=2[3,2-cly g d-7-d |l A Eolrjol =

'H NMR( (DMSO-ds, 400 MHz) & 9.15(s, 1H), 8.93(s, 1H), 8.15(d,
1H), 8.05-7.92(m, 3H), 7.76(d, 2H), 2.60(d, 3H); (& 52%)

AAlo 330. (9-2-EFLZ-NN-Goldd-4-[2-{(4-&&-2-K o] A& H}o]o}
Zd-5-g ) d}F2[3,2-c]H I D~-7-4 'l A d Zo}ujol =

'"H NMR (DMSO-dj, 400 MHz) 6 9.15(s, 1H), 8.93(s, 1H), 8.20(d, 1H),
8.04(d, 1H), 7.98(t, 1H), 7.76(d, 2H), 2.80(s, 6H) (& 57%)

AXNd 331, (2-5-([7-{3-2502-4-(RZ A ZW) I} FER[3,2-c]19F
d-2-41ddd)-2-# o] iMool EE| d-4-&

'H NMR(400MHz, DMSO-dy) & 9.16(s, 1H), 8.93(s, 1H), 8.19(d, 1H),
8.05(d, 1H), 7.96(t, 1H), 7.76(d, 2H), 3.68(t, 4H), 3.11(t, 4H); (&: 51%)

ANl 332, (D-5-([7-(35-TO EF224-(AYLEY)H D) F2[3,2-c]
2 9-2-A1EN)-2-Ao) S Aol ol 2 B-4-&
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'"H NMR (DMSO-ds 400 MHz) 6 9.17(s, 1H), 9.01(s, 1H), 8.09(d, 2H),
7.77(d, 2H), 3.53(s, 3H); (&1 41%)

AAd 333. (D-5-([7-{3-ZF=2-4-(HEAHAEY)HI}IFE[3,2-c]HFd-
2-d1d g A)-2-Ro| &iHolotEd-4-2

'H NMR(400MHz, DMSO-dy 6 9.16(s, 1H), 8.95(s, 1H), 8.22(d, 1H),
8.13(d, 1H), 8.04(t, 1H), 7.77(d, 2H), 3.44(s, 3H); (& 53%)

AAd 334. (9)-HE 2,6-THolEF L2 -4-[2-{(4-FL-2-R 0| &L Holo}ZT]
d-5-Ad)HE}F2[3,2-c]Hgd-7-L =z o] E

'H NMR (DMSO-ds, 400 MHz) 6 9.13(s, 1H), 8.95(s, 1H), 7.97(m, 2H),
7.72(s, 1H), 7.63(s, 1H), 3.94(s, 3H): (=& 56%)

AN 335, (9-5-[{7-(4-0}1] x=-3,5-To| EF L2 d)F2[3,2-c]H -
2-4}v g d]-2-#o] S A M ololZF g D-4-2

'H NMR (DMSO-ds 400 MHz) & 8.98(s, 1H), 8.81(s, 1H), 7.72-
7.66(m, 4H), 5.68(brs, 2H); (4-&: 54%)

A o] 336. (D-5-[{7-(4-o}7]x=-3,5-tto|H D D)F 2 [3,2-c]9 g d-2-Y}
gl ]-2-Ho] SiMolotEd-4-L

'H NMR (DMSO-ds, 400 MHz) & 8.91(s, 1H), 8.72(s, 1H), 7.71(d, 2H),
7.56(s, 2H), 2.24(s, 6H); (F&: 54%)

AAd 337. (D-5-[{7-(4-ol|x=-3-vdH )FZ[3,2-c]¥Ed-2-Ld}dEd
A]-2-A o) rHMololEed-4-L

'H NMR (DMSO-ds, 400 MHz) & 8.97(s, 1H), 8.74(s, 1H), 7.80-
7.72(m, 4H), 7.01(d, 1H), 5.90(brs, 2H); (5&: 52%)

Ao 338. (9-N-"E-4-[2-{(4-F&-2-#po] S2HtolotE D -5-dF d)H]
EHFE([3,2-c]H g D-7-U]-2-(EFO| EF L2 FA)HA L Eolupol =

'H NMR (DMSO-ds, 400 MHz) 6 13.90(brs, 1H), 9.16(s, 1H), 8.88(s,
1H), 8.17-8.08(m, 3H), 7.90(t, 1H), 7.78(s, 1H), 7.74(s, 1H), 2.62(d, 3H); (¢
£ 57%)

AAd 339. ()-NN-tho|vd-4-[2-{(4-2A4-2-H o] i M olol=T D-5-Y
) g}F2[3,2-c]9Hgd-7-Y]-2- (B} o] ZF Q 2 v EA])Hl A4 FEo}w}ol
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'{ NMR (DMSO-d,, 400 MHz) § 13.89(brs, 1H), 9.16(s, 1H), 8.89(s.
1H), 8.17-8.10(m, 3H), 7.78(s, 1H), 7.74(s, 1H), 2.83(s, 6H); (25 549%)

AAld 340. (D-5-([7T-{4-(REZ P EY)-3-(EFo|EFLZWEAH L} F
2(3,2-cldggd-2-Ad]1v g d)-2-Mo] &L HRolo}ZE]d-4-2

'"H NMR (DMSO-ds, 400 MHz) 6§ 13.85(brs, 1H), 9.21(s, 1H), 8.89(s,
1H), 8.28-8.09(m, 3H), 7.77(s, 1H), 7.73(s, 1H), 3.66(t, 4H), 3.14(t, 4H); (%
£ 51%)

AAd 341, (D-2,6-T0l1ER R -N-HE-4-[2-{(4-F&-2-Ro]F2Mo]olE
9-5-dE M }F 2[3,2~c]H D -7-L A3 Zo}olo]=

'H NMR (DMSO-dj, 400 MHz) § 9.09(s, 1H), 8.96(s, 1H), 8.29(s, 2H),
8.03(m, 1H), 7.69(d, 1H), 2.55(d, 3H); (& 53%)

AN 342. (9)-2,6-tho]E2 2 -NN-Tho|m|d-4-[2-{(4-& A-2-#o] LA A}
olo}&gd-5-dg W }F2[3,2-c]H g d-7-4 1A A Zolulo]=

'H NMR (DMSO-ds, 400 MHz) & 9.16(s, 1H), 9.02(s, 1H), 8.37(s, 2H),
7.75(d, 2H), 2.95(s, 6H); (+&: 56%)

AN 343. (2-5-([7-{3,5-T}o| 2224~ (RZY A Z Y LD}F2[3,2-c]
v d-2-4 ]9 d)-2-H o] LA Ro]o}FEPd-4-L

'H NMR (DMSO-dj, 400 MHz) 6 9.09(s, 1H), 8.95(s, 1H), 8.31(s, 2H),
7.69(d, 2H), 3.59(t, 4H), 3.30(t, 4H); (<& 54%)

el 344. (29)-2,6-tho] 222 -N-AE-4-[2-{(4-F&-2-M o] FaHo]o}E
2ld-5-d )P EHFZ[3,2-c1F D -7-d AL Eolulo]=

'H NMR (DMSO-ds, 400 MHz) § 9.08(s, 1H), 8.95(s, 1H), 8.27(s, 2H),
8.17(m, 1H), 7.69(d, 2H), 2.90(m, 2H), 0.98(t, 3H); (=& 44%)

AAd] 345, (D-2,6-T}o]ERE -N-o}o| A X 2H-4-[2-{(4-&&-2-A o] &4
HrolotEed-5-d e M)HE}FZ[3,2-cl9 2 D-7-d A Eotwtol =

'H NMR (DMSO-dp, 400 MHz) & 9.08(s, 1H), 8.95(s, 1H), 8.26(s, 2H),
8.12(d, 1H), 7.69(d, 2H), 3.41(m, 1H), 1.00(d, 6H); (& 52%)

A ¢ 346. (D~N-tert-5-8-2,6-t}o| 2 2 ~4-[2-{(4-& A -2-¥}0] & 2 M} 0]
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o}Ed-5-4 MW E}FR[3,2-c]HHA-7-Ld DAL Eo}ro| =
'H NMR (DMSO-ds, 400 MHz) § 9.08(s, 1H), 8.94(s, 1H), 8.24(s, 2H),
7.99(s, 1H), 7.68(d, 2H), 3.40(m, 1H), 1.15(s, 9H) (5*&: 57%)

AAe 347. (9-2,6-T}o)|E 22 -N-(2-3o] ==X E)-4-[2-{(4-Z4-2-%
o] & amololEa d-5-Ae d)H D} F2[3,2-c]H D -7-A 4l Eolulo| =

'H NMR (DMSO-djs, 400 MHz) & 9.08(s, 1H), 8.97(s, 1H), 8.28(s, 2H),
8.11(t, 1H), 7.69(d, 2H), 3.37(t, 2H), 2.28(t, 2H); (& 51%)

AN 348, (H-NN3-Edto|Md-4-[2-{(4-S2-2-5o] S2Mpol o} el -
5-d )AL} F2[3,2-c]HHD-7-4 DAL Eolrlo] =

'H NMR (DMSO-ds, 400 MHz)d 9.16(s, 1H), 8.62(s, 1H), 7.86(s, 1H),
7.76(s, 1H), 7.74(s, 2H), 7.66(s, 1H), 2.69(s, 6H), 2.33(s, 3H); (& 49%)

AX o 349. (D-HE 2-HEA-4-[2-{(4-&4&-2-H o] &M ololEEH-5-Y
) E}FE([3,2-c]Hd-7-d ]z ol E

'H NMR (DMSO-dy, 400 MHz) 6 9.11(s, 1H), 8.86(s, 1H), 7.84(d, 1H),
7.77(s, 1H), 7.73(s, 1H), 7.68(s, 1H), 7.58(d, 1H), 4.00(s, 3H), 3.85(s, 3H);
(& 53%)

AAlo 350. (D-HB 2-FEFL2-4-[2-{(4-F&-2-R o] SR olo}EE D -5~
D)L FE[3,2-c]HHD-7T-d = o] E

'H NMR (DMSO-ds 400 MHz) & 9.13(s, 1H), 8.23(s, 1H), 8.10-
8.04(m, 2H), 7.97(d, 1H), 7.75(d, 2H), 3.93(s, 3H); (& 56%)

AAd 351. ()-9d 3-ZF22-5-[2-{(4-S4-2-H o] AR olol=H -5~
dg ) e} F2[3,2-cloggd-7-d R o] E

'H NMR (DMSO-ds, 400 MHz) & 9.12(s, 1H), 8.90(s, 1H), 8.44(s, 1H),
8.14(d, 1H), 7.86(d, 1H), 7.79(s, 1H), 7.73(s, 1H), 3.94(s, 3H); (Z&: 54%)

AA ¢ 352, (9-¥E 2-F2E-5-[2-{(4-Fa-2-Ro| &AM olo}Eed-5-¢
v e} F2[3,2-c]Hd-7-d R o] E

'H NMR (DMSO-ds, 400 MHz) § 9.11(s, 1H), 8.85(s, 1H), 8.47(s, 1H),
8.14(d, 1H), 7.81(d, 1H), 7.78(s, 1H), 7.73(s, 1H); (& 57%)

AANd 353. (2-N-4-[2-{(4-&&2-2-Ro|&aRololEE D-5-Ld)HE}
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F2[3,2-c]oD-7-d ] Q)H 2 Eofrlo| =
'H NMR (DMSO-ds, 400 MHz) § 9.03(s, 1H), 8.78(s, 1H), 7.97(d, 2H),
7.72(d, 2H), 7.43(d, 2H), 3.10(s, 3H); (& 52%)

AAd 354, (2)-N,N-tho]d8-3-[2-{(4-F&-2- o] &M ololZH-5-Y
P I F2([3,2-cl¥ g d-7-d ]l =olujo] =

'H NMR (DMSO-ds, 400 MHz) & 9.08(s, 1H), 8.84(s, 1H), 8.04-
8.00(m, 2H), 7.76(s, 1H), 7.72(s, 1H), 7.65(t, 1H), 7.55(d, 1H), 3.06(s, 6H);
(& 57%)

Al 355. (2-N~2,6-ttol W d-4-[2-{(4-&&-2-#o] §aMol o} D -5-
M} F2(3,2-c]HAD-7-d ] )G Zolrlol =

'H NMR (DMSO-ds, 400 MHz) & 9.05(s, 1H), 8.99(brs, 1H), 8.83(s,
1H), 7.79(s, 2H), 7.72(d, 2H), 3.12(s, 3H); (&1 51%)

AAld] 356. ()-N-o8-2-d18-4-[2-{(4-&A&-2-Ro]ZAMololZE]Hd-5-
A} F2[3,2-cl¥ 8 d-7-4 1A d Eofulol =

'H NMR (DMSO-ds, 400 MHz) & 9.12(s, 1H), 8.89(s, 1H), 8.45(s, 1H),
8.00(d, 1H), 7.95(d, 1H), 7.81(t, 1H), 7.75(d, 2H), 2.90(q, 2H), 2.76(s, 3H),
1.02(t, 3H); (F&: 51%)

AXd 357. (2)-N-oto]aZ2Yh-2-d-4-[2-{4-F&-2-H o] ShHolotE
g 2-5-gH DML} F2[3,2~c]H HD-7-L A H Eolrjol =

'H NMR (DMSO-ds, 400 MHz) & 8.96(s, 1H), 8.73(s, 1H), 7.94(s, 1H),
7.87(d, 1H), 7.77(d, 1H), 7.64-7.59(m, 3H), 2.61(s, 3H), 0.86(d, 6H); (+&:
53%)

AAd 358, (2)-N-tert-F-8-2-v|d-4-[2-{(4-&&-2-R o] iMoo} EE T
-5-gd )} FZ[3,2-cl9 2 d-7-d ] NA-L Eolrjo| =

IH NMR (DMSO-ds, 400 MHz) 6§ 9.11(s, 1H), 8.87(s, 1H), 8.06(d, 2H),
7.92(d, 1H), 7.74(d, 2H), 7.64(s, 1H), 2.78(s, 3H), 1.16(s, 9H); (F&: 56%)

Ao 359. (2)-N-2-3to| == A E)-2-1d-4-[2-{(4-F&-2-H o] A4
ojo}Z g d-5-de M)W} FZ[3,2-c]HEd-7-d ]l F A Eolrlo] =

'H NMR (DMSO-d;, 400 MHz) & 9.13(s, 1H), 8.91(s, 1H), 8.14(s, 1H),
8.03-7.96(m, 2H), 7.75(d, 2H), 3.98(t, 2H), 3.20(m, 2H), 2.85(m, 1H),
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2.73(s, 3H); (& 50%)

AAd 360. (2)-2-°1]x=-5-[2-{(4-F&-2-# o] & AN ololEED-5-L ] =)
e} F2([3,2-c]9gd-7-gdix o] EE

'H NMR (DMSO-djs, 400 MHz) & 9.01(s, 1H), 8.78(s, 1H), 8.05(s, 1H),
7.97(d, 1H), 7.80-7.70(m, 2H), 7.01(d, 1H), 6.52(brs, 2H)

AAd 361, (2-5-([7-{4-ol]| -3~ (Eo] EFL2WE)HL}IFZ[3,2-c]1H
gd-2-d]rg A)-2-Ro]| AN ololFE) d-4-L |

'H NMR (DMSO-djs, 400 MHz) 6 9.04(s, 1H), 8.79(s, 1H), 7.98(s, 1H),
7.89(d, 1H), 7.80-7.70(m, 2H), 7.06(d, 1H), 6.04(brs, 2H)

AXd 362. (D-5-([7-{4-(1-HE-5-24&-1H-1,2,4-E&}o]o}lZ-4(5H)-Y)
Hd)rF2[3,2-clgga-2-4d ] dH)-2-M o] i ololEH-4-2

'H NMR (DMSO-dj, 400 MHz) 6 9.08(s, 1H), 8.86(s, 1H), 8.64(s, 1H),
8.15(d, 1H), 8.00(d, 1H), 7.80-7.70(m, 2H), 3.44(s, 3H)

A4 363. (-5-([7-{4-(1-otolAX2Y-5-24 -1H-1,2,4-E&}lo]o}&-
46H)-Q)Hd}IF2[3,2-c1HEd-2-L 1 dH)-2-K o] E 2 M o]0l F g D -4~

'H NMR (DMSO-djs, 400 MHz) 8§ 9.09(s, 1H), 8.86(s, 1H), 8.63(s, 1H),
8.15(d, 1H), 8.01(d, 1H), 7.78(s, 1H), 7.75(s, 1H), 4.50-4.40(m, 1H), 1.35(d,
6H)

AA 364. (-5-([7-{4-(cto]AZ 2L EZN) M H R -1-U}F2(3,2-c]F
gd-2-d e dRtojo}E e d-2,4-t}o| &

@A 1 2-(Sol A BN D)-7-(FAAAA-1-DFZ[3,2-c]A AR F
#zo] 1614 AzE 2-(cholo] HA|D)-7-0to] L EF 2[3,2-c]H &

(1.0 mmol)8 EFA (5 ml) €% HH 217 (1.2 mmol), BINAP (4 mole%),
AF t-FEol= (2.2 mmol), ¥ Egx(tio]dl A g oy E)ol et (0)

(5.0 mol®) & 7}eta, AA 7)EEA 12 A7k SoF sE mukslaY. §712

o Bty AYdEE F, dojn AAE Ayt 4 2y 32elEady (n-
At/ E ol E O E=1/1, v/VE AAS A uA|Ge] EAFES A
ST (& 89%).

BN
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DA 20 2-(tholol EA M E)-7-{4-(o}o] AZ 2L H EA) A H 2kl -1-9}
FE[3,2-cl¥ed e &4

A 1A Az 2- (ol EA A E)-7-(F | e} -1-
g (0.8 mmo)Y NN-tio|Hd X Eolulol= (4 m]) § Ao
% (2.4 mmoD)& O TolA 7Fstz, 10 £ F<¢F wutstich o] Hh-g-dlo] o}o)
AT ELS RGOS (10 mmol)& 7}8ta, A-2elM 308 wusigith
g 7tete] w3 FA g F od olAHOER FE3IT) 2 Y
EE A, 7 F2qt H}ZL11€~°§ Az 2 A3 & ARE AhrEst
Atk ZALE Aest A ZY FA29EINY (-8a/dg olAH el E=1/1,
v/VE BAst] A7 e it BASFES AxsA (FE&: 80%).

SA 3 7-{4-(olol2Z R A ED) A eR-1-U)F2[3,2-c]o 2B~
2-B.ddsto =9 T4

A 2004 A Z2F 2-(TFolAEAHE)-7-{4-(o}o] AZZHHEYU)H 7
F2-1-d1F2(3,2-c19d9 (0.5 mmole] HEZso=2F & (5 ml) &
ol 3N @4t 8N4 (5 mDE 7I8tH, A2ddA 2 At 5 asiadtt. 93
Mo FAFAUYEFE TEAS 7tet FIAN F, TS oA FI1EWE
AAstI, AE oA HER FE3UT. FEAE AFEER Aﬂzﬂ,ﬁﬂ, T
Fietauge® Az 92 g ¥, A4S AYESGT. IALE ATt
A 49 32ty (p-Fil/AE ofH ol E=1/1, v/WE AFAEH A7

W o Q4o BAHFEL AZART (FE 91%).

GA 40 (D)-5-([T-{4-(o}o]l 2T 2P ED)AHHA-1-Y}FZ[3,2-c]
g d-2-d g d)RtolotE e d-2,4-tfo] 29 A

SA 3olA Alzxg 7—{4—(0}01iﬁi%"qi?—l)ﬂﬁﬂa}ﬂ—1—?——1_‘}%§
[3,2-c]Hgd-2-7tB&dHdlo]= (0.4 mmo)d =AF (3 ml) &N sololZ
gdiol 2 (0.5 mmol) ¥ B-<&td (0.4 mmoh)S 7tska, 4 A7 B &7
aksiith, Aoz yzte & AAdE nAE Asta, 240 22 MFH5)
i, AZAA A A EAGFES AU (& 80%).

'H NMR (DMSO-d;, 300 MHz) § 8.66(s, 1H), 8.16(s, 1H), 7.85(s, 1H),

7.60(s, 1H), 3.51(m, 4H), 3.43(m, 5H), 1.28(d, 6H)

o

Ao 365 WA 381

Ao 3649 @A 104 AMEg AR il ZEY, 1H g
g 1-vgdgseA, opdd, wWAoy, o' p-oluiu] ZoolE
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9%, 3-olml =Rz o] £3, 5-ohu-2-(Ete] EF L. 2ol W)3) )Y, 4-o}u]
w-2-2229YY, 5-olrx-2-F2 23U, 2-4e] 2N Do}, 3-5]5A]
9ol o}, 3-5d-1-Z2Wo}dl, 3-(Eeto| EF e mol)w Ao}, 2.4-1)
olgzzAelYoldl, L 2-AolQHNDolN S 27 AHgste]l el 3649}
£U% PHoz ANd 365 WX 3819 BA HPEL 27 Az

AN 365. (2-5-{(7T-2EY=F2[3,2-c]¥ g 2-2-d)d A} Moo= -
2,4-t4ol &

'H NMR (DMSO-d5, 300 MHz) 6 8.64(s, 1H), 8.12(s, 1H), 7.83(s, 1H),
7.58(s, 1H), 3.87(brs, 4H), 3.35(brs, 4H); (& 53%)

AA 9 366. (9-5-[{7-F#HFD-1-Q)FZ[3,2-c]HED-2-L} v dH ] x}o]
o}EEd-2,4-tho] &

'H NMR (DMSO-djs, 300 MHz) & 8.59(s, 1H), 8.09(s, 1H), 7.83(s, 1H),
7.57(s, 1H), 3.35(brs, 4H), 1.76(brs, 4H), 1.64(brs, 2H); (& 57%)

AX 367. (9-5-[{7-(4-vEd 2 -1-d)FE[3,2-c]HZD-2-d}IvE
AR ololEEd-2,4-t}o] &

'H NMR (DMSO-d;, 300 MHz) & 8.58 (s, 1H), 8.05(s, 1H), 7.62(s, 1H),
7.42(s, 1H), 3.56(brs, 4H), 2.89(brs, 4H), 2.47(s, 3H); (&' 57%)

AXd 368. (D-5-[{7-FHDolu|x)FZ[3,2-c]HZd-2-gd}H B R} o]o}=
Zd-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) & 12.27(brs, 1H), 8.66(s, 1H), 8.50(s,
1H), 8.33(s, 1H), 7.74(s, 1H), 7.59(s, 1H), 6.89(m, 3H), 7.26(t, 2H); (F&:
57%)

AA e 369. (A-5-[{7-(AAolu)FZ[3,2-clHd-2-g}v g @A R ol o1&
9 -2,4-t}o] L |

'H NMR (DMSO-ds, 300 MHz) § 8.29(s, 1H), 7.83(s, 1H), 7.77(s, 1H),
7.50(s, 1H), 7.41(d, 2H), 7.32(t, 2H), 7.22(t, 1H), 6.65(t, 1H), 4.62(d, 2H);
(&1 57%)

Aol 370. (D-E 4-[2-{(2,4-Tho] SasmololZe|d-5-UDHE}IFZE
[3,2-c]¥gd-7-Ldolr| =]z o] E
~ 'H NMR (DMSO-ds, 400 MHz) 8§ 12.53(brs, 1H), 9.10(s, 1H), 8.81(s,
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1H), 8.43(s, 1H), 7.84(d, 2H), 7.76(s, 1H), 7.63(s, 1H), 6.99(d, 2H), 2.25(dd,
2H), 1.30(t, 3H); (+&: 57%)

A 371. (D-5-[{7-(4-E22 ¥ dopr|x)FZE[3,2-c]Hed-2-d}vEA]
ApojotE e d-2,4-t}o] L

'H NMR (DMSO-ds, 400 MHZ) & 12.59(brs, IH); 8.70(s, 1H), 8.66(s,
1H), 7.75(s, 1H), 7.60(s, 1H), 7.28(d, 2H), 6.90(d, 2H); (&: 57%)

AAld] 372, (2-3-[2-{(2,4-To] & &M olotEd-5-d A} F2[3,2-c]
g d-7-dopr| e iz o] EY

'H NMR (DMSO-ds, 400 MHz) & 12.58(brs, 1H), 8.96(s, 1H), 8.78(s,
1H), 8.39(s, 1H), 7.77(s, 1H), 7.63(s, 1H), 7.43(dd, 1H), 7.28(d, 1H), 7.19(s,
1H); (& 57%) |

AXd 373. (2-5-([7T-{6-(Ego|EF=zvd)ygd-3-Lo}lv| =} F2[3,2-
clggid-2-gd g d)nolotEed-2,4-tfol &

'H NMR (DMSO-ds, 400 MHz) 6 12.57(brs, 1H), 9.35(s, 1H), 8.84(s,
1H), 8.45(s, 1H), 8.32(s, 1H), 7.77(s, 1TH), 7.70(d, 1H); 7.65(s, 1H), 7.30(d,
1H); (7&: 57%)

AN 374, (D-5-[{7-2-E22¥ g d-4-Yov|:x)F 2 [3,2-c]¥ g d-2-Y}
g ol olF D -2,4-T}o] &

'H NMR (DMSO-djs, 400 MHz) & 12.56(brs, 1H), 9.41(s, 1H), 8.83(s,
1H), 8.38(s, 1H), 7.99(s, 1H), 7.75(s, 1H), 7.61(d, 1H), 6.68(s, 1H), 6.63(s,
1H); (57&: 57%)

AN 375. (2)-5-[{7-(6-F2 2 2 D-3-YolH=)F 2(3,2~c]¥ 2| 2-2-}
Agd]RololEed-2,4-10] 2 '

'H NMR (DMSO-ds, 400 MHz) & 12.59(brs, 1H), 8.92(s, 1H), 8.75(s,
1H), 8.38(s, 1H), 8.02(s, 1H), 7.76(s, 1H), 7.62(s, 1H), 7.30-7.37(m, 2H);
(F&:57%) .

AXNd 376. (D-5-([7-{2-(F o] ¥ -2-A)o| D o}u| =} F2[3,2-c]H 2 H-2-
dld g A)RojotEed-2,4-t}o] &

'H NMR (DMSO-ds, 400 MHz) 6 8.32(s, 1H), 7.98(s, 1H), 7.73(s, 1H),
7.48(s, 1H), 7.34(s, 1H), 6.97(s, 2H), 5.94(brs, 1H), 3.66(m, 2H), 3.16(m,
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2H); (& 57%)

AAd 377, (D-5-[{7-3-ulFA| AN Eo}n )FE[3,2-c]Hd-2-d}vd
AR olo} = d-2,4-t}o] 2

'H NMR (DMSO-dj, 400 MHz) 6§ 11.95(brs, 1H), 8.32(s, 1H), 8.00(s,
1H), 7.75(s, 1H), 7.50(s, 1H), 7.18(t, 1H), 6.86(m, 2H), 6.77(d, 1H),

" 5.83(brs, 1H), 3.72(s, 3H), 3.64(m, 2H), 2.90(m, 2H); (58 57%)
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AAe 378. (2-5-[{7-(3-MNL2Wolw] ) F 2 [3,2-c] 2| 9-2-Q) v L el]
ool E e W2 4-Tho] &

'H NMR (DMSO-djs, 400 MHz) & 8.29(s, 1H), 7.92(s, 1H), 7.74(s, 1H),
7.48(s, 1H), 7.16-7.28(m, 5H), 5.97(brs, 1H), 3.58(m, 2H), 2.72(m, 2H),
1.83(m, 2H); (& 57%)

AA ) 379. (D-5-([7T-{3-(Eg}o]EF L2 d)lFolu| =} F2[3,2-c1HEd
-2-4 Mg A)RolotE e d-2,4-tfo] 2

'H NMR (DMSO-djs, 400 MHz) & 8.31(s, 1H), 7.71-7.84(m, 4H), 7.56-
7.59(m, 2H), 7.50(s, 1H), 6.72 brs, 1H), 4.70(d, 2H); (F&: 57%)

AAd 380. (2-5-[{7-(2,4-t}o| S 2 2 ¥ ol x)F 2 [3,2-c]H e d-2-Y}
W gl Kol olFE P -2,4-T)o] &

'H NMR (DMSO-djs, 400 MHz) & 8.54(s, 1H), 8.06(s, 1H), 7.83(s, 1H),
7.64(s, 1H), 7.56(s, 1H), 7.46(d, 1H), 7.36(d, 1H), 6.31(brs, 1H), 3.69(m,
2H), 3.06(m, 2H); (5&: 57%)

A 381, (2-5-[{7-(%0] 28-2- YW} ) F 2 (3,2-c19 4 W -2
QAo o}z W-2,4-Thol &

'H NMR (DMSO-ds, 400 MHz) § 8.30(s, 1H), 7.75-7.83(m, 2H),
7.49(s, 1H), 7.36(m, 1H), 7.25(m, 1H), 7.05(m, 1H), 6.66(brs, 1H), 4.64(s,
2H); (&1 57%)

}é}\] 01] 382 (Z—‘i‘_ [2_{(2,4—3}0]%_{\_&]—01 o].%a] E_S_oéa Eﬂ)ﬂ]%}%i[S,z—c]
52 81-7-2 159271 -1-4 Eofaho] =

WA 10 4-{2-(Tol N SN D) F2[3,2-¢]5 2 W -7-Y) 5 )2} 21 - 1- 4
Eolulol o] G4
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| A 3649 @A 104 AZF 2-(Hold EA v &)-7- (I Hl2}A -1~
ADFE(3,2-c]FZd (1.0 mmoD 1,4-t}o] =4 (5 ml) &Aool A FE cfo]o}
nlo]= (2.0 mmol)S 7}sti, 12A17F E¢F sk8 wukalgic) whgale Ale

N

A AN F, S 7MY O, oE oMAHlER FEIY. FEAL &
FEEZ AAHE ¥, F AR AR olde AHd F, oA
S AtEEEgn. JAE AEgt A 28 ARvtEaRT (p-FAoE o}A
HolE=1/1, vi)E AA st A4 uAde ZASdES A=t (&

51%).

97 20 4-Q2-ERF2(3,2-c]19 2 U-7-)5 H 221~ 1-4 Eoufo) =)
4

9 LA AZE 4-(2-(Fol ) EAM D) FR[3,2-c]5 2 9-7-Q) )
bl -1-AEolrlol= (0.5 mmohel HEzso|=2FE (5 ml) &0 3N
P 8 (5 mDB Fhetel, 42oA 2 Az B ek Wl @
AFAVES $842 st 2R F, A SHelA 471808 AAs
AL olAEClER FESqTh #2AL AFER AFstn, T4 FAE Y
oz A% 2 B ¥, JAe FgEHaAqch S 2 2 2L 2
2etE A (- D obAHCIE=4/1, vE BAT] AL 2 Q4o
EASGE L AxAAG (58 91%).

g4 3 (D-4-[2-{24-THo]|FaAololE D -5-dYd)H B} FE
[3,2-c]9E]d-7-Ld ] g -1-HEolujo] = 9] 74

A 2004 Ax7 4-C-TLFE[3,2-c]Hdg9-7-D)gHgA-1-4
Folrtol= (0.4 mmol)® ZAF (3 ml) |Hof MpojotZEldrio]2 (0.5 mmol)
2 B-<42d (0.4 mmol)-& 7H8kar, 4 AlF 9 5 wRksIgith Aoz
Zrgt 7, A" IAE oAFsta, 24 EE MASIA, dxRAA A 1
Aol BASFES AR (58 85%).

'H NMR (DMSO-d;, 300 MHz) & 8.67(5, 1H), 8.16(s, 1H), 7.86(s, 1H),
7.62(s, 1H), 7.02(s, 2H), 3.48(brs, 4H), 3.23(brs, 4H) '

AAd) 383, (B)-3-HE-4-([7-{3-(EFo|EFQ 2 EA))HL}F=2[3,2-c]
g d-2-d1-vgddd) -1 -9 F=-5(4H)-&

A 1t 2-(FoldlEAHE)-T-{3-(E}o| ZEZ 2 EANAL I FE
[3,2-c]Hg|de] &4
o 2004 Az 2-(tholod| HEAIWE)-7-(4,4,5,5-HEZWE~1,3-
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o] S AR 2 & -2-A)FZ[3,2-c}FEd (1.0 mmoD9 HEZsto| =2 FH/E
(4/1, V/v, 5 ml) & 1-0}0]QE-3-(Eeto|EF L2 W SA)HA (1.2
mmol), BAMIEE (2.2 mmol), Z HEZZ|(Edoldd X a3)ZetF(0)
(50 mol%)-& 7}5kal, A 71F38tolAl 12 AlZE St 87 wisidlt. /715

ﬁ—alo}o:l 7‘?}%%‘1— T, doix e At A Y Z2vEIHY (n-
Ao g ofMElo|E=4/1, v/v)E AHABt] AZM Ut FANFES A
SFE T (& 89%).

'"H NMR (CDCls, 300 MHz) 6 8.90(s, 1H), 8.67(s, 1H), 7.82-7.72(m,
2H), 7.56(dd, 1H), 7.30(d, 1H), 6.97(s, 1H), 5.71(s, 1H), 3.76-3.66(m, 4H),
1.29(t, 6H)

HJ J?L ml

@A 20 7-{3-(Egto] EF 22U EADIHLIFE[3,2-c]Hed-2-7tB &
tsto]l =9 A4

A 1A A= 2-(Ho]o| SAHE)-7-{3-(Eg}to] EF 2
IIF2[3,2-c]1F8 Y (0.5 mmol)e] HE&SEZ2FH (5 ml) & 3N ¢
b Fgd (5 mDE ek, A=olA 2 *]Zl & wykslglity, wkg- Aol g4k
FAUEEF FEAL 7t FeA 3, Y st 7189 E AlA S,
ANd olMHo|ER FE3AUT FEAE 2FEE AASIL, T FAnlay
o7 Az 2 433 ¥ 4H4E AgEHY. IAE At A HAY 3
BulEa#d (n-FA/E otAlE|0]E=4/1, v/v)E AAS] dZdA Q AdA9]
ZASFES AXIATG (F&: 91%).

H NMR (CDCl;, 300 MHz) & 10.00(s, 1H), 9.13(brs, 1H), 8.85(brs,
1H), 7.85(d, 1H), 7.74-7.72(m, 2H), 7.60(dd, 1H), 7.36(d, 1H)

o]

474] 3' (B)-3-v"-4-([7-{3-(Eg}o] EF L2 FEADFH L }FZ[3,2-c]
ayd-2-d]-Agdd) -1H-FJe+E-54 -2 FA

oA 2011*1 AzZE 7-{3-(Exo|E2 2o EANAI I F2[3,2-c]17 g
d-2-7tB & H a0l = (0.4 mmoD9 ZAF (3 ml) £ 3-vE lH—AE‘rZ—
5(4H)-< (0.5 mmol) ¥ B-¥¢&d (0.4 mmoD)= 7}sta, 4 /\]7P =0} 3F
Ahalith Aoz WA F A" 1AE qd9stzn, 24tE 22 A o}
3, AzAA A3 3439 BASFES AXEUT (TE: 85%).

'H NMR (DMSO-dj, 300 MHz) 6 8.85(s, 1H), 8.71(s, 1H), 7.94(d, 1H),
7.87(s, 1H), 7.66(dd, 1H), 7.46(d, 1H), 6.66(s, 1H), 5.13(s, 1H), 2.11(s, 3H)

Ao 384. (D-1-HE-5-([7-{3-(EF| EF LW FADH L} FE[3,2-c]H
gd-2-4d1vdA)olndEed-2,4-t}o] 2
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Al 3839 ©HA 204 A 7—{3—(Eﬂ'°]E—E;*Riﬂi]%’\])ﬂ]‘é}v
Z[3,2-c]¥gd-2-7tn.4dd3lo]|= (0.4 mmole &AF (3 ml) &dof 1-vE
olmt}Z 2 ¥l -2,4-t}0] (0.5 mmol) E B-24ed(0.4 mmoD)L 713t 4 Al 2t
o FF wsgig Aoz Yyze 3, AAE LAE AFeta, 24HH
B2 ARSI, AxAA 43 a4 gASRES AXSGY (&
85%).

IH NMR (DMSO-d;, 300 MHz) & 11.99(brs, 1H), 9.05(s, 1H), 8.75(s,
1H), 8.13(s, 1H), 8.06(d, 1H), 7.97(s, 1H), 7.73(t, 1H), 7.52(d, 1H), 6.47(s,
1H), 3.15(s, 3H)

AN el 385. (D-4-[2-{(24-Thol G a0l o} E A D-5- L) ) L) F 2 [3,2-c]
%2 9-7-2 ] -N,N-cho] 9| @ -5,6-Tho] stol = 23]l W - 1(2H)-H Eolro] =

B 10 4-(C-ERFE[3,2-c]TUL-7-2) -N,N-tho] v} & -5,6-t}o] &}

ol 2y Yd-12H) -2 Zolntol=9] A
HNzd 4ol A Az 7-(1,2,3,6-HEZHto| =2 d-4-Y)F2[3,2-
Hed-2- 7}1ﬂ_om]o}o] (O 35 mmol)= Eﬂea}o}o]cg & (1 mb o =

(@]
[S—1

< xdzﬂo] 7}0}“4 HSE
oF wutgk &, Htg o] BMIFAUYEF FE&ASL Ttete FIANU &, 4
Astil, old olAHO|ER FZE3I3UT 1
tladgos A2 2 Aq3st F, qas 3 5
th S AEst A 3 a2etE Y (p-FAYAE obAlH 0] E=4/1, v/v)
2 AAEt] A2 A FASNFES A=A
'H NMR(400MHz, CDCls) & 9.88(s, 1H), 9.01(brs, 1H), 8.60(brs, 1H),
7.59(s, 1H), 6.63(brs, 1H), 3.98(brs, 2H), 3.49(t, 2H), 286(s 6H) 2.75(brs,
2H); (F&46%)

oft iy ro
u
jg
o
Iy
6
(@3]
o
=
3
=3
nT

a4 20 (D-4-[2-{Q24-Hol & aMelotEd-5-dE ) F =
HA-7-d]-NN-tho]| & -5,6-t}o|dto| =2 9 2] - 1(2 H) - &}
_]

DA 1A AZRT 4-C-EEFZ(3,2-clHFYA-7-¢)-NN-t}o| v & -
olstol =23 g d - 1(2H) A Eolulol= o] A (3 'ml) §He AMo|otE

o]2 (0.5 mmol) ¥ B-¢zhd (0.4 mmoD< 7}3tal, 4 Ak &< &/
AEigith 2o Wad F, AdE nAE s, 2 22 AF 6
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1, AZAA 2GS BAGEES AxTh

'H NMR (DMSO-dj, 400 MHz) & 8.98(s, 1H), 8.56(s, 1H), 7.86(s, 1H),
7.65(s, 1H), 6.63(s, 1H), 4.02(t, 2H), 3.52(t, 2H), 2.79(s, 6H), 2.74(t, 2H);
(F&: 46%)

AN o 386, (D-5-([7-{1-AI)E2Z2YAEY)-1,2,3,6-H|Ez}slo] = 272
Y-4-U}F2[3,2-c]F g d-2-A WG Aol ot 22 W -2,4-Tho] &

SA 10 7-(1-(Alo] 22 2R EEY)-1,2,3,6-HEZso| =2y d-
4-D)FE[3,2-c]Hgd-2-7tB & slo| =9 A

Zhzof 4ol A Az 7-(1,2,3,6-H EZ}slo| =2 g -4-U)FZ[3,2-
clggd-2-7ta g dslo]l= (0.35 mmol)E HIEGSIo|=2F & (1 mb) o =
Q) g Mo AL Egtojddolwl (1.75mmol)E 718 F Alo]Ezzz oA
ZQ g=2dgol= (o 53 mmoD)& HA3] 713t HFETFES F2olA 12

N B WU F, e o] RASLUEE FEAL st FHAD 3,
4% HAA {71808 AR, oY opAFOI=2 SRS FEAE &

22 A4sln, B4 $AIUEoR A 2 ARE F AL BT 53
30 RAE 4207 A AY 22RETAS (-l Y ohaE o E=4/]

v/VZ At Az YAt TASAES A=A

'H NMR (CDCls, 400MHz) & 9.95(s, 1H), 9.03(s, 1H), 8.62(s, 1H),
7.66(s, 1H), 6.69(brs, 1H), 4.17(brs, 2H), 3.66(t, 2H), 2.86(brs, 2H), 2.38(m,
1H), 1.26(m, 2H), 1.02(m, 2H); (& 56%)

DA 20 (D-5-([7T-{1-(Ao] 22X 2FAHEZEY)-1,2,3,6-HEEsIo|=Z
dad-4-YIF2[3,2-c]¥d-2-d D d)Rolo} = H -2 4~-tho] 22 F
%

G 1olA ARG 7-{l-(Alo)E2T2HHEY)-1,2,3,6-HEslol =
2ygd-4-4}F2[3,2-clHgdd-2-7t2 g slo] =9 %At (3 ml) ‘X
MololZgldrio] & (0.5 mmol) ¥ B-¥¢ehd (0.4 mmol)E& 7t3ta, 4 At &
oF BF st Loz Wyz4Ad ¥ AAdE nAE AFdstn, 24 E
2 AFEstn, AzAA A ﬁzﬂz}%%g A =8 T

'H NMR (DMSO-ds, 400 MHz) § 12.71(brs, 1H), 8.98(s, 1H), 8.58(s,
1H), 7.85(s, 1H), 7.65(s, 1H), 6.70(s, 1H), 4.09(t, 2H), 3.55(t, 2H), 2.83(brs,
9H), 2.76(m, 1H), 1.02(m, 4H); (& 49%)

AN 6| 387. (2-N,N-Thol @4~ [2-{(4-S2-2-3}o] S 24po] o} &2 D-5-4
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)} F2[3,2-c]9D-7-2]-5,6-T}el 3| =23 gD -1(2H)-4 Eo}wv}

olx

9A 10 4-2-ELFE([3,2-c]FHd-7-Y)-N,N-t}o| 4 & -5 5-t}o] 5}
ol=2¥d-1(2H) - Eolufo] = 9] §A

o 4ollA AxF 7-(1,2,3,6-HEZSol=2 g -4-Y)F2[3,2-
cld g d-2-7tB.2dlo]l= (0.35 mmol)S EﬂEE‘rO}Ol‘:E g (1 mDod =
Q) g Mo ALoal Egtolddolql (1. 75mmol)§ 7tk & E}Oluﬂ%@ﬁ}y_g
Z=z¢etol= (0.53 mmoD)& HH3] 7F&3ich 81?&"—@ A2 A 1247
¢ wyHkgk & gk o] BAFAUEE F£8AE 718 %‘—i}fqi’_ =, %
ol 4] Tr7l%UHE AAsL, oE ofMHER FE33UT. FERL AF
2 NEsta, 75 FAutavegoz A2 9 g &, gAS A 5F3
o} AL AeEv A 2H aiw}izaM (n-B}/A g o}AlHI 0] E=4/1, v/v)
2 AA S A7 oAt TASTES AU ‘

'H NMR (CDCls, 400MHz) & 9.88(3, 1H), 9.01(brs, 1H), 8.60(brs, 1H),
7.59(s, 1H), 6.63(brs, 1H), 3.98(brs, 2H), 3.49(t, 2H), 2.86(s, 6H), 2.75(brs,
2H); (75 46%)

A 2 (9-4-[2-{(2,4-tho] & HMolo}E R -5-d ) E } F 2
[3.2-c]H 8 D-7-d]-NN-TholH & -5,6-Tto| ste| =2 H D -1(2H) -2 Eo}
olol = 9] A3

gA 1A AR 4-C-ETEFZ(3,2-c]FD-7-U)-N,N-t}o| o & -
5,6-ttolsto| E2H Y D-12H)-BEolrto]=e] 24F (3 mlD) &Hd 2Zod
(0.5 mmol) ¥ &2F oA EHIoE (0.4 mmol)E 7}stal, 4 A7 &< &F wvt
otk Aoz Yztd & AME IAE Aqdgstn, 24k B2 MHsta,
AzAA DAL ZAGHES A=k

'H NMR (DMSO-ds, 400 MHz) § 9.00(s, 1H), 8.58(s, 1H), 7.71(d, 2H),
6.63(s, 1H), 4.02(t, 2H), 3.51(t, 2H), 2.83(s, 6H), 2.80(brs, 2H); (F&: 50%)

AN 388, (D-5-(17-{1-(}o| 22 Z2 YU EY)-1,2,3,6-HEe}eo| =29
Y-4-A}F2[3,2-c]0 A D-2-L L A)-2-Ho] S 2ol o} 2 D-4-2

SA 10 7-{1-(F}o]EFRZT2EAHEY)-1,2,3,6-H EEslo| =2y d-
4-AYF2[3,2-c]¥d-2-7t2 gy slo] =9 A

ZZo 4o ART 7-(1,2,3,6-HEZslo|l =2 d-4-A)F2[3,2-
clggld-2-7tR & dsto] = (0.35 mmoDE EHIEZSIo| =2/ (1 mD) o =
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Q) §do] A2olM Edtolo)doldl (1.75mmoDE 7He F, Alo)ERT2hA
E£Y Z=zglol= (0.53 mmol)E HH3| 715t MHEEFES A
AZE F mukgk & oukg o el AUER F£4AE Ve
74 sl A F71 808 AAS T, olE olAEHlolE Tss},,i A
FEEZ AAsn, ¢ FAadlgeR 1x £ A3 F 488 AdsE
S BAE A A BY AzREIYY (p-BA/lE ohAlH o E=4/1,
vVE AAStY A7 24 FASFES Az

'H NMR (CDCls;, 400MHz) 6 9.95(s, 1H), 9.03(s, 1H), 8.62(s, 1H),
7.66(s, 1H), 6.69(brs, 1H), 4.17(brs, 2H), 3.66(t, 2H), 2.86(brs, 2H), 2.38(m,
1H), 1.26(m, 2H), 1.02(m, 2H); (& 56%)

A 20 (D-5-([7T-{1-(Ae] E2Z2FHEZY)-1,2,3,6-HEZsIo| =2
Hed-4-dIFZ[3,2-c]H g d-2-L v dd)nolotFed-2,4-tho] 29] 3

Al

(-

O

DA 1A AZE 7-[1-(Alo) 222 IHEY)-1,2,.3,6-HEZ 0=
22U -4-A}FZ[3,2-clHYL-2-7tE L d5to] =9 Z4F (3 ml) £H
ttd (0.5 mmol) @ AF oA HCIE (0.4 mmol)E 7}k, 4 AZF B¢ &
wWHkEoh Aoz WZ4E § AMdE AE s, A EE A
Hsl, AZAA DALY BASEES A3

'H NMR (DMSO-ds, 400 MHz) & 12.71(brs, 1H), 8.98(s, 1H), 8.58(s,
1H), 7.85(s, 1H), 7.65(s, 1H), 6.70(s, 1H), 4.09(t, 2H), 3.55(t, 2H), 2.83(brs,
2H), 2.76(m, 1H), 1.02(m, 4H); (& 49%) |

'H NMR(400MHz, DMSO-dy) & 9.00(s, 1H), 8.60(s, 1H), 7.72(d, 2H),
6.69(s, 1H), 4.11(t, 2H), 3.56(t, 2H), 2.84(brs, 2H), 2.75(m, 1H), 1.02(m,
4H); (& 55%)

S

AN 389. (2-2-(fdotrx)-5-[{7-(U-HAEAHDF2([3,2-c]H -2~
drel A RolotE-4(6 H)-2

GA 10 (D-5-[{7-4-dEAAD)FZ[3,2-clggDd-2-d}dd & ]-2-

(vl xo] e )MolotE-4(6H)-2 9 &4
AN 15204 AZ3 (DH-5-[{7-4-dEAHDFZ[3,2-c]F2 D~
2-d v ]-2-#po) L aMfololEEld -4~ (5.02 mmos)e] EE/tho|E2
Zo el (1/1, v/v, 50 ml) & Aol olo]e =g (6.53 mmol), Tho]ojo] A E 2
doldobl (15.06 mmol)= 7}3}, /Q—l%oﬂj\i 24 A7+ ot ‘—’Hl‘él")ﬂ‘:]' =&
Qo] 938 Fx|5t1, tolFR2H AR FE3UTY. FERE LFEE Al
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A F, F FAavgoR dxdn A3 F, A4S AEEEHEUTH
AALE A7 A B8 g2aEady (Do) 229 EH /A e3=50/1, v/v)ZE
AA G FA nAGY FAFRLES AxXSAHTFE: 57%).

'H NMR (DMSO-ds, 300 MHz) & 8.99(s, 1H), 8.76(s, 1H), 7.94(d, 2H),
7.92(s, 1H), 7.75(s, 1H), 7.18(d, 2H), 3.86(s, 3H), 2.86(s, 3H)

@A 20 (9)-2-(0 AU w)-5-((7T-4-HEA A D)F2(3,2-c]F g d-
2-d)dd d)RolotE-4(5H)-29 T4

DA 1A AR (D-5-[{7-4-HIEAHDF2[3,2-c]HaH-2-Y}
g A ]-2-(A o] Q)Ko)otE-4(5 -2 (0.131 mmol)e] ol ELo|EH
(1.0 ml) &doll tiololo]AT 2 HoEo}l] (0.261 mmol), HMFolTl (0.261
mmol)& 7}8ta1, vlo]Z29ojH BEGI|E AFR3lod 145 TollA 2083 vk
A wkgde] 28 Aoz dFxg o5t AdE LAE OMIEL}
olElE MAHF &, Axsle] FAo nAYY TASHES AxIGUHTE
38%).

IH NMR (DMSO-ds, 400 MHz) 6 8.95(s, 1H), 8.75(s, 1H), 7.99(d, 2H),
7.67 (s, 1H), 7.57(s, 1H), 7.31-7.95(m, 5H), 7.20(d, 2H), 4.78(s, 2H), 3.85(s,
3H)

AAle] 390 WA 393

obml, probAl”, @ GEUCl (7N, dlee F)E A7 A}
G $U@ oz Axel 390 WA 3939 FA HYEL A7 AzIL

AAd 390, (-5-[{7-4-"EAHD)F2[3,2-c]Hed-2-d}dd]-2-5
Z g HolotE-4(6H)-2

'H NMR (DMSO-ds, 400 MHz) & 8.89(s, 1H), 8.69(s, 1H), 7.88(d, 2H),
7.71(s, 1H), 7.13(s, 1H), 7.05(d, 2H), 4.11(s, 2H), 3.89(s, 5H), 3.83(s, 2H),
3.62(s, 2H); (5&: 57%)

A4 391. (9-5-[{7-U-AEAHNDF2([3,2~c]Hdd-2-d}dddA]-2-(HA
ol gotu|)Ro)o}E-4(5H)-2

'H NMR (DMSO-ds, 400 MHz) & 8.94(s, 1H), 8.74(s, 1H), 7.98(d, 2H),
7.64(s, 1H), 7.54(s, 1H), 7.19-7.33(m, 8H), 3.88(s, 3H), 3.77(dd, 2H),
2.95(brs, 2H); (& 57%)
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AAe] 392. (D-2-{4-HEA D)ot x}-5-[{7T-(4-HIEA ¥ D)FZ[3,2-c]
Y d-2-d}vg A RxololE-4(6H)-<

'H NMR (DMSO-ds, 400 MHz) 6 8.95(d, 1H), 8.75(d, 1H), 8.05-
7.95(m, 2H), 7.86(d, 1H), 7.75-7.70(m, 1H), 7.59(d, 1H), 7.30-6.95(m, 4H),
6.87(d, 1H), 3.83(d, 6H); (=& 42%)

AAd] 393. (9)-2-oF| =-5-[{7-(4-H|ZA ¥ D)FR[3,2-c]H 2 d-2-¢g}H &
A Rpolo}E-4(5 H)-&

'H NMR (DMSO-djs, 400 MHz) 6 8.85(s, 1H), 8.63(s, 1H), 7.93(d, 1H),
7.68(s, 1H), 7.42(s, 1H), 7.20(d, 1H); (&: 61%)

AN 394, (D-5-[{T-(B-BFLE-4-olo| 2 T2 EANDFZ[3,2-c]9
U-2-Q}e g ]-2- (A Lobu] w)sol ok E-4(BH)-&

A 11 (D-5-[{7-(3-ZF L E-4-olo]AZT R ZAHD)FE(3,2-c]H
gd-2-drdd]-2-(d Mol )Mol ot Z-4(5H)-=9 &4
AAdl 16494 AZZ (D)-5-[{7T-(3-E2FLZ-4-olo]l AT 2 Z A HY)
FR[3,2-clHgd-2-d} v d A ]-2-R o] & LMoo} Z 2 -4-2 (1.2 mmol)
o] oetg/tdolZ2 2 H < (1/1, v/v, 20 ml) &R ool woe (1.57
mmol) tlololol AT 2 FHo o}l (3.6 mmol)S 7}sta, HA2oA 6 A7 &
HEEITEH BE 9o HWE A8k, tho 1ﬁiiuﬂsﬂ°li %‘%6’}%4.
@4% A2FEEZ A & F¢ FArtavEoE dAxsa A9 & o
AsEsioch xS Adeg A A ELEUPEJE}M (D}ol%iiﬂﬂﬁﬂ
[l E2=50/1, v/v)E AAStA FAe] uAGe ZASGHES ARSFATHE
: 93%).
'"H NMR (DMSO-dj, 400 MHz) 6 9.01(s, 1H), 8.81(s, 1H), 7.90(d, 2H),
7.76(d, 2H), 7.41(dd, 1H), 4.73-7.80(m, 2H), 2.85(s, 3H), 1.35(d, 6H)

mlo (o

O
1ol
(¢}

o 2 12 —N 2

SA 20 (D-5-{T-(3-ZF L2 -4-olo| 2T 2 ZAHL)FZ[3,2-c]¥
gd-2-di e A ]-2-(A D opm| )ntol ot E-4(6 -9 &4

S 1A AZF (D)-5-[{7T-(B3-FEFLE-4-olo| 2 X2 ZAHD)FE
[3,2-c]F g d-2-d e A |-2-(H BHLo] Q)M o] o} L ~4 (5 H) -2 (0.093
mmol)®] olo]AZTEZHE (1.5 mD) |Ro XElF rert-FE5AOl= (0.102
mmol), HEolwl dArH (O 102 mmol) 7]—0}—7 4 A7} ot 3% nnkalsd
ot REgde 258 A ZA8a, Tl ERE

10
MU
e
e
[..,
g
mlo
i
oTS
m{o
0{
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HEJZ2 FE8AY FEAL AFEZ AHG F FF ivladigoes A
Z3ta AR & oA S AYFEIT. IAE At A AY I2eEa
e (ol EZ 2o el A/AeHE=40/1, v/V)Z HASI M mA4e] T A3
F=& AXIFAHTE: 30%).

'H NMR (CD3;0D, 400 MHz) & 8.85(s, 1H), 8.61(s, 1H), 7.66-7.75(m,
2H), 7.59(s, IH), 7.29(s, 1H), 7.22-7.27(m; 1H), 4.71¢m, 1H), 3.20(s, 3H),
1.44(d, 6H).

ANl 395. (D-5-[{7-(-EFL2-4-0lo| 2T 2ENHYFZ(3,2-c]19
Y-2-}el g A]-2- (2 - 1- D)ol o Z-4GH) -

AAjd 3949 2A 204 AHER Pldold FAdE Wialstel IRzl
£ WS AIA AAld 3949 B YRR BA FAFET Azs
~ 1H NMR (CD30D, 400 MHz) & 8.85(s, 1H), 8.61(s, 1H), 7.66-7.75(m,
2H), 7.59(s, 1H), 7.29(s, 1H), 7.22-7.27(m, 1H), 4.71(m, 1H), 3.20(s, 3H),
1.44(d, 6H).

Al 396. (2-3-(2-Blo|EEA|NE)-5-[{7-(4-v|FEAH D)F2[3,2-c]H =
d-2-dregd A xolotEed-2,4-t}o] 2

@Al 1 3-(2-3to| = A E)RpolotZ 2D -2,4-tho] 9] §A4

ApolotE g dtto] & (12.8 mmol), 2-0}o] L= &-& (15.1 mmol), B4k
g (17.4 mmol) HEZRY YT F olo]etiol= (1.3 mmoDE olAE (25
mDol] 52 &, 40TColA 10417+ B¢k muketgch e EPES Aoz
zZrgk H, ’“‘E]'O]EE ALg3te] ARt & A E A9t FHFI 2 LYt
FFEL AT o IAE AEst A Y AZvtE AT (n- A/
OVﬂ‘EﬂolE 4/1, v/iv)Z AASY FA o4 BASTES AXIIUT (¢

£:54%).
'H NMR (CDCls, 400 MHz) § 4.00(s, 2H), 3.85(brs, 4H), 1.94(brs, 1H)

A 2 1 2-(TolEANE)-T-(4-HEA A D FZ[3,2-clFdY T

Fzd 194 Az 2-(GoldFAHE)-7-0lo] S =FZ[3,2-c]Hd
(0.2mmol), BIE&7)=(Egteldd L21)%etE(0) (0.02mmol), 4-#FA] 54
224H0.4 mmoD& tholHEAIEQ (2 mDol HU &Nel| oJekg (0.5 m)
o} 2M EAYEF 89 (0.5 mDe 718 ¥, 85C=E 7Fdsto H]A]ﬂ et
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AT B ERE S AROE Y7 H, oE ol HolER A thg,

U T Fntavec® dx 9 34319

qgigt A AY ZRulEady (5-AAlY

Ad olMEHIo|E=4/1, v/V)E AASt] FA AF ZASIES AXIAT
(& 55%).

SA 30 7-4-wEA D) F2([3,2=c ] d-2- 7B g H sloj = o] §HA
SA 2014 AxE 2-(TGoldEA ME)-7-(4-HEAHD)FZ([3,2-c]7
9 (0.1 mmoD9] HEglslol=2F & (1 ml) £ 3N F2F 844 (1 mb)
7bsted, AdZeA 2 AlZE <t WY vk Ao BAFAUER £4

A Jhstod FEHAID F, A st {F71RWE AASL, B oM EH O E

Feodo. FE2AS AFEE AFHS, F5 Fvtavses Ax ¢

B F, A4S FE F }01 AN A FASHES AU
(& 84%).

DA 4 (D-3-(2-8F)=EFA N E)-5-((7T-(4-AEAHE)FZ(3,2-¢]1¥
gd-2-d) g d)nolotEe|d-2,4-tho] 9] A

@A 3 Az 7T-A-vEAEDFR(3,2-c]F YD -2-72 & 5
o] (0.lmmoD)®] ZAF (2 mD) &Qo TA 1A #AxF 3-(2-3fo] =F A0
@)HtolotEed-2,4-0]2 (0.2 mmol) R B-¢ehd (0.2 mmol)& 7}k, 4
AIZE B BF wukEdt. deem WA4Ag ¥, 58 vkstx, AAdE nAE
o B3t3, ARAA LA FIAE At A -7,4_24 Fzateady (-8l
g olAEH o E=4/1, v/V)E Zﬁﬂ?s}o% T oA BASYES AxEA
o (& 30%).

'H NMR (CDCls, 400 MHz) & 8.92(s, 1H), 8.72(s, 1H), 7.84(d, 2H),
7.81(s, 1H), 7.24(s, 1H) 7.13(d, 2H), 4.33(t, 2H), 4.04(t, 2H), 3.93(s, 3H)

ANd 397, (D-5-[{(7-(4- NS ANDFZ[3,2-c]% 2] 9 -2- L} ok A]-3-7
g-2-so] SdololE e U -4-2

AAle 3969 @A 3o AzT 7-(U-HEAHDFZ(3,2-clFgd
-2-7tB.&Hstol= (0.08 mmol)e] ZAF (5 ml) &Fo] N-HlE=thd (0.08
mmol) ¥ AF oMAEH o] E(0.08 mmol)& 7}3ta, 4 /\] 2+ B¢t 357 wwkegl
o 4eos UnE -3, A4E 1S dFsln, x4 22 A¥sn, AZ
A A A3 TAde BASFES A= S (& 75%).

'H NMR (DMSO-ds, 400 MHz) & 9.02(s, 1H), 8.76(s, 1H), 8.00-
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7.90(m, 3H), 7.78(s, 1H), 7.16(d, 2H), 3.87(s, 3H), 3.41(s, 3H)

AN el 398. (D-5-[{7-@-(N DAk A DFZ [3,2-c19] 2l A-2- L}l )-
2-Hjo] & Aol H e U -4-£

Ao 239 @A 204 Az T-{4-(HERl )HL]IFE[3,2-c]T
g d-2-7te¢dsle]= (0.11lmmol)e =4 (ImD) £ Hof] 2-Ko]Q3|FEQ]
(0.13mmol), 2F ©°FAH]E (0.11mmol)2 7183, 5417 &<t #F muks}
Aot Loz Pztst =, AAE IAE AGstn, 24T B2 AF, AzRA
A At FA9 uARe FASFEES AxEGUT (5F&: 87%).

'H NMR (DMSO-ds 400 MHz) & 12.61(brs, 1H), 11.84(brs, 1H),
R.97(s, 1H), 7.75(s, 1H), 7.97(d, 2H), 7.88(s, 1H), 7.44(d, 2H), 6.53(s, 1H),
2.56(s, 3H)

AN 6l 399. (D-5-[{7-(6-EF L2 W-3-DFL[3,2-c]N YW -2-A} Y
A1-2-#o] Sholu G2 A-4-2

AAd 1539 @A 2004 AFF 7T-(6-FTFLEINYI-3-D)FE(3,2-
cl¥gd-2-7tpddslo]= (0.12mmol)8] 4t (Iml) & dof 2-Mo] 3G E
¢l (0.14mmol), 2% oFAHI°|E (10.12mmol)& 7}8l1L, 5412 B¢ 8%
et Aoz ¥z & AAE IAE AFsta, 243 E2 AFE, A
ZAA AT FN TAGY TASNFES AZSFATG (& 88%).

'H NMR (DMSO-ds 400 MHz) & 12.61(brs, 1H), 11.97(brs, 1H),
8.91(s, 1H), 8.68(s, 1H), 8.14(d, 1H), 8.08(s, 1H), 7.87(s, 1H), 6.52(s, 1H)

AAle] 400. (9-5-[{7-G-HISAHDFZ[3,2-clgd-2-d}vdd o=t}
ZFgd-2,4-t}o] &

Aol 269 @A 204 Az 7-Q-wHSAHDFE[3,2-c]HHYD-
2-7tB < d5teo]= (0.12mmol)¥ ZAF (Iml) €Fof 3JHEQ] (0.14mmol), &
F olAHolE (0.12mmol)& 7}t 5A1ZF B FHF wuksiich o=
Wzhgk 7, QA" IAE A, 24 B2 ME, AXAA A FA9
DA EASFES AZXIAT (5 21%).

'H NMR (DMSO-ds, 400 MHz)d 9.96(s,1 H), 9.19(s, 1H), 8.91(s,1 H),
8.18(s, 1H), 7.51~7.49(m, 3H), 7.10(s, 1H), 3.86(s, 3H)
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AN 401. (D-4-[2-{(2,4-Tho] Sl o} &) A-5- A M W) F 2 [3,2c]
¥ g g -7-2 ] -N+2-3}0] = E A o] &) Zo}u}o] =

A 1 #E 4-{2-(Fold FA M) FZ[3,2-c]F 2 d-7-)ull =z ¢]
.“

A

i

E9 A4

Zhzd 1 A AxF 2-(Tojd| EA W E)-T-0lo] L EF =2 [3,2-c]3] &
9 (1.0 mmol)¢} HIEZSIO| =2 F&/E (4/1, v/v, 5 mlD) &Rl 4-(HE A7}
BA)ALHEEA (1.2 mmol), BAMYEE (2.2 mmol), ¥ HEZ7]|A(Eeto] 5
dX23)ZgE0) (6.0 mol%)E 7Fetl Aok &/ wwksidith F715& £
3o AgEE F, Aol MHE At A ZAE I 2etEIHRY (-4l
g olAE|olE=4/1, v/v)E AASt] A2 U4 BASFES AXFN
o} (& 84%).

DA 2 4-{2-(Tol EAHE)FR[3,2-c]HB D -7-L)l =4k A
Al 1ol Az WE 4-{2-(Fold EAHE)FR([3,2-c]Hgd-7-
)i zollo]E (0.6 mmol)e] HEZSto|E2FS/HEE (1/1, 6 mlD) |Qof
3N FAUEE 894 (3 mDE 718te], 2ol Hok untsiin. ¢tk ot
ANA F71&uE A A, ‘40}9}5 < B2 gAY 50 1IN g4t
T%" S pH 3-471x H7MAIZ F tolE22HRIoRE Tga}mq 2Z0
TER ]740]'-1——’ T ibntavlgod dxdtn A#fg &, AR

Foto] AFAN DALY BAGFES AZS (& 58%)

¥

l

on
oH
7Dl-

Itfl rﬂlO

DA 3 4-{2-(To) N EAHE)FE[3,2-c]¥ PP -7-L}-N-(2-3}o]| =
E Ao d)ul =otuto] = o] A
GA 2004 AT 4-{2-(To]AEAHD)FE([3,2-c]HYd-7-)A
ZAr (0.176 mmol)$} o g0}l (0.352 mmol), (NZEgto]ol&E-1-AdZADHE
ali (ctolgotr| i) E2E 5 IALEF Q2 I 2 0]E (0.176 mmol), tholot
olAX =z Eoldl (0.352 mmol)d] NN-thold|d X Eolulo]= (1.5 ml) &
& A4 1%171} S wuksllth B vteke whgE FX % F, g o}
MHCIEE 7tste F&Es8ta, F5A4S 7 SAYEFCE dx ¥ 0414'0]'_7
%0“3 =39 oz AL E At A FE AReEIHY (-4
g olAH 0| E=1/1, v/VE AASt] WA nAte] ZASEES Axstt
TE:56%).

B 4 1 4-2-ERFE[3.2-c]H Y P-7-Q)-N-(2-8to] EZ Ao D)l
Zojujol20) G4
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A 304 AZF 4-C- (o)A EAHE)FR[3,2-c]FD-7-Y)-N-
(2-3lol=E Ao ")l Zo}ulo]= (0.1 mmol)2] EHIEZ}3|ol=2F & (1.5 mD&
Mol 3N FArE (0.5 mDE 7F3tx, 80 CTollA Aok mutalgitt, wkglo] ebAk
UYEE T8YE 7Heto %—5}/«1? 5, A stlA Fr1 g AAS L, ol
ZZZAEHIZ FEUS. FE2IS B2 A & 75 3idoiave
o2 Azt ARst,; EHE FH3G T oA WALE HejgkAd 2 3
ZrlE a9 (tol Z2 29 E A/ eE-2=30/1, v/VE HA Gl WA 5349
ZASNLES AxATHES: 85%).

'H NMR (CDsOD, 400 MHz) 6 8.84(s, 1H), 8.61(s, 1H), 7.98(s, 4H),
7.05(s, 1H), 5.75(s, 1H), 3.76(s, 2H), 3.56(s, 2H).

24 5 1 (D-4-[2-{(2,4-Tho] FaMololEE|d-5-dY i) E F 2
[3,2-c]H B8l -7-L]-N-(2-3}o]| =F Al o &)l Zo}rlo] = 9] §HA]

A 401%1 AZe 4-2-ELFZ([3,2-c]HHI~-7-Y)-N-(2-5lo] =&
Aleg)ywl Zolrlo] = (0.081 mmol)e ZAF (2 ml) &Y HKololFeldrjo]
(0.089 mmol), B-<ad (0.089 mmol)E 7}t Hok F WutstATH A=
o7 Yz &, AAE 1AE Adnstn, 24T EE MY, dzRAA A9
aAArY EAFFES AZSATHEE: 73%). :

'H NMR (DMSO-djs, 400 MHz) & 9.08(s, 1H), 8.87(s, 1H), 8.66(s, 1H),
8.10(s, 3H), 7.84(s, 1H), 7.69(s, 1H), 4.79(s, 1H), 3.57(s, 2H), 3.36(s, 2H).

O

AAld 402 B 403

ANG 4019 ©A 1604 AFEF ojegoltle oAt Tzgopw,
2 ofolaZzWolRE 27 ALgstel AAldl 4013 FUF PHoE Ao
402 3 4039 EA BTGB 27 Azsgch

AA 9] 402. (D-4-[2-{2,4-HFolF 2R ololE D -5- L D)} F 2 [3,2-c]
vEd-7-d]-N-Z2 gy =olulol=

'H NMR (DMSO-ds, 400 MHz) & 9.08(s, 1H), 8.87(s, 1H), 8.67(s, 1H),
8.09(s, 3H), 7.87(s, 1H), 7.71(s, 1H), 3.29(s, 2H), 1.56-1.60(m, 2H), 0.9 (¢,
3H); (& 88%)

AX 6| 403, (D-4-[2-{(2,4-To] 2 A}oloFE I W-5- L) W) QY F 2 [3,2-c]
72 Y -7-2 ]-N-0}o] A X 2 Gyl Zolujo| =
'H NMR (DMSO-ds, 400 MHz) 6 9.08(s, 1H), 8.87(s, 1H), 8.43(d, 1H),
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8.09(s, 3H), 7.88(s, 1H), 7.72(s, 1H), 4.13-4.18(m, 1H), 1.22(d, 6H); (F&:
80%)

AA 6] 404. 7-(4—tert-F83D)-2-(3-FFL2HD)FZ[3,2-c]¥d

@A 11 2-B-EF2HY)-7-clol LEFZ{3,2-c]F Do A

3,5-ttoloto]l e =P -4-& (5.0 mmol), 1-oERJIY-3-ZF o =Wl
(6.0 mmol), R Atst2(D (3.5 mmoDE FF I (30 mhol Y11, 6 A7t
T4 FF urtaglo, vk EIAES A20E Y4sta, dolEE ALSSd
AFg F, ARE A FFH 2 2dFY FgREE AT IAE A"
SlAEO]ER SMstn, FEYoly, & R LFEE AUE AHY F, 55
FAvlavEoR AF 9 A3 gAS FE8 Jojz JALE Al
A Ay 3F2otEaHT (p-HAA G o MEH O E=10/1, v/V)E HA3l A
A 2 A EASRES AXSIUAT (5&: 68%).

DA 2: T-(4d-tert-FEHAE)-2-3-ZFL2HID)FZ([3,2-c]Hgd 9
&4

A 14 AEE 2-(3-EFQZHY)-7-0lo] LEFEZ[32-c]7
(1.0 mmoD) 2] BHIEgtslo]l =2 F&/E (4/1, v/v, 5 ml) 8| 4-rtert-F-Eud
HEAF (1.2 mmol), AU EE (2.2 mmol), € BHEZIA(Ego)ddEAH)
Z2+5(0) (5.0 mol%)E 7tstx, 12417 5 3F wuksiach f712¢ 2
3o ZAYEE 5, 4ol ALE Ayt A A8 I=2eEaYH (n-FAH/
g olAEHOE=4/1, v/V)E HAS AW odAte] ZAINFEL A XY
o (78 82%).

'H NMR (CDCls, 300 MHz) § 8.91(s, 1H), 8.72(s, 1H), 7.88(d, 2H),
7.63(m, 3H), 7.46(m, 2H), 7.17(s, 1H), 7.11(m, 1H), 1.42(s, 9H)

A A4 405, N-[5-{7-(4~tert-F-aHD)FE2[3,2-c]¥d-2-A} ¥ g A-3-
U oM Eolujol =

A 1. N-{(5-(7-0}o] @ EF2[3,2-c]F 2| ¥-2-2) 7 2] 9 -3- 2 }o} Al
Eolulol=9] §A4 .

3,5-tololol o £H @Y -4-& (5.0 mmol), N-5-9 e}l daad-3-4)
olM|Eoluto]l= (6.0 mmol), @ A7) (D (3.5 mmolD)E F+ Hdd (30
mDell =9 6 A B¢ FF it v EFEL Aoz Yzt

AetolES AHgate] BT T, RS AY Hse] 24 02U FYE
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2 AUtk ANE oY olAHIER HHF T, YRULF, B, L 2FE
2 AAE ARY £ R4 JUFINGOE A 3 oA w AL 55

—10/1, v/v)i 7321]0}04 pakAg 9_%"8«1 FASEES 21]_/‘13?‘5}915} (&
49%)..

Al 20 N-[6-{7-U-tert-FEHAD)FZ[3,2-c]HEd-2-d}d g~
3-dJotA Eolulo] =g) A4

DA 1914 AzE N-{5-(7-0}0]LEFZ[3,2~c]H e d-2-)v g gl -
3-g}otA| Eotulol= (1.0 mmol)d] HEzslo| =2 FA/E (4/1, v/v, 5 ml) &
Mol 4-tert-2DHALEEA (1.2 mmol), BANIEF (2.2 mmol), L EEE}y)
A(EgtoldAd L 23)Z2E(0) (5.0 molw) S 7}8kar, 12417 £9F 88 muks}
Aok F715E BYdtd ZdEE F, Aozl A E At A Y 32nE
AT (n-AAH/ D olMEl0]E=4/1, v/v)E AAFY A7 o YAre] EA
EES AZIINY (F&: 80%)

'H NMR (CDCls, 300 MHz) & 8.93(s, 1H), 8.89(s, 1H), 8.75(s, 1H),
8.63(s, 1H),.8.18(s, 1H), 7.87(d, 2H), 7.61(d, 2H), 7.23(s, 1H), 2.25(s, 3H),
1.41(s, 9H)

Ao 406. 1-[5-{7-(4-tert-F-EHQ)FZ[3,2-c]¥gd-2-U} e D-3~
d]1-3-wdfrelof

A 1 5-(7-°}0| LEFZE[3,2-clHgd-2-I)F g d-3-0o}71 9] FA

3,5-tjololoje =9 gd-4-& (5.0 mmol), 5-°e}¢lYdgd-3-0}
(6.0 mmol), 2 A2 D (3.5 mmoDE F g™ (30 mhol 54 6 Azt
¢ BF g, g EFEES F2oE Y4sta, dgolEE ALE3lY
A T ARG e FEl %.“”"O"?J_"‘*Q] JAES AT 7‘“}‘? e
oAl ER MG 3, dEYoly, &, @ £AFEE AHE AHG F, F
g Fivladlgez 42 2 ARsdt. 98 FFsld o FAE A
g7t A A48 FZetEaHT (n-#4HAE olMEI 0 E=10/1, v/v)E B A s
AZA 2d4e RASFES AU (& 56%).

. A 2: 5-{7-(4~tert-FBIHDF 2[3,2-c]Fetel-2-Y 3 gl d-3-0}
g9 34

DA 194 FAE 5-(7-olo] L EEZ[3,2-clHed-2-d)7 g H-3-
ol7l (1.0 mmol)9] HIEZtto|=2FF/E (4/1, v/v, 5 ml) &H 4-tert-F
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%-Iﬂ‘éii“ (1.2 mmol), BAMIEE (2.2 mmol), ¥ HEZI|X(Edoldd
23)ZE(0) (5.0 mol%)S 7Fstal, 12A13F & &7 st #7)5
Ta st s s F, 4ol AE AEgt A Y A2etEOY (-
Aol 8 olAEH o E=4/1, v/V)E AASt AZM AN FANILES A
SFATE (& 62%).

'H NMR (CDCls, 300 MHz) & 8.86(s, 1H), 8.69(s, 1H), 8.56(s, 1H),
8.12(s, 1H), 7.87(d, 2H), 7.61(d, 2H), 7.43(s, 1H), 7.18(s, 1H), 3.88(s, 2H),

1.42(s, 9H)

HJ J9L ml

A 3: 1-[6-{7-U-tert-F-EHALD)FZ[3,2-c]lHgd-2-¢ v g d-3-
o ]-3-sdfFeloty A
DA 2004 Az 5-{7-(4d~tert-FEHAD)FZ[3,2-c]Hgd-2-Y} 3
U-3-0}9 (0.1 mmol)Y HEgslo]l=zES (1 ml) £Ho| o}o] LA Clo}E
A (0.12 mmol) 7tsbil, A2oA FHof wyksgitl, wWgs g sisho] wks
€ FAT F, AdE TAE AFsta, g ofEHIER AHG gg, Ax
aho] uf Ay ﬂx—'ﬂ*ou ZASFES AZSAT (78 80%).
'H NMR (acetone-ds, 300 MHz) & 8.95(s, 1H), 8.91(s, 1H), 8.85(d,
1H), 8.67-8.74(m, 2H), 8.48(d, 1H), 8.38(brs, 1H), 8.12(d, 1H), 8.04-
7.97(m, 2H), 7.71-7.61(m, 2H), 7.56-7.55(m, 1H), 7.49(s, 1H), 7.32(t, 2H),
7.04(t, 1H), 1.43(s, 9H)

2]
Ll

=

AAl 407, 2-FIFA-5-{7~(4-FA-3,5-tfol v Do DF 2 (3,2-c] ¥ Q-
2-d)9Eg-3-odl

-«

SA 10 5-(7-0}o] L EFE[3,2-cl¥gd-2-4)-2-H| EA| g g d-3-0}
gl

3,5-ttolotol e =AW -4-2 (8.77 mmol)d ¥4 g (50 ml) &
of 5-oletdd-2-vSAFgd-3-0}7 (8.77 mmol) R ArsFUD (5.7
mmoDE 7Fstal, A 72 StellA 7 AIZE B #SF adsgith, W ds
FeoZ Yzt & oFstal, JdE 7Y 53U IAE " oMlEﬂ o]
ER Mg gg, dEYolr, B 2 AFEZ AR A
naglgoz Ax 2 7 A
goHl2 (30 mDolA] 2 A7 B A2 wwursle], AAE uAE OM
Z3te dgt mA 1343 ixﬂg}ﬁaa AzsA T (& 51%).

'"H NMR (CDCls, 400 MHz) & 8.76(s, 1H), 8.69(s, 1H), 8.14(s, 1H),
7.34(s, 1H), 7.01(s, 1H), 4.06(s, 3H), 4.00~-3.90(m, 2H)
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A 20 2-HHA-5-{7-(4-v|§A]-3,56-tho| B d)F 2 [3,2-c]F &
d-2-d}9gd-3-o}7

DA 1olA AFT 5-(7-0}o] L EFE[3,2-c]H g U-2-Y)-2-H| E A
g d-3-o2 (0.27 mmol)¥ EFA/ANEHE/E (5/1/2, v/v, 2 ml) |
3,5-toldE-4-d9EAHAY HEA (0.32 mmol), EAMYEEF (0.68 mmol), &
HE 7 (Egtol g d XA FHF(0) (5.0 molwn)E 7+staa, A4 773l A
4 A1y ok 8% wdtsidth 47152 BEste] EEE E, 493 FAE
ol olAEHIo]ER M Hsto] v nA|te] EAGFEE AZRSUT (&
63%).

'"H NMR (CDClz, 400 MHz) & 8.82(s, 1H), 8.58(s, 1H), 8.14(s, 1H),
7.56(s, 2H), 7.28(s, 1H), 6.97(s, 1H), 4.06(s, 3H), 3.95(brs, 2H), 3.82(s, 3H),
2.42(s, 6H)

AAle 408. 2,4-Tho|EF Q2 -N-[2-W5A]-5-{7-(4-H 5 A]-3,5-T}o| W L 7]
DF2(3,2-cl¥ 2 d-2-4}19 2 a-3-d A Eolutol =

AAled 4074 AzF 2-wEA-5-{7-(4-HEA]-3,5-THo|dE FHd)
FRI[3,2-clHgd-2-9}3 gD -3-0}71 (0.04 mmoDe] tho]FZ 2 EH S (1
ml) fAo)| thololol Az 2 HoEo}T] (0.12 mmol)T} 2,4-tlo]ZF o 2ulAAd
E£d Z2Fol= (0.05 mmoD)& AHIHRE 7tstod, oAl Hof wwtsllt.
kg do S UIsla, dE oA HCER FET & FEAE AFEE AMH
2, ¢ 3dviadgoes Ax 2 A3g £, RS I ESFeigint. AL

A7t A A9 ZZ2etEIHY (a-HAA/E otAEH o E=2/1, v/v)E A A
te] u)|ga uAgde) BASFES AXSAT (58 75%).

H NMR (CDCls, 400 MHz) & 8.88(s, 1H), 8.77(s, 1H), 8.66(s, 1H),
8.25-8.05(m, 2H), 7.65-7.55(m, 2H), 7.10(t, 2H), 6.97(t, 2H), 3.83(s, 3H),
3.77(s, 3H), 2.43(s, 6H) - : '

¢ oy o

O

AN 409, N-[2-H15A-5-{7-(4- %A1 -3 5-Chol LA DF 2 [3,2-c15 2
Y-2-9}9 2 9-3-A | g4 Eolwtol =

AAld 40790 AxzF 2-vIFA-5-{7-(4-H FA|-3,5-Hol B Hd)
F2[3,2-c]¥dD-2-4}9gd-3-ot01 3} AGHEY FEH|EE A
AAje 4083 LT WRHOR v nAde BASEES ARG, (¢
& 50%).
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'H NMR (CDCls, 400 MHz) & 8.86(s, 1H), 8.77(s, 1H), 8.63(s, 1H),
7.98(s, 1H), 7.60-7.50(m, 2H), 7.12(s, 1H), 4.13(s, 3H), 3.82(s, 3H), 3.49(s,
3H), 2.41(s, 6H)

AR 6 410, (D-5-[1-(7-U- BN ADFZ3,2-c] 2l d-2-L)ol Dl el 1%
ololE e W-2,4-Tho] &

Fzo 594 Az z& 1-(7-0}o] R EF 2 [3,2-c]H D -2-Y)el| k&
(1.0 mmol)9] HEZSto|=2FH/E (4/1, v/v, 5 ml) &H 4 AlEld R
Z24F (1.2 mmol), L’\‘}L}E% (2.2 mmol), 2 HE=7|X(EztolddX iﬂ)%
250) (5.0 mol%)& 7I8tx, Hof &/ mutsidlth #F715& £t #Y
FE 5, 4o AAE AdEgst A Ay ZEvENY (n-A4HAE 01-/‘1]51]
o]E=4/1, v/V)2 AAZA dZN 2] ZASFES AXFHUT (F&:
45%).

A 1:1-(7-(4-ASA ) F2[3,2-c]F g D-2-D)oll &2 2] A
2=
o=

DA 2 1 (D-5-[1-{7-4-HSAHNDFE[3,2-c]FeD-2-L}ol D&
gl J4lololZ e P -2 4-t}o] 2] A
oA 101]*1 Azg 1-(7T-G-AEAHDFZ(3,2-c]FHed-2-d)ol &
2 (0.4 mmoD® ZAF (3 ml) £ MololZgdr}o]l2 (0.5 mmol) ¥ B-%
")r‘d (0.4 mmoD)& 713k, 4 Azt B¢ 8F atsdoy, o=z Jzhsk §
AR DAE AP, A B2 AHEtn, AzAA A3 TG &
AstdES AZSIAY (F&: 45%).
1H NMR (DMSO-ds 400 MHz) § 12.45(brs, 1H), 8.99(s, 1H), 8.73(s,
1H), 7.90(d, 2H), 7.84(s,1 H), 7.14(d, 2H), 3.86(s, 3H), 2.76(s, 3H)

Ao 411, (9-5-(1-[7-{6-HFA-5-(Eo| EF 22 d D) d-3-U}FE
[3,2-c]¥E]d-2-d ] e dxtolo}ZEd-2,4-T}o] 2

AN 4109 @A 104 ALES 4-d XL EEAS YAaste] 6-1
EAl-5- (Ea}olg—?&iﬂla)ﬂa‘a—&y_%ﬁ% S A1A Ao 4103 FY
g wUyoz TA FFEL AU

'H NMR (DMSO—dg, 400 MHz) & 12.45(brs, 1H), 8.99(s,1 H), 8.73(s,
1H), 7.90(d, 2H), 7.84(s,1 H), 7.14(d, 2H), 3.86(s, 3H), 2.76(s, 3H); (&
40%)
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AAld 412, (9)-2-{(2,4-to] &Aool d-5-dE d)u|E} -NA2-H| 54|
H)FZ[3,2-c1H g D-7-7}E | o}ulo] =

A 10 2-(thol]ll EA P ") -N-2-v A F D) FZ[3,2-c]H D -7-7}

- BAlolutol=

Zzd 6ollA AxF 2-(dold ESAH)FR[3,2-c]Hd-7-7} 224
(0.301 mmol)9 NN-told ' X Eolulo]=(3 mDe £do p-olyrd
(0.392 mmol), (MzZEzo|olE-1-4dZA)-Ega-(Yolrdolu )T AT F
IANEF LI E2HO]E(0.301 mmol), TojofolaZ 2 Ho dotrl(0.905 mmol)
S J}ata, Ao Aok mwteic wkg o] B8 s}sta, tholo "o =
2 FEIAY. FEAEL A5 EER AF L, T FAvUEeE L AA
3tx, o3 2 AG FFAA Lol JAE AHE A AY A=2eEad
(n-3AH/AE ofMEo]E=1/1)E AHASA u|FA 1z TAIILES AZ
sttt (78 45%).

@A 2: 2-2 Y -N-2-HEAHD)FZ[3,2-c]H Y D-7-F+E A o}njo] =
o A

GA 1A AZRE 2-(HoldEAME)-N-C-AEAHL)FE[3,2-c]
AYd-7-7t 5 Aotuto]l = (0.135 mmol)2] HEZHEOJ=ZF & (2 ml) &N
3N @A 82 (0.6 mDE 7}t 45 CTolA 2 A1zF ¢ wwralgich, wrgon
of BAFAUEFE F8AL /et FIA F, 4% sllA #7180 E A
Asti, GolF2 R EHJLE FZFUTE. FEHLE 2T AHsa, FF
FAvladlEe® Ax 2 Aq43e F, 4A48 AEEsgth. e AEt
A Ay Z2EIHY (p-Fil/ g otAlEH 0| E=2/1, v/v)Z AHAF B3}
A aAde) EASTES AXSAT (58 80%).

'H NMR (CDCls, 400 MHz) 6 10.00(s, 1H), 9.91(brs, 1H), 9.47(s, 1H),
9.24(s, 1H), 8.63(dd, 1H), 7.75(s, 1H), 7.12(m, 1H), 6.99(m, 2H), 4.12(s, 3H)

9A 30 (9-2-{2,4-TFo] & aMololEEd-5-dd)H e} -N-(2-H &
AlH)FR[3,2-c]H D -7-7HEA|o}ufol = 9] A

24 2014 AR 2-EH-N-C-vEAHLD)FE(3,2-c]HYHD-7-7}+
EAolulo]=  (0.054 mmol)el ZAF (2 ml) |Ho] MojolZgdrie] L
(0.0702 mmol) & B-<¢&hd (0.0702 mmol)& 7}8ta, 4 A7k E<¢F 37 wt
it d2o2 WZ4d & AAE 1AE Asta, A B2 M HEta,
AZAA AFA 1A ZASFES AU (58 57%).

'H NMR (DMSO-dj, 400 MHz) & 12.68(brs, 1H), 9.70(s, 1H), 9.20(s,

135



10

15

20

25

30

35

WO 2014/017803 PCT/KR2013/006581

1H), 8.92(s, 1H), 8.08(d, 1H), 7.84 s, 1H), 7.69(s, 1H), 7.19(m, 2H), 7.02(dd,
1H), 3.85(s, 3H)

AA e 413 WA 422

Al 4129 DA 1A AFE& o-olAIDE thAIEtH m-olyAld,
p-olUAIY, Rdolvl 4-Z22HlAolYl, 4-mSAMFotql Ay, Hdg
o7l wi”olyl FAtA 3-Hg-1-Z2Holwl, & Alo]ZF 2 Mol g 747t A}
g3tod AAld 4128 FLS BHoE HAld 413 WA 4229 A PSS
Z+zt A 238k T

AAo 413. (9-2-{(2,4-T}o]SaAololZED-5-LH UL} -N«(3-H 5 A|
Hd)F2[3,2-cl¥ g d-7-FtFA|o}mfo] =

'H NMR (DMSO-ds, 400 MHz) § 12.65(brs, 1H), 10.53(s, 1H), 9.20(s,
1H), 8.56(s, 1H), 7.86(s, 1H), 7.70(s, 1H), 7.44(m, 2H), 7.30(dd, 1H),
6.74(dd, 1H), 3.78(s, 3H); (&: 16%)

- AAd 414, (D-2-{(2,4-Ho]SaR oot ET D -5-Ud 2 MH ) -N-(4-H 5 A

HFZ[3,2-cl¥d-7-7HF A o}rjol =

'H NMR (DMSO-ds, 400 MHz) § 12.65(brs, 1H), 10.42(s, 1H), 9.19¢s,
1H), 8.85(s, 1H), 7.87(s, 1H), 7.72(m, 3H), 6.97(d, 2H), 3.77(s, 3H); (&
18%)

AAdl 415, (D-N-FE-2-{(2,4-To| SaMolotEE|d-5-d )} + =2
[3,2-c]9ED-7-7HE A ofrto| =

'H NMR (DMSO-ds, 400 MHz) & 12.69(brs, 1H), 9.14(s, 1H), 8.75(s,
1H), 8.49(brs, 1H), 7.85(s, 1H), 7.66(s, 1H), 3.37(m, 2H), 1.62(m, 2H),
1.42(m, 2H), 0.94(t, 3H); (&1 27%)

AAl 416, (D-N-(4-2229d)-2-{(2,4-Tho| LA oo} U -5-A 2 &)
HE}F2(3,2-c1HYd-7-71F A o}njo| =

IH NMR (DMSO-ds, 400 MHz) § 12.67(brs, 1H), 9.16(s, 1H), 9.11(brs,
1H), 7.84(s, 1H), 7.66(s, 1H), 7.41(m, 4H), 4.58(d, 2H); (48 27%)

AAd 417, (D-2-{2,4-Thol &AM oo} Z e e -5-U & e)o| & } ~-N~(4-H| E-A]
HA)F2[3,2-c]HYD-7-7H5Aolv}ol =
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'H NMR (DMSO-dp, 400 MHz) § 12.66(brs, 1H), 9.14(s, 1H), 8.96(brs,
1H), 7.79(s, 1H), 7.82(s, 1H), 7.65(s, 1H), 7.35(d, 2H), 6.92(d, 2H), 4.51(d,
2H), 3.74(s, 3H); (&1 24%)

Al 418. (9-5-{(7-(HHALD-1-FtEE)F R [3,2-c]9 AL -2-D)H LA}
olopEE d-2,4-To] &

'H NMR (DMSO-djs, 400 MHz) & 12.72(brs, 1H), 9.11(s, 1H), 8.53(s,
1H), 7.84(s, 1H), 7.67(s, 1H), 3.73(m, 2H), 3.25(m, 2H), 1.65(m, 4H) 1.46(m,
2H); (7&: 34%)

AA o 419. (29)-2-{(2,4-To] &aMololEEd-5-A )} -N-HN e F=
[3,2-c]¥FD-7-F}F Al o}mlo] =

'H NMR (DMSO-djs, 400 MHz) & 12.70(brs, 1H), 9.14(s, 1H), 8.74(s,
1H), 8.64(brs, 1H), 7.85(s, 1H), 7.65(s, 1H), 7.29(m, 5H), 3.61(m, 2H),
2.95(m, 2H); (7&: 36%)

AAo  420. (29-2-{24-To] LM ololEed-5-Lde )} -N-HdF=
[3,2-c]¥] 8| D -7-F}E A o}u}o] =

'H NMR (DMSO-dp, 400 MHz) § 12.70(brs, 1H), 9.14(s, 1H), 8.77(s,
1H), 8.53(brs, 1H), 7.85(s, 1H), 7.64(s, 1H), 2.91(d, 3H); (Z&: 19%)

AAd 421, (D-2-{(2,4-To]SaHRololEEd-5-Led)rd} -N(3-sd =
ZYU)FRI[3,2-c]HYEB-7-F1E A o}ulo]| =

'H NMR (DMSO-djs 400 MHz) 6§ 12.70(brs, 1H), 9.14(s, 1H), 8.76(s,
1H), 8.57(brs, 1H), 7.86(s, 1H), 7.66(s, 1H), 7.26(m, 5H), 3.40(m, 2H),
2.71(m, 2H), 1.92(m, 2H); (& 62%)

AN 422, (2-N-Alo]E28A-2-{(2,4-T}o]| &M o]olEE d-5-L & )|
G}F 2[3,2-c]9gA-7-F+E A olulo] =

'H NMR (DMSO-ds, 400 MHz) 8§ 12.69(brs, 1H), 9.13(s, 1H), 8.74(s,
1H), 8.32(d, 1H), 7.86(s, 1H), 7.67(s, 1H), 3.88(m, 1H), 1.97(m, 2H), 1.77(m,
2H), 1.64(d, 1H), 1.38(m, 4H), 1.24(m, 1H); (& 39%)

AAd 423. (2)-N-2-vI5A#E)-2-{(4-F&-2-K o] SaHelolEYd-5-d
) E}F2(3,2-c]H 2 2-7-715 A ofwtol = |
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AA 4129 @A 20014 Az 2-ED-N-2-HEAFL)FE([3,2-
clF g gd-7-7FE Alolnto]l = (0.054 mmol)¥ ZAF (2 ml) £ =Zogd
(0.0702 mmol) E A& F oHAEIolE (0.0702 mmoD< 7}shat, 4 A7+ &<+ 3
F ouNksilh Aoz Yzdk ¥ A" 1AE AP, 248 E2 A
Asta, AZAA FA a1 TAFLES AZEFIAY (F&: 47%).

'H NMR (DMSO-ds, 400 MHz) 6 13.85(brs, 1H), 9.73(s, 1H), 9.22(s,
1H), 8.92(s, 1H), 8.08(d, 1H), 7.77(s, 1H), 7.72(s, 1H), 7.20(m, 2H), 7.02(dd,
1H), 3.86(s, 3H); (F&: 47%)

AAd] 424 WA 433

NG 4129) B 104 AEE o-olUAHE tAFA m
prob AR, Rolyl, 4-222Rdoly, 4-HSA Mo, Jd, Aol
opel, Wigolwl @abel, 3-sidl-Zzdoly), @ Alo]ER A Polul e 7zt A}
galo] Aaldl 4233 AW PHOR AAd] 424 WA 4339 EA YL
27k A5

AN 424, (D-N-@B-HEAHD)-2-{(4-F&-2-K o] &iH o]0l d-5-Y
)} F2[3,2-c19ZD-7-7}E A o}njo| =

'H NMR (DMSO-ds, 400 MHz) § 13.83(brs, 1H), 10.57(s, 1H), 9.22(s,
1H), 8.88(s, 1H), 7.76(s, 1H), 7.73(s, 1H), 7.49(s, 1H), 7.44(d, 1H), 7.30(dd,
1H), 6.75(dd, 1H), 3.78(s, 3H); (& 19%)

AN 425. (2)-N-4-HEAFE)-2-{(4-&2-2-R o] S aMol o} d-5-Y
) e} FZ[3,2-c]H Y D-7-FHEA| o}mlo] =

'ff NMR (DMSO~ds, 400 MHz) & 13.84(brs, 1H), 10.46(s, 1H), 9.21(s,
1H), 8.88(s, 1H), 7.75(m, 4H), 6.97(d, 2H), 3.78(s, 3H); (4:&: 21%)

AN 426. (9)-N-FE-2-{(4-&2-2-Ro]&iMololZE d-5-d & )W e}

FR[3,2-c]¥ED-7-7HE Al o}vlo] =

'H NMR (DMSO-djs, 400 MHz) & 13.77(brs, 1H), 9.15(s, 1H), 8.76(s,
1H), 8.54(brs, 1H), 7.73(s, 2H), 3.40(m, 2H), 1.65(m, 2H), 1.43(m, 2H),
0.96(t, 3H); (& 23%)

AN G 427, (9-N-4-2220A)-2-{(4- 4240 S 2ol ol Ee W-5-9
2 )Y} F2[3,2-c]5) 2 @-7-F1 & A ofwpol =
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'H NMR (DMSO-d, 400 MHz) § 13.83(brs, 1H), 9.18(m, 2H), 8.82(s,
1H), 7.72(d, 2H), 7.45(m, 4H), 4.58(d, 2H); (& 27%)

Ao 428. () -N-(4-dEA113)-2-{(4-FA&-2-Ro] FA R0l o} =T A -5-Y
g )} F=2(3,2-c]¥ 2 D-T7-715 A ofujo| =

'H NMR (DMSO-dj, 400 MHz) § 13.80(brs, 1H), 9.16(s, 1H), 9.06(brs,
1H), 8.80(s, 1H), 7.71(d, 2H), 7.38(d, 2H), 6.93(d, 2H), 4.52(d, 2H), 3.73(s,
3H); (781 25%)

AN 429. (9-5-[{7-(@HHA-1-7FRD)FZ[3,2-c]1H Y D-2-A}v| g ]-
2-#po] S aMtololE e d-4-2

'H NMR (DMSO-d;, 400 MHz) 6 13.79(brs, 1H), 9.12(s, 1H), 8.55(s,
1H), 7.73(s, 1H), 7.71(s, 1H), 3.74(m, 2H), 3.25(m, 2H), 1.65(m, 4H) 1.47(m,
2H); (& 25%)

AN ¢ 430. (D-2-{(4-&2-2-M o] &AM ololZEA-5-A ] ) ed} -N-H o]
dF2(3,2-c]¥d-7-F1=A|o}ulo| =

'H NMR (DMSO-ds, 400 MHz) & 13.73(brs, 1H), 9.16(s, 1H), 8.75(s,
1H), 8.72(brs, 1H), 7.73(s, 2H), 7.33(m, 5H), 3.63(m, 2H), 3.00(m, 2H); (
&1 19%)

AA 4 431, (D-N-vE-2-{(4-&42-2-R o] L&A ololEEd-5-de d)v e}
FZ[3,2-c]HHYPD-7-FIE A o}ulo] =

'H NMR (DMSO-ds, 400 MHz) 6 13.68(brs, 1H), 9.15(s, 1H), 8.78(s,
1H), 8.59(brs, 1H), 7.71(s, 1H), 7.70(s, 1H), 2.92(d, 3H); (&: 38%)

A 432, (2)-2-{(4-&2-2-H o)L rMololEd-5-L ) d}-N-3-
HEZ2Y)FE[3,2-c]H B d-7-F1E A o}mlo] =

'H NMR (DMSO-ds, 400 MHz) 6 13.72(brs, 1H), 9.16(s, 1H), 8.77(s,
1H), 8.61(brs, 1H), 7.72(s, 2H), 7.24(m, 5H), 3.41(m, 2H), 2.73(m, 2H),
1.98(m, 2H); (7&: 43%) |

AR 4] 433. (2 -N-Ato]E22AA-2-{(4-S4-2-R o] aMo|olZ=g U -5-U g
I} FE([3,2-c]H D -7-71E A o}rjol =

'H NMR (DMSO-d,, 400 MHz) & 13.84(brs, 1H), 9.14(s, 1H), 8.76(s,
1H), 8.32(d, 1H), 7.72(s, 1H), 7.70(s, 1H), 3.88(m, 1H), 1.99(m, 2H), 1.78(m,
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2H), 1.64(d, 1H), 1.39(m, 5H); (+&: 19%)

AA e 434. (D-5-[{7-(Alo] SR X2 LA ERIDFZE([3,2-c]H D -2-¥} €

© AlAololEed-2,4-Thol 2

DA 10 7-(Alo] ERZ 2 HA ERRIY)-2-(Tho]o| EAH R)FZ[3,2-¢c 1
gde A

zo 104 Az 2-(Thol) EAHE)-7-clo] S EF 2 [3,2~c]g W
(0.23 mmol), EgtolHdEAHA (0.08 mmol) ¥ 22=372(D) (0.10 mmol)
2 24 Egtolddold (3 mhell Q) fdo] v A(EFo|HdEAR)TaE
(D tho]ZZeol= (0.02 mmol)& 7t3ted 208 S ALolA mukalgich
HS EF S Alo]Zzz 2ol E A (0.69 mmol)S AA3 7t F 60CE
stdstel 12417 B mwhagith e EdES Loz Wasn, oY of
AHOER 3% T, 23 A3UREE §9, & 2 252 AH= M FH
3 T, B sibvlodlgo 2 Az 4 AT AdE &3 dojR F
AM2 Aest A Ay 3zeEadg (p-RAdE oA E=10/1, v/V)E
A AN QU BAFEES AU (& 66%).

'H NMR (CDCls, 400 MHz) & 8.80(brs, 1H), 8.63(brs, 1H), 6.87(s, 1H),
5.69(s, 1H), 3.68(m, 4H), 1.54(m, 1H), 1.28(t, 6H), 0.93(m, 4H)

BA 20 7-(Ate) 2R Z2 P EAD)FE(3,2-c]H P -2-7 B &l 3}o]
=9 P4

97 1004 AZF 7-(Alo) 22T 2 BRI -2- (ol ZA A D) F
2(3,2-c]92d (0.15 mmol)e] HEZFI=ZFED (1 ml) S 3N FA
F89 (1 mDE 7hatod, AeolA 2 A7k B makagich Wg o] s
HEE F8AL Jtete] T3 F, Y stolA #F7189E AAsL, oE
olHoER FEUATY. FEAE 23 E AHsta, F FAviavgoR
Az R AF3d F, A4S G sFHc A LI FARZEE A=

AT (& 84%).

DA 3 (D)-5-[{7-(Atol 2T 2P e d)F2(3,2-c]FHgdd-2-¢}
g Mool Ze d-2 4-t}o] 2] FAd

DA 2004 AZF T-(Ao|EFRET R ERIY)FR[3,2-c]FYHd-2-7
Bagstol= (0.1 mmol)® ZAF (1 ml) |0 HololEedrio] (0.2
mmol) 2 B-2atd (0.2 mmol)& 7}8t1, 4 A B 7 wmuksiich AL

07 34T F, A4E nAE AFsta, 24 B2 AAE, dxAA v
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24 nAGe) 2AGRE S AxNAD (581 80%).
'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H), 8.98(s, 1H), 8.55(s,
1H), 7.84(s, 1H), 7.62(s, 1H), 1.74(m, 1H), 1.04(m, 2H), 0.95(m, 2H)

AA) o 435 YA 474

AAldl 4349 @A 1014 AR AtolERZ 2 oM EAE 44l
AtolE 2ot g, Aol 22 FHotMEd, 1-Aetdd-4-v|EA A, 3,3~
JiE-1-F8<l, 1-3Eed, 4-odedL-qaa-ESo]EFL2EF4, 3-9
Bl Yd-a,0,0-ET}o) E2FL2EFF A, 2-dEILotHE, 3-dEd oy, 1-
NEtAL-3-FF 2294, 1-odedd-4-ZFL29A, 2-d 1L gd, 3-
Netd A, 4oL -NN-THol v Hopd A, 1-o eI Y -4-H| EA]-2-7
gulAdl, -9t Y -3,5-tho]d EAP A, 3,4-Tho] EF 2 H ot g, 1~
ERRIGUZ g, 4-o e Y-1-SFLE2-2-d A, 2-eJLEFA, 1-F
22-2-oel A, 3-stol=FAjg oA Ed, 1-EtQ1Y-2,4,5-Eg}o]H
gA, 3,4-to] S E N BA, 1-FH-4-o et glAl, 4-f e dwd
oM EUCIEH, 3-(Eto] S F2HFANF ot E A, N~(4-elA L5 d)wl
gl Eolrtol =, 3-olERRIYdH o) EY, 1-odEil-1-d-4-Z 2 F WA, 4-9
SAH Do, 2-cE1Ld-1,3,5-Eto|u g, 2-deldild ¢z &,
2-olegtddotd ™, 3.4'-ToldEAIHE oA E A, 2-cgdYd-AxHo|EH,
4'-ofo]2Z2d3d oML, 2-c I d-YZ &, 1-(4-etd L -=d)-
Hgd, 2 1-AEQL-2-(Ego| EF L2 EANAS 747} AFR-5l] A A
4349 LT W om A 435 WA 4749 FA HFES A7 AxA
o

AN 435, (D-5-[{7-(lol 22 AR FADFE[3,2-c1 e} D-2- A} Y
A]HolobE el Y -2 4-Thol &

'H NMR (DMSO-ds, 400MHz) & 12.68(brs, 1H), 8.98(s, 1H), 8.54(s,
1H), 7.83(s, 1H), 7.62(s, 1H), 3.05(m, 1H), 2.04(m, 2H), 1.80(m, 4H),
1.66(m, 2H); (55&: 56%)

AAld] 436, (D)-5-[{7-(AlojE2AANERJIWFZ(3,2-clHed-2-4}Hd
A]RpololEF P -2,4-Ho] 2

'H NMR (DMSO-ds, 400MHz) § 12.68(brs, 1H), 8.98(s, 1H), 8.54(s,
1H), 7.83(s, 1H), 7.63(s, 1H), 2.88(m, 1H), 1.91(m, 2H), 1.78(m, 2H),
1.63(m, 2H), 1.45(m, 4H); (& 49%)
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AA 4 437. (D-5-([T-{(4-HEAH D) ERJ A} FZ[3,2-c]1HHH-2-L H &
RololE e d-2,4-t}o] &

'H NMR (DMSO-dps, 400MHz) & 12.64(brs, 1H), 8.97(s, 1H), 8.63(s,
1H), 7.80(s, 1H), 7.60(s, 1H), 7.54(d, 2H), 7.00(d, 2H), 3.77(s, 3H); (&
54%)

A ¢ 438. (2-5-[{7-(3,3-Tto|HEHENRI-1-W)FE[3,2-c]Hd-2-L} v
gl xtojolEe|d-2,4-1o] &

'H NMR (DMSO-ds, 400MHz) 8§ 12.62(brs, 1H), 8.98(s, 1H), 8.52(s,
1H), 7.82(s, 1H), 7.62(s, 1H), 1.42(s, 9H); (& 61%)

AAldl 439. (9-5-[{7T-(AEA-1-DFZ[3,2-c]H 2 d-2-U}r L A ] #o] o}
E8d-2,4-tho]

'H NMR (DMSO-ds, 400MHz) § 12.67(brs, 1H), 8.99(s, 1H), 8.56(s,
1H), 7.81(s, 1H), 7.61(s, 1H), 2.59(t, 2H), 1.69(t, 2H), 1.11(t, 3H); (&
55%)

AAd 440, (D-5-{(7-[{4-(Eo|EF2HD)¥ d}lEAL]F2[3,2-c]¥
2 d-2-d)rd AR ol ot Ed-2,4-T}0] 2

'H NMR (DMSO-ds, 400MHz) 6 12.73(brs, 1H), 9.12(s, 1H), 8.80(s,
1H), 7.91~7.85(s, 4H), 7.70(m, 2H); (& 67%)

AN 441. (D-5-{(7-[{3-(Ego|ER 2 v &) 2} EIYIFE[3,2-c]H
g d-2-d)dd Mool EFed-2,4-t}o] L

'H NMR (DMSO-ds, 400MHz) & 12.72(brs, 1H), 9.10(s, 1H), 8.77(s,1
H), 8.00(s, 1H), 7.95(m, 1H), 7.90(m, 2H), 7.77(m, 1H), 7.69(m, 1H); (&
45%) '

Aol 442, (2-5-([7-{C-EA A DAL} F2[3,2-c]F P D-2-4]+d
Aol olE2 Y -2,4-Tho] 2

'H NMR (DMSO-ds, 400MHz) § 12.70(brs, 1H), 9.06(s, 1H), 8.70(s,
1H), 7.87(s, 1H), 7.68(s, 1H), 7.59(m, 1H), 7.48(m, 1H), 7.18(d, 1H), 7.05(,
1H), 3.93(s, 3H); (F&: 42%)

AAle) 443. (D-5-([7T-{(3-HEAH Q)N AL} F2[3,2-c]9ED-2-< W&

142



10

15

20

25

30

35

WO 2014/017803 PCT/KR2013/006581

RololE e P -2,4-T} o]

'H NMR (DMSO-ds, 400MHz) & 12.72(brs, 1H), 9.08(s, 1H), 8.74(s,
1H), 7.89(s, 1H), 7.69(s, 1H), 7.43(m, 1H), 7.24(m, 1H), 7.21(m, 1H),
7.10(m, 1H), 3.83(s, 3H); (& 45%)

A e 444, (D-5-([TAG-EF L2 D)ABALIFZ[3,2-c]FH D -2-4 ]
dd)RolotEd-2,4-t}olZ

'H NMR (DMSO-ds, 400MHz) & 12.72(brs, 1H), 9.10(s, 1H), 8.76(s,
1H), 7.88(s, 1H), 7.68(s, 1H), 7.55(m, 1H), 7.50(m, 2H), 7.40(t, 1H); (5*&:
39%)

AA 6 445, (2)-5-([7T-{4-EF .29 ) eI} FE([3,2-clHFA-2-L 1
di)RolotEed-2,4-tho] 2

'H NMR (DMSO-ds 400MHz) & 12.72(brs, 1H), 9.12(brs, 1H),
8.79(brs, 1H), 7.89(s, 1H), 7.73(m, 2H), 7.67(s, 1H), 7.38(t, 2H); (& 41%)

A 446, (D-5-[{7-(AQ-2- LA DF2[3,2-c]9 P H-2-L )G
AlsololE el A -2,4-cho] &

'H NMR (DMSO-djs, 400MHz) & 12.72(brs, 1H), 9.12(s, 1H), 8.80(s,
1H), 8.70(m, 1H), 7.95(m, 1H), 7.88(s, 1H), 7.75(m, 1H), 7.69(s, 1H),
7.51(m, 1H); (7&: 41%)

AAo  447. (2)-5-[{7-(HZD-3-LANERID)FZ[3,2-c]HEd-2-d} &
A ]RfololEed-2,4-t}o] &

'H NMR (DMSO-ds, 400MHz) & 12.73(brs, 1H), 9.10(s, 1H), 8.87(s,
1H), 8.77(s, 1H), 8.68(m, 1H), 8.07(m, 1H), 7.88(s, 1H), 7.69(s, 1H), 7.56(m,
1H); (7§ 47%) ‘

AN ¢ 448. (2)-5-([7T-{(4-(FoldDo}r] )W DA ERI Y} FE[3,2-c]H D -
2-d]v @)oot Eed-2,4-t}o| &

'H NMR (DMSO-ds;, 400MHz) 6 12.58(brs, 1H), 8.96(s, 1H), 8.44(s,
1H), 7.98(d, 2H), 7.77(s, 1H), 7.62(s, 1H), 6.77(d, 2H), 3.05(s, 6H); (&
38%)

AAd 449, D-5-([T-{¢-AFA-2-H Lo D) A L} F 2 [3,2-c] =D -
2-d o MRojobE e d-2,4-Tho] 2
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'"H NMR (DMSO-ds, 400MHz) & 12.70(brs, 1H), 9.03(s, 1H), 8.71(s,1
H), 7.84(m, 1H), 7.67(s, 1H), 7.55(d, 1H), 7.00(s, 1H), 6.88(m, 1H), 3.82(s,
3H), 2.58(s, 3H); (& 38%)

AAldl 450. (D-5-([7-{B,5-FoldIFA A )Nt L} F 2 [3,2-c]F E) D -2~
d]vdd)RolotE2-2,4-To] 2>

'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H);-9.06(s,1 H), 8.70(s,
1H), 7.87(s,1 H), 7.67(s,1 H), 6.80(s, 2H), 6.64(m, 1H), 3.81(s, 6H); (&
39%)

Aol 451, (2)-5-([7-{(3,4-To| EF L2 )N L} F2[3,2-c]¥ Fd-
2-4ld R} D -2,4-Tho] 2

'H NMR (DMSO-ds, 400MHz) & 12.82(brs, 1H), 9.09(s, 1H), 8.74(s,
1H), 7.85(m, 1H), 7.78(m, 1H), 7.71(s, 1H), 7.67(s, 1H), 7.63(m, 1H),
7.55(m, 1H); (& 41%)

AA o 452, (-5-[{7-(GZ2H-1-LAERIDFZ[3,2-c]FZD-2-¢}H g
] RfololE e d-2,4-T}o]

'H NMR (DMSO-ds, 400MHz)- 6 12.74(brs, 1H), 9.10(s, 1H), 8.86(s,
1H), 8.63(d, 1H), 8.09(m, 2H), 7.95(d, 1H), 7.91(s, 1H), 7.79(t, 1H), 7.77(s,
1H), 7.70(m, 1H), 7.64(m, 2H); (& 42%)

AR 453. (D-5-([7T-{4-EF 2 2-3-vdH Q)N U}IF=2[3,2-c]1H A
-2-d]v g )R ololEe d-2,4-t}o] 2

'H NMR (DMSO-d; 400MHz) § 12.71(brs, 1H), 9.06(s, 1H), 8.70(s,
1H), 7.87(s, 1H), 7.66(s, 1H), 7.63(m, 1H), 7.54(m, 1H), 7.29(m, 1H), 2.30(s,
1H); (& 47%)

AN 454, (9-5-[{7-(-BBABADFZ[3,2-c]7 & d-2- Ayl QA o]
oFE e Y-2,4-Tol & |

'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H), 9.07(s, 1H), 8.75(s,
1H), 7.89(s, 1H), 7.69(s, 1H), 7.62(d, 1H), 7.41(m, 2H), 7.33(m, 1H), 2.61(s,
31D ; (58 429%)

AAe] 455. (D-5-([7T-{2-E22H Q) EAY}F2[3,2-c]FHD-2-4]"E
dAxolotEE d-2,4-THo] 2
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'H NMR (DMSO-ds; 400MHz) & 12.71(brs, 1H), 9.12(brs, 1H),
8.80(brs, 1H), 7.85(s, 1H), 7.79(d, 1H), 7.68(m, 2H), 7.52(m, 1H), 7.48(m,
1H); (7&: 40%)

AAld] 456. (2)-5-([7T-{(3-8}e ]| =F A= DN Y} FZ[3,2-c]HED-2-Y]
g @)RpololFed-2,4-tho| &

'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H), 9.85(s, 1H), 8.00(brs,
1H), 7.94(s, 1H), 7.30(m, 1H), 7.09(m, 1H), 7.02(s, 1H), 6.91(m, 1H); (&
47%)

AR 457. (D-5-([7T-{(2,4,5-EgtolddH D)NEJAL}F2[3,2-c]1H D -
2-d]dgd)MololEEd-2,4-o|

'H NMR (DMSO-ds, 400MHz) § 12.68(brs, 1H), 9.03(s, 1H), 8.69(s,1
H), 7.85(s, 1H), 7.67(s,1 H), 7.41(s, 1H), 7.16(s,1 H), 2.51(s, 3H), 2.25(s,
3H), 2.23(s, 3H); (& 42%)

ANl 458. (2-5-([7-{(3,4-THol E2Z 2 H ) ERJIUIFZ[3,2-c]HHH-2-
dlvgd)RolotEd-2,4-To] 2

'H NMR (DMSO-ds, 400MHz) 8 12.72(brs, 1H), 9.09(s, 1H), 8.74(s,
1H), 7.92(m, 1H), 7.86(s, 1H), 7.78(m, 1H), 7.67(s, 1H), 7.62(m, 1H); (&
40%)

AAe 459. (D-5-([7-{4-FEH )AL} FE[3,2-c]9FD-2-LHE
Mol okEE A -2,4-Tho] &

'H NMR (DMSO-dj, 400MHz) 6 12.71(brs, 1H), 9.05(s, 1H), 8.70(s,
1H), 7.86(s, 1H), 7.66(s,1 H), 7.57(m, 1H), 7.33(m, 1H), 2.65(m, 2H),
1.59(m, 2H), 1.34(m, 2H), 0.92(t, 3H); (& 36%)

AAd 460. (D-2-{4-([2-{(2,4-To| SaMololET D-5- U ML} FE
[3,2-c]1o g2 -7-d]o Rl D ot ELto| EF

'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H), 9.07(s, 1H), 8.74(s,
1H), 7.87(s, 1H), 7.69(m, 3H), 7.49(m, 2H), 4.16(s, 2H); (& 45%)

AA Y 461. (D-5-H{(7-[{3-(ETo]ZF L 2HEA)H d} eI 1FZ[3,2-c]
¥ gd-2-g)d g A} ool e d-2,4-t}o] 2
'H NMR (DMSO-ds, 400MHz) 6 12.70(brs, 1H), 9.09(s, 1H), 8.76(s,
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1H), 7.86(s, 1H), 7.69(m, 2H), 7.61(m, 2H), 7.53(m, 1H); (F&: 47%)

A 462, (9-N-{4-([2-{(2,4-To| SR olo}ED-5-L D)L} F =
[3,2-c]92-7-d] e D) e d Eolulol =

'H NMR (DMSO-ds, 400MHz) 6 12.70(brs, 1H), 10.19(s, 1H), 9.01(s,
1H), 8.71(s, 1H), 7.87(s, 1H), 7.64(m, 3H), 7.56(d, 1H), 7.31(d, 2H), 7.22(d,
1H), 3.10(s, 3H); (F&: 45%)

AR 463. (9-3-([2-{(2,4-To]SaMolo}Ze|A-5-de ML} FE[3,2-
clggd-7-d]d eIz} EY

'H NMR (DMSO-ds, 400MHz) & 12.71(brs, 1H), 9.09(s,1H),
8.75(s,1H), 8.13(s, 1H), 7.92(m, 2H), 7.86(s, 1H), 7.73(m, 1H), 7.67(s, 1H);
(& 42%)

AN 6 464, (2-5-([7-(4-Z2BH DAL} F2[3,2-cI0 Bl D -2-Q WY
@) o] o} 2] Y -2,4-rho] &

'H NMR (DMSO-ds 400MHz) & 12.71(brs, 1H), 9.05(s, 1H),
8.71(s,1H), 7.87(s,1H), 7.66(s,1H), 7.57(d, 2H), 7.33(d, 2H), 2.63(m, 2H),
1.62(m, 2H), 0.92(t, 3H); (& 45%)

AAlH 465. (29)-5-([T-{(4-AEA H D) eI Y} FZ[3,2-c]HH-2-L]0E
A)xtolo}EelYd-2,4-tho] 2

'H NMR (DMSO-ds, 400MHz) 6 12.69(brs, 1H), 9.03(s, 1H), 8.68(s,
1H), 7.85(s, 1H), 7.65(s, 1H), 7.56(d, 2H), 7.04(d, 2H), 4.11(m, 2H), 1.36(t,
3H); (7&: 39%)

AA o 466. (D-5-[{7T-(AAI LA ERIA)FZ[3,2-c]H D -2-L} v A R} o]
olZgd-2,4-t}o] &

'H NMR (DMSO-ds, 400MHz) & 12.67(brs, 1H), 9.03(s, 1H), 8.71(s,
1H), 7.84(s,1 H), 7.68(s,1 H), 7.02(s, 2H), 2.53(s, 6H), 2.30(s, 3H); (&
41%)

AAe) 467, (2-5-{(7-[{2-Blol=EA W E)v )} e IFZ[3,2-c]H=d
-2-g)dld A RtojolEFE d-2,4-t}o] &

'H NMR (DMSO-ds 400MHz)) § 12.70(brs, 1H), 9.07(s, 1H),
8.75(s,1H), 7.86(s, 1H), 7.68(s, 1H), 7.62(m, 1H), 7.53(m, 2H), 7.37(m, 1H),
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5.45~4.85(m, 1+ 2H); (& 41%)

AX o 468. (2-5-([7T-{2-°Iv DA ERNL}IFZ([3,2-c]Hd-2-d]dE
A)ojolEE Y -2,4-t}o]

'H NMR (DMSO-ds 400MHz) & 12.63(brs, 1H), 8.99(s,1 H),
8.46(s,1H), 8.28(m, 2H), 7.77(s, 1H), 7.65(m, 1H); 7.60(s, 1H), 729(m, 1H),
4.81(s, 2H); (7&: 47%)

AA o 469. (D-5-([7-{(3,4-To| W EAH DA ERI G} F2[3,2-c]H gD -2~
AdldddRolotEed-2,4-o]2

'H NMR (DMSO-dps, 400MHz) § 12.71(brs, 1H), 9.04(m, 1H), 8.68(m,
1H), 7.87(s, 1H), 7.66(s, 1H), 7.23(m, 1H), 7.18(m, 1H), 7.07(m, 1H), 3.83(s,
6H); (& 38%)

AAd 470. (29)-2-([2-{(2,4-T}o]| &AM olo}Z e D-5-L )L} FZ[3,2-
clg g d-7-gdlo el iz o] EE

'H NMR (DMSO-ds, 400MHz) & 12.68(brs, 1H), 9.14(s, 1H), 8.78(s,
1H), 8.04(m, 1H), 7.90~7.87(m; 2H), 7.86(m, 1H); 7.73~7.69(m, 1H); (F&:
38%)

AN 471, (D-5-([7-{(4-olol 2 Z 2P D) ElJIY}FZ[3,2-c]o g d-2-
Al g MMololEed-2,4-t}o] &

'H NMR (DMSO-ds, 400MHz) 6 12.70(brs, 1H), 9.05(s,1H), 8.71(s,
1H), 7.87(m, 1H), 7.67(m, 1H), 7.59(d, 2H), 7.38(m, 2H), 2.97(m, 1H),
1.24(d, 6H); (& 49%)

AR 472, (D-5-[{7T-(GZEA-2-LN eI D) F2[3,2-c]¥Ed-2-4}E
AxolotEEd-2,4-to] 2 ‘

'H NMR (DMSO-ds, 400MHz) § 12.73(brs, 1H), 9.09(s,1 H), 8.78(s,1
H), 8.33(s, 1H), 8.07(m, 1H), 8.05(m, 2H), 7.88(s, 1H), 7.71(m, 1H), 7.62(m,
2H); (7&: 41%)

AN 473. (2-5-{7-[{4-FHED-1-D)H D)L IF 2 [3,2-c)A 2
-2-d)dd A HololEEd-2,4-t}o] &

'H NMR (DMSO-ds, 400MHz) § 12.57(brs, 1H), 8.97(s, 1H), 8.44(s,
1H), 7.98(m, 2H), 7.77(m, 1H), 7.60(m, 1H), 7.01(m, 2H), 3.32(m, 4H),
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1.61(m, 6H); (F&: 42%)

AAd 474, (D-5-{(7-[{2-(Eo]EF L2 EADI NI A IFZ[3,2-c]
Hd-2-g)H g A} ololEed-2,4-to]

'H NMR (DMSO-ds, 400MHz) 6 12.70(brs, 1H), 9.11(s,1 H), 8.74(s,
1H), 7.85(m, 2H), 7.65(m, 2H), 7.56(m, 2H); (F&: 47%)

A d 475, (D-5-[{7T-Alo| E2Z 2 ERIY)FZ([3,2-c]Fd-2-d} v €
A]-2-#o] SaMolo}Ed-4-2

A 10 7T-(RlolE Rz 2 e Y)-2-(Fold A H ) FE[3,2~c]
2o A4

Zkzd 1A A2T 2-(Fold EAHE)-7-olo] R =EFZ(3,2-c]HEd
(0.23 mmol), EdtoladlldE23 (0.08 mmol) 2 22=32() (0.10 mmol)
£ F4 Egolddoldl (3 mhol| =< g0 HA(Etolddx ) etF
(D tolZ =zl (0.02 mmol)E 7}ty 208 H<F AbLoA wubatgich.
B EE AlolZ2 X2 HoME A (0.69 mmol)S 3] Jkgt ¥, 60CE
tdate] 12417 B wnkskglch RIS EFES ALo® Wzsta, oE o}
AdolER 3Me thg, 3 ARy 89 & 2 LA5EE AHE AFH
3 ¥ 4 gavladgo® 1z € AR5 Y RS FEE o
AR At A Ay AzvtEIady (n-dAHelE olAlEH 0] E=10/1, v/VE
A ADM 29 BAGFES AXRSAT (F&: 66%).

'H NMR (CDCls, 400 MHz) 6 8.80(brs, 1H), 8.63(brs, 1H), 6.87(s, 1H),
5.69(s, 1H), 3.68(m, 4H), 1.54(m, 1H), 1.28(t, 6H), 0.93(m, 4H)

A 20 7-(Alol SR Z 2 Hol Ehel A)F 2 [3,2-c |3 Bl B-2-7h L el o]

=9 B4
WA 1A Azg T-(pol 22T 2Ho|EA)-2-(thol o] BA B ) F
2[32-c1929 (0.15 mmoD®] HEZF|=ZHA (1 mh §o 3N G2
S8 (1 mDE 7stel, F2oA 2 A7 $¢ kst whgde] SAFa
HEE £49E S FHAY F, DY A f18908 AASH A9
e 2382 AA%n, B4 P IFOE
A2 D dd %, ARS B BEAA QLA 2940 TAFTEE AZ

sttt (& 84%).

gA 31 (D-5-[{7T-(Alol SR 22 HoElIY)FE(3,2-c]¥ gD -2-¢}
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g A ]-2-K o] LaRolotF e d-4-29 FA

SA 2004 AzE 7T-(Ao|ER I 2 EIY)FE[3,2-c]Hgd-2-7}
Behsto]= (0.1 mmoDe %4+ (I mD) &Hd Z294d (0.2 mmol) € AF o}
AEolE (0.2 mmoDE 713k, 4 AlF &< &7 wuksigiyg. oz ¥z
3 3, AAEE TAE AFst, 2AY FE2 MASL, - ARAA A uAY
o] ZASFES AX3AY (& 80%).

'H NMR (DMSO-ds, 400 MHz) & 8.99(s, 1H), 8.56(s, 1H), 7.67(d, 2H),
1.72(m, 1H), 1.04(m, 2H), 0.93(m, 2H)

AA)e] 476 WA 518

AAJel 4759 @A 1A ALEE Alo]lEREZEHoMEAS tiAlste
3-FERA-1-2, 3-FEU-2-2, vE Z2IZH|E, Alo]ZEHHolANE A,
Ato] 22 8ot Ed,  1-oetdd-4-mEAAd, 3,3-tholdd-1-FE<l,
3,3-tpold| FA-1-Z 2314, 4-d e YL-qaa-ESF|EFLEEF, 3-9E
AVY-ga,a-EFo|EFFLEEFA, 2-cEddotyE, 3-cdEYgolE, 1-
EIRIY-3-EF 29, 1-oBd d-4-ZF L 2A, 2-oeldagd, 3~
g dvgd, 4-oEldd -NN-Tolrdoldd, 1-oEld d-4-H FA]-2-0E
A, 1- e L -3,5-to]wl EAHA, 3 4-to]EFF 2ot E, 1-E}
JIduz g, 4-o el Y-1-FF 2 -2-v g, 2-ogJIEF<, 1-82
Z-2-o el LA, 3-stol=FAFH oA E A, 1-9Btd-2,4,5-E2}oldd
A, 3,4-thol S22 oA E A, 1-FE-4-cetd LA, 4-cetd L Do}
AEYCIE™, 3-(Eeto] EF L2 S AN DoA™, N-(4-clE] L= d)u e
dZolrtol=, 3-d Uz Yol ER, 1-EQl-1-L-4-ZT 24, 4-°| =
AlEldotAg R, 2-oetQld-1,3,5-EgtoluE A, 2-oEdddld &=L,
34'-tolu FAHd olAEd, 2-dEd-HMxUo|EEH, 4'-olojAT =
d oA g, 2-dERIG - Z e, 1-(4-dgdg-dAd)-gH ™, 1-oEed
Y-2-(Egfo] TR 2o SANYIA, & 4'-tho]d "ot md oldEde 2+
AFRste] AAlo] 4753 UG YHOZ AAjd 476 X 5189 ZA SFE
& 742 Azt

AN 476. (D-5-[{7-(4-8lo| =ZA| RERRI-1-A)FZ[3,2-c]¥9 ED-2-L} =)
dill]-2-%o] & rtololFed-4-2 - :

'"H NMR (DMSO-ds, 400MHz) § 9.02(d, 1H), 8.59(d, 1H), 7.69(s, 1H),
4.29(t, 1H), 3.72(t, 1H), 2.97(t, 1H), 2.74(t, 1H); (& 50%)
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AN 477, (D-5-[{7T-B-8}o| EF A FEIRI-1-D)FE[3,2-c] 2D -2-4}7)
gdill]-2-Ao)FaRolotE e d-4-2

'H NMR (DMSO-ds, 400MHz) & 9.04(s, 1H), 8.60(s, 1H), 7.70(s, 2H),
5.73(brs, 1H), 4.76(m, 1H), 1.54(d, 3H); (& 44%)

Ao 478. (D-HE 3-[2-{(4-F&-2-Ro| &iMololEEd-5-Y 2] e}
F2[3,2-c]¥gPd-7-g1Z 29 & o|E

'H NMR (DMSO-ds, 400MHz) 6 9.13(s, 1H), 8.79(s, 1H), 7.66(d, 2H),
3.81(s, 3H); (7&: 55%)

AAld 479, (D-5-[{7T-(Alo]E2 AL NERID)FZ[3,2-c]HH-2-Y}vE
#]-2-Mo]EAaHololETd-4-2

'H NMR (DMSO-d; 400MHz) 8§ 9.00(s, 1H), 8.56(s, 1H), 7.68(d, 2H),
3.06(m, 1H), 2.04(brs, 2H), 1.84(m, 4H), 1.66(m, 2H); (& 46%)

AN 6] 480, (2-5-[{7-(to| 22 AANEADFE[3,2-c]H D -2-Q)oY
A1-2-40] S astolobEe) D -4-2

'H NMR (DMSO-ds, 400MHz) & 8.98(s, 1H), 8.54(s, 1H), 7.66(s, 2H),
2.86(brs, 1H), 1.91(brs, 2H), 1.78(brs, 2H), 1.69(d, 2H), 1.50(brs, 4H); (=
& 56%)

AA o 481, (D-5-([7T-{A-HFAHD)NERJNL}FZ2[3,2-c]HFd-2-d 1€
)-2-#lo] LA MololEe|H-4-2

'H NMR (DMSO-ds 400MHz) 6§ 9.02(s, 1H), 8.67(s, 1H),7.69-7.64(m,
4H), 7.04(d, 2H), 3.84(s, 3H); (&: 51%)

AAof 482. (2-5-[{7-(3,3-To]HEREII-1-A)F 2 [3,2-c]F 2 d-2-d} ¥
gl ]-2-AolFaMolotE e d-4-2

'H NMR (DMSO-ds, 400MHz) 6 8.99(s, 1H), 8.54(s, 1H), 7.67(d, 2H),
1.44(s, 9H); (&1 59%)

AR 483. (9)-5-[{7-(3,3-t}o]dEA T2 HR1-1-Y)FE[3,2-c]H D -2-
A dd]-2-Ro] &AM o] olFeH-4-&

'H NMR (DMSO-d; 400MHz) § 13.72-14.04 (m, 1H), 9.10 (s, 1H),
8.69 (s, 1H), 7.72 (s, 2H), 5.71 (s, 1H), 3.81-3.85 (m, 2H), 3.69-3.73 (m,
2H), 1.25 (dd, 6H); (+&: 59%)
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AA 6 484, (D-2-A0) &4 -5-{(7-[{4-(Ego| EFL2d )M} ERIA ] F
2[3,2-c]¥gd-2-d)v A} ool Zed-4-2

'H NMR (DMSO-ds, 400MHz) § 9.12(s, 1H), 8.80(s, 1H), 7.94-7.86(m,
4H), 7.74(m, 2H); (&: 40%)

AN 4] 485. (D-2-Ro] LA -5-{(7-[{3-(Eo|EF 2 a)n d} eI d]F
2[3,2-c]¥gd-2-rd A} oo} Eed-4-&

'H NMR (DMSO-djs, 400MHz) 6 9.10(s, 1H), 8.77(s, 1H), 8.00(m, 3H),
7.89(m, 1H), 7.77(m, 1H), 7.72(s, 2H) ; (=& 44%)

AR o] 486. (D-5-([7-{2-PSAIH DAV L}F2[3,2-c]HHD-2-L 19 €

A)-2-Ho] LMool E YT -4-2

'H NMR (DMSO-ds, 400MHz) § 9.07(s, 1H), 8.71(s, 1H), 7.74(s, 2H),
7.64(d, 1H), 7.49(t, 1H), 7.18(d, 1H), 7.05(t, 1H), 3.96(s, 3H); (&' 50%)

A el 487. (D-5-([7-{@-HFAH DA L} FZ[3,2-c]HED-2-L €
dA)-2-Mo] SaRolotEdd-4-2

'H NMR (DMSO-d5 400MHz) & 9.09(s, 1H), 8.75(s, 1H), 7.74(d, 2H),
7.42(t, 1H), 7.31(d, 1H), 7.21(m, 1H), 7.09(m, 1H), 3.85(s, 3H); (F&: 52%)

AN 488. (D-5-([7-{3-Z2 o 2HQ)o e} FZ[3,2-c]TeD-2-U ]|
gdil)-2-#o] a2 RpojolZ e P -4-2

'H NMR (DMSO-ds, 400MHz) 6 9.09(s, 1H), 8.74(s, 1H), 7:72(s, 2H),
7.56(s, 2H), 7.50(d, 1H), 7.37(m, 1H); (+&: 53%)

AAld] 489, (2-5-([7T-{(4-EFL2H D) ERIA}FZ[3,2-c]Fgd-2-L ]+
gdl)-2-#o] S aHMololEE|d-4-&

'H NMR (DMSO-ds, 400MHz) 6§ 9.09(s, 1H), 8.75(s, 1H), 7.77(m, 2H),
7.74(d, 2H), 7.36(t, 2H); (F&: 49%)

AAd 490. (D-5-[{7-FP-2-Lo e )F=[3,2-c]1H 2D -2-L} v €
A]-2-Mo] iR ololZEU-4-L

'H NMR (DMSO-ds 400MHz) § 9.10(s, 1H), 8.79(s, 1H), 8.71(d, 1H),
7.94(m, 1H), 7.82(m, 1H), 7.63(m, 2H), 7.52(m, 1H); (& 47%)
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AX o 491, (2-5-[{7-(FFYD-3-YAERID)FZ[3,2-c]HEd-2-Ld}HE
d]-2-Mo|ZLrololEEd-4-2

'H NMR (DMSO-ds; 400MHz) § 9.12(s, 1H), 8.90(s, 1H), 8.79(s, 1H),
8.70(m, 1H), 8.11(m, 1H), 7.74(d, 2H), 7.57(m, 1H); (F&: 50%)

AAd 492, (9-5-{(7-[{4-(TolvE ot ) s d} e Bl D 1F 2 [3,2-c]H 22
~2-A)H A }-2-Ro| FaMololEHY -4~

'H NMR (DMSO-ds, 400MHz) & 9.03(s, 1H), 8.51(s, 1H), 8.00(d, 1H),
7.67(m, 2H), 7.60(m, 2H), 6.79(m, 1H), 3.36(s, 6H); (& 55%)

Ax e 493, (D-5-([7-{(4-TBA -2- Lo D)ol EFQI A} F 2 [3,2-c] ) &) -
2-Q]H @ A)-2-o] SasololE T B-4-2
'H NMR (DMSO-ds, 400MHz) § 9.05(s, 1H), 8.72(s, 1H), 7.73(m, 2H),

7.59(d, 1H), 7.01(m, 1H), 6.87(m, 1H), 3.82(s, 3H), 2.62(s, 3H); (=& 57%)

Al 494, (2-5-([7-{(3,5-TFolFIEAH D)ol EFA L} F 2 [3,2-c] o FD-2-
A1 D) -2-Mol &AMl o} P -4-2

'H NMR (DMSO-dj, 400MHz) & 9.09(s, 1H), 8.74(s, 1H), 7.74(d, 2H),
6.83(m, 2H), 6.65(m, 1H), 3.83(s, 6H); (F&: 40%)

A 495 (D-5-([7-{3,4-THo| EF L2 DN eI L) FE[3,2-c] o el Q-
2-d v g d)-2-Ro] LM ololFg d-4-L2

'H NMR (DMSO-dj, 400MHz) & 9.10(s, 1H), 8.74(s, 1H), 7.80(m, 1H),
7.72(m, 2H), 7.58(m, 2H); (&: 46%)

AN 6 496. (D-5-[{7-(FZ@A-1-LoN A DFR[3,2-c]A A d-2-L)'ED
A]-2-Rol & oMol ol E e d-4-2

'H NMR (DMSO-ds, 400MHz) § 9.10(s, 1H), 8.87(s, 1H), 8.58(d, 1H),
8.09(m, 2H), 7.98(m, 1H), 7.89(t, 1H), 7.77(s, 1H), 7.75(s, 1H), 7.69(m, 2H),
7.62(m, 2H): (48 87%)

AR 497, (D-5-([7T-{4-E2FL22-3-v Q)L }FZ[3,2-c]¥Ed
-2-4 14 EdA)-2-H o] LM olotFEd-4-2

'H NMR (DMSO-d;, 400MHz) § 9.07(s, 1H), 8.71(s, 1H), 7.72(d, 2H),
7.65(m, 1H), 7.56(m, 1H), 7.29(t, 1H), 2.33(s, 3H); (F&: 46%)
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Ao 498, (D-2-M0] LA -5-[{7T-(0-EDNEJAWDFZ([3,2-c]Fgd-2-¥)
g d ] RolotEd-4-2

'"H NMR (DMSO-ds, 400MHz) § 9.08(s, 1H), 8.76(s, 1H), 7.73(d, 2H),
7.67(d, 1H), 7.41(m, 2H), 7.27(m, 1H), 2.64(s, 3H); (& 47%)

Al e 499. (D-5-([7T-{2-E=2 =2 Q)N U LI FZ[3,2-c]¥2d-2-4]dE
H)-2-Mo] ZaRololEd—4-L2

‘H NMR (DMSO-ds, 400MHz) § 9.12(s, 1H), 8.79(s, 1H), 7.82(d, 1H),
7.73(m, 2H), 7.68(d, 1H), 7.53(m, 1H), 7.48(m, 2H); ($&: 50%)

AAlel 500. (A-5-([7T-{@-3to| =EF A D) A} F2[3,2-c]H ED-2-Y]
e @)-2-Ho]SanpololEE d-4-2

'H NMR (DMSO-d5, 400MHz) & 9.82(s, 1H), 9.12(s, 1H), 9.77(s, 1H),
7.73(d, 2H), 7.29(m, 1H), 7.17(m, 1H), 7.03(s, 1H), 6.93(d, 1H); (& 54%)

Al 501, (D-2-Ro)La-5-([7-{(2,4,5-EgtolH B DA U F2
[3,2-cl¥j2d-2-d]vldA)Roj oS D ~4-L2

'H NMR (DMSO-ds, 400MHz) § 9.05(s, 1H), 8.71(s, 1H), 7.72(m, 2H),
7.43(s, 1H), 7.17(s, 1H), 2.55(s, 3H), 2.26(s, 6H); (F& 45%)

AAld 502, (D-5-([7-{(3,4-Tho| EZ 2 Q)N EIAY}IFZ[3,2-c]¥ -2~
QTG A)-2-40] S 2sho] o} E Y W-4-L

'H NMR (DMSO-ds, 400MHz) & 9.08(s, 1H), 8.73(s, 1H), 7.90(m, 1H),
7.75(m, 1H), 7.70(s, 2H), 7.65(m, 1H); (& 51%)

AAd 503. (D-5-([7T-{(4-FE=D)oE}ANA}FZ[3,2-c]HID-2-L ]9 &
#)-2-Ko] FAaRololFEP-4-L2

'"H NMR (DMSO-ds, 400MHz) 6 9.06(s, 1H), 8.71(s, 1H), 7.72(d, 2H),
7.62(d, 2H), 7.33(d, 2H), 2.66(m, 2H), 1.58(m, 2H), 1.33(m, 2H), 0.92(t, 3H);
(& 47%)

AAd 504, (D-2-{4-([2-{(4-Z&-2-Ro] 2 MololZgd-5-L T )vd}
FR[3,2-clHEd-7-d eI ) d} ot EVo| EF

"H NMR (DMSO-ds, 400MHz) 6 9.07(s, 1H), 8.73(s, 1H), 7.73(m, 4H),
7.48(d, 2H), 4.16(s, 2H); (F&: 39%)
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Ao 505. (-2-R0] &4 -5-{(7T-[{3-(E}o] ERLLZ | EA L}l Y]
F2[3,2-clddd-2-P)rg A} oo} =g d-4-2

'H NMR (DMSO-djs, 400MHz) § 9.09(s, 1H), 8.75(s, 1H), 7.73(m, 1H),
7.71(m, 2H), 7.65(m, 2H), 7.53(m, 1H); (& 47%)

AAld 506. (2)-N-{4-([2-{(4-F&-2-# o] &2 Mool E e D -5-U ] d)v| &}
F2(3,2-cluzd-7-d e d)w ) i d Eolvtol=

‘H NMR (DMSO-ds, 400MHz)d 9.06(s, 1H), 8.71(s, 1H), 7.71(d, 1H),
7.67(d, 1H), 7.56(d, 1H), 7.32(d, 1H), 7.22(d, 1H), 3.09(s, 3H); (& 45%)

AAld 507. (9-3-([2-{(4-F&-2-Ro| SaRololEd-5-Ld )WL} 2
[3,2-c]9FD-7-g]d eIz Y| EE .

'H NMR (DMSO-ds, 400MHz) § 9.08(s, 1H), 8.73(s, 1H), 8.08(m, 1H),
7.98(m, 2H), 7.70(m, 3H); (F£&: 42%)

AAo 508. ()-5-([7T-{(4-=Z=2E ) el A} FZ[3,2-c]¥ g d-2-A]=d
#)-2-Ho] A RololEEd-4-L

'H NMR (DMSO-ds 400MHz) 6§ 9.06(s, 1H), 8.71(s, 1H), 7.71(m, 2H),
7.63(m, 2H), 7.32(d, 2H), 2.64(m, 2H), 1.63(m, 2H), 0.92(t, 3H); (F&: 45%)

A A4 509. (-5-([7T-{(4-AESA #H Q) EIA}F2[3,2-c]dgd-2-d =<
A)-2-Ho] Z A o) o}F B -4-2

'H NMR (DMSO-ds, 400MHz) 6 9.03(s, 1H), 8.68(s, 1H), 7.70(m, 2H),
7.63(m, 2H), 7.03(d, 2H), 4.12(m, 2H), 1.36(t, 3H); (& 39%)

AAdl 510. (2-5-[{7-(FIAEAEIQD)F2[3,2-c]H & D-2-L}vd A ]-2-
Aol LA HMololZ | d-4-2

'H NMR .(DMSO-d;,. 400MHz) 6 .9.05(s, 1H), 8.74(s, 1H), 7.72(d, 2H),
7.03(s, 2H), 2.57(s, 6H), 2.30(s, 3H); (& 41%)

AAd 511, (A-5-A(7-[{2-@lol=FA WD) e} eI D] F 2 [3,2-c]H =D
-2-DEdA-2-#o] SastolopE P -4-2

‘H NMR (DMSO-d5, 400MHz) § 9.08(s, 1H), 8.76(s, 1H), 7.73(s, 2H),
7.69(d, 1H), 7.63(m, 1H),. 7.54(m, 1H),.7.51(m,.1H), .7.37(m, 1H), 4.85(s,
2H); (&1 41%)
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AAld 512. (9-5-([7T-{(3,4-Telu| EAl= D) E}JA L} FE[3,2-c]H 2 Hd-2-
A Jd g d)-2-Ko] LA Kol olEE] D -4-&

'H NMR (DMSO-d;, 400MHz) § 9.03(s, 1H), 8.68(s, 1H), 7.71(m, 2H),
7.28(m, 1H), 7.17(s, 1H), 7.05(m, 1H), 3.84(d, 6H); (F&: 47%)

AA 9 513. (9-2-([2-{(4-&4-2-R o] AMo)olZEd-5-dE e} F =
[3,2-c]=lE]@-7-L g )iz ol EF -

'H NMR (DMSO-dj, 400MHz) & 9.14(s, 1H), 8.77(s, 1H), 8.04(d, 1H),
7.93(m, 1H), 7.85(t, 1H), 7.73(m, 3H); (+&: 38%)

AAd 514. (D-5-([7T-{(4-olo) ATz A d)o e}l A} F =2 [3,2-c]H -2~
A1 A)-2-#o]| SimpolotEed-4-2

I NMR (DMSO-ds, 400MHz) § 9.06(s, 1H), 8.71(s, 1H), 7.71(m, 2H),
7.64(m, 2H), 7.38(d, 2H), 3.34(m, 1H), 1.24(d, 6H); (& 38%)

AAle] 515. (D-5-[{7-(UZEA-2-LAEIDF2[3,2-c]9 D -2-d}¥d
A]-2-RolFaMololEed-4-2

'H NMR (DMSO-ds, 400MHz) § 9.07(s, 1H), 8.76(s, 1H), 8.32(s, 1H),
8.03(m, 3H), 7.73(m, 3H), 7.62(m, 2H); (F&: 39%)

AX Y 516. (-5~{(7-[{4-FAHFD-1-D)sd}oElDF2[3,2-c]HIH
-2-g g d)-2-Ho| i Mol otEed-4-2

'H NMR (DMSO-ds, 400MHz) 6§ 8.99(s, 1H), 8.47(s, 1H), 7.98(d, 2H),
7.67(s,1 H), 7.64(s, 1H), 7.00(d, 1H), 4.63(s, 2H), 3.42(m, 4H), 1.61(m, 6H);
(F&: 41%)

AN d 517. (D-2-Ro]| & A-5-{(7T-[{2-(E&o| EF L2 v E A}l A ]
FZ2[3,2-cl¥gd-2-)dd A olelEEd-4-2 - :

'H NMR (DMSO-ds 400MHz) § 9.11(s, 1H), 8.73(s, 1H), 7.87(m, 1H),
7.71(m, 2H), 7.65(m, 1H), 7.60~7.57(m, 2H); (=& 42%)

AAd 518. (D-5-{(7-[{4-(FoldlBolu] ) D} ERILIFZ[3,2-c]¥ D
-2-Q)v g A}-2-H o] iR olo}Fed-4-L2

'H NMR (DMSO-d; 400MHz) 6-8.98(s,- 1H); 8:49(s;1 H),-7.96(m,2H),
7.66(s, 1H), 7.64(s, 1H), 6.75(m, 2H), 4.60(s, 2H), 3.45(m, 4H), 1.15(t, 6H);
(& 47%)
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AAd 519. 5-[{7-(m-ELoN eF QF 2 [3,2- 17 2} el-2- A} ¥ & 1ol o} 2)
W-2,4-Thol &

A 1r 2-(Folo A D)-T-(m-EZNERIDFE([3,2-c]F L 9
S - :

3-0}o] 2 £EF21(0.65 mmol), EztolsddE 2R (0.11 mmo) L 2.9
=572(D) (0.15 mmoDE FF Eteold|Zotdl (3 mhol 5 &ho H2(E
goldld x2@)TeEID HelE2eo]l= (0.03 mmoD& 7hste] 208 F<t
Aol A wyraiglth. whg EREC] Fxd 3oM Az 2-(HoldFAlq
D)-7-ERIYF2[3,2-c]F &Y (0.33 mmoD& M3 7tak F, 60CE 7}
dated 1247 < waginh WEEHES 4202 WAE I, od oA
HolEZ 34¢ o, £3 939EF §9, =, R 2522 A2 AHT
T, B FdntaveoR dx 2 AFsig. 04°“° FEStA doj AL
g At A 2% FZ2etEady (p-F2l/e 8 oldEHCIE=10/1, vV A
|8te] A2 0 U}el EAFFES A=A (F&: 78%).

'H NMR (CDCls, 400 MHz) & 8.83(s, 1H), 8.64(s, 1H), 7.46(s, 1H),
7.43(d, 1H); 7.29(d, 1H), 7.20(d, 1H), 6.92(s, 1H), 5.72(s, 1H), 3.70(m, 4H),
2.39(s, 3H), 1.28(t, 6H) -

2

SAl 2 7-(m-EZEI ) FE(3,2-clHed-2-7t2.&d o] =9 I

A 1A Az 2-(Thold EAIHE)-7-(m-E LN EFA D) F 2 [3,2-
c1318 9 (0.15 mmol)9 EHEgslol=2EY (1 ml) £R 3N €4k 58N
(1 mDE 7hsted, A2oA 2 Az 5¢ Laigich. Hgde GAF2UEF
FEAL shstd AN F, 2 stelA {718 E AASAL, o2 ofAlE
OJERZ FZ3th FEAE AFEE AL, T FAvovsoeR Ax
2 4Bg F, JAg Y BH A2 2y IAFFES Az
o (& 84%).

A 3 5-[{7-(m-EPel et DF2[3,2-c] B el -2-L} ol @] sko] o}

2 d-2,4-tho] 29 A4
@A 2004 AzE T-(m-FLIERIDFL(3,2-c]A D -2-7ku 2
stol= (0.1 mmol)e ZAF (1 ml) &ho] MololZaldrio] L (0.2 mmol) L
B-2ad (0.2 mmol)e 7483, 4 A7t B¢t &% mwslgich Aeoz W7t
& &, AdE A4S qastn, 243 22 AFsa, AxAA USRS 1A

“

fiN
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ol EASRES A=sAT)

'H NMR (DMSO-ds, 400MHz) § 12.64(brs, 1H), 9.00(s, 1H), 8.64(s,
1H), 7.80(s, 1H), 7.60(s, 1H), 7.45(s, 1H), 7.38(d, 1H), 7.32(t, 1H), 7.26(d,
1H), 2.31(s, 3H); (578 52%)

AN 520 WA 545

>

Al 5199 ©A 10X A FF 3-oto] L EEF AL WAt 4-ofo]
A, 4-olo] S =Wl EY, 2-olo]QEHE, 4-0lo]ETE, 2'-o}
AEAL, 4'-olo] Lol ERE, 2-clo] EHlZER]ERIo|E, 2-
g, 3-ofo] Q EMtol @ F, 1-tert-FE-4-ofo] 2= lAl, 1

to

1 o O fo H

:|lJ

1 fo (1w
@Pﬂ$4mm

o o
—lTl_d
2

|

N
fm s
)

o

2-otol e =R ZA O E, vd 4-olo] L EHlZoo]E, 1-0}o]
LE ZFoEdEANHA, 1-F2E-3-oloje=dlAl, 1,3-tho|F
ZE2-2-ofo] o =WlAl, 4~-olo] o = -N-v| AL Eolufo] =, 4-(4-0}0] L=
SAHAZUREY, 4-ofo]eE-N-oto]aZz2 I Eolrlo| =, N-tert—F2 -
400l 2 SHA A Eoleto] =, N-(2-5ho] =5 A o) B)-4-oo] & E A4 Eofh
o2, 1-222-4-ofole =i, rd 3-ofole =Rz o]E, 3'-ofo] L EolA
EHL, 4-ofo] Q= -NN-Tro @l Al d Eotvlol =, B N-ofd-4-ofo] 2 =l
A Eotplol 2 Zhzh AFEEte] Aol 5199 U3 WHoR dAld 520
WA 5459 ®Al BgtEs 44 A=sgith

Aol 520. 5-[{7T-(p-ERAEANDFZ[3,2-clFD-2-d}HE R o] o} Zg]
9-2,4-t}o]

'H NMR (DMSO-ds; 400MHz) 6 12.64(brs, 1H), 9.00(s, 1H), 8.64(s,
1H), 7.80(s, 1H), 7.60(s, 1H), 7.45(s, 1H), 7.38(d, 1H), 7.32(t, 1H), 7.26(d,
1H), 2.31(s, 3H); (&1 46%)

AAd 521, (9-4-([2-{(24-TFol oMol d -5~ d)HE}F 2 [3,2-
cl¥d-7-gloel Dzl EY

'H NMR (DMSO-ds, 400MHz) § 12.72(brs, 1H), 9.11(s, 1H), 8.79(s,
1H), 7.99(d, 2H), 7.85(m, 3H), 7.69(s, 1H); (5&: 59%)

AAle 522. (D-5-([7-{(2-3to | =FA A D)o Bl D} F 2 [3,2~cl¥ gl d-2-]
A A)HololEe d-2,4-Tho] 2

'H NMR (DMSO-ds, 400MHz) & 12.74(brs, 1H), 9.09(d, 2H), 7.94(s,
1H), 7.82(d, 1M, 7.77(s, 1H), 7.71(d, 2H), 7.45(t, 1H), 7.36(t, 1H); (+&:
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55%)

AAld 523. (D-5-([7-{{4-3to | EF A5 D) et L} F2(3,2-cl¥ D -2-Y]
AEdRololEd-2,4-T0]2

'H NMR (DMSO-ds, 400MHz) § 12.68(brs, 1H), 10.07(s, 1H), 9.02(s,
1H), 8.66(s, 1H), 7.85(s, 1H), 7.65(s, 1H), 7.49(d, 2H), 6.87(d, 2H); (5&
49%)

AA e 524, (D-5-([7T-{2-otE o D)N AL} F2([3,2-c]F D -2-U v
WHolol= e d-2,4-t}o] &

'H NMR (DMSO-ds, 400MHz) & 12.75(brs, 1H), 9.08(s, 1H), 8.50(s,
1H), 7.83(s, 1H), 7.67(s, 1H), 7.60(d, 1H), 7.55(d, 2H), 7.47(t, 1H), 2.36(s,
3H); (& 61%)

AAd 525, (D-5-([7T-{4-° Mg )AL} F2[3,2-c]F 2 2-2-L ]
npololETd-2,4-Tho] 2

'‘H NMR (DMSO-ds, 400MHz) § 12.64(brs, 1H), 9.08(s, 1H), 8.76(s,
1H), 8.05(d, 2H), 7.85(s, 1H), 7.79(d, 2H), 7.66(s, 1H), 2.63(s, 3H); (&
56%)

AAld 526. (2)-5-{(7T-[{2-(Ee|EF L2 D) d}dEA LI F2(3,2-c]¥
g d-2-D)H R0l o2 -2,4-T}o] 2

'H NMR (DMSO-ds, 400MHz) & 12.63(brs, 1H), 9.10(s, 1H), 8.74(s,
1H), 7.90(dd, 2H), 7.83-7.78(m, 2H), 7.73-7.68(m, 2H); (& 53%)

Aol 527. (D-5-([7-{2-olo| 2= 2w D) E}AL}F2[3,2-c]¥ 2D -2-
A1 d)-2-Ro] FaMololETd-4-2

'H NMR (DMSO-ds, 400MHz) § 12.61(brs, 1H), 9.05(s, 1H), 8.74(s,
1H), 7.85(s, 1H), 7.67(s, 1H), 7.63(d, 1H), 7.46(d, 2H), 7.30(m, 1H), 3.71(m,
1H), 1.33(d, 6H); (57&: 57%)

AAld 528. (29)-5-[{7-(Rol L9-3-LAERID)FZ[3,2-clo e D-2-4} 7€
AMolopE2 d-2,4-1}0] 2

'H NMR (DMSO-ds, 400MHz) & 12.60(brs, 1H), 9.04(s, 1H), 8.68(s,
1H), 8.00(s, 1H), 7.83(s, 1H), 7.73(s, 1H), 7.63(s, 1H), 7.34(m, 1H); (&
58%)
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ARd 529. (D-5-([7T-{(4-tert-FBHDAEJ L} FZ[3,2-c]HEH-2-¥]
deA)HolotEed-2,4-t}o] 2

'H NMR (DMSO-ds 400MHz) & 12.71(brs, 1H), 9.05(s, 1H), 8.71(s,
1H), 7.86(s, 1H), 7.66(s, 1H), 7.60(d, 2H), 7.53(d, 2H), 1.32(s, 9H); (&
53%)

AAldl 530. (2-5-([7-{2-clg=)o AL} FZ[3,2-c]¥eED-2-L |7 &
Aol olEe d-2,4-T}o] 2

'H NMR (DMSO-ds, 400MHz) 8§ 12.70(brs, 1H), 9.06(s, 1H), 8.74(s,
1H), 7.86(s, 1H), 7.68(s, 1H), 7.64(d, 1H), 7.47-7.41(m, 2H), 7.32(m, 1H),
3.00(q, 2H), 1.32(t, 3H); (& 57%)

AAlel 531, (D-dE 2-([2-{(24-To] SN0l d-5-dg AL} F=2
[3,2-c]9Ed-7-L]o et Dyl zA o] E

'H NMR (DMSO-dj, 400MHz) & 12.70(brs, 1H), 9.09(s, 1H), 8.73(s,
1H), 8.03(d, 1H), 7.82(d, 2H), 7.75-7.61(m, 3H), 3.92(s, 3H); (& 58%)

AAd 532. (29-HE 4-([2-{(2,4-T}o] &4 ololEe|d-5-dB M)A E}F=
[3,2-c]1¥Ed-7-L ] ElQl )l =0l 0] E

'H NMR (DMSO-ds; 400MHz) § 12.66(brs, 1H), 9.07(s, 1H), 8.74(s,
1H), 8.04(d, 2H), 7.84-7.77(m, 3H), 7.65(s, 1H), 3.91(s, 3H); (F&: 59%)

AAld 533. (2)-5-{(7-[{(4-(Ego]EF L2 EANH D} EJAAIFZ[3,2-c]
v d-2-Drd AR olotEed-2,4-t}o] &

'"H NMR (DMSO-dj, 400MHz) & 12.63(brs, 1H), 9.07(s, 1H), 8.74(s,
1H), 7.85(s, 1H), 7.80(d, 2H), 7.66(s, 1H), 7.50(d, 2H); (+&: 55%)

A4 534. (D-5-([7-{(3-222H Q)AL FZ[3,2-c]H D -2-d &
dRolokEd-2,4-1}0] &

'H NMR (DMSO-ds, 400MHz) § 12.70(brs, 1H), 9.08(s, 1H), 8.73(s,
1H), 7.86(s, 1H), 7.72(S, 1H), 7.66-7.54(m, 4H); (& 56%)

AAld] 535. (9-5-([7-{(2,6-THolEZ 2 H )N ERJIUIFZ[3,2—c]¥F -2~
dlv @)oot d-2,4-To] 2
'H NMR (DMSO-ds, 400MHz) & 12.68(brs, 1H), 9.07(s, 1H), 8.71(s,
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1H), 7.83(s, 1H), 7.77(s, 1H), 7.69(s, 2H), 7.64(s, 1H); (& 53%)

AAld 536, (29)-4-([2-{(2,4-TFo] & aAtololE | d-5-de ) E}F=[3,2-
c198d-7-d ]9 el Q) -N-d il A A Eo}ujo] =

'H NMR (DMSO-ds, 400MHz) § 12.68(brs, 1H), 9.11(s, 1H), 8.78(s,
1H), 7.89-7.87(m; 4H), 7.68(s, 1H), 7.50(s, 1H), 2.51(s;-3H); (& 57%)

AAd 537, (D-5-{(7-[{4-(EE2x=AHEQ)v D} EYIFZE[3,2-c]T g
~2-)ddAolo}EE P -2,4-Tho] &

IH NMR (DMSO-ds, 400MHz) & 12.67(brs, 1H), 9.11(s, 1H), 8.79(s,
1H), 7.93(d, 2H), 7.87-7.85(m, 3H), 7.68(s, 1H), 3.65(brs, 4H), 2..96(brs,
4H); (& 58%)

AXd 538, (9-4-([2-{(2,4-To] &AM olol=THd-5-AB )AL} FZ[3,2-
cl¥ g d-7-d]NERIY) -N-olo]| AZ 2 QA Eolnto|=

'H NMR (DMSO-ds, 400MHz) & 12.65(brs, 1H), 9.10(s, 1H), 8.77(s,
1H), 7.92(d, 2H), 7.87-7.85(m, 3H), 7.67(s, 2H), 3.24(m, 1H), 1.00(d, 6H);
& 53%)

A 539. (2-N-tert-5F-2-4-([2-{(2,4-T}0o) & oMol o}E T D -5-U 2 d)H]

Y2 (3,2-c]¥d-7-d ] E A D) A H Eotulol| =

'H NMR (DMSO-ds, 400MHz) & 12.69(brs, 1H), 9.10(s, 1H), 8.77(s,
1H), 7.95(d, 2H), 7.86-7.83(m, 3H), 7.67(s, 1H), 7.60(brs, 1H), 1.15(s, 9H);
(7€ 57%)

AN 540. (9-4-([2-{2,4-T}o] &AM ool & d-5-L M)W E}F=2[3,2-
cl9 8 a-7-A e} ) -N-2-8}o] =F A o & )il 21 Eofmjo] =

'H NMR (DMSO-djs, 400MHz) & 12.70(brs; 1H), 9.10(s, 1H), 8.78(s,
1H), 7.93-7.85(m, 6H), 7.67(s, 1H), 3.99(brs, 1H), 3.36(brs, 1H), 3.00(brs,
1H), 2.87(brs, 1H); (&: 58%)

AN 541, (D-5-([7T-{(4-E22H DA ERJIL}IFZ[3,2-c]¥d-2-L 4 €
ARpolo}E e d-2,4-t}o] . '

'H NMR (DMSO-ds, 400MHz) & 12.65(brs, 1H), 9.07(s, 1H), 8.73(s,
1H), 7.85(s, 1H), 7.69-7.66(m, 3H), 7.58(d, 2H); (& 61%)
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AAd 542. (2)-dE 3-([2-{(2,4-To] SaHololZE|D-5-LdDHE}IFE
[3,2-c]1¥Fd-7-L ]l )=o) 0] E

'H NMR (DMSO-ds, 400MHz) & 12.66(brs, 1H), 9.08(s, 1H), 8.77(s,
1H), 8.21(s, 1H), 8.07(d, 1H), 7.92(d, 1H), 7.86(s, 1H), 7.71-7.67(m, 2H),
3.92(s, 3H); (& 56%)

Ao 543. (2-5-([7-{(3-otAE D)ol e} A} F 2 [3,2-c]¥Fd-2-L o€
AHololEE|d-2,4-1}o] &

'H NMR (DMSO-ds, 400MHz) § 9.09(s, 1H), 8.77(s, 1H), 8.21(s, 1H),
8.06(d, 1H), 7.91(d, 1H), 7.86(s, 1H), 7.70(m, 1H), 7.67(s, 1H), 2.68(s, 3H);
(F&:53%)

AA ] 544, (29)-4-([2-{(2,4-T o] SaHRololZEd-5-L A F=[3,2-
cl¥ g a-7-d 1o ElA L) -N,N-tho] v d il 3] d E olv}o] =

'H NMR (DMSO-ds, 400MHz) § 12.57(brs, 1H), 9.09(s, 1H), 8.77(s,
1H), 7.92-7.84(m, 5H), 7.66(s, 1H), 3.22(s, 6H); (F&: 57%)

AN 4 545, (9)-4-([2-{(2,4-T}o] 2 Moo= d-5-de )} F =2 [3,2-
cl¥gP-7-4 ]}l Q) -N-o| Dl A Eolrlo] =

'H NMR (DMSO-dj, 400MHz) & 12.67(brs, 1H), 9.10(s, 1H), 8.77(s,
1H), 7.92-7.86(m, 5H), 7.67(m, 2H), 2.87(brs, 2H), 1.01(t, 3H); (& 58%)

AA ¢ 546, 2-R0]&A-5-[{7-(m-EZ AN L)FZ[3,2-c]HEd-2-¥}¥
g xololEEd-4-2

9A 1 2-(Go]lEAHE)-7T-(m-EZAEJ Y FE[3,2-c]F =D ¢
i

3-0}o] Q = EF(0.65 mmol), E&tolddE 2 (0.11 mmol) 2 82
=378 (0.15 mmo)E ¥ Egtoloj=oldl (3 mholl =9 &M ¥ A(E
ghojgd T2 FetEID) vlo]EZeo]l= (0.03 mmol)E 7sted 208 FF
AeoA wukslth whg EFE] HFZo 3904 AR 2-(TholEAH)
2)-7- Y FZ[3,2-c]F ¥ (0.33 mmoD)S A3 718 F, 60C=E 7}
dale] 12417 F¢b wutadth WS EFES Aoz YZsta, o g opAl
HolEZ A3 tg, X3 d3UdEE £, & L 2552 aHE AHT
25 Favtadgez Ax 9 AP A FE3te] o JAL
E Adgst A Ay azvEady (n-gildd olMEH o E=10/1, v/V)E A
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At A7 2 dde TASFES AU (T&: 78%).

'H NMR (CDClz, 400 MHz) & 8.83(s, 1H), 8.64(s, 1H), 7.46(s, 1H),
7.43(d, 1H), 7.29(d, 1H), 7.20(d, 1H), 6.92(s, 1H), 5.72(s, 1H), 3.70(m, 4H),
2.39(s, 3H), 1.28(t, 6H)

GA 20 T-(m-EZAERID)FRI[3,2-c]o e d-2-7tH & v|sto] =]

gA 1A AzF 2~ (ol EAHE)-T-(m-ELANEJL)FE[3,2-
clgdald (0.15 mmol)e] HEZ3tol=gFet (1 ml) €do] 3N @A 840
(1 mDE 7}ste, A2A 2 A|zE Tt wwkeiglnl, dhgdo gL UEF
FEAE Jtetd FEHAN F, A StelA {1 EWE AAS, A" ol E
o|EZ FZFI FEHE AFEE AFea, 7 FARvEeRE Ax
2 oAgt & ogAg AW FF AL LAY BAGFES AX5S

o (58 84%).

10

A 30 2-Aol S a-5-[{7-(m-EBAEJDFZ[3,2-c]Hed-2-}
g [Hlo]otZ ] d-4-29 34

G 2004 Axdd 7T-(m-EZBAEHJD)FE[3,2-clFgd-2-7t2.& )
ol = (0.1 mmoD®] &4 (1 ml) &% 2rid (0.2 mmol) E AF olAlE o]
E (0.2 mmoD)& 7F8taL, 4 At 52t S/ wrbsigl, Aoz Jdztg &
AdE TAE ARetn, 24 22 MASI A, dRAA 9IS aAGY &£
At ES Ax3AG.

'H NMR (DMSO-ds, 400MHz) & 9.05(s, 1H), 8.70(s, 1H), 7.69(s, 2H),
5.53(s, 1H), 7.49(m, 1H), 7.40~7.31(m, 2H), 2.40(s, 3H); (+&: 53%)

AN 547 WA 572

>

Aldl 5469 @A 14 ALEgE 3-olo] L EEF S thAldte] 4-o}o]
A, 4-ofo] e =M E U EY, 2-0fo] 2 ¥, 4-olo] L EdE, 2'-o}
AMEAL 4'-olo] L RolAEFL, 2-olo|QEMIREYZRaolE, 2-
Fdll, 3-oto] o =Mo] o Hl 1-tert-F-E-4-olo] o =HlAl, 1-9E€-2-9}

A, dg 2-olojeEdlxdo]lE, HE 4-ofo]QEHlX|o]E  1-0}o]
—-4—(Ego| TR o 2YEADHA, 1-FE&-3-0lo] QLA ]3-Tlo]EF=E
olo] @ =Wl A, 4-o}o]Q = -N-tE AN ZEolrlo]= 4-(4-0}o] L =Hd
~o}o] @ & ~N-olo| A 2 Wl Al EEO}U}O]E N-tert-%4-4-
Zotrpol = N-(2-3lo] =E Ao &)-4-o}o] & =¥l A A Eofw}o]

to

i to ki wfm
2 U

N

L
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, 1-222-4-ofo] o=, WY 3-olo] LEHIZO|0]E, 3'-0}0] Q EolAE

HE, 4-olo] 2 & -NN-ttol | Bl d Fofrtol=, & N-o & -4-0}0] Q =1l Al

dEoluto| =g 747} Abgstod AAlof] 5463 FUAT WR oz AAd 547 WY
5729 ®A FtES 44 A=s3iH.

ﬁm.u@[ﬂ

AN 547, 2-Ao|§a-5-[{7-(p-EEAEJIDFE[3,2-c]H D -2~}
dRololEEd-4-2Z

'H NMR (DMSO-ds, 400MHz) & 9.03(s, 1H), 8.68(s, 1H), 7.68(s, 2H),
7.59(d, 2H), 7.30(d, 2H), 2.39(s, 3H); (F&: 57%)

Ao 548. (9)-4-([2-{(4-F&-2-Ro| FaMR oo} EB-5-d UL} F =
[3,2-c]Ed-7T-L]d eIz | EF

'H NMR (DMSO-ds, 400MHz) 8 9.11(s, 1H), 8.78(s, 1H), 7.96(m, 2H),
7.87(d, 2H), 7.71(s, 2H); (& 62%)

AAle] 549. (D-5-([7-{(2-FF| =EF A H D) ANRA L} F 2 [3,2-c]9 2 d-2-d]
mdA)-2-Mo| SaMpol ot & d-4-2

'H NMR (DMSO-ds, 400MHz) § 9.13(s, 1H), 9.09(s, 1H), 7.81(s, 1H),
7.78-7.74(m, 4H), 7.46(t, 1H), 7.40(t, 1H); (& 54%)

AA o) 550. (D-5-([7-{(4-to | =ZA F D) B} L}F2 [3,2-c]1H D -2-4Y]

Hdd)-2- o) 2 AxjololEE H-4-2

H NMR (DMSO-d; 400MHz) § 10.03(brs, 1H), 9.02(s, 1H), 8.66(s,
1H), 7.69(s, 2H), 7.55(d, 2H), 6.87(d, 2H)); (& 52%)

AA e 551. (D-5-([7-{C-ot )N AL} FE[3,2-c]9HD-2-4]vE
A)-2-RolFaMolotEed-4-2

'H NMR (DMSO-djs, 400MHz) § 9.09(s, 1H), 8.51(s, 1H), 7.74(s, 1H),
7.69(s, 1H), 7.63(t, 1H), 7.54(t, 2H), 7.47(t, 1H), 2.36(s, 3H); (& 58%)

A ¢ 552, (D-5-([T-{(4-otAEH D) eA L} FZ[3,2-c]o D -2-4 ] e
é)-2-Ro] & aMojolETd-4-2

'H NMR (DMSO-ds, 400MHz) § 9.09(s, 1H), 8.77(s, 1H), 8.05(d, 2H),
7.83(d, 2H), 7.71(s, 2H), 2.63(s, 3H); (#&: 55%)

AA e 553. (2)-2-R0] &2 ~-5-{(7-[{2-(Ego| FF 2 HB)H 2} U d 57
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Z[3,2-cl¥zd-2-D)HE ARl olETd-4-2
'H NMR (DMSO-d5, 400MHz) § 9.11(s, 1H), 8.74(s, 1H), 7.97(d, 1H),
7.90(d, 1H), 7.80(t, 1H), 7.73-7.69(m, 3H); (5+&: 50%)

AN 554, (D-5-([7-{2-olol A2 HH d)NERJIL}IFZ([3,2-clH -2~
A1 E A)-2-Mol FanolotEed-4-2

'H NMR (DMSO-ds, 400MHz) § 9.06(s, 1H), 8.75(s, 1H), 7.73-7.67(m,
3H), 7.46(s, 2H), 7.31(m, 1H), 3.67(q, 1H), 1.36(d, 6H); (+&: 57%)

AAd 555, (D-5-[{7T-(F o] 2¥-3-LANBADFE[3,2-c]FFD-2-L} v E
A]-2-#o]| EaRololEd-4-L2

'H NMR (DMSO-ds, 400MHz) & 9.05(s, 1H), 8.70(s, 1H), 8.02(s, 1H),
7.75(s, 1H), 7.69(s, 2H), 7.38(d, 1H); (&1 51%)

}:—;.}\loﬂ 556. (Z)_s—([7“{(4—teI‘t"‘—tr]‘glfﬂ‘é)ﬂ]ﬂ—ﬂ%}%i[S’z_c]m‘-_q.'a_z_oa]]
v g d)-2-# o] G anpolo}E T P-4~

'H NMR (DMSO-djs, 400MHz) & 9.04(s, 1H), 8.70(s, 1H), 7.69(s, 2H),
7.64(d, 2H), 7.51(d, 2H), 1.33(s, 9H); (=& 50%)

AN 557 (D-5-([7-{@-NGA DA} F2[3,2-c] )P -2-A ¥
A)-2-Ho] Sasol ofF e B-4-&

'H NMR (DMSO-ds, 400MHz) & 13.89(brs, 1H), 9.07(s, 1H), 8.75(s,
1H), 7.72(d, 2H), 7.67(d, 1H), 7.44-7.41(m, 2H), 7.31(m, 1H), 2.98(q, 2H),
1.37(t, 3H); (7&: 57%) "

AXo] 558, (D-HE 2-([2-{4-&4&-2-M o] i ololEF W -5-U & dl)H
g}F2[3,2-c]9E2-7-Ld Jd el )z o] E

'H NMR (DMSO-ds, 400MHz) & 13.87(brs, 1H), 9.08(s, 1H), 8.71(s,
1H), 8.02(d, 1H), 7.88(d, 1H), 7.73-7.69(m, 3H), 7.62(m, 1H), 3.93(s, 3HD;
(F&: 58%)

ARXd 559. ()-"E 4-([2-{(4-&4-2-# o] L&A o]olEH Y -5-Y g dl)w)
g} 2(3,2-c]1¥gd-7-d eI ) Z o] E

'"H NMR (DMSO-ds, 400MHz) & 13.83(brs, 1H), 9.05(s, 1H), 8.71(s,
1H), 8.01(d, 2H), 7.80(d, 2H), 7.67(s, 1H), 3.90(s, 3H); (& 52%)
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AAd) 560. (D-2-R0) LA -5-{(7T-[{4-(Eto| EF L2 FADH D} el Y]
F2[3,2-cl¥gd-2-d)vd A o)olET d-4-2

'H NMR (DMSO-ds, 400MHz) § 9.07(s, 1H), 8.72(s, 1H), 7.82(d, 2H),
7.69(s, 2H), 7.48(d, 2H); (5=&: 54%)

AA 4 561. (-5-([7T-{(3-EZZH Q)N ERNU}FZ[3,2-c]H&d-2-Ad &
#)-2-Rlo] A HololE | -4-2

'H NMR (DMSO-ds 400MHz) § 9.09(s, 1H), 8.74(s, 1H), 7.72~7.54(m,
6H); (F&: 61%)

AAd 562, (9-5-([7-{(2,6-T}o| S22 Q)N EIJA LI FZ[3,2-c] & A-2-
Al g A)-2-H o] LA RololEEP-4-L

'H NMR (DMSO-ds, 400MHz) 6§ 9.09(s, 1H), 8.73(s, 1H), 7.78-7.64(m,
5H); (& 63%)

AAldl 563. (29)-N-"8-4-([2-{(4-&&-2-Ho] FAaMololEE|D-5-L e dl)
HE}FZ2(3,2-c]¥ 2 d-7-d el Q) 2D Eofrfo] =

'H NMR (DMSO-ds, 400MHz) § 9.03(s, 1H), 8.70(s, 1H), 7.83(m, 4H),
7.65(s, 2H), 7.49(brs, 1H), 2.43(s, 3H); (&: 55%)

AAld) 564. (-5-{(7T-[{4-(BZE=AH E)d}ERIL]IFZ[3,2-c]FEd
-2-Drd}-2-Ko] S ool E U -4-2

'H NMR (DMSO-ds, 400MHz) § 9.12(s, 1H), 8.79(s, 1H), 7.97(d, 2H),
7.85(d, 2H), 7.72(s, 2H), 3.66(brs, 4H), 2.98(brs, 4H); (F&: 66%)

Ao 565. (D-N-olo]AX2Y-4-([2-{(4~-& 2 -2-R o] &M olo}Egd-5-
dz]d)d}F2[3,2-c]H D -7-L ] E}A L)l A Zomjo] =

IH NMR (DMSO-ds, 400MHz) § 9.11(s, 1H), 8.78(s, 1H), 7.92(m, 4H),
7.71(s, 2H), 7.70(brs, 1H), 3.26(m, 1H), 1.01(d, 6H); (F&: 55%)

AXd 566. (2-N-tert-38-4-([2-{(4-Z&-2-A o] &2 MololEe|d-5-Y
)} FZ(3,2-c]HD-7-d ] e} D)l A Ad Eolrlo| =

'H NMR (DMSO-ds, 400MHz) 6§ 9.11(s, 1H), 8.78(s, 1H), 7.95(d, 2H),
7.89(d, 2H), 7.72(s, 2H), 7.65(brs, 1H), 1.15(s, 9H); (& 49%)

AA Y 567. (D-N-(2-8Fo| EZA o D)-4-([2-{(4-FA-2-# o] iMoo} Z
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d-5-dale)we}F2(3,2-c]yD-7-d 19 g} A A )l A Eofrlo| =
IH NMR (DMSO-ds 400MHz) § 9.11(s, 1H), 8.78(s, 1H), 7.92(s, 4H),
7.72(s, 1H), 7.70(brs, 1H), 3.42(brs, 2H), 2.90(brs, 2H); (&: 50%)

AN ¢l 568, (D-5-([7-(4-2 22D HAL) F2[3,2-c]0 2] d-2-A ]
W)-2-3o] S 24po| o} 22 D-4-&

'H NMR (DMSO-dj, 400MHz) § 9.08(s, 1H), 8.73(s, 1H), 7.74-7.70(m,
4H), 7.56(d, 2H); (57&: 55%)

AAd 569. (2-H8 3-([2-{(4-&&-2-M o] iR ololETH-5-Y 2] H)n|
g}F2[3,2-c]9EA-7-L e )N = o] E

'H NMR (DMSO-ds, 400MHz) & 9.09(s, 1H), 8.78(s, 1H), 8.21(s, 1H),
8.07(d, 1H), 7.97(d, 1H), 7.71-7.66(m, 3H); (<& 56%)

AN 570. (2)-5-([7-{B- L DANERI A} F 2 [3,2-clH e D-2-A v &
A)-2-Ho] SaMpololEd-4-2

'H NMR (DMSO-djs, 400MHz) 8 9.09(s, 1H), 8.76(s, 1H), 8.20(s, 1H),
8.05(d, 1H), 7.95(d, 1H), 7.70(s, 2H), 7.67(m, 1H), 3.24(s, 3H); (5&: 56%)

AN &) 571, (2-N,N-tho] s d-4~([2-{(4-§2-2-Hho] o]0} Z ) B-5-]
g )} FE([3,2-c]H g d-7-L ] e} Q)i A A FEolmjo]| =

'H NMR (DMSO-ds, 400MHz) § 9.10(s, 1H), 8.77(s, 1H), 7.94(d, 2H),
7.85(d, 2H), 7.70(s, 2H), 2.69(s, 6H); (=& 54%)

AAle] 572, (2-N-AB-4-([2-{(4-S2-2-Ao] SaMolotE2d-5-AF 7))
A e)F2[3,2-c]¥ & D-7-D)ol QU D)l A M Eofrto| =

'H NMR (DMSO-dj 400MHz) § 9.10(s, 1H), 8.77(s, 1H), 7.90(s, 3H),
7.87(m, 1H), 7.70(s, 2H), 7.65(brs, 1H), 2.86(brs, 2H), 1.01(t, 3H); (F&:
62%)

AN 573. (9-5-[{6-4-HEAHD)FZ([3,2-c]H2D-2-L AR o] o}
Z79-2,4-t}o]&

DA 1 2-(Thol ol EA ) -6-(4- T EAHDFZ[3,2-c]H e §

Az 7oA AZXF 6-FERE-2-(toldEAWE)FZ[3,2-c]Hd
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(0.39 mmoDd EFA/NEL/E (5/1/2, v/v, 4 m) RV 4-HEAHLRE
Ab (0.47 mmol), BANYEE (0.98 mmol), ¥ HEI|A(Ego|ddEAa)T
ZH5(0) (5.0 mol%)S 78k, 12 A7t B¢t &8 ksl 47122 a3}
o ZLEH F, dolzl IAE AYst A BY I 2eEIHT (p-FAH "
olAlE|0] E=4/1, v/V)Z AHATH dZA oAy EAIFFEL Az
(& 80%).

'H NMR (CDCls, 400 MHz) § 8.91(s, 1H), 8.00-7.95(m, 2H), 7.77(s,
1H), 7.05-7.00(m, 2H), 6.87(s, 1H), 5.68(s, 1H), 3.87(s, 3H), 3.70(q, 4H),
1.29(t, 6H)

DA 2: 6-(4-HEAHY)FZ[3,2-c]HA-2-7t B &b Fto) =9 A
DA 1o AT 2-(Hol EANE)-6-4-AEAHND)FZ[3,2-c]1
(0.2 mmol)¢] HEZsIol=2F& (3 ml) £do] 3N G4 #8894 (3 ml)
7veted, Aol 12 Al B wRkskith WS R BAFAUER £4
S 7}t F3AN F, A EtelA K718 E AAST, oAE olAHE
S 2FEE Ay, F5 FAviadlgoez Az ¥
33 & oJAg AdEEdle FA uAAtel FAINLES ARAC (¢
2 90%).
'H NMR (CDCls, 400 MHz) & 9.91(s, 1H), 9.13(s, 1H), 8.04(d, 2H),
7.86(s, 1H), 7.62(s, 1H), 7.04(d, 2H), 3.89(s, 3H)

R]

o & WU 42 o W
N
e
3{_2
o
S
(Ui
12

A 30 (D-5-[{6-U-dEAEDFZ[3,2-cldgd-2-L g A |4}
olo}Z g d-2 4-t}o| 29 A

SA 20A AxRG 6-A-dEAHY)FE[3,2~c]FHEH-2~-7tE & 8}
°]= (0.1 mmol)9] ZAF (2 ml) &0l #Holo}Zgdr}o] (0.1 mmol) ¥ B-
dzhd (0.1 mmol)E 713t 4 Al FF FF wEth o2 yzg
3 ANE nAE JF35ln, A BER A, ARAIA AFA ALY
EAHTEL AZNGT (58 T1%). .

'H NMR (DMSO-ds, 400 MHz) § 12.59(brs, 1H), 9.00(s, 1H), 8.18(s,
1H), 8.11(d, 2H), 7.74(s, 1H), 7.53(s, 1H), 6.99(d, 2H), 3.76(s, 3H)

AN 6] 574. (D-5-([6-{4-(Ee}o|Z20 2u|E X)) F2[3,2-c]¥ P E-2-
A AYRo]o}E 8 W -2,4-Tho] &

AAldl 5739 SA 1ollA AMEE 4-dFAIHGEEAE dAE S 4-
(Egto]lEFo2mEANMA R JuF oS AHEste] A 573%
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TAT e R 24 P AzsUT.

'H NMR (DMSO-dj, 400 MHz) 6 12.65 (brs, 1H), 8.96(s, 1H), 7.78(s,
1H), 7.74(s, 1H), 7.56(s, 1H), 7.44(d, 2H), 7.28(d, 2H), 4.24(s, 2H); (=&
20%) '

AN 575, (2-5-1{6-@-HZAADFZ3,2-c]A P D-2-L} LA ]-2-4
o il E YW -4-&

DO 1 2-(Gol A EA ) D)-6-(2- | A H D EZ[3.2-c] 2D &

Az 7oA AZE 6-F22-2-(t}o]o] EA]H
2=t EAH IR EAS ALRELo] AAld) 573 © A 13
dES AZ}AT. (& 55%)

S 2: 6-2-oEAHD)FZ[3,2-c]H Y P-2-7} B L Edo] =9 FHY

@A 1M AzF 2-(tholo| EAHE)-6-(2-A EAHDFZ[3,2-c]T)
PUg A}g3h] AAd 573 @A 29 52U WHoz TAFYEL Axs)
Atk (& 90%).

SA 3: (D-5-[{6-C-HEAHDFZ(3,2-c]Fgd-2-d} A A]-2~
Hlol & AamtolotZ e d-4-29 FA

gA 20 Az 6-C-vEAIHDFZ[3,2-c]HD-2~-7t2 LU}
olE (0.1 mmol)e] FAF (2 ml) |&#d 2ohd (0.1 mmol) & AF oAH o E
(0.1 mmoDE 7}3tx 5 A2t B¢ 27 wuksdlh. 4oz Jz4st 5, A4
g 2AE dFgstn, 2448 82 AHSta, AXAA FA nAde ZAS
S AU (& 78%).

'H NMR (DMSO-ds, 400 MHz) § 9.13(s, 1H), 8.20(s, 1H), 7.91(d, 1H),
7.69(s, 2H), 7.43(t, 1H), 7.20(d, 1H), 7.09(t, 1H), 3.91(s, 3H)

A¥d 1, ¥A23EHo|xA]E 3-7]Yo}A] Zul(phosphatidylinositol 3-kinase
gamma, PI3Ky)el td &4 97}

2 ddo) mE F3EE9 TAFGEHo|wAE 3-7]YolAl #wt
(phosphatidylinositol 3-kinase gamma, PI3Ky)el ™3 4L UpstateAl
(Millipore Co, Billerica, MA, USA)ellA A Fdte ExdtjdolxAlE 3 714
o}A-A A HFEAE (PIBK-HTRF ki) & Ab&3te] Hrlstit
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kel 9h-3-& B(UpstateAldl A Al ¥ 40 mM MgClo7}
4w A % 5 mM DTT #H7}), ¥h¢ 22 £A
(UpstateAtoll Al A = STOP A, B &94& Z}7] 3112 £3), §F4&8
(UpstateAtoll A AlF3te A& EFE A, B, C €948 77 1:11:182 &3¢
A EFHFE &9Y. 1 mM9Y 712 PIP2(phosphatidylinositol 4.5
biphosphate; Upstate)®} &4 PI3Ky(#14-558;, Upstate) % 10 mM
ATP(Sigma-aldrich Co., St. Louis, MO, USA)E W3t th. PI3Ky, 1 mM
PIP2, 2 10 mM ATPE ZZ 2.9 pug/mi(#F ¥3%%: 1.45 ng/ml), 20
uM(E F 9Hg55: 10 uM), 40 M (H F B35 %: 10 uM)o] HEE 343
. BE M3 FHj g A AR e gdFEAL Qs drE g dojn whg
2 gAB2 QA vbE FA] Ao, FFHESEHE vlX]Tol| Alx}A] &Gk
< A= w AFZ3SHTh

7t ABe] EFE A u]lAw (384 well low flange white flat bottom
microplate, #3572, Corning Life Sciences, Lowell, MA, USA)°] 8 g 3}o]
# (multi 8-channel, Pipetman Neo multi 8 x 20, Gilson, Middleton, WI USA)
S o &3t Z 4 (welDT HA Azt wbgHEIF7} 20 w7t HA HSES
B3t} oju}, 24 thZET(negative contro) 2. 2+= 14.4% DMSO 5 i 9
PIP2 7|2 10 wE A3 oen, 4A dlZd(positive contro) o2&
14.4% DMSO 5 ut 2 PIP2/PI3Ky & 10 & Algstqich AgdFoze
AAldolA Az FJFEFS  DMSOo £3A] Ao &H 5 w %
PIP2/PI3Ky =& 10 s AHEsR ™. 4tst vk Aol oF 10&7 3
I a47HY AAMYE AAE F, ATP 5 1E Hdrtste dikst 9+3& &
Rt 7-} AEEAI ATPE vH3 Al AR 25 %, PIP2¢9} PI3Ky= %
Holo] 508 AX A HER, H7F AHdE Z47] 489 R 2949
5 5 oA 90E AAE
T2 F g AN 5 UE HUMSA AQAkE jvbSE FAEA
. 3 8 v YFHELY 5
Horete] Al EREEE S FEIATY. FFAELEY Ude Hlole”
(biotin)e] A= PIP3(biotin -phosphatidylinositol 3,4,5-triphosphate)®} 2
EdEoly| A(streptavidin)e] EAE APC(Streptavidin-Allopycocyanin), %=
HF22d FEFEue] EXdE PH Ed < (Pleckstrin homology domain)(“
7] PH =d Qe PIP37F A&dthE &/3tx glof, PH == PIP3 R =
o]e ¥l AEHMEHTUY AHAQ AN S T3 A FFSo =
"Aod. A2 adiR 641 WA 3 AR FF93 (time-resolved
fluorescence resonance energy transfer, TR-FRET) %< tr%s dF=37]
(Flexstation3 Micro plate reader, Molecular Devices, USA)E o] &3} &4

=
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o8 (F&54: 665 nm, 620 nm, 97153 340 nm), 3+7] Ao wet Azt
A Eg ks g 2 AAES AL, 2 AHRE in vitro A PI3KyE 50%
A& AHERD %9 ICoate® TAST. 1 AxE 37 & 13
o}

<A 1>

A2k BFErg& = (665 nm W& 9/620 nm H¥E37) X 10000

<2 2>

AR BFAAE = (K829 A4 F3ReE - s48dxzT
ARG FFEEE) [ (FEHETY A dFEEE - SAUHETY AAA

F3es3£)] X 100

Ao 2. ¥ATEHo|xAlglo)l= 3-7)olA] <}, Hel 2 Del(PI3Ka,
PI3KB 2 PI3K&)ol i3t &4 B}

B 2o M sEE9 PI3K o}8 (subtype) &, PI3Ka, PI3KR %
PI3KSol the 84S Addd 18 593 Hoez Hriaginy 2 a3
Bl AEE #AIF57] Ak, AHEE 549 FEE ECrk @R Y

At 23T oiwk PI3Ky thAlel] PI3Ka (phosphatidylinositol 3-kinase alpha,
#14-602; Upstate), PI3KB (phosphatidylinositol 3-kinase beta, #14-603;
Upstate), 2 PI3KS$ (phosphatidylinositol 3-kinase delta, #14-604; Upstate)
£ Z}7] AH883la, ECrs @& T3t 72 HF wgsE 0.3625 pg/ml
(PI3Ka), 0.725 pg/ml (PI3KP) 2 0.725 ng/ml (PI3KS)ll A AlzxHA] &G A&
2 2 239 in vitro A4 50% AN ANFEADY FEQ [Cpte 2 EAIS

ot 2 Aae s B 139 2o

A1
ICso (nM)
3}3HE PI3K ¢} PI3K &} PI3K €&} PI3K #v}
(p110a/p85a)(h) | (p110R/p85a)(h) | (p1108/p85a)(h) | (p120y)(h)
A4 2 35 208 117 654
AAd 6 2 3 2355 14
AAd 11 8 48 168 15
AA o 12 7 572 >10000 28
AAd 14 6 >10000 149 29
A Ao 23 43 >10000 >10000 9
AN d 25 6 >10000 >10000 5
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Ao 30 40 1370 460 6
A A 33 8 77 37 9
AAld 36 86 14 >10000 154
AAldl 40 8 177 590 28
AAld 41 12 100 322 13
A Ao 51 5 >10000 >10000 12
AA¢) 73 10 >10000 >10000 10
A 90 3 3574 6247 5
AA o 94 6 >10000 >10000 8
AAld 110 13 293 4235 96
AAld 125 58 >10000 >10000 12
Ao 132 22 337 98 95
AAd 134 95 >1000 54 344
AAd 141 21 23 51 108
A Aol 153 10 115 246 16
Ao 161 13 >10000 191 17
A Ao 187 5 >10000 >10000 10
A Ae 195 2 156 1896 3
A Al 196 10 >10000 >10000 7
A Ao 197 121 >10000 >10000 5
AA & 217 1 77 563 3
A Ao 225 4 >10000 >10000 43
AA o 262 33 >10000 >10000 38
AAd 263 16 1400 2500 28
A A& 279 40 480 747 17
A Ao 280 46 1109 3000 22
A Al¢ 307 14 1941 52 15
A A 310 11 1945 220 12
A Ao} 328 15 630 >10000 56
A Ald 330 24 >10000 >10000 12
A Ao 332 10 >10000 9300 19
A Al 339 8 443 188 16
A Aol 343 19 >10000 53 4
A Aol 345 11 3857 89 4
A A4 351 4 >10000 >10000 9
A Ao 361 41 1430 924 10
Ao 412 17 869 205 182
AN d 422 31 1231 1140 204
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Ao 425 11 1141 8333 51
AN d 427 62 250 1167 134
A 435 58 4339 4283 48
AA o 437 8 >10000 >10000 9
AN o 441 2 >10000 >10000 10
AA 4 450 8 4646 >10000 13
A Ao 453 25 5068 801 12
AA e 454 1 466 143 7
A Ao 469 2 5085 37 17
A A 475 68 >10000 >10000 10
A A 483 23 184 113 33
A &) 486 4 >10000 >10000 14
A Ao 498 2 2271 618 7
AN 512 2 82 73 17
AAd 513 4 715 74 11
AAd) 520 15 9739 >10000 11
AN 526 6 1211 33 23
A A d 528 8 638 92 24
AA & 532 5 1394 137 33
AA) ¢ 533 14 3717 2227 37
A A 541 5 104 136 27
AX ] 542 3 >10000 1267 24
A A d 546 360 5499 >10000 3
AA gl 548 8 138 250 25
AN &) 554 67 8623 >10000 78
A A 555 5 3474 120 18
A Ao 558 3 468 41 10
A A d 569 1 5925 493 16
2AAld 571 1 2410 78 15
A7) & 104 BSo], B 29 wE AAde 3gEEL PI3K o

3 A Eo] L ¢ F U
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(37 1]
7] 384 19 398 == 19 FRHOE HElER @
<z}ska 1>
W
N
[ )=

A N O

B

=
o,

Al

A %2 BEe Z4Z4 E5YgHo=R, Fi, 24, -(C=C0)R;; -(CHOLQ;
(CH=CH)XCH2)nQs -(C=C)(CH2)nQ;s -NH(CH2),Q; -O(CH2)nQ; -
(CONH)(CH2)mQ; =& -CONR|R; ©]|3(%, A 2 B F 3lvte Fholx, A 2
B7} B0 F4ad FE= 4,

m 2 0 WX 3¢9 HFola,

p & 0 WA 39 HFolx,

Q £ Ce-Cpz o1F; 3¥ WA 1299 SEHZEAIE2E7; EE 59 WX 1299
e Zolgo| a1,

271 QE Slo|=EA); olul; &2 A; Alololk; R, FO|=FA|, Alo]o}ix,
C1-Cg €FA 2 C1-Co €ZANELZAIRZ o]Fojx] FoZ2RE Mg 2387
2 3 ol Aoz XgkE Ci-Cio €7; Co-Cio EAY; 4-54-2-4}0]
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116) (2-5-[{7-(A=x[c]1,2,5]40]o}t}o]o}&-5-A)F 2 [3,2-c]H AL -2~
d}eE A npolotE e d-2,4-Tho] &

117) (D-5-[{7-(FEB-6-L)F2(3,2-clFdgd-2-d} B A [Molo}Fed-
2,4-t}ol &

118) (D-5-([7-{2-(*}elEF2Z 2 Holr| ) F g ud-5-U} F 2 [3,2-c]H 2D -
2-dldgdd)nolotEed-2,4-t40] &,

119) (-5-[{7-(B-HEAZ 29 -1-A)FZ[3,2-c]Hd-2-L LA ]
ojo}Z g Y -2,4-t}o] 2

189



WO 2014/017803 PCT/KR2013/006581

120) (D-5-[{7-(6-WE-6-EZg=Fed-3-¢)F2[3,2-c]H -2~}
gl MpololE e -2, 4-T}o] &,

121) (2-5-([7-{6-(Tholdiolr]| x)s 2] d-3-Y}F 2 [3,2-c]H gD -2-L ]
gda)solotZ e -2 4-tho] &,

122) (2D-5-[{7T-(1H-QgZ&-5-A)FZ[3,2-c]Hgd-2-L )| & & [#}o]o}=
-2 4-thol &

123) (9-5-{7-(1 -z [d]e]r|gdE-5-4)F2[3,2-c]Hgd-2-Y & ]

- MolotEd-2,4-Tho] 2 ,

124) (O-5-{7-(QH-H&Z-4-D)F2([3,2-c]Fdgd-2-Y}m & A |#}o]o} =
2 Y-2 4-t}o] &;

125) (2)-5-[{7-(H 2 eld D) F2(3,2-c]Fdgdd-2-L} D aAl |RpolotZ g -
2,4-t}o]&;

126) (D-5-[{7-(Z239-1-)F2[3,2-c]F D -2-d} v E A [Ro]o} =]
U-2,4-t}o] 2,

127) (2D-5-({7-(6-EEZ2Y=Fdd-3-I)FR[3,2-clgd-2-d}e D A |4
olo}Z g Y -2 4-T}o] &

128) (2-5-[{7-(2-olvl=gr|d-5-A)FZ[3,2-c]oid-2-L ol & ]}
ojo}Z ] ™ -2,4-T}0] &,

129)  (D-5-([7-{4-QH-HEeZ-1-) s} F2([3,2-clHd-2-L Iu
d)Mto)otZ g A -2 ,4-T}o] 2,

130) (D-5-[{7-(3-3=EAIHE)FZE(3,2-c]Fed-2-Y} A & A ]#o]o} =
2 d-2 4-t}o] &,

131) (D-5-([7-{3-(EZ = d)Ad}F2[3,2-cla g d-2-d ] d d)xto]
o}Z g d-2,4-t}o]&;

132)  (D-5-([7-{3-(F#HgD-1-¢o )AL} FZ2([3,2-c]Hd-2-L ] L
gA)HolotZ e d-2 4-t}ol &

133) (D-5-([7-{4-(ZE =D)AL} F2[3,2-clHd-2-d v & d)x}o]
o}Zgld-2 4-t}o] 2;

134) (D-5-{(7-[4-{4-"EFH A -1-D)u A ]FZ2[3,2-c]HHD-2-
d)d A pHlojolE -2 4-T}o] &

135) (2)-4-[2-{(2,4-Tfo] & MololZa|d-5-d )} F2[3,2-c]oed
~7-d 1z

136) (9)-5-[{7-(4-olo| 2ZZZAHD)FZ([3,2-c]ogd-2-Ld}H D A %0]
o}Z ) -2 4-T}o]L;

137) (D-5-[{7-(3- o}ol*uiiklﬂlé)wimz clogid-2-d} e e A #to]
o}Zg-2,4-t}o] 2;
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138) (2)-2-(3-[2-{(2,4-t}o] M olotZ | -5-Ldd) e} F Z[3,2-c]9
g d-7-d ]S AN R o] EHY,

139) (2-5-([7-{3-(F&D-4-EZADAD}F2[3,2-c]FFL-2-L 4= A)
ApololF el d-2,4-t}o] 2,

140)  (D-5-([7-{3-(HAr|d-5-d=2ANAL}FZ[3,2-clFgd-2-¢ v &
A)Rfolo}Z ] -2 4-t}o] 2,

141) (2)-N-(3-[2-{(2,4-t}o)| &M ojolZ e d-5-d )} F2(3,2-¢c]5
YA -7-d 19N A -E Eolulo] =

142) (9-2-M0) & 2-5-([7T-{4-(ESo| EF L2 EA)H L} FE[3,2-c]H &
d-2-d v d)RojolEe -4~

143) (D-5-[{7-(4-olu| =¥ d)FZ[3,2-c]H e d-2-d e ]-2-#o] A
ApolotE e d-4-2;

144) (2D-5-[{7-(5-F2 M0 23-2-Y)FZ[3,2-c]Hddd-2-Ld}d @ ]-
2-Apo] & aMolol T2 -4-&,

145) (2-5-[{7-(3-222-4-ZF 92 Hd)F2[3,2-c]HU-2-Y )y gl ]-
2-#ol KA ololZ el d -4 -,

146) (D-5-H{7-B3-EFLZ-4-vEHd)FZE[3,2-c]Hgd-2-Ld g ]-
2-Ho] EaxlololEH -4 -,

147) (2D)-5-([7T-{4-EFLE-3-(Eg}o| EF 2 )H I} FZ[3,2-c]F -
2-dldgd)-2-Ro]EaMnolotZ e U -4-2;

148) (2)-5-[{7-(Rolo}E-2-U)FE[3,2-c]H g d-2-d} A |-2-x}0] & A
ApolotE e Y -4-2;

149)  (2-5-([7-{4-(EM o] )AL} F2[3,2-c]FH-2-L vl D AM)-2-4}
o] & aMtolotZd-4-2;

150) (D-5-([7-{4-(HEgHdED)HA LD} FZ[3,2-clFgd-2-< ] A)-2-x%
o] & AMfololE R -4-2;

151) (-5-{7-(5-ER2EHgI-3-Y)FZ[3,2-c]Hgd-2-L} = ]-2-
Apo] & ampolotE | ~4 -2,

152) (D-5-[{7-(4- UﬂE/\Mlé)TrE[SZ clggd-2-d}od @ ]-2-#o] =
ApolotE P-4~

153) (2)-5-[{7-(6-EF 29 d-3-4)FZ2(3,2-c]ggd-2-¢g v d]-
2-Mpol FaMlolotE B -4 -2,

154) (2)-5-[{7-(Wo]l 2 A-3-Y)FZ(3,2-clgz|d-2-Ld} g d]-2-Ko] =X
ApojotE e Y -4-2;

155) (2)-5-[{7-(HED-3-DFZ[3,2-c]H g d-2-Y D A ]-2-#}0] &4}
ojo}Fe|d-4-L;
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156) (D-5-[{7-(6-R2EAgD-3-L)F=Z[3,2-c]Hed-2-¢}va4d]-2-
Aol & Mol ot & d-4-L;

157) (D-5-[{7-(6-F2=29gd-3-DFZ(3,2-clFdgd-2-d}r2A]-2-
slo]l & aMolol el d-4-2;

158) (D-5-[{7-(4-olo)AZ 2 ZA| A D)FE[3,2-c]Hgd-2-L}vdA]-2-
Hro] & aAtolotE e Y -4~

159) (D)-5-[{7-(3-¢}o] A2 ZAIHAD)FZ[3,2-c]Hgd-2-<}dd & ]-2-
Hro) & Moot E e Y -4-2;

160) (D-5-[{7-3-222Z-4-vEAHL)FZ(3,2-c]Hed-2-L DA |-
2-#o] & oot E e d -4~

161) (2)-5-{7-(3-EF L 2-4-vEAHL)FZ([3,2-c]He|d-2-L}A DA |-
2-Ho] & asfolotEy -4

162) (29)-5-[{7-(2,3-t}ogto| =2l Z[1 4]t}ol &21-6-L)FE[3,2-c]H g
-2-drdd A ]-2-Ro] SaMo|olE ) Hd-4-2;

163) (2-5-[{7-(5,6-tolv A A-3-D)F2[3,2-c]Held-2-Ld}m &
d]-2-Mo] aMolotEFd-4-2;

164) (2-5-[{7-(3-Z 292 -4-olo| AT 2 ZAFD)FZ[3,2-c]HP-2-U}
A A ]-2-Ro] Mool d-4-&;

165) (2-5-[{7-(6-olvl =¥ 2| d-3-D)FZ[3,2-c]Hd-2-Ld}rd| LA ]-2-
Aol & AstololE e d-4-2;

166) (0)-5-[{7-(4-NEA-3-ZF 0 2 d)FE([3,2-c]ogd-2-I}m A ]-
2-Mo] & aMololZ e A -4~

167) (2)-2-ofo] 2 Z 2 EA-5-[2-{(4-SA-2-Ao] Z M ololZed-5-Y g
) E}FE(3,2-clHYD-7-L =L ﬂo}olr—‘

168) (9)-5-[{7-(2-tfold&oln =x g ud-5-L)F = [3,2- CMWA -2~}
gl ]-2-spo] L aMolotEe|d-4-L;

169) (2-5-[{7-(6-HEAFD-3-D)FZ[3,2-c]Fed-2-L )2 ]-2
Aol & asolot & d-4-2;

170) (D-5-[{7-(6-NEAA D -3-L)FZ[3,2-c]Fgd-2-d} A ]-2~
Aol & aHtolotEEd-4-2;

171) (D)-2-EF 2 2-4-[2-{(4-82-2-Mo| S aMololZgd-5-d g ) &}
FZ2[3,2-clHgd-7-d IR Yo EHY,

172) (2)-5-[{7-(4-HEA-3-Egto] 2R 2 dHd)FE[3,2-c]Hed-2-
Aiefl A ]-2-Ho] ZAaMolotF e d~4-L;

173) (D-5-{7-(5-otu] e~-6-HEA| F 2D -3-)FZ[3,2-c]H g d-2-L } .
gal]-2-Ro]ZaMolotE g d-4-L;
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174) (D)-5-[{7-(6-0}o]l 2 T2 ZA AU -3-D)FZ[3,2-clHgd-2-L}n &
W]-2-Mo] & rMololE T U ~-4-;

175) (2)-5-{7-(6-F 22 -6-"vSAHD-3-L)FZ[3,2-c]F g d-2-d} 1)
gl ]-2-#o] Mool E e -4-L;

176) (2)-5-[2-{(4-& & -2-Ro]| ZAMololZ g d-5-dgd e} F 2 [3,2-¢]
Hd-7-d]gEA o] EHY,;

177) (D-5-{(7-[4-HEA-3-{(B)-(4-& 2 -2-# o] & LMoo} Z Y -5-9 g
g} d [ F2[3,2-c]Hd-2-d) A} -2-Mo] LA Molo}Z gl -
4-2; .

178) (2D-5-[{7-(4- ANt H ZIHADF2[3,2-c]Fd-2-d o A ]-2-4} 0]
S anpololZ e d-4-2;

179) (D-5-[{7-(4-Alo] 22 AHD)F2[3,2-c]Hgd-2-g A ]-2-%
o] LA Moot -4~

180) (2)-5-([7-{2-(dE#lo] ) gu|d-5-U}FZ[3,2-clHgd-2- v &
#)-2-Ho] & A MololZ e -4~

181) (D)-5-[{7-(2,4-Tolu|EA|F g u|d-5-A)FZ[3,2-clHgd-2-L}d g
W]-2-Ho] &4 HMololEE U -4-L;

182) (O-5-[{7-(6-822-5-vE8x8gd-3-4)FZ[3,2-c]Fgd-2-L =
A ]-2-Mol i MololZ et -4-L; :

183) (O)-5-{7-(6-E22Z-5-EF =298 d-3-U)F2(3,2-c]Hgd-2-Y}
& & ]-2-Ho] S aMololZ e d-4-2;

184) (2)-5-[{7-(4-3lol =2 AH)FZ[3,2-c]F e d-2-L} e & A ]-2-4}0]
S AaMo)olE U -4-2;

185) (2)-5-[{7-(6-told&olu|x-5-ZF 2 2 d-3-Y)F2(3,2-c]¥ &
d-2-di g A ]-2-Mo] & ARolotE )T ~4-2;

186) (D-5-[{7-(6-HIEA|-5-Eglo]E2F 2 E9gd-3-Y)F2[3,2-cl
g d-2-diddd]-2-Ro]ZaMololZFe H-4-2;

187) (D-5-[{7-(2,3-tolstol=2HIZzF&H-5-L)FZ(3,2-c]Fd-2-¢}v
dd]-2-#Ko] S aMolotZ g d-4-;

188) (O-5-[{7-(6-E2ZE-5-AEAAYHI-3-L)FZ(3,2-clHd-2-Y}
gl ]-2-Ao] FhMololE el -4-2;

189) (D-5-[{7-(2,5-T}o] T2 2 ~4-HEAHI)FZ[3,2-c]FHd-2-Y}d
gl ]-2-Ro] &AM olo} L -4-L;

190) (D-5-{7-(4-vEAHEHD)FZ(3,2-c]Hdgdd-2-Ld} o2 A ]-2-K}0]
A o)olE e d-4-2;

191) (D-N-dlg-4-[2-{(4-22-2-Ro]| & A xololZa|d-5-Ld g d)u & } F
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2[3,2-c]Hd-7-L A d Zo}rtol =;

192) (2)-N~(tert-%8)-4-[2-{(4-F&-2-# o] Saatolol2 e D -5-L g d)n)
g} 2(3,2-c]HgD-7-4 1A A Eolmjo| =;

193) (D-5-([7T-{4-(BRZ A ED AL F2(3,2-c]Hgdd-2-Ld =g A)-

194) (D-5-17-{4-(FHd-1-2ZD AL} -F2(3.2-c]FHgd-2-gv &
d]-2-Ko) & asololEe T -4-2;

195) (2-5-[7-(6-E2F22-5-v89gd-3-9)-F2[3,2-c]HgD-2-L
el ]-2-Mo] KA olotF e d-4-2;

196) (D-5-[7-(4-"l&A]-3,5-tolvEHd)FZ[3,2-c]logd-2-Ldr A ]-
2-#lo] S AaMfolotE g d-4-2;

197) (29-5-[{7-(4-olo) AT ZZA|-3 5-TolndHL)FZ[3,2-c]Hgd-2-
Ui g A ]-2-4to] & A Molo}F @ P-4 -2,

198) (2D)-2-Ro] & a-5-([7-{6-(2,2,2-Ego]ZTFQ 2o EA)T Y -3-U}F
2(3,2-cl¥gd-2-d ] dA)nolotZ el d-4-2;

199) (D-5-{(7-[3-{{4-dEANHA)SA D ]F2[3,2-c]Hed-2-d)d €
W)-2-spo] & aMololE e d-4-2;

200) (9-2-Mo) L&A -5-[{7-(3,4,5-EgolHEANHD)FZ(3,2-clHgd-2~
diciB A so)otE e e -4-2;

201)  (D-5-[{7-(4-3lo]|=EA-3-dEA AL FZ[3,2-c]Fe|d-2-L}HE
]-2-Mo| FaMololE P-4~

202) (2)-5-[{7-(4-3to ]| =FA]-3,5-tho| DA L) FE[3,2-c]HHLD-2-<L} v
gl ]-2-#lo] ZARfolo}F e d-4-2;

203) (D-5-[{7-C-HEAFeud-5-I)F2[3,2-c]Hd-2-L}H L ]-
2-#po) g amtolotE e d-4-L;

204) (2-5-[{7-(4-"€d-3,4-t}ol&lol =2 2 /-HIZ ([b][1,4] &AM -7-L)F
2[3,2-c]¥gd-2-Lid A ]-2-Ro] A MololZ -4~

205) (2)-5-[{7-(4-olol AT 2 ZA]-3-t|D | Q)FZ[3,2-c]Hadd-2-Ld}v &
A]-2-#o]| S aMolotE e d-4-2;

206) (D-5-[{7-(4-oNEA-3-AEADFZ[3,2-c]Hgd-2-g}AEdd]-2-
Aol fAaMmpolotF e d-4-2;

207) (D-5-([7-{4-(tert-2-EA )L} F2[3,2-c]F A -2-L ]2 A)-
2-#o) & stololE e P-4 -2

208) (-5-[{7-(5-°lr=-6-F22H YU -3-Y)F=[3,2-clogdd-2-d} =
gl ]-2-Rpo] K aMolotE e d-4-L;

209) (D-5-[{7-(3,5-To)|ERZ2-4-HEAHAL)FZ[3,2-c]Fed-2-d} =&
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W]-2-M o] &rMolotE e d-4-2;
210) (2)-5-([7-{3-Hd-4-(EFo] T 52
2-4d g ) -2-#o] & hMololE -4~
211) (D)-2-(4-[2-{(4-F2-2-Mo]| EAhMololZZ U -5-d ) g } F 2
[3,2-c]Fgd-7-d AL Ao} M EL}o]| ELY;
212) (D-5-([7-{4-(Blol=EEAHE)-3-dEHd}F2[3,2-c]H 2 d-2-d ]
dd)-2-#oj SantololZ e d-4-2;
213) (D-5-([7T-{3-ZFLE~4-(Ego| EFLEWEADHALIFZ(3,2-c]F &
d-2-d]d g d)-2-Ro] LMool E e -4-2;
214) (2D-5-([7-{4-HSA]|-3-(Egto] EF L2 E)HId}FZ[3,2-c]Pd-
2-d1ddA)-2-#o] & A Mo]olZg U ~-4-2;
215) (D-5-H{7-(4H-¥=[d][1,3]1t}o] &2 -6-A)FZ[3,2-c]HA YA -2-L} 7
gdill]-2-Ao]| FAhRololET P -4-L,
216) (2)-2-H&A]-5-[2- {(4 ZA-2-Mpo| SAMololZ e d-5-d g W) e } 3F
2[3.2-c]Fgd-7-d 2 Yo|EHY;
217 (D-5-[{7-(3-FEE-4-3lo| =8 A -5-UEAHI)FZ[3,2-c]H -
2-didg A ]-2-4o] &AM ool E e H-4-2;
218) (D-5-[{7-(4-oAFA|-3-(Egto| 2R ZWE)FHD)FZ(3,2-clo g d-
2-drr g A ]-2- Mol K hMololZ e d-4-2;
219) (O-5-[{7-22-"o|ZF 2 =ZM=Z[d][1,3]H}0] & -5-Y)FZ[3,2-c]T
gd-2-didd A ]-2-Mo] S anololF e T -4 -2,
220) (D)-4-[2-{(4-EF4&-2-Ro]SaMololZ e d-5-dgd)dE } F 2[3,2-c]
Hd-7-d ]l otAlE o] E;
221) (D-5-{7-C-dE5Agnd-5-d)F2([3,2-clFz|d-2-L}ed A |-
2-#ol LMool EZ e d-4-2; '
222)  (2)-5-[{7-(26-tolEZ 2V Ud-4-A)FZ[3,2-c]Fgd-2-d}r g
A ]-2-Ho] L antololF e Hd-4-2;
223) (D-5-[{7-(4-Atol 2R T2 HH D) F2[3, 2—c]a—4aa—z—gml%éﬂ]—z-
sho] & sfolobE el U -4-2;
224) (D-5-[{7-(6-2E2Z2-6-AEAHYLD-3-Y)FZ([3,2-c]Fgd-2-Y} 7
gl ]-2-Ko] KhHolotZ g d-4-L;
225) (2)-5-[{7-(6-#ZA-5-m 29 d-3-)F 2 [3,2-c]HId-2-L g
W]-2-4ko] G 2ol o} E P W -4-2;
226) (2)-5-[{7-(5-EF22-6-HEAFYD-3-)F2[3,2-c]HPd-2-Y}
ol g ] -2-#}o] S aspo] o F ] B -4-2;
227) (D-5-[{7-(5-2 2 2-6-olo] & Z 2 ZA| 9 e W-3-U)F 2 [3,2-c] W & I~

EEANHLIFR[3,2-c]ga -
Q
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2-Aie e A ]-2-40] & AstolotEE] U -4-L;
228) (D)-5-[{7-2-HEAAD-4-F 2 ([3,2-c]FID-2-Y} P A ]-2-
so) & asfolob el P -4-2, '
229) (2-5-[{7-(2-vgFe)P-4-DFZ[3,2-c]FgD-2-Y}vlg A ]-2-4
o) & astol o E ) W -4-&;

230) (2)-5-[{7-(3-0}u| x-4-Z2 0 2 FI)E2[3,2-c]TPu-2-Q}v D &l ]-
2-3}o] & Axto) ot E e Y -4-2;

231) (D-2-Mo] & a-5-([7-{2-(Egto|ER e 2 v )T d-4-L} F 2 (3,2-
cli P -2-g o g el)stolotE e P -4-L;

232) (D-5-[{7-(2-NEA-6-Z2 22T D-4-)F2[3,2-c]FHID-2-Y}
o8 A ]-2-#to] & AstolotE e -4-L;

233) (D-2-(3-[2-{(4-& &-2-#o] & aMolo}Z U -5-Le )L} F 2
[3,2-c]9) 89 -7-2 )5 D)o} | Er}o| EL;

234) (D-2-#0] =2 -5-([7-{3-(2,2,2-Ed}o| Z2 0 2| EANH I} F 2 [3,2-
clggd-2-2 v g M) solotE e D -4-L;

235) (2-5-([7-{3-(A2AR DA} FZ[3,2-c]THPD-2-2 v 2 &)-2-4}
o] & 2xfolotE -4 -2

236) (D-5-[{7-(3-E292-5-HEHD)FZ[3,2-c]Fed-2-L DA ]-
2-¥}o] & AstolotE e Y -4-L;

237)  (D-N-(3-[2-{(4-&x-2-# o] & Astolo}Za|d-5-da| &} F 2
[3,2-c]= )9 -7-Y I3 d) v ghQ Eo}mlo] =;

238) ()-5-[{7-(2-E2F =29 d-4-d)FZ[3,2-clHgd-2-<}E8A]-
2-Mo] & Mol Z e -4~

239) (2-5-[{7-(3-olv|=-4-A A DFZ[3,2-c]FHeD-2-Y} DA ]-2-
#po] & A spolotE e B-4-2;

240) (2)-5-[{7-(4-o}1|=-3-Z29 2HDF2[3,2-c]gd-2-L}w A ]-
2-¥}o] & Axtol o} Z e T -4-L;

241) (2-5-([7-{3,5-H]~(EgolZ2o 2 e)dd}F2[3,2-c]Hgd-2-Y]
g d)-2-mpo] & Mol o F B D -4-L;

242)  (2-5-[{7-(UH-Az[d]e]vE-5-)F 2 [3,2-c]Fdd-2-d) g
A]-2-4p0] & AsfolopE YU -4-L;

243) (2)-5-H{7-(JH- & Z-4-D)F2[3,2-c]F el H-2-A o & > ]-2-¥ 0] &
aspolotE e W -4-2;

244) (2-5-[{7-FQANERADFR[3,2-clFgd-2-L}m g A]-2-4o] 2 &
Bolo}Ee) d-4-2;

245) (2-5-[{7-(Z2 A -1-DFEZ([3,2-c]F 2 d-2-L )| A ]-2-#po] & &
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ArolotE e d-4-L;

246) (D-5-{7-(1-9E -14-H&E-4-)FZ2([3,2-c]Hdgd-2-d}dgdd]-
2-Mpo) &Moot & -4-2;

247)  (D-5-{7-(6-EEZ2 = d-3-)FZ(3,2-clFgdd-2-d}vd A |-
2-Ao] &Aoot E e d -4~

248) (2)-5-[{7-2-ov| = ud-5-)FZ[3,2-c]Hgdd-2-L A ]-
2-#to] & aMolotF e d-4-L; ,

249)  (D-5-([7T-{4-(IH-HEZZE-1-Y)HAL}FE(3,2-c]ggd-2-d 92
A)-2-Ro] S aMlololE gl ~4-2;

250)" (D-5-[{7-(3-3lol=E2A A D)FZ(3,2-c]Hgd-2-Ld}e 2 A ]-2-x}0]
ZaMpolotE g d-4-2;

251) (D-o¥ 3-[2-{(2,4-Ho]&aMolo}E e d-5-Ld)u B} FZ[3,2-c]
g d-7-4 x| E;

252) (D)-5-([7T-{3-(Egto| FF 22U EADNAL I FZ(3,2-clH e d-2-d 72
gd)stolol L d-2,4-}o] 2;

253) (2)-4-[2-{24-To] FaMololZed-5-d ) B} FZ[3,2-c]HEH
-7-4 1WA ZEolrlo] =

254) (2)-3-[2-{(2,4-TFo]| S aMololEe|d-5-de )} F2[3,2-c]9 g
~7-Y 14l A Eolulol =;

255) (2)-3-222-4-[2-{2,4-To]| FaolotEed-5-dg )} F =
[3,2-c]F e d~-7-<d [ul Al A Eolmlo] =;

256) (D-5-([7T-{4-2E2E-3-(Egfo]ZF 2 )AL} FZ([3,2-c]Hd-
2-d]rdd)yololE ] d-2,4-T}o] L,

257) (2)-3-BEF2-4-[2-{(24-Tho] SAaMololZed-5-d )L} F 2
[3,2-c]H 2 Hd-7-L]-N-olo] £ Z 2 A Al Eo}u}o] =;

258) (0)-5-([7-{2- 2224 (REY=AHEZY AL} FZ(3,2-c]Fgd-2-4]
g A)MololE e d-2,4-T}o] &,

259) (D)-5-([7-{2-2E224-(FAHd-1-9 A EZD AL} FZ([3,2-c]FHH-
2-dlvgdd)MojolEd-2 4-t}o] L,

260) (2)-3-2EE-4-[2-{2,4-To] oM ololFeld-5-de )L }F =
[3,2-c]H 8 D-7-L]-N-(2-3}o] =F Al of| &)l A A FE o}ufo] =

261) (D-5-([7-{4-(4-Z=2Z9H I -1-GHAED)HA I FR[3,2-c]Ad-
2-d 1o g A)HololEe|d-2,4-t}o] &,

262) (2)-5-([7-{4-(FA N D-1-GEBEDH D) FZ[3,2-c]Hgdd-2-L]n &
d)nfololE e d-2,4-t}o]2;

263) (O)-4-[2-{2,4-Tho| FasololZed-5-deld)HE} F 2 [3,2-c]H g
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-7-2]-N-(2-8lo] == Ao &)l A A Eolm}o] =,

264) (2-5-([7T-{4-(REY=HEYDAGIFE[3,2-c]H e d-2-L o & )}
olo}Z g -2 4-t}o]L;

265) (2)-4-[2-{(2,4-To] EaMolotZ g d-5-de)m e} F 2 (3,2-c]gd g
-7-d]-N-v @l Eolujo] =;

266) (2)-4-[2-{(2,4-to] & astololEed-5-LdB ) E}FZ2[3,2-c]z g
~7-9]-N-ofo] AZ 2 WA Zo}njo] =;

267) (D-4-[2-{(2,4-To]SaMololZD-5-Ld )L} FZ2([3,2-c]FHYd
-7-Y ¥l =olujo] =

268) (9)-5-[2-{(2,4-tfo] &AM olo}Eed-5-de ) E} FZ[3,2-c]Hg
-7-4#to] 2 H-2-4 Eolmlo| &

269) ()-5-[{7-(Az[d]#olo}E-2-)FE[3,2-clH e d-2-L }d & & ] %} 0]
olZ g d-2,4-t}o] L, '

270) (D-5-{7-(6-HEAIH IR -3-L)FZ[3,2-c]Fe|d~-2-Ld}d & A %
olo}Z e -2 4-Tho] &,

271) (D-5-{7-(IH-Q&E-5-Y)FZ[3,2-cloe|d-2-L v & &l Koo} Z ]
W-2,4-t}o] 2,

272) (D-4-[2-{2,4-t}o]| S asololZd-5-Ld M E}FE[3,2-c]Hzd
=7-4]-NN-trold &gl A Eo}vlo] =;

273)  (D-5-[{7-(3-ERE-4-3lo|=EAH)FZ(3,2-c]Hgd-2-L}" <
A]HololE e Y -2,4-1}0] ;

274) (2)-5-[{7-(4-3}ol =& A -3-dEBH)F2(3,2-c]Fgd-2-L}HE A ]
spololZ g -2 4~1}o] L, 4

275) (D-5-[{7-(3-EF L 2-4-3o)=FAHD)FR[3,2-c]ogd-2-d}HE
g npololE e d-2,4-tfo] &;

276) (2)-5-[2-{(2,4-tho] S aHMololZeld-5-dg )} F 2 ([3,2-c]H =
-7-4]-2-Fol=FA RO EY;

277) (D)-5-[{7-(4-3}0)| =2 A -3-Z20 2UdHd)F2(3,2-clHdzd-2-¢} 4
gal #ololZ 8 -2 4-Tho] &;

278) (2-5-[2-{(2,4-t}o] &Moo} Zd-5-d2 ) B F 2 [3,2-clF=d
-7-4]-2-HEAYZE x| EHY;

279) (D-4-12-{2,4-to] F oM ololEe|d-5-de i)W B} FE[3,2-c]H=d
~7-9Y1-2-Z 22 2 -N-v gl A A Eo}ulo| & |

280) (9-4-[2-{(2,4-t}o] & aHolo}Zed-5-d )N E}FE[3,2-c]H
~7-91-2-ZF 2 2 -NN-to| &l A H Eo}ulo| =;

281) (D-5-([7T-{3-E2FLLF4-(RZYAHAZNALG}IFZ[3,2-c]Hed-2-
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g d)nolotEeld-2,4-t}o]&;

282) (D-5-([7-{3,5-To|Z2 2 2 -4-(WHBHEA)FHI}FTZ[3,2-¢c]H -
2-dldgd)MololEed-2,4-t}o] &,

283) (O)-5-([7T-{3-ZFL2-4-(MEAHAZEDAI}IFZ[3,2-c]HYdd-2-d ]9
gdil)slojolZed-2,4-t}o| 2,

284) ()-8 4-[2-{(24-Yo]EaRololEgd-5-Lgd)mE}F2[3,2-c]
A Pd-7-4]-2,6-to] EF 22 HZ 0| E;

285) (2)-5-[{7-(4-0}"=-3,5-T}o| EF L 2HY)F 2 [3,2-c]F & U-2-2U } v
gl ]#lo]otE 8 d -2, 4-T}o] 2,

286) (D-5-[{7-(4-o}r|=-3,5-told A d)F2[3,2-clHEd-2-d}vg
g xtololZ e d-2,4-t}o] 2,

287) (2)-2,6-To| B2 2-4-[2-{(2,4-Tho] 24} o]o}Z ) Y -5-Y &) el v & } 3%
2[3,2-c]agd-7-d]-N-d D ¥l A Eo}njo]=;

288) (2)-2,6-thol 222 -4-[2-{(2,4-Tho]| & Mool Zed-5-Y gl d) v & } &
Z2[3,2-c]HEH-7-< ] -NN-Tt}o] v A A ZEo}rlo] =;

289) (2)-5-([7-{3,5-T}o]| E2 2 -4-(REZ L HEZDF L} F2(3,2-c]H 2 d-
2-d]rdd)solotE e d-2,4-t}o] &,

290) (2)-2,6-tho] S22 -4-[2-{(2,4-T}o] Mool Z g -5-d g d)w & } F
2(3,2-clgald-7-d]-N-o| i A Eo}ulo| =;

291) (0)-2,6-t}o] 2 2-4-[2-{(2,4-T}o] S aMololZgd-5-L ) d)v| & } F

S 2[3,2-c]Fgd-7-2]-N-olo] A Z 2 F MM Zo}ulo] =;

292) (2)-4-[2-{(2,4-t}o] & axtololEed-5-dE ) d} FZ[3,2-c]Hgd
~7-4]-N-vg-2-(E}o] 2F L Z v EA)Hl A d Eo}ulo] =;

293) (2)-4-[2-{(2,4-TFo] & aMololZ g d-5-d P )&} F =2 [3,2-c]H P
-7-Y9]1-NN-tfo|Hd-2-(Ego] TF L2 v EA)H A A Eolu}o]=;

294) (D-5-([T-{4-(RE€EYI =L ZEY)-3-(ESIo| EF L 2o EANHL I FZ
[3,2-clogjd-2-d e D A)Ho] ol &) d -2, 4-T} 0] 2;

295) (O-4-[2-{24-to) & aololZe|d-5-dg ) B} F=(3,2-c]H e d
~7-4]1-3-ZF 22 -NN-to]r ey A H Eolulo| =;

296) (2)-N-tert-52-26-tho]|F 22 -4-[2-{(2,4-T}0] & A Mo]o}Z | d-5-
de|d)e g} F2([3,2-cl e d-7-d 1AL Eo}rlo] =

297) (D)-2,6-tpol E22-4-[2-{(2,4-T}o] SaMololZ I -5-d g d)d &} F
2[3,2-c]F9d-7-Y4 ] -N-(2-3}o]| =F Ao & )ull A d Eo}v}o] =;

298) (29)-4-12-{(2,4-Tho] & aMolo}Z g d-5-daj )&} F2[3,2-c]F 2
-7-4]-N,N,3-Egto|d dull il d Eo}rlo] =;

299) (2-9WE 4-[2-{(2,4-tho] & aMolo}Z g d-5-Y )&} F 2 [3,2-c]
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g d-7-9]-2-m|EA Nz 0] E

- 300) (O-wE 4-[2-{(2,4-To]SaMojolZ e d-5-dald)m &} F 2 [3,2-¢]
g d-7-4]-2-ZF 22X 0] E;

301) (O-wd 3-[2-{(2,4-T}o] S aMololEd~5-deld)m e} F 2 (3,2-¢]
HYd-7-Y]-5-EFLZ N X ] E;

302) (H-dd 2-F22-5-[2-{(2,4-to]ZaMololZd-5-d d)u &} F
Z[3,2-clyed-7-gd gzl o] E

303) (2)-N-(4-[2-{(2,4-T}o] % iM}OIOP—’é—I’/]‘%‘.-S—"a‘El%J)W]%}%E[S,Z—c]ﬂ
gd-7-4 ]9 d) | g Eolulol =

304) (29)-3-[2-{(2,4-t}o] & aM}o ]O}%*E]?]_—S—"éalEﬂ)ﬂ]%}%i[S,Z—c]ﬂﬂ‘a
~7-]-N,N-tho| d & ¥l Z o}vfo] =

305) (2)-N-(4-[2-{(2,4-To]SAanolotZ D -5-d A E} FZ2(3,2-c]
g d-7-4d]1-2,6-tho| v g = d) ol gHd Eolplo] =

306) (29)-4-[2-{2,4-t}o] & aMololEed-5-ded)u e} F2[3,2-c]1g g
-7-9]-N,2-to]d gl 4 Hd Eo}ujo] = :

307) (2)-5-([7-{3-H¥-4-(& aalh;*;i%%‘)ﬂlé}%i[s,z—c]ﬂalEJ—z—%l]Uﬂ
ga)tololE e d~2,4-t}o]

308) (29)-4-[2-{(2,4-To] S aMololEgd-5-deld)u e} F2[3,2-c]1HI W
~7-d]-N-gd-2-c Dl M A Eolujo] =

309) (9)-4-[2-{(2,4-To]&aMololZgd-5-dad) e} F2[3,2-c]1H YW
-7-9]-N-ofo]lAZ 2 H-2-v A A Fo}ulo] =

310) (D) -N-tert-F8-4-[2-{(2,4-tfo] &aHololZEe)d-5-dg v} F =
[3,2-c]H g -7-d]-2-t @l A A Eo}njo] =;

311) (D-2-0tu]=-5-[2-{(2,4-tho] & Axlolo}Z g d-5-g )WL} F 2
[3.2-cloeg|R-7-d ]z}l ER;

312) (D-5-([7-{4-o}7| = 3= (Ezto] 2R o2 E)dd}F2(3,2-clggd-
2-dlv g d)nolol & d-2,4-t}o] 2,

313) (D-5-[{7-(6-o}r|=-5-HEBH I -3-Y)FZ[3,2-c]Hed-2-L}v 2
dinpolotZ -2 4-t}ho] & |

314) (D-5-([7-{4-(1-"E-5-& A& -1H-1,2,4-E&}o]o}Z-4(5H)-L)HA D} F
2[3,2-cl¥gjd-2-dH g dRololE 3P -2,4-T}0] &,

315) (2)-5-([7-{4-(1-0}ol| AZ2H-5-8 4 -1H-1,2,4-E}o]o}Z-4(5H)-Y)
A FZ(3,2-c]Fed-2-d ] d)RololZ -2 4-t}o] &

316) (D-5-([7-{2-HF5A-5~(FEYU-1-du DAL} FZ[3,2-c]H YD -
2-d 1A g d)Rolol £l d-2,4-T}0] &

317) (D-5-([7T-{2-HAFA|-5-(E & = )H I} FZ(3,2-c]Fdgdd-2-d ]
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gda)stololE g d-2,4-t}o] &,

318) (2)-5-([7T-{2-W1EA-5-(FHd-1-gol ) H ) F2[3,2-c] g d-
2-d g d)Holo}Ee|d -2 4-t}o] 2,

319)  (D-5-([7T-{6-(ALQAHEWD) T Y-3-W}F2[32-c]HD-2-2 ]
A)-2-#o]-& AMololZ el -4-2,

320) (2)-NN-tjo| & -3-[2-{(4-& L -2-AR o] AMololZgd-5-L | d)v
g9} E2[3,2-c]9 2 Y-7-Y [ A Eo}olo| =

321) (O-N,N-t}oluE -4~ [2-{(4-& & -2-K o] % _%:M}O]O}%—E]E—S—%E]Eﬂ)ﬂﬂ
H}F2[3,2-c]9gd-7-d A A Eolrlo] =

322) (O-5-[{7-(3-EE2=2-4- zﬂﬂciﬂ 1%%&[32 ~c]¥Ed-2-d}in "
A]-2-Mo]ZAhMololEYd-4-2

323) (23—5—[{7—(4—‘3}01537\]—341]%31]‘é)%‘ri[3,2—c]f‘l31‘3.-2—?—-_1}01]%@]—
2-Hlo] =2 xlolotE e -4-L;

324) (2)-2-8}0| EEA|-5-[2-{(4-L A -2-40] S amfololZ B W ~5-U g g)r]
g} F2(3,2-clggd-7-d o)l EY;

325) (2-5-[{7-(4-3l0) B2 A -3-T 29 AdHI)FZ(3,2-c]gdgd-2-L}
gl ]-2-#lo] & 2 MolotF e d-4-2;

326) (D)-5-[{7-(3-otAd-4-3lo|=EA|HD)FZ[3,2-c]Hed-2-L ¥ &
A.]-2-#po] & AhMjololE e -4 -2,

327) (2)-5-[{7-(3-EF QL2 -4-3}o|=ZAHD)FZ[3,2-c]F g d-2-d}HE
A ]-2-Mo] &AM olotE e -4-2;

328) (2)-2-HEA]-5-[2-{(4-& A-2- o] LaMololZ g -5-g | d)m &} FF
2[3,2-clgEd-7-d Y ZE Yo EH,;

329) (2-2-ZF2=2 -N-vE€-4-[2-{(4-%4-2-Ro] S A olo}FE|D-5-Y
) E}F2[3,2-c]Fdd-7-4 AL Eolulo] =,

330) (9)-2-ZF 22 -NN-to|H & -4-[2-{(4- & -2-# o] A M olo}ZH-
5-<dg )&}y F2(3,2-c]gd-7-4 A Eolujol =

331) (2-5-([7-(3-B222-4-(RE=HE é)ﬁﬂé}-rri[32 clgee-2-
Ao d@)-2-mpo] L AMololE e H-4-2,

332) (D-5-([7-{3,5-T}o]|EF 0 B ~4-(gA Z AL} FZ[3,2-c]HE D~
2-dldEA)-2-Mo] & aRolotE B -4~

333) (D-5-([7-{3-E222-4-(JYHEDH I F2(3,2-c]Hd-2-2 v
gd)-2-#o] & afololE e -4 -2,

334) (2)-dE 2,6-to]|EFQE-4-[2-{(4-24-2-#o]|ZAHMo|o}ZE H-5-
Qe )|} F 2 [3,2-c]9 e H-7- JH zo] o] E;

335) (2)-5-[{7-(4-o}r)x=-3,5-T}o] EF 0 2N d)F £ [3,2-c]Hd-2-2}7
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gl ]-2-#fo] EaMolotE e d-4-E;

336) (D-5-[{7-(4-olv]=-3,5-tolvEud)F 2 [3,2-c]Hed-2-L}d e
d]-2-#o] L AhxfolotE e d-4-2;

337) (D-5-[{7-(4-o}r)=~-3-H A D)FZ[3,2-c]Hgd-2-L} AL A ]-2-
o] & rtololF e d-4-L;
338) (2)-N-Wg-4-[2-{(4-Sa-2-Ho]anolotZad-5-Ld g d)u &} F
2(3,2-c]Hgd-7-d]-2-(Egfo] EF 2 v EADNH AL Eo}ufo] &;
339) (2-NN-T}o) | d-4-[2-{(4-& & -2-4 o] SR olotE e d-5-L 2] ey
B}F2(3,2-c]g2d-7-4]-2-(Eeto] EF L 2H| S AU A AL Eotvlo] &
340) (2D)-5-([7T-{4-(RZ2Y =P EY)-3-(Eo| ZF L2 EANHA L F =2
[3,2-clo g -2-L]Imigd A)-2-Ro] & A MololZ -4 -2,

341) (2-2,6-YolE2Z-N-HE-4-[2-{(4-Z2-2-Ho] 22 Ro]olZ 2 -
5-de ) e} F 2 [3,2-c]Hd-7-4 A Eotuto] =

342) (9-2,6-tolFEZ -NN-tho| & -4-[2-{(4-F A -2-M o] FaMmolo}E
A-5-dg &I FZ([3,2~c]Fd-7-L A H Eolulol =,

343) (2)-5-([7T-{3,5-Ho] E2 2 4-(BE2 A ED AL I FZE[3,2-c]Hd~
2=d g d)-2-Mo] FaMolotFe d-4-Z;

344) (D-2,6-T0|EZ2E -N-&-4-[2-{(4-&4&-2-# o] FaMolo}Ze|d-
5-de ) E}F2[3,2-c]g e d-7-< Pl A A Eotalo] =

345) (2)-2,6-tho]E2 2 -N-olo]| AT 2 F-4-[2-{(4-Z & -2-#}0] & A Hlo]o}
ZYd-5-<g )} F 2(3,2-c]19 g d-7-Ld AL Eo}rjo] =;

346) (2)-N-tert-828-2,6-TJo]|EF22-4-[2-{(4-& A -2-#}0] LA slo]o}Zg]
d-5-dgd e} F2(3,2-c]H S H-7-4 Jul A d Eolvlo] =;

347) (D-2,6-To] 222 -N-(2-3)| EFA N E)-4-[2-{(4-Z&-2-Ko]F4
srojotEe-5-A M) F 2 [3,2-c]FHD-7-d AL Eolnlo] =

348) (2)-NN3-Egto)ldgd-4-[2-{(4-ZAa-2-#o] &AM olo}Ee)d-5-Y ]
W e} F2(3,2-c]H g d-7-4 1A d Eolulol =,

349) (2)-9l8 2-H|EA-4-[2-{(4-L A -2-Ro]| L Aol o}Z T -5-U 2] dl)u]
B} F2(3,2~clHEd-7-d =z 0| E;

350) (2)-Hl8 2-Z2F22-4-[2-{(4-Za-2-Ro] S MololE TP -5-L d)
HE}F2[3,2-c]Hd-7-d ez o] E;

351) (D-v" 3-E2F22-5-[2-{(4-&4-2-o] &Mool Z e A -5-d & )
e} FE(3,2-clHgd-7-d ]z o] E;

352) (2)-H¥ 2-F22-5-[2-{(4-Z&-2-o]&aMtololE A -5-L g d)wl
S} F2[3,2-clHgd-7-Y ]Iz o] E;

353) (2)-N-(4-[2-{(4-Fx-2-# o] SaMololZ D -5-L )W B} F =
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(3,2-c]¥ &Y -7-4 = d)d gd Eolulo] =

354) ()-NN-Tho|HE-3-[2-{(4-=24-2-#o]ZhAto]olZe D -5-Ld g dl)n
B} F2(3,2-c]ggd-7-g I Zolulo] =,

355) (2)-N—-2,6-told " -4-[2-{(4-Z A -2-Ao| A Molo}Z U -5-Y 7]
D E}IFZ(3,2-c]FgD-7-L o) gtd Eolrlol &

356) (2)-N-olg-2-v&-4-[2-{(4-&L-2-#o]| & aMololZeld-5-L 2 dl)
de}F2(3,2-clHgd-7-4 A Eolulo| =;

357) (2)-N-ofolAZ2H-2-tg-4-[2-{(4-A&-2-# o] L Axo|o} &)Y~
5-dEld)E}F2([3,2-clg 2 d-7-d Al AlAH Eofrlol &

358) (2)-N-tert-28-2-md-4-[2-{(4-& A -2-Mo]| & aMmojo}ZePA-5-Y
e e} F2(3,2-clg|d-7-L [l A d Eolulo] =

359) (2)-N-(2-3lo]=E Ao E)-2-HE~4-[2-{(4-FA-2-Ho] &AL Ho|o}F
dd-5-dg ) E}FZ[3,2-c]HZYD-7-<4 A - FEo}vlo] =,

360) (2)-2-01P) e~5-[2-{(4-& 2 -2-#o] L aMolo}Z W -5-L & d) v D} F
Z[3,2-clHgd-7-d 2 Yo EY;

361) (D-5-([7-{4-olvjx=-3-(Egol R 2d8a)ald}F2[3,2-c]Hzd~
2-A g A)-2-po] K AHMolotF T U ~-4-2;

362) (2)-5-([7-{4-(1-v1Q-5- & -1H-1,2 4-Eg}o]o}Z-4(5H)-) T 9} &
2[3,2-c]¥add-2-d]dE A)-2-Ho] EAHololEe|H-4-2;
363) ()-5-([7-{4-(1-0}0] AT ZH-5-L A -14-1,2,4-Eg}o]o}Z-4(5H)-Y)
AGIFZ[3,2-c]Fgd-2-d I A)-2-H o] &Mool F e H-4-2;
364) (D-5-([7T-{4-(o}olAZ2IHZY)A A -1-I}F2(3,2-c]H|d~
2-d]d g d)HololEd-2,4-t}o] 2

365) (D)-5-{(7T-EZ2=FZ[3,2-clFd-2-D) v A} HolotEed-2,4-1}
o] &;

366) ()-5-[{7-(FHgYgD-1-)F2([3,2-clygd-2-d =g A Mo]o}Eg]
U-2,4-t}o]L;

367) (2)-5-[{7-(4-"EAH A -1-DFE(3,2-c]1FHd-2-L v & A J#o]
o}Z ) -2 4-t}o] &

368) (2)-5-[{7-(FEdolu)| ) FE[3,2-c]Hgd-2-L}u A [#polotZE e~
2,4-TFo] &,

369) (D-5-[{7-(AFotuj)FZ[3,2-c]gd-2-d}d DA IRojoZ -
2,4-t}o] &,

370) (2-dd 4-[2-{(24-t}o]&aMololZed-5-d 2w E}F2(3,2-c]
e d-7-golu| = JHlZ o o] E;

371) (2)-5-[{7-(4-Z2 23 Dol =)FZ[3,2-clg g d-2-Ld} e D &l |#ojo}
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Z2)9-2,4-t}o] &;

372) (2)-3-[2-{(2,4-thol astololZ e P -5-Le) )| D} F 2 [3,2-c]9 W
~7-dojn| ] 2L o] EY; ,

373) (2)-5-([7-{6-(Edto)Z2 e 2vle)y) g U-3-Lo}u] x} F2[3,2-c]3) g
d-2-g o g d)solotZ e Yl -2 4-tho] &;

374) (D-5-[{7-(2-2 22 -4-Yolu| ) F 2 [3,2~c]H e P-2-L}ol &
A ]HolopE e 1 -2,4-Tho] ; |

375) (2)-5-[{7-(6-E=2=2gd-3-do}lu|)FZ[3,2-c]Hgd-2-d}H g
A JHpolo}Z el W -2, 4-T}o] &;

376) (2)-5-([7-{2-(Wol @ -2-D)el Yolv) =} F 2 [3,2-c]F ) d-2-Y u &
d)rpololZ W -2 4-tho] &

377) (2-5-[{7-(3-vIEA Hol Do}u) ) F 2 [3,2-c]F e U-2-U} v & Al |4 o]
o}Z W -2,4-T}0] L; |

378) (2-5-[{7-(3-F D=2 Ho}n| ) F 2 [3,2-c]F e d-2-2} s & A |5po] o}

Z7d-2,4-t}o] 2

379) (-5-([7-{3- (Ea}ol%—?— zog)fidolu e} F=2(3,2-cl9zd-2-4]
o g d)HolotE e d E} 1

380) (2-5-[{7-(2,4~ E}Ol ZHgolu|=)FZ[3,2-clHe|d-2-¢}HE

d]HolotEeld-2,4- l:‘rO]

381) (Z)-S—H?—(M}OL?P* ~2-dHdolm ) F 2 [3,2-c]FHed-2-L 2 ]
HpojotZ el d-2,4-t}o) 2

382) (9-4-[2-{24-H°1% d\ﬂ}olo}—‘—ﬁ‘q 5- %lﬂ‘“)“ﬂ%}vi[BZ -c]9gd
—7-d ]9 H g -1-2 Zofujo| =;

383) (B)-3-tE-4-([7-{3~(Ego| ZF L ZHEANH G I FZ([3,2-c]H g d-

d]-dgd)-1H-HHFZE-5(4H)-2;

384) (Z)—l—“ﬂ%—5-([7-{3-(53}01%—?iiﬂ]%’\l)ﬂ]‘é}%i[&%c]ﬂE]‘”:l-
2-dldd)olngZeld-2,4-thol &

385) (D-4-[2-{(2,4-Thol L aMolo} | -5-d e ) B} FZ[3,2-c]H 2D
~7-4]-N,N-tho] 9| & -5 6-tto]sto| =2 9] &) D -1(2H)- A Eo}vlo] &
386) (D-5-([7-{1-(X}o]| 22 Z2FHEY)-1,2,3,6-HE}sIo| =23 -4~

Y} FZ[3,2-c]FgHd-2-L v d)sjolotZ e d-2,4-T}o] 2
387) (2)-N,N-thol & -4-[2-{(4-F & -2-# o] S astolotZ A -5-L g gl
}F2(3,2-clgeu-7-94]-5,6-tholstol =2 I gD -1(2H)-H Eolvto]

-

388) (-5-([7-{1-(A}o] 22X 2IHEY)-1,2,3,6-HEZso| =2 d-4-
AIFE[3,2-cldgd-2-d]dE A)-2-so] 2 L Mfolo} = H -4 -,
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389) (2)-2-(AAotu] x)-5-[{7-(4-P EA AL FEZ[3,2-c]FD-2-Q}v g
A Mol o} E-4(5H) -2,

390) (2-5-[{7-(4-A|ZA D) E2([3,2-c]oedd-2-)uD e ]-2-2Z g
Ryl o} ZE-4(5H)—&;

391) (2-5-[{7T-(4-HEAFHDF2(3,2-c]Fedd-2-L oD &l ]-2- (Aol Lo}
o) )4} o] o} -4 (5 H)—&;

392) (2-2-{(4-o)EAHD)o}u| e} -5-[{7T-U-T EA HDFZ[3,2-c]F Y
~2-Q}u g Aol o} Z-4(5 H)-L

393) (2-2-obu|x-5-[{7-(4-FEA A D) FZ[3,2-c)HD-2-L} el A %
ojo}Z-4(5H)-Z;

394) (2)-5-[{7T-(3-EF Q2 -4-0}o]l AT ZZAH)FZ(3,2-c]Hgd-2-d}
o & @l ]-2- (vl & o} m] ) Hpo] o} - 4(5 H) -

395) (2)-5-[{7-(3-ZF Q2 -4-0}lo]| AT R ZAHL)FE[3,2-c]Had-2-d}
o2 & ]-2-(3) 5 2} R -1 - L)} o] o} = -4 (5 H) - 2;

396) (2-3-(2-8}0) =2 A o) 8)-5-[{7-(4-IEAH D FZ[3,2-c]FH & H-2-
d)o e Al ) HololZ e Y -2,4-tho]

397) (D-5-{7T-4-DEAHDF2([3,2-c]Hed-2-Y}e DA ]-3-v g -2~
#po] & asfoloh &7 Y —4-&;

398) (2-5-([7-{4-(Hgsmol ) F 2 [3,2-clHeld-2-U sl G A)-2-4}
o] & iolntiE e Y -4-2;

399) (D-5-[{7-(6-ZF2 29 d-3-DF2[3,2-clHadd-2-L}eg A ]-
2-#pol & oluthE e Y -4-2;

400) (D-5-[{7-(B-HEAHNDFEZ([3,2-c]Fed-2-L )i d o] v} =]
-2,4-t}o] 2,

401) (2)-4-[2-{(2,4-To] S asjololZ e D-5-d ) D} F 2 [3,2-c]H Y
~7-9]-N-(2-3to] =2 Ao D)l = o}v}o] =;

402) (2)-4-[2-{(2,4-Thol L amololE e v -5-da| e &} F 2 [3,2-c]F P
~-7-9]-N-Z 2 g =o}u}lo] =;

403) (2)-4-[2-{(2,4-Fo] L asjololZ e W -5-L e d) v D} F 2 [3,2-c]H
~7-9]-N-0}o] A T Z Pl Zo}u}o] = ;

404) 7T-(4~tert-2-2HD)-2-(3-Z22 2 2H Q) F2(3,2-c]9 I Y;

405) N-[5-{7-(4-tert-2-dHY)EZ[3,2-c]5 & -2-U} 32 & -3-L Jo} 4
Eolvolol &; »

406) 1-[5-{7-(4 ~tert-38A L) F2[3,2-c]o g H-2-2}H ] D-3-9 ]-3-7
g 5-alo}; '

407) 2-o|EA-5-{7-(4-D) EA-3,5-Clo| v & D) F 2 [3,2-c]FH e D-2-F}
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g d-3-0}7l;

408) 2,4-tho]|E2 0 2 -N-[2-v|EA]-5-{7-(4-H| EA|-3,5-Cto|H D B D) F =
[3,2-clTg|d-2-¢ e d-3-d Al Eolmto] =,

409) N-[2-o|EA|-5-{7-(4-H| EA]-3,5-tto]H| D F ) F 2 [3,2-c]TF ) A-2-
) d-3-d v g Eolrlol =;

410) (D-5-(1-(7T-U-HEAHDFZ[3,2-c]gzld-2-)o & g )R o) o} =
2 d-2,4-t}o)2;

411) (D-5-(1-[7-{6-vIHA|-5-(E=}to)| ZF 2 &) d-3-Y}F2[3,2-
clygd-2-d ] e d)MololZF | P -2 ,4-T}o] 2,

412) (2)-2-{(2,4-tfo] &Mool E A -5-Ld ) g} -N-Q2-H FA A ) F
2[3,2-c]¥gd-7-7} B A o}ufo] =

413) (9-2-{(2,4-tFo] 2 M ololE|d-5-d e ) e} -N-(3-d EAH D) F
2(3,2-clHgd-7-7+F A o}ufo] =;

414) (2)-2-{(2,4-tfo] S AMololEe)d-5-L el ) e} -N-(4-d EA| ¥ D) F
Z2(3,2-clogd-7-7tF Al olulo] =

415) (D-N-39-2-{(2,4-tho] & astolo}Ze)W-5-d e e)m &)} F 2[3,2-c]
- Y d-7-7FF Ajolulo]l =; :

416) (D-N-(4-Z2z2HA)-2-{(2,4-t}o| & asololZe|d-5-d e ) E} F
2[3,2-c]ggua-7-7t 5 A o}m}o] =,

417) (D-2-{(2,4-t}o] & aMololZ | -5-dgd)H &} -N-(4-d| EA A Z)F
Z2[3,2-c]Hgd-7-71EAlo}rlo| &,

418) (D-5-{(7-(FAHHAD-1-Ft D) FZ[3,2-c]F e d-2-g)d & A }#}o]o}F
2 -2 4-t}o]2;

419) (D-2-{(2,4-t}o] & aMololZe|d-5-dgd)uE} -N-H L F2[3,2-
clg gl d-7-7}5 A o}wlo] =

420) (D-2-{2,4-To] & iaMololZ | d-5-ded)u e} -N-HEBFE[3,2-c]
2™ -7-7H5 A ofrfo] =5 :

421) (D-2-{2,4-tdo] & aMololZd-5-ded )&} -N-(3-s|d Z=2H)F
Z2(3,2-c]Hgd-7-7}5A|olujo] =;

422) (D-N-Ato] 228 -2-{(2,4-Tol &AM ololEed-5-de )L} F =
[3,2-c]9) 8] 9 -7-7} B Al o}mpo) =; ’

423) () -N-(2-HEX) #H9)-2-{(4-& A -2-K o] S AMolo}Z g -5-A 2] )|
G} F2[3,2~c]Hgd-7-7tFA|o}n}o] =,

424) (2)-N-G-dEAHD)-2-{(4-&&-2-Ao] &AM ol olZ 2| Hd-5-d g )l
B} FZ(3,2-clHZEA-7-FtFA|o}u}o| =

425) (2)-N-(4-HAEA1H9)-2-{(4-& A2 -2-Ko] & A Mlo]olZel P -5-L & d)
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H}F2[3,2-clFgd-7-7F 5 A o}mlo] =;

426) (D-N-FE-2-{(4-Z4&-2-Ao| S i ololZd-5-de i)y d} E =z
[3,2-c] gD -7-7} 2 A]o}lm}o] =;

427) () -N-(4-2 22 2)-2-{(4-S &2 -2-M o] L AR olo}Z gD -5~ g dl)uj
B} F2[3,2-c]H B d-7-7} F A]o}n}o] &;

428) (2)-N-(4-EA Ml A)-2-{(4~-F A& -2-# o] Mol o} Z P U -5-Y 2] ¢ll) v
G} F2([3,2-c]1Fgd-7-7HE Al o}ulol =

429) ()-5-{7-(FA A D-1-712D)FZ([3,2-c]Fgdd-2-Ld} D A ]-2-x} o]
2 aMololZ e P-4~

430) (D)-2-{(4-&A&-2-Ho|ZaMololE e d-5-d ) e} -N-Ho| g F =2
[3,2-c]19 YD -7-F+E A o}nmjo] =;

431)  (D-N-vE-2-{(4-S4-2-Ho|FaMololZgd-5-L ) g} F =
[3,2-c]¥ g YD -7-7} 8 x| o}m}o] &

432) (D-2-{(4-L&-2-Ao]| &Aool d-5-dg )y g} -N-(3-H L=
2A)FRE[3,2-c]Hd-7-7tFA|o}ulo] &,
433) (D -N-AO|EZ2 AL -2-{(4-S 4 -2-Ro]| &AM ololZ g d-5-L el dl)d)
9} F2([3,2-c]9 e D-7-7F B A ofmfo] =; |
434) (2D-5-[{7-(Alo]22Z2 A eI A)FZ([3,2-c]H g d-2-d} =D A 1}
olo}Z g d -2, 4-t}o]2;

435) (D)-5-[{7-(Ato] EE2ALAEJY)FZ[3,2-c]F g d-2-L}d D &l [} o]
olZgd-2 4-t}o] L,

436) (2)-5-[{7-(Alo)]Z22 A AN EJD)FZ[3,2-cl¥ g D-2-d} vl & &l %} o]
o} -2 4-t}o]2;

437)  (2D-5-([7T-{4-dEA A D) ANEIA LI F 2 (3,2-c]g g d-2-d el & d)x}
olo}& g d-2,4-T}o] ;

438) (D-5-[{7-(3,3-t}o]vl& F-E}Q-1-A)FZ[3,2-c]FYd-2-Y e ]
AolotE e d-2,4-t}o] -2,

439) (D)-5-H{7-(HAERI-1-D)FZ[3,2-c]Fgd-2-d o & dl Kolo}Za| T -
2,4-t}o] 2,

440) (D)-5-{(7-[{4-(Egto] FF 2 e)Hd el d1F =2 [3,2-c]H 2 d-
2-d)u A ololE el ~2,4-T}o] &,

441) (D-5-{(7-[{3-(Ego)ZF2r ) D} EtA A ]1F2[3,2-c]F A -
2-4)d e A nfololE e Y -2,4-T}o] 2,

442) (2D-5-([7T-{C-HEA HDANEIJ L} FZ[3,2-c]F g D-2-L o D )
ojo}Z g Y -2 4-T}o] &,

443) (2D-5-([7T-{(B3-" A DA EIA L} F2[3,2-c]H D -2-L el & A)#}
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olotE g d-2,4-t}o] 2,

444) (D-5-([7-{B-EF =2 d)NEJd}F2(3,2-clHgd-2-d g &)
ApojolE et -2 4-t}o]L;

445) (D-5-([7T-{4-EFFLZH ) eI} F2[3,2-c]H D -2-L a1 L A)
Alolo}Z g™ -2,4-t}o] 2, _

446) (2-5-[{7-(FZD-2-LAEJI)FZ[3,2-c]H g Dd-2-L o D A 4}
olZz|d-2 4-t}o] 2

447) (D-5-{7-(F2d-3-LAEJADFE[3,2-c]F g d-2-L} v D A x4} o]
olZgd-2,4-t}o]-g;

448) (2)-5-([7-{(4-(tolviolu ) s d)o e} L} F 2 [3,2-c]H B H-2-Y ]
e d)xtolopE e d-2,4-t}o] &

449) (2D-5-([7-{(4-HEA)-2- nﬂ%Jﬂ DA eI LI FZ[3,2- C]anm -2-4d ]+
gd)MololF e d-2,4-T}o]-&

450) (2-5-([7-{(3,5- Ekolﬂl%*]ﬁl‘é)ﬂlE}fﬂ@_}%i[s,z—c]m?4%—2—?4_]!311%
#)HololE T T -2 4-T}o] &

451) (2)—5—([7—{(3,4—401%—?giﬂlé)ﬂlﬂﬂ%}%i[&z—cmal‘d—z—%]vﬂ
gi)xto| ol &) d-2,4-1}o] 2,

452) (-5-H{7-(JZ2d-1-dAERJIDFZ[3,2-c]gd-2-L I A %
olo}Z g Y -2,4-t}o] &

453)  (D-5-(["T-{4-EFL=2-3-vgH D) NEgJ I} FZ([3,2-c]H g -2~
o Je g Ad)stol ot -2,4-t}o] 2,

454) (2)-5~-[{7-(0-EZANEUL)FZ(3,2-c]FPgd-2-}v & & |xto]o} =g
-2,4-t}o] &,

455) ()-5-([7-{2-Z 22 )N L}IF2(3,2-c]F g d-2-L [ D &)
olo}Z | W-2 4-t}o]2;

456) (2-5-([7-{B-3to]|=EA A D) ERJI LI F2[3,2-c]Feld-2-d v &
AxtolotE e d-2,4-t}o] 2;

457) (D)-5-([7-{24,5-Egold 8o ) ElQ L} F 2 [3,2-c]Hdd-2-L ]
gdd)npolotZE]d-2,4-t}o] 2

458) (2)-5-([7T-{(3,4-tho| 222 H D) EIA A} F 2 [3,2-c]Fgd-2-d]H&
gd)HololEed-2,4-tfo] 2,

459) (D-5-([7-{4-FEH DA EJ L} FZ2[3,2-c]F gD -2-d v & A)K}o]
olZ g -2 4-tho] &

460) (2)-2-{4-([2-{(2,4-T}o] &AM ojotZ ) -5-d )&} F 2 [3,2-c]H
ga-7-d ]}l ) ol ELto] EHY;

461) (D-5-{(7-[{3-(Egto] EF 2 E A d} eI L 1F2(3,2-c]HAH
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-2-d)v e A pxtololE e -2 4-t}o] 2

462) (D-N-{4-([2-{(2,4-T}o] &AM ololZd-5-d i) D} F2[3,2-c]
g d-7-L ]l e}l d)w d } v gbd Eolvjo] =

463) (D-3-([2-{(2,4-t}o] &AM olotE e d-5-Ld| i) E}F 2 (3,2-c]H g
d-7-d o)z EE,

464) (2-5-([7T-{4-Z2I A DA AL} F2[3,2-c]H g d-2-L el & A)#}
ojo}F | d-2,4-T}0] &,

465) (D-5-([7T-{(4-dEAHA DA EIJ L} FZ[3,2-c]Fgd-2-L nl & @)}
olo}Z g Yl -2 4-Tt}o] 2,

466) (D-5-{7-(FlAEoElAY)FZ[3,2-c]F D -2-} e A %ol o} =)
- ©-24-tho];

467) (2)-5-{(7-[{2-(Blol =Z A v &) s N ERIL IF 2 [3,2-c]H U -2-¢)
e dalolopE e W -2 4-Tho] 2,

468) (D-5-([7-{@2-olv = DA ElJ L} FE[3,2-c]Hed-2-L I a)H}
olo}Z g d-2 4-t}o]2;

469) (2)-5-([7-{(3,4-ToldEAH DN A LI F 2 ([3,2-c]HgD-2-< &
dintolotE g d -2, 4-tfo] &;

470) (D)-2-([2-{(2,4-To] LM ololFd-5-d )L F Z[3,2-c]F =
d-7-g o el )iz L}o| EH,

471) (29)-5-([7T-{(4-olol AZ 2 LA Q) eI Y} FZ(3,2-c]Hgd-2-Y ] &
d)MlololZ e Y -2 4~}o] 2

- 472)  (D-5-H{7-(GZ2A-2-YA eI D) FE[3,2-c]HeD-2-L}HE A R
ojo}E g Y-2,4-t}o]2;

473) (D-5-{(7-[{4-(FHA D -1-) NN LIF2(3,2-c]HFD-2-Y)
g A pololE 2| d-2,4-Tho] &

474) (D-5-{(7-[{2-(Ego] ZF 22 EADHA Lo EILY IF 2 [3,2-c]FHEd
-2-d)yd 2 Aol ot &g d-2,4-tho] &

475) (D-5-{7T-(A1olZ22Z2 eI A)F 2 [3,2-c]Hgd-2-dd g~ -
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INTERNATIONAL SEARCH REPORTY

ntemational application No.

PCT/KR2013/006581

A, CLASSIFICATION OF SUBJECT MATTER

CO07D 513/14(2006.01)i, A61K 31/542(2006.01)i, A61P 29/00(2006.01)i, A61P 9/00(2006.01)i

According to International Patent Classification (IPC) or to both national classification and IPC

B. FIELDS SEARCHED

Mintmum documentation scarched {classification system followed by classification symbols}

C07D 513/14; CO7D 405/02; CO7D 405/04; A61K 31/542; A61P 29/00; A61P 9/00

Korean Utility models and applications for Utility models: IPC as above
Japanese Utility models and applications for Utility models: IPC as above

Documentation searched other than minimum documentation to the exient that such documents are included i the ficlds searched

inflammation, cardiovascular, respiratory, CNS.

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)

eKOMPASS (KIPO internal) & NCBI (PubMed, MeSH), STN (Registry, CAPlus) & Keywords: furo[3,2-c]pyridine, cancer,

C. DOCUMENTS CONSIDERED TO BE RELEVANT
Category™ Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X WO 2010-054278 A2 (SCHERING CORPORATION) 14 May 2010 1-4,10-11
A See examples 7, 10, 11, 33 and 43 etc.; table A; claims 1, 6; abstract. 5-9
X WO 2009-037570 A2 (CRYSTALGENOMICS, INC.) 26 March 2009 1-4,10-11
See chemical formula I; claims 26 of compounds 4-6, 35 and 36; abstract.
X WO 2004-089939 A1 (FUJIISAWA PHARMACEUTICAL CO., LTD.) 21 October 2004 1-4,10-11
See examples 23-26, 37-39; claims 1, 10 and 11; abstract.
X US 2012-0010247 A1 (KAMATA, Makoto et al.) 12 January 2012 1-4,10-11
See example 135; abstract.
A US 2006-0074083 A1 (KALVINSH, Ivars et al.) 06 April 2006 1-11
See example 79; abstract.
A WO 2012-031197 A1 (FORMA THERAPEUTICS, INC. et al.) 08 March 2012 1-11
See page 98, compound 4; abstract.

D Further documents are listed in the continuation of Box C.

* See patent family annex.

Special categories of cited documents:

document defining the general state of the art which is not considered
t=3 o
0 be of particular relevance

ational

“E”  earlier application or patent but published on or after the in
filing date

“L7  document which may throw doubts on priovity claim{s) or which is
[ to establish the publication date of another citation or other
special reason (35 specified)

“0F  document referring o an oral disclosure, use, exhibition or other
means

P document published prior to the international filing date but tater than
the priortty date claimed

“T7 ater document published after the international filing date or priority
date and not in contlict with the applic 1 but cited wo understand
the principle or theory underlying the invention

“X7 document of particular relevance; the claimed invention cannot be
i or cannot be considered to involve an inventive

step when the document is taken alone

“Y”  docur of particular relevance; the claimed invention ¢z
considered to mvolve an inventi
combined with one or more other suct
being obvim :

“&”7  document member of the same patent family

Date of the actual completion of the international search

06 NOVEMBER 2013 (06.11.2013)

Date of mailing of the international search report

06 NOVEMBER 2013 (06.11.2013)

d mailing address of the [SA/KR
Korean Intellectual Property Office
Government Complex-Daejeorn, 189 Seonsa-ro, Daejeon 302-701,
Republic of Korea

Facsimile

No. 82-42-472-7140

Authorized officer

Telephone No.
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INTERNATIONAL SEARCH REPORY International application No.
PCT/KR2013/006581

Box Ng. I Observations where certain claims were found unsearchable (Continuation of item 2 of {irst sheet)

3

s [

This international search repeort has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

because they relate to subject matter not required 1o be searched by this Authority, namely:

Claim 12 pertains to a method for treatment of the human body by surgery or therapy, or to a diagnostic method, and thus
pertains to subject matter on which the International Searching Authority is not required to carry out an international search
under the provisions of PCT Article 17(2)(a)(i) and PCT Rule 39.1(iv).

Claims Nos.:
because they relate to parts of the international application that do not comply with the prescribed requirements to such an

extent that no meaningful international search can be carried out, specifically:

Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box Ne. (Il Observations where upity of invention is lacking (Continuation of item 3 of first sheet)

4.

L]

This International Searching Authority found multiple inventions in this international application, as follows:

As all requured additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

As ail searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

A . 1 o S .. | ik i - o - M M ¥ . 'Y + M M - M o i~
As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

No reqmived additional search fees were tiruely paid by the apphicant. Cousequently, this fnternational search report is
resiricted to the invention first mentioned in the clams; it is covered by clairus Nos.:

Remark on Protest D The additional search fees were accompanied by the applicant’s protest and, where applicable, the

payment of a protest fee.
E} The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation,

[:::E WNo protest accompanied the payment of additional search fees.

Form PCT/ISA/210 (continuation of first sheet (2)) (fuly 2005}
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Information on patent family members

International application No.

PCT/KR2013/006581
Patent document Publication Patent family Publication
cited in search report date member date
WO 2010-054278 A2 14/05/2010 CN 102273232 A 07/12/2011
EP 2355825 A2 17/08/2011
EP 2356826 A1 17/08/2011
EP 2364367 A2 14/09/2011
EP 2364473 A2 14/09/2011
JP 2012-508499 A 05/04/2012
KR 10-2011-0099693 A 08/09/2011
US 2010-0216139 A1 26/08/2010
US 2012-0015926 A1 19/01/2012
US 2012-0254183 A1 04/10/2012
WO 2010-052720 A1 14/05/2010
WO 2010-054349 A2 14/05/2010
WO 2010-054386 A2 14/05/2010
WO 2009-037570 A2 26/03/2009 CA 2696725 A1 26/03/2009
CN 101815718 A 25/08/2010
EP 2188295 A2 26/05/2010
EP 2188295 A4 16/11/2011
JP 2010-535855 A 25/11/2010
KR 10-2010-0045480 A 03/05/2010
US 2011-0028507 A1 03/02/2011
WO 2009-037570 A3 11/09/2009
WO 2004-089939 At 21/10/2004 AU 2003-901647 DO 01/05/2003
US 2012-0010247 A1 12/01/2012 EP 2351743 A1 03/08/2011
US 8501804 B2 06/08/2013
WO 2010-050445 A1 06/05/2010
US 2006-0074083 A1 06/04/2006 AU 2005-291075 A1 13/04/2006
BR P10517549A 14/10/2008
CA 2580221 A1 13/04/2006
EA 200700807 A1 31/08/2007
EP 1804781 A1 11/07/2007
IL 182356 DO 24/07/2007
JP 2008-515867 A 15/05/2008
KR 20070056138 A 31/05/2007
MX 2007003922 A 07/06/2007
WO 2006-037996 A1 13/04/2006
WO 2012-031197 A1 08/03/2012 AR 082885 A1 16/01/2013
AU 2011-295725 A1 28/03/2013
CA 2810038 A1 08/03/2012
CR 20130104 A 27/06/2013
EP 2611804 A1 10/07/2013
JP 2013-536869 A 26/09/2013
KR 10-2013-0114119 A 16/10/2013
SG 188367 A1 30/04/2013
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