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HE(s-Bu), 2-WE-2-Z 2 (t-Bu), 1-AL(n-A), 2-7d, 3-Ag 2-vgd-2-2g 3-wd-2-5d 3-vg

-1-3g ) o-wg-1-3yg | -8 2-d] 3-3a 2-wWd-2-3d | 3-ud-2-3d, 4-wgd-2-dAg, 3-vg-

3-7d, 2-vg-3-3d, 2,3-thejvd-2-5d, 3. 3-thojdd-2-Fd, n-Fd, -5, n-=d, v, n-2d
3

A, n-=dd, n-Edtoldld, n-vlEZHEA, n-dEtdd, n-SAEA, e, n-SEE, n-eddd

g

o] ARgE g "Ao]FRUA" T "Gy Al RAZAS D] BAEA &¥E @, 3 A 18719 v
AE 2t 23 ©@35a UF guZ, 9l Gy @8 B G U8 Z3kE gk, o E B0l Alo)E
2ray Alo|FREY, Ao]|ZRAY, AlojFRra g, w2 et Alo|FRE M, Ale]FR
g, AelFEgY, Ao|FRSdvdd, wxud, A7, Egfo|ddEdo el F2Ad, HZed, ojriurd
55 ongitt

2ol AFEE go] "UAA" Ee "GP EFEHA FS sy oo FA(EAAeRE 1 WA 3, Bk
A 1), § Ba-th, sp2 olF AFS 2 (0 13, 23 T 33, AF Tt 39
A 3lesoltt. dE 5o, vATHoR odd i v d(-CH=CH,), ¥¢Z(-CH,CH=CH,), Alo]ZFZ el d(-
Gy, Atel ZZ A (-Celly), Aol d 2, HEAlo] Fz A d A L 5= A (-
CHoCH,CHoCH,.CH=CH,) & E3H3hr}.  o]F A Al T El: widd & vk, 54 AAGHAA, &0 "
A" Crp ©8bFA, T U8 FAHOZE A7) F712 7149 vieb 22 (1 ©85aE UEhit

welo] ALgE Sol MY QHUre EahEA e st ol B(FRMoZ 1 WA 3, A
D, % Bawa, s ol TS 2 0-Cy 1, 24 B 07, A%, 243 BE A8 Baeas e

ok, de HAgdor el s HD(-CH=CH,), %% (-CH,CH=CH,) % 5-3A'd (-CH,CH,CHCH,CH=CH,) &

PR olF AL Ax EE Eds g S A

of
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[0231] welo] A8E gof "AolFRAAY S EHEA 2 sht olge] R(BAHOR 1 uA 3, g
D, & wa-ua, sp2 oF 4TS 23 4 WA 1849 Ba A4E 2E 0PES dses g0z, 94y
Cip B8 EE Coyy 0 B8154E bt o aA@som, AolZ 2 (-Cl,), AelZaddds

B3, LAl 22AAYA 2 Ao ZRIAMY(-CH) S EFBT, 0% APE Ax EE Eds wEY F
it

>~

[0232] o] AFEE go] "UTE" Er "CEYId"e ESHEA @ Sl oY F(FdHeR
A A= 1), F 284, sp2 o|F ATS zte (s 13, 237, 3%}, AF T+ 3+
g3l 4E et oE b AR o R oEd(-C=CH), 3-ogd-Alo]FRIE-1-o|dU, 4-Alo]FRIE-
1-9-dgd 2 1-Z2ad(Z23d, CHC=CDS E33ct. 54 QA G, g "dAL"S Cyp &3}

G, ER UG FAGOR 47 B R Pl vhel R (o WARELE Ve,

J

[0233] =4 A" EshE A b2 st ]“«] l?—" (F3He= 1 WA 3, vtedsie=

| bR & q .
D, = B, sp F ARE 2E G0 14, 274 BE 33, 08, BAY 2= 448 Beses Uy
g

H
d(-C=CH) ¥ 1-Z==2Id(Z=2394, -(HC=CH)S E3 3T},

[0234] o] ARgE 8o "AfolER YIS E3EA] e oY FH(EHAHLR 1 YA 3, ugAs A=
1), & d2-82, sp AF 2SS 2L, (o T8 B Gy U3 B3lEAR o|FoX 7Y o]E I 5
WX 18719 €A GAE 2tE vWEs v3leh s el de bAgH oz Ao FR I E-1-9,
3-od-Alo] ZFRIE-1-0o|dU, 4-Alo|FEIHE-1-20-HddU L oEHU-Alo]ZFRFE-1-218 ¥ 3}3lr},

[0235] Yo AMRE o] "gdZA"e 1 UK 18719 B YA(HS FAHOZ (L BE (L B4 940, 2 1 &
ZHe] FAdAY 2719 Aoldt A AR EE 2719 A QRte] AA o fE¥ 279 171 gz 4
<zt ¥3), BAE e A4y ddea guze 247 yepdg. d¥gdoez 44d gode viAgE o
2 g (-CHy-) 1,2-91E A (-CH,CHy-), 1,3-Z 2 A (-CH,CH,.CHy-), 1,4-5-2 & (-CH,CH,CHCHy-) 58 £33},

[0236] o] AFgH o "dAdH"S XA 2 Sl o] FH(EFFHeE 1 WA 3, vEAsHAE D, F
Ba-BH, sp2 olF A¥S Zte 2 UK 18719 A AAHEHS FAIHLE (o BE G B4 92, € &
aAe] FLsAY 2719 golgt vrAh A2 HRE 2719 A& xRt AAe 9s f=w 2719 Ut HUZ F
Ae zhe BAY e 249 geea oz 27 Yehdn

[0237] ol AFEE gof "drId"e x3 A e sl o] e FA(SAAHeR 1 UK 3, stEAsAE D, S
BA-Bta, sp A AES Z2HE 2 WA 18709 B IR (EHE FAIZ R Cop BE G B4 92, 2 2 &
19 FA3AL 2709 Aold whA AAZRE 2719 F4 kel AAd o FE® 27he 17} g A
S Ze 218 e A4y dseh oS 747 el

[0238] o] ALgE §of "SHELL" S NFY A4S YEga, ojuf lu o] whrA U= Aba, Ah EE
3 Hxtol &l wiA

[0239] o] ALgE §of "SHELAL" S vEY dAdo)a, ojuf sl o] wA dAE bk, AAh EE I
AAfe o5l AT

[0240] o) AlgE gof "dHZLTIE"S vy dyjdola, ojuf Jlf o] vk dAE i, AL T I
AAfel o3l AT

[0241] o] ALgE §of "sHELZA" S ddoe|a, ojuf i} o] de] A YAE AtA, AAh T 3 YA
ol& A At

[0242] o] AFRHE go] "FEHELALA" S A dHo|a, ojuf sl o]ate] B A= Abh, AA wE g Axt
of <jz diAHTt

[0243] e AFRHE go "SERgrIddA" e dy)ddoe]a, ojuf s} o] o] vhAa UXE kA, AL HE 3 YAt
of o3 diAEct

[0244] 2 e AFEE §o] "old'e B W g AaEle] A AERFE FAY AAC 3 FEE 6 WA
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[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

20709 Bk o] PHE @aeh GURS gt R RS we) Axge sht ol wevt B
2l B BFE o] AsY EE ol@ Ei AR 3 29 ovath A¥H9 ofh J)e Ao
21, 2 w5 Phe) 2eE W §ESI, WA, EE, AL, vhelsd, 2,3-tholsho| = m-lH-ld
oNY frH o7 Zygwh AYE ok Jl9 FAH ol

Bglo] ALgE o] "olARA" i rolgety-r

6 WA 2070e) Ba 9A4E Tgsan, dAd, ofded Jle 4 A7lE 1WA 679 Ba fAelw, ofd
A% 6 A 1471e] Ba Qo]

2go] ALgH ol "olgelAY B tolgelAd-"e Ba Aol AgH shhel Fa 9K} o Hride
GAHE N8Y 9Ad B2 et oS JlE 6 Ul 20709 B AabE Egsha, «ad),
ohaetAd 719 A W71 1A 6708 B ARel, ofd Av1E 6 X 1) ea Axbolth,

oo AbgE fo] "ol L= rolFety|d-"e A Yxld] Astd Ftbe] £ A=) ol dhze
WA E HEE WY e ded. ohhed 1 6 WX 2009 B 948 Edetn, oA,
ohasld 7ol 2719 W7l 1A 6708 B fAela, ofdl A1 6 A 1) wha Urtolnh,

2ol ALEE o] "ol HRAA" T "ol HRAA-"S B A, APAHoR Uy T gp3 ©@A
Aol AgE shte] Fa A7t ok BuZE diAH= A2y Guze depd. g add Vs
6 U= 207 2 A= x3ela, dAY, olHaHELA 79 FEadd A= 1 UA 6719 wa AR}
ola, ol 7| 6 A 14749 i Axjoltt.

s

o

R

®
)

W

welo] ALgE go] "olAslHEAAY" EE oldsHEIAY-"S Ba Aol AFE st i A7)
o} iz YAEE AHZAAY GuZe e, olFHHZAAY A 6 uiA 20709 i 942
235, o), ohdaHzasld Jle] SHEeAY Wl 1 U 6719 B Axela, okd 71 6 4]
A 14709 'Rz gApeltt,

welol AHgE fol roldslHzyd" Ex roldslHRdyld-"e B A AFE s i A%
o FHRE ASE AHEAYY ehelze ek, okaslHEAIY A 6 WA 20749 Bh AAE
Tsta, e, ohAsHEesd Jle) SHRed WlE 1 WA 6749 B Axfela, okd A7) 6 1)

2 14709 g dApeltt.

o] AFgHE g0 "slElEAte]F" e S o] N, 0, S i PE T 3 Ui 18719 Ao 23}, E
st e WS 17 Al2'E oulgity, o9} o] FEHEALe|ES SHZotE 7|E EFeTE. Yo AL
% 2, 9% B HAgH o= 3 [Paquette, Leo A. "Principles of Modern heterocyclic
Chemistry"(W.A. Benjamin,New York,1968), particularly Chapters 1, 3, 4, 6, 7, and 9]; %3 ["The
Chemistry of heterocyclic Compounds, A series of Monographs"(John Wiley & Sons, NewYork, 1950 to
present), in particular Volumes 13, 14, 16, 19, and 28]; =@ [Katritzky, Alan R., Rees, C.W. and
Scriven, E. "Comprehensive heterocyclic Chemistry"(Pergamon Press, 1996)]; 2 F3[J. Am. Chem.
Soc.(1960) 82:5566]° 71A1% o]&jgt dElZAtolES 233, 5A AAGH A, ole foj= FYd
tolstel =29 d, HEZstol =2y d (I ), EolEd, HEZsto|l=2Eedd, 3 jtstd HES)
ol=REeHd, Feid, Hed, &Y, fgE, ovvEY, HEHREY, WxFed, Heptzgyd, <
=4, JdEdld, Asgd, ololaFzed, WzonvEd, IulEtd, 4-99gd, J=Hud, 2-9&7
Ld, FEgd, HEgstol=rFed, HzgEgste|lmRFetd, HEGsto|=Rugd, vy Edsto| =R
Jdeaid, HEGstol=aF=ed, HEHGS | ERolo|4FmEd, drletel=zdmeld, SEeto]=Rofo] 4
=g, okxAld, EgtolopAd, 6H-1,2,5-Flefrtelobxd, 2H,6H-1,5,2-TtholElotAld, EItEHY, Iehd,
ool aMlzfetd, ARvWd, FTHY, FSAEY, 2H-FEH, olo]abolEH, olo]asAEY, ddAd, ¥
oA, JAFYAH, ofolARIEZE, M-, -S4, Fod, H-FA=dAd, ZgaAd, YZH
gd, FAmied, dolEdd, Alsdd, THEdYd, 4al-7ntEd, sEE, g-7hEeEd, #AgdE=Yd
otzEitd, I nitd, AJEEFIY, Mo, dHxEloAd, FeEpabd, FAH5AAd, otolrmazEvd, A=
utd, olmtEEd, olvnEYd, oY d, daEd, A d, AEYd, otoladEEd, T
FEdd, EEd, SAEYYY, HxEdololEd, wl=olo]ASANEY, SAQ1EY, Wl=SAEed, Hx

Elold, MlzElolEd B oA S ofv] .
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[0252]

[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

SE550] 10-1483834

Sof "FE RS 6}% ol 49l N, 0, S =& PE E#sl 5 WH 18709 ko] WS g Alxwl, we}
1 WES dEzAe)3S udn. slERokd] o= nAgH oz vd, tolstolmzyjed, vt
d, Jevgd B}X] , smEEolobAd, SaokEd, olvuEd, EokEd, ololagAEd, dHEY, of
o aEopEd, %ir , Held B vEEs 23990

%

o R AZAIFE S ol N, 0, S PR RS 3 4 190 W

O

welo] ALGE ol 'slHEAtel2-akd EE szl 2-AU-"e Ba A%, AFHoR w EE p3
B Aol AFE st Fa AXTF slHzAlelE Bl gAEE M8y 91 o

2ol 3-07 719 e 2-ved-rglelth,  sH @Al 2-04 s 6 A 20709)
Ad, AEEAel2-4A 19 4 A)E 1WA 6749 Bk Aaela, sHRARIE A/1E 3 WA 147
s Aol

B A5 o] "Rl AN i A0l AN B Aol AT o) S 4
A7k e Aol 2 Bl BAE MaY Y ehegelt. slEEAtel2-aAY Sl
A4S TFsa, oA, Azl F-AAD V1o WAL A 1 A 674 Ba Dol
A7) 3 WA 14709] ' 9ol

ol AFgE g0 "EHEAL|E-U7|d" T "dEHZA|E-Yd-"E B dxle] AFE e 4
A7) el 2Alol S BuZz diAE wEy dv)d ool oﬂsﬂi*}Ol%—%ﬂ% 71 6 WA 20709] e
QA x3tsta, o7Ad), sEHRAe]E-L7d 719 &4vid Ar)E 1 WA 6719 v dxfola, sHRALe]E
A71= 3 WA 14709 g4 Qx}olt}.

welo] ALE o] HHlRAelS-dHzAA Er a2 E-sH 2 B 24, dgHen @
Wb sp3 B gael AR shtel S 9Ash slEEAleld erzE giAle sH=gd ehrelt
slel 2ol 2-slel 2t 71t 6 WA 2070e] Bh 9AE Egea, oA, Azl 2-slHdd sle 3
Wz A7) 1A 67le) sk ARfela, slHlEAtel2 @71 3 A 14709] gha ARfelth,

Helo] AREE &o] "HE AL E-FHHRGAL" B "HEHEZA|E-F R YA d-"2 wa At AFE
o] 4 At dEEArelE Sz e giAE dueaAd ol Aol E-FHEeAd V= 6
A 20709 & AAE EFeta, o7, sElRAlolE-FE R LAY 719 sEHZLAL V)= 1 A 67
o] g Apela, SEH|ZAMIS 7] 3 WA 14709] ' dAfen

Belo] ALgE o] "sHEAte]F-slH ey Ex eHRAle]2-sH Ry d-"e wa Uxd] AgE o
el a 9A7h dHzAel R et gae dHzar)d grigelth. szl E-slHdrd 7= 6
WA 2009 A QAE Egea, Al sEAelE-aHzgyd Yo sl Wl 1 uA 67l
o ®a Qo] m, dlzAolZ 271 3 UA 1479 Ba AReln,

BAlo] A8 g0 olrlzole- U o el e B A, AR YT KT 9 a
Axe] A% shtel 2 AA7F Aold Hunm GAE NEy 22 el sHzold-27 7]
o o ssle-Edolt. AHzolt-o At 6 A 0he] Bh QAR EHan, dan, Az

F-d7 7)o 47 A= 1 R 619 ©@a 9xtola, dEH R &) 5 X 14719 a4 x|t}

Belo] ALgE o] "alEZolY-AAY" Et raHzolA-AAL-" e wa ARl AFH shbe] i WA}
dezeld duzz gAE way oAd duigel. dHzold-2Ad 7 6 uA 2070 wa ARE
zgaa, dAa, dHzeld-ard 719 eld W= 1 uA 6Ae] Ba 9Rela, slHmeld 7% 5
WA 1474 Ba fxpelt.

o] AMEE g0 "dHRotE-drd" T dEHZolE-dd-"S B dxtd ®@ e A4 ARt 4§
g 2old goZz thAd ugy &ud ool dEzol-dvd 7= 6 WA 20719 €4 dAE £
atar, oA, EZeld-4d 719 &d IArE 1 WA 6719 ©Aa Qxtolx, FElReld 7] 5 U
2 14709] g gAjolt).

wdol AHEE gof "FERold-dH A" B "dH 2ot dHEdd-"e B A4, dgHer U &
i osp3 B At ASE she] i dATE dERAbelE R tiAE dHZdd gudelt. HH=
ofd-dlHl =L 7= 6 WA 20709 & dAE Eddetal, W, dHZorE-duHEdd V]9 dH=dd
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[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

on

£501 10-1483834

A7 1 WA 670 e fAbolar, FE|Robd 7] 5 A 1470e] ©@a fdxpolnt

Bolo] Abg® go] "FElZold-dH U A" £ "FEHRZold-dHEdAY-"S §a Aol Agd ’5‘}1%91
T °l?<}7P selzold r)Z qiAd SHzdAd grZdelrt. e Rold-FeHzdAd 7= 6 WA 2
Mol g AAE Egsta, g, sl Reld-sazgAd 719 sezdAd 7= 1 WA 6719 wha
Apo] a1 zﬂ]Eﬂio}% Z71E 5 WA 14719 €A YAjeltt.
o] AHgE &of "sERotd-SH A" EE "IHRotd-SH R g d-"e @A Axtel] Adtd st
T AL dEReld oz E dgiAE suHEdrd godeltt. e Rold-dHEdrd 7= 6 WA 20
M) g s EFetar, o7, seEeld-sHzUerId 719 duHzdrd 7= 1 WA 6719 A 4
Zpolar, FHE|Rotd 7= 5 WA 14709 €A YAtolt,

2ol AHgE 8ol ”Hlﬂ*ﬁoé el ZAbo] E-4" T "HIUES FEHEAFo - ©a Ut
2o = sp3 ©A dAbel] AdE skl 4 AAE HRES dH2AlE B E e o

girjztelrt. WL S RALlZ-24 71E 6 WA 20709 T AxE EFeka, oid), W &
Ape]E-27 7]19] 4 A= 1 WA 6709 g Qxfola, HEEE FE ZALlE F7)E 3

A=l }.

welo] AgR gol MRS slH Al E-od EE MRS sl zAelE-old-re B ARl A

Fe ahtel £a QAT MREE el drie gAR maA oY grizelt. wwaE Hew
AolZ-otAd ) 6 WA 209 wa 94 TeEkn, oA, vlEgs @Al 2-2Ad e Al
A7) 1WA 608 Ba Qo] WaE slEwAlelE Al 3 A 147 B gxjelt),

rv(o

Ao ALgE go} MR ezt F-Uvd" Ei WS sEEAtelF-0Yd-"e Ba U] A

& QA7 RS dHAelF etz dAE Mad 9vd godelt. WYES de=

AolE-2t71d Z1 6 A 2070e] Ba QAE e, o, WEEE sz 2-ard Je) 9
A7) 1 A4 6709 B QAola, HEEE et E 27 3 WA 147le] v Arelth,

U= g zAolS-sH2dd" B "HYPES dHEA)E-dHEdd-"e B 9
b, AgAos Uk = osp3 T ARl AdE shue] g4 AL FEH Al dHZE dAE dHed
et Zoltt.  wES sHEAlolE-dHEEE 7= 6 WA 20709 ' AAE Eetal, oXd, BN
5 dlHE el E-d =Y V9] dHEgd A7]= 1 WA 670w dAtela, BUES SEHEALlE 7]

wdol ARgE g "HPES FH A S RAAd" B "HEES SRl E-dHzdAd-" '
2 el Aghe shuel i At HplES dEHEAlE duZE oiAE dHzgAd udeld. HpY
F5 FEH Al E-dHzLAd 7= IHZ] 207 ) &2 A4S EFetar, G, HPEFS &EH2ALlE-3
HEdAd 719 dezaaAd 7= A 67he] A dApolal, MRS FERALelE )= 3 WA 1470

lo] AREE 8o "HLESH FHHEA)E-FHHRUE" B "HHES FHHRA] S edrd-"e '
12 }01] QE‘LE O}Ur«] T AA7E HRNES FERAE A ZE dAlE deEgr)d oot HW
a} Id 7= 6 WA 20709) & xS s, oW, WIS & 2Ae] S
71d A7 1 WA 6709 ©a fAkelar, WIS SEHEARelE 7= 3 A 1470
<] E}L dApoltt.

& Eof, &4 AFH du=y ugd Fgde 2, 3, 5 & 6 A, IR 3, 4, 5 EE 6
A, FAwde] 2, 4, 5 B 6 YA, Fx, HEZS = %ﬁr% geod, 9& EE HEgs}o|=2TE
2,3, 5 BE 6 9], Fol 2, 3, 4 =5 9x], SAE, o] 19}% EE EolEe] 2, 4 EE 5 9], o]&HA}
Z, 5 EE ofolhHolES] 3, 4 BE 5 A, ofAHHY 2 HE 3 A, oMAEHYY 2, 3 EE 4 $A,
A= 2, 3, 4,5, 6, 7 EE 8 A, £ olo]iaAEA] 1, 3, 4, 5, 6, 7 = 8 Ao AFgd. w
g oS dPHor, va A ddEAtelEe 2-9Ed, 3-3gd, 4-3gd, 5, 6-Fd, 3-7F
gxd,  4-FEguAd, s5-FgdAd,  6-FYuAd, 2-Fgugd, 4-Igugd, 5oy,

6-2ved, 2-deAd, 3w, 59, 6N, 2-ElolEY, 4EolEY EE 5ElolELS
EFIL. o2 Bo}, A& AFH AMZHY Tel: o AYY, oY, NB, WBYY, -2, 398
2, outhE, ojnthEdd, 2-olvtiER, solnEY, vk, VehEd, 2-9dEY, -V, W
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[0273]

[0274]

[0275]

[0276]

[0277]

[0278]

on

£S5l 10-1483834

9, wdekd, o, QEU EE U-AnE 1 94, obolx0lE EX ofolxclEwe 2 94X, REU 4 9
A, 0 ohhe wE poobasl o A9 Agan. wo 0% A9d4ow, 44 AE Azl Te 1-o}
ALY, 1o, -89, lolvtEd, 19y ¥ 1-aeude Law,

welo] Ahge et

o), Ze] WASA gom, §of "AIAT, "Abo|FRAFA", "ofhS A", "ol
EEERTES R
o)
=4

= 71
Ao wden osane
N

¥oupel o] &y WAk ow, gof "dRANE BA(F), 94(C), BEO0r) % 2ex(D)
3

= aL, 471 EEEAR7E 0, S 3 Ne® o] 9
s ol wA A AbA, HA Ee 3 Aol o8 diA
= 718 dERlaL, o= 24, duH2dAd, HEgrd, AH=Zgd, sH=ZgA
d, dEHzdrd, AlelFRHEgd, AU ZAA L, Alo|FRAH2Yrd, R, ofdsH=
a7, s retddd, SHRotdH =, otHaHEEAY, sHZotEAAL, SHRotdHzUdAd,
elzoldaH A, otHaHzdId, szt ELIIE, ﬂlﬂlio}a‘eﬂhﬂi‘”ﬂ‘é s X, u

A el goli, AFE ol weh, dmA QA AAYSA, AIPSA, dA-0-dAA, SAN-0-224,

hUATA, WAL, eE|zielZ-slHl R, Aol F-AHA B ATt mebd oz, §ol
'St ool AHEAE AEHoR EFsta, P7] AHZUAT 0, S R NOE o] ozl ARy e

49U e A St oSl AMRUNS EPRS YA ik AR e e, dd
294 Bt 49

P! wE ogekas 4 wael A4 + du. sAHzeue o,
e B o FoA HFA Al, Z2ZAl, CHy-0-CHy, CHs=S-CHy—, CHs~CH;-0-CH,-, CHs-NH-,

(CHz)o=N-, (CHs),=CHy-NH-CH,~CHy=& 3 ghstth,  weha], o2, g0 "dAd & Fol s o]de deHzZdxt

s dudom e, 47 AHZAAT} 0, S L N o]Fold ANEYEH Aud ojAdAA e B
& el S olgel AMEUAE TR oL oot ol AN oY, A=l
e R LI I O R LI =2 I E R =S

"ol A" ol H LA, o}"—:é%bi— A, ol-AZ-NH- 5 FEtal, o= e Be o ZFA HdE
Al, MAZA] ) o} -CH,-S-CHy-, ©oFE-CH-0-CHy-, oFE-NH-CHy-olt}. "slel2Ld7dd", "dezdyd«d, =
"Ehut ol de] FEHEZAAE AYHoR xFeta, Y] FEHZEAIL 0, S B NOE o]Folzl AAZFE A
d A"S Yehlls 290 AHgE g g9 §

gl AR ) 719 Ba 94 EE HEgd 3 AugoE 2 oldel S A7 A 0 E =S

2 4T 5 Qe B o] BE golt wa A% EE SHZAATE B 27 ol 14 AR B

0 Et =SE YASHE /8 et A8 Sol, 4] golt Y] V)9 wa 94 EE dHzad 3 A
o]

el i dAE @ =0 B =S8 I4T ¢ e ¢Hd"e AAsta, 53] CH-C(0)-CHe-,

E]“IJ q40 % 27H =
CHg_C(O)_, CHS_C(S)_CH2_, CHg_S(O)Z_CH2_ E‘l (CHS)2_CH2_C(O)_CH2_CH2_% _‘Jj_t}:} ‘}‘:}

"E ol Ate] HE|RAXE AMexor EIela, A7 HHEZAATF 0, S L NOE o]Fojz AxEEEH A
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v

A&7l wjske] welol Z1AlE whep o], 2 /‘lﬁ}xl ?%i?i, g0l "AgHE" dE 5ol "A&d 44", "
A%k A", "AEE L7, "Agd o, "A&d &Hu &

_25_



[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

on

£=45l 10-1483834

H A o= 54 AASE A, S22, olu|x, Jfo|=FA, Mzslol=d, 47, 4FA|, A, dALS
A, &71d, SIS A], Ao|E2RE, AlelFEUAE, AlEREYIY, dHEZLY, dHzZgAd, dHEY
714, o, SHEALo|Z, olAUT, ol LA, ofHUYd, dHZEA)|EF-LY, e ZAte|E-<AId ¢ &
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-0S(0)5Z, -0S(0):0 , -S(0)NZ, -S(0)Z, -0P(0)(0Z),, -P(0)(0Z)s, -P(0)(0)sy, -P(0)(0Z)(0), -P(0)(OH),,

-C(0)Z, -COX, -C()Z, -C(0)0Z, -C(0)0, -C(S)0Z, -C(0)SZ, -C(S)SZ, -C(OINZZ, -C(SNZZ, -C(NZINZZ,
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olglz s oW e Amshs Wi #e Zleltk. sFE As anF, 53 A ¥ UE XfsE
T volEls AR ARE A Am g, vEAsHA dEZbtolel s BA A Folrt.  AF e FolF
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| x
cPDo7 [N n-zew H | H|[ve| tBu H
CPD-98 /© n-oZ2g H H | Me tBu H
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[0411]
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w 2o Al shghEe 72 % a5 AE 2=

R' COOR®
2a
[NEVEEN R
RO— R2
NJ\ ~ 4
N R
siate Bc R1 R2a R2b R3 R4 RS
CPD-118 p-22 H H Me Me iPr
CPD-119 p-s2 H H H | Me iPr
CPD-120 p-£% n-Z2g H Me Me iPr
CPD-121 p-=% nozg H H Me iPr
CPD-122 p-s2 n-o=zg H Et Me )
CPD-123 p-sg n-ozg H H Me EE

AHEE AR, AWk FH] By R FHAY FAES dEse A9
A FioA A58 EE £3E HPLC BAE v A2"o= AT JE = (Waters) 2489 UV/7HA]
=

£, 982 8 207 1012 AHs F S99

2= Malolo](SunFire) C 18 <FA A&(5 um; 19 x 10 mn)S F&e Mmool = (Prep) C18 0DB A#H (5
m; 19 x 100 o2 583, £82 317 ¥ Mdug wHoz sy, A& FFL 210 2 254 mm
2 aGAFATE.

| B4 €] 55l /) | A%) L1 B(%)
0 20 80 20
2.00 20 80 20
8.00 20 10 90
10.80 20 10 90
11.00 20 80 20
16.00 20 80 20

| Ar 2EQ E F 0.1%9 EE4F LC-MS 5F
4u] B: ol EVESD HPLC 557
HPLC % 2

N EA{€.)) 5 (ml/3E) | AC%) | B(%)
0 20 50 50
2.00 20 50 50
9.00 20 10 90
11.00 20 10 90
11.20 20 50 50
16.00 20 50 50

S Ar 22Q F F 0.199] FEAF LC-NS 58
&7 B: ol EYVEH HPLC 55

EFA0 mL/mmole] HEE AeF) F 3-olv=vetE(1 B%) 9 tholdd opEsA Mol E(1.1 ¥R £F
5 EYA o]24Ql F99 Eo] $RE WA o E}ﬂ(Dean Stark) Alz=®lo® 7td sk, A
S A7, EF4d 9 thold e EHE Mt odd 4 2-(7-sto| =5 A-5-wE g HE2[1,5-a] 9 ¥
E-6-e)obAEl| B $5EA, oF ele F7h A l g0l kg ool A ALgST.

QJHlA o) A B

&4 2-(7-sto| =F5A-5-HE A HRERZ[1,5-al 9 v d-6-L)otAH | EE ¢ SAE =] =(1 mL/mmol) oA &
gkl tholeg }éa(o 2 WA 0.25 mL/mmol)& A4 th7] el Hrtetdcr. & uwwkd v EFES =
W Bdo] Al wi7hx] AHESRTHE0 WA 60T &%), e ¢ SAZFRde=s 7 sl AASR AL,
A 2Adg WEA AANAATE. AVkE E3E YEF Sol=RAwsRboE Sl Tahd dx 22
HA H7rskdcr. ?%% e opElolER FEIA, FUlES EFSAL, HEF AIE oA Ax
A, et @ ek WAbg At A 4 EAA azviEadeel ofs FAste] el 97 2-

f
=2
cn —HN’

als| e v -6-9)ol A El o] 2 553t

-10CollA 74 DIF & ¢4 2-(7T-F229eF2[1,5-alF v d-6-d) oA Ho| E(1 B&) o] &N e Eest
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[0423]

[0424]

[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

[0432]

[0433]
[0434]

[0435]

[0436]
[0437]

[0438]

) % LIMDSS] IN &S s H7psgivk.  olojA, Fepol= {FEA(1.5 2
2 EFES UZTE EFE°] A wi7hx Ao wgAZY. v EFE g
T ZREo|=e] %3 fd SNG Hrhgozn FHAEI, EFES dY olAHCIER FE39 <
5, A2 AFsla, YEF A ek st wHAIAT.  AAE Agg A A E9
Al ARvLE e o AOH AAEI]  dE AHES

2

JulAel A D:

E/DME(1/3)9] E8HE 5 olbBE2AH1.5 WA 3 2 2 44 2- (7 Jiiﬂﬂ}*i 1,5-algYgnd-6-¢)-
2-UdZ-olAHO|E(1 F3)e g3 Ay fdo ZeFHE
thololol iz Fodol1(2 WA 4 TS H7
AWA AT, oE o A HES kg EgtEe] %

volE W Az At fU14S vtadlg AHoE A ARARL, O%ﬂ}ﬂ%iﬂ, A skl w5t
Atk AE AT A Y ZHA AZetE I ofF At odE ALES F5UT.

0211—‘11—2—1?_] A R

-
o
28
32
o
2
‘[O
N}
(=]
r«{u:
i
(o,
—
N
(e}
3
=2,
X
d
-
©
u
fil
5
N
>~
=
O
28
=2

E/DME(1/3)9] E3HE % ofHHEAN1.5 WA 3 B%) 2 ¢ 2-(7-FE2IHEE[1,5-a] 9 End-6-Y)-
2-dZ-olAH o] E(1 T3] o3 AHEE & delFHE7|AEgtolddx (0.1 WA 0.2 FF) H
thoolol xR Hodol1(3 WA 4 TS MU, wE EFES UZE 3§Eo A uztx] 52
A4 7] shel 80 WA 140C koA 7FEetaitt. ofld ofAH | EE kg E3Eo HUledia §9S IN ¢
Ab & IN UEF Slo|E2 AR YolE 9 AFE AFEAT. F714S vtadls AHoE oA Az
AR, A, 7Y stddl wFekdvh. AbE Aegt A Y A ARvEIHI o At 4

e AAEE FEA9,

S 10 W 2-(7-3te| =FA-5-m e ¥ 2SR [1,5-a] 9] g H H-6-L ) opAHl o] E 9] Al % WY

i

o] TAE EFAM(20 L) T tlolwE olMESAIUO]E(4.1 g; 22 mmol) E 3-olv]:=v]2}ER2(1.66 g; 20
mmol ) 2H-E] 18A17F 5T A Aol we} A=, WA uAZA 4.2 g9 #A FFE(5%9)S T
ESI/APCI(+):

SHA 20 " 2-(7-3te| EFA-5-m e ¥ HER[1,5-a] 9 Y HH-6-L ) opAHl o] E ] Al % WY

o] FAE EFAN(100 nl) & tholwEd opAE <A Ulo]E(22 nl; 110 mmol) @ 3-olm|:=] e} 2(8.3 g; 100
mmol ) 2H-8] 18217 &<t 74 Aol whe} Az, WA uA2A 20.2 g9 FA 3FE(86%)S 53T
ESI/APCI(+): 236(M+H).

TA 3 vlE 2-(2-tert-FE-7-8lo| A5G- v etE 2 [1,5-a] Y F M| D-6-D) oAl E o] E€] Al W

o] TAAE EFAM25 nl) F tholHE obA-ESAIMICIE(S g; 15.9 mmol) B 3-obv|=-5-tert—-E-1H-9 2}&
(2.01 g; 14.4 mmoD)ZF-E 18A1ZF &<t 4 Aol w} Axsdc. M ux2A 3.32 g9 ”ﬂ 332
(83%)% F53tgth. ESI/APCI(+): 278(M+H).

"H-NMR (DMSO-ds) &
12.08 (1H, bs); 5.96 (1H, s); 3.60 (3H, s); 3.52 (2H, s); 2.28 (3H, s); 1.30 (9H, s).

Z7HA 4 WE 2-(7-3lo| =& A -5-HE-2-H Iy =2 [1,5-a] F @ nH-6-L) oAl Bl o] EL] A% Wb

o] TAE EFA0 nL) T tho]HE ol ESAIY O] E(3.92 g; 20.8 mmol) E 3-o}u]=-5-Hd-1H-3] 2} = (3
g; 18.9 mmol) ZHE] 18A1ZF &<t 4 Aol whe} Azt WA A=A 5.33 g9 A FFE(95%)S 5
E3&}9tl. ESI/APCI(+): 298(M+H). ESI/APCI(-): 296(M-H).

"H-NMR (DMSO-ds) (ppm) & 12.38 (1H, bs); 7.98 (2H, d, J=6.82 Hz); 7.41-7.50
(3H, M); 6.58 (1H, s); 3.62 (3H, s); 3.57 (2H, s), 2.32 (3H, s).

A 50 vlE 2-(7-sfo| =5 A -5-v e -2-2 g uetE R ([ 1,5-a] v 2 v H-6-L ) o kA E o] E o] Az Y

o] TAE EFA@ nl) F tholdd oM E AU o] E(1.65 g; 8.8 mmol) B 3-o}| =-5-n-Z 2 I-1H-3] 2}
(1 g5 8 mol)ZH-E] 20A17F &<t 74 Aol whe} Azskgicl. WA mAZA 1.79 g9 #A 33HE(85%) S &
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[0439]

[0440]

[0441]

[0442]

[0443]
[0444]

[0445]

[0446]

[0447]

[0448]

[0449]

[0450]

[0451]

[0452]

[0453]

[0454]

[0455]

on

£501 10-1483834

=39tk ESI/APCI(+): 264(M+HH).

FHA 60 WY 2-(2-(FE-2-A)-7-slo| EFZA-5-mE I ZE 2 [1,5-a] I 2l d-6-L) o} A Bl o] E L] A|Z HH]

9,

FHAE EFAT 0L) F tholvlE oPAESAUOIE(1.4 g5 7.4 mol) H 5-(FFeh-2-<)-1H-T] #FE-3-o}%!

(1 g; 6.7 mmol) 2255 20717t &< 4 Aol whe} Azsiich. WA uA=A 1.76 go| ®A 3F3E(92%) <
TE53tg k. ESI/APCI(+): 287(M+H).

Z7H4 70 Wg 2-(7-8fo| == A-2-olo| AZ R A -5-w|E-[1,2 4] ET}olo}Z & [1,5-a] ¥ gu|d-6-L ) oA H o] E
o Az YW

~el(35 mL) ¥ 3-oFn|we-5-¢}e] &

(1.85 g; 9.83 mmol) 9] EFES 2447 Bt o
At skl AASEAAL, 4

WA A S oaetglan, MigkeR AlFske] 0.396 g& o 2 E
(3 mL)& FH7IekAar, &g thAl AASAA 0.178 gof W uAE F5&0t. A F Y oAl
(10-100%) ] THlE Ab&eh= A7k & WA A=vtEIH o8] FAlste] 0.72 g WA a1

Atk o] ©Ae A FE2 62%0] vt

Z o O
> o [m i

4
_O‘L
32
£
2
B

o

il

"H-NMR (400 MHz, DMSO-ds) (ppm)
8: 13.11 (1 H, bs); 3.61 (3H, s); 3.55 (2H,s); 3.05 (1 H, h, J= 6.9 Hz); 2.31 (3 H,
s); 1.28 (6 H, d, J=6.9 Hz).

SHA 8 W 2—(7-2 R 2-5-wE I BE R ([1,5-a] I g H|H-6-L) opAEl o] ES] Al x WY

o] ZHAE wWHE 2-(7-3lo| EEA-5-HE T HEZ([1,5-a] T d-6-)o}HEIO]E(4.4 g; 20 mmol), Q1 <A
Z2eto]=(20 mL) ¥ volwdeldA(4 nL) OS2 RE 39 Fob A Bol whgt A=A, dolFREWE F
ol e ofMEHO|E(5-40%) 2] TS AbEsle AEgt A A Al A=efEa T o] GAste] WA uA=
A 2.4 g(50%) 2] ¥A BFES F55FITE. ESI/APCI(+): 240(M+HI).

A 90 dE 2—(7-F22-5-WEugE£2[1,5-a] Y d-6-L) ol E o] EQ] A= =

o] ZAE Y 2-(7-3fo| =2 A-5-w e u g E 2 [1,5-a] ¥ g v d-6-D) oA H O] E(11.75 g; 50 mmol), 1 %
ANEzgo|=(50 ml) & tholWeoelda (10 mL) S ZHE 32U EoF 74 Boll wal A =3tk. tholZZ ZwEek
Z olE olAHOIE(0-15%) 2] T-HlE Alg3te Aegt A A FYUA azvtEa vl od GA|ste] WA 1A
221 1.45 g(68%)] HA FFES 53T ESI/APCI(+): 240(M+HI) .

FZHA 100 WY 2-(C2-tert-FE-7-F 2 2Z-5-WH I HE2[1,5-a] ¥ g d-6-LD) oA Ho| E9] A= W

o] EAE dE 2-(7-3to| =2 A-5-wE T BE2[1,5-a] ¥ 21 H-6-) ol H O] E(11.75 ¢; 50 mmol), 1 &
ANEzgo|=(50 mL) & tholWeoe}da (10 mL) o ZHE 32U EoF A4 Bol wal A Z3 k. tholEZ Zwek
% olE olAHOIE(0-15%) 2 T-HlE Alg3te Aegt A A YA AZvtEa Il od) GA|ste] WA 1A
221 1.45 g(68%)] A FFES F5HATE. ESI/APCI(+): 296-298(M+H) .

FHA 11 vWE 2-(7-F R 2-5-vE-2-Hd 9 gEZ[1,5-a] T g v d-6-d) oA H o] EQ] Az WY

o] FAE WE 2-(7-3lo|=EAS5-HE-2-Hd 9 gEZ([1,5-a] F v d-6-L)oFH EIO] E(3.00 g; 10.09
mol), ¢ A ZFZgo]|=(12 mL) 2 tholwEold A (3 nL) 2 HE 3Y FoF #A B wat Axsgrt.  tho)
Z2 e F g olAH O E(0-25%)2] THlE AMESHE AEgt A A A AZvtE g & At
of WAl mARA 2.07 g(65%) 2] FA| BTES FESATE. ESI/APCI(+): 317-319(M+H) .

T 120 WY 2-(7-ERE-5-vE-2-22 Y gEE[1,5-a] ¥ g u|d-6-L) oA H o] E9] A& WY

o] FAE WY 2-(7-3o|=EAS5-vE-2-Z2dug}EH2[1,5-a] I d-6-L) oL EH O] E(1.79 g; 6.8
mol), ¢ A EF&2do|=(6.8 mL) % tholWdoldA (1.4 nL) o ZRE 39 Fot A Bl wal A x3srt.
tolF22ue F o e ofMEHOE(1-20%) 2] THlE Al&sls Aegl A A ZHA A2utEw v o8] A
Alste] A ZA 0.573 g(30%) 2] FA| SHHES 53T, ESI/APCI(+): 282(M+H).

FHA 130 W 2-(7-EERE-2-(F&-2-4)-5-we I HEZ[1,5-a] I g r|d-6-) oM H o] EQ] A= W

o] FAE WY 2-(2-(FH-2-d)-7-3lo| EE2 A -5-wE I HE2[1,5-a] 7 2 nH-6-A ) o} A EH| 0| E(2.75 g;
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[0456]

[0457]

[0458]

[0459]

[0460]

[0461]

[0462]

[0463]

[0464]

[0465]

[0466]

[0467]

[0468]

[0469]

on

£501 10-1483834

9.61 mmol), ¢ SAIFZFo|=(10 mL) ¥ YoldEold (2 nL) 22 HE 3d ot 34 Bl wpe} A 23,
o222 vel F od ofMHCE(1-20%) 9] THE AlgstE A7t A 4 A Z2RtE e o) A
Aste] At wARA 2.12 g(73%) 2 FA 3FES FE5F9F. ESI/APCI(+): 305(M+H).

N

FHA 14 WE 2-(7T-F2E-2-clo|AX 2 A -5-1E-[1,2,4]Eg}olo}Z 2 [1,5-a] ¥ 2l -6~ ) o} M E| o] E 9

Az W

ol A ZRdo]l=(5 nl) & WY 2-(7-3o]|=EA]-2-clo] AX 2 H-5-WE-[],2 4] Eglolo}E2[1,5-a] F v
—6-) oA E| 0] E(0.58 g; 2.19 mmol) o] E3HES 24413 E¢F 100 CollA 7hdstiet.  #Fe] ol SA]Fzelo
=5 A ol AADR, ol 2dE WEel AXA R i}7}$ YEH ’EPOICiHI&J}P_Lﬂ 1E gNE
s3hd Wb 2AZHA A7t 55 " ol ER FEIA, fUES EFENL, UYEF
*;j»ME gell A AZAZ AL, 7t sl w&slth. R F oY OMIEﬂ o] E(10-60%) 2] T-HiZ A}%—?s}% 2
g7t A A E9A aRvEdHT e ofF AAlste] S mARA 0.403 g(65%)] Al SFES F5IUTH
ESI/APCI(+): 283-285(M+H).

ZF0A 150 Wg 2-(7-F22-5-vgy =2 ([1,5-a] ¥ g d-6-L) A e} ol o] EQ] A% H

o] FIHAE DMF(22 mL) & WlE 2-(7-3lo|=FA-5-ve g e}E&2[1,5-a] F 2 v d-6-L) oA H ]| E(1.8 g; 7.8
mmol), LHMDS(8.3 mL; 8.3 mmol, 1-Q Q%=X Z3(1.1 mL; 11.25 mmol) S2H-E 3A17F Fot 4 Co upz} A%
sttt tholERR2WE F odld olAEC)E(5-20%) 0] THIE AlEste ATt A Y FHAl ARvEIHT
o3l AAlste] 24 2 URA] 1.8 g(85%) 9] FA| FES F53H3IT. ESI/APCI(+): 282-284(M+D) .

S 160 olE 2-(7T-F22-5-vE S 2 [1,5-a] 9 g n|d-6-d) AEt el o] EO] Az W

o] FZHAIE DNF(30 mL) & olg 2-(7-3fo]=FA|-5-vd ] e}EZ[1,5-a]¥ gV d-6-A) oA H O] E(2.53 g; 10
mmol), LHMDS(11 mL; 11 mmol), 1-Q Q=X ZF(1.45 mL; 15 mmol) o 2X-E 3A1ZF B¢ 34 Co upz} #|x%3}
Aok, tolFR2dE F olE oA H O E(5-20%) 2] THlE AMESE AEgt A A EYA] Z2vE
o) AAste] A AR 2.4 g(81%) 9 FA I}TFES F5oFTE. ESI/APCI(+): 296-298(M+H) .

FHA 170 WY 2-C-tert-FE-7-F 2 2-5-w e ZFEZ[1,5-a] 9 2 v d-6-L) FEF ol o] EQ] A WY

o] FZHAE DNF(10 mL) 5 wiE 2-(2-tert-5F-8-7-F22-5-dd e} Z2[1,5-a]F v d-6-L) oA o] E(1
g; 3.38 mmol), LHMDS(4 ml; 4 mmol), 1-2EZZIH(0.50 mL; 5.12 mmol) & ZH-E] 3.5A1ZF &<t ZHA Coll wp
gh Alzskdek. AT T obAE(0-10%) 2] THlE ARGk AEy A A SdA] azvtEag Il o gAst
of FA A=A 0.90 g(79%)°] FA =& TSIk, ESI/APCI(+): 338-340(M+H).

7 180 WE 2-(7-ERE-5-vE-2-ddygER[1,5-a] v v d-6-d) FEl ol o] EQ] A2 WY

o] FZFAE DMF(15 mL) & W& 2—(7—311;—5—\111% - gy et 2[1,5-a] 9 g nd-6-2) oAl Hl ] E(1.50 g:
4.75 mmol), LHMDS(5.25 mL; 5.25 mmol), 1-£QEZZF(0.70 mL; 7.17 mmol) 2 ZHE] 3.5A7F B 74 (o
wet Azt A" F ol E(0-209%) 9 %HH; A}o%}” A7t A A A Z2etE2G I ofs A
ato] F3A 9 d=2A 0.90 g(41%) 9] BEA 33FES F53FIth. ESI/APCI(+): 358-360(M+H).

FHA 190 WE 2-(7-EERE-5-WE-2-Z 2 Uy gBER[1,5-a] ¥ g v d-6-L) FHEF ol o] E 9] A W

o] FUAE DNF(4 mL) & "d 2-(7-F22-5-vd-2-L2 Ay g2 [1,5-a] 9 | d-6-U) oA el 0] E(0.281
g; 1 mmol), LHMDS(1.1 mL; 1.1 mmol), 1-Q Q=X 2%(0.146 mL; 1.5 mmol) ©ZF-E 20A17F F¢F 34 Coll uw}
o Az, telEE R el 5 old ofAH O E(2-20%) 9 e AREEE AEFh A A ZHA ARvE
g o AAst FFA eARA 0.229 g(70%)9 A IFES F=55k9TF. ESI/APCI(+): 324-
326(M+H) .

SHA 200 WE" 2-(7-E22-5-mE-2-(FE-2-) FAHER[1,5-al 9 gv|d-6-L) Aol o] E o] Az "

o] FIAE DIF(4 nL) & WY 2-(7-F2Z2-5-WE-2-(FH-2-)FF=E2[1,5-a]F 21 H-6-L) oA El o] E
(0.305 g; 1 mmol), LHMDS(1.1 mL; 1.1 mmol), 1-2 Q%=X 2%(0.146 mL; 1.5 mmol) S ZFE 20A]7F B¢t 74
Col wel Azsigict. telZazug F og ohAElo]E(2-209) 9] THIS AgEE At A A Zeja A
Zoleagye] o) AAse] QAZA 0.229 g(52%)2 ¥A FFES F53FFTE. ESI/APCI(+): 348-
350(M+H) .
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[0470]

[0471]

[0472]

[0473]

[0474]

[0475]

[0476]

[0477]

[0478]

[0479]

[0480]

[0481]

[0482]

21: uﬂ% -(2-tert-F-€-7-F22-5-MeyE2[1,5-a]¥ 2 Hd-6-Y)-6,6,6-EZ}o] ZFQ Z AL -0

i
1E
o] FZHAIE DNF(3 nL) F "lE 2-(2-tert-Fd-7-F22-5-vey|g|v| = [1,2-b] Q1 t}ZE-3-L) o} Al B o] E(0.303
g; 1.02 mmol), LHMDS(1.1 mL; 1.1 mmol), 1,1,1-EZ}o]ZF 2 2-4-2 2 =5EH0.210 mL; 1.62 mmol) o ZH-F
20A17F &9t 4 Col wah Az3GiTt. tholEEZuer T old ofAlH O E(2-25%) 9] FHlE Al&-ste ATt
A 94 AReEIYe] o AGAlste] LY9=2A 0.175 g(42h)°] BA FHIES FESHAT
ESI/APCI(+): 406-408(M+H).

oS
fo 2
2,
N
oL
iz

A 220 WE 2-(2-tert-FE-7-F22-5-vEy £ 2[1,5-a]9 g d-6-Y)-3-HId X2} o o] EQ] A F
H,

o] FZAE DMF(5 mL) & WY 2-(2-tert-FE-7-Z22-5-w &I n E[1,2-b] 1t}E-3-) o} A E| 0] E(0.504
g; 1.70 mmol), LHMDS(2 mL; 2 mmol), W& B 2w}o]=(0.300 mL; 2.53 mmol)ZYX-E] 20A17F Fot 34 Co waf
AzsF k. ZF 2200]=(0.420 g; 2.53 mmol)E WlEHZrlol= Xyt § E3Eo| MUt tholEE
2ZHet F ofld olMH o) E(2-25%) 9] TFHlE AMEshE Ayt A Y FHA ARvtEI I o HAste
A A=A 0.551 g(84%)e] XAl FFES TSIk, ESI/APCI(+): 368-370(M+H). ESI/APCI(-): 366-
368(M-H) .

FA 230 WY 2-2-tert-F-E-7-F22-5-vD I HEZR[1,5-a] 9 Z 1 H-6-4)-3-v| L g E =l o] EQ] A x ¥
=1

o] FAZ DNF(4 mL) & "l 2-(2-tert-HE-7-F&22-5-w g3 n%[1,2-b]¢

g; 1.36 mmol), LHMDS(1.5 mL; 1.5 mmol), 2-8 Q2 %=¥-8H0.250 mL; 2.17 mmol) .2 H-E] 20A17F &< A4 Col
wet Az, tolFR 2 F o" ofAHolE(2-15%)¢] THlE ARl AEgt A A ZgA mZ=2n)
Eafge] &) AAse] FFA uA2A 0.057 g(12%9)9 TA IFES F531¢th. ESI/APCI(+): 338-
340(M+ID) .

ATHE-3-) oA B 0] E(0.401

FA 240 HWE 2-(2-tert-FE-7-F2E2-5-WE I HFZ[1,5-a] F 1 D-6-U)-4-WZEA F-E} ol o] E9] A
H,

o] Z7HAE DWF(5 nl) & Wg 2-(2-tert-F8-7-F 2 2-5-v|g 3 g)n] = [1,2-b] 1 T}E-3-) o} A B ©] E(0.500
g; 1.70 mmol), LHMDS(2 mL; 2 mmol), B2 Xo|E wWEe]E](0.300 mL; 2.53 mmol)ZHE 20417+ &< BA (ol
wel Az, tolF2 2 5 oY ofAH ol E(2-35%) 8] THlS AlgdleE AEgt A A S Z=2n)
Eadge] o&) AAste] FFA uARA 0.220 g(36%)8 FA IFES S5, ESI/APCI(+): 354-
356 (M+H) .

FHA 250 Y 2-(3-HRER-7T-FZ2-5-wEyZEH2[1,5-a] ¥ v d-6-A) e o o] EL] A= W

N-H2E A0l =(0.085 g; 0.478 mmol)E TIOlFZEZWEH(1.3 nl) T ¥ 2-(7-FR2Z-5-mgdygEz
[1,5-al3] @ d-6-) HEF =0 0] E(0.100 g; 0.338 mmol)Q] x}7he gdo] H7letgdm, A-dA 143 Bt
wEkalgdth,  gAS oE oAl E(10 nl)E FAstda, AAdE gds ¥3id b}EE Slol =2 Al i o]
E &R0 mL), IM YEF Sol=2AxmItEYolE §H(10 nl) 2 A-(10 mE AL, MgS0, ZdellA
zaga, daatga, 74 stel &8tk 0.127 g9 =2 o] IAH98H) S Do F7F AA glo] o
Aol A AF-8F 3l T ESI/APCI(+)- 374-376-378 (M+H) .

Z7H4 260 HE 2-(3-BER-2-tert-FY-7-FE22-5-vE =2 [1,5-a] J ) H-6-L) A EF o] 0] EL] A%
H,

N-HZ R ZAolu (0,122 g; 0.658 mmol)S Tho|FZ2WEH(2 nl) F WE 2-(2-tert-FE-7-F 2 2-5-1 € 3
gZ=2[1,5-a] 9 v d-6-L)AE} =l 0] E(0.162 g; 0.480 mmol) o] x}7}e &ld] Hrpstgdar, AL 1Az
Hot mkslgith, £AS oE ofAElo]E(10 mL)E 3Astn, AAE A8 ¥3E YEF E}OFiﬂli@

ﬁﬂol_E. |92 x 10 nl), IM YEF so|E2AItRYo]E &N (10 mL) ¥ #5(10 m)=E AH s, MgS0,

AellA AxsAAL, ofHsta, ek stell FHSUTH. 0.182 g0 2 o] FH 2 A0S U9 F7}
AA flo] vk A ALEsF T, ESI/APCI(+): 416-418-420(M+H).

A 270 olE 3-(2-WE-1,3-Tho] SAk-2- ) T2 Tl o o] EC] Al WY
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[0483]

[0484]

[0485]

[0486]

[0487]

[0488]

[0489]

[0490]

[0491]

[0492]

[0493]

on

£501 10-1483834

9 2eta Eflo] Aztd ZEkadeA, EF(200 mL) T oE dE
(37.24 g; 600 mmol) % ZFHwjgFe] vy He-EFAHENS 7}
Zd w7b=] 33 HA (purging)skict. ¥4 &, EFES ¥3hd o
AFsitt. 4715S voldddEz FE3%05, fU1ES 2Fsta
71%S UEF AHoE Ao dx:A7a, 7 o wHFsle]
189(M+H) .

dn
ol
-
30
-L\t
5]
%2
=~
~
=
el
(@}
—
=
i
Z

SZHA 280 " 2-((2-HE-1,3-tFo] SAl-2-) W e ) HEf ol o] EO] Al W

At E F AT ol =(12 mL)E THF(8 mL) % 2N9 ®ElEglslo]=29H(30 nl, 60 mL) % F tlolololazZ =
ojn|= 2No| WztE &A(-78C)oll H71etdar, &9 307 S wRkAAT.  BlEFSI)=2F 9 L) T
N e-3-(2-1E-1,3-t}o] &&T-2-U) T =3} 0] E(9.4 g, 50 mmol)9] &S 3080 A Hrlstga, wul
S INZF B¢ X&Eg. ZEF 29=(6.84 mL, 70.0 mmol)E HH3F] HrleQar, fNES HA271A] 44]7F
T AR, HEES X3tE dEF Rt &9 B 58 HAUg RN FHART. 29 A4S &
R, TS A ofAEHIOIE(50 L) 2 FF3I, 2FE F71FS oY ofHHOIE(50 nL) 2 FE3%

g S datar, 7Y sl FEFEIT. A T oY ofAH 0] E(0-40%) 2] THIE AlgEE
=eAl ARutEIHIC o3 AAste 9.8 g(85%)°] 2US FEIIUTE. ESI/APCI(4):

Z0A] 290 o|d 4-2-2-Z 2 A AE o] E9] Az HY

HEEgo]HEntol=(tho|ZFEZ e 3 1 M)(55 ml; 55 mmol)E #AH(106 ml) & o€ 2-((2-w€-1,3-T}o]
S&T-2-d) ) e o] E ( .8 g; 42.55 mmol)e] &Mol| -78ClA A 7] sto] Hrlea, wE &
FES -20CHA] 247 B9 WHIAI AT, E(40 nL) 2 o€ olAElo| E(50 nl)E 8 EFEo| 747}}
29 S EEAAT. F5E ol oMMHER FEa, F7]ES 2HEAL, YEF AUoE Moﬂd
AzxsRa, ogxtetdar, ¢t sl ek, Y T olE olAlHIO|E(1-40%) ¢ FHlE AMEdle At
A ZYA Z2etEa o8] AAlste] AN odZA 6.41 g8l #A SFES FEIGC
ESI/APCI(+): 187(M+H).

A 300 5-obv| -1, 2-tol v E-TH-o| | hE-4-7F R U E- o] Az Y

gelo]l =2 F (4 nL; 2 mmol) F 0.5 M YEUo} SAg ofANEYEZ-(9 nL) F o=z y
ZUYo]E (0.5 g; 1.974 mmol) 9] 3AEMe] H7}etct. wkS EFES AL2oA 2,547 F9o

o ZAE s, HEZGSER2FTOE A FH ST FHlg 10 mLo] FI7A] sFHEATE. E
olol€ ¢ 2 EolAEI0] E(0.361 mL; 1.969 mmol)S H7}skgiar, wh FES A7 B EFAFC. 0T7A
Wzt & eEZSlo| =25 eH(1.2 mL; 2.400 mmol) 5 Egtolo| €l (0.330 mL; 2.368 mmol) H 2 M W€}
SAE Attt whE EFES AL/ FRAIF I, 18AIZF St ARolA wikA . &ujE FUAIA
i LS tolE R EdE T ek (5-10%) S THlE AREskE AEgt A A EHiA aRetEHIe] 9§ A
Aste] G AZA 0.090 g(33%)e] XA 3FES F53ITE. ESI/APCI(+): 137(M+H).  ESI/APCI(-):
135(M-1).

EQL‘ (m

=

o =
Hg =

g

il

1

o]

TA 310 (5-obv -1, 2-Thol Wl e -1H-o] v thE-4-) (p-E ) vl g2 9] Az Uy

HEZso| =2 F2(3.3 mL; 3.300 mmol) & 1M p-wWEdH drlivlg HErlol= &8 HEZSo| =2 F (27
nL) % 5-obv| -1, 2-tho| e -1H-o |t} Z-4-7F R U EZ(0.090 g; 0.661 mmol)2] &Mo H7lstict. 2L
A 2AIZE FoE wwk 3 Ak 927 nb)& HUbeElaL, e EFES AL 18AIZF St wyHAIF AL,
80°Col A 1A17F 014 wHkA AT, olojA Whg EFES 0T7HA WAL, M UYEF lo]=Falel= g
(pH=9) 2.2 <17I8stqiar, od ofAHoER 23] FE33UT. F715S =, B 2 4=
AAFsERAaL, HEF AHolE oA dxsiqla, o3atlal, sk stoll s%8tt. o] e tHolEE=
HE 5 s (2-30%) 9] TlE AHgete Ayt A EHA 2R EIHRI o FAste] A 1A 24
0.077 g(51%) 8] ZFA 3FES #5389 E. ESI/APCI(+): 230(M+H); 252(M+Na); 481(2M+Na).

A 32: clEN-ApelobiobA| Eojn]Ho]E o] A% WY

Arbepglan, wbg TdES A0l 2147wt R ZY. wkgEo] flEs E9Es 18A7 ot 7E &

Al¢koln] =(0.882 g; 21 mmol)E oA EYUEZHM0 mL) 5 1,1, 1-Egto]o| EA)o € (3.66 mL; 21 mmol)2] &l
o

g
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[0494]
[0495]

[0496]

[0497]

[0498]

[0499]

[0500]

[0501]

[0502]

[0503]

[0504]

[0505]

[0506]

[0507]

on

=51 10-1483834

Fagick. 3w BAS 7 dtd AASI, 2.24 g(100%)9] A WA uAES A
Qo] AFg-3lgtl.  ESI/APCI(+): 113(M+H).

N

)

AL, F7el AA

NMR ('H) : DMSO-d6 4.24 (q, 2H, CH,), 2.37 (s, 3H,
CHzs), 1.27 (t, 3H, CHz).

TZHA| 33:N'-Afo]ofe-N-(Alo] o d)-N-r[HopA| Eo|m] Zofm| =] Az wY

2-(MEoln =)ol EYEZ(0.736 g; 10.5 mmol)S o E-2(20 mL) 5 ol€N-Alojol ol Eoln| o] E(1.12 g;
10 mmol) o] §Moll H7FstSar, whg EFES A200A 24A17F SF A Z T, Ay BHS 79t kel Al
Askar, 1.36 g(100%)9] =& WA 3AE AxAIFIL, F7 AZA §lo] ARt ESI/APCI(+):
137(M+H) .

FRH 34: 4-obv] -1, 2-thol W G- 1H-o] M| hE-5-7An L =] A% Wy

UEF deLdolE(4.85 ml; 13 mmo)E A 97 skl F4 0 dlekE(50 ml)
SN =Aro]ofe-N-(Ato] o ) -N-HF oA Eo ] Zopw] =(1.36 g; 10 mmol)o] &l 7

E5 ARdA 8ARE ok wEkAIZ Y. W4 & 3 EAS A5 st AAR I, Fo] TALE

2rgt T W& (0-200) 0] TUE AFEets Arg A A A ARvEIH I o3 AAste] dgk wo]A
A DA RA 1.23 g(61%)2] EA SFES F5ESUATE. ESI/APCI(+): 137(MHH).

SAHA| 35 (4-obm| -1, 2-TholwE-1H-o] M| T}E-5-) (p-E ) Wl b2 o] Az Uy

HEZso] =2 F (10 nl; 10 mmol) T IM p-EHrlaulss BREulo]=9] g8 A thr] o Y4 HEHS
O|ERZFTH(60 mL) T 4-olv=-1,2-t}o|He-11-o]n|t}E-5-7FH U EZ(0.272 g; 2 mmol)e] &0 HH3] #
4skth, AAE fNE AeoA 2147 Tob WHkAAT, 3N G4b (40 L) =7HA o|WS spE-E
st7] fl8 #Arreklal, whg SFES 2AIF B UM EFElt. AU EAS At kel AAsR L, =
A e ol" opAlElelEell gAY & anbE EES N UEF sfe|=FAlo|= s FUlste] @
718ketitt. dol2RRuE F e (1-200) 8 TS ARk At A S A=vtEIg ) <)
AAsl] AE FA o d2A 0.172 g(37%) 9] FA GBS F58FTE. ESI/APCI(+): 230(M+H) .

FREA) 360 5-ohw] 1o W2 2 - If-o) |k E-4-AhR U E - o] A= Wy

ﬂJ

HEZSto]| =2 F (12 nL; 6 mmol)

Z 0. NS SMHNEUEH ZF ol U2 YEH p-EFAMdXE
Hlo]E(1.26 g; 5 mmol)e] HEFN] H7}3}3 e B35S ARoA 2.543F SO WHAIRAL.  dEANS
A3, oHNEYE-RR AH3%a, °M°“° oF 20 mL7HAl F&3SITH.  EgfolWdZEREYES

T, W EREE 5N B 4D BRAT

0CoA ¥zt 3 Egtolodoll(1.69 mL; 6 mmol) Z WE offl(E|Egslo]l=2F ¢ F 2 W(3 nL; 6 mmol)
S #HUtslglth. £dE ALoA 21A12F HF wuksilth. A EHES 7 kel AlAS L
DPO]ﬁiiuﬂ g F oEe(1-20%) 2 THlE AMESke AEgr A A ZUA A2vtEad el o] AASte] @

S W wARA 0.351 g(42%) 9] FA 3FES F5EATE. ESI/APCI(+): 164(MHH) .

FZHA 37: (5-olu| m-1-wd-2-Z 2 F-1[-o] v t}E-4-A) (p-EF ) vl et 2] Az W

HEgslo|=2F2(10 mL; 10 mmol) & IM p-EZrl1ulss BEulo|= NS F5= HE#So]| =2 7F2H(20 nl)
Z 5-olu| -1-w| g -2-n-Z 2 F-1}-0] vt} ZH-4-7} R U EH(0.328 g; 2 mmol)o] &Ao] H7lsiadet. AAE &
NG Ao A 242 FoF wHEAIZ T 3N G4F S(20 mL)S FIHA olWlg JhEEEy] 8 Hrlekala,
s E3ES A3 5 7k EFEa, sARE B Niow 7tgetietk. 0CelA ¥z 3, w8 E3&
£ 6N UHEF sloleFitole &Aooz QA7) ZT. AAES oE olAHO|E(80 nL) = T%é‘}%ii %71%
e PS

ZA AL, A8, 7S Ml FESUY.  tolER=dvg
200)9] TFHlE ARgshE AEgE A A ZHA A2utEod e o8 AGAlste] g A géiﬁ 0.180
g(35%) 2] EA 3HES 5839tk ESI/APCI(+): 258(M+H).

F2H) 380 5-ov] 1w E-2-ofo] 22 2 1H-o] | hE-4-Thn ] =] Ax

il

HEZslo| =2 % (24 nl; 12 mmol) 3 0.5M YEYol £HS ol EUEZ(40 nl) F ol =L2UEY
ZAXHZYO|E(2.53 g; 10 mmol)e] SErbo]| HAr}etda, WS FIES AL 2 547 EoF AR rJr
dgde AqHfsgla, oMHMEUEY 9 HEZSO|mRFEoR A, oqFds o 40 ml7bA
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[0508]

[0509]

[0510]

[0511]

[0512]

[0513]

[0514]

[0515]

[0516]

[0517]

[0518]

S550] 10-1483834

FE5IY. Edo|dE 2EREHCIES HUIsIga, v EFES 2143 B¢ 71 @R/, 0T
A @7t & Egolddoelrl(3.4 nl; 12 mmol) 2 ”ﬂ% oll (Bl Eg}stol =2 Fe 5 2 M)(6 mL; 12 mmol) S 3
q

ST S90S A 2147 Bk AR, ARA FAL 49 Sl AARYT, 29 AAE ol
FERAY F e(-2009 FHE AgsE ezt A FaA aAzckEdve o8 At 24 1
AZA 0.901 g(55%) 9] ZA 3IFES F53FTh. ESI/APCI(+): 164(M+H).

ZF70A 39: (5-obm] -1-WE-2-olo] AZ 2 I-1H-o| | t}ZH-4-A) (p-EH ) v er-2 9] A Zx Y

HlEgsto] =2 F3H(10 nL; 10 muol) & W p-EdrtIUlE HEvlo]= §4S F4 HEZSIo| =258H(20 nl)
& 5-opu|te-l-vE-2-ofo] AT A -1H-o M HE-4-7hE U ER(0.328 g3 2 mmol) o] &l Hrbskdnt. A e
Sols AEoA 223 FoF wEkAIZITE 3N A4k 8eH(20 m)& TRHA olWlE TheRasly] fls HobekglaL,
WS BRES 247 B M SRkl Aol 184z B9t stdElgith. 0Tl ¥zt F, owkg EEE
S 6N YEF ste]l=Fate|= goloz A7|siA AT, AAES oY ofAEC]E(80 mb) 2 FEF3A, F71E

AFo|E AdellM Hzxagla, oFatgla, ek stel wFagith.  tolgREde F ovgE(l-
200)°] THiE ARgehs Arh A A EHA ARvkEI v s gAlstel A B4 A=A 0.304
g(59%) 9] A Bhet=s ST, ESI/APCI(+): 258(MHI).

CEEA

FOA 400 2-(7-3Fo| =F A -2-ofo] £ X A -5-vE-[1,2 4] Egtelo}E R [1,5-a] T 2] D-6-d)ob A H o] E 9] A
ES

EFQ(35 ml) T 3-ofv|i-b-ofo] X R A-1H-1,2 4-Eeto]obE(1 g5 7.93 muol) R tRolwlE opAld A o]
E(1.85 g; 9.83 mmol)e] EFES 2443t w | 2B A AAE AFE EehAsolA B st sl
SulE A stel FRAIZAL, Fo] IS wgkaolA F5EA7AL, dEEel M AAsAIA 0.396 go] EA
shehEd WA nAlRA FEEl. olsheld SuAZIAL, oPAEAG mL)& A7kerar, &s v A4

o)

AA 0167 g9l TA SUEE S, cBAS Ba ol FHAL, BAE AR F 4D opAHlol=
(20-100%) 9] THE AHgste At A A S EDPEZEHJMI AoH 24%1]0}04 WA A=A 0.72 g9 &
Al SFHES 5

"H-NMR (400 MHz,

DMSO-ds) (ppm) &: 13.11 (bs, 1H, OH); 3.61 (s, 3H, OCH;); 3.55 (s, 2H, CHy);
3.05 (m, 1H, CH(CHa)z); 2.31 (s, 3H, CH3); 1.28 (d, J = 6.9 Hz, 6H, CH(CHs)y).

TR 41 WE 2 (7-FEE-2-ofo| Az e a-5-vd-[1,2, 4] EdtolobE 2 [1,5-a] ¥ 2] M| H-6- ) ok Al El o] E 9

SAE2ol=(5 mL; 53.6 mmol) T WE 2-(7-8fo]EEA|-2-o}o| X 2 A-5-wE [ 2, 4] EglololER

[1,5-al¥ & md-6-U)olAlE| ] E(0.50 g; 1.89 mmol)4 WHEE NS 105ColA 18A17F B¢t 71 &), o]

oA thelwdold (1 ml; 7.89 mmol)S FH7FSIGIAL, &NE& 3AIZF E<F 105TolA wRAZITH,  WZb 5 3

g BES 7Y skl AASRL, FAE DPO]ﬁiiuﬂEF 15 mL)ell &3AIAT. 7] €9 W YEF 3]

ZExlols gAl(2 x 10 mL), IN g4k ﬁoﬂ(lo L) 2 952 x 15 mL)E A&k AFEsdY. #7158 vk
1=

oA ARAFH I, AR, 7T Stoll FF3ATt. A T oY oA H ) E(10-60%)2]
S AlLgetE At A 4 294 ELET#E:WM] ol Azt wojx A wAZA 0.325 g(61%)2] A
38 ES F5619tk. ESI/APCI(+): 283-285(M+H).

FAA 420 2-v|EA-4-vdold /o] Az v

FAID ZE ol = tholalo]=# o] E(33.7 g; 150 mmo
(5 g5 29.9 mmol)e] &qell H7F3Gla, EFES 3 2L

XS oE oAlHo|Eol gajiA L, E3E UYEF Sol=aA|wmIlRo]E fNS 7] pHrt 2 HMZ] %
7tttk A S AlFtolE E¥ 1 AollA s, fr14S EEsigla, EshE UYEF sfo|=2 w7t
HulolE gadloz M, nfavlg Aoo]E ek sl sFsT. JARE o
SOl 2R AFESklT).

)E HIEE(200 mL) § 2-HEA-4-mE-1-ve] EmuilAl

e

FIHA 430 1-HE2H-2-W A -4-w gzl o] Az iy

tert-5-8 YEZO|E(2.85 ml; 24.06 mmol)E oMEUEZH(25 ml) F F(I1)BEno]=(6.35 g; 28.4
mmol)e] gl A7, §HE 65CAA Ha ti7] stoll 7FEekirt. 25 mLe] ofHMEVEY 5 2-WSEA]
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[0519]
[0520]

[0521]

[0522]
[0523]

[0524]

[0525]

[0526]

[0527]

[0528]

SS550] 10-1483834

—4-vdobd (3 gi 21.87 mmol) ] &A& EALHA Hrbetdlar, E=S 208 §F 65T Azl

SIS 7Y Sol AARGAT, AAE A ohdHelES] SAAL, 56 GRS} G, B, DETA £, B 2
o sESY. AW

A4 AFSATH. #7152 UEF Aol Ao Azaga, ez, et
Z g olAEo]E(2-50%) 2] THIE Abgal= AEg A A ZeA
g(53%)9] A IFELS FE34T).

"H-NMR (300 MHz, CDCls)
(ppm) 3: 6.63-6.60 (m, 3H, 3 x Harom.); 3.82 (s, 3H, OCH3); 2.26 (s, 3H, CHa).

AEH(12.18 mL; 18.27 mmol) & tert-F-EalE &H 1.5M& @A 7] dtol] 5 THF(40 nL) F 1-HER-2-1)

EA-4-m il A(1.67 g; 8.31 mmol)e] WzE L£A(-78T)ell ZH7}IFtt. 108 3, EzffolWd HyolE
(1.415 mL; 12.46 mmol) & &5 AAZA A7lstar, WgES -78TA 1A17F & WRIAIZT, Wg &
FES A7A 7F2AIH A, aNkE F7F A7 Bt . EFRES rIld dRyF FRIg0)=E F
AR, 7] oA 2SS 7 stol AASGIT. AALE 2N G f9o ' MR, EFES to|F
2Rgor FE39 FEINE AFE AFE, vtalg AEoE A Axsea, oHsila,
7 stell stk 27 AHES DO/ fdoz HAAHL, getoz AHEa, 1 FFsh Az
slo] WAl wARA 0.2 g(14.5%) 9] FA FES S5}

"H-NMR (300 MHz, CDCly) (ppm) &: 7.57 (d, J
= 8.1 Hz, 1H, H%; 6.86 (s, 1H, H%); 6.79 (d, J = 8.1 Hz, 1H, H®; 3.99 (s, 3H,
OCHj); 2.40 (s, 3H, CHa).

FRHA 450 WY 2-(7-3lo| EFA-2-olo| X 2 F-5-WE-[1,2, 4] Eg}olo}E R [1,5-a] T 2 W H-6- ) HEF o o]
Eo Az W
E7¢(20 nL) F vholold 2-olME-3-Z 2R LAY E(1.50 g; 5.81 mmol) P 3-ofW]im-5-ofo] AT 2 -
1,2,4-E2}0]o}5(0.50 gi 3.96mmol) o] EFES © 2EHA AAE 2E ITaACA 4Y 2 7HE FFEA
o 9@zt 3, s SEAZA, toldd dEHG b E UM, &HE 4TAA F ARE T YA
o 39 W AHES AFSAIL, o]olA THF(3.75 nL)ell &3AIZTE. 5% UYEHF sto]=FAte]= &<
(1.25 mL; 1.56 mmol)& #7FetgiaL, L}% EFES Ae0lA 24A17J b wnkEGitk. A UYEF slol=%
8AIZE Bt 7HEEGIt. &uE FEAIR

AFOI=(0.100 g; 2.50 mmol)E H7}sllar, W EES 75C7HA 1
ol O

TN G S A B £89E oY ohHolER FESYR, 23E AL G5 A

Aaga, g AdolE A Azsigla, odstda, 4¢ el wEHAT. 29 BES duee

nol SEAAT, Eley SwelolS(0.00 nLi 0.685 mol)E AFSIAT. olE ALolAl 10417 B
z|

AT, frlSe viadls AdolE Al xsglar, ofasigla, gt

= A &
ARG R =dE A skl AAS AL, S old OWIEH oEd] &ejAlZlar, IN fak % A
rd 5}

0.133 g(11%) 9] FA| Bh5hE& =skith.  ESI/APCI(+): 307(MH). ESI/APC (-):

F0A 46: WY 2-(7-FR2-2-olo] AT 2 -5-wE-[1,2 4] Eg}olo}E2[1,5-a] ¥ g1 -6-U) FE} =0 o] E 29

oW e ebd A (0.050 mL; 0.394 mmol)<S Q1 SAIEFZete|=(2 nl) 5 HE 2-(7-3to| =5 1—2—o}o]i:iﬂ—5—
wE-[1,2,4]Eglolo}Z£2[1,5-a]l ¥ & v H-6-L) FE}F =0 0] E(0.133 g; 0.434 mmol)2] &N
S 45ToNA 39 Bk wkEdal, 110TColA F7F= 2447 &9k wwalsich, ¥zt ?

€] ’ = = ’
IN UEF spo|=Fate|= §og atel Hrtsiditt. AAHES <d OWEﬂ olER FESa, 23 #UlE
S IN A3 8, A AFHeElaL, vhadlE »ﬂ o|E gellA nxlar, oasigiar, ek st w533
ot Z2AE W odRA EA SHFHE(0.122 g, 87%)S T skt ESI/APC1(+). 325-327 (M) .

Z0A 47: g 2-(2-wlA-7-3lo| EEA-5-1El-[1,2,4] EFo)o}E 2 [1,5-a] 2| u]d-6-A) FE} -0 o] EQ] A
=

ZIEA]E(1.50 g;
g4 7HE 3RSt
= A

27k A % EEAA

3-opn] ie-5-MA-1H-1,2,4-E}o]o}£(0.700 g; 4.02mmol) B Tholo & 2-opAg-3-%
5.81 mmol) & %%i 1(20 mL)ell BeiAIR AL, &XE& 49 &<t @ 2B A& HE &
Gtk BulE A el SR telZmavig T dehE(0-3%)9] s AHES)
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[0529]

[0530]

[0531]

[0532]

[0533]

[0534]

[0535]

[0536]

[0537]

[0538]

SE50] 10-1483834

azutEaHgd o] AHAste] WA @A 0.571 g(39%)9] A FIFES FEIIYTE. ESI/APCI(+):
369(M+H) .

A 481 oY 2-(2-MA-7-F 2 2-5-wE-[1,2, 4] Egfelo}E R [1,5-a]lF 2 n|d-6-d) HEp ol o] E0) Az
o

tholmEobd§1(0.200 ml; 1.58 mmol)& Q1 SAZEeOI=(7 ml) T o€ 2-(2-Wld-7-dto| =5 A]-5-md-
[1,2,4]1E2tolobE=[1,5-al 9 H-6-2) MER=ol o] E(0.571 g; 1.55 mmol)e] &l H7petiar, &4
10Tl M 5A17F &k adkapgieh.  Wzh F, d=ke] <l SAZReo)=8 A8, g otAHES

o A7beslel. & IN YEF o}OlgﬁAME gdow AHEGT. FF odE obdHER %%—5—}21
, 2FE 715 IN gt &9, Az AFea, viadle AuolE AdellA dxeigla, ofdtsigian, 2
stoll FHaTh. Aw F old oAHCIE(0-50%) ¢ TS AMgEE HElgt A A EYA EEHPE:LEM
| olsl gAlste]  FA e A=A 0.390 g(65%) 0] ®A SFES 58T ESI/APCI(+): 387-389(M+H) .

AAld 10 o 2-(7-((R)-3-(4-2 229 dA ZoH =) HH g d-1-L)-5-H eI FEZ[1,5-a] ¥ Z 7| D-6-L) H
Eldo|ES] Az W

(R)—S—Boco}uliﬂ?ﬂ]ﬂd(o 4 g; 2 mmol), tlolololAZ 2ol (0.331 mL; 2 mmol)S F EF4(1 mL)
AN 2-(7-F22-5-MEygE2[1,5-a] 92 v H-6-U) FEF = 0] E(0.295 g: 1 mmol)<] N H73A
, W EFES 90T 18417 F¢F Wa-FrolA 7t W7 $, A EFE 7t sl AA
P S ol 2EadE F old olAElo] E(2-50%) 2] FHIS Abgets AEdt A A YA ARvED
Jol o)) AAlste]l A o AdZA] 0.413 g(93%)2] Y 2-(7-((R)-3-(tert-F-EA 7} dolu ) d Hl g d-
1-¥)-5-gdu gt &2 [1,5-a] 9 g nd-6-L) Al o o] EE 53} TE. ESI.APCI(+): 460(M+H) .

o2 R

2

[e)

e ‘1U

HO{

R
&l

HF od 2-(7-((R)-3-(tert-F-FA 7t ot o) 9] g 2] d-1- ) -5-w| & 9| e} = =2 [1,5-a] 9] 2 v -6- ) A}
°lle]=(0.378 g, 0.82 mmol)& D}Olﬁii\ﬂ]ﬂu mb)ell EelA R, Effo] 3 F e RoPAIEANT ml) & 73
o 30 uwk §, ERAG ab)E #AUbela, g EAS A atel ARSI, IAE te] 22 2R
-Eglolodo}wl(1:1, 6 nL)9] o] &3 Rii, se-FREaadrd F280]=(0.211 ¢ 1 mol)E
Zhakoieh. W EFES ALolA AT Fe wvAFT EFES x3td gy SRdo= M“% A7}
Foz FHANAL, FFL to|FREVGOR FEHIUT. F7IFS FFANUL, TAE AT F oE opA
Elo] E(2-50%) 2] T-iE ARgshe AEgt A 4 glo ol&] AAlste] e A=A 0.380 g(87

F A ARvtEaY
B ®A 3FES FE3IATF. ESI/APCI(+): 534-536(M+H) .

AN 20 odE 2-(7-((9)-3-(4-E22F Ao 2) I H g P-1-d)-5-H B F=2[1,5-al ¥ 7 P-6- ) #
Bl o] E9] Az HY

(S)-3-Bocolm| =] H 2] (0.4 g; 2 mmol), Tlolofo]AZ2Ho"ol1(0.331 mL; 2 mmol)S HF4 EF (1 mL)
% g 2-(7-F22-5-Hey 2 [1,5-a]F g nd-6-L) HAEL =0 0] E(0.295 g; 1 mmol)e] &@Erelo] H7latad
& EP=S 90TAA AR st dF FHAA 7} itk W7 3, g A4S 1Y sl AlAs
Rar, o] FAE golFR=2uet F " ofAElc)E(2-50%) 2] THIE *}ﬁﬂh A7t A 4 ZYA
Ex#de] o3 AAste] A e d2A 0.401 g(87%) ] ¥ 2-(7-((S)-3-(tert-F-FA| 7t do}r| =) I # & A
-1-d)-5-HE g FgE2[1,5-a]l F g ud-6-A) AEf ol o] ES F53SITE. ESI/APCI(+): 460(M+H).

T o 2-(7-((S)-3-(tert-FEA| 7t dolu| ) WA gl d-1-d)-5-H &9 &E 2 [1,5-a] F 2 v d-6-U ) AME} =
o 0] E(0.368 g, 0.80 mmol)E \:}o]ﬂiiuﬂﬂm nL)oll SIAIAT, Effo]ZR O 2ol EAN(L mL)S A78lS
oh. 304 W & QUG al)S HUeRa, g BEFAS 7 stel AASAT. e FALE telE=
Zve-Egoldeeldl(1:1, 6 mL)< EEL%OH L3 A A AEY Z=o]=(0.211 g5 1
mmol)E H7Fskgler. wHg 3 e

Ne HUMgo =N FYAFAIL, .
e ofAE|o] E(2-50%)] THIE AMgste AEvr A A FHA AZRwEIH I 93| Zéﬂlo}&l 3%1:1*1
0.280 g(65%)2] ®Al =S 5319}, ESI/APCI(+): 534-536(M+H) .

AN 30 odE 2-(7-((R)-3-(4-E22F Ao 2)I 2 P-1-¢)-5-H 2 H=Z=[1,5-alF 7 D-6-L)H
Ehmoo] ES] Az HHY

(R)-3-Bocolm] =3 Z2]¥1(0.370 g; 2 mmol), TlolololAT g %oﬂ%om(o 414 ml; 2.5 mmol)S F
L) 5 dE 2-(7-FR2-5-WEygE2([1,5-a] 9 rd-6-) MEF ol 9] E(0.281 g; 1 mmol)2] &
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[0539]

[0540]

[0541]

[0542]

[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

on

E501 10-1483834

Ahg E3h=S 90ColA 3AIRE st W FHAAA tdsilnh. W4, SRy =4S 3k sl Al
o] AALE ol ZRRWE F g olAlEH 0| E(2-500) 9 FHlE AMgstE Agl A A A 2
ZotEaeald] os) galste] A 2 A=A 0.394 g(92%)°] AE 2-(7-((R)-3-(tert-F-5A| 7R d o] 1) 3

Fu-1-d)-s-wE v g=E2[1,5-al 9 g rd-6-L) HEl o o] EE =53} tF. ESI/APCI(+): 446(MH) .

HF dd 2-(7-(R)-3-(tert-F-FA 7 EHoln| o) I 2| d-1-)-5-w| & 7 e} £ 2 [ 1,5-a] 9 2| 1| d-6-A ) HAEL =

o o] E(0.394 g, 0.92 mmol)ZS tlo|FZEHEH(4 mL)o] &a3tR L, EFto]ZFQ ZolHEANL mL)E A78FA

oh 304 W F QNG al)S FHUrela, A EAS 7 kel AAST. ] JAE The|E2 R

ZHe-Egtolo"elwl(1:1, 6 mL)o] EFEol %tﬂ%lﬁi S-SR aAdEd F280]2(0.211 g 1 mo

DE #7rerslnr. v EFES A2oA 1A B¢ wikAZT. EFES ¥3tE dEF F2golE &9
Z FHINL HAE FE F ooE

Arbste = FRAZRAL, 58 D}ﬂ%iiﬂﬂ%&i Fz39. §1=S
S EH O] E(2-50%) 9] THIE Atgal= Agyp A 4 =
g(67%) 9] EA stES F533Ith.  ESI/APCI(4): 520—522(M+H),

HAAY 41 dE 2-(7-((9)-3-(4-E22H Ao 2)¥ EP-1-d)-5-MEHF=2[1,5-a] ¥ 7 P-6-L) H
Elxdo|ES Az W

(S)-3-Bocol?] =3 =21 ¥1(0.370 g; 2 mmol), TlolololAZEHo|eo}ll(0.414 nl; 2.5 mmol)S 4 EF(1

mL) g 2-(7-F22-5- "H]E]J—]E}‘—“i[l 5-al¥ g d-6-A ) FEL =0 0] E(0.281 g; 1 mmol)e]

sl kg %?} & 90Ol A 3AI7F FQF B FHEOA rdsiiint. ¥z &, 3y 248 7Y st

7%0}MJ_ Zro] ZALE tlo|FRRu e F o" oAl E(2-50%) 2] TS A}J‘%P qeEjgk A A ZEA

nhE 12 3o 46}1 2&%110}04 g 0B 0.402 g(93%)] o8 2-(7-((S)-3-(tert-F-=A|7}H do}n| &)
-1-d)-5-WE g FBERZ[1,5-a] F g ud-6-d) AEP ol O] ES F53I3ATE. ESI/APCI(+): 446(M+H).

HE old 2-(7-((S)-3-(tert-F-FA| 7t do}u| ) 9] E&|H-1-4)-5-v|E 9 &}F 2 [1,5-a] F 29| d-6-L) FE} =
oo]E(0.394 g, 0.92 mmol)E Tlo|FEEuEH(4 L)l %6HA1M1 Ego]Z R0 Rl EAN] ml)<
A7bskodth. 308 wRk &, EFQU(5 mb)S bR I EFS e stel AAsIGT. o] ZHALE thol
Fz2ue-Eglo]oEolwl(1:1, 6 mL)o] =3Eo] LA AL E}a}—%iitﬂﬂéio‘ F2gto]=(0.211 g; 1
mol)E M7Fssict. ¥ EES He W IAZE St wRkAIAT. E3ES ¥otd YRy FEEo= §
NS Mo RN FHANRL, T goz FE3%tt. f715S FFIUL e v F
old opAlElo] E(2-500) 9] THlE ARS8 B ZYPA AzvtEa e o] AAste] ed=A
0.300 g(64%)°] %Al 3= 5313, ESI/APCI(+). 520~

AN 5 WE 2-(5-HE-7-HdHHE2[1,5-a] 9 g Hd-6-L) Hef o o] EQ] A= Y

o] Z7HAE DME-E(3:1; 4 mL) & WE 2-(7-F22-5-wWed-2-AJdHe}Z=2[1,5-a] 9 v H-6-U) e} o o] E
(0.281 g; 1 mmol), HEREA(0.366 mg; 3 mmol), EBlEZ7|~EgtolddE~A Z2}5(0.231 mg; 0.2 mmol)
2 thololo] Az 2| €olwl(0.663 mL; 4 mmol) O ZFE] 130TCoA] 208 =<+ A Dol we} A=xskgct. ©
ol ZE2WE F ofld olAHIo|E(2-50%)2 FHlE AMgste Ayt A A ZHA AzutE I o8] AA
o] BB 09" 2 UZA 0.266 g(82%) 2] BA TES 455, ESI/APCI(+): 324(M+HH).

AAe 6: HE 2-(5-HE-7-p-EH I HEZ[1,5-a] 9P D-6-) HE =] o] EQ] Az WY

o] FAZ DME-=(3:1; 4 nl) = "lg 2-(7-F22-5-wd-2-Fd I e==Z[1,5-a] 9 g m d-6-Q) HE} ol o] E
(0.281 g; 1 mmol), p-EHHEXH0,268 g; 2 mmol), HEZI|AEgodd¥x~d Ze}E(0.231 mg; 0.2 mmol)
% tlolotol AX A Eo}l(0.414 ml; 2.5 mmol) SEHE] 140ColA 408 H<t 34 Dol whe} A %3k,
to]Z222uet & o" ofAH | E(2-50%) 9] & AM&ste Agt A A EYA ARrtEIHIC o5 A
Aste] BeEsr 099 QURA 0.337 g(82%) 9 EA 3EES 538k, ESI/APCI(+): 338(M+H).

A 7: WE 2-(2-tert-FE-5-HE-7-Hd9AZE[1,5-a]l 9P| D-6-L) FEl o o] ES] Ax HY

o] FZHAE DME-=(3:1; 2.5 mL) & "WHY 2-(2-tert-FE-7-F22-5-Wdy £ =2[1,5-a] 9 nd-6-L) AE}
=0 0] E(0.202 g; 0.598 mmol), HEEEA(0.146 g; 1.20 mmol), BIEZ7|AEgoldldE~3 ZatE(0.092
g; 0.079 mmol) 2 D}O]O}O]*“iiﬁ]@]%ﬂ‘ﬂ(o.%o mL; 2 mmol) &2 RE 80°ColA 18A1%F <k B4 Eoll what
Az, thol|ZFREuer F o8 olAH 0 E(2-50%) 9] TS AMgetE Al A A ZEa] ZRntEal
o] 93] AAlsto %E%E 29" ed=A 0.141 g62%)9] ¥A IFES F53ISTH. ESI/APCI(+):

(@)

22(M+H) .
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[0549]

[0550]

[0551]

[0552]

[0553]

[0554]

[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

on

£501 10-1483834

380 (M+H) .
AAd 8 WE 2-(2-tert-FE-5-WE-7-p-ERYHZZ[1,5-a] Y Fd-6-L) HE} o o] EQ] Az WY

o] FAE DME-%&(3:1; 1.7 mL) T "¥ 2-2-tert-FE-7-F22-5-vEy = 2[1,5-a]9 v -6-Y)
oo]E(0.152 g; 0.450 mmol), p-EHHE2H0.120 g; 0.833 mmol), E|EZZ|~Etolddxsa Ze}
(0.080 g; 0.069 mmol) % tholotol Ao dolwl(0.250 nl; 1.44 mmol) & ZHE]l 140TClA 40417t 52
A Bl whet A|zsGitt. tholERZ ek 5 old ofAH O E(0-40%) 9 FHE AM&EE AEgt A
AntEagds  AAsted BeEER odd o984 0.126 g(71w)e BA FFES  FE5IAT
ESI/APCI(+): 394(M+H).

AAle] 9: WE 2-(5-HE-2-HE-7T-p-EEUHEZZ([1,5-a] ¥ 2| d-6-L) AEb o o] EQ] A= WY

o] F7HA|Z DME-E(3:1; 1 nl) & o€ 2-(7-F2&2-5-Wd-2-ddygtZ2[1,5-a] ¥ 2 v ¥-6-2L) S e} o o] E
(0.100 g; 0.279 mmol), p-ELEEAH0.075 g; 0.552 mmol), EHIE}7|2Egtoldldx~w Ze}HF(0.069 g;
0.059 mmol) % Tlololo] ATz €lobnl(0.200 mL; 1.15 mmol) S ZH-E 140°Col A 40A17J ZoF 34 Eol| w
g} Azt telER2 e F ol" oM H O E(0-40%) 9] THlE AMEsteE At A A4 S AzbE
eTlel o AAstel wwER 2d® LdRA 0.109 g(94h) e A IS TSt ESI/APCI(H):
414QOM+H) .

AA ) 10: WE 2-(2-tert-FE-7-(3-8lo| =FA| H Q)-5-H e HAZ 2 [1,5-2] 9 2 1] d-6-L ) FEl o o] E9] A
Z 4

o] FUAE DME-E(3:1; 2 mL) & "Y 2-(2-tert-y-E-7-F22-5-vdye}=2[1,5-a] ¥ g d-6-2) HAE} =
o o] £(0.171 g; 0.506 mmol), p~EHHEAH0.075 g; 0.552 mmol), E|E&7|2EgtolddEA® Ze}H(0.067
g; 0.058 mmol) E tlo]ofol AT Ao}l (0.300 mL; 1.72 mmol) & EFE] 80Tl 49 &<+ A Eol whe}
Az3elTt. Thol| 22 REuE 5 oE oAEH o] E(0-40%)] TS AMSEE AEgt A A EYA] AEREY
gl o8] AASY EHER o9y QAURA 0.172 g(86%)9 A IFIAES F53ArF. ESI/APCI(+):
396 (M+H) .

AAld 11: H€E 2-(2-tert-F€-7-(2-1Z&)-5-fdHZZ2[1,5-a]F 2 d-6-L) FElmo 0] EQ] A= B

o] FZHAE DME-E(3:1; 2.5 nL) 5 °olE 2-(2-tert-F-E-7-FZZ-5-WEIZE=Z([1,5-a] I v d-6-L) A e}
ool E(0.111 g; 0.328 mmol), 2-UEZEHEAH0.106 g; 0.616 mmol), BIEZ7|~Edo|ddxAd Ity
(0.042 g; 0.039 mmol) % tloJolo]iX 2o EHo}lW1(0.220 mL; 1.26 mmol) CZH-E] 90TolA] 4847k 3}
A Bl wl Az, tolER2ver T e olAH o] E(0-20%) 2] TFHlE AMEsle AeEgt A A ZEA
eI o AAse] BeER od® edzA 0.143 g(100%) EA FES FE5T
ESI/APCI(+): 430(M+H).

AN 12: HY 2-(2-tert-FE-7-(1H-1E-5-9)-5-WEd 9 FZ2[1,5-a] Y7 d-6-L) HEl o o) EY] AR
g

Q

of
2

o] F7rAE DME-E(3:1; 2.5 mL) &= W9 2-(2-tert-F-E-7-F22-5-WE =2 [1,5-a] 9 g d-6-
Lol o]E(0.106 g; 0.313 mmol), 1H-91E-5-LHEXH0.106 g; 0.659 mmol), EHlEZI|Edo|ddEAT
F(0.039 g; 0.033 mmol) = tTlojololaZzHoEo}rl(0.220 mL; 1.26 mmol) - ZH-E] 90Tl 4847k
B4 Boll whe} Azskeltt. thelEFREAE F oold oM H O] E(0-35%) TulE AMEEhe AEst A Y 2
Al AzvtEIde] ofs] HAlste] EEdR e S TURA 0.129 g(98%) 9] HA SES FESISI.
ESI/APCI(+): 419(M+H).

A 13: HEd 2-(2-tert-Ed-7-(1H-Q=5-6-Y)-5-WEy e Z 2 [1,5-a] ¥ v d-6-L) HAEel = 0| EL] A=
I

o] ZXAE DME-E(3:1; 2.5 nL) & WE 2-(2-tert-FE-7-F22-5-vd9}Z2[1,5-a] 7 g d-6-2 ) =

~

e m9

5-2
z=

<ol oft e e
oo B

17

g}
o 0] E(0.100 g; 0.295 mmol), 1H-91E-6-2 E%’&(O 102 g; 0.634 mmol), ElE#}7|~Edtoldldx~a e}

i,

#(0.041 g; 0.035 mmol) % ThoJofo] &z R Lo EHelwl(0.220 mL; 1.26 mmol) ©EN-E 90TeIA 4843 F<b
44 Bl we AlZzsigitt. velFRave 5 oolE ofAlE o] E(0-350) 9] THlE AREshs ARk A EE
Al Azvteadse] ofs) AAlste] ewR edd A FREA 0.104 g(84%) 9] A eSS
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[0561]

[0562]

[0563]

[0564]

[0565]

[0566]

[0567]

[0568]

[0569]

[0570]

[0571]

[0572]

on

E501 10-1483834

ESI/APCI(+): 419(M+H).

AN 14: WE 2-C-tert-FE-7-(1-AZF&-5-9)-5-W v F=2[1,5-a] 9 d-6-L) el o 0] EL] A
Z g

o] F7HHE DME-=(3:1; 2 mL) Z Wg 2-(2-tert-FE-7-F22-5-W L E2[1,5-a] 9 g1 H-6-2 ) ANE} =
o O] E(0.100 g; 0.296 mmol), 5-(4,4,5,5-H|Eg}u|E-1 3 2-T}o] S A ¥ 22-2-9)-1-MZF2H(0.152 g; 0.623
mmol) , EﬂEE}ﬂiEﬁ}o]ﬂ]‘éEifﬂ Z25(0.039 g; 0.034 mmol) B tloJofo] X 2 EolR(0.220 mL;
1.26 mmol) &2 H-E 90TolA 48A17F &<t ¥4 Eo wel A x5t Tt. to]lF=2=2Het 5 oE olAH o] E(0-
15%) 9] FulE Algste Aelgt A A A A2etEad ] o8] AAste BeER odE A QU= A
0.114 g(92%) 2] A 3}H=S 583 th. ESI/APCI(+): 420(M+H).

AAd 150 WY 2-(2-tert-FE€-7-(1-HZ2E . 3-5-Y)-5-H DA =2 [1,5-a] 9 F 1| H-6-L ) FE} o] 0| E 2]
Az W

o] TAE DME-&(3:1; 2 mL) % & 2-(2-tert-F-2-7-F22-5-vdy2=E2[1,5-a]l ¥ 2 v d-6-Q) e}

W

o o] E(0.83 g; 0.244 mmol), 2-(1-WZE]L#-5-2U)-4,4,5 5-HEe-WE-1,3,2-t}o] LA Z2H0.120 g;
0.461 mmol), ElEg}7|2EgtoldldxAd ZebE(0.039 g; 0.034 mmol) 2 Tlolojol A Z o elo}wl(0.220
c‘)l_
2

o
ol
=4

2-
z=

ml; 1.26 mmol) O ZF-E 90T A 48X 7F o4 Boll W} A X, the|ER R uE F oE ol o E
(0-15%)] FHlE AMg3le At A A Al AZatE O ge] g3 FAst BeER 29 34 o=
1 0.102 g(96%) 2] FAl 3EES =5t ESI/APCI(+): 436(M+H).

A 16: #HE 2-(2-tert-F€-7-(2,3-t}o) ol E 2 Ml 2 FaA-5-Y)-5-A e o g Z 2 [1,5-a] ¥ 2= 9-6-Q ) #E}
oo ES AlZx HHY

o] F1A|Z DME-E(3:1; 2.5 mL) Z e 2-(2-tert-F8-7-F22-5-WEyg=2[1,5-a] 9 v d-6-2) 3
E}=o 0] E(0.097 g; 0.287 mmol), 2,3-Tho]dto| =@Ml 2Fak-5-U R 240,096 g; 0.585 mmol), EH|Eg7]2
Egolddx A~ Z2}E(0.042 g; 0.036 mmol) % Tlololo]l A2 HolHI(0.220 mL; 1.26 mmol) o ZH-H
90T 48417 B+ ¥4 Eoll wheh Azt thelFR2 W 5 old oM H O] E(0-35%)2] TFalE AME-3)
= A A 4 ZA aEetEadgged o8] AAstY EER o I 2AdRA 0.096 g(79%)2] A
1ES FE3IFTE. ESI/APCI(+): 422(MHH) .

HAA 17: HEd 2-(2-tert-FY-7-(4-Z2 29| d)-5-WEdHFdZ2[1,5-a] 9 v d-6-L)AE}l = 0| ES] A=
L]

o] FZHAE DME-E=(3:1; 2.5 mL) & WY 2-(2-tert-FE-7-F22-5-Wdyg}Z=2[1,5-a] ¥ g nd-6-Y) AE}
=0 0] E(0.104 g; 0.302 muol), 4-FRZHALREA(0.105 g; 0.671 mmol), BIEZ7|2Egolddx 3 Zat
H(0.066 g; 0.057 mmol) E tloloto] AT ZHHo}1(0.220 mL; 1.26 mmol) ©CZH-E] 90°ColA 18413k &<t
WA Eoll wEl Axsgivh. 2F 221E oo F7b AA flo] g wAleA ARSI, ESI/APCI(+):
414-416(M+H) .

A 180 HE 2-(2-tert-F-€-7-(3,4-t}o|HE #H D)-5-H A R L2 [1,5-a] ¥ ] D-6-YL) HE} = 0] EQ] A
=

FUAE DME-=(3:1; 2.5 nL) & WY 2-2-tert-FE-7-E22-5-w|d 9 HZEZ([1,5-a] T n| HA-6-<) HE}
Loo]E(0.104 g; 0.308 mmol), 3,4-tholWEad W 22H(0.087 g; 0.580 mmol), EIEEF|AEgtoldd¥Aw
Z2}5(0.057 g; 0.049 mmol) 2 tholofo] A 2o € olv1(0.220 mL; 1.26 mmol) S ZFE 90T A 18X+ &
ot 774 Eol we} Az, =d EZS A9 F7F GAl §lo] o wAClA AL8-&lth.  ESI/APCI(+):
408 (M+H) .

AAld 19: WE 2-(2-tert-FE-7-(4- ¥ d)-5-vEH L2 [1,5-a] 9 | D-6-D) At o] ES] A=
o

o] TIHAE DME-E(3:1; 2.5 mL) & WE 2-2-tert-FE-7-F22-5-vE&H g E£2[1,5-a] 2| v d-6-Y) FE}
1o 0] E(0.108 g; 0.320 mmol), 4-o|€#|d W EAH0.090 g; 0.600 mmol), HEZI|2Egtolddxzd Tty
(0.066 g; 0.057 mmol) 2 Tlolojo]AZ 2o Eo}nl(0.220 mL; 1.26 mmol) & ZHE 90TolA 1847t F<t 3}
4 Eol weh Alzsigitt. =d 2de Yool F7F AA glol thE Al ARgSlth. ESI/APCI(H):

5
o
=

2

-
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[0573]

[0574]

[0575]

[0576]

[0577]

[0578]

[0579]

[0580]

[0581]

[0582]

[0583]

[0584]

on

E501 10-1483834

408(M+H) .

AAe 20: WE 2-(2-tert-3E-7-(3,4-tho]| ol =2 2H- M1 Z[b][1,4] t}o| S A W-7-D)-5-H A &= [1,5-
a] ¥ ra-6-A)Fel o o) EQ] A W

o] FIHAE DME-E(3:1; 2.5 mL) & WE 2-C2-tert-FE-7-F22-5-vdHeE2[1,5-a] F 2|1 d-6-Y ) FE}
ool E(0.098 g; 0.290 mmol), 3,4-t}olslol=Z-2H-MZ[b][1,4]t}o]SAA-7-U-H2AH0.121 g; 0.624
mmol), HEZ7|AEdFoldAdE~d Z#}5(0.034 g5 0.029 mmol) E tlolojo] Az Z Ao Eolw(0.220 mL;
1.26 mmol) &2 F-E 90TolA 48A17F &<t A Eoll wel A Zsct. to|F2Z2ue F od ol e o] E(0-
15%)2] FHlE AR&ste AE|gt A A ZHA IReEHY 93] HAstY EEER Sd9E 3 SU=A
0.114 g(87%) 2 XA 3}FES 583k, ESI/APCI(+): 452(M+H).

AAe 21: HY 2-(2-tert-Fg-7-(2-(7-(4-W€-3, 4-t}o] o) = 2-2H- M Z[b][1, 4] LA -7-L )-5-v| & =1 &}
£2[1,5-al9 | d-6-A) HAEl = 0] EQ] AZ 4

o] % ]L DME-%(3:1; 2 nL) & HE 2--tert-Fd-7-F22-5-vdyZ2[1,5-a] ¥ d-6-2) AE} =
o 1 0.068 g; 0.201 mmol), 4-vl€-7-(4,4,5 5—EﬂEE}uﬂEl—1 3,2-T}o] S AL H. B 2-2-91)-3 4-T}o| slo] =2 -
2H- [b][l 415A121(0.112 g; 0.407 mmol), HIEZZ|AEZolgld¥x 2~y Fe445(0.034 g5 0.030 mmol) %
tho 10}0%4_@4 o€} (0.220 mL; 1.26 mmol) SEF-E 90TClA 4823+ H<¢+ 38 Eoll wa} Al xsk).
tolERaE 5 oY oA E(0-35%) 9 THE AMEstE gt A A EHAl IRuEHT e E A
Aste] BaeER odd I odmXA 0.071 g(78%) 2] BA BTES F5F . ESI/APCI(+): 451(M+HH).

AAd 22: g 2-(3-BER-5-1E-7-p-EdIEZ[1,5-a]HFYnd-6-A)HEl o o] ES |z #Y

p-EdulUlE B2ulo]=(3.2 ml; 2.36 mmol)E F- HEZSIO|E2FeH(15 mL) F ¥ 2-(3-BHEE-7-2=
2-5-wEu&ZE2[1,5-a] 92 n Y-6-2) HMEb o] 0] E(0.509 g; 1.36 mmol)e] &l H7lstdck. ¥k 3
A 7] sl wkskiar, A-2oA SWP et wRkEgltk. f7] &9S xsid Ry FRefe
(50 mL)of A3 &3 5(5 mL) S H7FsI A, AAEES A9 ofAEo]E(45 n) 2 FE3ATE. {7
(40 mL) = AHSRIL, ntadlg AFolE /B A HxsHRI, AFHsA T, FHSE stel FF3SiTt
ol olAE ] E(0-15%) 9] THlE Abgsls Agt A %—EHAI ARntET ) o) Zéﬂlo}oq B
AE ES 2U=2A 0.381 g(65%) 9] FA FES F53IITE. ESI/APCI(+): 430 - 432(M+I)

HAAe 23: g 2-(5-WE-3-HI-7-p-EYHFEZ[1,5-a]H 1| H-6-A) A} o o] E 9] A= HHY

o] F7AE DME-E(3:1; 1.5 mL) & dd¥ 2-(3-B2R-5-WEd-7-p-Ed 3 e}ZZ[1,5-a] 9 g Hd-6-L) HAE}
o 0] E(0.070 g; 0.163 mmol), F|NLXEAH0.045 g; 0.372 mmol), EBlEZ7|~Egtolsdldz~a ZabE(0.023
g; 0.020 mmol) Z tholofo]lAZ ZHEo}w(0.100 mL; 0.574 mmol) O ZHE] 90°Col|A 18A%F Bt 74 Edj
wel Az, et F oold olMEO|E(0-10%) 2] THlE AMEsHE Aegt A A ZEA ARvEI T
o AAsle] BeER od® A edRA 0.050 g(72%)8] HA FHIES F5FHATE. ESI/APCI(+):
428 (M+H) .

Ao 24: Ad 2-(5-WE-3,7-t}o]-p-EYHFEZ[1,5-a]H 1| H-6-U ) HAE} = o] E 9] A= HH

o] ZAE DME-2(3:1; 1.5 nL) & olg 2-(3-22R-7-ZF22-5-wdyeZ£2[1,5-a] 92 v d-6-L) e} o]
©]E(0.123 g; 0.328 mmol), p-EHHWEAH0.100 g; 0.736 mmol), ElEg7|AEgolddEAxn ZebE(0.029
g; 0.025 mmol) B TholofolAZEHo|Ho}vl(0.240 mL; 1.38 mmol) & EIE] 80TlA 2443F HoF 244 Eol
e} Azsdch. FE F oolE olAEH O] E(0-20%) S e AgshE AEvt A A YA IRetE A
os AAlste] BER 09" FA od=A 0.086 g(61%)9 Al =S F5ESISITE. ESI/APCI(+):
442(M+H) .

AAd 25: WY 2-(3-HER-2-tert-FE-5-HE-7-p-EHFIEZ[1,5-a] v d-6-Y) AE} ol o] ES] A=

o m
iy

Moo ox ob g
(e)

fof@ o po 12 o
fo ol gg

22
%i[l,B—a]HJ u]va 6- ol)ﬁlahoﬂ O]E(0.312 g; 0.793 mmol)e] &Mo| Hrlaglar, *1—8— 55

1.5A17F ZoF wHkA A, {AL oel olAEo]E(20 mL) 2 3Aadm, AAE fAS x3ld JEF slo]=
M2 x 20 ml), IN YEF slol=2AlwegtRulo]E £a(20 pl) ¥ A5(20 ml)E

fr
X
b
il
=
o
[
oo
jat
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[0585]
[0586]

[0587]

[0588]

[0589]

[0590]

[0591]

[0592]

[0593]

[0594]

[0595]

[0596]

AHEIL, MgS0, el Hzatglar, ok, sk atell FHadvk. 0.369 go = o] 24 Hay

TA(99%) S <ol F7F AA glo] the WANA AL&EATE. ESI/APCI(+): 472-474(M+H) .

J

"H-NMR (400 MHz, DMSO-ds) (ppm) 8: 7.36 (4 H, m); 3.72 (1 H,
t,J=6.6 Hz); 3.64 (3 H, s); 2.48 (3 H, s); 242 (3 H, s); 2.01 (1 H, m); 1.60 (1 H,
m); 1.33 (9 H, s); 1.01 (2 H, m), 0.63 (3 H, t, J = 7.2 Hz).

AA ] 26 WD 2-(2-tert-FE-5-H€-3,7-tto|-p-EL I FEZE[1,5-alF g v d-6-L) et 0| EQ] A X W
L]

o] FZHAE DME-%(3:1; 1 mL) 5 ®E 2-(3-BER-2-tert-FE-5-We&ue}=E[1,5-a] 9 g nd-6-2) M}
ool E(0.047 g; 0.112 mmol), p-EHREAH0.065 g; 0.479 mmol), EHIEZI|=Etoldld¥Esn ZabgF
(0.017 g; 0.016 mmol) = tTloJofo] AT 2 Ho|Ho}Rl(0.120 mL; 0.689 mmol) CZF-E 120TeolA 2427+ EoF
¥4 Eoll wat Azt Fe 5 old olAlHOE(0-12%) 9] T-HIS AR Ayt A A S A2nE
el & AAst BeER odw A odmA 0.014 g(25%)9 EA IFES FEEAU.
EST/APCI(+): 484(M+H).

AAe 27: HE 2-(6-HE-2-Z2P-7-p-EHYE2[1,5-a] GV d-6-L) AE ol o] ES] A= W

o] Z7HAE DME-E(3:1; 2.8 L) & #E 2-(7-FER2-5-vEd-2-Z 2 A9 }Z 2 [1,5-a]¥ v d-6-) A}
o O] E(0.229 g; 0.7 mmol), 4-WEIIBZ2H0.192 mg; 1.41 mmol), H|E#7|~Edlolddz sl IaF
(0.122 mg; 0.106 mmol) = tTlo]olo] A ZHo|Eo}l(0.351 mL; 2.12 mmol) S 2HE 140°ColA 208 FoF I}
A Dol wt Az, tolZE2uEr F oE olAH o E(1-30%)2] THIES AgalE AEgt A A A
FrntEaHge o8] AAlsle E4ER odd odmA 0.105 g(39%)¢ FAl IFIES FEEAU.
ESI/APCI(+): 380(M+H).

A 28: HE 2-(2-(F&-2-9)-5-WE-7-p-EBYHZ 2 [1,5-a]l P H-6-Y)FEL =0 0] E] A= "

o] EZHAE DME-E(3:1; 2.1 nl) & WE 2-(7-F22-2-(FF-2-Y)-5-vEd g =2 [1,5-a] 9 v d-6-9) =
El =0 o] E(0.182 g; 0.52 mmol), 4-WEHA IR EAH0.142 mg; 1.04 mmol), EIEZ7|AEgtolddE~s Zg}
F(0.090 mg; 0.078 mmol) % Tlolofo] A 2HeEolrl(0.260 mL; 1.57 mmol) o ZH-El 140TCelA 208 <t
g Dol whel Azt tholFREME F ol" ofMH o] E(1-40%) ] TFElE AMgshE Ayt A A EE
Al ARuEgH ) AAst] d=ZA 0.123 g(58%)¢] A IFES FE5sI9TE. ESI/APCI(+):
404 (MH+H) .

AA e 29: WE 2-(2-tert-FB-7-(4-F22-2-ZF 2 2¥d)-5-Wd93ZE[1,5-a]9 M d-6-Q ) HE} 0] o]
E9] Az Wy
o] FZAE DME-=(3:1; 2.5 mL) & o 2-(2-tert-FE-7-F22-5-vdyg}Z2[1,5-a] ¥ g ndl-6-Y) AE}
01]0]E( 097 g; 0.287 mmol), 4-FEZ-2-ZFQ 2R E4H0.096 g; 0.551 mmol), HIEZ7|~Egle|dd
Ze5(0.033 g; 0.029 mmol) % tTholofo]l A @ e Jolil(0.200 ml; 1.15 mmol) S ZF-E] 90T A 3
St g Eoll mhek AFsT. A F ol" oM ECIE(0-25%) 2] FulE AMEEE Aegr A A ZEAl
Azatengge] 93] AHAst] ELEZ odd I 2Ud=2A 0.101 g81%)9 Al FFES F5EIAT.
ESI/APCI(+): 432-434(M+H).

A 300 HE 2-(2-tert-F-E-7-(2-FF L 24w ¥ d)-5-Hd A HEZ2[1,5-a] F B | D-6-Y) HEH =] 0] E
o] Az "y

| SHAE DME-E(3:1; 2.5 nL) 3 WE 2-(C-tert-F-E-7-FE22-5-v|dyZE=2[1,5-a] ¥ g v|d-6-) e}
o] E(0.100 g; 0.296 mmol), 2-Z=F QL Z2-4-HEHAIBEAH0.086 g; 0.559 mmol), HIEZ}7|=Eglo|dd X
7 FEE(0.031 g; 0.027 mmol) 2 tholojol Az Ao Eol1(0.200 ml; 1.15 mmol) SZFE 90TCol|A 39
S 34 Eoll wet Azxsiitt. Fw F o™ olMH O E(0-25%) ¢ TlE AHEete gt A 4 A 2
ZulEa o] ofs] AHAste ESEE od® 3 A=A 0.122 g870) XA IFES S5
EST/APCI(+): 412QM+H).

AAd 31 HE 2-(2-tert-FE-7T-p-EL-5-HMEHHEZ([1,5-a]9 9 D-6-YU)-6,6,6-EF| SF L2 A} 1=
o|E9 A= WY

[}

ot | I
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[0597]

[0598]

[0599]

[0600]

[0601]

[0602]

[0603]

[0604]

[0605]

[0606]

[0607]

on

E501 10-1483834

o] FZHAE DME-E(3:1; 4 ml) F HE 2-(2-tert-FE-7-FEE2-5-wdy 21,529 v d-6-Y)-
6,6,6-Eg}o] ZF R AALo 0] E(0.175 g; 0.431 mmol), p-EHH E2H(0.120 mg; 0.883 mmol), EIEZIEE
groldld X2 #2HE(0.050 g; 0.043 mmol) H Tlojolo] a2 Ao €oln1(0.300 mL; 1.72 mmol) &ZH-E 140
TollA 208 <k B4 Dol wpeh Azt ek T olE ofMEH o] E(0-25%) 2] THlE AMg3sle st A
A 2N ARmEaI o8 AAsle] BeER odw A odwA 0.135 g(68%) 2 ®A IFIES F5
3tith.  ESI/APCI(+): 462(M+).

A 32: HE 2-(2-tert-FE-7-p-EE-5-HEHHEE[1,5-a]H Y HH-6-U)-3-HIZ 2 0] ES A=
I

o] F7HAIE DME-E(3:1; 3.5 mL) = HE 2-2-tert-FE-7-F22-5-WdaZ2[1,5-a]7 g d-6-%)-
FHdZ 2900l E(0.150 g; 0.287 mmol), p-EHHE2H0.100 mg; 0.500 mmol), EHIEZI|AEo|ddE~
A ZEE(0.045 g; 0.039 mmol) % tlo]ofol AZ @ A€o}l (0.270 mL; 1.55 mmol) & RIRE] 120ColA 20%
T A4 Dol wel AxEFAT. P F oY obMEHOE(0-25%) 9] THlE AR&stE AETF A Y FHA A
2otEadye] o AAlste] EER 09" A od=2AM 0.118 g(69%)9 FA }FE=S FEET.
ESI/APCI(+): 442(M+H).

A 33: WY 2-(2-tert-HFE-7-(1-HdAE-5-Y)-5-HEHF=ZZ[1,5-a]J ) H-6-Y)-3-H d =235}
OB Ax WY

o] FHAE DME-E=(3:1; 2.5 mL) & WY 2-2-tert-FE-7-F22-5-vdyg}Z2[1,5-a] ¥ g nd-6-) AE}
=00 E(0.099 g; 0.292 mmol), 1-W€-5-(4,4,5 5-0|EgtdEd-1,3,2-t}o] SALH 2 &-2-9)-1H-21 5 (0. 143 g;
0.556 mmol), ElE&7|AEgolddE~s ZE}E(0.038 g; 0.033 mmol) E Tlololo]A ZHo|Eo}lvl(0.220
mL; 1.26 mmol) O ZHE 90CelA 2147 Feb 34 Roll whel Ax& v, e F old opAlE o] E(0-20%) 2
TS ALgstE At A A ZeA] ZReatEag e &) AAste] FM xR A 0.097 g(77%) e ®A 3}
T=S S5, ESI/APCI(+): 433(M+H).

AAle 34: HWE 2-(2-tert-FE-5-HE-7-(1-HEJAEA-5-D) I AZZ[1,5-a] F " D-6-Y) HE} =0l o] E 9
Az P

o] FIHAE DME-E(3:1; 2 mL) F "E 2-(2-tert-FE-7-F22-5-vd I HZ2[1,5-a] 9 v d-6-) A E} =
NOlE(0.079 g; 0.234 mmol), 1-w|E-5-(4,4,5 5-|Egu|E-1,3 2-T}o] LA R Z-2-2)AE(0.099 mg;
0.382 mmol), EBlEgl7|~Egteldldz 2~ Ze}E(0.025 g; 0.022 mmol) Z thololo] Az & Elolwl (0,160
mL; 0.919 mmol) &2 F-E 90CelA 3¢ Tt #A Eoll wet Az, e T old opAle ] E(0-35%) 2] +
HE ARESHE gt A A4 EHAl aRuEIaHI i AAlste] EeER 29" 3 2dRA 0.170
g(73%) ] EA| SFES F53HUTE. ESI/APCI(+): 435(M+H) .

AAd 35: HE 2-(2-tert-FE-5-HE-7-(1-H| &-1H-2AE-6-Y)FA =2 [1,5-a] ¥ 1| F-6-L ) FE} =0 o] E 9]
Az Iy

o] FHAE DME-=(3:1; 2 nL) & WE 2-(2-tert-FE-7-F22-5-wEdIZ2[1,5-a] 7] v H-6-U) FE} =
o 0] E(0.077 g; 0.227 mmol), 1-W€-6-(4,4,5,5-E|Etu€-1,3,2-t}o]| LAl H 2 &-2-9)-1-H-91%(0.102 mg;
0.397 mmol), HEg7|~Egte)d|ldEzAx Z215(0.028 g; 0.024 mmol) 2 tholojol Az @A €olyl(0.220
mL; 1.26 mmol) S ZFE 90CoA 2 F<¢t oA Eoll mel Azttt e F olE olAEl o] E(0-20%) 2 +
WS ARSshE A7 A A FHAl AZetEDH I o) At EEERE 29¥ 34 2QU=2A 0.079
g(80%) 9] A 3}ES F53H3Ith. ESI/APCI(+): 433(M+H).

AAd 36: WE 2-(2-tert-FE-7-(Z2%-6-Y)-5-ADAIFEZE[1,5-a]l9 Fv]Hd-6-L) A} =d o] EQ] A= H}
L

o] FIHAE DME-E(3:1; 2 mL) 5 WY 2-(2-tert-FE-7-F22-5-v|& 9 H}FZ[1,5-a]F g v|d-6-L) AEL =
O] E(0.075 g; 0.222 mmol), 2-(AZWH-6-U)-4,4,5 5-HEgvE-1,3,2-T}o] LA Z2H(0.120 mg; 0.461
mol), EBIEg7|2EgelddE~® Fe}H5(0.035 g; 0.030 mmol) 2 tholofo] Az mo|€o}](0.220 nL;
1.26 mmol) ©ZRE 90TCeolA 29 F<F 34 Eoll wal Azsik. A 5 o olAElo] E(0-15%) 2] Fui=
AbEEE AEgt A A YA AZvtEad e o) AAlste] EvER o9 A 2d=ZA 0.095 g(98%)<]
¥A FFES 53819, ESI/APCI(+): 436(M+H) .
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[0608]

[0609]

[0610]

[0611]

[0612]

[0613]

[0614]

[0615]

[0616]

[0617]

[0618]

[0619]

on

£501 10-1483834

AAd 37: HE 2-(2-tert-HE-7-p-EE-5-MEdIEZE[1,5-a]F F v d-6-2)-3-H e HE} = 0| EQ] A= W}
L

o] F{UAE DE-2(3:1; 1 mb) ZF HHE 2-C-tert-FE-7-F22Z-5-wdvE2[1,5-a] 7 v d-6-%)-

6,6,6-Eg}o] ZF . ZAAL-o 0] E(0.057 g; 0.162 mmol), p~E=HHZ2H0.045 mg; 0.883 mmol), E|EZIZE

glojdldx 23 Be}H(0.020 g; 0.017 mmol) B tholofo] A ZHEolr](0.120 ml; 0.070 mmol) 2= 5F-H

140Coll A 208 B¢k 74 Dol whe} Azt ek T oE olAH I E(0-25%) 2 THlE AMgsHE ATt

A ZHA FRvtEagddd s AAlstel BeEr oodd A odwA 0.051 g(77%) 9 FA HFES
53kt ESI/APCI(+): 408(M+H).

Z’:
AX e 38: WE 2-(2-tert-EE-3-F22-7-p-EH-5-Wed Y F=Z2[1,5-a] 91 d-6-L)HAEF = o] EQ] A|=x
LIg:

N-S22LA10]1=(0.050 g; 0.374 mmol)E tho|ZZZWEH(1.5 mL) F WY 2-(2-tert-FE-5-W&-7-p-E2
dgtE2[1,5-a] ¥ 2 nHd-6-L) FE =0 o] E(0.097 g; 0.246 mmol) ] &Moll A7 R, &AS AL204 44
Foseh wAIZ T, o’ olAHO]E(10 mL)E WHS EFE] H7Isla, &9 5% UYEF so|=2AxA
dAolE & (10 nL), IN BEF ste|=AwmstnulelE £9(10 L) R 510 m)Z A=A, F714E
ntu g AFoE Aol A dxegla, oFsiar, et stel wFeivh. e F g ofAlE o] E(0-25%) <]
THE AMEShE A A ZHA ARvtEa e o AAste FAS W UREA 0.070 g(66%)2] &
A 3FES F58I9TE. ESI/APCI(+): 428 - 430(M+H).

AN 39: HE 2-(2-tert-F-E€-7-p-SP-5-Ed Y }=E2[1,5-a] 9 P H-6-Y)-4-H| SA| F-El o o] EY A=
L]

| SAE DME-E(3:1; 4 nl) F WY 2-C-tert-FE-7-F2Z-5-Wd I ZE2[1,5-a] 9 | d-6-Y)-4-1]

g

N

;

[}

EXREF- 0] E(0.220 g; 0.622 mmol), p-EZEE2H0.186 mg; 1.67 mmol), HE#H7|~Egtolddx 3w &
2145(0.061 g; 0.053 mmol) 2 Thololo] AT 2 A Eo}lr1(0.450 mL; 2.58 mmol) 2 ZH-E 140TCelA 308 &9

34 Dol W} Azae. ek F oY ohAHoE(0-250)e] THE ALgSE dulvh A A Tox Aol
adlel os AAlsel BeEm o9d FA UM 0211 g0 EAl HFFES FEH9
EST/APCI(+): 408(M+H) .

Ao 40: W 2-(2-tert-FE-5-Wd-7-(4-clo|AZ 2 H D)W I=E2[1,5-a] 9 27| Hd-6-Q) HEl o] o] E 9
Az Wy

o] FHAE DME-&(3:1; 4 nL) 5 WY 2-2-tert-FE-7T-222Z-5-WBI g} Z[1,5-a] ¥ g d-6-¢) HEl =
ol o] E(0.205 g; 0.607 mmol), 4-ofo]AZ2IHIBEAH0.186 g; 1.13 mmol), HIEZ7|2EZo|dd¥x~d
Ze}E(0.063 g; 0.055 mmol) E tho]ofol AT ZHo|€o}wl(0.410 mL; 2.35 mmol) O EIFE] 140ColA 308 =
oF 314 Dol we} Az&H . ek 5 oE olAEo]E(0-25%)2] THIE AlgstE Aelgl A A ZA A=
wtEZ el os AAste] FHA4 nAZA 0.180 g(70%)°] EA Foavk.  ESI/APCI(+):
422 (NHH) .

AN 410 HE 2-(2-tert-FB-5-HE-7-(4-EFo| T F e 2vdHd) IS =(1,5-a]F 7 D-6-L) At =o]
olES Az WY

o] FHAE DME-=(3:1; 4 nl) 5 WY 2-(2-tert-FE-7-222Z-5-WBI g} Z[1,5-a] ¥ g d-6-¢) el =
E(0.209 g; 0.619 mmol), 4-(Egfo]EZF 2 e)dAdREH0.170 g; 0.964 mmol), H|EZ}7|~Ez}o]d
Z23 ZeE(0.079 g; 0.069 mmol) 2 thololo] a2 H o Eolwl(0.410 mL; 2.35 mmol) S 2 FE] 140°C ol Al

40+ &<t 4 Dol whep A3, ek F olE olAH|E(0-25%) 2] THlE AMgske A A A 4

Al azaEadgse] o AAEe] FAM mAZA 0.220 g(79%) 9 TA FHIFELS FE59ct. ESI/APCI(+):

448 (MHH) .

AN 42: HE 2-(2-tert-FE-7-(2,4-tho| 22 29 d)-5-rEHZAZ2[1,5-a] F v d-6-L) HAE} o o] E

o Az WY

o] FHAE DME-&(3:1; 3.5 nl) & WHE 2-(2-tert-FE-7T-SZ22-5-WBI2}EZ[1,5-a] I v d-6-¢) e}

ol o] E(0.152 g; 0.450 mmol), 2,4-TFo]&F L 2o d W 24114 mg; 0.722 mmol), EBlEZ7|AEgo|dd¥

¥ Z2H5(0.052 g; 0.045 mmol)  Tlolofo]AZ 2 HoEo}(0.320 mL; 1.84 mmol) . 2H-E 140TColA 408

1)
]
il
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A
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[0620]

[0621]

[0622]

[0623]

[0624]

[0625]

[0626]

[0627]

[0628]

[0629]

[0630]

[0631]

&<k 778 Dol wEf AlxEdc. ek 1g olAE| ] E(0-20%) 2] TS AMg3te AEgt A A FeA A
2olEag v o AAste Bem= gﬁd g oAz 0.188 g(100%)2] EA 3FES F53AL).
ESI/APCI(+): 416(M+H).

AAle] 43: WE 2-(2-tert-FE-7-(2-222-4-WEHd)-5-HEI I EE[1,5-a] F 1 D-6-Y) HE} 0] o] E9

o] FIHAE DME-E(3:1; 3.5 mL) & ol¥ 2-(2-tert-F-E-7-F22-5-vdHeE2[1,5-a] 2|1 d-6-Y ) HE}
x 0.152 g; 0.450 mmol), 2-F22-4-w|EHJdBE2H(110 mg; 0.646 mmol), HEZ7|EEglo|ddxE~
A ZEHE(0.052 g; 0.045 mmol) B thololo] AT 2o}l (0.320 mL; 1.84 mmol) S ZH-E] 140TolA 40%
2t HA Dol wh Az, PG T oold ofAElO]E(0-20%) 2] THE AMESHE AR A 4 EHA A
ZutEayle] o8 AAs ELER o9® I od=2AM 0.188 g(93%)9 TA FHIES S5
ESI/APCI(+): 428-430(M+H).

AAd 44: W9 2-(7-(2-obr] =-4-H D D)-2-tert-FE-5-wdF E 2 [1,5-a] F v D-6-L) M=o 0] E 9
Az P

o] FZFAE DME-E(3:1; 2 mL) & WY 2-(2-tert-FE-7-F22-5-v 32 [1,5-a] v d-6-2) A}
o o]E(0.100 g; 0.296 mmol), 5-"l€-(2-4,4,5 5-HEgmE-1,3 2-tho] 2B ET-2-9)o}dH (100 mg;
0.429 mmol), HIEZ7|2EgtoldldExm Ze}E(0.040 g; 0.035 mmol) % thojolo] i~z I Elo}lrl (0,210
mL; 1.21 mmol) &2 H-E 140ColA] 403 <t 74 Dol wheh Azskgivt. e T e ofAlH o] E(0-30%) <]
THE AR&ste AE A A ZHA AEetEIH] o GAste] EEER odH FA 2d=A 0.041
g(34%) 9] ®A 31FES FE3IATE. ESI/APCI(+): 409(M+H).

AN 45: HE 2-(2-tert-FE-7-(2-HIEAN-4-F22HQ)-5-HEHFZE[1,5-a] ¥ P d-6-L) AE} = o] E
9 Az WY

FAE DME-E(3:1; 2 nL) T "WE 2-C-tert-FE-7-F22-5-vEdygE2[1,5-a] 9 v d-6-Y) AE} =
o]E(o 100 g; 0.296 mmol), 4-Z2Z-2-W|EAF IR Z2H0.100 g; 0.429 mmol), EH|EZ7|2=EgolfdE~

ZeH5(0.040 g; 0.035 mmol) = thololol AT @ H €l (0.210 ml; 1.21 mmol) O ZFE] 1407ClA] 40%
St B4 Dol whEh AlxsACE. FE F oolE oM EIO]E(0-20%) 2] THlE AMESHE dEgh A A EA A
ZutE g o3 AHAslY EEER 29" FM 2dZA 0.075 g(4ome ®A IEE FEIICH
ESI/APCI(+): 444-446(\M+H).

AN 46: e 2-(2-tert-FH-7-(2-EF 2 24T FA ¥ D)-5- AW SFE 2 [ 1,5-a] 9 2] ¥ D-6-Y ) HE} =] o]
E AZ WY

o] Z7HAE DME-E(3:1; 3 mL) & ®Wd 2-(2-tert-FE-7-F22-5-vEduZZ[1,5-a] ¥ v d-6-2) A}
Ol E(0.142 g; 0.420 mmol), 2-ZFF L Z-4-WEAFLREAH0.103 g; 0.606 mmol), E|EE}7|=Eglelddx
23 Z#HE(0.040 g; 0.035 mmol) L thololol Az gAY}l (0.320 mL; 1.84 mmol) &EHE 140°ColA 40
B A4 Dol whEt Az A'k F old olAHOIE(0-25%) TulE AMEEhe AEgt A A ZEA
azvtEagd o&] AHASIY ELER odg® I 2AdRA 0.174 g(97%)9 BA SFES F5ISH
ESI/APCI(+): 428(M+H).

AAd 47 W€ 2-(2-tert-FE-5-"E-7-(5-FA=A)AHFZZ[1,5-a]F Z v d-6-L) FE} o 0] EQ] A= WY

o] FZHAE DME-E(3:1; 3 mL) = WH 2—(2—tert—%%—%%ii—&uﬂ%ﬁlE}éi[lﬁ—a]ﬁ]alulﬂ 6-2 )ﬂE}i
o] E(0.149 g; 0.449 mmol) A=H-5-B24H0.115 g; 0.655 mmol), EIEZI|=Ed o]dE a0 debs
(0.040 g; 0.035 mmol) % thololo] @AYo}l (0.320 nL; 1.84 mmol) & ZFE 140TC el A 40':' Hob 4
Dol whe} A zsk3ict ?‘JE& F o™ olAElo] E(0-50%) 2] THIE AMEsHE Ayt A A FHA ARnE L
go o AAsle] E¢ER ogd® A odRA 0.144 g(76%) 9 FA IJFES F=559ck. ESI/APCI(+):
431(M+H) .

AAd 48 HE 2-(2-tert-FE-5-"E-7-(8-FA=A)AFZZ[1,5-a]F v d-6-Q) Fg} o] o] EQ] A= WY

o] FAE DME-E(3:1; 3 mL) T WE 2-(2-tert-FE-7-FZZ-5-vE&J2EFZ[1,5-a]l ¥ v d-6-d ) e}
o] E(0.139 g; 0.411 mmol), FHAEA-8-HEZ2H0.110 g; 0.636 mmol), HEZ7|AEgto|dAldxz 3y e}
(0.043 g; 0.038 mmol) & tlolofo]AZ ZHo|Elo}wl(0.320 mL; 1.84 mmol) & ZFE] 140°ColA 408 <t 1

L

o

e

ol

o o
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[0632]

[0633]

[0634]

[0635]

[0636]

[0637]

[0638]

[0639]

[0640]

[0641]

SE50] 10-1483834

Dol wat Az, e F ole olAH O E(0-40%) 9] TFHIE Al&st= At A A ZYA ARnEL
o & AAFl] EER od® FA odzA 0.065 g(32%)9] A FIFES F5349ct. ESI/APCI(+):
431(M+H) .

AA ] 49: #"E 2-(2-tert-§-€-7-(2,4-vho|HE A Q)-5-HEH R E2[1,5-a] ¥ | D-6-Y ) HEL = 0] EQ] A
Z= Uy

o] FIHAE DME-E(3:1; 3 mL) & WE 2-(2-tert-FE-7-F22-5-v& 9 e}E=2([1,5-a]F 2 d-6-L)

o] O] E(0.144 g; 0.426 mmol), 2,4-Tlo]W&ulAlH Z2F(0.105 g; 0.700 mmol), HIEZI|2Egto|ddELd &
245(0.042 g; 0.037 mmol) % thojofol T 2 Ho|Wo}1(0.320 mL; 1.84 mmol) SZH-E] 140TCelA 40% &<t
4 Dol wal AxeFt. P T old oA E(0-30%) 2] THIES AFEEE Ayt A A 2y AEnE
aggd e AAsle] BeER odd A odwmA 0.138 g(79%9)9 A IFIES FEIT
ESI/APCI(+): 408(M+H).

AAld 50: ®E 2-(2-tert-#€-3,5-To|HE-7p-EH N HEZ[1,5-a]F 2 d-6-U) e}l o o]| ESY Ax

da FHA WY 2-(3-HEE-2-tert-FE-5-wE-7-p-EZ I 2}ZFZ[1,5-a] ¥ 27| d-6-) FE} =0l o] E(0.050
g; 0,106 mmol), ZHEF ZFEUO]E(0.0449 g; 0,318 mmol), EzZ}o]WEHZA41(0.080 g; 0,635 mmol) % (1,1'-
H2a(tholdld g ) | 24)-the| F 22 FeHF(11) EFEY o] 222w 8H0.008 g; 0.011 mmol) % The]
HEEFo=(0.550 mL) o] ZHES WAL WE EFES I 2 HH(purging) 3, UE3a, vt
oA R} FA} 3ol 150TCol A 458 FF WA, WhE EFES to|lFE 2wt 2 JQ% UYEH S22
o= & Afolo] FujEtlar, miauld AFo]E AdelA] ATl St bl wHssivh. FE S olld of
AlEl] E(5-30%) ] Tl E AM&3tE AEgt A A EHA] ARrtEY
g(58%) ] Al SFES F53I3ATE. ESI/APCI(+): 408(MHH).

A4 51 WE 2-(2-tert-349-5-Wd-3-HD-7-p-ELHIZZ[1,5-a] ¥ & u|d-6-L) HE} =l o]| EQ] A% w
H

o] FAE DME-=(3:1; 1 mL) & HHY 2-(3-BEF-2-tert-FE-5-|&-7-p-EL 3} =2 [1,5-a] F 2l v d-6-
) #Eb = 0] E(0.057 gi 0.121 mmol), #AK EAH0.036 g; 0.300 mmol), HEZ7|~EgolsdxE d e}
F(0.014 g; 0.013 mmol) = thojolol aZ 2 HoEo}Rl(0.075 mL; 0.431 mmol) SZF-E 140TeolA 40%
74 Boll wet Axzsdnt. #e F oY olAEH ol E(0-15%) 8] TS AMgslE AEgl A A ZHA AEnE
aggd g AAsle] BeEz odd A odmA 0.041 g(730)e] EA FIES FEIAUU.
ESI/APCI(+): 470(M+H).

AN 52: WE 2-(2,3,5-Edo| W E-7-p-E&-3H-o| 7| t}Z[4,5-b] H ] P-6-L) oA Eo]| EL A% HE

SZERIZEZo|EAT(0.340 nL; 2.679 mmol)S W ¥ FHe $X]¥ DNF(2 mL) 5 (5-°o}v]-1,2-To]v|
g-1H-o] 1t} E-4-) (p-E ) W eh(0.077 g; 0.336 mmol) 2 HE HEo]E(0.080 mL; 0.646 mmol)e] &
Holl AHe] H7pstgivk. FEE D%, 110ColA 24A3F ¢t 7Hdativt. F71 73of vg HEdo
©]E(0.040 mL; 0.323 mmol) ¥ FZZEzgo|WEAeH(0.170 mL; 1.339 mmol)S z47}o} I, WERS 110°Col A
23717 S FAElTh Aol Bzt ) 9k EFES oY olAHCIER Mg, E3tH UJEF 3ol
ERAwFFEYCIE &9, B Y dFR AT fUIS UEF AHHE oA AxAI
Aerelar, 7t shel iio}‘fﬂu} ZAE golZrEve F Wee(0-100)9 TS AMgske AEgr A A
ZeA AzetEadgel o] AAste] A umAZA 0.047 g43w)e TA FFES FEIAC.
ESI/APCI(+): 324(M+H).

AN 53: Hd 2-(2,3,5-Eto|vd-7T-p-EE-3H-o|F|hZ[4,5-b] ¥ 2 H-6-A) HEb o o] ES] A= W

= ]% 2 (2,3,5—53}011311%—

o
2

I ol&] gAlste] A QU= A 0.025

o

offt
ro

THF(0.187 mL; 0.187 mmol) & LIMDSO] IN &<1& -10TolA 4 DNF(2.6 nL

7-p-Ed-30-0]v|thx[4,5-b] 9] 2 ¥1-6-%) oL Al E 0] E(0.051 g5 0.158 mmol)2] &) -15

ColA 358 F, 1-Q9EET29(0.027 nl; 0.277 mol)< A FEHA:, WS :Fgf;%%% *E’% W 6.5/\]7J et

ARkA AT wkg E3es ¥3td duE aiﬂ‘rolc R Ay “47}&0%’%1 HREARAL, < olE opAlH
o

£
%, QR ARSYR, GEF oIS oA AZAAL, iR, B

oo
2
é
r>"
)
g ]
=
N
>
ol
32
:L

JER FEHAT. /1%
Aol SEAAG. G GolTEaAR F MHLG1000 THE AEHE A A Fe e

o] os] AAlste] A QAR 0.037 g(64%)2] EA FFFES F53F k. ESI/APCI(+H): 366(MHD);
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388(M+Na).
A 540 o 2-(1,2,5-Edto|Wd-7-p-EE-1H-°| P& [4,5-b] 9] 2| 9-6-L) AEh o] o] EQ) A Z W

ZzzEdoEadAde(1.15 mL; 9 mmol)S F= DMF(3 mL) Z(4-o}n]=-1,2-tho]HE-11-o]r }Z&-5-2) (p-&
) e (0.172 g; 0.750 mmol) E o8 4-24-2-ZX ZHJEF 0] E(0.279 g; 1.5 mmol)e] Mo HAx o
7] st "rbsldth. EES d% FHOA wHAR I, 100ToA 72417 B AdEdn. W7 &
ES Eo 3, BEdY E£FES 108 B 4495 wikAHT. 555 oE oA Ho|ER 23 éfé}%iﬂ,
EF AFE AolA AxAF, 7Y stel w53t tel2RRde F odehs

= = ATt A A FHA aRetE2HT] o) At A S A=A 0.270 g(94%)
o dte FFES F53STE. ESI/APCI(+): 380(M+HID).

AAd 55 A€ 2-(3,5-thoHg-2-Z 29 -7-p-EP-3H-o| n| k&[4, 5-b] ¥ F H-6-Y) A o o] EQ] AR HHY

Z22Edo| g (1.07 mL; 8.4 mmol )& 5 DMF (2.8 mL)
F(G5-olr -2~ 2 A-1-vw&-1-0] v} E-4-U) (p-E D) W &-(0.180 g; 0.700 mmol) = o€ 4-F4h-2-3 2
DAl E(0.260 g; 1.4 mmol)e] &de] A4 u7] st Hrlsldtt. EFES TDH FRIA wiAA
3, 100ColA 72412 St 7kt W7 $, ERES B §3a, 2

AN, FEE oE ofHEHO|ER 23] FEIAUL, FUIES EFINAL, YEF HHE AollA AR
A, 2 sl FFsu. SYUARA golFERRde T me&(0-20%)9 FHlE A

ZYA AZvtEag g 93] AHAsle ZA edmA 0.190 g(66%)2] <4H Y FES F5I%T.
ESI/APCI(+): 408(M+H).

AAe] 56: od 2-(3,5-Tho|M|E-2-0}o]| AZ 2 H-7T-p-FY-3H-0| " thZ[4,5-b] H ] H-6-Y ) HAEL =S 0] EQ] A

=
Z Wy

rL)Jv
mgj

_&11:51
N

Edolrgdd F2gto]=(1.76 mL; 13.80 mmol)E F<= DMF(4.5 mL) ZF(5-o}v]=-2-o}o] A 2 A-1-1|El-1H-
oln|thE-4-) (p-EF) Wl e+2(0.296 g; 1.15 mmol) H 0115‘ 4-52-2-Z 2 HAE} o0 E(0.429 g; 2.3 mmo
D & A4 7] sell H7FsIGITE. EFES HE FEAAA wWHAIZA, 100TANA 72A12F 53t 7HEs)

Atk WH 5, Z3FEE Bl Az, B

o S 10 B¢ A3 wHARY. FFS g obAlE
O|ER 23] FFIUIL, FUIES 2FEUL, YEF ATE oA dxAHL, 7Y st sFsv. &
YAZA telF 2R F W& (0-200) 0 FHE Abgse Aggt A A ZA AZutEIHF o A
Alste] 22 2 A=A 0.367 g(78%)] ANE IFTES 53Tl ESI/APCI(+): 408(M+H) .

HAA 57: 2-(7-((R)-3-(4-E 22y dA Folv ) A2 d-1-d)-5-H e F=E2[1,5-a]F v d-6-L ) A&kt
9] Az 9y

N YEF slo]=FAtol= §M(7 mL)S A&E(7 L) 7 g 2-(7-((R)-3-(4-F 22 F A Eolv| =) I #H g
1-)-5-H e o g Z2[1,5-a] 9 @ d-6-L) AEF =0 | E(0.380 g; 0.7 mmol)e] &M #7135t t&% =3
S ALoA 18AI7E Bk WRkAIF T F7F Foe] 6N UYEF o] EFAel= §A(1 ml) S HIIEHA

< 3A% H aNkAI T g BEFE 7 bl AlAElA, pHE AEE 2N 94 S-S 747}6P i1
22 AR, FAES e, golFERvld T vee(0.5-80)° THlE AHgehs delgt A
Al JED}EJEH e 93] AAste] WA aAZA 0.067 g(18%)2] TAl STFES 53190 th.  ESI/APCI(+):
506-508 (M+H) .

AAld 58 2-(7-((8)-3-(4-2 223 A Fotv| =) H g d-1-4)-5-H e FEE[1,5-a] ¥ 2| 7| D-6-L) AET
o Az B

EF Fol=EAlo)s £A(5.2 nL)& oNere(5.2 mL) F olE 2-(7-((S)-3-(4- liiﬂ]‘é’“iol—u]—‘%) 97
1-9)-5-we g g} =2 [1,5-a] 9 2 v P-6-2) MEF = o] E(0.280 g; 0.52 mmol)e] &Ml Hrlatda, wh$
S ARoA 18A1ZF o WRkAIZTE.  F7F FH9] 6N UYEF sto|=FAtol= £9(0.8 nl)& ﬂﬂé}%
S 3A7F B ek AY. 38 BES 3 stel AASE I, pHE A7EE oN Gk g8 AL
22 AP T, ANES o, telFEREdy F WE2(0.5-80 TiE ALE
Al AzRmtEIHIC 5] AAste] WA A ZA 0.011 g(4%)e] A SEES ?%8}‘21
ESI/APCI(+): 506-508(M+H).

AAld 59: 2-(7-((R)-3-(4-2 223 Zotv| =) Ed-1-4)-5-m LI FEE[1,5-a] ¥ 2| 7| D-6-L) A Gt
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o Az

N YEH 3dlo]|=ZFAlo]= &A(6.1 mL)S Ae2(6.1 mL) T g 2-(7-((R)-3-(4-F 22 dA ol L) =
1-)-5-wE g etE 2 ([1,5-a] 9 | P-6-Y) MEF = 0] £(0.316 g; 0.61 mmol)e] &l H7lstgla, wkg
% 2ol A 1841 ot WA A F71 #ule] 6N YEF to]l=FAlel= §94(0.9 ml)S H7FsHA
o
7%]

o

\=ie]

S 3AIF E1 WA T, 3k %é‘% Sk ol AAsHR AL, pHE A7 oN 94 &9S 7t
27 zAsPa, JAE AqFednt. dolEFEadE F HE2(0.5-8%) 9 THlE AMgstE AET)
Z YA iiﬂ}ilﬂﬁ 7 1 o AAste] WA mARAM 0.019 g(79)e] FA }FES FEIAU.
ESI/APCI(+): 492-494(M+D).

AA e 60: 2-(7-((S)-3-(4-FZ 2| A Eom =)V E|d-1-Y)-5-md W &Z2[1,5-a] H 2 v Pd-6-L ) A4t
o Az By

],

o Kl

o
-
I N
ok
ko
1
CO

r
Tom
ma nim

e Y
mlo F}O cﬂ

sro]EFAbel = EN(5.7 mb)& AHE(5.7 m) F olE 2-(7-((§)-3-(4-F 2P Eolr| )7
~H ey eFE R[], 5-a] 9] E v -6-2) A EF =] ©] £(0.300 g5 0.57mmol)e] &l Hrpstiar, whE-
W 18%1% EQF WRAZIT. F7F B 6N UEF ol mHAtel = §-94(0.8 ml) & H7FSk3

S E_lﬂ—/\]?ﬂlﬂr AR =dS A stell AASEAL, pHE AR 2N ik Sels AHUhE
iéé} i, AdE AdEglt, gelgRRde & reE(0.5-80) 9 s AHgshs vt A
ZYA AZutEIH I o] GAste] WA mAZA 0.040 g(14%)e] HEA FIFES FEIA
ESI/APCI(+): 492-434(MHH).

AAd 6l 2-(5-HE-7-HEYPZ2[1,5-a] 9 Y7 H-6-L) A2 A Z HHY

10N YEF slo]=ZAto]= L4(0.8 mL)S DMSO/E(8 mL/0.8 nl) EFE = 2-
[1,5-a]¥] g v H-6-Y ) 3NE} -0 ]E(o 266 g; 0.8 mmol)e] &Hel Hrtata, E3}ES 65T 1A &<
WHRAIZTE (12 nl)S H7FeRlal, pHE 6N ¢4t &Ho=m 12 A} T3S od oA ol E
Atk F715S B sl A uzkA FFea, 22 Edo B& HUbsisith. 9 AHE
AL, WEE AHega, 7 mﬂiﬁ 0.042 g(17%)2] #A 3FES 4
ESI/APCI(+): 310(M+H).

AN 62: 2-(5-HB-7T-p-EEIHZZ[1,5-al ¥ v d-6-L)AH4] A= Hy

10N YEF sto|=FAlel= £9(1 mL)S WE&(10 nl) F uﬂ% -(5-mE-7-p-EH I B ZE7[1,5-a
6-L)HEF =00l E(0.33 g; 0.98 mmol) 2] z47}o} , EFgES 80TolA 1847 Bt 7k
7F Bule] &5 Hrbet (0.5 mL), wh 24*17P o wukAIZT. Wzt & A
alell AASR L, pHE A7HE 2N EAF & oM 18 ZAgsa, AFs oY

Rt f71Es AL, g2 AFEA vl AHo)E Ao x
EEFIAT. 24 1AE EFE Y ofAH ol E-Futel A ZAA 38t 0.106 g(33%) 9]
Qtk. ESI/APCI(+): 324(M+H).

AA e 63: 2-(2-tert-FB-5-HE-7-H LI eAZ2[1,5-a] 9 v d-6-L) A4 A= W

10N JEF dlo|==ajol= s?»o"(o 400 mL; 4.00 mmol)E VIEHS/E(8 ml/0.4 ml) EFE F wl" 2-(2-
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tert-F-g-5-me-7-#d 9 g} &2 [1,5-a] 9] g d-6-L) HMEF = 0] E(0.141 g, 0.372 mmol) 2] &Nl M7}
i, BHE 65CA 1821 F3F WHVJ‘D} b BAS TUAIFI, 5% A EEAF &0“(15 mL)% ZEALe]l
A7, BAPES A9 ofEHCIE(S nb)E FEUTE. §715S (15 nb)E AHF , vkl

Aol E Ao Az, A st w53, tolFREde T werE(0-7%)9 THlE A}%é}% g
d 2 ZYA A=vtEa g 93] AAste] A 2dZA] 0.036 g(27%) ¥A FFES F5IGaL, ]
A3 nASEAT. ESI/APCI(+): 366(M+H). ESI/APCI(-): 364(M-H).

AA 64 2-(2-tert-F-E-5-HE-7-p-EZVHE=[1,5-a] 9 F v D-6-L)AEAte] A= PH

10N YEF 3fo]=FAlol= £4(0.32 mL; 3.2 mmol)S WEHE/=(6 nl/0.3 L) 3= & WY 2-(2-tert-H
g-5-Md-7-p-Ed I etEZ([1,5-a] I ) d-6-d) HEF = 9] E(0.126 g, 0.372 mmol) 2] &Ml Hrtalsiar, &
A 65°C°1W 18AIZE &< wHkAIZATE, 3 E4 S %H‘Al?ﬂ , 5% AEZA4E &H(15 mL)% FEAbell st
RiL, AAEES old olAHO|E(LS mb)E FE3IUTH. H71%5S 9515 mb)E AlFEaL, wtavls Ao ol
E Aol A ﬁié}‘i’ii, 7k stell wF3it. 5}0133’::?: Hek Z wek2(0-7%) 9 FHlE A}%o}% A7t A
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A FYA AzetEa I 98] GAste] 3 SUZA 0.067 g(55%)9] FA| 3
T A3E k. ESI/APCI(+): 380(M+H). ESI/APCI(-): 378(M-H).

el

AAld 65 2-(3-EEE-2-tert-FE-5-HE-7-p-ELVHZ2[1,5-a] Y n d-6-Y) A kit A= I
13

IN gF slo]==Alo]l= £N(0.15 mL; 0.15 mmol)= HEH2(5 mL) 5 =¥ 2-(3-HEZE-2-tert-4-
7-p-EEYBZ2[1,5-a] 9 2 v H-6-L) WEF = 0] E(0.052 g, 0.110 mmol)] &Ml Hrtetdar, &
ol A 18A17F &t WREAIATE.  F7)F F19 17](0.250 mL; 0.250 mmol)E FH7FSFaL WHHS 244131
Ak, F7F 9] 97](0.400 ml; 0.400 mmol)E H et muS 48A17F E<Qt %ﬂ%}%itk
é% SHAIZIL, IN G2 &A(10 mL)S Akl H7eta, AAES oY obAlEH O] E(10 mL) 2 FE33iT.
ZS v AHolE AoA Azaea, 7¢t stel wE3sgith. the %iiuﬂ% = E-E(0-20%) 2]
£ Abgste Aeg A FHA aRetEad e o8 gAlste] A S A=A 0.041 g(81%)] A 3
FES F530 T, ole idxd-c‘ﬂ A st Ak, ESI/APCI(+): 458-460(M+H) .

AAd 66: 2-(5-HEd-2-Hld-7-p-EL 0 GE2[1,5-a]F FuP-6-L) At Az I

ol

—H

i

>

- 2
o o i
1 o rio

nz oft o

Lob

10N Y EF slol=FAle]= £N(0.25 mL; 2.50 mmol)S wIgFE/E(5 mL/0.25 mL) E3H&E 5 dE 2-(5-H2E-
2-9d-7-p-EZ 9 HEZ[1,5-a] | H-6-L) HAE} =0 9] E(0.109 g, 0.264 mmol)2] &Nl H7lslar, &
S 65CAlA 18AI%F &< wHkAIZT. 3 E4S FAAIZI, 5% AIEELE §99(15 mL)S HAfel] #H7bekd
3, APES odld olAHC|E(1S mbE FE3I8T. F715S 9415 mb)E A3, MgS0, dollA Az
AR, 729} el EFsh. tolEE22uer T wERE(0-7%) 2 THlE AFEEE AEgt A A YA A2
vl o] AHAste] WAl mAIRAM 0.041 g(39%)e] ®A FFFES F53ITE. ESI/APCI(+):
400(M+H). ESI/APCI(-): 398(M-H).

AN 67: 2-(2-tert-§-E-7-(3-8lo| =2 A ) 5-HEIHZE[1,5-a]H g n|d-6-L) A gtrte] A=z ¥

10N YEFH 3dlo]=FAlol= 8(0.450 mL; 4.50 mmol)<S wWEHE/E(9 mL/0.5 mL) EFE = dE 2-(2-
tert-F-8&-7-(3-slo] =EA| A d)-5-w e I &}Z2[1,5-a] F v d-6-L) AEF = 9] E(0.176 g, 0.445 mmol)2]
Lo Hrtear, §94S 65Tl 18AIZF Bt WHkAIAT. I E-E TUAHL, 5% AEEA &9
(15 mL)& zhrbell HZFESla, AAES oY oM HCIE(S x 156 nb)E F&33Ut. f715S 4515 nb) 2
AFSR L, MgS0y ol A Ax&AF I, 7S stell wF3glth. tolE22 vt 5 wWeh&(0-10%) 2 THE A
L3t A7t A A YA ZZeEa g o8] AAlste] 3 S dZA 0.065 g(40%) ] ®Al SFES T
E&tqiar, o= M3 mAsE k. ESI/APCI(+): 382(M+H). ESI/APCI(-): 380(M-H).

AAld 68: 2-(2-tert-FE-5-WE-7-(2-UZ ) H HZ2[1,5-a]H 7 d-6-L) A4t A P

5N UEF dlo]=Zato]= R(0.700 mL; 3.50 mmol)S WEHE(7 nL) & W€ 2-(2-tert-5-€-5-w&-7-(2-1}
eI etER[1,5-a]¥ v d-6-d)FEL =0 0] E(0.143 g, 0.333 mmol)2] &Nl H7}5tH L, &4S 50 COM
18217 &<t A AT, 3 228 SUAHL, 5% AIEZLF LH(15 nL)S FAb Hrekia, AE
el oAEO]E(3 x 15 mL)Z FE3Ath.  F715S A5 mb)E AHSA L, MgS0, doll A AZ=AIZH L, 7:}
S 3l FEAIHY. tolEREWer F HerE(0-200) 2] FHlE ARSEE AEgt A A EEPA AERetE Y
ol o] AAste] F& FA ERRA 0.114 g(82%) 9] EA FFES FEIIACE. ESI/APCI(+): 416(M+).
ESI/APCI(-): 414(M-H); 370(M-COOH).

AA e 69: 2-(2-tert-FE-7-(1H-UE-5-Y)-5-AE I RZ=[1,5-a]l9 g rd-6-D) Ao A= W

5N YEF 3fo]=FAtel= £9(0.700 mL; 3.50 mmol)S WIRFE(7 mL) & W& 2-(2-tert-FE-7-(1H-1=-
5-)-5-vE | eE 2 [1,5-a] ¥ 2 v d-6-<) AMEp o] 0] E(0.129 g, 0.308 mmol)e] &-ofel H7pshglal, &A&
50CoNA 18417 B WAL, 3Ud EAS TUAIZL, 5% AIE2AF §9(10 nl)S At H7lskala,
ANES oE ofAHOlE(10 mL) 2 FE3U. F715S G510 a2 AHsFdar, MgS0, Aolx A=A Z AL
29 stol wEeTE. tolEFz e F uere(0-20%) 2 TS AFREE Aeg A A ZgA AEntED
Hjo] s AAste]l A xEEA 0.101 g(75%)¢] BA| FES F5SFATE. ESI/APCI(+): 4050M+H).
EST/APCI(-): 403(M-H); 359(M-COOH).

AN 70: 2-(2-tert-F-E-7-(1H-21E-6-¢)-5-HEHAZHZZ[1,5-a]F v d-6-L ) AL A= 4

5N YEF slo|=FAlel= £4(0.500 mL; 2.50 mmol)E WEFE(5 mL) T wW¥Y 2-C-tert-F¥€-7-(1H-¢1&-

mﬂ:
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[0681]
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[0685]

on
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6-A)-5-vE £ 2 [1,5-a] F v d-6-L) FAEL = 0] E(0.104 g, 0.248 mmol)e] &Mol] 7}sia, &8
50ColA 18417 EL J AR A BES FEAAIL, 5% AEZF £N(10 mL)S APl ek,
ARAES old olAHOIE(I0 ml)E FE3AU. F715S A0 mb)E MFHS L, MgS0, el A
AZNAIL, 7 stol sFadrt. deolF2Ede F were(0-20%)2] THlE Abgsts dgt A A4 ZA
AzvtEele] ojsl gAsto] WA mﬂi*ﬂ 0.058 g(58%)°] FA 33=S F58Itk. ESI/APCI(4):

405(M#H) . ESI/APCI(-): 403(M-H): 359(M-COOH).
AA 71 2-(7-(AZFE-5-Y)-2-tert-FE-5-vEdI =2 [1,5-a] F v d-6-L) ALt AZ 4

SN UEF slo]=FAlol= §4(0.550 mL; 2.50 mmol)& ™E-&/E(5.5 mL/0.55 mL) &€& F wed 2-(7-(#
ZFE-5-U)-2-tert-FB-5-vEFHEZ[1,5-a] F |1 F-6-) AEF = 0] E(0.114 g, 0.272 mmol) ] &o]
A7rekelar, &S 50TelA 18417 &k mkAZlt, 3 245 UL, 5% AIEEAE 8o0(10 )&
Ak SR, AYAES " olAEClE(10 mb)E FEIIPT.  F715S B4(10 nb)E A FHFA
MgSO, Aol AxARAL, 7Y stol w=8d. dtolZzame & Wk (0-20%)2 FHlES AFgshs A7t
A A EAA ARrtEaHI o8] At @A nAZA 0.084 g(76%)°] TA HFES FEIUT
ESI/APCI(+): 406(M+H). ESI/APCI(-): 404(M-H); 360(M-COOH).

A 720 2-(7-(Z[b]E) L H-5-Y)-2-tert-FE-5-v B IF=Z2[1,5-a] Y v d-6-L) At Az HY

5N YEF 8}°1EE*}°1E /(0.5 mL; 2.50 mmol)S vﬂ €2 /5(5 mL/0.5 nL) 5 WY 2-(7-(Nx[b]E] 2%~
5-)-2-tert-FE-5-H D3 gZE2[1,5-a] ¥ g ¥-6-L) ME =0 0] E(0.102 g, 0.234 mmol)e] &Ho] H7}la}
R, &Ns 50C°ﬂ*1 18A17E FQt wRkAIZA T, 3id EHE SEAFL, 5% AIE24F £9(10 mL)Q ZEAL
of A7telar, AAPEES dE oMAHOIE(10 mb)E FE3AUTE. F71F5S @510 mL)E AlF AL, MgS0s
Aol AzAIZ AL, 2 dol FEEFTE. golZE2vE F wWEkS(0-20%) 9] TS AgstE Agk A A
ZYx Z2vtEag o] os] AAlste] A A=A 0.078 g(79%) 2] TAl IFES 5P, o= HHI
A SEJATh. ESI/APCI(+): 422(M+H). ESI/APCI(-): 420(M-H); 346(M-COOH).

Ao 73: 2-(2-tert-¥8-7-(2,3-t}olte| =2 2 FA-5-4)-5-HEe g IE=2[1,5-a] 9 27| D-6-L) s g4t
Az Wy

5N UEF sto]|=FAlo]= £8(0.5 mL; 2.50 mmol)S WIerE/E(5 ml/0.5 mL) & T wE 2-(2-tert-%-E
-7-(2,3-tfolslo| = 2wl 2 Feh-5-A)-5-w e | &} = 2 [1,5-a] I 2| ¥ -6-2 ) HAEL =0 o] E(0.096 g, 0.228 mmo
Dell A7bstRdar, &AL 50TelA 18213 &< wukAIZik. 3y S48 FTAZAL, 5% A/ E24F &9(10
)& HA7Fstar, AAES od ofMHCIE(10 nbE FE3I8T. #§715S 4910 nb)E AR
MgS0, el Al HAxAIZ AL, st dtell sFak3ltt. tolE2=2uer T wehS(0-20%) ¢ & A&t Aot
A 2 FHA AzvtEaH I o8] AAlste] @A mAZA 0.076 g(82%)°] HA IFES FEIA
ESI/APCI(+): 408(M+H). ESI/APCI(-): 406(M-H); 362(M-COOH).

A e 74: 2-(2-tert-FE-7T-(4-E229d)-5-HBITAZ2[1,5-a] 9 v D-6-L) ARt A= W

IN #F slol=FAlol= 894(0.6 mL; 0.6 mmol)& WEH-E(10 nl) 5 WE 2-(2-tert-FE-7-(4-2E=9d)-
s-eEu et 2 [1,5-a] 9 drd-6-L) HEF =0 0] E(0.125 g, 0.302 mmol)2] &Mol| H7}slar, fHS AL
A 24X ZF Bot wkAIZY. F7F Fule] 971(0.900 mL; 0.900 mmol)E H71EFRar, EHPE 24%1& <
vk, F7F F-39 oN UEF sto]=FAtel= £4(0.300 mL; 1.5 mmol)& H7FsHA 3k E3ES 70T
ol A 24A1F Bt ZHEEiTE. A EAS SUAIAL, IN 92F S9(18 ml) S W}oﬂ A 7yak3laL

< g obAHIOIE(25 mb)E FESHT. F715S f(10 mb) = AIHSHAL, NgS0, delA Az uz 4
& dtell sFskadt. D}oliiiwﬂﬂ < WS (0-20%) ] FE AbReke Aggt A 3 EdA ARRtEaY
9 2wy 19 Ao mE 3-8 HPLCAl 93] AAste] WA w2 A 0.062 g(51%)¢] EA SFES 53
Atk ESI/APCI(+): 400-402(M+H). ESI/APCI(-): 398-400(M-H); 354-356(M-COOH).

AN 750 2-(2-tert-F-E-7-(3,4-tto| B H d)-5-mEAHEZE[1,5-al M D-6-L) AL A=z ¥

IN 2§ slol=FAtol= 8M(0.6 mL; 0.6 mmol)S WEHE(10 mL) & WY 2-(2-tert-FE2-7-(3,4-t}o| & 5
O)-5-wd o gE2[1,5-a] 9 ) -6-) AEF ol 0] E(0.125 g, 0.302 mmol)e] &Mo| H  etFar, fHS 24
A ZE Bk Ao wukAZ Tk, FrF F3e] 97](0.900 mL; 0.900 mmol)E Hrbelar, Wk 2447 Et

At

=4
o

rl

)9
(o]
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FABIAT.  F7F B3] 5N YEF ste]=Fatol= £9(0.300 mL; 1.5 mmol)S H7FepSia, v EFES
70CellA 2443t Sk 7hdatlnh. U BAS SRARAL, IN 9 8910 nL)& At Hubskda, A
AES g ofAHOlE(2 x 10 mb)E FE3TH. #§715S (10 nb) = AIFSHAAL, NS0, AellA 1 2A

A, 7L sl FEFaAT. volFRaEwE F meErS(0-20%)2 TS AlgEE A A A S 3
nfE e @ w20 Mo wlE EFH g HPLCA oF At WA ;A=A 0.057 g(48%)] XA §}6L“
S #5389k, ESI/APCI(+): 394(M+H). ESI/APCI(-): 392(M-H); 348(M-COOH).

AAld 76 2-(2-tert-FE-7-(4-oEHd)-5-vEH I Z=[1,5-a] F v d-6-L) Wt A= Py

IN gF slo]=FAlol= &M(0.65 mL; 0.65 mmol)S WES(10 mL) 5 wWE 2-(2-tert-FE-7-(4-o & d)-
s- g a2} &2 [1,5-a] 9 @ r H-6-L)MEL =0 0] E(0.130 g, 0.319 mmol)e] &Moo H7lsla, {MS AL
A 24N ot mWkAI Y. F7F Bule] 971(1 nl; 1 mmol)E HIFSIP A, TS 2447 Bob FAE
F71 H1e 5N YEF sfo]=EAbo]= £91(0.300 mL; 1.5 mmol)S H7F8tar, ¥k EES 70T

FoEe tgsklth. A E21E FEAIZA, IN AAF 910 mb)& b Hobskla, A ES od of
AEOE(2 x 10 nL) & FZ3th. §715S 9510 nb) 2 AFa I, MgSo, Aol AxAATL, 7 3t
3ttt tolZREHAY T wEE( }

0-20%)° THlE ARgehs AErh A 4 S ARvtEIdy] %W
‘?j 29] Aol whE wHE HPLC ofs Alste] A 3Al=A 0.057 g(45%) 9] FAl Sdws TS
ESI/APCI(+): 394(M+H). ESI/APCI(-): 392(M-H): 348(M-COOH).

AN 770 2-(2-tert-F€-7-(3,4-Tro)dto)| = 2-2H-d1Z[b][1,4]t}o) A B-7-Y)-5-FlE =2 [1,5-a] F g
) d-6-A) e AZ HHhy

5N UEF slo]=FEAlo]l= &9(0.55 mL; 2.75 mmol)S WEHE/E(5.5 mL/0.55 mL) EFE F WY 2-(2-tert-
FEl-7-(3,4-t}ol 3o = Z-2H-H Z[b][1,4] o] S A A-7-A)-5-w gt £ 2 [1,5-a] 9] g 1] H-6-2

(0.114 g, 0.252 mmol)<] &ho] H7}sFA L, &N 50TAA 18A3F HoF wRkAZTE,  IaA] A4S Zuba]
AL, 5% AEZ2E £H(10 nL)& el Hrteldla, AdES oY obAEHCE(10 nb) 2 FE33T. /715
S #9410 mL)E AHSFAL, MgS0s el Al ﬁiﬂ]ﬁﬂ e gtel sFat. thelEREdE FowEE(0-
20%) 2] TS AR AEgt A A EeAl ARetEaHd o gAlste] WAl 1A Z A 0.056 g(50%) <]
A S 58k, ESI/APCI(+): 438(MHH). ESI/APCI(-): 436(M-H).

AAd 78:  2-(2-tert-F€E-7-(4-v€-3,4-T}o|Blo]| = 2-2H- W1 [b] [1,4] SAA-7-H)-5-HE A B =2 [1,5-
al¥ g d-6-L)Aerte] AZ 1

5N UYEH slo]=FAtol= £4(0.35 nl; 1.75 mmol)S  WI¥rE/E(3.5 mL/0.35 nl) EFE & vid 2-(2-
tert-F-8-7-(3,4-tholdto] =2 -2H-M 2 [b][1,4]tho] S A B -7-A)-5-m e I &} 2 2 [1,5-a] 9 2 v -6-U ) A e}
Ol E(0.097 g, 0.224 mmol)e] &Nel| A7}k, ﬁfﬁﬁ 50°Col A 18A17F S WHkAI T 3w EdS
SHAIFIL, 5% AEZ2F £9(10 mL)S& Aol HIbslla, AAES oY oM E(10 mb)E FE33U).
7155 9510 mL) = AlF3FAIL, MgS0, oA 73_54;11, st el wFsGtE. tholEREWE T v
SE(0-209) 9 TS ARESte gk A A EHA ARvkEay R g 29 dgel wE w38 HPLCel
ofs AAste] 21 mg(21%) 9] ¥ I uAE #5313k, ESI/APCI(+): 437(M+H). ESI/APCI(-): 435(M-H);
391(M-COOH) .

A 79: 2-(5-vB-3-Hd-7-p-E2 Y HE2[1,5-a]d g d-6-) Hetite] A= WY

5N UEF so]=FAlol= £M(0.25 mL; 1.25 mmol)S oek2(2.5 mL) % o€ 2-(5-wWE-3-#d-7p-E52HY
Zg==2[1,5-a] 9 Hnd-6-L) FMEF = 0] E(0.050 g, 0.117 mmol) 2] &Moll H7}eH L, %‘—’H% 70CoA 3¢ &
oF wWHkAIF T, A BEAS FHAFAL, 5% A|EEAF £9(10 mL)S w}oﬂ A7retda, AHES oE o}
AHOIE(10 nL) & FZF3Ht. #715S @410 nb)E AlF a1, MgS0, “dolA 741&3?@ e skl =
390k, golER2de F WEE(0-7%) FE AMEsE At A A FYA A=vEaY Y 9 WY 2
o] Auo wE BHE HPLCol <93 AASY 6.5 mg(l4%)e] WA TAE FE59tt.  ESI/APCI(+):
400(M+H). ESI/APCI(-): 398(M-H).

AAd 80: 2-(3,7-thol-p-EL-5-H ey HZ2[1,5-a] ¥ E v d-6- ) Heite] Az P

5N YEH slo]=FAlo]l= £M(0.4 mL; 2.0 mmol)S ™¥HE/E(4 mL/0.2 mL) EFE F od 2-(3,7-t}o]-
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p-EE-5-wEZEZ([1,5-a] I Y d-6-A) HEF =0 0] E(0.086 mg; 0.195 mmol)e] &-Moll H7}atsiar, A=
EAES A0 AT 2447 WHE 0 8AS 70TAA 3 Bt stEEth. 3HA %é% 73t
stoll AASA L, oE ol EIO]E(10 mL)E Fre] ZFAbe] HIbeitE. &dS IN G4 S92 x 10 mL) ¥

(10 nL) = A|H3FAIL, MgS0, FellM HAxskelar, oAdsiglar, ¢t stell sFact. tolgzzde & |
e (0-4%) 9] THE ARSShe A A EUA ARvkEI v ofs) Aalste] v S 2= 0.048
g(60%) 2] ®A FFES 53 = A3 wAsE AT, ESI/APCI(+): 414(M+H).  ESI/APCI(-):
412(M-H) .

AAld 81: 2-(2-tert-%€-3,7-t}o]-p-EH-5-vE ¥ e==2[1,5-a]F g v d-6-U) Aekite] A= P

5N UYEH slo|=Fatol= £N(0.1 mL; 0.5 mmol)S WErE(1 mL) & wWlE 2-(2-tert-§H€-3,7-t}o]-p-=E-
s-ulE g gt EE[1,5-a] 9 g d-6-d ) AEF o 0] E(0.014 g, 0.029 mmol)e] LMol H7lelgla, &AL 60CTH
A 3 FoF Wk, A BAS FUAZHI, IN GAF £94(10 mL)% Zatel #Hrbela, AAES o
g olAHIOIE(10 mL) & F&3Fth. f715S 9410 mb)E AHsA T, MgS0, AollA A=A, 7% 3t
o 53t 14 mg(96%)] 2 A 3AE F53F5th. ESI/APCI(+): 470(M+H). ESI/APCI(-): 368(M-H).
Ao 82: 2-(5-vlB-2-Z2Y-7-p-E4Y &2 [1,5-a]l ¥ g v d-6-d) Hetite] A= Y

56 JEF 3fol=2Alol= &N(6.6 mL; 8.3 mmol)S WEFE-oehL(2:1)(9 nL) ZIE 2|
-2 2H-7-p-ELVZEE[1,5-a] ¥ 2l d-6-L) FMEF =0 0] E(0.105 g; 0.277 mmol)2] &o] Hr}apsdar, wut

aL, ©l

—

P el
T ETHES 60T7HA 1843 Bt stk f7] AR =Ee A stell AAsla, ol 7] Ses
6N At gefe= pH 271 4 WWV] A7), e oY oMMEHClER FEEHIY. frl=s =36
i, vkl AdolE AellA Axsiglar, et sl wFelt. telFREdE T v (1-200) s

ARgshe ARk A g A ﬂiﬂ}iﬂﬂm 2oy 29 Anel we $HE HPLCOl o] AAlste] 0.021
g(21%)9] A FES FE5319rt. ESI/APCI(+): 366(M+H). ESI/APCI(-): 364(M-H).

AN 83: 2-(2-(F¥-2-9)-5-"E-Tp-ELIINEE([1,5-a] | P-6-) ARt A= Y

5% LFEF shol=Fatel= §o0(7.3 nli 9.1 moD) & WerE-olf&(2: (9 nl) EFE F WY 2-(2-(Fe-2-
)-5-mY-7-p- Y2 E 2 [1,5-a] 9] 2] v ¥-6-2) MEb o o] £(0.123 g 0.3 mmol)e] §ohel Hrhakgda, w
S EHES 004 18400 B AdsAn. f) AWE BAE B3 Sl AAsAR, Aol 971 S
ON A4 S0 pil 271 W WA AHAAIN T, 5 NF oHAHCIER FEHAT. AI1ES 2HAS

aif]

I, vtavlg Aol E el dxzsiela, et o}°ﬂ FEAT. tolF A T e (1-20%)2 FHlE
AMEEE AEgr A A FHA ARviEady 2 Wy 29 Ao w2 238 HPLCAl o8 AAst 0.014
g(12%)9] A 2SS FE5319th. ESI/APCI(+): 390(M+H). ESI/APCI(-): 389(M-H).

i

[‘ulO

Ao 84: 2-(2-tert-HB-7-(4-E22-2-ZF =29 4d)-5-HEHHAEZ2[1,5-alF v d-6-) A A=
!

5N YEF sto]l=FAtel= £4(0.5 mL; 2.5 mmol)& WEHE(10 mL) & "E 2-(2-tert-F-E-7-(4-S22-2-ZF
Fozdd)-5-wedT gt E2[1,5-a] F 1 H-6-L) FMEF = o] E(0.101 g; 0.234 mmol)e] &Hol| H7}atgiar, uF
5 E3ES 70C7HA 39 B¢k 715 Y. oE oA EIO]E(10 mb)E WS E3HEC Uk, &8 IN
A2k &H(10 mL) H G510 nL) 2 AHSAT.  §714S viavls ATolE A xS, o 3sia,
7 shell sEEdtl. olE olAElo|E/ ARk (28]) o2 RE AASE WA A A 0.034 g(35%)9] FA 35
S 5819k, ESI/APCI(+): 418(M+H). ESI/APCI(-): 416(M-H).

"H-NMR (400 MHz, DMSO-ds) (ppm) & 12.9 (1 H, bs); 7.76 (1H, d, J = 9.66 Hz);
7.51 (2 H, m); 6.54 (1 H, s); 3.54 (1H, t, J = 5.63 Hz) 2.51 (3 H, s); 2.00 (1 H, m);
1.65 (1 H, m); 1.33 (9 H, s); 0.97 (2 H, m), 0.66 (3 H, t, J = 7.12 Hz).

A 85: 2-(2-tert-FE-7-(2-ZEF 2 E2-4-vgud)-5-HEH e =Z2[1,5-a]F v d-6-L) Ao A=z 1
H

5N YEF slo|==Atol= £M(0.5 mL; 2.5 mmol)S WE2(10 mL) T WE 2-(2-tert-HE-7-(2-ZF Q2 24~
e d)-5-HeEuetE=2[1,5-a] 9 ) H-6-L) MEF = o] E(0.106 g; 0.258 mmol) o] &Ml H7}etglar, ¥
EFES T0C/AA 39 Sk hEEATh. 7] AU BAES 7 skl AASAL, e d47] &
Ab gdom plf 271 @ wWiZhR] BN, $5S oE ofAEHOER FESAUL. FUES 2FS)

j@
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—

T A0 E Ao Azdg I, 7¢

)

aer sol sEatsirh, o9 ohaHlelE/AReE) o n Y AGsw
A A ZA 0,061 g(60%) 2] FA| BFFHEE

FE35kgltl. ESI/APCI(+): 398(M+H). ESI/APCI(-): 396(M-H).

o T

"H-NMR (400 MHz,
DMSO-ds) (ppm) & 12.9 (1 H, bs); 7.30 (3 H, m); 6.51 (1 H, s); 3.54 (1H, 1, J =
5.7 Hz); 2.48 (3 H, s); 2.44 (3 H, s); 1.99 (1 H, m); 1.64 (1 H, m); 1.33 (9 H, s);
0.95 (2 H, m), 0.63 (3 H, t, J=7.3 Hz).

AAe 86: 2-(2-tert-HE-7-p-EL-5-EHAE2[1,5-a] 7 v D-6-9)-6,6,6-EF}| EF 24k A=
W

SN HEF sfol=FAtol= £H4(0.6 nl; 3 mmol)S WEE(12 mb) F HE 2-(2-tert-FE-5-WE-7-p-EL
Z2[1,5-a] 98 d-6-)-6,6, 6—5%013—?3&@1*}&@]0]5(0 135 g; 0.293 mmol)®] &fel] Hrlatgli
g EYFES 70C/HA 39 Bt st #7] A BEAS Y stel AAsSEaL, el 47 ﬁoW%
IN 2t gao= pH 27 2 w7hA] ’\J/‘éi}/\]ﬁﬂ, T A9 oHlER FEEGIT. #HU1ES 2FES
3, radlg AFolE AellA dxakla, 7 kel wFskgivk. W 26 71AlE wpell w2k 3-8 HPLCO
913l gAste] 0.063 g(46%) ] WA LA E G533 E.  ESI/APCI(+): 448(M+H). ESI/APCI(-): 446(M-H).

L

1)

b3

"H-NMR (400 MHz, DMSO-ds) (ppm) &:
12.9 (1 H, bs); 7.37 (4 H, m); 6.49 (1 H, s); 3.57 (1H, t, J = 7.0 Hz); 2.47 (3 H, s);
2.45 (3 H,s), 2.03 (3H, M); 1.68 (1 H, m); 1.23 (9 H, s); 1.18 (2 H, m).

A 87: 2-(2-tert-F-E-7-p-EL-5-mEIHEZE[1,5-a]F U D-6-U)-3-F L= 29449 AZ Py

SN UYEF slo]=FAo)= £4(0.6 ml; 3 mmol)S HEHE(6 mL) &5 WY 2-(2-tert-FE-5-HE-7-p-EH 3]}
Z2[1,5-a] 9| gd-6-U)-3-Fd T Z =0 0] E(0.118 g; 0.293 mmol)e] &Me| Hrlslgm, w< =3E
95C7kA 16417 ok 7Hgstdtl. #7] A E2S 74t dtol AASI L, o F7] £9& IN giF &9
o= p 27} @ wi7hRA] AASAHAL, FFE oY ofMH O ER FEAL. HUIES i%é‘}iiﬂ, I RS e
Aol E oAl Az, 7S stell sFssict. o oMol E/ vt 2 R E AA SR WA A ZA
0.069 g(60%)°] %A 3TES 5319 vl. ESI/APCI(+): 428(M+H). ESI/APCI(-): 426(M-H).

Ao 88: 2-(2-tert-FE-7-(1H-UE-6-Y)-5-HEdHHFEZ[1,5-a]F v d-6-L) Wt A= U

5N YEF fo]=FAle]= §4(0.5 ml; 2.5 mmol)S WEHE(5 mL) F HlE 2-(2-tert-FE-7-(1H-AE-6-%)-
S-ulE T EtE R ([1,5-a] 92 nU-6-U)-3-FHd Z R 7} 1o 0] E(0.097 g; 0.224 mmol) 9] &M H7}ekiar, wkg
EES 50TC7HA 79 Bt 7tEET. f7] 3w BEAS A sl AASIE R e 7] S48 IN gat
SN0 pi 27} & w7}A *P*@MML Fo5 oAY oMAEHER FETE. FUIES =¥, vt
vl AdolE oA Axsigia, et stell wFdth. W 20 Z)AE ol uwhek 3-8 HPLCAl <
Akl M A2 A 0.010 g(n%M ¥4 3FES F531 0. ESI/APCI(+): 418(MHH).

AA ] 89: 2-(2-tert-H-E-5-mE-7-(1-H A EA-5-Q)A FIFEE[1,5-a] {1 D-6-L) M) AZ HPy

5N UEF slo|=FAlol= £M(0.35 mL; 1.75 mmol)S WE-E(8 nL) & WHE 2-(2-tert-F¥E-5-vw&-7-(1-1

991EA-5-2) 9 S E2([1,5-a) 7 2] 1] E-6-2) MEPo| o] E(0.074 g 0.170 mnol)e] &lol Hrjailm, Wk
EFES 00 39 Bk stk #7] Iy BAS 4 sl AARYRL ol A7) AL IN Gt
FAR0E pil 27b D WA AYRAR, £35S NG bl ER TR, #71EL 2¥sg, B

g Auo]E oA Azxsida, et st FFsch. W 200 Z)AlE el wel 58 HPLCAl s
AA L] #FA nAZA 0.012 g(17%)2] FA| 3gES F53A k. ESI/APCI(+): 421(M+H).  ESI/APCI(-):
419(M-H) .

A4 90: 2-(2-tert-§E-5-HE-7-(1-HE-1H-A E-6-L)JHZE[1,5-a]F g | d-6-L) A tite] A= WY

5N UJEH sto|=EAlo]= §H(0.4 mL; 2 mmol)S HE-E(4 mb) F HIY 2-(2-tert-FE-5-WE-7-(1-Hg-
H-915-6-9) F2tE 2 [1,5-a] 9] @ v d-6-2) MEF =0l ©] E(0.079 g; 0.183 mmol) ] ool H7}atgla, whg &
HFES S0C7HA 79 B¢ srEEdTE. #7] A EEE T %}oﬂ AABGIL o] A7) GHE IN At
goo= pi 271 & EHWW *Wﬁwiiﬂ FTE dE oHMEHO|ER FE3I%TE. #IES 28, mh
vl AFolE Aol A dxsqlar, 78k sl wFsisivtk. B 2°ﬂ 1A el whel &3 -8 HPLCOl <3l
A8t & mﬂiﬂ 0.010 g(13%)° A TES S5k, ESI/APCI(+): 419(M+H). ESI/APCI(-):
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[0719]

[0720]

[0721]

[0722]

[0723]

[0724]

[0725]

[0726]

[0727]

[0728]

[0729]

on

=2E05] 10-1483834
417(M-H) .
AAd 91: 2-(2-tert-FE-7-(Z2%-6-4)-5-vEy =2 [1,5-a]F g nd-6-Y) Atite] A= I

5N YEF slo]==alol= £N(0.5 mL; 2.5 mmol)S wWErS(5 L) 5 WE 2-(2-tert-FE-7-(Z=29-6-Y)-
s- g T e} &2 [1,5-a] 9 m H-6-L ) HMEL =0 0] E(0.095 g; 0.218 mmol)e] &Moo H7lstda, whe &3S
50C7HA] 7Y ot 7hdEtdt. §7] A EEES 72 Sl AASF L o] 4] A4S 1N A gHo =

o 27k 8 97k AR, £5& A9 ohdHelER FEdAt. f71%e 2, shadg A
o= golA] Azagda, ek ol HHFAT. D}olﬂiiuﬂﬂ MRS (0-200)9] FuhE AHgake Helst
A A DEa Aol os dAde) BEEE oon AvE ATEE FEANT. WY 200 A9 ¥

Hol wep 238 HPLCOl o8 AAEHS %ﬁ FARA 0.054 g(58%)e] HA IFIES S5
ESI/APCI(+): 422(M+H). ESI/APCI(-): 420(M-H).

AAld 92: 2-(2-tert-FE€-7-p-EE-5-mEdF=E2[1,5-a]F v D-6-Y)-3-Hd A it A=z T

5N YEF slo]=FAlo]l= £9(0.6 mL; 3.0 mmol)S A&E(6 mL) & ¥ 2-(2-tert-FE-7-p-E=-5-v &
HZ2[1,5-a] 9 v 9-6-)-3-w & e} =0 0] E(0.055 g; 0.135 mmol)e] &4, E(1 mL)oﬂ A7petda, &
S 140TCoA 2417 B3t vle]a 23} AL Sloll 7ol 7] 3 EAS 7HeE st AASG R, e
A7) &AS IN GAF goz pH 27F FE w7kR] AGSAIH L, F5E l oLAElO] ER &3 Y. F71E

S 28R L, IN HEF o=@ ngtRo]E & A4 M3 a, vltavlg A olE A Azxs)t
AL, 74 sloll sFeT. tolEFEREME F wEE(0-20%)] TrHlE A}ﬁ—s}h A8 7 A ZPA AR0E

el o8] AAsle] E4ER 099 oJ4H IIES FEIAU.
HPLCOl )8 AAlste] WA A EA 0.028 g(52%)¢] FA| 3I3FES
ESI/APCI(-): 392(M-H).

Ao 93: 2-(2-tert-HE-3-F2=2-7-p-EL-5-HEHAIEZ2[1,5-a]F v d-6-L) At AZ 4

5N JEF gfo]=FAlol= £91(0.3 ml; 1.5 mmol)S ®IehE(6 ml) 5 ®Y 2-(2-tert-FE-3-F22-5-v|&-
7-p-EG I BEE([1,5-a] ¥ g nd-6-L) AEL =0 ] E(0.070 g; 0.164 mmol) ] &Ml H7letgli, &ML 75C
oA 18A1ZF Bt rHEEiitt. #7] A EFE e sl AAS L, e @7] £48 IN %‘t goo=w
pll 27} & wi7hR] BRI, 55 oY oMAHCIER FEIGT. #F7IES 2FSA, IN HEF 3hol
ERALIRYCIE &9 AFR A ;6 QL whadlsr AHOlE Al Az, #SE stel sF3sHsiv
Zho] whe A stalo] 0.066 g(98%)°] XA SFES F5FATE.  ESI/APCI(+): 414-
416 (M+H) .

Ao 941 2-(2-tert-F-E-T-p-EZ-5-H LI HRE R[1,5-a] 9 P D-6-L)-4-H A R @ AZ P

SN UYEH stol=FAtel= £M(1.1 nl; 5.5 mmol)& WEHES(11 mL) 5 WE 2-(2-tert-H#E-7-p-Ed-5-Wd&
I HBER[1,5-a] 9 H v HD-6-2)-3-H D-4-H| Z A F-E} =0 o] E(0.211 g; 0.515 muol) ] &Ho] Hrletgls, &
70°C°ﬂ*1 24X Fet ZrEsigink. f7] 3R ERS e shel AAS, el @7 £9& IN FAF

o= pH 27} B w7kA] AL, 35S Y ofH Ol ER FET. fiVIES 2T
% o= It R [o]E &, uTE Ak, whavle AHolE Al Az, #¢t st 5%
vk, B 26 Z1AlE wpe] whet 23& HPLCOl o3 At A A=A 0.111 g(65%) 9 FAl 3=
S $E5&R Y. ESI/APCI(+): 396(M+H). ESI/APCI(-): 394(M-H).

OD‘.

P 200 Z1AE el mel 238
Stk ESI/APCI(+): 394(MHD).

m
3
i

°d

b %I o

A 95: 2-(2-tert-FE-5-WE-7-(4-o}lo] A 2 AN ) HE2[1,5-a] F 2] 1| I-6- ) T4t

L
Y
BN

5N UEF dtol=FAtol= &N(0.43 nL; 2.15 mmol)& #IEE(5 ml) & #lE 2-(2-tert-FE-7-(4-ofo] LZ 2
Lo d)-5-mE | eE2[1,5-a] 9 2 v el-6-) FEF =0 0] £(0.180 g5 0.427 mmol)ell H7Fap3lar, &
A 243 Bt Thdskgleh. 7] AR S-S S stel AASAAL, xte] 7] &ols N A FAoR
pil 27} & w7 APYSAIF L, 55 olE oAHCIER FEESY. frl1EE 2Fdgla, IN
EEAwTEYOE &9, fR AHEga, viaddg AUolE el Az, Y sl
A T ol opAEClE(0-25%) 9 THlE AREShe FUAl AmetEa el os) AAstel WAl A RA
0.069 g(40%)¢] EAl 3HgHES F53HAE. ESI/APCI(+): 408QMHI). ESI/APCI(-): 406(M-H).

HAA e 96: 2-(2-tert-FE-5-WE-7-(4-Ego|E 2o 2vddd) 9 FE2[1,5-a]F I d-6-Q)AMeHate] A=

1

"
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[0730]

[0731]

[0732]

[0733]

[0734]

[0735]

[0736]

[0737]

[0738]

[0739]

[0740]

on

£501 10-1483834

5N YEF slo]=FAlo]l= £4(0.5 mL; 2.5 mmol)S WEFE(5 nl) T WY 2-(2-tert-F-E-5-vw&-7- (4 Eg
ZF R ER[1,5-a] T H-6-U) MEF = 0] E(0.220 g; 0.427 mmol)e] &Nl H71eqlar, &9
75Tl 2447 Eok AdEan. &) 3k 228 7kt dlo] A AR, Fo] Q] LANL IN A
NoZ pH 27} & wW7HA] AN AL, 5T 1 ohAEIOIER F&23%Y. fUIES 2Fs L, IN Ur
& Stol=2 ATt E &9 A2 A, wladlg AHolE Aol dxEela, 7t el s
St ek T old olAEIo|E(0-25%)2 FHlE Agste ZElA ARvEIY Y] o3 Zﬁﬂo}oq %
A nA2A 0.151 g(71%) 9] A StEES 533k, ESI/APCI(+): 434(M+HI) . ESI/APCI(-): 432(M-H).

AA e 97: 2-(2-tert-F9E-7-(2,4-Tho| EF- L. 29 d)-5-HEdH HE2[1,5-a]l F U D-6-L) AEHte] A= ¥

&

ol

otk _HN

SN YEF sto]==alo]l= £4(0.5 mL; 2.5 mmol)S ®eh(5 nl) 5 "lE 2-(2-tert-F¥-7-(2,4- EM%#

2Hd)-5-rE ) e}Z2[1,5-a] 9 " P-6-) AEL o] 0] E(0.188 g; 0.433 mmol)] &M H7}sta, &AL
75CAA 2443F F3F 7HEsiitt. f7] A EES 7 st AAsIG L, o] 947] £95 IN Oﬂ& £
o= pll 27} & WA AMASAHA, FEE 1 oPAElO|ER FE3tE. f7]1ES 2FEI, IN YEH
SO ER2A TR Yol E &9 AFR AR, nfvlg AW olE oA Axsiia, 1 sk 1 &3t

do A TAZA 0.161 g(89%)2 WA E}fﬂga F5&9. ESI/APCI(4): 402(M+H). ESI/APCI(-):
400(M-H) .

A Ao 98: 2-(2-tert-HE-7-(2-F22-4-vdHd)-5-H LI F=ZE[1,5-a]F | d-6-Y ) AEHite] Az HHY

5N YEF slo]=Fato]= £a(0.5 nl; 2.5 mmol)S WES(5 ul) & WE 2-(2-tert-FE-7-(2-Z 2 2-4-7]
dod)-o-med I eE2[1,5-a] F 2 v d-6-U) FEF =0l 0] E(0.180 g; 0.450 mmol)e] & H7lelia, &Hs
75ColA 2477 For AHFdEgitt. #7] I BFS 74 slol AAsI A, Fo] A7) §9E IN G &N
o= pH 27} & wW7kA] AISAAL, FTE 1% ol HO|ER FE3IGT. H71ES zsf%—s}aiﬂ, IN YEH
So|ER2A TR E &9 AR A, vlavld AHoE oA Azsga, et shel &3]
BLe A uARA 0.163 g(93%) S EA ﬁ}ﬂ%a FE3FTE. ESI/APCI(4): 413—415(M+H).

A 99: 2-(7-(2-otH| =—~4-HdHD)-2-tert-RE-5-H e B ZZ[1,5-a] 9 u|d-6-L) A Az WY
92 o]y A&t g9

5N UEE dho]=FAto]= £9(0.2 nL; 1 mmol)S WErS(2 nl) 5 ™WE 2-(7-(2-o}v) =—4-v e H d)-2-tert-
Fel-5-venetE£2[1,5-a] F 2 v d-6-Y) FEL = 0] E(0.041 g; 0.010 mmol) 2] &Mol| Hrlaldz, €98 75

Toll A 20/7F &3F 7hdaigieh. f7] 3 E2dS 3 skl AlASAaL, o 7] &ods IN GAF &4
2 pl 27} & wj7bA AR AL, FE5E oY olAHlER FEE3T. frlEs 2@esla, IN UEF
Sto]EB ATt R Yol E &, G AHE, wtavle HlolE FeA Axdda, # stel %35k

th. "W 26 Z1AfE wbel whEl 238 HPLCO AoH AAste] WA A2 A 0.003 g(7%) 4 2-(7-(2-0}n| -4~
Hesdd)-2-tert-FE-5-v eI HEZ[1,5-a] ¥ 2 v d-6-) Aetik-S F=534A k. ESI/APCI(+): 395(M+H).

AAd 100: 2-(2-tert-FE-7-(2-WHEA4-F2 29 d)-5-HEHAEE2[1,5-a]FH 1 D-6-Y) Akite] A= HF
A

5N HEF to]=FAlo]= £4(0.350 mL; 1.75 mmol)& WEHE(3.5 mL) 5 WY 2-(2-tert-F¥-7-(2- uﬂEA]
4—§iiﬂ1é)—5—ﬂ1%ﬁla‘r§ [1,5-a]¥ 2P| 9-6-) el o] E(0.075 g5 0.17 mmol) 2] &9l FH7lalod

BAE T5TCAA 24431 ZhEatsltt. 7] 3 =4S A%t sl A, o 47] Sos N ‘é
A gefe® pi 27} d HH?J}ZI AAEAZlaL, FEE Y okAEelER FEE3Y. fU1ES =Fedla, IN
UEF sto|E2ATtRYolE &4, deR AlFsgla, viadla AuolE AelM Hxsdal, A stel
=3a0) %a]xﬂi/ﬁ ob M| EAL-T}o] 2 2 2 ] EF(2-98) %%&%% AHEske] FEA ARmEH T o) A
sto] A e dE stttk W 200 Z1A1E bl whe} %38 HPLCO ofs) Aol 4 A=A 0.034

==
2(47%) ¢ ZEA i}?}% FE&9 T, ESI/APCI(+): 430-432(M+H) .

A4 101: 2-(2-tert-F8-7-(2-ZF L 24| EAHY)-5- e AZ2[1,5-a] F v d-6-L) At A=
L]
5N YEF slo|=2xlol= £9M(0.410 nl; 2.05 mmol)S WS (4 nl) & W€ 2-(2-tert-F9-7-(2-ZF Q. 2-

4= S A A D) -5 D o) 2hE 2 [1,5-a] 9] 2] 1] d-6-2) A ER ol 0| E(0.174 g1 0.407 mmol)©] &<fell H7bakgla
G 75Tl 18A3F Bt AFASATE. 7] LA BEL 2 sl AATNAL, Bl 9] e N ¢

o JIH
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[0741]

[0742]

[0743]

[0744]

[0745]

[0746]

[0747]

[0748]

[0749]

[0750]

[0751]

[0752]

SE550] 10-1483834

b golo® pf 27F B wi7hA] AAFAAL, £5S dE olAEHolE 3. IS =Fesla, N
UEF stol=aAestuvlelE & 4z AFHEaL, vkl @_Jﬂ 15 Aol A Azstdar, et Sl
F3to] o] XA EHEA 0.148 g(88%)«l EA =S 555, ESI/APCI(+): 414(MHH) .

AAld 102: 2-(2-tert-FE-5-HE-7-(-FAEA)IAAEZ[1,5-a]F r|D-6-L) At A= Y

5N UYEF dlo]==Alo]l= £o1(0.350 mL; 1.75 mmol)S ®Er2(3.5 nL) 5 WE 2-(2-tert-FE-5-HE-7-(5-
A=) BZEE([1,5-a]Fnd-6-2)AEb =0 o] E(0.141 g; 0.327 mmol)e] &Hel H7Fstdar, €4S 75T
A 48X R Eet 7. %71 b BA4S 7ok bl AASIR L, o] A7 %%“% 1N A4 Ao
pll 27} & wWi7hR] AAASAH A, FES l oA ER FE3UT. f7|ES 2Fsla, IN YEF o]
CtEAxIIEY Ol E &9 Az M, vladlg Auo]lE Ao nxEelal, et sl T Este] w9

A gAZA 0,118 g(87%) 2] LA E}%L%g Ta—o}m‘t} ESI/APCI(+): 417(M+H) .
AAld 103: 2-(2-tert-FE-5-HE-7-(8-AEA) I HEZ[1,5-a]H | d-6-A) At A= P

SN YEF sto]=FAle]= §4(0.150 mL; 0.75 mmol)S wghE(2 nl) F WE 2-(2-tert-F-&-5-w€-7-(8-F]
) A e}ER[1,5-a] 9 g nd-6-) e =0 0] E(0.059 g; 0.137 mmol) o] &M H7}stdar, NS 75T ol A
48A17F B9t tEEgh. /7] LA BES A skl AAS R, e 7] A8 IN Al fdo = pH 2
7b E W7 SN AL, S 1 olMHC|ER F&3Itt. fUIES ZFaekla, IN G
Aol E &N A5 A, vavld Aol ol Az, 7t st wEshe] WA
TAZA 0.047 g(82%) 9] FA| ﬁrf&%.ﬂ Ta—o}oﬂu‘r ESI/APCI(+): 417QM+H) .

AAe] 104: 2-(2-tert-FE-7-(2,4-tho|HE A d)-5-HEH FFZ2([1,5-a] F | d-6-Y) A Aite] Ax 9y

5N YEF dfel=FAlol= £M(0.350 mL; 1.75 mmol)S ™WIEF&(3.5 nl) & W€ 2-(2-tert-FE-7-(2,4-t}o]
e d)-5-me et E 2 (1, 5-a] 2 d-6-A) HMEF = 0] E(0.138 g; 0.339 mmol) o] &Hell H7}etiar, §f
S 75Tl 48213 Feb ThEaint. 7] LA BES S stel AlAEa, ol 947] & IN it
GNo pH 27} A W7hA] AAFFAIZAL, £35S oD oMHolER FEEGIT. fUIES £¥8gla, IN Y
Ef So|ERAmTRYE o, f2 AlFEglal, vadld Addlo]E A Axsigla, et sl w5

aitk. tolgRzve T e (0-70) TS AR ZTUAl ARvEINIC o8] AgAlste] WA a1
A=A 0.064 g(48%)°] A BFES F53IGTH. ESI/APCI(+): 394(M+H) . ESI/APCI(-): 392(M-H).

Ao 105: 2-(2-tert-F€-3,5-tho|HE-7-p-EL Y HEZ[1,5-a] H W H-6-U) At A= WY

10N HEF slo]l=FAtol= £(0.100 mL; 1 mmol)S WEHE(1 mL) F wWE 2-(2-tert-F¥-3,5-tfo| W &-7-
29 TgZZ([1,5-a] 9 H-6-)HMEF =0l 0] E(0.025 g; 0.061 mmol)e] EMel| Hrlelgda, EFES 60C

[
uim
ol
s

i
tl

A WRE RoeA 047 Fo gsdn. W4 F, Hwd BAS 29 el AASGE, wAE Bl
ST, clold EFRS pih 27h B WA N G4 S AemA AYSAAL. AARE o3
stela, B2 ARSI, e sl AXAAG. AR nARA 0.01g(6%)S) EA HFEES FSekelt,

ESI/APCI(+): 394(M+H).
AAld 106: 2-(2-tert-FE-5-HE-3-H I-7-p-ELHHZZ[1,5-a] I v d-6-L) et A= P

5N UEF slo]=FAlo]= £M(0.200 mL; 1 mmol)E wE2(4 nL) T WE 2-(3-BE2R-2-tert-§-E-5-v&-
7-p-Ed 3£ 2[1,5-a] 7 1 H-6- 01)}”15]—_:_01] O]E(0.041 g; 0.087 mmol)2] &l Hrletla, EFES 70
T7HA 7277 B9 7hdsiiet. ¥ 3, 32 28 79t & xﬂﬂé}@ FALE Eoll galAFA. o]
o EFES pH 271 & wi7hA] IN 4t %%‘ Angtozn AR, F5E oE olHE|ER F&3)
Ak, HUIES 2FEa, IN HEF stolm2 AR olE &9 dA4a AFHsda, vadlg duolE
Aol A ARAIFHA, A Sl wFaAvh. W 26 7AE bl whe) IH% HPLCOll ©]3l] A A|ste] A
FAZA 0.023g(58%) 2 FA 3FES F5FH . ESI/APCI(+): 456(MH). ESI/APCI(-): 454(M-H).

AA e 107: 2-(2,3,5-Egto|e-7-p-EF-3-o| 1| t}x[4,5-b] ¥ & D-6-Q) A FAte] A= W

56 GEF sto]=FAtol= §9(2.7 mli 3.375 mmol) S wlEbES-olghE(2:1, 3 ml) EFE F WY 2-(2,3,5-E
glolWg-7-p-E g -3H-o| vt} % [4,5-b] T 2 H-6-2 ) HEF =0l 0] E(0.037 g; 0.101 mmol)o] &Mol| H7}s}3itt.
e EIES ANZE Bk UM EFsgit. &0E SRR, AAE BEE AR, IN gt §do=
2HgEA AL, dd owlﬁﬂoléi FET f713E B 9 d4-E A, YEF AFE AolA A
AR oﬂ s, 7Y stel 3Tt FALE tolFE2WE F WeErS(3-20%) 9] TS AMgEE A

11
”m

[¢]
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[0753]
[0754]

[0755]

[0756]

[0757]

[0758]

[0759]

[0760]

[0761]

[0762]

[0763]

27t A A FHA azutE e o] FAlste] wo] A A ZA 0.019 g(53%)°] EA FFES F5II
th. ESI/APCI(+): 352(M+H): 374(M+Na). ESI/APCI(-): 350(M+).

1H NMR (dmso-ds) 5 0.58 (3H, t); 0.87 (2H, m); 1.52 (1H, m); 1.96
(1H, m); 2.39 (3H, s); 2.46 (3H, s); 2.50 (3H, s); 3.70 (3H, s); 3.85 (1H, m); 7.26
(4H, m).

AAld 108: 2-(1,2,5-Ego| | e-7-p-EH-1H-o| 1| t}=[4,5-b]F 2 9-6-Y) AE2ke] A= HE

56 UYEF dlo]==Alo]l= £o1(21.34 mmol; 17 ml)S WEFS-oek2(2:1)(24 mL) EFE Z old 2-(1,2,5-E
o) v e -7-p-F&-1H-o| "] t}x[4,5-b] T & H-6- ) HEF =0l ©] E(0.270 g; 0.711 mmol) ] @E-Nel] H7 s}l
e EFES 60C7HA 18A17F ¢t 7HEEisich. #7] g EFS 7 st AAS L, el 4] §
S pH 27F 2 wi7kA] Ak SH(IN) o2 2 sA AL, oE oM Ho|ER 23] &3t 7S 2339

, UEF AHolE Al AxAF L, 7k st wF33ich. Wi 10 711" vhell wral £3 -8 HPLCAl <
3 AAske] wlo]x A LA RA] 0.021 g(8%) 0] EA FH3FES F5UTE. ESI/APCI(+): 352(M+H).

AA ] 109: 2-(2-Z2E-3,5-Th| W e -7-p-FE-3H-o] 1| thZ[4,5-b] T E] D-6-Y) AT AZ WH

5% UEF stol=FAtol= N (14 mnol; 11.2 mL)S #EHE-oTh&(2: D15 ml) EFE T oE 2-(2-Z=23-
3,5-thol Mg ~7-p—F H-3H-o] Mt} 2[4,5-b] 9] 2] Wl -6-%1) FEF o ©] (0. 190 g5 0.466 mmol) 2] FEFelel] 7
RaL, vbe EFES 60T7HA 18ARF gk Zhdstalnt. 7] AR EdS e stell Arskala o 9]
BA% pll 271 & w7 Ak SN 0. AFSAIZ AL, " ofAEle]ER 28] FESAY. frrlEw i%
shglat, UEF AdelE Ao AxAZIL, St stell sSskglivh. W 1ol Z1AR el whEk w8 H
of o3 gAlste] wlo]A A AZA 0.014 g(8%)°] FA =S F538k3ITE. ESI/APCI(+): 380(MHH) .

A 1100 2-(2-ope] &z 2E-3,5-1o] A d-7-p-EE-3H-0| |tk [4,5-b] F & D-6-A) MEp ol 0| ES] A=z W
H

5% YEF sto|=FAto)= £9(27.02 mmol; 21.6 mL)S ®E&-o&&(2:1)(30 nl) EHE F old 2-(2-¢}9]
22 9-3, 5-tho| |’ -7-p-EH-3H-o|n| Tk [4,5-b] ¥ 2] U-6-) AE} =0l 0] E(0.367 g; 0.900 mmol)e] Feted
of H7}skGiar, Whg EFES 60T7HA 18AI17 St Zrdetelth. f7] FdA EES 7Y sl AASA
Zro] 9471 %%*3 pll 27} & w7}A] @4k SA(N) 2 AR, o ofAHlER 23] FZE3Uth. &
7NES 2FSA, YEF AHHOlE AoA XA, #Y el wFssivh. i 1e] Z1AE Akl w2t
58 HPLCOl ofa “gAste] wlo]x]A AZA 0.030 g(9%)e] Al FES F53E. ESI/APCI(+):
380(M+H) .

A 111: dE 2-(2-olo| A2 H-5-Wd-7-p-EF-[1,2,4] Ed}o]o}ZE[1,5-a] F E | d-6-L ) o}A B 0] E ¢
Az W

e FeEgy| ~Eg ol d £27(0.056 g; 0.049 mmol) L thololo] iz 2 H Eo}rl(0.500 mL; 1.84 mmol)S
E/DME(1/3)(4 ml)e] EFE F Wd  2-(7-ZEI2-2-olo| AT 2Y-5-wg-[1,2 4] Ed}o|o}E R[], 5-a] 9 &7
-6-4) oA EI°] E(0.150 g; 0.531 mmol) ¥ 4-EHHE2H0.114 g; 0.839 mmol)e] &M H7}&ldcy., |N
40% FQF 140Col A whol A& ut AL Shell WRFAIZTE.  olE oAHICIE(20 nl)E ¥HE EFE] H7IEA

)

Ky

(¢}

p

Bl
Togele IV 94 89, IN UEF solminsluyelE g % Qlrm AHagt %71%% o
Aslole ol dxAZRL, dHa, 43} dol wHANUG. Wk T oY opAElOI=(20-7089) 9] Tl
Agehe At A g ZaA Zzebeadsel o) gAlste] WA mAZA 0.089 g(500)° EA HFE
FE38IGEF. ESI/APCI(+): 339(M+H) .

AA e 112: 2-(2-o}o]lAZ 2H-5-HE-7-p-EZ-[1,2,4] E}o]o}F 2 [1,5-a]H 1| d-6-A) o} A EALS] A% =
A

5N YEF sl =FA0)=(0.550 mL; 2.75 mmol) €4S wWgk&(5 ml) & WY 2-(2-¢to]|AZ 2 I-5-WE-7-p-
E9-[1,2, 41 Eglolo}E2[1,5-a]lF H ) d-6-A) oA EIO] E(0.089 g; 0.263 mmol)e] &lol Hrletz, ¥
EGES 75Tl 6A1ZF Bt ZtgETt. ¥ 5 IN gGAF S48 wkS B3Ed] HUbEda fU1ES %
stoll AABATE. 55 oY ofdEHolER FE3IU1, AF5E MHSAL, vtdlE AFOE oA
AFa, Asrda, 7k st sF3nh.  old ofMHE-E EREZRE Az uA) ixﬂiﬁ
0.044 g(52%)¢] EA 3FES 5519 tl. ESI/APCI(+): 325(M+H). ESI/APCI(-): 323(M-H).

s
pan
i=

l

N 11:3 olo

A
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[0764]

[0765]

[0766]

[0767]

[0768]

[0769]

[0770]

[0771]

[0772]

[0773]

on

£501 10-1483834

Ao 113: He
2-[2-tert-%2-7-(1,2-0ol 30| =2 oA Y Z D A-5-4)-5-H LA FZZ[1,5-a] ¥ 2P| D-6-L o} A E| o] EQ] A
=

ZeEHEGI| AEolH Y E2W(0.015 g; 0.013 mmol) 2 thoJolol AT &Aool (0.170 mL; 0.976 mmo
D& E/DME(1/3)(1.5 mL) E3E & Wd 2-C-tert-FE-7-F22-5-WEHIHE2[1,5-a] 9 2| vd-6-L) e}
o o] E(0.080 g; 0.237 mmol) = 2-(1,2-tloldlol=RolA Ltz al-5-2U)-4,4,5,5-EH| Eg v E-1,3,2-t}o] &
AR Z(0.095 g5 0.339 mmol)o] &Holl H71etAnt. &AE& 408 FF 140TolA who]ART} AL dlol] wyk
AlZEE. ol" oAH Ol EE W EFEC] HUlegla, 84S IN @4 &, IN L}EE sto]| =2 A w7t H o]
E g 9 4542 ALst] AHEn, §71F5S vhdlg AdolE el AE:AF I, ofisiela, 3 st
of FFsct. e F olE oAEHIE(0-20%)© TElE AMESE At A 3 afﬂm AzvtEae o 9
s AAsked U2 A A=A 0.092 g(850)°] A BEE SHATh. ESI/APCI(+): 408(MHI).

AA ) 114: 2-[2-tert-FE-7-(1,2-T}o]&to| =2 ot = A-5-Y)-5-H e &= 2[1,5-a] ¥ Z 1| d-6-L ] o} Al
EALY] Az Y

5N UYEF 3fo]=5AF0]=(0.200 mL; 1.00 mmol) &S weh&(3 nl) & WE 2-(2-tert-F&-7-(1,2-t}o
olERoldu g l-5-U)-5-m e I ZE=Z[1,5-a] 7 2] v H-6-A) FEF =0 0] E(0.092 mg; 0.202 mmol)e] & o]
A7V AL, &AL 75Tl 59 St rHEsitt. A BES FEAR L, IN G4 A4S FALel H
At Ztlxd AFsA T, B2 AFST. W 260 79 vhell w2k £3 & HPLCOl oJ&l BAlste U
AFe z2He 2709 YAaE #5310, AWA v 3E Rt7F 8.208(0.0079 g, 9%)olA &EEHA, FHA ¥
AE Rt7F 8.58%-(0.0187 g, 21%)ol4 &= Ak, ESI/APCI(+): 442(M+H).

AA e 1150 HE 2-[2-tert-F-E-7-(2-HEA-4-H DA d)-5-H D B IZ=2[1,5-a] 9= v D-6-L | o} A EH o] E 2]
Az 9

ZHFHEZHI)2Eo| A dE2F(0.043 g; 0.038 mmol) L tTlojojo] X 2 HoEolw(0.3 mL; 1.72 mmol)S
E/DME(1/3)(3 nL) EFgE 5 WY 2-(2-tert-§E-7-F22-5-vw 2y }Z2[1,5-a] 9 g nd-6- ) A} 1=0f o]
E(0.120 g; 0.355 mmol) % 2-v]|EA]-4-fEHHdH2Z2H(0.085 g; 0.512 mmol)9] §Hol H7lslch. §q4&
1217 &< 140°Cell A mho]la 23 ZAF dfol]l WREAIZATE,  olE ofAH|ESE Whg E3Ee] M7l &4&

o
o

IN g4 &9, IN YEF é}oltiﬂliﬂwﬂoﬁ |4 9 AR AHKHoR AHI. {UFE vhvlE
Ao E AollA Ax:AIRAI, AFssa, 7y st wFsvk. qe F old obAE 0] E(0-200) ¢ Tl E
Abgsl= Ayl A A ~EH ] ﬂiu}lz_:mmoﬂ o AAste wWE 2-(2-tert-FE-5-vEIZEZ[1,5-a]F
Zrd-6-L) et o] ER 0w w2 A 9= A] 0.168 g9 ®A IFES F5IUTE. ESI/APCI(+):
423(MHH) .

AA G 116: 2-[2-tert-FE-7-(2-H| EA-4-vE 5 d)-5-H e PZE[1,5-a] Y| d-6-L o} A EALS] A% HF
H

5N YEF o] =540l =(0.300 mL; 1.50 mmol) &HE wlgh&(3 nl) & g 2-(2-tert-FE-7-(2-H|F5A]-4-
g d)-5-wdu gt E2[1,5-a] 9 21 d-6-L) e =0 0] E(0.128 g; 0.3 mmol)e] &Mol| Hrlatgla,
EYFES BTN 2443 Bt TrEET. EFES IN A Ao R AdEAIH AL M%a o el ofA]
OJER FEIUTE. 7715 E E3E UEF SHo|ERANTRUCE & 9 fFR Aﬂﬂo} , vk
Ho|E Aol AzAHa, dfstgda, 7Y sl $53et. W 20 Z1AE vl wef zﬁ% HPLC®ll
& AAslY T HgFS 2= 29 9as 5. A I35 Rev) 6.378(0.0207 g, 17%) A
YEAaL, FHA FAE Rt7F 6.803(0.0074 g, 6%) 4 &= ATk, ESI/APCI(+): 410(M+H).

AA 117: 2-[2-tert-FE-7-(2-3}0| =EA4-H L D)-5-HDH FEE[1,5-a]F v H-6-L ]} A EALY] A
Z Y

2dEF 29040 =(0.135 g; 1.01 mmoD)E ¥F2IH(0.75 mL) F 2-(2-tert-FE&-7- (2 o S A -4-v| H 5 d)-5-H| &

oo 1o mi L o

vetE2[1,5-a] 9 27 9-6-A) MekrH0.080 g; 0.195 mmol) ] &Nol] Hrbsbalar, §9& 170TAAM 908 F<t
vhela 2t AF Bl Zhddtle. Ald ohAHCIES WS EdEel ﬂﬂo} , olAE IN drtem AlFst
Ak, FTE o9 oMHlER FEEGA, £3E FUISE AR AH }ML, nhod g o] E el A

—7 H
AR, oA, 2% ol BHAA. B 200 A8 vhol b $AE WLC) olal AAstel
A _]_Xﬂi}\:i 0.018 g(23%) 9] FA 3FES =53k}, ESI/APCI(+): 396(M+H) .
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[0774]

[0775]

[0776]

[0777]

[0778]

[0779]

[0780]

[0781]

[0782]
[0783]

[0784]

on
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AAe 118 HE 2-(2-olo]AZ2d-5-HE-7-p-EH-[1,2,4]E&o|olEZ[1,5-a] 9 & n]A-6-A ) FE =] o] E
o Az

4-EUR 220,100 g; 0.736 mmol), ZE}FHEDI2Edte]dldE~(0.045 g; 0.039 mmol) Z tho]ojeo] i

Z2ogolvl(0.265 mL; 1.52 mmol)S E/DME(1/3, 3 mL) = WY 2-(7-F22-2-cjo|AZ 2 IL-5-1g-

[1,2,41E&o]olE =2 [1,5-a]F P d-6-L) HEF = 9] E(0.122 g; 0.376 mmol)2] &Mol H7lsc. &A4&

408 St 140TolA mlolA 23} Z2AF ol 7k, IN 94F 98 wbS 538 e, AAHES

old olAE|o] ER éfgo}“q 7% 3 IN YEF stolm2AdtRUlo]lE &9, AFZ M, whd]
Aol E oA A=A, A7, et st sk, g F d

AbgshE AP A A %EM ﬂiﬂPEZﬂHﬁloﬂ o3 AAlste] @& FFA 22

S 5. ESI/APCI(+): 381(M+H).

AAd 119: 2-(2-ofol AZ 2 Y-5-Hg-7-p-EH-[1,2,4] ET}o]o}Z 2 [1,5-a] ¥ F 1 H-6-L) AEHALY] A2 ¥

g olA|EH o] E(0-40%) ] i
A=A 0.103 g(72%) ] %A 3t

oy

5N YEF slo]=5A10]=(0.300 mL; 1.50 mmol) &N& wler-&(2.5 mL) & HIE 2-(2-o}o] X 2 -5 uﬂE] -7-
-E2-[1,2,4]Eg}o]o}E2[1,5-a]F Hrd-6-L) AE =0 0] E(0.103 g; 0.271 mmol)] & H7}sld

< 3AZE b UM BREdh. SvilE SEAIEI, IN A £98 FAL] HUleelth. EEES 5%
=53 Hyeg AAES s, B2 A, a0 stell Axste] WA sAZA 0.082
2(83%) 9] HA 3= ATk, ESI/APCI(+): 367(M+H). ESI/APCI(-): 365(M-H).

AA 1200 A8 2-(2-AA-5-HED-7-p-5A-[1,2,4] Edo]o}Z2[1,5-a] v n d-6-Q)dEl o] E9 Az
iy

e EHEgy)|A~Edo]dd £47(0.038 g; 0.033 mmol) % thololo] A 2o Ho}wl(0.250 mL; 1.44 mmol)S
E/DME(1/3)(3 mL) & dE 2-(2-WA-7-22Z=2-5-Wg-[1,2,4]Eg}olo}Z2[1,5-a] 9] v d-6-4 ) A E} o] o]
E(0.134 g; 0.346 mmol) 2 4-SZFHE4F(0.091 g; 0.669 mmol)<] &Hoj x47}o}°ﬂ5} |MG 40 FoF 140

o

offl oo
[
-

My

X,

tlo
&
4
_O‘L
b3

Lo ol £ ol RS, W 9 BT S 2TEA BAAA, PYEE AL o)
Bz 23AR0. A3 I UEE SolmeAnuiels gol, e AL, s el

AolN AzHAT, ABeA, A ol HaAAG. AR F ol opAHlolE(0-500)9) FulE ALgeh
Aelsk A g A AmetEadeid] o8 gAsked WA WA nARA 0.152 g(99%)e] EA SRS 5
5319tk ESI/APCI(+): 443(M+H).

AAY 1210 g 2-(2-9F-5-WE-7-p-5E-[1,2,4|EFolo}E 2 [1,5-a] | d-6-U) HEL = o] ES] A=
W

5N UGEF 3lo]=5AE0]=(0.350 mL; 1.75 mmol) &ME weh&(7 nl) & o¥ 2-(2-Wd-5-"E-7-p-=E-
[1,2,4]E8}olo}Z==[1,5-a] 9 g ¥-6-L) HE =0l 0] E(0.152 mg; 0.344 mmol)e] |MES H7bslda, &9
FF710 A 24A17F Bk ZHEEGlTE. A EAS SEAHI, IN G4 £98 b Hubsksink. A4
< g olAH 1E§_ FEsIaL, = ] = Ak & deE AL, vl AFolE
Bl AxRARAL, o3etlar, st stell sHsknk. Wy 16l 1@16 Hhol whel E-F -8 HPLCOl 28] Al
Shof Ay Jjﬂi*ﬂ 0.077 g(54%)¢] FA 3FEL F58F9u.  ESI/APCI(+): 415Q0M4H).  ESI/APCI(-):
413(M-H) .

m e o

W B ShEHE e Fulolel s B4
A 122: B 2 ) F-HIV BY %7}

wE s Ak ool #S FHIV Alere] A W F7HE S8l AR Ekgith. HILV-1 JAd 8 T4-Al %
7 NI=4(elxdell HIV ghedel wils- miztsta &8 & &= = EA AEFEA A ;}923}‘ HIV-F-2=
H AZ W ave) JAe TR AR AgFHAT. HIV-29® AIX 2 % (mock
<]

# )4
AE 92 3-(4,5-tholHd B o}E-2-9)-2, 5-The A dH EtEF BRule]=(IT) Y L WHEAldlA
=1 %’3}1 l"ﬁr% FrAow ZgHAT. 50% AME 54 FE(ug/ml F919] Co) T EI-TFHE iz Al
=

FEE S0%RHE AAaAT]E el wREA AoHIY. HIV-3E
(0)2 %% FAFE 3t7] 32 20 o8 ALtE A}
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[0785]

[0786]

[0787]
[0788]
[0789]

[0790]

[0791]

[0792]

[0793]

[0794]

[0795]

[0796]

[0797]

[0798]

[0799]

on
J
Jm

ol 10-1483834

34 2

(ODT)HIV - (ODCHIV

(ODC)MOCK - (ODC)HIV

A7) Aol A,
(ODppve HIV-2E AZ 5 AE g2 24 v52 SAHY F8 dxo|a;
(0D A B A &2 HIV-9HE AE dizdtel dis) 549 Fst dxola,

(D o= A B HA &2 BA-7Fd AE gzl da S4% Fst drola,;

il
od

3 W% 2k 540 oA SAH ).

[l

A7) Fekale wl 50% BEES BASE Tl 50% A FE(ug/ml EE g M 999 ECy)2A AH
ATk, ECsoll ik CCs0l Wl MBI A (SDEA oA, & awo] B4 shghEe] o3 HIVe 529
oAl g ECs, CCso H SI k] ol 3b7] 3 3ol W= Avk. & wwe] 54 3gEd o3 AX F4 9]
A ] o= MI-4 MEFolA 9] Z42he] (G #hs HATFORHA WAL 5 9)

M MT-4 AE(H 8 A (Miyoshi) &, 1982)& 10% €-v|&dste 4 ®Hof &4, 2 mM I-=2FET, 0.1% YE
F Hlol7E Yol E 9 Inl 9 20aeg®] AlElvfo]alo] BZ% RPMI 1640 v =|ollA st < HT}.

Hhol# 2 HIV-1(NL4.3) T (o}t}7](Adachi) 5, ) v T BAA(E fN=F whan Ao
R2HE F53 2z 2ot} HIV-2(ROD) (vl= ] $-Al(Barr,-Sinoussi) %, 1983) 2&E2 HIV-2 7F9% A
EFo) Wik AN o2 HE 5359

F3&[Adachi, A., Gendelman, H., Koenig, S., Folks, T., Willey, R., Rabson, A. and Martin, M(1986)
Production of acquired immunodeficiency syndrome-associated retrovirus in <1%F andNon%1ZF cells
transfected with an infectious molecular clone, J. Virol., 59, 284-291].

& [Barr-Sinoussi, F., Chermann, J.C., Rey, F. Nugeyre, M.T., Chamaret, S., Gruest, J., Dauguet, C.,
Axler-Blin, C., V,zinet-Brun, F., Rouzioux, C., Rozenbaum, W., Montagnier, L.(1983) 1isolation of a T-
lymphotropic retrovirus from patient at risk for AIDS, Science(Wash DC) 220, 868-871].

#3& [Miyoshi, 1., Taguchi, H., Kobonishi, I., Yoshimoto, S., Ohtsuki, Y., Shiraishi, Y. and
Akagi,T.(1982) Type C virus-producing cell lines derived from adult T cell leukemia, Gann mongr, 28,
219-228].

AAld 123: £ dWdge] 3gE9 LEDGF-UH Al AZzFE JA &4& FAH3] A% ¢9x23d9
(ALPHASCREEN) o} Ajo]

gAY oAo)E AxPAe] TREZ (A A (Perkin Elmer), WUIE2A &) wet =89, ¥ks
-4 SEL(Optivel D(FE) vielARE ZolE(EY] Am)olA 25u2] HF FIloA 53T,

9‘43 25 mM E#Z2-HCI(pH 7.4), 150 mMNaCl, 1 mM MgCl2, 0.01%(¥-3]/%-3]) E9(Tween)-20 %
2 "3 @FNE xgeth. 82wl JHZEA(300nm HE sE)E 30 FS 4TlA
- Agsiinh. SES 0.1 WX 100 p M9 52 e g s=2 FArteddnk. oo
EH -LEDGF/p7565 #H7letala, &2 HElg F7F AZE St 4TColA A &3qlth.  o]ojA], 5 ul9]
BE FEA v= 25 u F-FH T H=E 2719 W= 20 pg/meo] HE el A
R HIES 3§ QF 30CelA &2 A8ttt ALl i wkg-e
4 vE2REe] F BEL dAnA(EnVision) ZHCIE #E7|(F7 A,
Hd myA AZE S ALEete] EAFEHJTE. IN/DNA AFS 3281

oo

;i

N
)
ol
ol
o x2
)
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2§
R

ooz
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[0800]

[0801]

[0802]

[0803]

[0804]

[0805]

[0806]

[0807]

S==5| 10-1483834

AE A1 uM HF %) 2 ELISA SelayFeeels M2dE 2k 22375 S Ele] =(30
m HF FE)E ARESte] Ak Aol EAEAT. JP02 Ei= PogZ] FHEH AR 47, ojdd 7]
A wpe} o] AgH o FF et

Az dwge] wy 9 AR 3 A6-)z HIV-1 QE|2e}A], 3xZ@i2-v}l2 LEDGF/p75, MBP-JPO2 X MBP-

PogZlE oldel 7l&H viel 22 du~ad HLE 93] AAs.
ZFar

#3[Bartholomeeusen, K., et al. Differential interaction of HIV-1 integrase and JPO2 with the C
terminus of LEDGF/p75. J. Mol. Biol. 372, 407-421(2007)].

3 [Bartholomeeusen, K., et al. Lens Epithelium Derived Growth Factor/p75 interacts with the
transposase derived DDE domain of pogZ. J. Biol. Chem.(2009)].

¥ [Busschots, K., et al. The interaction of LEDGF/p75 with integrase is lentivirus—specific and
promotes DNA binding. J. Biol. Chem. 280, 17841-17847(2005)].

ol

F-HIV 84 2 o]9] o E yelfE B wg ol 3gEL ¥ 49 IdAHT

o2

[¥% 4]
bt
_ A3 EC50 EC50 CC50
stgtE 2E o, 100uM M M Sl
o (100uM) | (uM) (uM)
(100pM)
CPD-57 84 27,19+/-0,24 | 191,6+/-31,9 >250 >1
121,33+-
CPD-58 77 35.04 27,28 1704 5
47,72+)-
CPD-59 92 Thaa |14:33+-043 >250 >18
56,33+~
CPD-60 92 6.12 2,39+/-0,58 705 23
CPD-61 94 20.65 30,25+/-7,1 | 104+/-6,55 4
CPD-65 30 5,60+/-0,49 | 46,5+/-12,5 8
CPD-66 92 11.93 10,5+/-0,07 99+/-8 9
CPD-67 93 6.99 2,94+/-0,77 | 70+/-12 24
CPD-68 93 3.89 6,42+/-0,7 101+/-4 16
40,33+/-
CPD-69 93 2.91 1,61+/-0,12 18,00 25
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[0808]

[0809]

SEE3 10-1483834
72,134/
CPD-70 93 1.01 .71 >125 >1
CPD-71 74 2,8+/-1,03 73+/-5 26
22,63+/-

CPD-72 93 1.55 1014 >125 <6

CPD-77 83 29,2+/-3,8 28,1 203+/-13 7

CPD-78 83 17.68 21,16+/-1,8 |  127+-5 6

CPD-79 75 41,8+/-14,2 1,89 76+/-25 40

CPD-80 75 97,3+/-15,82 | 4,08+/-0,65 | 191,5+/595 | 47

CPD-81 65 62.67 16,41 56 3

CPD-83 50 25,2+/-8 91+/-8 9

CPD-84 34 45,06 72,66+/-6,65 |  >1

125,33+/-
CPD-85 76 5.1 2,54+/-1,0 7722 49
CPD-86 77
38,33+

CPD-87 67 6.3 2,33+/-1,04 1565 16

CPD-88 44 38,03+/-3,33 >250 >7

CPD-89 89 23,98 139 6

CPD-90 70 6,15 22 4

CPD-91 90 9.4 15,69+/-6,35 | 85,5+/-7,5 5

CPD-92 95 5.4 9,13+/-4,1 | 60,5+/-6,5 7

CPD-93 90 7.4+/-0.32 119+/-6 16

CPD-95 83 7,48 15 15

CPD-98 89 5,91 69 12

CPD-99 81 1,01 34 34

CPD-100 92 13.71 6,24 23 4

CPD-105 23,23 235 10

CPD-111 89 52.25 50

CPD-112 93 >100 59

CPD-117 95 2.15 2.06 1165 57

CPD-121 76.1 123.51 >250 >2

CPD-123 15.2 26.08 126 5
nE Y U 5 Qe zArte] B mb 58 290 gamd EQHEs TAdoln AuAon A
A e ArR FuRA Eddck. 7] 989 Fdo pAHoR <gw FEoY We pAHger AE
24 €. & e G 2okl SRR ] AAIGEH Y o dHS wEI AREET)d SEstES
AABHAl 71 E AT, Be iAol o] WARFH ulojdo] glo] AAGE A Jhssitt. EE ol /A
o] & wHo] Hak vlo] X3EE AR oJrdnt
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