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365-3681). Zt7te] Uu-MBHRL 4719 AFsA
e ettt o £ A3 UER ol AERE 2dste WS AAVE Thete YEF A
do] &yt ABEfHe Jdd ExE- 260,0000]tF. A7IAEE )5, AsEH AA L

& 10 7FA] Adeldt YEFE AE 43 HAERFH 2 4 7FA AE AEAFHe] ERIHAY (F3 [Yu
al., Sci STKE (2004), 253] % [Yu, F.H., et al., Neurosci. (2003), 20:7577-85]).

4l o3& FEHoz HyEHAY (& [Goldin et al., Neuron (2000), Vol. 28, pp.
% = I WA IV (42 6719 oA s 3k dsfo] &4

&S}
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@

&

JEF Ade] 54e F84 Axe 994%e Beht Agte] 23w 499 14 B4 0 BAYI (A

JEA A3, L e Fage dAY AE FolE 5@ FESL A9Mel UEF oee] duE xaw

(¢ [Sato, C., et al., Nature (2001), 409:1047-10511). <S4 E& FET8 = ALA HEF Aol
A

AAET. ol aFE Fol, HEF Adol M AYsa:, oloj Bagstath. Ade AWE Fejol
& Awsa, dv BIYSRHE U LI s felsAd BAHE FA FE Soppok sk, o

o AR , =
e olFol vl AR & k. clel HEF AY Anele olFo] B4 % BAYSHE A We ww
oluet olsel A L BBHE Bl uheh kel EATH

S GEF AY Fo P AFE gom, tirel 4% fAd TR AA /5 B
Ao Wi, o] Bope AvelA AW /% @ BHe Fo waE zdstel 4w Fo YUy
Ao FUAL S Qe g3k Angue delAst SR JAH SudA, 4] wHa e A8H )
e Sl A $4A o szoz waAYn (28 [Raynond

zs|
o2 wHEET, Na,l.1 2 Na,1.2& HdA =
C.K., et al., J. Biol. Chem. (2004), 279(44):46234-41]), A=l
Na,1.29] QIZF =dwWololA= AZte 7hd ezt dAsiy, dF Afde Aald s8o] FAEAT (4
[Rhodes, T.H., et al., Proc. Natl. Acad. Sci. USA (2004), 101 (30):11147-52]; [Kamiya, K., et al., J.
Biol. Chem. (2004), 24(11):2690-8]; [Pereira, S., et al., Neurology (2004), 63(1):191-2]). 0] o we},
T AE R O ARE A% 59 x4ow nyEd (PCT 370 53 37HEE WO 01/38564 3Hx).

Na,1.3& AAlelA FHYsA Fd@Et ([Raymond, C.K., et al., &7 &3]). ol& AAA &4 Fo HE

o] HE 7+ 77 FRlolA WHo] A¥gxHIe= Aoz dTHJY (FF [Hains, B.D., et al., J.
Neurosci. (2003), 23(26):8881-92]). mgh, T3] Foko] tife] AF/HER Na, 1.3 5% Q¥ H3s &
Aoz m#ea vt (3 [Lai, J., et al., Curr. Opin. Neurobiol. (2003), (3):291-72003]; [Wood,

J.N., et al., J. Neurobiol. (2004), 61(1):55-71]; [Chung, J.M., et al., Novartis Found Symp. (2004),
261:19-27; discussion 27-31, 47-54]).

oft X

Na, 1.4 @@e 2aHom 2502 AGHD ([Raymond, CK., et al., 471 BAD. A7) fdae sdu
ol whulE HFale] 2§ JFel A4S FF2 (

(2003), (9760101, WA, of AUE WAHH BA £34, W L= el ARE A TASD 2
EqEJ 2= 011;}.

A JEF A4 Na, 1.5 F=2 A4 2 Adox ddAS ([Raymond, C. K., et al., 7] +d]), & 2
A, AAd A4 9 Jbsstittd F271Ul(Purkinje) AlXoA dE = k. A &5 9o 14 s E
A 24e T3 14 JdE82~ IEE Na,1.59 7ol 1 gdojr. oo weh, Na, 1.5 A% F49 A

Aol=, o 5 F7] QT3(LQT3), HEF7}} =3+ (Brugada syndrome;

BS), A4 4 T EAA FET(SINDS) 2 frof EAA F59(SIDS) S H g gtAd FA
W FETS fEsit % [Liu, H. et al., Am. J. Pharmacogenomics (2003), 3(3):173-9]1). YEF <
APSHA] @ wlo] Al HAu X g de] AT rk. Hxe dE-AW &Sl FAYd (19140 7 H)S
UEF Ald AdAZ &F/ET

Na,1.62 &5 2 Ux AA4A AA] dx TAEY AF AEo] Fujo] AAoA HS o]Fa A+, TH3F
I A etA BExd A-AEd JER AdE ZEEH (9 [Caldwell, J.H., et al., Proc. Natl.

Acad. Sci. USA (2000), 97(10):5616-20]). <1% }Oﬂ
Z3 BaE 49 A5l 239 quS F9T Ao
o W

3 [Craner, M.J., et al., Proc.

>

= SR AEHA &skort, Na, 1.6 ohd A3t

Mw ool wheh §7] Aol NnE AT EA
atl. Acad. Sci. USA (2004), 101(21):8168-731).
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Na,1.78 IAEZIFAMEFE PC12 AEFEHY HExE F2YHJY (F3 [Toledo-Aral, J.J., et al., Proc.
Natl. Acad. Sci. USA (1997), 94:1527-1532]). A7o] 22 & 44 &l Na,1.70] 2 FFO=
Ak A& Nay1.70] 248 AR ddoA 24 A&s Fd& 5 UFS AAMgth. olo] tis) el
okl dE7bsel olels AZIsta JARE, Na, 1.7 EF A&7 ##

(¥3 [Klugbauer, N., et al., EMBO J. (1995), 14(6):1084-901), w&}x ol A&3 Ay #AHHAG. =
g 75y IEE 982 Na, 1.7 @(ul)-Edo] (BRE 7z & wgAA w24 Na,1.78 Z2AAIZ A3}

A FA7] Fd3ol AAHE)E A YISt (&9 [Nassar, et al., Proc. Natl. Acad. Sci.
USA (2004), 101(34):12706-111). o]} 2|, A 24484 72 Fdo MM Na,1.7 2dS
AXANA BT W7l Z Ao d8S d=agtt ([Nassar, et al., A7 3], F& A4 Na, 1.7

)
AeA Aot Frkel = 2 7HA IF 344 Te S 4R FRkE B kESA AREol Na 1.7

|

o tiadl WAH= AeE yeld e o AAHEY (£ [Yang, Y., et al., J. Med. Genet. (2004),
41(3):171-41).

Na,1.89] W&o ZA%H DRGol A8ttt ([Raymond, C.K., et al., 7] £3&]1). Na,1.89] thaj =Hel=

=

EdWolE EA8HA Zerh. ey, Na,1.8 ¥-5dudo] n9-As AE 9 HAMEsIgon, aa

olAtt.  FalE 71AF Aol dE AAI FEAE Fa3 gl Aud =

o] WAl AL AT A Na,1.80] HE A o] Fo& 9SS FIHIFS NS (37

[Akopian, A.N., et al., Nat. Neurosci. (1999), 2(6):541-8]). A7) MAEE zdhets= AL TE

ARl xagHoz dg deEn Jgut ([Lai, J, et al., 7] &d]; [Wood, J.N., et 27
u

al.,
[Chung, J.M., et al., A7 £38]). PCT &7 E3 ZJ AWO 03/037274 A23 = 3 E= Tz
4, 53 5% % AT Y /A Ee Ay ddE JYEE Y-S i}ﬂﬂoyﬁ A7 AAE S-S
|

<

ko
w

2 ool
ol oy
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E 71Aeka k. PCT 371 53 &< AW0 03/037890 A2% & &
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< 1At Ak, olE WY FRHE, 24E 2 Wy 53] PN3 (Na,
= 4

A TS Amse=

N
all N
>,

—
oo
~

>~
-
op
o)

HEZEEAN 704 42 JEF A9 Na,1.9% tB-gAo], o~ .. (Dib-Hajj, S.D.) ol 23] 7lAI= o]
o, ol HFAHLY dxor EAste Aoz et (9 [Dib-Hajj, S.D., et al., Proc. Natl.
Acad. Sci. USA (1998), 95(15):8963-8] #=). Na,1.97} FEZE=Z% (BDNF)-HAYHE A5 2 o7]9] 2lo]
He, s wrfdRl AHe® YEhd Ag-AEd dEFR AE AdEe fdd 7AYol UFE
[Blum, R., Kafitz, K.W., Konnerth, A., Nature (2002), 419 (6908):687-93]). g2 A
Hoz Qs 5% X8E 9% Fr x4 AU} ([Lai, J, et al., 7] +&]; [Wood, J.
23]; [Chung, J.M. et al., A7) &&]).

NaX& Ag-MEdoz Yepr] &2 4749 JEF Aldoelt. #, A%, 504 d, 9 Zx 24419
Hk(Schwann) A EoA L& E= A o], Nax: AN AT A& (NS AtE g, 53 HAFS
Z1#e] 2 9w AxoA HEY (3 [Watanabe,

E al., J. Neurosci. (2000), 20(20):7743-
51D). NaX g-whg2t E-uz 2 9d-uz 230 BFA 234 2955
o
=

FE H|AAF o S5 Aow U

gtk ol @ WAe Navh AY HEF 529 FFH 44 % 9 5 489 280 F49 48 79
e AR Naxel BE Y R V)5 o P MRE L UE Bd d-24 39 ARE A% BAO

A ket

SAT ¥ Il e EE FaATIEH AASEE HEF Ald A E%]EEE%’L(TTX) AR AT
A= T5T AR o 1o FAA SrE ALeAt. Fu-Twt ASE THEANAAN FE-S5 2 A
e EEekal, HEAAAN Fe-gA Fes =S V1A 9S HEBLA Y 71T %%Wg S7FQL AA ]
e =EE= Aol ofyet mRRl-Alojd Ap=el od) =EE= AIRI-EA dEe] 3] "ok, BLA
© Al 2-TA AEe] sl fFARE A4S ST, BLAY TIX-frid =248t YE oA 4Ed
mA-eA gl AojHa FEel-FHlE 35 e 2] dEs s3I (R [Fuchs, R.A. and See,
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[Clare, J.J., et al., Drug Discovery Today (2000), 5:506-520]).

R.E., Psychopharmacology (2002) 160(4):425-33]).
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(S,9)-eEA", 2wzl 2549 Aol ¢d
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5-HT3 A3A, i) 2HAEE;
- A SFEROIE 84 (nGluR) A A
npAA, o) HdHE B =Tl
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QA e & SFHEE, WZzzueolE, wWEFIE 3 I REouE;
FEQHA, did Wz oAl
- &2 Al, A vEER;
=2 AA (& 59, g=71e], AR 2o dRlelH =5
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[0722]

[0723]

[0724]

[0725]

[0726]

[0727]
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549 5 o Aoz ojdHn

=%, FdAEE 2] A8 PEold B 838 #507h A%e wEvlel s ned Bet A
b SlgE AT AL Aol ol WEIRE NEEA, o, MUE 2 F2dAdel A,
SA0] AgE wERE =d9RAY Bt Poldddad (dE B, -HEOiEag, -radudad
E Eugad), dEGSsevdd, W4 ol ek obvlw, ofvlthe @ pohriwe] e w5
2 -REAZERY, AASAAERY ol Utk WRE AP wEsRE CO0R" (714, RE &
7, obg mi oAU, pEANA, EY So] gtk shEEAie] AP ni/lEe 9, ok ®
= ojgerd o 2H27} .

Ho7)s Bl A eAE 25 7lsed wel, 2e]an el Z1AlE vkl o] b e AlAE ¢ Q)

B357]9 AFES E3& [Green, T. W. and P. G. M. Wuts, Protective Groups in Organic Synthesis (1999),
3rd Ed., Wiley Oﬂ ’b“ﬂ;}ﬂ] 1A=l ). ®H37]|E T3 (Wang) A Bx 2-FRREE-F2Tol= F

EE, G oleld ¥ wyel BYEe nEy FEAV s 2 okl BHS WA S guHE Th
A el Fol AW bl chelston Baa & owgel SRS 298 = Agw Ak
e Aolth. webd, oleld FEAZ ATLEIZ AT F Ak, B wwe] SEEe wE Ajekol
wowrge] Wle] EaE,

7] e e B oune gEe AR WHe mAsn dvh gYdeE FAgelA FAR P EE 44
B PHE ol gale] ofF HFBE AxT F AL Jo@ odfr. EF, FAx shrle] PALom

= x_—I]
3ES A3 9 AR Agsta Besthd FA4 v EHE wAste]
o2 AxT 5 g AR osEr. dit¥oz 8 AES A g=
(Sigma Aldrich), @7H~¥ A EIA]2, 2= .(Lancaster Synthesis, Inc.), ™o]B.8x](Maybridge), WEZH~
Abo] 1] 9 (Matrix Scientific), TCI % ZF @2 o] 2oo](Fluorochem USA) &3 #& FHYozRE ¢
T gAY, FAAAA FAE FEdel wek FEE F A (& 59, &3 [Smith, M. B. and J.
March, Advanced Organic Chemistry: Reactions, Mechanisms, and Structure, 5th edition (Wiley, December
2000)] =), e B Edel 7l upeh o] AlxdE 5 9

1 2a 2b 2¢ 2d 3a 3b 3c

a7 weaeA, R, RY R, RS RS RS RY, RS 2 R'E 2 Agom AuA o= o B Ao
Aeg npe} gl XE= Cl w3 Bro|tk. R"e &A7]o|t}.

dwtdg o=z Q7F -0-°lar, j7F 0°]ar, k7F 191 £ wwe] 518k [9] gghE-2 ofef wkgA] 1o 7|AH wkep 2
S Advby "] wiEl F§AE 4 k. okl dA" wmpel o], Fsk (101)9 olAld 3gES 3He
(102)8] 228 == 1821 335z 2AAA 332 (103)9 YPES F53h. 338H2 (104)9 A= 3
FES A (0 C)ollA 34324 (105)¢] zE k= (Grignard) A ko= iialékﬂ A=A ut g defol= F1t

= A3, o5 & (7Y, °ﬂ§‘ruﬂ‘ﬂ e B9 5) FolA 38k (103)9] olxtd 3gEo AlE-
24UV} RESAIA 84 (106)9] S20ES 3 D}. 3}sh (107)ﬂ =S gk (106)9] 3%
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o
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oty
o
1
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3
©
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e
W
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H i
-]
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e

FHAE AYASEL, o]
(108)¢] sHt=s 53 %ﬂtgg
LiOH, iProNH, LDA & 5
S B EA 1l o8] @7} -0-0la, j7} 00l k7t 190
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<gA 1>
R R28
R20 P R%® P
o+ R—X ——— o (103)
2¢ N R2C N
R R2¢ H (102) R R2d \R1
3b
(101) HO R
R:!c
Rau
(104) (106)
R"MgX
(105)
—_— (107)
. (108)
obe) W4 112 3hak4 19 sgERA o= % Az SR A%HA YRS wAGT Yk
R'ol olzBl2 712 o]Fojzl 25, 3hsk4 (109) (7]4, AL 27 m ol=ebgl) e se2y} o 33
< &3 &n (dAd, HESSEEFH e fEs 5 + &) $olA 32 (109)9] std=S 947 (44,
Tk, AU ESR e FskdE 5 R Agste] ASske sheh (1109 st sgtes dgh
Al vk gekA (110) 9] AF s 971 (i, N-MEREEd 5)o EAst oja-Fd FRER
2ro]ER Aglste] EdE FFER A 17%Ur T & (A, E7<, HEREAY B FREX
7 %) oA Fulwe] NN-tuldE ot =9 EAjstel] S4E FRepol=R Aelste] At At SRt
T2 AN & vk, 7] (dd, Egedolyl T tol AR odolnl 5)o EAstel, £3E
FES 1§ B 29 oWl AR wEATIAY e 4 FREOIEE 19 e 29 ofvlF wEAlA 8] |
o] get=wA ek (11D o= et=S AT o Avk. s48h (11009 AF seas &0 (A1),
E7< F) oA WS toldl spgtEd vbgAA ek 19 stdtEEA gkehA (111.1)9 Wl=ojw|tE 3t
=S 4T & dv
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(111.1)

(“111)

obtf WhgA 1.2% F38H2 19 StERA ofvl FFE] JFAR] FAME EAE L Utk IFEE (112)2F
B, B37|/(PG) (AW, TEEu%e E& tert-FESA7IERY 5)Z A7 3 ] (113)9] 19 ==
29 ol FFES FAT = vk, e (113)9] ofux gFHES &l (dAd, EF¢1, yEE2 s
e FREXE T) oA 7] (d7d, Egedoly]l ke tolax 2 odolvl )9 EAste] ofHd F
2joj=e} nkg

AA skeA 19 setERA geky (114)9] o= ggtEs Aedtt. 3484 (113)9] o
= SEES & (7, HEREdAE e FEEXE 5) T4 971 (dd, Efd"elnl Es toli
Zeg odolnl F)o] EAJste] olnAlotdlo]ER Aelste] shehA [9] shehERA sk (115)¢] f-elof 3}
Ses AT sk (113)9] 15 E 27 ofvx dghes vl (i), dE2=d &) oA 3
A (Y], YEF Aol zZ3|=gtols = UEF Efjop AR =gtols )0 ERste] ¢S =
T ATz A 9ol axk destd ofyl (116)°] 38k 19] shgh== YAddrt.
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[0735] <ahg 2l 19>

(113) (115)
R2
R2C

[0736] e)

[0737] ofgf WhEA 1.32 3}ek 19 spgtERA ofnl sHehE el siEfEQl WS =Alekal vk 3Hek (118) 9]
dF srEe, 3 (1179 sgEolA BRer|s AASS o, AstAl (did, gty tazdelE
= d2=-vuke(DessMartin) AP E AREste] 3184 (119)9] dHs|= sh3tEE AFshAIA 5 vk, ¥hg2
120 =Al®l wpeb o] 3heha] (113)¢] shbes 3ehy] (116)9] sete= WA WRis fAkeHAl, sh8h4
(120)¢] ot spet&2 3tehy (119)9] FHB|= 3FES 15 £ 27 ofvleR gkl ofv|iesirA 3844
1] SgEed £58 & Ak

[0738] <& 1.3>

R3a
R3
R2 R3c
E—— o R
RZC N\
R2d A-CH,0H
(118)
[0739] (120) (119)
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obe) WA 14t T R 717F wIE EOHE sheha 19 sEHEe S wAs ok pert sl
e 3k 22 ®ET)Ql gk (121)9] s3Hee 37wk 1ol ek e sds wa g &
Stk BE71E gt (A, 60 psi)e] Fadel AlAste] kA (122)°] S290E sgEs AT F 9
O sk 1e] shetee S (122)9] SgEs & (A, NN-UHEEZEo s, HES =R,
oblE E oMEUEZ ) FelA 47] (dAd, FRHERF, UEF HA(EdEdd)oh]E 8 54t
self B)e EAstel Behol= A%k R (o714, Xe FER, HEF wit 20w $USNA 4T
ootk Eyen, sehy (122)9 Fgws &vi (dAd, HESSERFY, A" oEHCE Be IR
2o ) FolA e Aok (R, EruldEs, ERdrad B Evdiad 5) 9 ddd,
Holazed e Y-tert-FEo| opAfztaRdeo|Ee] EAlste] Ak wbg 215 o] gste] Uz} W
SAoRA e 19 Fges Agdr. EHoeR, sy (122)9 e 97 (A, FRIEF
EE e E SR AU Fo opd Frols EE FEEI WAL B E¥d FREe|E A%

st (1)

2a 2b 2¢c 2d 3a 3b 3¢

set4 19 FgEe kY, R, RS RS R R, BT EE Rl RER wi EgEfosuueydes 79
A%, ofg] WA 15 W wkg Al 1.6o] mAR e} o Frle] FEAT AT & Atk EZedolE 3
JEE DEE SRRS BekE Sue) EAsl ugoz Au@ Fol MAsri/FARUEFOR £
o2 Agsta, EFEFeEdusyrd F4EY BSAA 5T 4 vk gehy (123) e (129)9] 3%
= ®R", RS R R R R mE RN rEr s ExZsomvgsydes 2 4H)S &)
(A9, NN-UHEXEolHE EE= o AEUER &) FdA ZgF Ful (A9, ZgF ofAHoE B
Ega(gudgdolE2)gZe2tE(0) ) 2 k= (d3Y, Efl(oc-22)XE2F, 1,1'-¥]2(HHd 222
1 %

AR A Ee 2-(H-tert-FEEX2T )M F)o EASte] Altstold = AIQISIER|REFA 9 At
s q-A1A sk 19 FRHEEA 8ea (124) B 318 (130)9] Aotk SFES AT 4 Ao
(3 [Marcantonio, K.M., et al., Org. Lett. (2004), 6:3723-5] % [Yang, C, et al., Org. Lett. (2004),

2b 2¢ a 3b

6:2837-40] =), kA (123) E: saba (12009 92 R, R, R, R, R R, RS =2 R 1
2R X EFEFeRvdsexdSA V& /DS &u (g, NN-UHEXEE EE oMEUEY
) FoAA ZEE 9 (g, s oMAEH O E, HESV|A(EIAdE~A)ZHE(0) B EF(Hl
AedlolE)t]ZetH(0) F)e At 1 7|9k gArstebs shollA 15 & 29 oW1zt vhgA]7]A 382
19 e 3324 (125) E=x= 318kA (131)9 oln= 3lgt&o] HA ATt (£33 [Takahashi, T., et al.,
Tetrahedron Lett. (1999), 40:7843-6] % [Schnyder, A., et al., J. Org. Chem. (2001), 66:4311-5] ZZ%).

AHA v (Ullmann) AZ% Wk z7sbe], 84804 (123) ®== 834 (12909 aatE R, R, RS, R,

w

3a 3b

R
RY, R, RS mx R new == EgZfeoadderdss 712 74)e 4o (A, Ord £
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S e oMNEYEY F) FolA Ty AlY (dxd, gae=skgE EE BEsE 5, 47 (¢
2 25 ) 2 oAl (oY, N N-tHE = F)9 EAlst H= siET vk
14 1] SFERA S (126) Et H9hy (132)9] Tl olE= H3Ee F4T & At (2d
[Sawyer, J.S. Tetrahedron (2000), 56:5045-65] % [Ma, D., et al., Org. Lett. (2003), 5(21):3799-802]
Fz). sheha (123) mE 384 (12909 #3E R, RT, RS, R', R, R, R® =& R4 HEr e
EEFoEvEsExdSA 7[5 /DS & (dAd, dHEEAE, fsit BEE HEHIEEFTE F) F
oA kg Ev (dAd, ZgE olMEHlolE, HEZHIA(EFYIAHdE-)FHE(0) B E(Huded
A E)HZEE(0) T)9 EAE BztE (g, EFudE~d, EF(o-EH)XEA, 1,1'-19]2(HAd

29 ) H 24 e 2-(H-tert-FEX 2T )ujdld 5), @7 (d3d, U EE, SiNE e T8
EF 5)E AL AgeA g ol AN BN} wAA S5 19 SFERA SH (127) E ahay
(133)9] AZHE AAES AT & Ido (3 [Kotha, S., et al., Tetrahedron (2002), 58:9633] =
[Miyaura, N., et al., Chem. Rev. (1995), 95:2457] %z). 3}et4] (123) E& 3384 (120)9] 382 R,

RY, R, R, R™, R", RS e R4 ner x= egIzeoaddszds 78 /H)e

&
Uit EE HESSERFG B) FolA BebE S (AU, HEe]A(SdsdEaN) BeE(0) i E
2 (A Wb E) e R (0) $)o EAlsel 2k (dau),

Al e HEE tert-F5A= 5)E ARESAW ARESHA] @ 15 &

ez 3kl (128) i slehal (134)9] oluy: FFES AFT 4 Jr} (3 [Muci, A.R., et al.,

Topics in Current Chemistry (2002), 219:131] #%).
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(134)

W ow Q7f -0-olx, k7} 191 2 uhwe] sleka] o] FIEL ol w2 20] 7AW wle} e Aubz A
el wek AP 5 gk okl EAW uhel o], e (2019 FHFFES x1%o1],q g5t (202)¢] 2E
THF %) oA 3st2] (103)9] olAtel 3}gHEo] 7
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RO R2 o
R3b R2b
HQ™ + R'Li + 7o) (203)
X R (202) RZ N
Rad R4 Rt
(201) (103)

(204)

(205)

oF, 7} -0- EE -S-o]iL, k7} 021 2wl g}k 9]
bA] Aabel mhet 3HdE 4 o, o)A & A
o Q7F -0- E= -S-olar, k7F 091 & 2He] ek 19 sietes FEIH.

<qh-g-2 3>

(203) ———~

54 (i)

HHom, Q7F C(0)-, ~(CH)- EE= —(CFy)-olat, j7} 0 & g s}3ha 9] s}3HE2 ofg] k&2 49 7]

g mpe} e ANk Hxjol| wpegl FAE 4 vk, F7] AW mpe} o], 3k (401)9] 2R Aok
| (A, AsEd e EF<d F) FTolA 33 (103)9] olAtE FetEo AE-7I2Rd 7]9f WhEA]
A 35t (402)9 S2AES 5. 38k (403)9] EEE2 35y (402)9] FFES AT (dHY), E
golddeh) o2 AHElste] §221E9] (-3 X9 | =Fd7|E AAT Fo 530, 354 (403)] 3RHE
S S gsh (402)9) ES SOCL/NEt; o2 Helgh o 7Zn #3102 FAANA $5F 5 . §3H

e $29% wele -3 A4 B9 (do)e] HFER FUAA ek (405)9) HTS
FEShT, olF WFSAA Sheh (106)e] AZEANS ARATE. ololA, 7] 7@%@‘* e BRelA 2
A Aol weh 58t (4079 A FRele|ER AAT,  Folxib (AW, ATV F)e] EAs)
o wAN IASE F Qb -C(0)-ola, 7} 091 ¥ wHel Hey 1o HEES ?%w. o #sb4) 19
AUEL J=ndslS A (429, ZAT94R) T FIAA FAD G2 A%E 48304 AAges

ko

woddel feba 19 S8 £5ad. H9H4 19 HHE (408)9) F2nd]
g 22028 Ao (AT, WS Aol G EELo S F)3t WA Qb CFoolar, |
34 19 UEFoR GBS G4BT, A4 19 G (408)9) A=2ud]E B
YEF )2 FAAA Q7F -CHOH)-°]az, j7F 091 & A o] 3518h2] [9] 3|=%A] 33&E
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A7 ‘%%Tﬂr ﬂ@“‘ (502)¢] sh3tEe 318h2 (501)9] 3taEs
A (011741'41, EFAOﬂ%‘@‘_%)Oi Agste] SEHZAEEY FES =FHIE AAGS Fo 5T 4 U
sleka] (502)9 BgHEe w3k shek] (501)9 e % SOCI,/NEtz o2 A 2]8 Fof Zn EHoz FINA F5
g 4 k. shE] (502)9 FHES A9 sEE (Ad7d, EYHEAE SF2EoE 5)E A ste] 4 o
Ha S0AE JAstaL, ol olHZE (1) EZFozvdsIvoE 2 IE5dH3=z X ste] 3leh4]
(503)9] 3gES 53, Wyom, sk (503)9 FIES FHA (502)9 I}FES 7] (A,
LiOH, iPrNH ¥+= LDA §)& AHslaL, o]Fd ggds|=st WEAlA 58 F vk, vARx4 9kgs &

gk ARl arejstell ofsf shshA (504)¢] FetEs
2 dAsAA Q7F -0-0]aL, j7F 0°]aL, k7F 191 &
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<S4 5>
Rza o) RSE
R2b HO R
o + ———
R2¢ ” R3¢ R"MgX (501)
R2d R3¢ (105)
(104)
(101)
- (502)
" (503)
(504)
R'—X
(102)
54 (i)
AWo®, Q7F -NHC(O)-olaz, j7F 091 ¥ el speha] 19 shghaE2 ofdf whgA 6o 7IAjE npeh 22 dut
A Aol wel g4E 4 Ak, ok GAE viek gol, AE HFE (108)& 4 (AT, ETF oA
EAL 5) TolA okA= (A, YEF o= )= Agste] Q7F -NHC(0)-elaz, j7F 021 & 2rg o] 315k

I19] 7 E(Schmidt) W& A ES A&},

(408) o4 ()
8 Q7h -C(0)0-0] 31, j7F 091 ¥ Wl ssha 19 SR obel WA 7o) FIAE ush g Ay
Aol Wl g8 5 ek, obdl GAR wie gol, ety (701 SFE (1A 4o] 1A vhsh ge
314 (405)9] Bl UF FAU FA Aol W FET F A2)S £F §l (A, HEGI=
ZFS T ue 5 0, FASEE, FASHEF e FUR2E 5) Aol
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(701) 4] (I)

</K]}\‘|g§ﬂ>

7] Azl 8ot Lo shgiel Axel AgEE FA6l B@ Ao, 7] Adds serd 19 By
of B Aolr], oE Az L AN ANY HFE WEE 37 WgHAAY FFE WSt A
o

Azl 1

-8R R-3-(6-8] S HAI-1, 3- MR S-5-2)-3-(3] S SA W &) -1-0 F -1, 3-0) 3| S R2H-Q B2~ 2]

A, 4-BER-1-ME-1H-A =] §4

T NN-tHEEFolr = (50.0 nL) & FASUHER (2.54 g, 66.3 mmol, FF 5 60% T2kH)e] E3H&E
4-BZWIE (10.0 g, 51.0 mmol)& 0 CelA H7Fedch., Wb Z3HES 0.5 AIZF 5 wykgh $o], 1-82.2
2HE (9.25 g, 61.2 mmol)S 0 ColA A7, Hbe 3329 Ao 6 AZF 59 wuksla, 94 &
M (20.0 mL) o2 AASYTE. ¥ EIES B (100 nL)E FAstar, oEHlZ (3x200 mL)&E FZ3tgch. 3
g fUlsS 97 (100 mL)i AFstL, F4 FAUER oA dAxA7)a, ARtk AH(ES T3t
5 AZANFY. ol o3l i“*_ (100%) 0.2 &Fate ZAY A=RnEIYIHE F3hste 34 FFE
(13.3 g, 98%)< o* 4= F5I.

"H NMR (300 MHz, CDCl,) § 7.30-
7.27 (m, 2H), 7.14 (t, 1H), 6.88 (t, 1H), 6.55 (d, 1H), 4.08 (t, 2H), 1.87-1.77 (m, 2H),
1,39-1.22 (m, 4H), 0.88 (t, 3H); "*C NMR (75 MHz, CDCl3) § 136.3, 129.2, 128.4,
122.2,122.1, 114.9, 108.7, 101.3, 46.8, 29.9, 29.1, 22.3, 13.9.

B. 4-B 25 -1-ME-11-20E-2,3-t2 34

T UuEEE A= (350 nl) T 4-BERE-1-E-11-21F (25.0 g, 93.9 mmol) o] &ofo]] N-HERsilou=
(50.2 g, 282 mmol)E 30 & &t AA o] Huredvk. WE EFES 60 TolA 3 A &<k 7L
om, o] wf U} == 120 T7HA F7bsisith. 2o ® WAl Fo, kg EFES oY oMAHE/E
(1/1, 600 mL)ell F-3Ath. 7152 Fds8tal, $45S old olAHIE (3X500 mL) 2 F&3H3Ach. et
7155 B (3X500 mL) 2 MHst, F4 GAGEF dollA dxA7]ar, of#egltt. AARES gt 5

Az=AA #A e (25.7 g, 92‘7)% 2 T R

HNMR
(300 MHz, CDCl3) § 7.38 (t, 1H), 7.21 (t, 1H), 6.82 (d, 1H), 3.68 (t, 2H), 1.72-1.59 (m,
2H), 1.39-1.25 (m, 4H), 0.86 (t, 3H); °C NMR (75 MHz, CDCl) 8 180.9, 157.2, 152.6,
138.4, 128.3, 121.7, 116.3, 108.9, 40.4, 28.9, 26.9, 22.3, 13.9.

C. 4-B 2 W-3-3| =5 A]-3-(6-3| =5 A]-1,3- 1l 21 5E&-5-A)-1-9E-1,3-H 3| = 2-20-Q1 E-2-22] 94

HEGS=RFF (200 nL) F 1,3-M2TSE-5-2 (12.8 g, 92.9 mmol) 9] & &
o (50.7 mL, 101 mmol, °HIZ F 2.0 M)S 0 TollA] H stk Whs E3HES 0 CollA] 0.5 AIZF &9
wkatglom ) o] w FA HxEe] FAHAT. LulE Fhetstel AAT Fol, I
S 7] AL, 1iiiuﬂE (100 nL) % 4-BEX-1-WE-11-2%-2,3-12 (25.0 5

2 B3 0 TolA 10 & Betol AA Hbsidth, W EFES A0l 16 Au} %o}
shEwE 89 (100 mL)Qi AR, 3 =

Fspleh,

)
&
F 77155 da=2 AFsta, 5o RGeS A dxzA7la, Oﬂi}ﬁ}%‘t‘r. oaES

A
¥ o ©
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Fatol BF HAXARHG. TFE Y] odE olAHolE-dAow fEaE AY ARnEIuE 35
BA SE (34.9 g, 97R)S A 173 EEE F538l

'H NMR (300 MiHz, DMSO-dp) & 8.95 (s, 1H), 7.29-
7.21 (m, 2H), 6.88-6.81 (m, 1H), 6.55, (s, 1H), 6.14 (s, 1H), 5.86 (dd, 2H), 4.24 (s, 1H),
3.70-3.52 (m, 2H), 1.69-1.55 (m, 2H), 1.31-1.24 (m, 4H), 0.83 (, 3H); "*C NMR (75
MHz, DMSO-de) 5 177.6, 152.6, 149.1, 144.8, 141.2, 131.7, 127.7, 127.6, 121.0, 113.8,
108.3, 106.7, 101.7, 101.4, 80.5 40.5, 28.8, 26.7 22.2, 13.9.

D. 4-H2R-3-(6-3| =FA]-1,3- Mz &&E-5-9)-1-Hd-1,3-1 3| = 2-20-Q1 &-2-29 T4
=2

gZz2de (100 nl) F 4-HRR-3-3E2A]-3-(6-3]| =2 A]-1
2H-S1E-2-2 (34.9 g, 80.4 mmol)e] & Mo EgZF o RolAEA (18.
g, 161 mmol)& FH7Fstth. A &AE AFoA 3 AZF E<F an

N

g, 161 mmol) ¥ Eeloje A (18.3
Fa) 55 AxAA. 9FE

< YEFEEdE (200 nL) o= 3]Astar, x3} Qs &9 (50.0 mL), ¥ (3x50.0 mL) = AlH3kL, &
T OAMUER AelA AxA7IaL, oFegin. oaEs Awstd w5 AxAZY. AFiEs oHEERH
ARGANA BA SFE (16.5 g, 49%)S 2 LA F53A0

'H NMR (300 MHz, CDCly) 5 7.29-7.21 (m, 2H), 7.14
(dd, 1H), 6.58 (s, 1H), 6.10 (s, 1H), 5.85 (dd, 2H), 5.01 (s, 1H), 3.75-3.55 (m, 2H),
1.69-1.56 (m, 2H), 1.35-1.21 (m, 4H), 0.86 (1, 3H); °C NMR (75 MHz, CDCly) § 177.9,
150.9, 147.6, 145.4, 141.6, 130.3 127.1 126.8, 120.8, 113.3 108.0, 106.7, 101.5,
101.2, 59.9, 48.6, 40.7, 28.9, 26.9, 22.3 13.9; MS (ES+) m/z 418.3 (M + 1), 420.3 (M +
1).

E. 4-BE 5-3-(6-3] S 2 -1, 3- W20 S %-5-9)-3-(5] S SA M @)~ 1-0G-1,3-1] 8] = 22l F-2-29] T

)

t]
= UFE2ek (150 ml) 5 4-HE2F-3-(6-3| =FA-1,3- 0205 4-5-U)-1-9E-1,3- 3 =2 -20-A E-2-
2 (7 50 g, 17.9 mmol)¢] & ] Egodoldl (10.9 g, 108 mmol) ¥ = EFWEAH (7.80 g, 71.8
mol)S 0 ColA H7FSATE, g ZIES 0 Cola 2 AIZF H¢F wiksla, YZF22HE (100 ml) o2 3
At EFES B (3%50.0 nL) & AFstar, £4 SAmladlg Ao dAxA7)an, o3t oJIE
S AFEe] BFH AXAHY.  AFES THF (150 mL)o] |HA2 Fo] T2 s)= {N (4.90 ml, 179
mmol, & = 37 £H%) % olHEZEH(II]) EYZFo2vEeEIolE (1.11 g, 1.79 mmol) S H7}8tdck. A

EE 2o 36 AR w9t adtelgitt. &ujE ststel AAg o, FFES tEEEdE (200
5 FEAGESR (50.0 mL), 23} A8ty (50.0 nL) ¥ B (100 mL)E AH 3.

pZs

X
TS T BAUEF A AxA7a, ofaedivt. ofates Awstel w5 ARAA #A see
)
=

H NMR (300 MHz, CDCl) 6 8.28 (s, 1H), 7.10 (¢, 1H), 7.00 (dd, 1H), 6.89
(dd, 1H), 6.83 (s, 1H), 6.27 (s, 1H), 6.85 (dd, 2H), 4.52-4.41 (m, 2H), 3.90 (dd, 1H),
3.70-3.65 (m, 2H), 1.68-1.57 (m, 2H), 1.36-1.29 (m, 4H), 0.83 (t, 3H); 3C NMR (75
MHz, CDCls) § 178.1, 150.3, 147.2, 147.2, 140.5, 129.6, 129.2, 125.6, 118.4, 114.8,
109.2, 106.9, 101.0, 98.2, 62.6, 57.6, 39.9, 28.9, 26.7, 22.2, 13.5 .

1-(2- A F 2 Z 2 B ©)-3-(6-3] =2 A1, 3- W H 0] S %-5-9)-3- (3] SR A &)-1,3-1] 8] = 2212 E-2-2 ]

)

4
A 1-2-AEFREZ 2 E)-11-90=-2,3-1-29] g4

o NN-tHEd 2 Eolu = (25.0 nl) 5 F4ASPHEF (1.61 g, 41.9 muol, FfF 5 60% wAkeH)e] ekelo|
oAFRl (6.17 g, 41.9 mmol)S 0 TelA Hrlsdok.,  wE EFES 0.5 AR B wwrE 3o
(2-BRRENAZEZEZFH (£ [Maercker, A., et al., Justus Liebigs Ann. Chem. (1972), 759:132-157])
(9.25 g, 61.2 mol)& 7l AHE TFES 24 16 AlZE sk wnkstar, & (50.0 mL)2 2133}
Atk E3FES " ofHOlE (3x100 mL)E FE3HAT. ek f715S & (3%50.0 mb)E AlFH, F
T EMUER oA dxzA7)a, AFEdk. AFRES TSkl w5 dAxAA ZA FFE (6.50 g, 90
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%)& AY IFAR FEFA,

"H NMR (300 MHz, CDCl3) § 7.57-7.51 (m, 2H), 7.05 (t, 1H), 6.88 (d, 1H),
3.79-3.74 (m, 2H), 1.59-1.52 (m, 2H), 0.70-0.61 (m, 1H), 0.44-0.38 (m, 2H), 0.05-0.02
(m, 2H); *C NMR (75 MHz, CDCly) § 183.7, 158.2, 151.2, 138.4, 125.4, 123.6, 117.5,
110.3, 40.3, 32.2, 8.6, 4.3.

B. 1-(2-A12 2 X 2 90| €)-3-3 = Al-3-(6-3] =% A1, 3- 2 1] & %-5-30)-1,3-T] S = 2 2H-Q E-2-2 ] §4

)

THF (20.0 mL) 3 1,3-W20<S%-5-8 (1.25 g, 9.06 mmol)2] &0 Azlol Az 2Hulaud &4 (4.53 L
9.06 mmol, THF & 2.0M)& 0 ColA 5 ¥ =9t A Artebgicy. W .

w, o] w 7 HHEe] FAEATG. &g Fststel AAT Fol
A71EL, 0 CE YZAAT. 2R (20,0 al) F 1-(2-AFRZ2 o) e
8.23 mmol)e] £ Ay fole] 0 ColA A7, ARE TS Ao 16 A|7F B wuksli, ¥
3t Gy &9 (30.0 mb) o2 AASNATE. F71S5ES wYystl, & (3X25.0 nb)E AHsA, 7 gl
EF Aold AxAza, ouegn. od#ES WFEe vF ARAZATG. AFES od opAHE 2 o
Hezgy 243 A mﬂ shgHE (2.22 g, 76%)S A AR F53H50T.

NMR (300 MHz, CDCl3) & 9.52 (s, 1H), 7.46 (d, 1H), 7.37 (dt, 1H), 7.18 (dt, 1H), 6.90
(d, 1H), 8.56 (s, 1H), 6.23 (s, 1H), 5.84 (dd, 2H), 4.55 (s, 1H), 3.87-3.63 (m, 2H), 1.64-
1.44 (m, 2H), 0.68-0.55 (m, 1H), 0.41-0.27 (m, 2H), -0.02-(-0.07) (m, 2H); ®*C NMR (75
MHz, CDCl) & 179.1, 152.4, 148.8, 142.7, 141.3, 130.3, 129.1, 126.3, 123.7, 117.3,
109.5, 106.9, 101.9, 101.4, 79.3, 40.6, 32.2, 8.6, 4.3, 4.2; MS (ES+) m/z 337.6 (M -
17).

C. 1-2-AZR2Z 2PN E)-3-(6-3| =FA|-1,3- 02 &E-5-U)-1,3-1 ) =2 -20-AE-2-2 9 FA

H O
g2 29 (30.0 nL) T 1-(2-A|ZF2EZ 2 Y)-3-3| =FA|-3-(6-3| =FA]-1,3-HM F 0] =%-5-U)-1,3-1] 3]
E2-2H-91E-2-2 (2.22 g, 6.27 mmol)2] &Mo| ETZFQZOlMEAL (2.12 g, 18.8 mmol) ¥ E]ojed et
(2.14 g, 18.8 mmol)S H7I8Ith.  ZA A4S A2dAM 0.5 A Fob mwweta, JFs] wF
A A

AzAAY. AFES tZE2 29 (100 mL)o® 3|A8taL, & (3x50.0 mL)= AHsti, ¥+ HhWER A
oA AZXAZIZ, AFSIATE. A}ES AFstd F ARAIAT. FREA & oY olMEelE/E
(20/80) 0.2 &Z&35t= A9 ARvEIHRIE Fdste] TA FIE (1.69 g, 80%)S 24 A= F59t).

"H NMR (300 MHz, CDCl3) § 9.21-9.10 (br, 1H), 7.38-
7.30 (m, 2H), 7.16 (t, 1H), 6.96 (d, 1H), 6.63 (s, 1H), 6.33 (s, 1H), 5.84 (dd, 2H), 5.01
(s, 1H), 3.87-3.72 (m, 2H), 1.66-1.46 (m, 2H), 0.69-0.59 (m, 1H), 0.43-0.30 (m, 2H),
0.09-0.06 {m, 2H); °C NMR (75 MHz, CDCl;) & 178.8, 151.3, 147.6, 144.1, 141.5,
128.7, 126.2, 123.1, 115.2, 109.5, 109.4, 106.5, 101.5, 101.2, 47.4, 40.5, 32.2, 8.6,
4.3,4.2; MS (ES+) m/z 338.3 (M + 1).

D. 1-(2-AE2Z 29 e)-3-(6-3] =FA|-1,3- Wl £&E-5-9)-3-(B| =AW E)-1,3-1 3| =220 &-2-&

,
o 34

4-B 2R -3-(6-3| EEA]-1,3-H 20 &&-5-2)-1-
] L=

3-(6-3| = A]-1,3-#l 2] 54-5-9)-1,3-T]
g wkel e Axjol| el B4 F3FES

“”rg

AE-1,3-13| =220 E-2-28 1-(2-AZF2x 2o E)-
5 -9 E-2-20 % AstE HPS F8sta A x| 1E 7]
FE319Y (53%). Ry = 0.28 (EtOAc/&AE, 1/1).

e [3-(6-3| =FA-1,3-Mxt5E-5-9)-3-(3| =AM &) -2-54-2,3-H 3| E2-1H- E-1-L oA H o] E €]

7

23S oY HEROMHER EHZﬂo}L H-2A A4 WY Fdsta Al 240 7]
g wpeh 2 Hipel] whel FA eSS W 2 2 Sskltt (79%).
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SS=50l 10-1432460

"H NMR (300 MHz,
CDCly) 5 7.64-7.54 (m, 2H), 7.16-7.11 (m, 1H), 6.77 (d, 1H), 4.47 (s, 2H), 4.22 (q, 2H),
1.26 (t, 3H); MS(ES+) m/z 256.2 (M + 23).

o [3-5] =% A]-3-(6-3] EFA -1, 3- M £0) 5 £-5-90)-2- %22, 3-0) 5] £ 2 1H-Q1 %~ 1= J oA Hl o] £ &

E£-2,3-H25 " (2,3-H54-2,3-Hs| E2-1-E-1-d) oA Hle| EZ A8}
aL Alzel 2Bell Z1AlE whel 2 Axjel] wel FA sES FEsT (95%).

1

H
NMR (300 MHz, DMSO-dg) § 9.08 (s, 1H), 7.21-7.13 (m, 2H), 6.93-6.86 (m, 3H), 6.57
(s, 1H), 6.19 (s, 1H), 5.88 (m, 2H), 4.47 (m, 2H), 4.13 (g, 2H), 1.19 (t, 3H); MS (ES-)
m/z 3702 (M - 1).

(@]
2,
u)
)
|
>
|
ol
iyl
Jfu
>,
L
<
=,
BN
o
do
b
T
e
¥
do
[
S
w
o
ol
1
ffl
=

~QE-1-L oA E o E 9] §HA

= ZY&E-5-9)-1-AME-1,3-H3| EZ2-20-01E-2-2 5 dE [3-3|=F
: U5&-5-U)-2-84-2,3-13] Z2-1H-A5-1-d ol Ele] EZ diAst= H-AA A
ARES Fsta Azl 1o 71AE vheb e dapo] wet ¥4 SES W 2R S50 (84%).

"H NMR (300 MHz, DMSO-ds) 89.37 (s, 1H), 7.19 (m, 1H), 7.01-

6.90 (m, 3H), 6.43 (s, 2H), 5.84 (m, 2H), 4.86 (s, 1H), 4.56 (s, 2H), 4.13 (g, 2H), 1.18 (1,
3H); MS (ES+) m/z378.2 (M + 23).

old [3-(6-3]=FA-1,3-H1ZE-5-Y)-3-BI =FA W Y )-2-F42-2,3-U 3| EZ-H-Q1E-1-d | o} A E| o] E
6-3) =2 A-1,3-HZE T S4-5-9)-1-9E-1,3-0 3| = 2-20-¢1E-2-&5 e [3-

3
2))-2-92-2,3-T) 8 E2-1H-Q 51 b Elo] E2 Al W-2A A WEe
o 1Eo] 71AE wheh @& Aatol whel EA HFBS WA PA S5

BN e
uf
do o
rulh
Qlj‘l —~
©
|

;

H
NMR (300 MHz, DMSO-ds) § 9.03 (s, 1H), 7.17-6.85 (m, 5H), 6.22 (s, 1H), 5.83 (s, 2H),
5.04 (t, 1H), 4.56-4.08 (m, 5H), 3.69 (m, 1H), 1.18 (t, 3H); MS (ES+) m/z 408.1 (M +
23).

e 3-{[3-(6-3| =EA]-1,3-MZ 0L E-5-2)-3-(F| EEA W E )-2-824-2 3-TF =2-11-015-1-9 v & }ull =
ol o] E o] 34
A, g 3-[(2,3-T] 2 2-2 3-T] 3] = 2-11-Q 5-1-) W e |ul Zo| o] E9] &4
(2-BRBIENAZRZEZR2RS wE 3-(BaEdeh)llzdolER diAshs v-2442 W3S F3sta A=xd
209 71AE wiel Ze Axpol| ulet FA| BTES QAN uAZ FEIFT (84%).

H
NMR (300 MHz, CDCl,) & 7.99-7.95 (m, 2H), 7.60 (d, 1H), 7.53-7.47 (m, 2H), 7.43 (d,

1H), 7.09 (t, 1H), 6.43 (d, 1H), 4.95 (s, 2H), 3.89 (s, 3H).

B. W8 3-{[3-8] =% A]-3-(6-3] S HAI-1, 3-M 0] $4-5-90)-2-% 42, 3-0) 8] = 2111215 1-2 || & b o o]
E9 4

1-(2-AZ2ZahdqE)-1H-¢15-2,3-t] &< fg 3-[(2,3-T]24-2,3-U3 Ea2-11-QE-1-d)d e JH X o] E
2 gAskE v-AAR A WES Fasta AZe] 2Bo VAW ule} e Azt uel B4 FITES FEI9

o} (96%).
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[0820]
[0821]

[0822]

[0823]

[0824]

[0825]

[0826]

[0827]

[0828]

[0829]

[0830]

[0831]

[0832]

[0833]

[0834]

[0835]

[0836]

[0837]

S=S0ol 10-1432460

H NMR (300 MHz, CDCls) § 8.65 (s, 1H), 7.92 (s, 1H), 7.85 (d, 1H),
7.41-7.38 (m, 1H), 7.32-7.24 (m, 2H), 7.19-7.13 (m, 1H), 7.04-6.9 (m, 1H), 6.63 (d,
1H), 6.44 (s, 1H), 6.39 (s, 1H), 5.79 (s, 2H), 5.05 (s, 1H), 4.83 (dd, 2H), 3.80 (s, 3H);
3¢ NMR (75 MHz, CDCly) 5 178.7, 167.0, 151.0, 148.5, 142.1, 141.1, 135.7, 131.6,
130.5, 130.1, 129.1, 129.0, 128.4, 125.5, 123.9, 116.7, 109.7, 106.5, 101.3, 100.5,
78.6, 60.6, 52.4, 43.6; MS (ES+) m/z 456.1 (M + 23).

C. Mg 3-{[3-(6-3]| =FA]-1,3-Hlx=&E-5-Y

P
i
1Y
&
b
o
o

n
fa
=

o

-AE-1-g " ol o] E ] 3H

1-1,3-Wl %0 &&-5-)-1, 3—E16]5§—2H—°1E 2-25 Wd 3-
$&-5-9)-2-%20-2 3-H 3 =R- - E-1-d el 2ol o] ER oA
= Howke} e Zg_‘.iM] uEh E2A SghEs St

1-(2-A 22 xR Pl Y)-3-8] =5 A]-3-(6-3] =54 -
{[3-3 =& A]-3-(6-3| =EA]-1,3-H 2T

b H-ZAA WYPS st Al
(98%). MS (ES+) m/z 418.2 (M + 1).

D. Mg 3-{[3-(6-3| =2 A]-1,3-M 2] 2%&-5-9)-3-(F| E2A W& )-2-&2-2 3-T)3| =2-11-¢1 5-1- ]| &l 1l
Zoe|E9] A

- 225 WE  3-{[3-(6-3| =EA]-
Aete w-AAA WEe 53

4-8 2 -3-(6-3]| = EA|-1,3-Hl F ] &4
H3s =
At (81%). MS (ES+) m/z

5-4) 1, =
1,3-Hl 2] 24&-5-9)-2-2 4-2 3-U) 3| = 2-11-¢ E-1-d ] v & 11l
stal Alzxe] 1B 71| wiel 2 dxjel wiel A IFES WA 2t
470.3 (M + 23), 448.3 (M + 1).
Az 5
e 4-{[3-(6-3| =EA]-1,3-MZ 0L E-5-2)-3-(F| E2EA W E )-2-&2-2 3-T3 =2-11-015-1-9 v & }ull =
olo] E o] 34
A, HE 4-[(2,3-UL4-2, 3-T3 E2-1H-¢1=-1-d)H & [ ¥l x| o] E<] &4
(2-rERJehAZFETa RS HE 4-(Bardqe)HlzodolER A5t H-248 %< WS F3sta A=xd
280 71218 wiel 22 Axpol| whel ®A| SES LAY AR S5 (84%).

H-NMR (300 MHz, CDCls) § 8.00 (d, 2H), 7.61 (d, 1H), 7.46 (¢, 1H), 7.38 (d, 2H), 7.09
{t, 1H), 6.69 (d, 1H), 4.96 (s, 2H), 3.88 (s, 3H); MS (ES+) m/z 296.1 (M + 1).

B. "Wld 4H{[3-3]=FA|-3-(6-3| =FA]-1,3-WF 0] &-5-U)-2-F4-2,3-1 3| = 2-11-2 &-1-< v & 1l % of| o]
Eo] 34

1-(2-ANEF2Z 2 E)-11-215-2,3-t25 HE 4-[(2,3-1=24-2,3-43| =2-11-¢5-1-<) v e |4l
2 gAlsteE v-AA e M-S Fsta Az 2Bl ZAE wiel T Ao wiel A IFHE
ok (79%). MS (ES+) m/z 416.1 (M - 17).

C. WE 4H{[3-(6-3]=FA]-1,3- 120 &&-5-U)-2-5 42, 3-U] 3| = 2-1-U E-1-L |WE 1l o o] E9] 314

1-(2-AlZRZ R A E)-3-3] =5 A|-3-(6-3] =5 A]-1,3-Hl 20| §5-5-%)-1, S—E]élti—ZH—O lE-2-2% vg 4-

{[3-3]| =2 A]-3-(6-3] =2 A]-1,3- M ZT]| £ 4-5-9)-2-2 22 3-T s E2-1-AE-1-d & Az o] ER A
e WYS Fdsta Az 200 7A€ wkel 22 dxfe] weh 3A 5}%%*— A2 #5330 (98%).

MS (ES+) m/z 418.1 (M + 1).

D. We 4-{[3-(6-3]| T2 A]-1,3-H1FT]&E-5-U)-3- (3| EE2A W & )-2-2 -2 3-T]3| E2-11-¢15-1-< | v & }ull
Zoe|EQ] A

4-B 2 W-3-(6-3] E5AI-1, 8- 2T SE-5-9)-1-9 91, 3-H S 22l E-2-2 " 4-{[3-(6-3]| =54~
1,31l 2t S&-5-U)-2-54-2,3-1 ]‘:E H-E-1-d]vig il oo ER qiA|ete v-A4 4] W3S 59
sha Al 1Bl 71AE vheh 2 AAbo] wheh %A SgEE ST (81%). MS (ESH) m/z 448.1 (M +
1.

2-(3-[3-(6-3 = HA|-1,3- 0 2.0) § 4-5-2)-3-(38] = A W] & )-2-§ -2, 3-0) B = 2-1H-91 B-1-% | 2 )



[0838]

[0839]

[0840]
[0841]

[0842]

[0843]

[0844]

[0845]

[0846]
[0847]

[0848]

[0849]
[0850]

[0851]

[0852]

[0853]

SS=50ol 10-1432460

H-o]4=91&-1,3(2)-H =2 44

A 1-[3-(1,3-9=4-1,3-H3 E2-0| A0 E-2-Y)- 22 F |-11-U &-2, 3~

(2-BERJEDAFEIZZFS 2-(3-HERIZH)-11- o]ig%—Ls(ZH)—
TSkl Az 24l 7] E vieh Ze X

(
-

H NMR (300 MHz,
CDCly) & 7.80-7.79 (m, 4H), 7.61-7.56 (m, 1H), 7.49-7.46 (m, 1H), 7.18-7.16 (m, 1H),
7.07-7.05 (m, 1H), 3.72-3.60 (m, 4H), 1.97-1.92 (m, 2H).

B. 2-{3-[3-3| =FA|-3-(6-3] =5 A|-1,3- 1 2t &&-5-9)-2-% -2 3-1] | = 2-11-E-1-d | 22 F }-1H-0] &
Q1E-1,3(2H)-v 2] 34

1-(2-AZF2Z2Fo")-1-¢21=-2,3-1 =S 1-[3-(1, 2l x
2,3-g02 tAst: B-Z2AHZ My St 1&041 2Bo| 7]1AE vle} e Axtol| ulet TA FEES
S5 (96%).

H NMR (300 MHz, CDCly) 5 7.86-7.78 (m, 4H), 7.21-7.13 (m, 2H),
7.00-6.97 (m, 1H), 6.87-6.85 (m, 2H), B.15 (s, 1H), 5.86-5.84 (m, 2H), 3.69-3.65 (m,
4H), 2.46-2.45 (m, 1H), 1.94-1.87 (m, 2H); MS (ES+) m/z 473.4 (M - 17).

C. 2(3-[3-(6-3] = H A -1, 3- W) § &-5-9)2-%4-2, 30 S =R B -1-2 | T2 - 100 45—
1,3(21)-t] &2 4

4-H 2 H-3-3]| EZA|-3-(6-3]| == A]-1,3-H 20| 24-5-9)-1-7E-1,3-T] 3| = 2 -2H-¢ 5-2-2& 2-{3-[3-3| =&
A-3-(6-3] =& A]-1,3- M 2 U] 24%-5-2)-2-24-2 3-U] 3] = 2-1[-QE-1-U | T2 2 }-11-0] 22 =-1,3(2H)-T]
202 dAstE H-Z2AX W8S st Axe Do 7IAE wiel e Al we ¥4 FgES S

AT (94%).

(

J

"H NMR (300 MHz, CDCly,) 5 7.81-7.78 (m, 2H), 7.70-
7.67 (m, 2H), 7.82-7.27 (m, 2H), 7.12-7.07 (m, 1H), 6.90-8.87 (m, 1H), 6.54 (s, 1H),
6.45 (s, 1H), 5.86 (dd, 2H), 4.82 (s, 1H), 3.96-3.66 (m, 4H), 2.17-2.04 (m, 2H); MS
(ES+) m/z 457.0 (M + 1).

D.  2-{3-[3-(6-3] =2 A]-1,3- W1 2] $%-5-9)-3- (3] =2 A W &)-2-& 2-2 3-T) 5| 2~ 11-91 5-1-Y | T2 }-

4-B R W-3-(6-3| == A]-1,3-H %0 8&-5-9)-1-AE-1,3-T) 3| =2-20-¢ 5-2-& 2-{3-[3-(6-3| ==A]-1,3-
W 2T &%-5-9)-2-&4-2 3-T) 3 E2-1H-Q5-1-d ]| Z 2T }-1§-0] A E-1,3(2H)-t] Loz A= H-AA
Aol MES F3star Axd 1R 71AE vkl e Hajel wel A4 EES UEA uAZ F5IT (94
%)

"H NMR (300 MHz, CDCls) § 9.20 (s, 1H), 7.81-7.79
(m, 2H), 7.68-7.64 (m, 2H), 7.35-7.25 (m, 2H), 7.16-7.14 (m, 1H), 6.90 (d, 1H), 6.80 (s,
1H), 6.48 (s, 1H), 5.86 (dd, 2H), 4.64 (d, 1H), 3.67-4.13 (m, 5H), 2.18-2.05- (m, 2H);
13 NMR (75 MHz, CDCls) 5 180.6, 168.6, 151.2, 147.8, 143.2, 141.2, 134.2, 134.2,
131.9, 130.0, 128.7, 125.1, 123.2, 113.9, 108.7, 108.3, 101.3, 100.6, 64.9, 58.0, 37.6,
36.1, 26.5; MS (ES+) m/z 487.3 (M + 1).

Az 7

2-{2-[3-(6-3]| =5 A|-1,3- W12 5&E-5-9)-3- (3| =EFA WY ) -2-54-2,3-H 3| E2-1H-Ql &-1-¥ ] & }-111-9]
Z201E-1,302) -t 29 A

(

A. 1-[2-(1,3-T] 8 2-1,3-1] 8] = 2-0] 291 529

~—

—o " ]-1H1-915-2, 3-1 2 <]

14

I

(2-BERREHANZZZZHS 2—(2—3&%11%‘)—1&01&1%—1 32M-vleo® thA st vH-AAZ HIS
3L Az 280 71AH wle} 2 FEAT (75%).

rlo
N
E
k=)
=
=2
é
o
)
!
o
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[0854]
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[0858]

[0859]

[0860]
[0861]

[0862]

[0863]
[0864]
[0865]
[0866]

[0867]

[0868]

[0869]

[0870]

[0871]
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*H NMR (300 MHz,
CDCly) § 7.85-7.78 (m, 4H), 7.65 (id, 1H), 7.55 (dd, 1H), 7.25(d, 1H), 7.12 (t, 1H), 4.00-
3.80 (m, 4H); MS (ES+) m/z 321 (M + 1), 343 (M + 23).

B. 2-(2-[3-3] 5% A)-3-(6-8] 5% A|-1,3- M2 T] & &-5-%1)-2-9 4:-2,3-T] 8] = 2-1H-21 -1~ Jo &} 1ii-0] 222
1,302 -1 20 A

1-(2-A 22 L2 ol &)-1H-915-2,3-0 % 1-[2-(1,3-T) S - 1,3-T] 3| E2-0] £ 5-2-9)-o] & ]-1H-21 -
2,3t eow dAlsls u-A4H49 WEe FAs Az 2Bol AW ulel e Aol weh wA HFRS
SEaolt (99%).

oft

"H NMR (300 MHz, CD;0D) & 7.85-7.68 (m, 4H), 7.29 (td, 1H), 7.18-
6.96 (m, 3H), 6.88 (s, 1H), 6.16 (s, 1H), 5.85 (s, 1H), 5.82 (s, 1H), 3.81-4.01 (m, 4H);
MS (ES+) m/z 441 (M - 17), 458 (M + 23).

C. 2-{2-[3-(6-3|==A]-1,3-HMN 2T &E&-5-9)-2-L4-2 -3 =2-11-¢1=5-1-g o & }-1H-0] 2 ¢l =-1,3(2H)-
9] 34

4-H B H-3-3| =2 A|-3-(6-3] =2 A]-1,3- 20| 2 4-5-9)-1-3g -1, 3-1] 3| = 2 -2H-¢1 5-2-
Al=3-(6-3] EFA|-1,3- Ml 2T £§E&-5-9)-2-24-2,3-T] 3| E2-1H-Q1 E-1-d | ol & }-1H-°] &1 &1, 3(2H) -t &
o= hAletE H-ZAZAR HEES Fstal Az Dol 71AE wie} & Axfo] wEl A SES WA 1
A2 F53 (90%).

£8 2-(2-[3-8=%

"H NMR (300 MHz, CD;OD) & 10.15-
10.05 (br, 1H), 8.66-8.58 (m, 4H), 8.07-7.70 (m, 4H), 7.12 (s, 1H), 7.18 (s, 1H), 6.70 (s,
1H), 6.69 (s, 1H), 5.50 (s, TH), 4.91-4.56 (m, 4H); MS (ES+) m/z 443 (M + 1).

-[3-(6-3] =5 A]-1,3- M 21 $£5-5-U)-3- (3| =5 A v €)-2-5 4-2 3-T] 8| = - 1H-Q1 5-1-d |l & }-1H-
,3(2H)-H 2] 4

3
rBN
i
»—A.—

4-B 2 -3-(-3| =2 A-1,3-HZT)LE&-5-9)-1-AE-1,3-T3| =2 -20-¢1 5-2-&8 2-{2-[3-(6-3]| ==A]-1,3-
2T $5-5-U)-2-54-2, 3-H 3| = 2-1H-AE-1-d | g }-1H-0] &0 51,32 - &2 2 dAsts W3S +
ystal Azd 1B 7| AE wie} e Axjel wel %A SFES 53T (56%).

H NMR
(300 MHz, CD,0OD) § 9.97 (s, 1H), 8.72-8.62 (m, 4H), 8.07-7.67 (m, 5H), 7.01 (s, 1H),
6.71 (s, 1H), 6.70 (s, 1H), 5.79 (t, 1H), 4.88-4.50 (m, 6H); MS (ES+) m/z 455 (M - 17),
473 (M + 1), 495 (M + 23).
Az 8
1-(9Hdme)-3-(6-3| =FA]-1,3-A 2] E-5-U)-3-(F| =F A H " )-1,3-1] 3| = 2-20-20 E-2-2¢] g4
A 1-(OHA G E)-1H-215-2,3-1]&-9] A

(2-BRFENAZFEZRRS 1 1'-(Brdud)gddoes gAsts v-A2A % Ay Fystu x4
200 714 E ule} & Hxpo] wel A FEES LA uAR 559 (68%). MS (ESt) m/z 336.4
M+ 23).

B. 1-(H#dHE)-3-3] =FA]-3-(6-3] =5 A|-1,3- 1l £ 1] 5E-5-2)-1,3-H 8| =2 -20- 5-2-2¢] &4

QAR E LD U2 30 & ()l g 2o dalshs v-a 449 A
g ashn Aeel Bl A vk 8 ARl we A SRS SN Euw ot 09%). NS

(ESt) m/z 474.5 (M + 23).
C. 1-(daAdmE)-3-(6-3| =5 A|-1,3-2HE-5-U)-1,3-H | =2-20-1 5-2-229] &4

(2 AR AN D)5 S5 (6 LS ME S5 L5 R A2 2 1

2 e
Io9)-3-3 = ZA-3-(6-3| =S A -1, 3- M £ T $4-5-9))-1, 3-SR 2H-Q1B-2-L 02 tAFHE WPS 5
S Az 20 A v B AAdl we EA HHEE NN AT SR (B4%). 1S (550
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[0879]
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[0884]
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m/z 458.4 (M + 23).

D. 1-(ddduE)-3-(6-3| =FA]-1,3-Hl 20 &E-5-Y

~
|

P

—~

SI=S A M E)-1,5-0) 8l Z 222l -2 0] FHA

4B 2 B-3-(6-3] EF A1, 3- WA E-5-2)-1-AP-1,3-T) S| E2-2H-Q B-2-2 T4l 1-(v) A D el e)-3-(6-3]

5-4)
E2A-1,3-M 205 4-5-9)-1,3- 3| =2 -20-¢1 5-2-2& ALgdtE H-ZAAZ WES Fd@sa Az 1R
71 whe} 22 Ao wet %A SFES 53T (56%). MS (ESt) m/z 488.3 (M + 23).

1-[3-CR A S A) 2 B -3-(6-8] =2 A -1, 3-M 2 0] §8-5-2)-3-(3] = ZA| v )1, 3-0) 3] = Z-2fi-91 B-2- &)

A, 1-[3-(MASAD L2 F ]-11-Q1E-2,3-t]-29] 4
4~HZHIAES oAl o R UAsla -EZEAEGS WA 3-HZ Ry ad o g 22 A5 n-Z2A4g=e Wy
S Fasta Az 1A 7]AE wkel 2 dabd wek 34 SEES 93 AgHeR ST (95%).

H NMR (300 MHz, CDCls) & 7.57-6.92 (m, 9H), 4.50 (s, 2H), 3.84 (t, 2H), 3.54 (t, 2H),
2.03-1.94 (m, 2H); MS (ES") m/z 296.3 (M + 1), 318.3 (M + 23).

B. 1-[3-(l A 5A]) Z 22 ]-3-3] =5 A|-3-(6-3] =5 A]-1,3-#l 0] £$£-5-9)-1,3- 1] 8| = 2-20-91 5-2-29] ¢4
4-B 2 R-1-HE-1H-91E-2,3-1 28 1-[3-(AdSA) 2P ]-1H-E-2,3-t] 202 dAsts H-2744< W

& T8k Az 1C°ﬂ 71 % wpeh 2 dxpe] whet % ﬂ shete

o

FEaeT (710%).

\

H
NMR (300 MHz, CDCly) § 9.42 (s, 1H), 7.32-7.16 (m, 8H), 6.96 (d,), 6.61 (s, 1H), 6.23
(s, 1H), 5.86-5.83 (m, 2H), 4.44 (s, 2H), 3.88-3.73(m, 2H), 3.46 (t, 2H), 2.06-1.85 (m,
2H): MS (ES+) m/z 416.3 (M - 17), 456.3 (M + 23).

C. 1-[3-(MEEA) Z 2D ]-3-(6-3]| =52 -1, 3-1l 2= £E-5-9)-1,3-H 5| =220 2-29 ¥4
4-BRE-3-3| E5A]-3-(6-3| =5A]-1,3- 120 5E&-5-d)-1-99-1, -3 E2-2H-A 5-2-25

1-[3-(ll A& A 2 28 ]-8-3] =5 A -3-(6-8] =5 4] -1, 3- Wl 2= t] 5-5-5-4)-1,3-1] o]‘:i H-AE-2-Loz  UiA
= n-AA WES Fasta AFxd 1o Z)AE vkl 2o Axjd] uwlgl ¥4 FFES FEI

H NMR (300 MHz, CDCly) 57.42-6.95 (m, 9H), 6.56 (s, 1H), 6.24 (s, 1H), 5.86
(ABq, 1H), 5.81(ABq, 1H), 4.99 (s, 1H), 4.42 (s, 2H), 3.91-3.76 (m, 2H), 3.46 {t, 2H),
2.03-1.93 (m, 2H); MS (ES+) m/z 418.3 (M + 1).

D. 1-[3-(&5A) Z 22 ]-3-(6-3| =5 A]-1,3- M2 5E-5-U)-3- (S| =5 A M 9)-1,3-H 3| =2 -20-¢ &-2-2

4-HB 2 H-3-(6-3| =5A]-1,3- W20 & E&E-5-9)-1-3E-1,3-1 3 E2-20-0 E-2-2& 1-[3-(NAZA]) 2= |-3-

(6-3 =5 A-1, 3- 2T £E-5-2)-1, 3-H 3| =229 =-2-2 0= tHiﬂéF H-ZA 49 WES 73
of 1Eel] 7]Alg whe} 22 Hapel| wep 1A sk MS (ESt) m/z 448.2 (M

Az 10

il
tilo
-
4
Olt
ol
32
L
o
w
QQ

e 2-{[3-(6-3| =5 A-1,3- 121 5E-5-U)-3-(5| =5 A M E)-2-54-2, 3-H s = 2-1-Ql E-1-d | v E el =

oo =9 4
AL HIE 2-[(2,3-T1 %22 3T 8 =2 -11-21 E-1-eD) W& [ Wl zo] o] 2 2] A
uzrdd)N2eregs WY 2-(nerdd)izdoEe gAss 244 A8e Fasn Az
240 71AE vkeh e Aol el EA SRS B DA FEHAT (68%).

H
NMR (300 MHz, CDCl3) & 8.05 (dd, 1H), 7.64 (dd, 1H), 7.50-7.31 (m, 3H), 7.22 (d, 1H),
7.10 (t, 1H), 6.72 (d, 1H), 5.41 (s, 2H), 3.95 (s, 3H).
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[0892]

[0893]

[0894]
[0895]

[0896]

[0897]
[0898]

[0899]

[0900]
[0901]
[0902]
[0903]

[0904]

[0905]
[0906]

[0907]

SS50ol 10-1432460

B. W8 2-{[3-3]| ==2A|-3-(6-3]| == A|-1,3-H X ] &<L&-5-U)-2-24-2 3-T] 3| = 2-1H-2 E-1-< | v & 1l % of| o]
Eof 34

1-(2-A 2222 8)-11-205-2,3-12S WE 2-[(2,3-UZ4-2,3-U3 E2-11-5-1-d) e [sl o o] E
2 giAskE v-A4440 BYS ¢t Az 2B 7IAE wke} 22 Aaje whgh A SFHES T4 1A
2 FEIAT (97%).

"H NMR (300 MHz, DMSO-d¢) 8 9.29 (s, 1H), 7.97
(dd, 1H), 7.53-7.36 (m, 3H), 7.28 (s, 1H), 7.10 (td, 1H), 6.96-6.83 (m, 2H), 6.59 (d, 2H),

6.25 (s, 1H), 5.95-5.86 (m, 2H), 5.31-5.07 (m, 2H), 3.88 (s, 3H); MS (ES+) m/z 456.1
(M +23).

WE 2-([3-(6-3] =5 A -1, 3-M AT §4-5-2

~—

-2-2 -2 3-U3| = 2-1H-¢1E-1-d v g el 2o o] EC] A

1- (2 NFRIZ 2N E)-3-3| EFA]-3-(6-3]| =FA]-1,3-HF 0] &E-5-U)-1,3-H 3| E2-20-U E-2-2& wE 2-
[3-3] = A-3-(6-3] =5 A-1,3- Ml 2 0] $&-5-9)-2-§ 422, 3-T] | E2-1H-Ql E-1-d | d pil 2o o] ER 1
6}—5 H-ZAA AR WS Fsta Az 20 71AE vpep e HAjel whel x4 SHES N aAR F5

S TH (100%) .

A

"H NMR (300 MHz, DMSO-ds) & 9.32
(s, 1H), 7.94 (dd, 1H), 7.50-7.34 (m, 2H), 7.26 (d, 1H), 7.08 {t, 1H), 7.00-6.86 (m, 2H),
6.76 (s, 1H), 6.64 (d, 1H), 6.38 (s, 1H), 5.93-5.86 (m, 2H), 5.34-5.12 (m, 2H), 4.83 (s
1H), 3.87 (s, 3H); MS (ES+) m/z 418.2 (M + 1).

D. "W¥ 2-{[3-(6-3|=FA]-1,3-MZUEE-5-U)-3- (B =FA| W E )-2-E4-2,3-T 3| = 2-1H-¢1 =-1-< | o & }ull
Zoe|EQ] A

THE (500 mL) = wWE 2-{[3-(6-3|==A]-1,3-4
oo]E (17.1 g, 40.0 mmol) @ IFHHFEELH 3=
EFAAoZN GY|AFT. 7] e T

ZU)|2&-5-9)-2-2 4-2 3-T] 3| = 2 -11-¢1 5-1-d v g }wl
( g, 330 mmol)2] &d& 2 A+ & o} =5

2 oAz oln|= g (45 1 mL, 2M €4, 90.0 mmol)S -78
Tl MMz H7bstade. Ed=S A2oA v wwkstar, 23} A3ty godo=w ﬂ% et =&
S AFst FHAA THFE AAT F715S B2 A,
SAGEF Ao AZA 7|3, AFetdt. oARES ATl HF AXAZAL. FEFES o€ ol o E/
dpto w e At A EA BFHE (13.7 g, 5%)S F53F3t

it
(R
o

H NMR (300 MHz,
DMSO-ds) § 9.20 (s, 1H), 7.95 (dd, 1H), 7.53-7.33 (m, 3H), 7.08-6.82 (m, 4H), 6.53 (d,
1H), 6.25 (s, 1H), 5.93-5.86 (m, 2H), 5.31-5.07 (m, 3H), 4.26-4.17 (m, 1H), 4.00-3.92
(m, 1H), 3.88 (s, 3H): MS (ES+) m/z 448.3 (M + 1),

Azl 11

[3-(1,3-Ml 20 &4-5-9)-2-§ - 1-9E-2, 3-1 3| E2-1-A E-3-L [} EAte] A4

A 1-A9E-10-U0E-2,3-H29] 4
(2-BErde)AZeregs -uerdton gAse u-244 Wae FPstn Azd 249 /A v}
oF e Aol wheh A SFES CAAN AAZ FHIAT (85%).

"H NMR (300 MHz, CDCL) 5 7.60-
7.52 (m, 2H), 7.08 (td, 1H), 6.87 (d, 1H), 3.69 (t, 2H), 1.74-1.61 (m, 2H), 1.40-1.28 (m,
4H), 0.88 {t, 3H).

B. 3-(1,3-9lzY2&-5-U)-3-3| = A -1-9E-1,3-1 3| = 2-2-¢1 E-2-22] §A

THE (50.0 mL) &= 1-#€- 1H—°15—2,3—E]% (2.80 g, 12.8 mmol)e] |Ad] 3 4-(WDAT]-LA)H Dn}1u| %

2ulol= (14.0 mL, IM THF €9, 14.0 mmol)S -78 CTAA AA 8] A7tetdrt. EIFELS 0 CollA 1 At
|

Qb mwkshal, ASFGEFE ﬁ"“oi A, EFES = (150 mL)ol] iz, & opAlglo]E (200 mL) =
st #fUISS 22 AlFsta, UERF el dxA7)a Oiﬂro}‘”u} oI}z Fdtel w5

AL e ot [
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[0908]
[0909]

[0910]

[0911]
[0912]

[0913]

[0914]
[0915]

[0916]

[0917]
[0918]

[0919]

SE551 10-1432460
2N, AFEC &) U4 A" ARvtEaRYE Fdste] 24 = (.10 g, 71%)S /A &
Oa]

"H NMR (300 MHz, CDCs) § 7.34-7.23 (m,

2H), 7.05 (t, 1H), 6.91-6.85 (m, 2H), 6.83-6.78 (m, 1H), 6.71 (d, 1H), 5.92-5.89 (m, 2H),
3.82-3.55 (m, 2H), 3.40 (br, 1H), 1.76-1.61 (m, 2H), 1.39-1.28 (m, 4H), 0.87 (t, 3H).

oX,

C. 3-(1,3-9z0L4-5-9)-1-9E-1,3-T] 3| = 2 20-21 5-2-£-¢] ¥

1-(2- A2 R 2R Y )-3-3] =5 A]-3-(6-3] =5 A|-1,3-Wl 2] 5%-5-2)-1,3-H 8| = = -20-1 &-2-25& 3-(1,3-
W] & &-5-U)-3-8| =5 A -1-H9-1,3-T] 3| =2 -2H- &-2-2 02 thA|sh= w-AA A M-S Fsta A
Zof 2Ce 71AE whel @2 dxpel] met #A4 BFt=s LAE FEET (90%).

"H NMR (300 MHz, CDCh) § 7.30 (id, 1H), 7.14 (d, 1H), 7.03 (td, 1H), 6.89 (d, 1H),
6.75 (d, 1H), 6.67 (dd, 1H), 6.57 (d, 1H), 5.90 (s, 2H), 4.50 (s, 1H), 3.81-3.62 (m, 2H),
1.76-1.62 (m, 2H), 1.41-1.28 (m, 4H), 0.88 (t, 3H); °C NMR (75 MHz, CDCl3) § 176.8,
148.1, 147.2, 143.5, 130.0, 129.4, 128.4, 125.1, 122.9, 122.0, 108.7, 108.6, 101.1,
51.9,40.4, 29.0, 27.1, 22.3, 14.0.

D. g [3-(1,3-MZC]2%-5-2)-2-24-1-HE-2 3-U]35| = 2-1-01E-3-2 |o} A H o] E2] &4
THF (20.0 mL) 3 3-(1,3-Hlxt]&<&-5-9)-1-91d-1,3-1]3| = 2-20-¢15-2-& (1.00 g, 3.10 mmol) & ™€
BaWolAHolE (0.44 nL, 4.60 mmol)e] &L 1 ARt &3t of=s Fall mEIdAd ez DA ZH.

13
FAaSUEF (0.19 g, 4.60 mmol)E 0 CToA %7};}034 EFES 0 CollA 1 A Bt wwrslar, A8
Ry goow AAsPTt. EFES B (150 mL)o] £, odE olAEle]E (200 nL)E F

=Y. f15S

B2 Ao, FYER AdllA AxzA7a, ﬂi}o}ﬁt} ARES WAFsd vF DRAAGY.  FFE
sl Su4 A ARviEa9E FPste] A SEE (0.94 g, 76%)S T 297 5

H NMR (300 MHz, CDCl3) 8 7.30 (td, 1H),
7.25 (dd, 1H), 7.06 (id, 1H), 6.89 (d, 1H), 6.81 (d, 1H), 6.74-6.65 (m, 2H), 5.90-5.87 (m,
2H), 3.71-3.64 (m, 2H), 3.45 (d, 1H), 3.41 (s, 3H), 3.18 (d, 1H), 1.74-1.60 (m, 2H),
1.39-1.22 (m, 4H), 0.85 (t, 3H); ®C NMR (75 MHz, CDCl,,) 3 177.8, 170.0, 147.9,
147.0, 143.9, 133.1, 131.3, 128.6, 124.6, 122.3, 119.9, 108.7, 108.1, 107.4, 101.2,
52.8, 51.6, 41.8, 40.4, 29.0, 26.8, 22.3, 14.0; MS (ES+) m/z 418.1 (M + 23), 396.1 (M +
1).
E. [3-(1,3-MZU&%&-5-9)-2-24-1-FE-2 3-T] 5| E2-1H-A E-3-L Jo}H EALe] FHA
THF/ & (2/1 K] /53], 120 mL) 5 e
[3-(1,3-¥1%T]&&-5-9)-2-2 &~-1-Ag-2 3-T) 3| = 2-11-¢ E-3-A Jo}AH | E (5.90 g, 15.0 mmol)e] £
o FAEEE dEE (1.26 g, 28.0 mmol)S 747}0}034 EES Ao v wwkelgith, giR-E
THFE zF38foll AAL, & (150 mL)S H7FsIitE.  &a& o ofAelo]E/FAE (1/3 #3]/F9, 50.0 m
Loz &3l —/F%‘% pH gto] 20 =2 wi7hx] IN HCl §Ho= AAsA7]a, od opAlElo]E (200
m)E FE3ITH. f715S B2 AFstal, R EF oA dxzA7Ia, ot o3 S WFEH

AZANA FA 3FE (5.00 g, 88%)S MM uAZ FE53%T}.

"H NMR
(300 MHz, CDCly) § 7.29 (td, 1H), 7.21 (dd, 1H), 7.05 (td, 1H), 6.87 (d, 1H), 6.76 (d,
1H), 6.72-6.64 (m, 2H), 5.90-5.86 (m, 2H), 3.65 (t, 2H), 3.43 (d, 1H), 3.11 (d, 1H), 1.70-
1.55 (m, 2H), 1.36-1.22 (m, 4H), 0.85 (t, 3H); "*C NMR (75 MHz, CDCls) 3 178.2,
174.0, 148.0, 147.1, 143.4, 132.6, 131.4, 1287, 124.4, 122.7, 119.8, 108.9, 108.2,
107.2, 101.2, 52.6, 41.5, 40.4, 29.0, 26.6, 22.3, 14.0; MS (ES+) m/z 404.0 (M + 23),
382.0 M+ 1).

e
2
o,
o
ox

3-[3-(1,3-WlZ 0 &&-5-U)-2-52-1-99-2, 3-T] 3| E2-1H-A E-3-Y | L 2%
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[0920]

[0921]

[0922]
[0923]

[0924]

[0925]
[0926]
[0927]

[0928]

[0929]
[0930]

[0931]

[0932]
[0933]

[0934]

[0935]
[0936]
[0937]

[0938]

SS=50l 10-1432460

e 3-[3-(1,3- W20 §&-5-2)-2-5 2-1-HD-2,3-0) 8| = 2-1H-Q1 5-3-U | T2 o] o] Eo] 34

HE B2 TolAdHoEE Wd 3-HarIauoyolER A|stE H-Z2AFZAQA WIS Fssta AZxd 11D
ZIAE vre} 2 AAje] wEl A IFES FA AR F5IAT (76%).

m{nl

"H NMR (300 MHz, CDCl5) &
7.28 (td, 1H), 7.17 (dd, 1H), 7.06 (id, 1H), 6.89 (d, 1H), 6.84 (d, 1H), 6.77 (dd, 1H),
6.68 (d, 1H), 5.89-5.84 (m, 2H), 3.67 (t, 2H), 3.53 (s, 3H), 2.69-2.56 (m, 1H), 2.54-2.41
(m, 1H), 2.21-2.08 (m, 1H), 1.99-1.86 (m, 1H), 1.72-1.59 (m, 2H), 1.38-1.24 (m, 4H),
0.85 (t, 3H); *C NMR (75 MHz, CDCl3) § 177.8, 173.1, 147.9, 146.9, 143.2, 133.5,
131.6, 128.5, 124.9, 122.6, 120.1, 108.7, 108.1, 107.6, 101.1, 55.2, 51.6, 40.2, 32.4,
29.5,29.1, 27.1, 22.3, 14.0; MS (ES+) m/z 410.1 (M + 1), 432.0 (M + 23).

B. 3-[3-(1,3-¥1%U]&&-5-9)-2-&4-1-9E-2 3-1 35| = 2-1]-A =-3-Y | Z 2 32ke] A
e [3-(1,3-MF2Y&E-5-U)-2-54-1-9E-2,3-13| E2-1-A E-3-L [o}HH 0| EE 3-[3-(1,3-HZTF&-
5-U)-2-8-1-7E-2 3-03 =2-11-UE5-3-d | X 2T o] ERZ A|st= H-AAH WIS $33ln Xﬂ}_

o 11E°] 71A1% wmie} 2o Hxjo)| wiel ¥aA| 3} LA AR FESAT (92%). MS (ES-) m/z 394.

A SHEEe
- D).
Az 13
3-(4,5-01EF- 9 22-3| 2 S A 51 Y)-3- (3] = H AW E)-1-0 -1 3-0) 3 = 2202 B-2-£] A

A. 3-(4,5-T&EF Q. 2-2-3| =5 A #H d)-3-3| =5 A]-1-H4E-1,3-T] 8| E2-2H-R1&E-2-29] I

1-(2-N 22z adde)-1H-915-2,3-1] 28 1-A9-1-915-2,3-t]eo2 tAstae 1,3-dx
3,4-01EFo R OAsk: M-A4HQ WPe FAsL Akd] 28] AL vhsl ge Axbol wel A
shghes F58AT (31%).

"H NMR (300 MHz, CDCl3) § 9.69-9.65 (br, 1H), 7.51-
7.41 (m, 2H), 7.26-7.21 (m, 1H), 6.99-6.57 (m, 3H), 4.18-4.14 (br, 1H), 3.78-3.58 (m,

2H), 1.76-1.62 (m, 2H), 1.40-1.28 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z 330 (M- 17),
370 (M + 23).

B. 3-(4,5-T)ZF 9 2-2-3| =2 A7 d)-1-AE-1,3-T) 3| = 2-2-¢1 5-2-29] &4

-(2-Al g = E R g Y )-3-3] =5 A -3-(6-8| =5 A]-1, 3—1?1_11E]5Li—5—?:_1)—1,3—E]3]Ei—2H—‘ﬂ% -2 3-(4,5-
ZF 0 Z-2-3EFA Y )-3-3| =FA]-1-HE-1,3-1F E2-2H-ClE-2-2 07 A5l H]-AAZ< HES
FstaL Az 2C 71AE vie} e A} wEl FA g}f&%% FEIATE (98%) .

¥ O

'H NMR (300 MHz, GDCla) § 7.46-7.19 (m, 3H), 7.03-6.68 (m, 3H), 5.03 (s, 1H), 3.76-
3.67 (m, 2H), 1.76-1.62 (m, 2H), 1.40-1.28 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z 332 (M
+1).

e

1 /Ké

C. 3-(4,5-H =72 2-2-3| =5 A ¥d)-3-(3| =5 A H &) -1-9 -1, 3-1] 8] = 2 -21- Q) 5-2-2 ¢

4-1 ED—S—(6—€]E%1\] 1,3-Hl %0 24&-5-9)-1-9d-1,3-T) 3| E 2-2H-A E-2-2& 3-(4,5-UZFQ 2-2-3| =
FAHD)-1-A"d-1,3-H3| =2 -20-A=E-2-2 22 A= H-24420 ¥dS Fadsta Az 1Ed 7)A€
B}sﬂr 2o Axto]| wpel A4 FFES FEFATY (96%). MS (ES+) m/z 344 (M - 17), 384 (M + 23).

Az 14
3-(5-EFLE-2-3| =5 H)-3-(F| =FA MY )-1-Hd-1,3-1 3| = 2-2H-Q1 &-2-29 T4
A, 3-(5-FFLE-2-3|EFA 9 d)-3-3| =EA]-1-FE-1,3-T 3| =2 -20-A =-2-29] FA

4-H 2R -1-HE-1-¢15-2, 3-T] & 1—»711%—1}1—% -2.3 WLOE At 1,3-Hx2YLE-5-28 4-5F
A WS

HEZ gt v-4
AT (53%).
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[0939]
[0940]

[0941]

[0942]

[0943]

[0944]
[0945]
[0946]
[0947]

[0948]

[0949]
[0950]

[0951]

[0952]

[0953]

[0954]
[0955]
[0956]

[0957]

SS=50ol 10-1432460

*H NMR (300 MHz, CDCls) § 9.42-9.14 (br, 1H), 7.53-6.86 (m, 6H),
6.56-6.48 (m, 1H), 4.58-4.28 (br, 1H), 3.79-3.58 (m, 2H), 1.77-1.61 (m, 2H), 1.41-1.24
(M, 4H), 0.87 (t, 3H); MS (ES+) m/z 312 (M - 17), 352 (M + 23).

B. 3-(5-ZF 9 2-2-3| = EAHd)-1-HE-1,3-T] 5| E2-20-Q E-2-29] &A]

g2 29e (10.0 ml) F 3-(5-Z2F Q0 2-2-3|=EAHd)-3-3]| == A]-1-9E-1,3-1) 3| =2 -20-¢1 5-2-&
(2.42 g, 7.35 mmol)9] &M EFZTFQZolAEA (1.00 L) E Egogdaza (1.00 mL)S AoA H7}sh
ATk, " EF}ES 40 CollA 15 AIZF s whksta, JAFstd 55 AXAFHY. ARFES dEHER 24
st ¥A4 FE (2.10 g, 91%)S IAZ 53Rk, MS (ESH) m/z 314 (M + 1).
C. 3-(5-EFL2-2-3 =EFA 9 d)-3- (3| =5A v E)-1-e-1,3-1 3| E2-21-QN &-2-2 2] 34
THE (20.0 mL) & 3-(5-ZF L 2-2-3|=FZA|d)-1-9g-1,3-t3| = 2-20-¢1 E-2-2 (2.10 g, 6.70 mmol)2
Lollo] FFHTEAHI= (1.76 g, 58.8 mmol) = % tolAxZgEHolm= (7.35 mL, THF = 2.0M, 14.7
mol)E 0 ColA H7kskgdrh., w8 ZIEL 0 TAA 2 A7 9 wpket 3o dgadny & (10.0 ml)
2 od olAHC]E (100 mL)E H7IsIY. #7158 & 2 d4=2 AFsta, Na,S0, 4 W AxA 713, o3
ST, AHRES JAFEtel wF ARAA TA SFES 53T

"H NMR (300 MHz, CDCl3) § 9.55-9.10
(br, 1H), 7.53-6.86 (m, 6H), 6.57-6.49 (m, 1H), 4.74-4.30 (br, 1H), 4.18-4.07 (m, 2H),

3.79-3.60 (m, 2H), 1.77-1.61 (m, 2H), 1.41-1.24 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z
326 (M - 17), 366 (M + 23).

3-(5-HRR-2-3| =R A )-3-(3| =Z A M &)-1-A"-1,3- U] S| =2 -20- E-2-& 9] FA
A 3-(5-B2R-2-3| E5A 9 d)-3-3| =5 -1-4"-1,3-H 3| = 2-20-¢ E-2-22] &4

4-H 2 B-1-Hg-10-Q15-2,3-H =& 1-#g-
w2 WAk H-2A A HES Fdetar
Wt (41%).

E-2 3-to 7 YAEtL 1,3-HEYSE-5-88 4-B 2
o 1Co 71AE wmiel e Aol wlgl A }EES 53

3l
XS

1H-

A
"H NMR (300 MHz, CDCls) 8 9.46-9.25 (br, 1H), 7.51-6.80 (m,

7H), 4.73-4.51(br, 1H), 3.79-3.56 (m, 2H), 1.76-1.60 (m, 2H), 1.41-1.22 (m, 4H), 0.87

(t, 3H); MS (ES+) m/z 377 (M - 17), 379 (M - 17), 412 (M + 23), 414 (M + 23).

B. 3-(5-BE2R-2-3| 22X Fd)-1-3E-1,3-1] 3| E 2-21-Q E-2-& 9] T4

b
O:

gE22d g (10.0 mb) & 3-(5-BREE-2-3|=5A| 5 d)-3-3| =5 A-1-31¥-1,3-T] 3| = 2-2l-U E-2-2 (2.22
g, 5.64 mol)e] o] EEFLZOHEZ (1.00 nL) 2 Edgde (1.00 mL)& 2o H718k3ict.
uhe EFES 50 ColA 15 AZF B9 wwksla, FAFste] % AxAA A FFES F5E9T. NS
(ES+) m/z 374 (M + 1), 376 (M + 1).

C. 3-(5-BRR-2-3| == d)-3-(F| ==AWE)-1-AE-1,3-1 3| = 2-20-0 E-2-29] A

3-(5-ZF 0 2-2-3 =2 A d)-1-Ad-1,3-1] 3| E2-2H-AE-2-28 3-(5-HEZE-2-3|EE2A|H|d)-1-AE-1,3-
3| E2-20-91E-2-202 talshs v-A4 %3 Wgs ?6&0}1 A o] 14Co) 7| AE Hpe} ke Axpo] uwhat
BA S ES ?%6}91@. MS (ES+) m/z 386 (M - 17), 388 (M - 17), 426 (M + 23), 428 (M + 23).

3-(5-FRE2A-FF L 2-2-3 =5 A9 d)-3-(F| =5 A W &) -1-HME -1, 3-t] 8| =2 -2H-<l &-2-22] FH4

A 3-(5-2REA-FTFLE-2-3 LA H)-3-3| =5 A -1-1M9-1,3-H 8| = 2-2H-}1 5 -2-22] §H
KX

4-B 2 0-1-AE-1H-215-2,3-T] &% 1-AG-11-Q15-2 3-t] 202 fiAstal 1,3-H%0]$E-5-8S 4-F2 -
-Z2oads gAets W-A44 WYL Fgatm Az 1co] AW ke 2o Aol wak wA 8
B8 53190 (33%).
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[0958]
[0959]

[0960]

[0961]
[0962]

[0963]

[0964]
[0965]
[0966]

[0967]

[0968]

[0969]

[0970]

[0971]

[0972]
[0973]
[0974]

[0975]

[0976]

[0977]

o
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CDCls) § 9.80 (s, 1H), 7.52-7.41
(m, 2H), 7.23 (t, 1H), 6.96 (d, 1H), 6.84 (d, 1H), 6.80 (d, 1H), 4.15 (s, 1H), 3.79-3.58
(m, 2H), 1.76-1.62 (m, 2H), 1.40-1.28 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z 346 (M - 17),
386 (M + 23).

B. 3-(5-2 R RA-FF 2 2-2-3| =5 A Hd)-1-Hd-1,3-t] 3] =&2-20-V5-2-22 §A
3-(5-BERE-2-3 = A Hd)-3-3| =5 A -1-9E-1,3-U3| E220-A E-2-2 & 3-(5-F2RA-ZTFOE-2-3]=
A E)-3-3| EHA-1-HE-1, 3-8 =2 -20-QlE-2-2 08 tiAlSts W-AH WEE FYsia Az
15Bell 71wl 2 Aol wet w4 S9ES TSI (9%).

"H NMR (300

MHz, CDCls) & 10.0-9.70 (br, 1H), 7.45-7.18 (m, 3H), 6.98 (d, 1H), 6.90-6.82 (m, 2H),
5.01 (s, 1H), 3.75-3.66 (m, 2H), 1.76-1.62 (m, 2H), 1.40-1.28 (m, 4H), 0.87 (t, 3H); MS

(ES+) m/z 348 (M + 1).

C. 3-(-EE22A4-FEFL2-2-3| EFAHE)-3-(3 =5A v E)-1-HE-1,3-1 3| =2 -20-0 E-2-22] 34

4-B ED—S—(6—€]CEA] 1,3-91Z202&-5-2)-1-AE-1 3-1 3| =229 E-2-2& 3-(5-F22-4-ZTFQ2-2-
B EE A Hd)-1-9e-1,3-1] olEi—ZH—OJ%—z—%gi A= v-2g2Q] WMy S FPstar Az 1 7] A

H oupe} 2o Axpel wel A SEES 5T (46%). MS (ESt) m/z 360 (M - 17), 400 (M + 23).
Az 17

3-(4-FRE-5-EF L 2-2-3| 5 A H H)-3- (3| =5 A f &)-1-2d-1,3-H | E2-20-21 E-2-29] 343

A, 3-(4-FER-5-ZFQ &-2-3| =2 A H|d)-3-3| =2 A|-1-HE-1,3-1] 3| = 222 Z-2-29] A

ZR-1-AE-11-15-2,3-1] & 1-Ag-1[-¢1%-2 3-t]Lo2 A 1,3-MF]LE-5-38 -F22-
220 RHER YAEE v-A-8F WS Syt Axd 1Co NAY uret #e Axto] wEl ®A 33
¢%s}9iﬂr (14%). MS (ES+) m/z 346 (M - 17), 386 (M + 23).

il

o mlu 1u:

4-
4-
=
B. 3-(4-2RZ-5-FF 2 2-2-3| =5 A9 d)-1-Hd-1,3-t] 3| =2-20-5-2-29 §A
3-(5-HRRE-2-3 EEA ¥ d)-3-3| =5 A -1-91E-1,3-1 3| E2-20-Q E-2-2S  3-(4-
EAHY)-3-3| =FA-1-9E-1,3-U 3| =220 E-2-2 02 thAskE H-2AH <
15Bell 7] e whel 2 dapel] wheh A4 ShehEs Stk NS (BSH) m/z 348 (M
C. 3-(4-FRES5-FTFLR-2-3| =5 A d)-3-(B| =5 A M &) -1-9 -1, 3-1 3] = 2-2l-Q1 =-2-2 9] T4

4-B 2R -3-(6-3| =FA-1,3- 20 5 &-5-U)- d%—l,s—u]—s]zi—m 01% 3F(4-FRE5-ZTFOE-2-
S| EFAEE)-1-AE-1,3-1 3| =2 -2H- sl Az 189 7] A

B vpe} e Axjo] wet A SFEES S5 (2 3}74101]/‘1 50%). MS (ES+) m/z 360 (M - 17), 400 (M
+ 23).

o

A 2o 18
3-(4,5-0 2 R 2-2-5| 22 A9 W) -3~ (3| EFA W ) -1-A D -1,3-T) 8 SR -2f-Q) B-2-2 0] G4
A, 3-(4,5-T 2R 2-2-3| 2 Z A )-3-5] =24 -1-AE-1,3-T) 3| S R-2H-91 B-2-2 9] A

4-H 2N -1-7EY-1-%1&-2,3-t] &
2HEE tiAske v-444< |
S8t (26%).

E-10-915-2,3-H2 02 gAlsta 1,3-MEHS5E-5-88 3,4-TF=2
ala Alze] 109 1A upeb e Aol whal FA) FEES

M NMR (300 MHz, CDCl3) § 9.60 (s, 1H), 7.50-7.40 (m, 2H), 7.22
(td, 1H), 7.11 (s, 1H), 6.95 (d, 1H), 6.86 (s, 1H), 4.31-4.12 (br, 1H), 3.79-3.59 (m, 2H),
1.76-1.62 (m, 2H), 1.40-1.27 (m, 4H), 0.88 (t, 3H); MS (ES+) m/z 363 (M - 17), 403 (M
+23).

B. 3-(4,5-T|F 2 2-2-3| =ZA]9d)-1-Hg-1,3-T] 5| = 2-2-21 E-2-2-¢] A
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[0978]

[0979]
[0980]

[0981]

[0982]
[0983]
[0984]

[0985]

[0986]
[0987]

[0988]

[0989]
[0990]

[0991]

[0992]
[0993]
[0994]

[0995]

[0996]

SS=50ol 10-1432460

1,3-t)3 =2 -20-A5-2-2&
Aeg-1,3-t)3 =2-20-2E-2-L 07 thAet= v-AF A W
A x}o

3-(5-BRE-2-3|EEA ¥ d)-3-3| == A -1-H -
1- o
foll whe} A sEES 5T (86%).

_1_

3-(4,5-H 22 =2-2- *‘61 Z A9 d)-3-3] =5 A]-

B FEsta Az 1580 7|AE wpe} e %
"H NMR (300 MHz,

CDCl3) 8 10.0-9.50 (br, 1H), 7.42 {, 1H), 7.32 (d, 1H), 7.22 (td, 1H), 7.09 (s, 1H), 6.95

(d, 1H), 8.93 (s, 1H), 5.04(s, 1H), 3.77-3.68 (m, 2H), 1.77-1.62 (m, 2H), 1.40-1.27 (m,
4H), 0.88 (t, 3H); MS (ES+) m/z 348 (M + 1).

C. 3-(4,5-t 22 2-2-3|=E A9 )-3-(3| =F A H & )-1-HE-1,3-t] 3| = 2 -2H- E-2-22] TA

4-B 2R -3-(6-3]| =2 A]-1, 3-Hl X 0] 24-5-2)-1-2AE-1,3-0)3| =2 -20-¢1 5-2-28 3-(4,5-T|FE2E-2-3| ==
AEd)-1-91g-1,3-t3 = 2-20-20 E-2-> 02 A= v-AAZQ HFS F3Psta Az 1R 7]A" B}
9} & Axto] wlgl BA IFES F5EAUT. MS (ESH) w/z 376 (M - 17), 416 (M + 23).

Az 19

A, 3-3E=A-3-[2-3| EE=A5-(EYEF e 2re)dd]-1-Ad-1,3-t) 3| = 2 -2-¢1 5-2-2 2] &4

4-B 2R -1-FE-1{-915-2 3-t] 28 1-HAEg-11-AE-2,3-t] 2oz A&tz 1,3-NE0LE-5-2S a,a,a-
EYEIFo2IdER dAsts n-444<Q ¥¥S FPsta Az 10 71AE viel F2 Aol whEk #1A
FES 53T (46%)

'H NMR (300 MHz, CDClg) & 9.75 (s, 1H), 7.50-7.39
(m, 3H), 7.21 (td, 1H), 7.10-7.02 (m, 2H), 6.96 (d, 1H), 4.26 (s, 1H), 3.82-3.59 (m, 2H),
1.77-1.63 (m, 2H), 1.40-1.27 (m, 4H), 0.88 (t, 3H); MS (ES+) m/z 362 (M - 17), 402 (M
+23),

B. 3-[2-3|=FA-5-(EgEFezme) i d]-1-4Y-1,3-H3| =2-20-3 &-2-22] ¢4

3-(5-HEH-2-3 EZA ¥ d)-3-3| = FA]-1-9E -
ZFezdE)Ed]-1-9g-1,3-t] 3] = =2-20-2
},

3-U)3| E2-2H-1 B-2-2 S 3-5
1- al
15Bell 7141 wpo} g2 Aafe] wet A shgte

g 3-8= E
2-2o tAlshs n-AARA WEs st Az
S5 (718%).

1,3
= _
=
KR
==

"H NMR (300
MHz, CDCls) 5 8.20-8.00 (br, 1H), 7.43-7.14 (m, 5H), 7.02 (d, 1H), 6.95 (d, 1H),
5.11(s, 1H), 3.82-3.72 (m, 2H), 1.79-1.66 (m, 2H), 1.40-1.27 (m, 4H), 0.88 (t, 3H); MS
(ES+) m/z 364 (M + 1).

C. 3-(3=2AE)-3-[2-3| =2 A 5-(EFZFZ o 2ue)Fd]-1-AE-1,3-T) 5| = 2201 5-2-L-2] 34

4-B R R -3-(6-3| =5 A-1,3- 120 §&-5-U)-1-HE-1,3-1 3] =2 -20-A5-2-25 3-[2-3| =5 -5- (BT EF
e 2vE)ud]-1-9g-1,3-0 3 =2-20-QE-2-2 02 thAsl= H-AAZ e HYPS FdPsta Axd 1R 7]
Ag vpe} ZE At whEl 1A IFES FEIAT. MS (ESH) m/z 376 (M- 17), 416 (M + 23).

Azl 20

FM

3-(2-3| =S A-4-v 5419 d)-3- (3| =5 A v E)-1-A9-1,3-1] | = =2-20-A E-2-29] FA
A, 3-(5-HRE-2-3 EZA AW 5 Hd)-3-3]| =5 A -1-9E-1,3-1] 3] = 220~ H-2-2 9] A
-8R R-1-AE-11-91 -2, 3-0] 28 1-9"-11-91E-2,3-0] 202 At 1,3-Hxt&5E-5-8& 4-HaR-
-vlEAeER diAlshs H-AdA A WS sAeta Al 10 Z1AE wheh e At w24 St
& TSI (48%).

'H NMR (300 MHz, CDCls) 8 9.85 (s, 1H), 7.52-7.38
(m, 2H), 7.22 (td, 1H), 6.94 (d, 1H), 6.89 (s, 1H), 6.63 (s, 1H), 4.13-4.03 (br, 1H), 3.86

(s, 3H), 3.80-3.57 (m, 2H), 1.75-1.63 (m, 2H), 1.40-1.25 (m, 4H), 0.88 (t, 3H); MS
(ES+) m/z 402 (M - 17), 404 (M - 17), 442 (M + 23), 444 (M + 23).
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[0997]

[0998]

[0999]
[1000]

[1001]

[1002]
[1003]

[1004]

[1005]

[1006]

[1007]
[1008]

[1009]

[1010]
[1011]

[1012]

[1013]

SS=50ol 10-1432460

B. 3-(2-3| =2 A]-4-H| EX|Hd)-1-A€-1,3-T] 8| = 2-20-2 &-2-&¢] T4

3-(5-HRE-2-3 EE A9 d)-3-3| 5 -1-91E-1,3- 13| ER2-20-Q E-2-& S 3-(5-HER-2-3| = E A 41| &
Al )-3-8] =5 A]-1- Jﬂ% 13-yl =2-2l-Q5-2-2 02 st v-2AgH]0 WgS FPsta Axd 158
of 714 nieh &2 Aapel] wet %A SgEs 5T (83%).

"H NMR
(300 MHz, CDCls) 5 9.78-9.20 (br, 1H), 7.43-7.31 (m, 2H), 7.18 @, 1H), 6.97 (d, 1H),
6.79 (d, 1H), 6.70-6.64 (m, 1H), 6.38 (dd, 1H), 5.02 (s, 1H), 3.77 (s, 3H), 3.70 (t, 2H),
1.75-1.63 (m, 2H), 1.40-1.25 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z 326 (M + 1).

C. 3-(2-3|=FA-4-w 5 A3 d)-3-(3| =5 A W &)-1-dE-1,3-t] | = 2-2H-Ql &-2-22] &4
4—Hiﬂ—3—(6—s]£%z\] 1,3-HlxHe4-5-9)-1-51d-1,3-1
)-1-31€-1,3-1] 8| E2-2H-Q5-2-2 02 A 3l= H]-4A
= Al welt #2A4] SHES ST (41%).

ol
Fl

3-(2-3] = H A -4-v 5 4] 7]
Az 1Bl 71AE wpel 2

Q9o
T

-2H-%1&-2-
¢ t&ﬁé%#ﬁo}

RS

_Bi

"H NMR (300 MHz, CDCly) &
10.79 (s, 1H), 7.51-7.37 (m, 2H), 7.26 (td, 1H), 6.99 (d, 1H), 6.95 (d, 1H), 6.59 (d, 1H),
6.34 (dd, 1H), 4.67 (d, 1H), 4.14 (d, 1H), 3.76 (s, 3H), 3.78-3.69 (m, 2H), 1.75-1.63 (m,
2H), 1.40-1.25 (m, 4H), 0.87 (t, 3H); MS (ES+) m/z 338 (M - 17), 378 (M + 23).

g  [3-(6-3]=FA]-2,3-H3] =2-11-2-5-U)-3- (S| EFA W& )-2-84-2,3-T 3| E2-1H-C1 E-1-L | o} A ]|
=

A, oE [3-3]EEA]-3-(6-3]| EFA]-2,3-T] 3| E 2-1H-¢1 dl-5-9 )-2-2 4-2 3-U] 3| = 2-1H-¢l E-1-d oA H 0| E
_]

4-B 2R -1-Ag-1-¢15-2,3-1] &< o (2,3-1]22-2 3-Us|E2-1H-¢1E-1-d)olAH o ERE WAt 1,3-
W2 &E-5-8 5-AuE2 YAt H-2A 4 ¥adS 33t Az 1Co 7A€ vfe} 22 dAxfol| w
g %A FES FEIY (84%)

"H NMR (300 MHz, CDCl;) § 8.76 (s, 1H), 7.55 (d,
1H), 7.38 (td, 1H), 7.20 (t, 1H), 6.9 (s, 1H), 6.80 (d, 1H), 6.65 (s, 1H), 4.45 (ABq, 2H),
4.32-4.25 (br, 1H), 4.20 (q, 2H), 2.83 (t, 2H), 2.74-2.65 (m, 2H), 2.06-1.94 (m, 2H),
1.27 (t, 3H); MS (ES+) m/z 350 (M - 17), 390 (M + 23).

B. dlE [3-(6-3|=FA]-2,3-13| = 2-11-21d-5-U)-2-2-4-2  3-U 3| = 2-11-¢1 E-1-Y Jo}A g o] E 2] A

3-(5-B i‘j—2—fslEEAFHJ_)—S—:GIE%M—l #AE-1,3-9 olti WM-91E-2-L% o [3-3]| =FA]-3-
-2,3-03| 22 -11-2 d-5-2)-2-& -2 3-T]3| = 2-11-015-1-d o} A H | ER A5} H-AAZ
Yt Az 15Boﬂ 71 AE wpe} e Ao wel A 5@%3

H NMR
(300 MHz, CDCls) 5 8.50-7.90 (br, 1H), 7.40-7.32 (m, 2H), 7.38 (id, 1H), 6.94 (s, 1H),
6.84 (d, 1H), .75 (s, 1H), 5.16 (s, 1H), 4.48 (ABg, 2H), 4.21 (g, 2H), 2.85 (t, 2H), 2.81-
2.61 (m, 2H), 2.09-1.92 (m, 2H), 1.25 (t, 3H); MS (ES+) m/z 352 (M + 1).

C. d€ [3-(6-3]=5FA]-2,3-T] 3| = 2-1H-1dl-5-Y)-3-(B| =F A W& ) -2-% 4-2, 3-H 3| E2-1H-A E-1-d | o} Al
HolEe] 97

4-B R R -3-(6-3| =5 A-1,3-0 20 5&-5-U)-1-Hd-1,3-1] 3] E2-20-A5-2-25 oE [3-(6-3|=5FA]-2,3-

O8] =211 9-5- ) -2- 542, 3-H 3| ER-1-RlE-1-d JopAlHl o] ER tiAlste vl-dA A Wgds st
i Az 1B Z1AE wheh e Aol whe A sghEs Sesith. NS (BSH) m/z 364 (M - 17), 404
(M + 23).

A ze] 22
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[1014]

[1015]

[1016]

[1017]
[1018]

[1019]

[1020]

[1021]

[1022]

[1023]

[1024]

[1025]

[1026]

[1027]
[1028]

[1029]

[1030]

SS50l 10-1432460

ZAWE)-3-(3-3| =2 1]-5,6,7,8-HEFF =2} 2 & d-2-Y)-2-L A-2 3-U] 5| = 2-1{-215-1-Y ] o}
EA-3-(3-3| == A]-5,6,7,8-HEZS =2z dul-2-U)-2-84-2 3-1 3| =2 -11-¢1 5-1-U ] o}

HRR-1-9g9-11-95-2,3-1] 2% g (2,3-t]& -2 3-T]5| =2-10-AE-1-) ol Ele| ER A8} 1,3~
W ZT)&4&-5-22 56,7, 8-HEgsezzad-2-22 giAsts b-2AA WAy 83t Axd 109
7141 vel e AAje] whEt A IFES FEIAT (81%).

"H NMR (300 MHz,
CDCly) § 8.61 (s, 1H), 7.54 (dd, 1H), 7.38 (td, 1H), 7.20 (t, 1H), 6.80 (d, 1H), 6.76 (s,
1H), 8.50 (s, 1H), 4.45 (ABgq, 2H), 4.21 (q, 2H), 4.18-4.14 (br, 1H), 2.73-2.47 (m, 4H),
1.77-1.63 (m, 4H), 1.24 (t, 3H); MS (ES+) m/z 364 (M - 17), 404 (M + 23)

B. d¥ [3-(3-3]|=F4]-5,6,7,8-Hl E&}s| =2 UL &3-2-Y )-2-54-2,3-T] 3| EZ-1H-I E-1-L [ oA H o] E<

Hd

1::01'

3-(5-BRE-2-3| EEAHY)-3-3| =HA]-1-9E-1,3-T 3| E2-20-A E-2-25 o8 [3-3]=FA]-3-(3-3| =5 A
-5,6,7,8-HEgs| 2z gda-2-9)-2-24-2 3-0]3| = 2-11-¢E-1-d o} Ho | ERZ  tAstE  H]-AA A
WMEYS Fasta Az 158 7| AE vie} 2 Axjo] wEt A4 3ES F538l).

H NMR (300 MHz, CDCls) § 7.42-7.32 (m, 2H), 7.20 (t, 1H), 6.84 (d,
1H), 6.78 (s, 1H), 6.61 (s, 1H), 5.12 (s, 1H), 4.47 (ABq, 2H), 4.21 (q, 2H), 2.76-2.44 (m,
4H), 1.78-1.64 (m, 4H), 1.24 (, 3H); MS (ES+) m/z 366 (M + 1).

C. ol [3-(3=FAHE)-3-(3-3| =5A]-5,6,7, 8- E&}s| =R f 2 D all-2-9 ) -2~ 42, 3-1 3] = 2-1H-Ql =~
1= JopAEo] 22 A

4-B 2 B-3-(6-3| =5 A-1,3- 20 &&-5-U)-1-9E-1,3- U3 =2 2-AE-2-2& " [3-(3-3=FA]-
5,6,7,8-HEZS =2 UG ell-2-9)-2-%4-2,3-H 3] E2- - E-1-d JopA el o] ER tA|ak= v-AA A W

iy

HE st Az 1Eo Z|AlE ubel 2E At whet 3A ES 53T, MS (ESt) m/z 378 (M -
17), 418 (M + 23).

A 2o 23

e [4-HER-3-(4,5-UEFLL2-2-3| EFA 7 d)-3-(3 EFA W E)-2-54-2,3-U 3 E2-1H- E-1-Y | o}Al
d

A, " (4-HER-2 3-T]&4-2 3-13 E2-1H-¢1=-1-) oA H 0| E9] A
ORI S 4-HZROAIEIOR UA|EtAL (2-BERINENAZZLZFHS od HIHOAHERZ tAsl= v-2
AAel MES Fasla A Fd 240 714D viel 2o Azl wel A FFES FN uAR F5AT (68

1

H
NMR (300 MHz, CDCly) § 7.39 (t, 1H), 7.27(dd, 1H), 6.71 (dd, 1H), 4.47 (s, 2H), 4.23
(a9, 2H), 1.27 (1, 3H); MS (ES+) m/z 312 (M + 1), 314 (M + 1), 334 (M + 23), 336 (M +
23).

B. o€ [4-BH2H-3-(4,5-TZFL2-2-3| =EAHH)-3-3| =FA|-2-54-2,3-T] 3| E2-1H-A E-1-L o} A H o]
Eo] A4

1—(2—%1%;2?&%41%)—11{—0 £-2,3-11 &5 od (4-BRK-2 3-T]24-2 3-T]35 =&2-1H-20E-1-d) oA H o E
2 gAste 1,3-M%20845-5-28 3, 40270 2= fgiAss v-24%< HAS Fahstar A xd 2B
Z1Z1E vhel 2 Axpo wkﬂ} A BFHES WA pAZ 53T (42%). NS (ESH) m/z 424 (M - 17),
426 (M - 17), 464 (M + 23), 466 (M + 23).

g [4-HRR-3-(4,5-TFF L &2-2-3| EF A9 H)-2-54-2 3-T] 3| = 2-1H-Q1 E-1-L | elAlEH o] E<] §HA
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[1031]

[1032]

[1033]

[1034]

[1035]

[1036]

[1037]

[1038]

[1039]
[1040]

[1041]

[1042]
[1043]

[1044]

[1045]

SS50l 10-1432460

o el [4—EEE—3—(4,5—E1‘é—?ii—Z—ﬁl 29 d)-3-3| == 4]

—2-2 -2, S| = Z-1-¢E-1-dolAH o] E
(0.90 g, 2.00 mmol), EzodEAH (2. Iﬂ 12.2 mmol) % EFZFQ
<

3-t

ZOlA EXL (0.94 mL, 12.2 mmol)¥]
EFES 90 ColA 2 9 Fek 71d o}oﬂv} qeoz WAl Fo, EFES od olAHo|E (200 mL)E 3]
Agta, B2 AFst, 5 Y EF A dx:A7)a,  o3seit. eSS AFsl FF
AZA ARG, AFE 3] dH AZvEaHT (A9 olAHCE/A, 1/3)F Fadlste] xA FFE (0.37
g, 43%)< FT53I8T.
"H NMR (300 MHz, CDCls) 8 7.35-7.22 (m, 3H), 6.82-6.71 (m, 2H), 6.52 (t, 1H), 5.10

(s, 1H), 4.45 (s, 2H), 4.21 (q, 2H), 1.23 (t, 3H); MS (ES+) m/z426.4 (M + 1), 428.4 (M
+1).

D. olE [4-HRR-3-(4,5-H&EFL2-2-3 =5A 3 )-3-(3| =5 A & )-2-52-2,3-T] | =2-1H-A &-1-Y | o}
AlEll E9] g

4-BRE-3-(6-3| =5A-1,3-E U 5E-5-)-1-4d-1, 3-Hs| E2-20-95-2-25 od [4-HEE-3-(4,5-1
EFOR-2-3 EFAAY)-2-54-2 3 ER-1-QE-1-G o H el ER tiA|sh=s v-2Ag A MPS 9
StaL Alzel 1Bl 7)1AE whep e bl wEh A $eteE 5SSl (83%). MS (ESH) m/z 456.3 (M +
1), 458.3 (M + 1).

Az 24

DMF (50.0 mL) % 6-(MASADMZFH-302) -2 (£ [Adams, J.L., et al., J. Med. Chem. (1996),
39(26):5035-46]) (1.60 g, 6.67 mmol)e] &M FASIUFEF (0.59 g, 14.7 mmol) 2 e =mEr (1.46 nL,
23.3 mmol)& 0 CTellA H7Fsdnt. ¥k E3}ES F2olA 16 Az Bt wwksta, X3} Aty (50.0
m) o= AAFT. F4 EFES old oMAHolE (3%50.0 mb) & F=
Ef AollA dxA71L, At ARES HFste 55 dxAZ.
7 (g opAH o] E /@w, 1/10)& s3dsto] A 3FE (0.85 g, 47%)= #56}2@

H NMR (300 MHz, CDClg) § 7.55 (d, 1H), 7.44-7.30
(m, 5H), 6.69 (dd, 1H), 8.54 (d, 1H), 5.10 (s, 2H), 1.43 (s, 6H); MS (ES+) m/z 269.5 (M
+1).

B. 2,2-ymd-2,3-ts| =2l zFe-6-22 &4

wEhg (100 mb) & 6—(*&1@&/\1)—2 -T2 F-3(2H) -2 (0.85 g, 3.20 mmol)<] &9o FAbalZelE
(0.22 g, 20 T¥F% =9, 0.32 mol)& H7Ietivh. AP EFES 60 psiol FAastel 16 At St 43}
ARG kg %%L%% AetelEE F3l odata, vggz At AAES sl w5
AzARG. el Wal 23 Amvt=ady (od opAEelE/EAt, 1/5)5 dste] &4l 3= (0.46

‘H NMR (300 MHz, CDCl3) § 6.92 (d, 1H), 6.30-6.21 (m, 2H), 4.77 (s, 1H), 2.90
(s, 2H), 1.44 (s, 6H).

C. dld [4-BRR-3-3=FA-3-(6-3] =5A]-2,2- -2, 3-T) 8| =2~ 1-Wl = -5-%)-2-54-2, 3-H 3| = =2~
-9 E-1-d]opAElol B9 §HA4

1-(2-AE2 X2 d)-1H-20E-2,3-H &
2 gAstT 1,3-MFyE-5-35 2,2-
&slar Az 2Bol| 71AE wpel e A
500.5 (M + 23).

S e 4-BEE-2 3-TL4A-2 3-T3 E2-1H-=-1-d) oA H o E
gug-2,3-3| =2z FH-6-22 A= H-2A A HyYS 5
2pol| whel EA ﬁ}f}f} S =390, NS (ESH) m/z 498.5 (M + 23),

D. og [4-B2H-3-(6-3]E2A]-2,2-T]v|E-2 3-T]3| = 2-1-HlZFI-5-9)-2-24-2 3-T] 5| = 2-1H-A =-1-
d]olAEl o] EQ] A
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[1046]

[1047]

[1048]

[1049]

[1050]
[1051]
[1052]

[1053]

[1054]
[1055]

[1056]

[1057]

[1058]

[1059]

[1060]

S=50ol 10-1432460

gz 2uet (50.0 nl) F oE [4-HZR-3-3|=E2A]-3-(6-3| =FA]-2 2-t{|&-2 3-U]3| = 2-1-HM =T

5-U)-2-84-2 3-U3| = 2-11-¢1E-1-JolAlHo]E  (1.32 g, 2.80 mmol), Eo€Az (2.00 mL, 12.2

mmol) ¥ ETZFQZOAEAF (0.94 mL, 12.2 mmol) 9] &3ES 35 ColA 3 A7+ FoF nuk

S gZEz e (100 nL) o2 3Asla, B2 AHsta, T¢ FNHYEF Ao A Az 7|, oqgr }gm, o]
61

j”}‘%% ;ﬂ*g‘%]'oﬂ }.;—_.5‘1— Zj}_/\]%\h:]' ﬂ"‘?r% ] EHOH Z_;_]EJ JEU}EZEHJ—] (oﬂ o]_H]Eﬂ ] 11' 1/3)= f,\—ﬁgo}—
o ®A 3FE (1.04 g, 81%)S 5313},

'H NMR (300 MHz, CDCly) § 7.32-7.15 (m, 2H), 6.74 (d, 1H),
6.50-6.36 (br, 2H), 5.04 (s, 1H), 4.51-4.34 (m, 2H), 4.25-4.14 (m, 2H), 2.92-2.69 (m,
2H), 1.43 (s, 3H), 1.37 (s, 3H), 1.23 (t, 3H); MS (ES+) m/z 460.5 (M + 1), 462.5 (M +

E. odg [4—H ZH-3-(6-3|EE2A-2 2-t)HE-2 3-U3| = 2-1-HZFT-5-9)-3- (3 =2A| W & )-2-L2-2 3-T]
_o)

= lebAElel £ 94
4-B 2R -3-(6-3| =5 A]-1,3- 12T 5E&-5-U)-1-9"-1,3-H | E2-20-Al E-2-2& oY [4-HRW-3-(6-3]=
ZA1-2,2-t v €-2,3-1] 3] E 2-1-M 2 F &-5-U)-2-%4-2,3-T) 5| E2-1-AE-1-L oA Elo| ER thA|gt= H]-
4744 WS Fdsta Azel 18 Z1AE wpeh 22 Al whet w4 e 5T (25%). NS
(ES*) m/z 490.5 (M + 1), 492.5 (M + 1)
[

DMF (150 mL) % 5-(AZLA)-2-B2EHE (3 [Simas, A.B.C., et al., Synthesis, (1999):1017-21])
(8.15 g, 29.3 mmol X , 32.2 mol)& 0 T AA3] Hrtedet. EFES =

ol TP (4.46 ¢
ol 30 & FeF ankgk Fof] 3-HER-2-wE X2 (3.35 ml, 32.2 mmol)S 0 ColA 30 & F<+ HIsA.
EqEs AEolM A at (50 mL) o= AAFsA. T4 EF=S oE otAHIE

: H
(3x200 mL)= FEsIck. &3 F715S 4 FAUEF oA dxA7la, oA, e Jest
o sFAZT.  AFEl

sl 25 AzetEady] (g ofAlgo]E/EE, 1/2005 Faste XA SFE
(10.0 g, M%) & F5330t.

"H NMR (300 MHz,
CDClg) § 7.43-7.29 (m, 5H), 6.53 (d, 1H), 6.45 (dd, 1H), 5.15-4.94 (m, 4H), 4.43 (s,
2H), 1.82 (s, 3H): *C NMR (75 MHz, CDCl;) 8 159.1, 156.6, 140.1, 136.5, 133.1,
128.6, 128.1, 127.5, 112.9, 107.2, 103.3, 102.0, 72.4, 70.3, 19.3.

B. 6-(HlALA))-3,3-tHE€-2 3-t]3| =2l ZFeke] A

i

(3

WAl (400 mL) T 4-(AASAD)-1-B2E-2-(2-Ed LS AD)HMA (5.00 g, 15.1 mmol)2] Mo FAFEZH
B2 (7.42 nl, 27.2 mmol) 2 AW EY (0.70 g, 2.90 mmol)E 0 ColA A7 st AAAE EFES

100 CollA 9hA] FFA R, d2oz Yzia gl o, EFES B2 MY, F¢ IR ER M Az
AZ1aL, s, AFAES AFE] FF AZRAH e diEl Ay Z2etEa s (g ofAlE
]E/f—iﬂé}, 1/20)E S33te] FA 3}HE (3.48 g, 91%)S F53FATE. MS (ES+) m/z 255.6 (M + 1).

C. 3,3-gHg-2,3-t3|=2-1-HZFTH-6-29 A

WErS (200 ml) & 6- < WlzF2 (3.48 g, 13.7 mmol)e] &M Pd/C (1.45
g)E #H7Ista, EES 40 psi ?iz%}oﬂ %HH ?iﬁ}f\lziﬂk g E3ES Ao ES Fd A7sta, H
g2 AFHsAY. ARES FFst F ARAFT. FFE U A Z=vlEay] (od oAl o]
E/&A 1/1)E 573

Az 26

1= dm ”)-3-(5-3] =5 A]-2,3-T] 3| = - 1-Wl 2= F §-6-2 ) -3- (3] =5 A v’ )-1, 3-T] 3] = 2 -2H-Q1 &-2-2-9

73
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[1061]

[1062]

[1063]

[1064]

[1065]

[1066]

[1067]

[1068]

[1069]

[1070]

[1071]

[1072]

[1073]

[1074]

[1075]

[1076]

S5S0ol 10-1432460

A, 1-(H ") -3-3| EFA|-3-(5-3] =5 A]-2,3-T] 3| = R-1-Wl 2 F3-6-%)-1,3-1] 3| =2 -2H-¢ &-2-29] 7

3

1,3-M%024&-5-88 2 3-03|m2ullxFa-5-& (3 [Alabaster R.J., et al., Synthesis (1983),
12:950-2]) 2 tAlst 1-(2-AZF2Z 2T E)-1H-U=-2,3-1 &S 1-(HH Huﬂ%) 1H-215-2 3-tf]&o 2 tiA)
st v-AA 4] WS st Az 2Bl 7)A€ vhe} {%% Aztell wEl FA SRHES 55U NS

(ES+) m/z 472.2 (M + 23).

B. 1-(d#HduE)-3-(5-3| E=A]-2 3-T]3| & 2-1-Hl % F-6-YU)-1,3-T 3| EZ-2H- S E-2-L9] a4

1-(2-A ZFR2Z 2L Y)-3-3| =2 A]-3-(6-3]| == A]-1,3-Hl 2] 2&-5-9)-1,3-1] | =2 -20-21 5-2-25 1-(U] 7
I g )-3-3]| =2 A]-3-(5-3]| =& A]-2, 3-T] 3| = 2-1-H ZFH-6-Y)-1,3-1] 5| =2 -2H-¢1 5-2- %Qi A5l H]
-AAXQ WS st Ao 2o 7|AE vle} e Ao wel A FIFES 55T, MS (ESH)
m/z 434.4 (M + 1).

C. 1-(F] oL ®)-3-(5-3] =% A]-2,3-T) 8] = - 1-W 2 F -6-1)-3-(3] =2 A &)-1,3-T) 8] = 2209l E-2-&
o 4

THF (50.0 mL) & 1-(d=3ldWE)-3-(5-3|=FA]-2,3-T]3| =2~ 1-Wl2Fe-6-YU)-1,3-U 3| =2-20-AE-2-2
(1.01 g, 2.30 mmol)e] &Moo THEEAd 3= (1.00 g, 30.0 nmol)S H7}etct. w3 ZFES E3) of
23S 1 AIRE S HEFAZ] T, Holix 2ol (1.00 g, 10.0 mmol)& 0 CollA H7teplvt. ¥kg &
FHES Ao 20 AIZF For watelar, olE opAElo]E (100 mL)E 3A stk A" EFES B (2
50.0 mL)Z MHstal, FAYER MH AzA7)aL, st dRES AFstl 5% AFAA ZA 3

32 0.67 g (65%)S 53T, NS (ESt) m/z 486.4 (M + 23).

3T 5 E-5-9)-3- (3] =5 A v &) —4-vl| S A -1-{ [5-(Eg EF e 2 e )-2-Fd v e }-
=

A ol 2-(2-(tert-F-5A7F2 W d opv] 1o ) -6-m 5 A 3l ) -2-F A op Al o] E o] §HA

THF (300 mL) 3 tert-%¥€ 3-wEAH D720 0]E (25.6 g, 0.11 mol)] €M n-BuLi (0.25 mol, =&k
= 1. 6M SN2 78 ColA H7IEAct. AT LNS 0 TolAd 3 A7F E9F wuksla, -78 CTZ thA] Wzt

A7l Zo tlod 24 olE (20.1 g, 0.14 mol)E H7}skch. EGES -78 Tolr 45 £ Z¢F wwkabar,
oA 1 AR FoF wkslar, IN HCIZ AAs ST, EFES dezz 5390, %71 £9S I E
F oA AxA7)a, oHEigith. ARES WFst w5 741*19%} AFE &) 49 2RvEY
2 35t A 3FEE 3.70 g (FFH U BEAS U|FoE 27%)S 58T MS (ESH) m/z 324.3 (M

+1).

B. 4-v|SA-1H-915-2,3-t] 2] 94

el 2-(2-(tert-S-EA7IZH o} n)-6-HEA A H)-2-ZLolAE|o]E (3.70 g, 110 mmol) E 10% H,S0,
(100 mL)2] EFHES 100 ColA 10 AIZF Bet 71dsdn. 2oz Yzhazl $d, vkg EFES oHZ (3
> 100 mL) = Tgro} Ak, &3 oHE 4 2 (2x50.0 mL)E AFdIL, FAUEF AolA AxA 7L, o
Hatgiet. B S AFs vF AxAAG. AFE Wel AW A=ctER9E S g4 PR
0.37 g (19%)% FE3+dtt. NS (ES+) m/z 200.1 (M + 23).

C. 4 EA-1H{[5-(ETEF L2 e)-2-FH e }-1H-¢1&E-2,3-t] 2] 34

4~HZHIES 4-WEA-IH-¢1E-2 3-tjLom A -EEZRIAEL 2-(HE2RYE)-5-(ExgZF Q0 21
HFHdoz At H-AAZAQA MHS Fastar AZd 140 7| AE wie} e Axpel wEl A4 gEES
FESAT (26%). MS (ESt) m/z 348.2 (M + 23).

D. 3-8]E2A-3-(6-3| Z2A-1,3- M2 ] $%-5-2)-4-v] ZA-1-{[5-(EB) TF o = &)-2-F v }-1,3-1] 5]

1-(2-A 2222 P e)-11-9E-2,3-0&  4-WSA-1-{[5-(Ee) EF o 2vd)-2-F 1%
oz tAste H-AAAQ WES st Az 2Bl 7A€ wpe} Z2 Axpel] wel A4 stES T
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[1077]

[1078]

[1079]

[1080]

[1081]
[1082]
[1083]

[1084]

[1085]

[1086]

[1087]
[1088]

[1089]

[1090]
[1091]

[1092]

SS=50l 10-1432460

st (56%). MS (ESt) m/z 486.4 (M + 23).

B 3-(6-31 =% A)-1,3- M2 0) $5-5-9)—4-s] B -1-{ [5-(E el S 0.2 W 8)2-F 2 v g )-1,3-1) 8] = 2 -2H-<)
E-2-29 4

[

1-(2-A| ZF 2 Z 2 Ho|| & )-3-3]| EZA]-3-(6-3| EZA]-1,3-H % U] &&-5-9)-1,3-T] 5| E2-2H-Q E5-2-&&  3-3
FA]-3-(6-3] =FA-1,3- Wl &2 &§&-5-U)-4- uﬂiﬂ {[-(EglEFea2ve)-2-Fd e }-1,3-t3| =2~
2H-QlE-2-= 02 At H-AAA ¥FE Fasta Azxd 20 71AE vhe} 22 At wat x4 33
S 535190 (86%). MS (ES+) m/z 448.4 (M + 1).

A~
=
iz =
=T

F.  3-(6-3=FA-1,3-1Z20&E-5-9)-3- (3| EFA W )4- EA-1-{[6-(E EF o2 e)-2-F L & }-
1,3-g3| =2 -20-¢15-2-2-9] A

1-(AadHg)-3-(5-3| =5 A]-2,3-H] 3| EE-1-2FT-6-Y)-1,3-T ) EZ-2H-AE-2-2&  3-(6-3=FA-
1,3-Wlx0&&-5-A) 4w S5A-1A[5-(EY EF=2dd)-2-FE e }-1,3-t 8| E2-20-Ql E-2-=2 0.2 A
E H-AAAQ WES Fadstar Alxdd 260 71AE uiel 2 dxapel] mel x4 dFES FESIATH (64
%). MS (ESt) m/z 500.4 (M + 23).

Az 28
4,7-t] F 2 2-3-(6-3| =2 A-1,3-M 2] §%-5-9)-3-(3| = A v & )-1-H&-1,3-T] | = 2-2H-2 B-2-2 9] FA
A, 4,7-0F22-1-Ag-1H-¢1&5-2,3-1] 9] &4

(
—

- NN-tiMEd E 5ol = (5.00 nl) 5 F4ASFEF (0.17 g, 6.94 muol, FfF 5 60% wAkeH)e
N N-TiHed 2 E0ln = (5,00 mL) 5 4,7-TF22-1H-205-2,3-1]& (1.00 g, 4.60 mmol)¢] &ML&&
HA7vsiich. A g EFES 0.5 AlZE EoF wHkek Fol F N N-tHEEFo = (5.00 ml)
Ealek (0.84 g, 5.55 mmol)2] &NE& HIEdh. RES %i%%% *oioﬂ*i 16 A]?P & ake)

ol

[ my o
] r:{lo - <t
o> 2 [z 2

B2 o 2

oHlEZ (30.0 mL)ell FAt. FrIsS wEd F
A AxA7)aL, o, oatE s sl %%— 7di'\1ﬁq J——r” WE“’Q {%3}01] Az:A7)4L,
AE deEs T,ﬂo}oq A BE (0.98 g, 98%)= F58k3lth. MS (ESt) m/z 286.2 (M + 1)

B. 4,7-HERE-3-3 =5 A-3-(6-3] =52 -1,3- M2 £E-5-2)-1-99-1,3-H 5| =2-2H-¢1 E-2-22] 4]

Aek= B-2A A

(2-NE2x 2 E)-1H-Q5-2,3-1] &S 4, 7-t)F22-1-AL-10-Q =
< 1t (68%) .

1- U
WS et Az 2B 71AE wpelk 22 Aapel] wiek F4 sHetE

1= «
1=

K

2

fetl
Te
Q‘L

;O

H NMR (300 MHz, CDCls) § 8.61 (s, br, 1H), 7.26 (t, 1H), 7.03 (d, 1H),
6.52 (s, 1H), 6.12 (s, 1H), 5.86 (dd, 2H), 4.21 (s, br, 1H), 4.01-3.96 (m, 2H), 1.73-1.58
(m, 2H), 1.34-1.21 (m, 4H), 0.84 (t, 3H):; MS (ES+) m/z 408.2 (M - 17).

C. 4,7-UF22-3-(6-3|=FA]-1,3- =0 &%~

(@]

-a)-1-99-1,3-1 3| = 2-20-% 5-2-22] §HA

1-(2-A1 2R Z 2P| ¥])-3-3| =FA]-3-(6-3| =FA]-1, 3-H £ 0] &&-5-9)-1,3
S22 2-3-3EZA]-3-(6-3| =EA]-1,3-WEH S E-5-Y)-1-Ad -1, 3- 3| =2 -20-A E-2-20 2 A5+ -4
A MyS Fasta Az 209 71AE viel 22 AXjo] wet BA4 FFES WA uAR F5E8T (72
%) .

'H NMR (300 MHz, CDCls) 8 7.27-7.23 (m, 1H), 7.03
(d, 1H), 6.55 (s, 1H), 6.04 (s, 1H), 5.84 (dd, 2H), 5.03 (s, 1H), 4.09-3.99 (m, 2H), 1.72-
1.62 (m, 2H), 1.33-1.24 (m, 4H), 0.86 (t, 3H); MS (ES+) m/z 409.2 (M + 1).

D.  4,7-HI2E-3-(6-3|=FA-1,3-xH5E-5-9)-3-(3| =5 A v e)-1-4d-1

14

,3-T) 8| &2 -2H-¢l E-2-2 9]

e

4-H 2 X -3-(6-3| =5 A]-1,3-H 20 SE-5-9)-1-9E-1,3-3| =2 -20-¢1 E-2-25 4,7-

Al-1,3-M 0 24-5-4)-1-Ad-1,3-U3| Z2-20-Q E-2-2 202 A5t v-2H 4 AL Y35l xﬂioﬂ
1B Z1A9 wpe} 2o Aol we) A4 35S 74 i’iﬂi TE5SAT (94%). MS (ES+) m/z 439.3 (M
+1).

)
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[1093]

[1094]

[1095]

[1096]

[1097]
[1098]

[1099]

[1100]
[1101]

[1102]

[1103]

[1104]

[1105]

[1106]
[1107]

[1108]

SS50ol 10-1432460

e 2-(4-FEEZ-3-(6-3|=EA|-2,3-U3| =2 NZFT-5-U)-3-(F| =EA W E )-2-& 420 EH-1-U) olA H o] E

:l>

g (4-F22-2,3-T&4-2,3-U3 E2-1-5-1-Y) oA El o] E9] 4]
MRS 4-FRE-U-1E-2,3-H2 0% tAsta C-HERAEHASEZIZRS dEd HRROMAHER U
Ashes Hl-dA AR UGS sl Az 209 71 vpek g Aol weh A SES T uAR F
St (95%).

"H NMR (300 MHz, CDCls) 5 7.48 (t, 1H), 7.08 (d, 1H), 6.67
(d, 1H), 4.47 (s, 2H), 4.23 (q, 2H), 1.27 (1, 3H); MS (ES+) m/z 268.6 (M + 1).
B. oY [4-FER-3-3=FA-3-(6-3| =5 A-2,3-1 8| E2-1-HMZF&-5-9)-2-§2-2,3-1] 3| = 2-11-¢1 &~
1-d]opAE el =9 A

1-(2-ANZ2Za2hdE)-1H-¢15-2,3-1] &< JEd (4-FEE-2,3-T24-2 3-T]F =2-11-AE5-1-U) oA H | E
2 diAstE ¥-Z2A440 Wy S Fasta Azxd 2B Z|AlE vk} e dabd wEl 1A SES WA 1)

2 F533 (75%).

'H NMR (300 MHz, CDCls) § 8.70 (br, 1H), 7.31 (t, 1H), 7.12 (d,
1H), 6.68 (d, 1H), 6.46 (d, 2H), 4.53-4.46 (m, 2H), 4.18 (q, 2H), 3.08-2.88 (m, 2H), 1.23
(t, 3H); MS (ES+) m/z 387.8 (M - 17).

C. g [4-F2Z-3-(6-3| =2 A]-2,3-03| E2-1-HMZFH-5-2U)-2-24-2 3-T] 5| = 2-11-20 E-1- o} A g o]
Eo A

1-(2-A S RZR2 AN E)-3-8] =5 A]-3-(6-3] =5 4] -1,3-4
[4-2 2 2-3-5] 5 8 -3-(6- 81 =5 -2, 3-e] 8] = 2 1%

HelEx tiAldhs H-27424< HES Fysta Alze] 2] 7lxﬂfﬂ H}Q} zg% éi} 1 b2} ﬁzﬂ }gEs o
A AR F58T (75%).

H NMR (300 MHz, CDCly) § 7.33-
7.27 (m, 2H), 7.12 (d, 1H), 6.71 (d, 1H), 6.50-6.48 (m, 1H), 5.10 (s, 1H), 4.54-4.42 (m,
4H), 4.19 (q, 2H), 3.11-2.90 (m, 2H), 1.23 (t, 3H); MS (ES+) m/z 388.8 (M + 1).

g [4-FRR-3-(6-81 =5 A)-2,3-T] 8 =21l 2 F -5-9)-3-(8 =E A W ) -2-% -2, 3-0) 8] = 2-111-9)
o]
=

D
E-1-d oA el B A

HER-3-(6-3| =% A-1,3- M2 0] &E-5-U)-1-9E-1,3-U 3| =2 -2H-Q1 E-2-2% o|E [4-FRE-3-(6-3]=

A-2,3-H3| B 212 E-5-9)-2-§4-2,3-15 E2 diAlshs w-AAg el W
3S Tt Alxe] 1Ed 71AE wpe} 2 Aap 1 et ﬁxﬂ siHES AFAd AAR FESIAT (99%).
NS (ESH) m/z 418.7 (M + 1).

mm%
ol
[
HU
>—A
:El
0
HI
i
0
?
o
B
=
g

3-8 =FA-3-[6-(3]| =54 v ")-1, 8-l 20 $E&-5-U |-1-4"-1,3-H 3| = 2-20-¢ E-2-22] ¢4

THF (45.0 mL) < (6~B25F-1,3-HxUSE-5-d)vete (¢ [Mann, J., et al., J. Chem. Soc. Perkin
Trans. 1 (1984):2081-8]) (1.27 g, 5.50 mmol)®] &<4ell n-BuLi (5.00 mL, 2.0M, 10.0 mmol)& -75 TCellA
A7bekAtk. WS EfES <75 CollA 45 & &¢F wwbek $oll THE (20.0 nl) & 1-A9-1H-915-2,3-H2
(1.00 g, 4.60 mmol)®] &ME& -75 CollA H7tetgivt. AHE EFES 20X 12 AF 5+ wglalil
St RE 89 (5.00 nL)o.2 AT, oY oAH ol E

2 28 9 @retan, ®Eadnh. #7115 A
slol] 3= AxAZY. FEE W& 50% EtOAc:dAlow £33l A FEvEadgdS 43se] %4
SHE (0.29 g, 25%)S 1AR 53T

fb ol o
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[1109]
[1110]
[1111]
[1112]

[1113]

[1114]
[1115]

[1116]

[1117]
[1118]

[1119]

[1120]
[1121]

[1122]

[1123]
[1124]

[1125]

S=50ol 10-1432460

H NMR (300 MHz, CDCly) § 7.38-7.24 (m, 2H), 7.1 (t, 1H),
6.91 (d, 1H), 6.81(s, 1H), 6.43 (s, 1H), 5.90-5.87 (m, 2H), 4.77 (dd, 2H), 3.75-3.56 (m,
2H), 1.75-1.58 (m, 2H), 1.26-1.35 (m, 2H), 0.89-0.83 (m, 3H); "°C NMR (75 MHz,
CDCl;) § 177.8, 147.4, 147.2, 142.8, 133.5, 132.2, 131.1, 130.1, 125.3, 123.8, 111.4,
109.2, 108.1, 101.5, 79.5, 64.7, 40.4, 29.0, 26.8, 22.3, 13.9; MS (ES+) m/z 352.1 (M -
17).

Az 31
g [1-F2-3-(6-3]| =5 A-1,3- 2T §E-5-U)-2-§4-2,3- T3] =2-11-A=-3-L oA Hl o] ] 34
Ao 1819152, 3-T &0 ¢4

(2-BERNDHAZFZIZRHS n- oz diAEE v-AAH RS Fasta Az 240 7149 vt
o} e Ao wet A BES HA nFEE S5 (90%).
"H NMR (300 MHz, CDCls) & 7.58-

7.51 (m, 2H), 7.08 ¢, 1H), 6.87 (d, 1H ), 3.68 (t, 2H), 1.71-1.62 (m, 2H), 1.41-1.22 (m,
6H), 0.85 (t, 3H).

o
—

2,

>,
w
ok

f

it
>
w
>
ok
[

it
>
—
P&
=,
BN
)
do

&-5-9)-1,3-t 8| = 2-2H-¢1 E-2-229] 4

O

)

-3 A-11-2E-2,3-t L0 2 thAstE= H-2A 2 AydS =33}
A FEES TN uAR F5E3HY (53%).

=
2,

N
2
A\l

oo
2
N
2,

i

jur]
=
5

l"

and

(o
L
Y
é
£ mlo
©
=51

'H NMR
(300 MHz, CDCly) § 9.44 (br, 1H), 7.47-7.44 (m, 1H), 7.40-7.34 (m, 1H), 7.17 (t, 1H),
6.89 (d, 1H), 6.55 (s, 1H), 6.21 (s, 1H), 5.84-5.82 (m, 2H), 4.58 (br, 1H), 3.71-3.56 (m,
2H), 1.67-1.62 (m, 2H), 1.32-1.21 (m, BH), 0.84-0.80 (m, 3H); °C NMR (75 MHz,
©DCly) 5 179.0, 152.3, 148.8, 142.5, 141.3, 130.3, 129.2, 126.1, 123.7, 117.2, 109.5,
106.8, 101.9, 101.4, 79.2, 40.4, 31.3, 27.1, 26.4, 22.4, 13.9; MS (ES+) m/z 352.5 (M -
17).

C. 1-814-3-(6-3| =2 Al-1,3- 2 T) 9 4-5-1)-1,3-T] 3| ER-2H-91 5-2-29] #A

1-(2-A 22 E 2 R0 Y)-3-3| EFA-3-(6-5 EFA-1,3- M 2T §£-5-9)-1,3-T S| E2-2H-Q1 5-2- 2% 1-94-
~F =8 A3 (6-3] S S A1, 3- MR T $E-5-9)-1,3- U] S ER-2-1E-2-2 02 dAs: H-ARH WP
FRFa Azd 2] A vheh Fe Axte] Wl TAl HFES WA nAZ FEA} (98%).

"H NMR (300 MHz, CDCla) § 7.38-7.13 (m, 3H), 6.94 (d, 1H ), 6.60 (s,

1H), 6.32 (s, 1H), 5.84 (dd, 2H), 5.02 (s, 1H), 3.74-3.63 (m, 2H), 1.70-1.61 (m, 2H),
1.37-1.19 (m, 6H), 0.83 (t, 3H); MS (ES+) m/z 354.2 (M + 1).

D. dE [1-A2-3-(6-3]| == A]-1,3-H 2] &4E-5-Y)-2-&4-2 3-1 3| = 2-11-20 E-3-L Jo} A elo| EC] A

THF (10.0 mL) ¥ Yo]lAX=ZHolwl (1.14 g, 11.0 mmol) 2] &Ho n-%€ 2F (7.00 mL, 11.0 mmol, it F
1.6M §9)& -75 Cold A7sdt. AAE EFES -75 TolA 30 & w¢F wwreta, THF (20.0 ml) =
1-AA-3-(6-3| == A)-1,3-H1 20 &&-5-U)-1,3-1 3 =2 -20-¢ E-2-22] &do] 75 Tl HA3 H7leR
k. =75 CelA 30 & H WREEE o] o" HEROAHCES HIlegltt. ERES oA 18 AR F
oF wykslal, ¥ 3 AgldRy S0z AT f7] &WE AFslel AAsIAL, £ FFES o o}
AHCIE (100 nL)Z A8l F715S 23 AsitEw (25.0 mL), 95 (50.0 nL)Z M3, T4 3
AGEF oA AzA7)a, et dHES WFstd % AZAFHT.  AFEC s 40% EtOAc/?)
Alo 7 gE5l= A JEH}EJEME F3ste] ¥A FFE (0.19 g, 8%)S LYdZ 53 Y.  MS (ESt)
m/z 440.5 (M + 1).

Az 32
4-H 25 -3-(6-3| == A]-1,3-HM 20 E-5-9)-3-(F| == A v € )-1,3-1 3| = 2-20-2 E-2-2¢] ¢4

A, 4-BE2R-3-3 == A]-3-(6-3]| == A]-1,3-Hl 0] &&-5-9)-1,3-0] 3| = 2-20-¢1 E-2-2 9] A



[1126]

[1127]
[1128]

[1129]

[1130]

[1131]

[1132]
[1133]
[1134]
[1135]

[1136]

[1137]
[1138]

[1139]

[1140]

[1141]

[1142]

SS50ol 10-1432460

1-(2-AZ2Z 2T E)-1H-U=-2,3-0 &S 4-H2HolAlg oz thA|slE H-AA A M-S Fasta A%
2B 719 wlel e Axlo] whel A FFES W)X uAR FEEAT (95%).

"H NMR (300
MHz, DMSO-ds) & 10.40 (s, 1H), 9.09 (s, 1H), 7.22 (s, 1H), 7.04 (1, 1H), 6.90 (d, 1H),
6.75 (d, 1H), 6.43 (br, 1H), 6.21 (s, 1H), 5.88 (d, 2H); 3C NMR (75 MHz, DMSO-de) &
178.0, 148.7, 147.0, 145.8, 139.5, 131.3, 130.8, 125.4, 118.8, 118.4, 109.4, 108.9,
101.0, 97.4, 76.6; MS (ES+) m/z 366.4 (M + 1), 364.5 (M + 1).

B. 4-BRE-3-(6-3] =5 A]-1,3-2H%E-5-U)-1,3-H 5| =2 -20- 5-2-22] &

)
oX

RH-3-3] 2 A -3-(6-8] =FA-1, 3l 2] SE-5-U)-1-H " -1, 3- T S| ER2H-Q E-2-2 S 4-H
( 5 1,3-t3| =R-20-Q15-2-2 02 thAshs v-Ag A0 W3

web A setEe A" aAR F5E0T (95%). NS (ESt)

m/z 348.5 (M + 1), 346.3 (M + 1).

C. 4-BER-3-(6-3| ==A]-1,3-HZT%%-5-U)-3- (3| == A ¥ &)-1,3-1 3| = 2-2H-2 5-2-2-9] A

1-F 2 -3-(6-3| E2A]-1,3- M2 &%&-5-9)-1,3-0 3| EZ2-2H- E-2-28 4-HZH-3-(6-3| =FA]-1,3-H1%
£4&-5-4)-1,3-U3 =2-20-A % 2—%3i hAsl od HEEOIAHOIES HEEEL

-AARZA WS st Axd 31Do 7" il e Hxzjol whEl TA 3

(70%).

'H NMR (300 MHz, DMSO-ds) § 9.00 (br, 1H), 7.13-6.95 (m,
3H), 6.84 (d, 1H), 6.16 (d, 1H), 5.90-5.84 (m, 2H), 5.16-4.83 (m, 2H); *°C NMR (75
MHz, DMSO-dg) § 177.8, 150.4, 147.1, 146.8, 139.8, 130.2, 129.3, 125.8, 117.7, 115.8,
109.3, 107.9, 101.2, 97.6, 63.5, 57.4.

Az 33

4-B 2 H-3-(6-3| =FA]-2 3-T]3| = 2-1-H Z2F&-5-9)-3-(F| == A| v & )-1,3-1] 5| = 2-2H-21 E-2-L2 9] §HA

A, 4-B R R-3-3| = FA]-3-(6-3] =5 A]-2,3-1] 8| =2 -1-wl 2 F -5-9)-1,3-H] S| == -2H-Ql &-2-29]
1-(2-A Rz 2R e)-1H-¢15-2 3-1] S 4-BERoAle o & thAeta 1,3-M%r]L%5-5-25 2 3-T]3|=a
W FS-6-2 = x]*c%}b H-AA A WS Fatal Az 2B 71AE whep e Axfel] whel wA 33
ES 7 A2 $5330 (78%).

H NMR (300 MHz, DMSO-ds) §
10.36 (s, 1H), 9.15 (s, 1H), 7.49 (1H), 7.04 (t, 1H), 6.89 (d, 1H), 6.74 (d, 1H), 6.35 (br,
1H), 5.90 (s, 1H), 4.45 (t, 2H), 3.05 (t, 2H); *C NMR (75 MHz, DMSQ-d,) & 178.4,
160.2, 154.0, 145.7, 131.6, 130.7, 125.5, 125.4, 118.9, 117.7, 116.1, 108.8, 96.8, 76.9,
71.8, 29.1; MS (ES-) m/z 344.4 (M - 17), 360.4 (M - 1).

B. 4-B 2R -3-(6-3| =& A]-2,3-T]s| =2-1-Hl%F-5-2)-1,3-T) 3| = 2-2-¢1 E5-2-2 9] &

B2 B-3-3| = ZA]-3-(6-3]| =FA]-1,3-Wl 20 & 4&-5-U)-1-9E-1,3-t 3| = 2-20-2 E-2-2&  4-
E2ZA]-3-(6-3]| =FA]-2, 3-U 3| E2-1-HZF-5-U)-1,3-1 | = 2-20-2 E-2-2 0 2 thA 3= H]- =]
He F33ta AZd 1D 7|AE vpe} e Hiajo| wEl XA FFES uAZ 53U (62%). MS (ESH)
m/z 346.5 (M + 1), 348.5 (M + 1).

C. 4-BER-3-(6-8|=5A]-2,3-H 8| E2-1-H2Fe-5-U)-3-(3| =5 A v E)-1,3-H 3| =2 -2H-Q1 &-2-22] &
3

1-8A-3-(6-3| 2 A]-1,3-MNZ0 2&-5-U)-1,3-T3 E2-20-AE5-2-28 4-HZF-3-(6-3|5=2A]-2,3-13| =
Z-1-W2FE-5-9U)-1,3-43 =E2-20-¢15-2-22 2 A5ta dE B2 EOAHEE FAHEZELHI=ZE o
Askz A-Z2AAA WS F=3qstar Az 31 71" wke} T2 Ao wEl ZA FFES S50,
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[1143]

[1144]

[1145]

[1146]
[1147]

[1148]

[1149]
[1150]

[1151]

[1152]

[1153]

[1154]

S=S0ol 10-1432460

4-B 25 -3-(6-3| == A]-2 3-1 3| = 2-1-WN2FTH-5-2)-3- (3| =2 A ) -1- (3] g d-2-Ld W& )-1,3-1] 3| = &2~
2H-E-2-29 FA

A 4-BER-1-(T g Y-2-due)-1H-A5-2, 3-t] 29 A4

W N N-TIWE ZEolu= (100 mL) & 4-HEZRoJALE (8.94 g, 39.5 mmol)e] Mo FAIIEF
86.9 mmol, Ff F 60% WA 0 ColA yirol A7, 24 ws E3dES 3 5
SO, NN-THgE o= & A3 YUYEF (1.52 g, 39.5 mmol, FF = 60% i) o=w F3A71 2-(
rHeh)yEd =218 Fato]= (10.0 g, 39.5 mmo )91 LdS 0 CoAA Hrlelgny. ¥re 829
T wukslal, & (100 mL)E AAS YT, Wk S dold dEHEZ (3x100 mL)Z FF38faL, &
e olAHo|E (3x100 mL)® FZ3qict. 3 S & (5x200 mL)E AHstL, T FYE
A AzAIZIA, ARGty ARES A 5% dRAREY. AFES JdHER 28t %
(10.6 g, 85%)3 22 AR FEE.

X
e 2 go AL oot ?

oo ox off >

o

"H NMR (300 MHz, DMSO-d¢) § 8.53 (d, 1H), 7.67 (t, 1H), 7.30
(t, 2H), 7.25-7.19 (m, 2H), 6.94 (d, 1H), 5.04 (s, 2H); *C NMR (75 MHz, DMSO-de) &
180.5, 157.3, 154.2, 152.3, 149.5, 138.4, 137.5, 128.6, 123.3, 122.3, 121.5, 116.4,
110.3, 45.8.

B. 4-B 2 H-3-3| EZA|-3-(6-3]| ==A|-2, 3-0] 3| = 2-1-H ZFH-5-U)-1-(¥ g d-2-du&)-1,3-v] | = 2~
1-(2-AZ22 239 8)-1H-95-2,3-12S& 4-BzR-1-(Jgd-2-ddE)-1H-¢015-2,3-tj2o2 Az

[e]
E-5-25 2,3- E] SlEmflEFT-6-22 tAlshs Hl-AAA MPS Fdsta Alxd 2B 74
Aol wheh A4 shghe s B wAE 53 (91%). mp > 225 C.

<
=3
BN
O
flo o

m&m

# wpsh 2

"H NMR (300 MHz, DMSO-de) 6 9.29 (s, 1H), 8.54 (d, 1H), 7.70 (dt, 1H),
7.61 (br, 1H), 7.32-7.26 (m, 2H), 7.07 (d, 1H), 7.00 (d, 1H), 6.72 (d, 1H), 6.60 (br, 1H),
6.02 (s, 1H), 4.91 (ABq, 2H), 4.47 (, 2H), 3.06 (d, 2H); "*C NMR (75 MHz, DMSO-d¢) &
176.9, 160.4, 156.3, 153.8, 149.6, 146.1, 137.5, 130.9, 130.8, 126.5, 125.8, 123.1,
121.5, 118.8, 117.3, 116.4, 108.3, 96.7, 76.6, 71.9, 45.7, 29.1, MS (ES+) m/z 455.4 (M
+1),437.4 (M- 17).

C. 4-BRY-3-(6-3=5A-2,3-0)8 = 2-1-2Fg-5-)-1-(F g d-2-d v & )-1,3-1] 3] = Z-21-¢1 E-2-2-9]
1

s

B

tZ22dE (25.0 nl) F 4-BR2H-3-3| =2 A|-3-(6-3| =& A]-2,3-T] 3| =2 -1-H % F - 5—%1)—1—(54316

Wg)-1,3-t) 3| = 2-2H-¢15-2- (1.12 g, 2.48 mmol)9] &No] Ezjoeoldl (1.40 ml, 9.91 mmol) =

SOCl, (0.40 mL, 4.96 mmol)E 0 Coﬂﬁ A7 e, Wk E3ES 0 CollA 2 A7 Bor iit&é}_ﬂ, E (30.0
7

=
-
—-2-

mL)fa Agsklek. frlsS wEsta, & (3x30.0 nb) & AlHsta, F4 SUER oM A7),

(s}
AdS. AEE AT 5 AAA 2Y BT SIHAY,

Lo A T = O%ﬁrﬂ Uoﬂ %uﬂ% 2AF3ol] AASGT. AFES dE ofAH o]
I, 2 (3%30.0 mL)Z AAsta, F¢ FYERF Ao AxA7a, e, o
A4 e (1.50 g, 77%)S 154 BA= #5590, MS (ES+) m/z 437.3

il

»%ﬂ/ﬂ 16 A1k Fo i
(100 mL)oﬂ |3 A]7

D. 4-BEW-3-(6-3|==A]-2, 3-8 = 2- -l 2 FT-5-U)-3-(3| == A v D)-1-(F] g I-2-L & )-1,3-T) 8] =
2og-dlE-2-20] G

-5-9)-1-9g-1,3-T) S E2-2H-QAE-2-£ L 4-HEH-3-(6-3| ==A]-
)=

2 4=
2,3—1—46151—1—@&%% 5-9)-1-(F | d-2-dme)-1,3-t] 5| = =202 =~
H = [e]

2-202 A= u-AAAA W
de FRstn Az 1) A ek g Aael wek A SHHEL FHAAT G4%)., US ESH n/z
468.4 (M + 1).
Az 35
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[1155]

[1156]

[1157]

[1158]
[1159]

[1160]

[1161]

[1162]

[1163]

[1164]

[1165]

[1166]

SS=50l 10-1432460

5-EFLE-3-(6-3| =5 A-1,3-MEUE&E-5-Y)-3-(F| =23 HE ) -1-{[6-(EF EF e =2dd)-2-FH v & }-

A, 5-EF Q2 2-1A[-(EgZF e 2ve)-2-FH e }-11-¢15-2 3-t] 9] A
oA Bl S 5-ZFQRoAIEIOR UAEa (2-HERJEIAZFZIZES 2-)H 2R E)-5- (Eﬂ%—aﬁiiuﬂ‘é)
FHo g A= HI—QXMOL WHES 35t Az 2400 71AE wie} 2 Ao wel TA FFES

"H NMR (300 MHz, DMSO-ds) § 7.54-7.50 (m, 1H), 7.47-7.44 (m, 1H),
7.20 (dd, 1H), 7.14-7.13 (m, 1H), 6.75 (d, 1H), 4.99 (s, 2H); *C NMR (75 MHz, DMSO-
de) 8 182.4 (d), 160.7, 158.5 (d), 157.5, 153.0 (d), 146.5 (d), 139.9 (q), 124.3, 119.3 (d),
114.5 (d), 112.7 (d), 112.0 (d), 110.5, 36.8.

B. 5-ZF Q2 2-3-3|=EA-3-(6-3| ==A]-1,3-HMZ20&%&-5-2)-1-{[65-(Eg EF e 2ve)-2-Fd e }-1,3-1
B E2-2H-¢1E-2-22] A4

-Q-AZET2 RN ) -1-2E-2,3-08&  5-EF0E-1-{[5- (S EF L Y)-2-FA] v g )-1H-215-
25-cog gAGE W-AYNY WIS £ Az 2ol AR WS} 2 Aol el EA A
SR AR S5 (66%).

"H NMR (300 MHz, DMSO-ds) 5 9.15 (s, 1H),
7.21 (s,1H), 7.15 (dd, 1H), 7.08-6.95 (m, 2H), 6.74 (s, 1H), 6.54 (s, 1H), 6.22 (d, 1H),
5.90 (d, 2H), 4.96 (s, 2H); "*C NMR (75 MHz, DMSO-ds) § 176.7, 160.57, 157.4, 154.0,
148.6, 147.4, 140.1 (m), 139.6 (M), 134.7 (d, %Jer = 29.4 Hz), 121.3, 119.5, 117.7,
115.1 (d, "Jer = 92.1 Hz), 114.5, 111.8 (d, "Jer = 97.5 Hz), 109.7, 109.6, 107.2, 101.3,
97.8, 75.1, 36.9; MS (ES+) m/z 450.3 (M + 1)

=
g}-1,3-13| = 2-20-3 &

"H NMR (300 MHz, DMSO-
ds) 5 9.31 (s, 1H), 7.13 (dd, 1H), 7.02 (dd, 2H), 6.82 (d, 1H), 6.59 (d, 2H), 6.39 (s, 1H),
5.87 (d, 2H), 5.07-4.96 (m, 2H), 4.84 (s, 1H); "*C NMR (75 MHz, DMSO-d) & 176.1,
160.5, 157.4, 153.9, 150.5, 147.5, 140.2, 139.6, 139.1, 132.3 (d, 2Jcr = 33.3 Hz),
115.3, 114.5 (m), 114.2, 113.9, 111.9 (d, "Jer = 98.7 Hz), 109.9, 109.7 (d, *Jer = 32.7
Hz), 101.3, 98.3, 48.5, 36.8; MS (ES+) m/z 436.2 (M + 1).

D. 5-FF L E-3-(6-3 =FA-1,3-WFH=&E-5-U)-3-Gl| =FAHE )-1H{[5-(EF ZF o 2d e )-2-FH e }-
1,3-g3| =2 -20-¢15-2-2-9] A

HEHS|=2F& (84.0 nL) 2 & (10.0 mL) F 5-ZF L 2-3-(6-3| =FA]-1,3-H 2 34-5-¢)-1H{[5-(ET
ZFo 2rE)-2-F] ]E 1,3-U3]|=2-20-215-2-2 (3.64 g, 8.41 mmol), HEEAUI= (2.52 g,
84.1 mmol) 2 A3} A F 43E (1.06 g, 25.2 mmol)e EFES 0 CAlA 4 A7k =t wwksgdet. &
2 2-F3fel] A AF Fof S g olAElo]E (100 mL)ell &aHA17]aL, 10% 44 HCl (3x25.0 mL)&
AAstar, F¢ FUYEF oA 1dxz2A7]a, 4338l qd3ES A }oﬂ %5 dxA T AREC
3] g ofMEOlE/ A} (50%) 02 && }L A8 IREIYIE Fgste] FA 3FE (0.65 g, 59%)
S FA nA R FEIET

ol
of
4

Olt

3L
o
K

F
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[1167]
[1168]
[1169]
[1170]

[1171]

[1172]
[1173]

[1174]

[1175]
[1176]

[1177]

[1178]

[1179]

[1180]

[1181]

omn
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, DMSO-dg) 8
9.11 (s, 1H), 7.12 (d, 1H), 6.99-6.87 (m, 3H), 6.80 (dd, 1H), 6.48 (d, 1H), 6.23 (s, 1H),
5.89 (d, 2H), 5.09 (br, 1H), 4.97 (ABq, 2H), 4.01(ABq, 2H); "*C NMR (75 MHz, DMSO-
dg) 8 176.1, 160.5; MS (ES+) m/z 466.2 (M + 1), 448.2 (M - 17).

Az 36
tert-FE-(2-F22HE-5-EZZE 0 2 i dE 9 3-3-d2A))tidE A ge] 3HA]
A, e 3-tert-FEUHEAZIdSA-5-ETEF 2 WE-2-E| 2 It2 52 g o] E9] A

-HHEE Sl = (50.0 mL) & HlE 3-3=SA-5-EEF e mvE-2-HedvteRdeelE (8 [Karp,
G.M., et al., Synthesis (2000), 8:1078-1080]) (19.4 g, 85.8 mmol)2] €N 0 Tl o]v|t}E

129 mmol)-& #H71e Foll tert-FE tdEddd F2gol= (19.4 g, 129 mmol)E H7F8ISITEH. kg &
oA WA wEbekgith. ojuthE (7.50 g) 2 tert-FE yWgdd F=zgol= (10.5
A7rskdek. Wb EEES 4 AR Be O wwkelal, & (100 nL) 2 AFET. uke EEES o
500 mL)Z AlFEAt. e f715S 5 (3500 mL) &2 Ao, 4 U ER A AxA7)a, o
stk oARES 2 1A, AFE dis] od olMEelE/E} (1/9) 02
AzvtEa s Fdste] TA SFHE (26.5 g, 90%)S FH AR 533

"H NMR (300 MHz, CDCy) 5 6.91 (s, 1H), 3.82 (s, 3H), 0.21 (s, 6H), 0.06 (s, 9H); °C
NMR (75 MHz, CDCl;)  161.5, 155.5, 133.7, 133.2, 123.6 (q, "Jor = 14.4 Hz), 1198,
51.9, 25.4, 18.2, -4.6.
B. [3-(tert-F-EurEdetd&A)-5-Eg| 7o 2md-2-d v &2 4

T4 o HEZ (75.0 mL) F 4238 E 4FuE (1.67 g, 43.9 mmol) 9] E3Eo] 74 oHE (25.0 mlL)
g 3-tert-FEUHEAG IS A-5-E ZF e 2rE-2-E| o H }Eli*' Jo]E (10.0 g, 29.3 mmol)e] &¢
[e)
o

(;om

A ¥ & &

d
il

Colld H7rskdek. Wk EFES 0 ColA 30 ¥ Fek wwela, B (50.0 ml)S A4 H7lstel A st
o 45 BEUE Foll, 7152 3 AStEE (3%20.0 mb) o2 AHsta, T4 FEF AelA
E2A71aL, AFEAT. oARES IEetel wF A2AZT. ARl e oE opAlEel B/t (1/9) L
SEothe 4y ARvEIYE 38t #EA ehe (6.95 g, 76%)S B4 LAE F53l

'H NMR
(300 MHz, CDCl5) § 6.89 (s, 1H), 4.68 (s, 2H), 2.11 (br, 1H), 0.96 (s, 9H), 0.88 (s, 6H);
G NMR (75 MHz, CDCly) § 148.0, 127.0, 124.0, 122.4 (q, "Jer = 14.7 Hz), 120.5,
56.1, 25.5, 18.1, -4.6.

C. tert-FE-C-F22Md-5-Ef EF 2B o A-3-d At ghe] A

T HEEEAE (100 mL) 5 [3-(tert-FEUHE A EA)-5-EEF o2 g e o H-2-d &g 2] &f
of 0 CollA Egelgoldl (4.05 g, 40.0 mmol)S FH7}3F Fo] Eled F=2do]= (2.38 g, 20.0 mmol)ZS H7}
SFAtE. WES ERES 30 & B9 nRkEal, & (50.0 mL)E AAsP . g o, §715S & (3%
50.0 mL) & AAeta, 74 FAGER oA dxA71a, g3t AFEE 1T w5 dx2AFT
R W] grtor &Es: AW ARvEINYE st B4 F3FE (2.31 g, 0%)S

F5aon, ol& A A&

A zof 37

1-(OHd W E)-3-(6-3| =2 A]-1,3-H %0 L &-5-U)-3- (3| =2A H & )-5-1| &l -1,3-T] 3| E 2 -2H-¢1 E-2-9] 3}
4

A, 1=(dEdrg)-5-wE-11-91E-2,3-1]22] A4

oS S-mEoatRlo® tiAlsta (2-HERAEHASEI RG-S
H-Zg 20l WS Fafalal Alzxd 24¢] 7]AE wpet
FEIAT (74%).
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[1182]
[1183]

[1184]

[1185]
[1186]

[1187]

[1188]
[1189]

[1190]

[1191]
[1192]
[1193]
[1194]

[1195]

[1196]
[1197]

[1198]

[1199]

SS50ol 10-1432460

H NMR (300 MHz, CDCls) § 7.42-7.26 (m, 11H), 7.0 (d, 1H), 6.95
(s, 1H), 6.37 (d, 1H), 2.24 (s, 3H).

B. 1-(d#H 9w g)-3-3]| == A]-3-(6-3]| == A|-1,3-Hl 1] &&-5-)-5-1|&-1,3-1] 3| = 2 -20-¢1 &-2-L-9] &4

dAsk H-24 5

1-2-AERZRANY)-11-915-2,3-1&S 1-(Hadrd)-5-md-11-9E-2,3-t] 22
LA R FSeHT (92%).

9 WML FAsI Azl 2B AW v} e A mek BA FFES A

'H NMR (300 MHz, CDCls) 8 9.23 (br, 1H), 7.40-7.15 (m, 11H),
6.90-8.85 (m, 2H), 6.57 (s, 1H), 6.33 (d, 1H), 6.31 (s, TH), 5.87 (s, 2H), 4.46 (br s, 1H),
2.28 (s, 3H); MS (ES+) m/z 448.4 (M - 17).

C. 1I-(qadm®)-3-(6-3] =5 A]-1, 3- Wl 2t 5E-5-2)-5-v -1, 3-H 8| = 2-21-Ql5-2-22] ¢4

1-(2-A F 2 Z 2 Ao ©)-3-5] =% A)-3-(6-3] SR A|-1, 3- M 2T $4-5-2)-1,3-0) 5] S 2-2H-¢1 B-2- 22 1-(H] o]
IS -3-5] = 2 A -3-(6-3] 2R A1, 3- W20 S %-5-2)-5- &-1,3- T S SRl E-2-2 02 Al wl-
494 WYL SRS Axe] 200 AR vk ge AAe] meb BA AFES PN wAR FEsan
(84%) .

'H NMR (300 MHz, CDCl3) § 7.37-7.25 (m,
9H), 7.22-7.17 (m, 2H), 7.10 (s, 1H), 6.91 (s, 1H), 6.86 (d, 1H), 6.63 (s, 1H), 6.40 (s,
1H), 6.38 (d, 1H), 5.88 (ABq, 2H), 5.07 (s, 1H), 2.23 (s, 3H); MS (ES+) m/z 450.3 (M +
1).

D. 1-(518d M ®)-3-(6-3| =FA-1,3- Ml 2T 5 &-5-U)-3- (3| =F A W d)-5-w & -1, 3-1] 3] = 2-2[-¢ 5-2-9
A

g2 29 & (60.0 mL) T 1-(93ddg)-3-(6-3] =FA]-1,3- ¥l 20 &&-5-d)-5-He-1,3-t] 3| =2 -2l-Q0 5~
3= (0.43 g, 14.6 mmol)9] &dof] tjo]iaxz2Holl (7.20 mmol)

2-2 (1.61 g, 3.60 mmol) % I}e}xSetds

S FH7bedcr. AelA 3 Al{k St wwkgk ol whgES ¥3 A dItEE (60.0 mb)oE
AR, F715S wEsta, B (3x100 mb)2 Ao, U ER doa dxzA 7)o, s, o
HES AFst] 55 XA, AFEA di&)] oAE ofAH o E/ A4t (20-60%) 02 &&= HAH A=2v)

2}

Ea#us st BA SFE (1.07 g, 63%)S T4 nAZ F538%0)

TH NMR (300 MHz, CDCl5) & 10.09 (br,
1H), 7.37-7.16 (m, 12H), 6.99 (s, 1H), 6.87 (d, 1H), 6.62 (s, 1H) 6.54 (s, 1H), 6.37 (d,
1H), 5.87 (d, 2H), 4.45 (ABq, 2H), 2.33 (s, 3H); MS (ES+) m/z 480.4 (M + 1).

Az 38
3-(B| EEAI | )-3-(5-3] EFA|-2-H|E-1,3- I ZE o}&-6-YU)-1-FE-1,3-T 3| =2 -2H-A E-2-29 4
A. 3-3E=FA-3-(5-3| =5 A -2-1 & -1, 3-HlZE| o} &-6-U)-1-9E-1,3-1 3| =2 -2H-A E-2-22] T4

(- 222 R e)-1-5-2,3-0 S 1-AE-1-215-2,3-0)eo qastn 1,3-Mxres5-29 o
we-1,3-HxEolE-5-&= st H-24 41_] WS Fsta Az 2B 7|AE vie} 2 Axfol| ulh
A stES 74 aAR 53U (81%).

|
@

O

"H NMR (300 MHz, DMSO-ds)
§9.90_(br, 1H), 9.05 (br, 1H), 7.78 (d, 1H), 7.25 (dd, 1H), 7.10-6.95 (m, 2H), 6.90-6.80
(m, 2H), 3.81-3.58 (m, 2H), 2.75 (br, 3H), 1.80-1.60 (m, 2H), 1.50-1.31 (m, 4H), 0.90 ¢,
3H); MS (ES+) m/z 383.4 (M + 1).

B. 3-(5-3|=FA-2-wE-1,3-l x| o}E-6-)-1-HME-1,3-1] 3| = 2 -2H- E-2-22] A
29584421 (10.0 L) % 3-3]| =A]-3-(5-8] =2 A]-2-H| g~ Ed )
A=-2-2 (0.50 g, 1.31 mmol)e] HEAS 1.5 4 F<F SFHFAZG. ¥ EFES AIFstd 55
AXZAAG. ZFES s DAl A3 AHEEeic.

. 3B =FA " )-3-(5-3| =5 A -2-w 21, 3-Hl 2 E| o} F-6-)-1-H " -1,3-H 3| =2 -20-¢ E-2-22] ¢4

:—*
T
=

(@)
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[1200]

[1201]
[1202]

[1203]

[1204]
[1205]

[1206]

[1207]

[1208]

[1209]

[1210]

[1211]

[1212]

[1213]

[1214]
[1215]
[1216]

[1217]

SS90l 10-1432460

4-H R H-3-(6-3] =5 A-1,3- M 2T & &-5-9)-1-9"-1,3- 1| = 220N E-2- 25 3-(5-3| =FA)-2-v e
1,3-MlZ2Eo}E-6-U)-1-9E-1,3-13 =2-2H-E-2-2 02 fAste v-AAA ¥FE FPsta Az 1

of Z1Ae wieh 2 dapol whel g4 eSS S5t NS (ESH) m/z 367.5 (M + 1).

Az 39

(5-F22-1,3,4-Flojro}L-2-d)me-22] A4

4 WekE (5.00 L) T ¥ 5-FZ2-1,3,4-EolrjolE-2-7t2 B Al E (0.51 g, 2.60 mmol)2] & o
Tade2UEF (0.30 g, 7.99 mmol)S 0 ColM H7bsiglek.  whe TFES A2olA 16 A3 gk wukst
i, oPMEAL (3.00 mL) o2 3Matar, old ofAEHOlE (2x150 mL)® FESUH.  Fd FrIES 4 23}
FTERIUES (3x25.0 L) % A 23 ASUEF (2x25.0 m) 22 AT, §71F5S ¥ PMIER
A AxA7laL, ettt oRES Awstdl % AxAA A BAFE (0.30 g, B5%)S e B4

Hh-31 A =2 T?OFOﬂE‘r

TH NMR (300 MHz, CDCls) 8 5.04 (s, 2H), 2.80 (br, 1H); MS (ES+) 151.1 (M + 1), 153.1
M+ 1).

Az 40

1=l v E)-3-(6-3] =513, 3-t] | €2, 3-1] 3] =2~ 1-Wl 23 ¢-5-9) -3~ (3| =5 A W ©)-1, 3-1 8] = 2~
2H-E-2-29 FA

A 1-(H 3 d M E)-3-8] =5 A]-3-(6-3] =5A]-3,3-t] M| -2, 3-T] S| =2 - 1=l = F &-5-)-1,3-1] 3| =2 -2H-2
—2-29] 94

1-(2-AZFR2ZR L E)-1H-¢15-2,3-1] 25 1-(HEdue)-11-205-2,3-t] &0 58 thAsl 1,3-HF0]&E&-5-
£S5 3,3-gHE-2,3-t3ez-1-HxFd-6-22 s Hl—@ﬂm HES st Az 2Bl 7|AH
nie} o Ao wet XA IHES FESIATE. MS (ES+H) m/z 478.5 (M + 1).

B. 1-(tudwg)-3-(6-3| ==A]-3,3-t]H|&l-2, 3-T] 3| = 2-1-Hl = FH-5-9)-1,3-T] 3| = 2-20-Q Z-2-29] 3}
A

1-(2-A 2 2Z 2P Y)-3-3] =5 A]-3-(6-8| =5A]-1,3- Ml £ 0] £E-5-9)-1,3-H 8| = 2-20- &-2-25 1-(H] ¥
I E)-3-8] =HA-3-(6-3] =5 A3, 3-1 M E-2, 3-T 8] = R~ 1-Wl 2 9h-5-90)-1 3T S| E R 209l E-2-2 0 8
fAsHE H-AAAQ WES Fastal Az 2Co] Z1AE whe} #e Hate] wet A $9
(2 SANA 73%).

m{u
ru (3
I,
By
QL
32
v}

"H NMR (300 MHz, CDCly) & 7.38-
7.20 (m, 12H), 7.11-7.04 (m, 2H), 6.97 (s, 1H), 6.58 (s, 1H), 6.57-6.51 (m, 1H), 6.50 (s,
1H), 5.08 (s, 1H), 4.19 (s, 2H), 1.25 (s, 3H), 1.18 (s, 3H); MS (ES+) m/z 426.6 (M + 1).

C. 1-(Hadmg)-3-(6-3| =5 A]-3,3-tmE&-2,3-t] 5| =2 -1-NZFH-5-Y)-3-(F| =FA| & )-1,3-1] | =&~
2H-AE-2-29 FA

1-(AaAdHg)-3-(5-3| =5 A]-2,3-t] 8| EE2-1-Z=F&-6-Y)-1,3-T | E2-2H- E-2-2& 1-(HHAduE)-3-
6-81 =% A]-3,3-T] W €-2,3-1] 8| ER- - 2 F -5-9)-1,3-T) 3| =2 -20-Q E-2-2 0 A H-AHHQ

WS st Alxd 260 714" viel e Ao upel A FFES 53T NS (ESH) m/z 492.5
M+ 1).

Azl 41

T-EFQ2-3-(6-3| =FA-1,3- MU &E&-5-9)-1,3-s| =2-20-A =-2-22] §A

A, T-EF QL R-3-3EEA-3-(6-3| ==X -1,3-HM 20 & %-5-9)-1,3-H 3| = 2-2l-¢1 E-2-2 9] §A

1-(2-A 22z 2 Ao E)-1H-QE-2,3-1] &L 7-Z2 0 2-11-915-2,3-t]2o 2 A= u-2AH HPS &
3ta Az 2Bl 7IAE viel 722 HAbo] upel FAl FFES F5IAT (80%).
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[1218]
[1219]

[1220]

[1221]
[1222]

[1223]

[1224]

[1225]

[1226]
[1227]

[1228]

[1229]

[1230]

[1231]

[1232]

[1233]

[1234]

[1235]

SS50l 10-1432460

'H NMR (300 MHz,
DMSO-ds) 6 10.66 (s, 1H), 9.11 (s, 1H), 7.18 (s, 1H), 7.07-6.98 (m, 1H), 6.83-6.74 (m,
1H), 6.66 {(d, 1H), 6.48 (s, 1H), 6.18 (s, 1H), 5.92-5.85 (m, 2H); MS (ES+) m/z 304.5 (M
+ 1),

B. 7-&FL2-3-(6-3] =5A-1,3- 120 5E-5-2)-1,3-H 3| = 2-2H-A E-2-22] &4

1-(2- A F 2 ZE B ©)-3-5 =2 A -3-(6-3| SHA-1, 3- 2T $%-5-9)-1, 3-0) 5| S 221 B-2-2 % 7-5
©.2-3-5] 28 A]-3-(6-3] E 5 A1, 3- W20 -5-90)-1,3- S| S 2291 B-2-2 0.2 tASHE H-AF A
e Fastan Azd 200 7AR vheh ge Aol wheh wAl HFTL FESAT (100%).

B

"H NMR (300 MHz, DMSO-ds) & 10.84 (s, 1H), 8.22 (s, 1H), 7.01 (t, 1H), 6.87-
6.78 (m, 1H), 6.71 (d, 1H), 6.62 (s, 1H), 6.35 (s, 1H), 5.90-5.85 (m, 2H), 4.67 (s, 1H);
MS (ES+) m/z 288.5 (M + 1).

e [4-HRR-3-(6-3|=5A]-2,3-13| ER2-1-MZF-5-U)-3- (3 EFA M & )-2-5 4-2,3-1] 3| = 2-1H-Q1 &
1= ]opAlEle] 29 7

A, od [4-HERE-3-3EFA-3-(6-3| EFA|-2,3-01] 3| ER2-1-MFF-5-U)-2-% -2, 3-F| =2 -1H- &~
1= ]otAEol 2] A

- AZFRZR2 I E)-1-95-2,3-15 g (-HEE-2 3-184-2,3-13 =E2-1-AE-1-d)olA el o] E
2 AstaL 1,3-1E2HEE-5-28 2,3- Y ER2MllEFH-6-2 Ast= H-AAAA MEE Fdsta A=z

g
of 2Bo /)AL whsh 2 Aol wheh EA HFEL WA TAZ FHAAT (68%).

NMR (300 MHz, CDCls) § 8.66 (br, 1H), 7.31-7.19 (m, 3H), 6.73 (dd, 1H), 6.49-6.45 (m,
1H), 5.09-4.36 (m, 4H), 4.20 (q, 2H), 3.14-2.90 (m, 2H), 1.23 (t, 3H); MS (ES+) m/z
432.2 (M- 17).

B. d¥ [4-BRR-3-(6-3]|=FA]-2,3-T]3| =2-1-HlZ=F
Eo A

F-V.‘i

~

-2~ -2, 3-U3 E2-1-Q0E-1-L | o} A E ¢]

-5-¢

1-(2-AEF 2220l Y)-3-3]| EFA]-3-(6-3| =FA|-1,3- W2 &&-5-¢)-1,3-1] 3| E&-2H-A E-2-&§ ol g
[4-B 2 H-3-3| =2 A]-3-(6-3| =FA]-2,3-T] 3| = 2-1-Wl 2 F&-5-9)-2-24-2, 3-1] 3| = 2-1H-¢1 &-1-

HolER diAlshs v-244 W3S Fastar Alxd 2C 7|AE vkel 22 dajdd wet 34 sgES o
A AR FEIUT (81%).

=z
kv
T

"H NMR (CDCl5 300 MHz) & 7.31-
7.19 (m, 3H), .75 (d, 1H), 6.50-6.45 (m, 1H), 5.08 (s, 1H), 5.09-4.36 (m, 4H), 4.20 (q,
2H), 3.14-2.90 (m, 2H), 1.23 (t, 3H); MS (ES+) m/z 433.3 (M + 1).

" [4-BRRE-3-(6-3| =5 A-2,3-1 3| = 2-1-H 2 F-5-U)-3- (S| EF A v 9)-2-§ 4-2, 3-T] 3| = 2 -1H-2]
(<3}
=

C
E-1-9JobAlHlo =9 F4

BER-3-(6-3] =5 A-1,3-HM2H &E-5-U)-1-99-1,3-H 3| E2-20-9E-2-25 oY [4-BHEX-3-(6-3=
1—2,3—"4 S ER- -l -5-)-2-5 42, 3- -1-2 oJER Ak m-2AgHY W
& Fdstal Az 1Bl 7A€ wpeb e Hxje| Ir]r?/‘r ﬁ.xﬂ SFEES FEAT (9%). NS (ESH) m/z
463.2 (M + 1).

J}m~B

Az 43

e [5-FRR-3-(6-3]|EFA]-2,3-T)5| E2-1-HFXFH-5-2U)-3-(F =2 M E)-2-22-2 3-T 3| E2-1H-¢ &-
1-d]olAH o] EQ] 34

A olE (-FR2-2,3-1 582, 3-H 3 B 2-1-lE-1-)obAH o] E9] &4

oA} ElS 5-FR2Z-1-E-2,3-U]2oz AT (2-EZFENAZZIZ AL o 2-H ZFolA H o E
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[1236]

[1237]

[1238]

[1239]

[1240]

[1241]

[1242]
[1243]

[1244]

[1245]
[1246]
[1247]

[1248]

[1249]
[1250]

[1251]

[1252]

et v-AA4 A4S Wde FAsta Al 280 71 vpep g2 Aapel] weh $A4 setEs wAE F5
SFAT (98%).

H NMR (300 MHz, CDCl,) § 7.60 (d, 1H), 7.54 (dd, 1H), 6.74 (d, 1H),
4.46 (s, 2H), 4.23 (q, 2H), 1.27 (1, 3H); MS (ES+) m/z 268.6 (M + 1).

B. d¥ [5-F22-3-3|=21]-3-(6-3| =2 A]-2,3-3=2-1-HZFI-5-9)-2-&2-2 3-1]5| =2-11-01 5~
1-d]olMEH ol E] 3

4-B 2R -1-7E-11-015-2,3-t] 25 og (5-F22-2,3-14-2,3-Y3| =2-11-¢15-1-Y)olA o] EE A
kil 1,3-WlFYS&-5-22 2,3-U3| =2l zFHa-6-22 Asts H-Z2A4Z HPS 35l A|F 1C
714 vel e dAje] whgh A IFES WA TAZ F53GIT (85%).

H
NMR (300 MHz, CDCly) 8 8.70 (br, 1H), 7.31-7.24 (m, 2H), 6.92 (d, 1H), 6.68 (s, 1H),

6.46 (s, 1H), 4.53-4.46 (m, 2H), 5.09-4.40 (d, 2H), 4.18 (q, 2H), 3.08-2.88 (m, 2H), 1.23
{t, 3H); MS (ES+) m/z 387.8 (M - 17).

e [6-FEE-3-(6-8]|=5A]-2,3-H3| ER-1-Wl 2 eh-5-2)-2-52-2, 3-H 3| E2-1-QE-1-Ad JopA H o]

-3-3| =2 A]-3-(6-3| =& A]-2,3-1] 3| = 2-1-H 2 Fe-5-¢ )-2- %i 2,3~ ﬂolCi 1H- J% 1-d]olAEH|ER o
Asts v-4442 WEE Fadstal Az Do 7A€ upe} e Hxpe] wel A sEtEs WA 1A=2

"H NMR (300 MHz, CDCls) 8 7.30-7.24 (m, 2H),
6.72 (d, 1H), 6.66 (s, 1H), 6.39 (s, 1H), 5.05 (s, 1H), 4.53-4.46 (m, 4H), 4.21 (g, 2H),
3.14-2.94 (m, 2H), 1.25 (t, 3H); MS (ES+) m/z 388.8 (M + 1).

D. dE [5-FRZ2-3-(6-3]|=2A]-2 3-T)3| = 2-1-Hl2F&H-5-9)-3- (3| =2 A W€ )-2-224-2 3-T]3] ==2-1H-<]
E-1-d oA H | EY 314

4-H B2 X -3-(6-3| ==A]-1,3-H %0 & E&-5-9)-1-Ag-1,3-1 OI‘EE H-91E-2-25 oY [5-FEZ2-3-(6-3]=
2A-2,3-13 = 2- -2 FH-5-U)-2-34-2 3-TF = 2-11-05-1-Y] ole]o]E tiAsh= v-EdA A W
He st Azxd 1R 71AE wiep g2 dxfo| uwhet ﬁxﬂ eSS FEAUT (99%). MS (ESt) m/z
418.7 (M + 1).

Az 44

We [3-(4-FERE-2-3| == 3 d)-3-(3| =F AW E )-2-8 4-2, 3-T 3| = 2-1H-¢ E-1-L Jo}A| Hl o] E9] A
A, WE (2,3-024-2 3-T3| = 2-11-01%-1-)o}A o] EQ] &4

(2-BErIE)A SIS MY BaRoAHoER tAshs H-244Y WES st Az 240 7]
A wpep 2L Aapel] wet g4 SgES FEIHAG (712%).

H NMR (300 MHz, CDCl3) § 7.64-7.53 (m, 2H),
7.14 1, 1H), 8.77 (d, 1H), 4.48 (s, 2H), 3.76 (s, 3H); MS (ES+) m/z 220.4 (M + 1).

B. Md [3-(4-FRE-2-3| EFAIHH)-3-8| EFA[-2-F2-2, 3-H 3| E2- - E-1-d JopAl El o] E 9] ¢4

4B 2 R-1-HME-1H-915-2,3-1] 22 g (2,3-U% 22 3-13| =2-1H-9 E-1-d) oA o] ER A3l 1,3-
MES4-5-22 -FEEAEE gAsE 0-244 MPS FAsa Axd 10 /AR uie g AR
of web EA SR F4 wAR FEEAG (29%).

"H NMR (300 MHz, CDCly)
§9.10 (s, 1H), 7.48 (d, 1H), 7.38 (, 1H), 7.19 (¢, 1H), 7.01 (br, 1H), 6.80-6.64 (m, 3H),
5.28 (brs, 1H), 4.51 (d, 1H), 4.44 (d, 1H), 3.75 (s, 3H); MS (ES+) m/z 370.5 (M + 23),
372.4 (M + 23).
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[1253]

[1254]

[1255]
[1256]

[1257]

[1258]

[1259]

[1260]

[1261]

[1262]

[1263]

[1264]
[1265]

[1266]

[1267]
[1268]
[1269]

[1270]

[1271]
[1272]
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C. Mg [3-(4-FZZ-2-3|=FAHY)-2-4-2,3-U 3| = 2-1H-C E-1-Ld |o}A Hl o] E2] A
1-(2- A ZF 222 P Y)-3-3] =5 A]-3-(6-3] =FA|-1,3- Ml £ 0] &&-5-9)-1,3-U 3| =2 -20-0 E-2-25 HE
[3-(4-F 2 Z-2-3| =5 A7 d)-3-3]| =5 A|-2-F 4-2 3-T] 3| =2 -1H-Ql E-1-Y Jo LA H o] ER ﬂliﬂ%}t H|-Z 74 4]

el

) Wge Fasta Alzd 2] JAR ke ge Axfel wel EAl HFBS W-nAZ FESYT (83%).

"H NMR (300 MHz, CDCl) § 7.36 (t, 1H), 7.29
(bd, 1H), 7.18 (t, 1H), 6.95 (br, 1H), 6.86-6.78 (m, 3H), 5.13 (br, 1H), 4.55 (d, 1H), 4.45
(d, 1H), 3.75 (s, 3H); MS (ES+) m/z 332.5 (M + 1), 334.5 (M + 1).

D. WE [3-(4-FZZ-2-3|=EFAHY)-3-B| =FAHE )-2-F -2, 3-U 3| =2-1H-A E-1-L |l el o] E2] A
4-B 2R -3-(6-3| EEA-1,3- 20 & %-5-2)-1-9€-1,3-1]3 = 2-20-95-2-28 Wd [3-4-F2=2-2-3]=
FAHE)-2-F2-2,3-U3 E2-1H-AE-1-d oM H| EZ A3t v-A44 ¥y S FdstaL Az 19
71" vke} 22 Ao wEl ¥4 IFES 53T MS (BESH) m/z 362.5 (M + 1), 364.5 (M + 1).

2

12 [3-(4,5-T0&FF 2 2-2-3| =5 A9 ) -3-(3| =5 A M €)-2-5 422, 3-T | =2~ 1H-Ql&-1-L | opAl| | o] E ]

w4

A, g [3-(4,5-TEFLE-2-3| =EEA | )-3-3| EFA]-2-5 42, 3-Ts| E2-1H-U=E-1-L o} El o] E<] FA
1-(2-AZF2Z 2 °)-11-215-2,3-1] &S dE (2,3-1&4%-2,3-U3| E2-11-¢15-1-Y) oA H o | EE A3}
= B-ZAAA] W8S Fastal Az 2Bol| 7AlE ule} 22 b wEk 34 SRtES A4 oY= £53)
Ak, MS (ESt) m/z 364.3 (M + 1), 348.5 (M - 17).

B. o€ [3-(4,5-UEFQ2-2-3|=FAHH)-2-%4-2,3-T] 3| E2- - E-1-L | o} A E o] E 2] 34

1-(2- A2 222 Y)-3-3| EFA]-3-(6-3] =FA]-1,3-Hl 2] $&-5-¢)-1,3-H 3| E2-20-Ql &-2-2 5 ofel

_Q
[3-(4,5-T & F2L2-2-3| =5 A #|H)-3-3| =FA|-2-% 42, 3-U 3| E2-1-A E-1-L oM H | EE A s}=
A S Fgsta Az 200 Z1AE vrel g Axjel wet %4 FFES e F odw F=53
At (83%).
H NMR (300 MHz, CDCl3) 5 7.39 (t, 1H), 7.34

(d, 1H), 7.26-7.22 (m, 1H), 6.92-6.82 (m, 2H), 6.73 (dd, 1H), 5.11 (br, 1H), 4.50 (d, 1H),
4.43 (d, 1H), 4.21 (g, 2H), 1.23 (t, 3H); MS (ES+) m/z 448.5 (M + 1).

C. d¥ [3-(4,5-HEF2-2-3|=5AHd)-3-(3| EFA WY )-2-4-2,3-T] 3| EZ-1H- E-1-L [oJA H | E
o] 34

4-HB 2 H-3-(6-3| =EA]-1,3-Hl 2] < g 5-9)-1-#E-1,3-03| =2-20-¢15-2-&5 e [3-(4-FE2-2-3|=
FAHE)-2-84-2,3-U3 =2-1-AE-1-d |olAH o] ER A5l n-AA=Q] WYPS st Ao 1R
71AE wkel e Axjo] wel A @H&%% FE3F9TE. NS (ES+) m/z 378.3 (M + 1), 361.3 (M - 17).

Azl 46

3-(4-B R R-2-3| =5 A ¥ Y)-3-(3| =ZA W E)-1-A"-1,3-T] 3| =2 -2[-Q E-2-2 9 FA

A 3-(4-HER-2-3 EFAAY)-3-3| =5 A -1-AE-1,3-1 3] =2 -2H-Q1 522 0] FA

482 E-1-AE-11-915-2,3- 1S 1-99-11-915-2,3-1] 202 tAsla 1,3-H=20)&E&-5-2S 3-H2 5y
=2 gAste v-244 W3S st Ax 1 Coll 71A1%l nhel & Azte] whe} wA SFES WA 3

A= F58AT (48%).

"H NMR (300 MHz, CDCl5) § 9.66 (br, 1H), 7.50-
7.38 (m, 2H), 7.24-7.16 (m, 2H), 6.98-6.86 (m, 2H), 6.64 (d, 1H), 4.15 (br, 1H), 3.80-
3.55 (m, 2H), 1.75-1.62 (m, 2H), 1.40-1.34 (m, 4H), 0.89 (t, 3H); MS (ES+) m/z 391.4
(M + 1), 393.4 (M + 1).

B. 3-(4-BE2R-2-3| 22X Fd)-1-3E-1,3-1] 3| E 2-21-Q E-2-& 9] A
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[1273]

[1274]
[1275]

[1276]

[1277]
[1278]
[1279]

[1280]

[1281]

[1282]

[1283]

[1284]

[1285]

[1286]

[1287]

[1288]

[1289]

[1290]

[1291]

[1292]

SSS0ol 10-1432460

4-B 2 H-3-3)| EZA|-3-(6-3]| == A|-1,3-H £ 0] &<&-5-U)-1-98-1,3-0 3| =2 -2H-A E-2-2& 3-(4-BEH-2-
B EZ A Y )-3-3| == A]-1-3E-1, 3-t 3| =2 -2l-Q 5-2-2 02 AFE v-AAHZHA WIS FPstu AF
o 1Dl 71A% wie} #e Aol wEl XA IPES WA BIdw 55990 (91%)

H NMR (300 MHz, CDCls) § 7.40 (, 1H), 7.31 (d, 1H) 7.24-7.23 (m, 2H), 7.01-
6.91 (m, 2H), 6.74 (d, 1H), 5.05 (br, 1H), 3.80-3.65 (m, 2H), 1.75-1.63 (m, 2H), 1.38-
1.29 (m, 4H), 0.88 (1, 3H); MS (ES+) m/z 374.4 (M + 1), 376.4 (M + 1).

C. 3-(4- B2 R-2-3| = 2A HY)-3- (3| =ZA| v &)-1-HAE-1,3-T] 3| =2 -2H-¢l 5-2-L9] 34

4-B 2 H-3-(6-3| =5A]-1,3-H2 & E&E-5-9)-1-3E-1,3-H 3 E2-20-0 E-2-2& 3-(4-BE2R-2-3|=F A4

D)-1-A"-1, 8- U =R 2l-RlE-2-2 0 R HiAshs v-AA ARl WY S wdstal Az 1kl Z1AE whep
& Axlo| upe} A FFES 559, R = 0.5 (EtOAc/ AL, 1/4).

Az 47

3-(5-H 2R -2-3 =2 A HY)-3-(F| =EA W E)-1,3-t] 3| =2 -21-01 5-2-£ 9] &A

A, 3-(5-BRR-2-3E2A|Hd)-3-3| =2 A]-1,3-0] 3| = 2-21-01 5-2-£ 9] &A
1-(2-A1Z22 =229 8)-1H-2%-2,3-1] & ojxleloz txsta 1,3-HFULE5H-2S 4-HIZRFEZE Oz
st B-ZAA A WES Fstal Alzxd 2Bol| Z|AlE ule} e bl whEl A StES Y uA=
s (71%). MS (ES+) m/z 319.4 (M + 1), 321.4 (M + 1).

B. 3-(5-H2R-2-3|=FA|Hd)-1,3-13| =2 -2[-21&5-2-22] 34

4-H B K -3-3| =2 A]-3-(6-3]| E2A]-1,3-Ml 0] &&-5-2)-1-Hg-1,3-T) 8| E2-20-¢ E-2-2& 3-(5-H=EH-2-
S| EEA T E)-3-3| =5 A]-1,3-T] 8| =2 -2H- E-2-2 0.2 ﬂ]xﬂé}E H-A4 el MyS Fastar A Zo] 1Dl
71" wkel F2 Ao upel ¥A SFES WA B 5390 (98%). MS (ESH) m/z 306.2 (M + 1),
304.2 (M + 1).

C. 3-(5-EER-2-3|EE2 A d)-3-(3| == M E)-1,3-T] 5| E2-20-2 E-2-29] &A]

5-EF 0 2-3-(6-3| =5 A]-1,3-HFHFE-5-Y)-1-{[6-(E| EF 22 Ed)-2-FH v g }-1,3-H 3 =2-20-0 &
2-25 (5-HER-2-3|=FAHY)-1,3-t3] ER2-20-QE-2-2 02 et v-AA4H WS Fyslar
Azl 35D 7]AlE wpe} 22 Hxpol wel 14| SEES 53T, MS (ESt) m/z 334.2 (M +

M+ 1),

Az 48

= ™)-3-(3| =5 A M e)-3-[2-3| =5 A -4-(Eg EF 252 A d ]-1,3-H 8| = 2-20-Q1E-2-22] &

A 1-(HA M) -3-3] =5 A -3-[2-3| EFAA-(Ed S F 22w 52 A d -1, 3-H s = 2-20-)1 5-2-29] ¢4

(A 2RT 2R E)- 11 52,30 &8 1-(1 1 1%)—1H—°L% 2.3-01eoR ghAeta 1,3-9r] %5
25 SH(EYeEFervEA)dAER tAshs v-244<l % S Fdsta Az 2Bl 71" nhek 22 At
4.5

E X
of wel #A4 ses FEsAH (15%). MS (ES+) m/z

B. 1-(OHA I e)-3-[2-3| E2A|4-(EFZZ 0 2 EA)HD]-1,3-Ts| =2 -20- 5-2-29] A

M+ 23).

1-(2-ANEFRZ 2 Y )-3-3)| EFA|-3-(6-3] =FA]-1, 3-H 2T &£&-5-9)-1,3-H 3| E2-20-¢ E5-2-25 1-(H] ¥
e e)-3-3| =5 A|-3-[2-3| EEA4-(E EF L2 5AD AL ]-1,3-Hs| E2-20-Q1&-2-2 22 A= H]-
ARAQ ML Fsta Az 200 7AE v} 2e Fxbo] wet A IFFES FEIYT (82%). MS
(ESt) m/z 498.4 (M + 23).

C. 1-(99dHe)-3-(F =F A W E)-3-[2-3| EFZA|-4-(EZZF QL 2HEA]) ¥ H]-1,3-1] 3| = 2-2-¢ E-2-2 9
43

4-1 2 7 -3-(6-3] U&&-5-9)-1-9€-1,3-U3| E2-20-2 5-2-2S  1-(HadwE)-3-[2-7]

-102 -



[1293]

[1294]

[1295]

[1296]

[1297]

[1298]

[1299]

[1300]

[1301]
[1302]
[1303]

[1304]

[1305]
[1306]

[1307]

[1308]

[1309]
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o 1Eel 71AlE whe} 22 Aol wel A sgEs 53U, MS (ESH) m/z 488 (M - 17), 528 (M +
23).

Azl 49

1=(H 3 dm&)-3-(6-3]| =54]-2, 3-T] 8| =2~ 1-Wl ¥ ¢h-5-9)-3- (3| =5 A v &) -1, 3-1] 8] = 2-2H-Q1 E-2-2 €]

&4

A, 19w E)-3-8] =FA]-3-(6-3] =5 A]-2,3-T] 3] =2 -1-9 2= F -5-9)-1,3-H 3| = 2-20-Q1 5-2-2 2] §
g

1,3-HMZ024-5-28 2,3-Us| =2 ZFH-6-2 (3 [Foster et al., J. Chem. Soc. 1948:2254-2258])%
A 1-2-AFEZ 2o e)-11-¢2E-2,3-1]& 1-(fadda)-1H-¢1&5-2,3-t] 202 fA|st= v]-4A
ol WML S3Psta A Fo 2B ZAE wie} 7E Ao wet TA| FFES WA uAR F5IAT

(68%). MS (ESt) m/z 450.4 (M + 1).
B. 1-(O#dWg)-3-(6-3| E=EA|-2 3-T] 3| E2-1-Hl 2 FA-5-¢)-1,3-T] 3| = 2-20-Q1 E-2-29] A

1-(2-A1 222’ )-3-3| =5 A|-3-(6-3] =5 A -1,3- 20 £ £E-5-9)-1,3-1H 3| E2-20-¢1 B-2-2S  1-(T] ¥
I 9)-3-3| E5A]-3-(6-3] =5 A]-2,3-T] 8| =2~ 1-Wl =¥ -5-9)-1,3-H S| = 2-20-¢1 &-2-2 0.2 tjAéh= H]
—AARAR MPE SISt Alxd 20 71" wkeh 22 Aol met ®A4] S-S W dAz F5sel
(67%). MS (ESt) m/z 434.3 (M + 1).

C. 1-(9admd)-3-(6-3] =5A]-2,3-H 8| =2~ 1-H 2 F-5-2)-(3-8| =5 A v €) -1, 3-H 5| =2 -20-Q1 &-2-2
o g
1-( 9 e)-3-(5-8] =5 A]-2,3-1]
(6-3|==A-2 3-U]3| = 2-1-H%F-5-9)-1,3-1] 3|
sl Az 2609 Z1AE upel g

m/z 464.5 (M + 1).

o,

Az 50

ol
a2
rO
rE
ofk
filo
4
Og‘;,i
ofi
L
2
BN
2,
)
s}
=2
N
E
i,
o
Iz
o
e
rlo
i)
2r
=2
=)

H NMR (300 MHz, DMSO-ds) & 10.36
(s, 1H), 9.15 (s, 1H), 7.49 (1H), 7.04 (t, 1H), 6.89 (d, 1H), 6.74 (d, 1H), 6.35 (br, 1H),
5.90 (s, 1H), 4.45 (t, 2H), 3.05 (t, 2H); '*C NMR (75 MHz, DMSO-d¢) & 178.4, 160.2,
154.0, 145.7, 131.6, 130.7, 125.5, 125.4, 118.9, 117.7, 116.1, 108.8, 96.8, 76.9, 71.8,
29.1; MS (ES-) m/z 344.4 (M - 17), 360.4 (M - 1).

B. 4-H2H-3-(6-3| =5 A|-2,3-13| E2-1-Hl2F &-5-)-1,3-1] 8| = 2-20-2A E-2-22] &4

-(2-AER2Z R Y)-3-3] =52 -3-(6-3| =52 -1, 8-l 20 5E-5-U)-1,3-H | E2-20-Ql E-2-2& 4-H=
R-3-3] EHA]-3-(6-3] =FA]-2,3-1] 8| E2-1-Wl 2 F F-5-9)-1, 8-t E2-2H-dE-2-2 o tAshs H-2A
Al WS Fallstar Alxd 20o] 7|AE wiek @ Azt wet wA SHFES W AR F5I000

C. 4-BRRE-3-(6-3=5A]-2,3-1] 3| =2-1-MxF4-5-9)-3-(S| =5 A v E)-1,3-t 8| = 2-20-Q1 &-2-2¢] ¥

3-(5-EF 0223 EE A Y)-1-AME-1,3-T3] 2 -20-AE-2-2&  4-HEE-3-(6-3|=FA-2,3-1]5]| =2~
I-EFeh-5-91)-1,3-H 8| E2-2l-QlE-2-2 02 diAlshs v-244]] MY FaAsta Al 14Cl 1A=
npo} e Aol wel T4 3EES F5HUG (16%). R = 0.21 (EtOAc/3AE, 7/3).
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[1310]

[1311]

[1312]

[1313]

[1314]

[1315]

[1316]

[1317]

[1318]

[1319]

[1320]
[1321]
[1322]

[1323]

[1324]

[1325]

[1326]

[1327]

[1328]

[1329]
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A Ze] 51

T-Z2FQ2-3-(6-3| == A]-1,3-HM 2 E-5-9)-3-(F| =AW E ) -1-{[6-(Eg| ZF e 2d)2-FH v & }-
1,3-g3|=2-20-5-2-29] A

A, T-EF L 2-1A-(EgEF e 2ve)-2-FH e }-11-¢15-2 3-t] =9 A

4-BRHIES 7-ZR 9 Zo|AlEloZ YAty 1-ERZEIAES 2-(HaRdE)-5-(EgZFE o 2vE)
Asks H-AF e MES Fasta Az 1A 71AE vkl e Ao uet A4 JPES S
(34%). MS (ES+) m/z 336.2 (M + 23).

&
5

-

o=
ATt

B. 7-FFQR-3-8 =5 A-3-(6-3] = A-1,3- M2 T $E-5-)- 1-{[5-(E EFF e 2 d)-2-F LW & }-1,3-1]
B ER-2H-Q1E-2-80 A

1-(2-A 222289 8)-11-91E-2,3-1 2% 7T-ZF 2 2-1{[5-(ExEF o2 d)-2-Fd v }-1H-<l
2,3-t202 tAss v-Z2AHA MES FPsta Az 2Bd 71AE viel e Axjel wel T4 3= %
FEsGE (75%). MS (ES+) m/z 474.3 (M + 23).

C. T-EFQ 2-3-(6-3| == A]-1,3-H 2 & 4E-5-Y)-1-{[6-(Eg| ZF o 2 dE)-2-FH W E}-1 3-t 3| =2~
2H-E-2-29 FA

1-(2-AZF2Z 2 H Y )-3-3]| =ZFA]-3-(6-3]| == A]-1,3-Hl £ 0] 2%-5-4)-1,3-0) 3| =2 -20-¢1 5-2-28& 7-
Q 2-3-3| EFA]-3-(6-3| = A -1, 3- M 2] S E-5- %1)—1—{[5—(Ea§$giﬂ1%>—2—Ta]uﬂ%}—l,s—ﬂ Fe=-
2H-AE-2-20 = tiA|she= v-A4HQ M-S st Aze] 209 71 AE vpe} 22 dxjo] whet %A 3%

i

u

S FEBAT (65%). MS (ES+) m/z 436.4 (M + 1).

D. 7-ZEF 2 2-3-(6-3| =FA]-1,3- 1 Z ] &&-5-U)-3-B =FA &) -1-{[6-(ET EF e 2ve)-2-FL v g }-
1,3-H 3| = 2-20-¢1 E-2-&9] §4

- d v e)-3-(5-3| =5 A]-2,3-t] 3| 2~ 1-WNZ2F&-6-Y)-1,3-H | = 2-20-AN 5-2-2& T-EFL2-3-
(6-3] == A]-1, 8-l 2 0] & 4-5-2)-1-{[5- (Ea FowuE)-2-FL e )-1,3-t3 =R E-2-2 0% T
Aste v-Z2AZ WS Fastar Azd 260 71A"E vk} Te HApo| wEl A JdFES 533G
(67%). MS (ES+) m/z 488.4 (M + 23).

A Z o)

3-(6-3| E2A|-2 3-1] 8| E2-1-Hl 2 Fe-5-YU)-3- (3| == A H €& g-1,3-13 = 2-20-21E5-2-29] g4

A, 3-3| == A)-3-(6-3] == A]-2,3-U) 3| = 2-1-Hl 2 FEH-5-2)-1-7E-1,3-t] 5] = 221 2-29] 34

)= =-2, ) E9 3-ggoz Aty 1,3-wFyLE-5-8
2,332z Fe-6-22 UASte n-A344A WES 33t Axd 289 7AE Bpe} e A
H (ES+) m/z 376.3 (M + 23).

flo
mN
B
=2
£ e

=
B. 3-(6-3|=5A]-2,3-T] 3| = 2-1- 2 F &-5-2)-1-AE-1,3-t] 5| = 2Z-2H-¢1 E-2-& ] 43

1-(2-A FR2Z 2o g)-3-3]| =2 A]-3-(6-3]| == A]-1,3- Wl £ 0] & 4-5-9)-1,3-T) 3| =2 -20-Q E-2-&& 3-3|=
ZA|-3-(6-3| E=2A|-2 3-T] 8| E2-1-Ml ZFe-5-4)-1-7g-1,3-1] ]CE 2H- J% 2-202 UiAstE v-444
A WEHS 8t Az 200l 7]AE wiel B Axajel uwhel ®A S FEIAY (76%). NS (ES+)
m/z 338.3 (M + 1).

i‘l
Ol
10

C. 3-(6-3|=FA]-2,3-13| =2-1-H2F&-5-U)-3-(F =FA v & )-1-AE-1,3-1 3| = 2-20-¢1 &-2-2] 34
5

4-B BT -3-(6-3| =FA]-1,3-41%
2-1-HZFFa-5-9)-1-9€-1,3-

S&-5-U)-1-9E-1,3-UF E2-20-91E5-2-2% 3-(6-3 =FA-2,3-1]3 =
3 3l o
ol 71718 wheh Ze Aol wE %A FdEs FSIAT

YA H-AAAe W Fasa Az 1B
46%). MS (ESt) m/z 368.3 (M + 1), 380.4 (M

~

+ 23).
Az 53
3-(5-HEE-2-3| =EA Hd)-1-(HH I g)-3-(F| == A v & )-1,3-1] 3| = 2-20-Q E-2-2¢] g4



[1330]

[1331]

[1332]

[1333]

[1334]
[1335]

[1336]

[1337]
[1338]
[1339]

[1340]

[1341]
[1342]

[1343]

[1344]
[1345]

[1346]

[1347]

[1348]
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A, 3-(5-BRRE-2-3| == A A d)-1-(H A d W &) -3-8]| =5 A]-1,3-1] 8| = 2 -2H-Q1 E5-2-2-¢] 34

[e5

1-(2-A 2222 8)-11-215-2,3-12S 1-(dadde)-11-915-2,3-tf 22 A5t 1,3-H20S4E&-5-
£S5 4-HERAEE YA e Bl-2A A HES Sgstn A xd 2Bo] 7A@ vRel e Axjel| wiel FA|
3ES oAANM uA R FESYT (90%). MS (ES+) m/z 486.2 (M + 1), 488.2 (M + 1).
B. 3-(5-HEHE-2-3|=F A9 d)-1-(tadud)-1,3-t] 3| =2 -20-20 E-2-22] A
3-(5-HER-2-3| =5 A9 Y)-3-3| =5 A -1-3E-1,3-1 3| = 2-20- E-2-2F& 3-(5-HEE-2-3|=FA|Hd)-1-
(e due)-3-3| =FA)-1,3-U 3| E2-20-9E-2-202 A= v-Z24H2I WdS F8sta Az 1589
ZIAE vie} 2 Axje] wEl A IRHES WA Boue 53T (99%).

"H NMR (300 MHz, CDCl;) § 7.39-7.20 (m, 11H), 7.11-7.08 (m, 4H), 6.82 (d,
1H), 6.57-6.51 (m, 1H), 5.04 (s, 1H); MS (ES+) m/z 471.2 (M + 1), 473.2 (M + 1).
C. 3-(5-BER-2-3| =2 A ¥ d)-1-(t I e)-3- (3| =FA W& )-1,3-t] 3| =2 -2H-Q E-2-2 2] Al
1-(gd 9w g)-3-(5-3| =2 A]-2 ,3-T] 5| = 2-1-Hl = F )-1,3-T)3| =2-20-21E-2-22 3-(5-HEH-2-3
cE2AHE)-1-(HHdug)-1,3-H 3| E2-20-20E-2-2 02 A= H-2dAZ2 WS S35t Axd 26C
of 71AlE wie} 22 Aol wet XA SgES 53T, MS (ESt) m/z 500.4 (M + 1), 502.4 (M + 1).

Azl 54

-6-
o

3-(6-3] = HA)-1, 3 20 §5-5-9)-3-(3 =S A M ©)-1-M D1, 3-0) 8| = 2-2H-Q B-2-2 €] FA

A, 1-9E-1H-91%-2,3-1] 2] §HA4

H_ =
(2-BERJENAZZIZFHS 1-

B Ask= H-2AHQ MEE FdstaL Az 240 7A€ 6t
o} e AAtel| wheh FA eSS A4 ALA

o

F53T (72%).
'H NMR (300 MHz, CDCls) § 7.90 (d,

1H), 7.53-7.45 (m, 1H), 7.03-6.97 (m, 1H), 6.82 (d, 1H), 3.64-3.57 (m, 2H), 1.68-1.52

(m, 2H), 1.34-1.21 (m, 4H), 0.79 (t, 3H); *C NMR (75 MHz, CDCly) 5 183.6, 158.1,
151.0, 138.4, 125.3, 123.5, 117.5, 110.2, 40.2, 28.9, 26.9, 22.2, 13.9.

B. 3-8 =2 A-3-(6-3 S A-1,3- M £0] § £-5-91)-1-WD-1,3-0) 5| = Z-2H-1 5-2-29] FA

)

1-(2-A 22220 W)-1H-2E-2,3-0 & 1-AD-11-915-2,3-0) 202 HAshs v-2449 W

RS

al Alze] 2Bell 71| wheh 22 Axtel] whel B4 FES A aAE S50 (47%).

s

o

ol
Qo

NMR (300 MHz, CDCly) § 9.41 (s, 1H), 7.46 (dd, 1H), 7.37 (dt, 1H), 7.16 (dt, 1H), 6.89
(d, 1H), 6.53 (s, 1H), 6.22 (s, 1H), 5.83 (dd, 2H), 4.70 (br, 1H), 3.73-3.54 (m, 2H), 1.69-
1.60 (m, 2H), 1.34-1.26 (m, 4H), 0.85 (t, 3H); "*C NMR (75 MHz, CDCl3) § 178.9,
152.2, 148.8, 142.5, 141.3, 130.3, 129.3, 126.1, 123.8, 117.1, 109.5, 108.8, 101.8,
101.4, 79.3, 40.4, 28.9, 26.8, 22.3, 13.9; MS (ES+1) m/z 355.5 (M + 1).

C. 3-(6-81 =B A-1 3- WA S4-5-9)-1-AD-1,3-1) 5] = 2-2f-91 F-2- 9] T4

1-(2- N FRZ 2G| Y)-3-3] =5 A -3-(6-3] =FA|-1,3-0 20 £E-5-2)-1,3-1] S| ER-2M-Q E-2- & 3-3]=
S A-3-(6-3] = FA|-1,3-M 20§ &-5-2)-1-'Y-1,3-0) 8| = R-2H-1 E-2-2 0 2 tAshe w-AGH WL
st Al 2Co] ZIAE ke e bl w24 dehEs B4 A2 a5t (81%).

"H NMR (300 MHz, CDCly) 3 9.67 (br, 1H), 7.39-
7.29 (m, 2H), 7.18-7.13 (m, 1H), 6.94 (d, 1H), 6.62 (s, 1H), 6.32 (s, 1H), 5.84 (dd, 2H),
5.01 (s, TH), 3.71-3.63 (m, 2H), 1.71-1.61 (m, 2H), 1.35-1.27 (m, 4H), 0.86 (t, 3H); **C
NMR (75 MHz, CDCl5) & 178.8, 151.3, 147.6, 143.9, 141.53, 128.7, 126.4, 126.2,
123.1, 115.3, 109.4, 106.5, 101.5, 101.2, 47.4, 40.5, 28.9, 26.9, 22.3, 13.9; MS (ES+)
m/z 340 (M + 1).
D. 3-(6-3=5A-1,3- M2 5E-5-2)-3-(3| =5 A W )-1-919-1,3-1 3] = 221}l &-2-29] §4

)
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[1349]

[1350]
[1351]

[1352]

[1353]
[1354]

[1355]
[1356]

[1357]

[1358]
[1359]

SS=50l 10-1432460

4-B 2 X -3-(6-3| ==A]-1,3-H 0 EE-5-9)-1-A8-1,3-U 3| =2-2H-¢E5-2-28 3-(6-3| ==A]-1,3-Hl %]
$&-5-9)-1-9E-1,3-t3| =2 -20-Q1E-2-2 02 dAsE H-A4 40 M-S TSt Az 1Ed AR
ukeb e Aape] whet A SRHES FESIIT (67%).

"H NMR (300 MHz, CDCls) &
10.85-10.63 (br, 1H), 7.48-7.35 (m, 2H), 7.28-7.19 (m, 1H), 8.96 (d, 1H), 6.52 (d, 2H),
5.82 (dd, 2H), 4.63 (d, 1H), 4.11 (d, 1H), 3.70 (d, 2H), 2.04-1.74 (br, 1H), 1.65-162 (m,
2H), 1.31-1.24 (m, 4H), 0.84 (t, 3H); °C NMR (75 MHz, CDCl;) § 180.3, 152.6, 148.1,
143.2, 141.3, 129.2, 129.1, 126.2, 123.3, 112.4, 109.6, 108.2, 101.9, 101.3, 64.6, 59.8,
40.6, 28.9, 26.9, 22.2, 13.9; MS (ES+) m/z 370.1 (M + 1).

AAd 1

1'-(2-NEF2Z2ZE) A Z[FZ2[2, 3-f][1,3]|HF02%-7,3'-AE]-2" (1'H)-29] A

T4 THE (20.0 nL) & 1-(2-A 222l ")-3-(6-3| =5 A-1,3- 120 §%-5-Y)-3- (S| =5 A v &)-1,3-]
S| ER-2H-Q1E-2-2 (0.92 g, 2.51 mmol)o] el E|dE2~3 (0.82 g, 3.13 mmol) R Tlold opzT]7}
sAFelE (0.55, 3.13 mol)E -78 TolA Hrbstolch. & wke goE g2elM 16 AkE Fk
Hhebal, ¥sb st EE (50.0 mb) o2 AT 7] &wlE Agstd AAsL, 4 EFES "
S HOIE (3%X50.0 mL)E FE3ATE. T3 f715S F5 FAUEF JodA dxA71a, dq34sie. o
HEE Hgstel w5 ARG, 2 Aiwel dis) od opAlEelE/ A (5%-20% Tl o2 8EEHE
49 azwnEadds Fdstel B4 SFE (0.63 g, 2%)S F5INOH, ol& dHERRE AASA
A A S FEAT. mp 125-127 C

[

{1

=
o

o Mo

"H NMR (300 MHz, CDCls) § 7.30-7.25 (m, 1H), 7.14 (d, 1H),
7.02 (t, 1H), 6.89 (d, 1H), 6.49 (s, 1H), 6.11 (s, 1H), 5.84 (m, 2H), 4.76 (m, 2H), 3.93-
3.74 (m, 2H), 1.65-1.57 (m, 2H), 0.76-0.56 (m, 1H), 0.48-0.41 (m, 2H), 0.08-0.03 (m,
2H); *C NMR (75 MHz, CDCls) § 177.4, 155.9, 148.8, 142.6, 142.3, 132.4, 128.8,
124.0, 123.1, 119.5, 108.6, 103.1, 101.5, 93.6, 80.6, 58.2, 40.5, 32.5, 30.8, 8.7, 4.4;
MS (ES+) m/z 350.3 (M + 1).

AN 1.1

1'-ANAHZ[FZ[2,3-1][1,3]HMZRT %7 3'-Q1%]-2' (1'H)-29] 34

1-(2-Al 2 Z 2P0l Y)-3-(6-3]| =FA]-1,3-HZ T &E-5-U)-3- (3| =F A H ") -1,3-T] | EE2-2H-R1IE-2-& U
21 3-(6-3| =FA]-1, 3- Wl 20 &&-5-)-3- (3| =S5 A & )-1-AE-1,3-] 5| =& -2H-Q1 F-2-25 AM&3te H]-4
AR AP S FYstar AAld 1ol 71AE viel 2 dxpol| wet A SES WA aAE #5330t (80
%). mp 85-87 TC.
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[1360]
[1361]

[1362]

[1363]

[1364]

[1365]
[1366]

[1367]

[1368]
[1369]

[1370]
[1371]

[1372]

[1373]

omn
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CDCl5) 8 7.28 (t, 1H), 7.15
(d, 1H), 7.02 (t, 1H), 6.89 (d, 1H), 6.49 (s, 1H), 6.11 (s, 1H), 5.84 (dd, 2H), 4.77 (ABq,
2H), 3.85-3.62 (m, 2H), 1.76-1.66 (m, 2H), 1.40-1.33 (m, 4H), 0.89 (1, 3H); *C NMR
(75 MHz, CDCls) § 177.3, 155.9, 148.8, 142.4, 142.3, 132.5, 128.9, 123.9, 119.6,
108.6, 103.0, 101.5, 93.6, 80.5, 58.2, 40.4, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 352
(M+1).

Aol 1.2

4'-BER-1'-

l‘é

AL~ 2 [F2[2,3-][1,3|HE2T%E-7,3'-2=]-2" (1'H)-22] 34

1-(2- AR 2R P Y)-3-(6-3] =5 A]-1, 3-H 20 §&-5-U)-3- (S| =FA v 9 )-1,3-H 8| =2 -20-9E-2-2 O
AlE)-1-99-1,3-1 8| E2-20-l=-2-25 AHE
Ag vieh 2L Adapel] wel g4 sghEs FA AR 5

Of

"H NMR (300 MHz, CDCls) 8 7.16 (d, 1H), 7.15 (s,
1H), 6.84 (dd, 1H), 6.45 (s, 1H), 6.06 (s, 1H), 5.86 (dd, 2H), 4.90 (ABq, 2H), 3.83-3.60
(m, 2H), 1.74-1.64 (m, 2H), 1.39-1.28 (m, 4H), 0.89 (t, 3H); "*C NMR (75 MHz, CDCl5)
5177.1, 157.2, 149.1, 144.6, 142.0, 130.3, 130.1, 127.0, 120.0, 116.5, 107.6, 102.5,
101.5, 93.3, 77.3, 59.6, 40.6, 29.0, 27.0, 22.3, 14.0; MS (ES+) m/z 430 (M + 1).

e (2'-SA2YZ[F2[2,3-1][1,3/Mx2H5E-7,3"-A=]-1'(2'D)-Y) oA H | EQ] 34

1-(2-A 222 E)-3-(6-3] =FA]-1,3- M Z ] &&-5-Y)-3-(3| =FA| v &d )-1,3-1] 3| = 2 -20-2 E-2-
A " [3-(6-3]| =& A]-1,3-H 2T 2%-5-9)-3- (| ZE2EA W E)-2-2 A~ -2 3-T) 5| = 2-11-21 5-1-A o} A ] ]
& AbgeheE v-d44e WES Fasta Al 1o ZAlE vkl 22 dzrpel wEl %A IRHES 94 2

2 F539H (90% T8).

e (m =

*H NMR (300 MHz, DMSO-ds) § 7.31-
7.26 (m, 1H), 7.17-7.00 (m, 3H), 6.67 (s, 1H), 6.18 (s, 1H), 5.90-5.89 (m, 2H), 4.76-
4.66 (m, 2H), 4.59 (s, 2H), 4.13 (q, 2H), 1.17 (t, 3H); °C NMR (75 MHz, DMSO-ds) 8
177.3, 168.3, 155.6, 148.8, 142.4, 142.1, 132.0, 129.3, 124.1, 123.7, 120.4, 109.5,
103.3, 101.9, 93.8, 70.8, 61.8, 57.8, 41.8, 14.5; MS (ES+) m/z 380.2 (M + 23).

AN 1.4

we 2-[(2'-SA2T 2 [F2([2,3-1][1,3]ME0LE-7,3'-A=]-1'(2'D-) W [l x| o] E9] 34

0. O>
oo
e

O—
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[1374]

[1375]
[1376]

[1377]

[1378]
[1379]

[1380]
[1381]

[1382]

[1383]

[1384]

[1385]

SS=50ol 10-1432460

T
©
|
>,
iy
it
I3
it
)
2
i
&
|
P
o
[
Jf
>,
iR
< |
=,
o N
o
o
B
¢
o,
&
A
o
[

ﬁd
f

{2
N
==

H NMR
(300 MHz, CDCly) 8 8.05 (m, H), 7.44 (m, 1H), 7.34 (¢, 1H), 7.22-7.10 (m, 3H), 7.03
(m, 1H), 6.70 (d, 1H), 6.52 (s, 1H), 6.21 (s, 1H), 5.90-5.84 (m, 2H), 5.52-5.33 (m, 2H),
4.99 (d, 1H), 4.72 (d, 1H), 3.95 (s, 3H); "°C NMR (75 MHz, CDCls) 3 177.8, 167.5,
156.0, 148.9, 142.4, 142.3, 137.4, 132.8, 132.1, 131.4, 129.0, 128.6, 127.4, 126.5,
123.9, 123.6, 119.4, 109.5, 103.1, 101.5, 93.7, 80.7, 68.4, 52.3, 42.4; MS (ES+) m/z
430.3 (M + 1), 452.3 (M + 23).

AN 1.5

wWe 3-[(2'-SA2I 2 [F2[2,3-1][1,3]ME0LE-7,3' -A=]-1'(2'D-) W [l x| o] E9] 34

—(2-A 2R Z 2 Y)-3-(6-3| =FA
g 3-{[3-(6-3| =FA]-1,3- Mz &%
o]

TEE FEIY (73% 7).

=

> T
il

h

|

e,

v

A

ol
[

= &
& W

H NMR (300 MHz, CDCly) &
7.97-7.95 (m, 2H), 7.53-7.50 (m, TH), 7.45-7.40 (m, 1H), 7.21-7.15 (m, 2H), 7.04-6.99
(m, 1H), 6.73-6.71 (m, 1H), 6.52 (s, 1H), 6.20 (s, 1H), 5.86 (s, 1H), 5.18 (d, 1H), 472
(d, 1H), 4.80 (d, 1H), 4.69 (d, TH), 3.89 (s, 1H); °C NMR (75 MHz, CDCls) 8 177.7,
166.6, 156.0, 149.0, 142.4, 141.7, 136.1, 132.2, 131.7, 130.9, 129.2, 128.1, 124.0,
123.7, 119.4, 109.2, 103.1, 101.6, 93.7, 80.5, 64.3, 58.3, 52.3, 43.7; MS (ES+) m/z 430
M+ 1),

Al 1.6

WY 4-[(2' =S 2 [FR[2,3-f][1,31HMEH5E-7,3'-21=]-1"2'D)-L) e [z o] E

o] Q
>
e

O

]

K

T
?
>
ul

=
S~

2rx 2 E)-3-(6-3| =FA]-1,3- 20 &E-5-4)-3-(3]
~{[3-(6-3]| =FA-1,3- M2 5E-5-A)-3-(F| =FA W& )-2-2 42
AFEShE H-ZAA e AE S %
2 S50 87% 7F).

N
K-
o
lm i
il

M
)

*H NMR (300 MHz, CDCl3) 8
8.01 (d, 2H), 7.38 (d, 2H), 7.18 (t, 2H), 7.02 (t, 1H), 6.72 (d, 1H), 6.52 (s, 1H), 6.12 (s,
1H), 5.86 (m, 2H), 5.11 (d, 1H), 4.96 (d, 1H), 4.88 (d, 1H), 4.69 (d, 1H), 3.89 (s, 1H);
3C NMR (75 MHz, CDCls) 5 177.7, 166.6, 166.0, 149.0, 142.4, 141.8, 140.8, 132.1,
130.3, 129.8, 129.0 127.3, 124.1, 123.7, 119.3, 109.2, 103.0, 102.0, 93.7, 80.5, 8.3,
52.2, 43.9; MS (ES+) m/z 430.1 (M + 1).
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H=

ZAME)-1,3-1 8] = 2-20-¢1 E-2-&

A HE 2-{[3-(6-3]| =FA]-1,3- W20 &£&-5-U)-3-(F| =EA WY )-2-2-4-2,3-U] 3| = 2-11-¢] 1€}

A=}

-1,3-Ml20 SE-5-U)-3- (3| =52 M E)-1,3-1 8| = 2-2H-V E-2-&
SAHE)-2-5 -2, 3-H 8| E2-11-¢lE-1-d v
o|EE ARESh HI-AAAS WS st Al 1o ZIAE wheh 2E dxfe] mel A
u
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=

EZEE 4

w oo
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[1386]

[1387]

[1388]
[1389]

[1390]

[1391]

[1392]

[1393]

[1394]
[1395]

[1396]

[1397]
[1398]

[1399]

[1400]

SS90l 10-1432460

AN 1.7

1'-(gede) A 2 [F2[2,3-][1,3]W204-7,3"'-21=]-2' (1')-22] 34

o

1-(2- A2 L2 E)-3-(6-3] =FA]-1,3- 20 £&-5-U)-3-(3| =F A E)-1,3-U | =2 -20-A =-2-2 ¢
A 1-(OHA I E)-3-(6-3] =FA] -1, 3- Wl 2 U] £ £-5-U )-3- (B =EA| W E)-1,3- U 5| =220 E-2-2 &

© n-A442 Wy Fasta AAld 1o 71AE wle} 22 dxfo] wEl A SFHES WA BFuE £53)
At (26% ). MS (ES+) m/z 462.3 (M + 1).

Al 1.8

2R [FRE[2,3-1][1,3[Wx0%£-7,3'-AE]-2' (1'D)-29 4

O A0,
e
(0]
-
N
H

2'"(1'M- (2.10 g, 4.70 mmol)e] &Nl ©a/d Fehw (1.00 g)& H7lepivh. "k T3
adel] Ad2olA 5 A Et FasA7AL, ofHsigltt. daE s FEstdd w5 Ax
Ay A=vtEa s Fdste] 4] 3ghE (0.87 g, 66%) WA HEE 553, mp 252 T (dec).

H NMR (300 MHz, CDCly) 8 10.55 (s, 1H), 7.25-6.84 (m, 4H), 6.64 (s, 1H),
6.22 (s, 1H), 5.88 (s, 2H), 4.76-4.57 (dd, 2H); MS (ES+) m/z 282.2 (M + 1).

2-[3-(2' ~% 2 2 [F2[2,5-1] (13120 $4-7,3' 1511 (2'H)-2) Z 2 ]-1i-0] 21 5-1,3(2H)-t] &)

[€} T EH
Al 2-{3-[3-(6-3| =2 A]-1,3-H 2] L%-5-2)-3- (3| EE2A W E)-2-2 -2 3-UF =2-1-A0E-1-g =29 }-
1H-0]4291&E-1,32H)-H & Ag3ste o | HAxzfol] u}

XA 3ES 59T 5% 7).

T
ih)
o2
Y
rO
g
oft
o
o
o2,
ol
o
k]
(1
>,
£
—
2
N
2
i,
o
=
©
e
rlo

&

"H NMR (300 MHz,
CDCly) & 7.83-7.80 (m, 2H), 7.70-7.68 (m, 2H), 7.28-7.26 (m, 1H), 7.15 (d, 1H), 7.05-
7.00 (m, 1H), 6.86 (d, 1H), 6.48 (s, 1H), 6.23 (s, 1H), 5.85-5.83 (m, 2H), 4.91 (d, 1H),
4.65 (d, 1H), 3.94-3.68- (m, 4H), 2.15-2.10- (m, 2H), 3C NMR (75 MHz, CDClg) &
177.4, 168.2, 155.9, 148.8, 142.4, 141.9, 134.0, 132.5, 132.0, 128.9, 124.1, 1234,
123.3, 119.4, 108.4, 103.2, 101.5, 93.6, 80.4, 58.2, 38.0, 35.6, 26.8; MS (ES+) m/z
469.3 (M + 1), 491.3 (M + 23).

AAld 1,10
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[1401]

[1402]

[1403]

[1404]
[1405]

[1406]

[1407]

[1408]

[1409]
[1410]

[1411]

[1412]

[1413]

SS90l 10-1432460

2-[2-(2' - A= 2 [FR2[2,3-1][1,3] N 2T 5E-7,3' 1= ]-1"(2'D-) ol D ]-1H-°] A1 &-1,3(2H) -t = 9
_]
o

n:Oi'

1-(2-A #2320 ) -3-(6-5] =5 4|1, 3- W2 T] S &-5-21)-3(

, S EFAIWE)-1,3-H3 EZ2-20-Q0E-2-2 U
A 2-{2-[3-(6-3| =& A]-1,3- M E &&E-5-Y)-3- (3| =EZA| W E )-2-F4-2,3-1 3| =2 -1H-A E-1-d |l & }-1H-
oA E-1,3C2)-U2& AHE3tE H-ZAAQl WMYS S35t AAld 19 7|AE vk} 22 Axpe we) %
A FFES TS (61% 7).
"H NMR (300 MHz,
CDCly) § 7.81-7.73 (m, 2H), 7.71-7.62 (m, 2H), 7.18-7.08 (m, 2H), 6.98 (1, 1H), 6.87 (d,
1H), 6.43 (s, 1H), 6.29 (s, 1H), 5.91-5.81 (ABq, 2H), 4.79 (d, 1H), 4.58 (d, 1H), 4.18-
3.92 (m, 4H), 3.06 (t, 2H), 1.59-1.35 (br, 2H); °C NMR (75 MHz, CDCls) 3 178, 168.2,
156.1, 148.7, 142.2, 141.9, 134.1, 132.4, 131.8, 128.7, 124.1, 123.4, 123.3, 119.0,
107.8, 103.7, 101.4, 93.4, 80.9, 58.1, 39.0, 35.6; MS (ES+) m/z 455 (M + 1), 477 (M +
23).
AAld 1.1
1'-[3-(ASAD T2 D | AT 2 [F2[2,3-1][1,3]Wl205£-7,3'-AE]-2"' (1'H)-29 T4
0,
D
(o]
\OBn
1—(2—A]—§Liﬁiﬁ°ﬂ‘é)—3—(6—51E%*l—l,S—Eﬂiﬂ%%—S—%)— -3l =EAWE)-1,3-H3| = 2-20-¢E-2-2 T
2 1-[3-(E A 22 F ]-3-(6-3]| =&EA]-1,3- M2 &E&-5-Y)-3- (3| =5A W& )-1,3-1] 3| = 2-2H-U E-2-&
S ARESHE -2 A tﬂ’f‘%% FEa A 19 7] vpe} 22 Aol uhgl XA IFES G A
How F5IAT (98% T&).

"H NMR (300 MHz,
CDCly) 5 7.38-6.95 (m, 9H), 6.49 (s, 1H), 8.08 (s, 1H), 5.83 (dd, 2H), 5.86 (ABq, 1H),
4.58 (ABg, 1H), 3.96-3.79 (m, 2H), 3.53 (t, 2H), 2.06-2.00 (m, 2H); **C NMR (75 MHz,
CDCly) § 177.4, 155.9, 148.8, 142.5, 142.2, 138.1, 132.3, 128.9, 127.9, 127.6, 123.9,

123.1, 119.5, 108.7, 103.0, 101.4, 93.6, 80.4, 73.1, 67.4, 58.1, 37.7, 27.9; MS (ES+)
m/z 430.3 (M + 1).

A 1.12
5,6-T1ZF ¢ 2-1"-Ag A9 2 [1-A%F-3,3'-¢=]-2' (1'H)-29 A

= =
Al 3-(4,5-TEF L 2-2-3| EEZA| ¥ d)-3- (3| =F A W8 )-1-AE-1,3-U 5| E2-2H-S E-2-25 Al&3}=
A WMES e Al 1o 7" wpeh 22 Axpe] weh %4 g ¥ES 5T (711% 7E). mp

1-(2-A #2210l ))-3-(6-3] =5 A]-1,3-W%T] §4-5-2)-3-(3) =5 A | ”)-1,3-1] 3] =
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SEE53d 10-1432460
48-50 C.
"H NMR (300 MHz, CDCly) & 7.33 (td, 1H), 7.18-7.12 (m, 2H),
6.93 (d, 1H), 6.77 (dd, 1H), 6.51 (dd, 1H), 4.96 (d, 1H), 4.71 (d, 1H), 3.87-3.64 (m, 2H),
1.82-1.65 (m, 2H), 1.46-1.28 (m, 4H), 0.92 (¢, 3H); "*C NMR (75 MHz, CDCly) & 176.6,
156.8, 152.9, 149.8, 144.2, 142.6, 131.8, 129.4, 124.1, 123.5, 111.7, 109.0, 100.2,
[1414] 80.9, 57.9, 40.6, 29.1, 27.2, 22.5, 14.1; MS (ES+) m/z 344 (M + 1).
[1415] A4 1.13
[1416] S-EF -1 - A2 [1-HF2Fe-3,3' -A=]-2' (1'H)-29] 4
[1417]
[1418] 1-(2-NE 22 e )-3-(6-3]| ==A]-1, 3-8 2] & %-5-2 )-3-(F| =2 A W& )-1,3-1) 3| =2 -20-¢1 5-2-& T
A 3-(5-EFQ 2-2-3| =2 A Hd)-3- (3| == A H E)-1-HE -1, 3-T 3| = 2-2H-QA E-2-25 Al&3sl= Al-ZAR A
Ql BYS st AAld 1o 71AE vhe} 22 dapol whE} 34| SFHES 5T 3% 7).
"H NMR (300 MHz, CDCly) & 7.37-7.28 (m, 1H), 7.18-7.11 (m, 1H), 7.09-7.01 (m,
1H), 6.98-6.82 (m, 3H), 6.45-6.37 (m, 1H), 4.95 (d, 1H), 4.69 (d, 1H), 3.89-3.63 (m,
2H), 1.81-1.65 (m, 2H), 1.48-1.28 (m, 4H), 0.92 (t, 3H); *C NMR (75 MHz, CDCl5) &
176.7, 159.4, 156.6, 132.2, 130.1, 129.3, 124.1, 123.4, 116.3, 110.8, 110.5, 108.9,
[1419] 80.4, 58.4, 40.6, 29.2, 27.3, 22.5, 14.1; MS (ES+) m/z 326 (M + 1).
[1420] A 1.14
[1421] 5-EER-1'-HAE A2 [1-W2Fe-3,3'-AE]-2' (1'H)-<9 34
[1422]
[1423] 1-(2-AF2Z 2 E)-3-(6-3] =FA]-1,3- 1 Z 0] &&-5-U)-3-(3| =F A& )-1,3-Us| =2 -20-0 E-2-2
Al 3-(5-B R R-2-3 =5 A # ) -3-(3| =5 A v &)-1-:E-1,3-t] 8| = 2-20-Q1 &-2-25 A&shs W-Z2A A<
M-S Fasta e 1o 7|A1 npe} 22 dzapdl whgh %A 3FES F5SAT Ue 75).
"H NMR (300 MHz, CDCly) 5 7.38-7.23 (m, 2H), 7.17-7.01 (m, 2H), 6.93 (d, 1H),
6.84 (d, 1H), 8.79 (d, 1H), 4.95 (d, 1H), 4.69 (d, 1H), 3.89-3.64 (m, 2H), 1.81-1.65 (m,
2H), 1.48-1.28 (m, 4H), 0.92 (t, 3H); °C NMR (75 MHz, CDCly) § 176.7, 160.1, 142.8,
132.7, 132.1, 131.4, 129.3, 126.5, 124.1, 123.5, 113.1, 112.2, 108.9, 80.3, 58.0, 40.6,
[1424] 20.2, 27.3, 22.5, 14.2; MS (ES+) m/z 386 (M + 1), 388 (M + 23).

[1425] ARl 1.15
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SS=50l 10-1432460
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-3,3'-9=]-2" (1'H)-29 &4

[1427]
[1428] 1-(2-ANE2Z 20 ")-3-(6-3| =FA]-1,3-H2 0 $E&-5-U)-3- (3 =F A W d)-1,3-T) 5| = 2-20-¢ E-2-2 o
Al 3-(5-E 22 A4-ZF Q9 2-2-3|E2AHY)-3-(5| E2A v el )-1-AEl-1,3-T] 3| E2-2H-01 5-2-&& A}&35}=
H-ZAA AR HES st Ao 1o 7[AE nfe} 2 dapdd wpe} A FES FS53T (80% F
). mp 74-76 C.
"H NMR (300 MHz, CDCl,) § 7.38-7.27 (m, 1H), 7.18-7.02 (m,
2H), 6.94 (d, 1H), 6.77 (d, 1H), 6.69 (d, 1H), 4.98 (d, 1H), 4.72 (d, 1H), 3.87-3.64 (m,
2H), 1.82-1.65 (m, 2H), 1.47-1.28 (m, 4H), 0.92 (t, 3H); 3C NMR (75 MHz, CDCls) &
176.5, 160.6, 157.4, 142.6, 133.9, 131.8, 129.5, 124.6, 124.1, 123.5, 113.1, 109.0,
[1429] 100.0, 81.2, 57.5, 40.6, 29.2, 27.2, 22.5, 14.1; MS (ES+) m/z 360 M+1).
[1430] AA 1.16
[1431] yz[1-9zFa-3,3' -A0E]-2' (1'D-9 ¢4
[1432]
[1433] 1-(2-AE2Z2 94 ")-3-(6-3| =FA-1,3- Rl 20 £ &-5-4)-3- (3| =FA W d)-1,3-t] 3| = 2-20-Q &E-2-&
Al 3-(2-3| EEA4-H B H YD) -3- (3| =E A W E)-1-3E -1, 3-T] 3| = 2 -2H- Q1 E-2-2 AL&3l= H]-AAH
HE S Fstar AAld 19 71A" vp} 22 dapo)| we) %A gFES 59T (9% 55).
"H NMR (300 MHz, CDCls) § 7.30 (td, 1H), 7.14 (dd, 1H), 7.03 (t, 1H), 6.91
(d, 1H), 6.58 (d, 1H), 6.52 (d, 1H), 6.36 (dd, 1H), 4.93 (d, 1H), 4.69 (d, 1H), 3.91-3.63
(m, 2H), 3.77 (s, 3H), 1.81-1.65 (m, 2H), 1.46-1.28 (m, 4H), 0.91 (t, 3H); "°C NMR (75
MHz, CDCl3) & 177,4, 162.1, 161.5, 142.5, 132.9, 128.8, 123.9, 123.5, 123.1, 121.0,
108.5, 107.5, 96.6, 80.5, 57.6, 55.6, 40.3, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 338 (M
[1434] .
[1435] AN 1.17
[1436] 6-FRR2-5-ZFQR-1"-AE AV E[1-HZFH-3,3'-0%]-2" (1'D)-22] A4
[1437]
[1438] 1-(2-NEFRIZ 2 E)-3-(6-3| =ZA]-1,3-H 2] 5&-5-2)-3-(3| =F A W g )-1,3-1] 3| = 2-2H-¢ E-2-& O
2 3-(A-ERES5-EFQLE-2-3 EFAAE)-3-B =AM E)-1-AE-1,3-t 3| =2 2H-Q1 E-2-2&  AME3=

H-Z24 29 WES FAsta Al 1o ZiAE whep g2 Aol wel #A] sES FESNY (4%
).
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[1439]
[1440]

[1441]

[1442]
[1443]

[1444]
[1445]

[1446]

[1447]

[1448]

[1449]
[1450]

[1451]

[1452]

SE=53 10-1432460
"H NMR (300 MHz, CDCls) & 7.34 (td, 1H), 7.14 (dd, 1H), 7.06 (id, 1H),
6.98 (d, 1H), 6.93 (d, 1H), 6.50 (d, 1H), 4.96 (d, 1H), 4.70 (d, 1H), 3.87-3.63 (m, 2H),
1.81-1.65 (m, 2H), 1.47-1.29 (m, 4H), 0.91 (t, 3H); "°C NMR (75 MHz, CDCls) § 176.2,
156,9, 154.8, 151.6, 142.5, 131.5, 129.4, 128.6, 123.7, 121.7, 121.9, 111.2, 108.9,
80.6, 57.9, 40.5, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 360 (M + 1).
A4 1.18
eaWE)AYR[1-ZFTH-3,3' -¢1E5]-2"(1'D)-22] A
1—(2—1\1 z2HoE)-3- (6 B EFA-1, 3R &E-5-U)-3- (3| EFA M E)-1,3-1] 3| =2-20-AU E-2-& U
A 3-(BIEFAHE )-3-[2-3]| EFA-5-(E EF o2 E)dd |-1-9Y-1,3-t] 3| = 2-20- E-2-2S Al&8t=
H|-A % oxﬁ“ﬂ WS Tsﬁom Al 1ol 7]AE wke} e Hztel| wiEl XA FFES FEIAGY 27% T

).

"H NMR (300 MHz, CDCls) & 7.48 (dd, 1H), 7.35 (td, 1H), 7.16-6.90 (m, 5H),
5.02 (d, 1H), 4.76 (d, 1H), 3.91-3.65 (m, 2H), 1.82-1.67 (m, 2H), 1.47-1.29 (m, 4H),
0.91 (t, 3H); *C NMR (75 MHz, CDCls) § 176.5, 163.3, 142.8, 131.8, 129.8, 129.3,
127.7, 124.1, 124.0, 123.9, 123.6, 121.0, 110.6, 108.9, 80.5, 57.6, 40.5, 29.0, 27.1,
22.3, 13.9; MS (ES+) m/z 376 (M + 1).

AAld 1,19

5,6-UF22-1'-dAdav2[1-H2Fa-3,3' -A0E]-2' (1'D->9 ¢4

1-(2-A 2 2 220N D)-3-(6-5 EBA-1,3-9 20 £ &-5-9)-3-(| S AWM D)-1,3- | E2-2H-91%-2-2 1]
A 34,5t B2 223 E5 A ) -3-(3| =5 A W ©)-1-A -1, 31 5] —2H—J£—2—i° Argste v-2%

Q) Mge Fasa AAld 1o 748 ek g Aol we A HFES FEHAG (3% FE).

w
1]

"H NMR (300 MHz, CDCls) 3 7.35 (td, 1H), 7.17-7.03 (m, 3H), 6.94 (d, 1H),
6.76 (s, 1H), 4.98 (d, 1H), 4.72 (d, 1H), 3.88-3.65 (m, 2H), 1.82-1.67 (m, 2H), 1.47-1.29
(m, 4H), 0.92 (t, 3H). "*C NMR (75 MHz, CDCl;) § 176.2, 1569.9, 142.5, 133.3, 131.5,
129.4, 124.6, 124.5, 123.9, 123.4, 112.4, 108.9, 80.8, 57.5, 40.5, 29.0, 27.1, 22.3,
14.0; MS (ES+) m/z 376 (M + 1), 378 (M + 1).

A 1.20

1'-(g g e)-5,5-t)WE-5,6-ts| =2 AT Z [WZ[1,2-b:5,4-b' |t} FeH-3,3'-AE]-2' (1'H)-2 ¢ A
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[1453]

[1454]
[1455]

[1456]

[1457]

[1458]

[1459]
[1460]

[1461]

[1462]

[1463]

S=50dl 10-1432460

1-(2- A]—;LEJEMH%) 3-(6- *‘6] 2A-1,3-M 20 54-5-9)-3-(F == AW E)-1,3-t 3| =2 -20-¢1 E-2-& T
A 1-(d e g g)-3-(6-3]| =5A]-3,3-t v € -2, 3-T] 3| = 2~ 1-Hl = F 25— %)—3—(8IE%AM1%)—1,3—E1 =2 -
M- E-2-L& AL&3h= H]—Zji 34 MHES gt AAlo 1o 7AR v} e Aajol| upe} A FFE
S 533, mp 190-192 C.

"H NMR (300 MHz,
CDCly) 6 7.40-7.26 (m, 10H), 7.19-7.15 (m, 1H), 7.07-6.93 (m, 3H), 6.55-6.51 (m, 1H),
6.38 (s, 1H), 6.20 (s, 1H), 4.98 (d, 1H), 4.71 (d, 1H), 4.17 (s, 2H), 1.17 (s, 3H), 1.14 (s,
3H); ®C NMR (75 MHz, CDCly) § 178.1, 161.1, 161.0, 141.8, 137.9, 137.2, 132.8,
130.0, 128.6, 128.5, 128.4, 128.2, 128.0, 127.8, 123.9, 123.1, 120.8, 116.1, 1121,
93.4, 85.4, 80.4, 58.7, 57.4, 41.3, 27.7, 27.6; MS (ES+) m/z 474.5 (M +1).

AAld 1.21

5,5-T)HE-5 6-t)s| =2 Au 2 [M*[1,2-b:5,4-b" ]T]F&-3,3'-¢1&E]-2' (1'H)-&9] A

WeS (50.0 nl) F 1'-(9#dwWd)-5,5-t)Wd-5 6-0s =2 Au 2 [W%£[1,2-b:5,4-b' |t F&-3,3'-¢]
2'(1'M-2 (0.23 g, 0.49 mmol) 9] o &4 ZEF (0.10 )& H7FsIth. E4ES 120 psid &

oA B FasA T iR EFES Ao EE T osta, wWEHEE AFsgl. o
Fatoll % AxAZY. ZHE U8 Ad A=nEIGY (oY olAlEH ol E/FAA 1/2)F F86}]
3}3tE (0.10 g, 68%)S 58k, mp 95-100 C.

1=

S

b

o

I

F}Oﬁ

=
=
£
1
==
A

A?Lrﬁ&

"H NMR (300 MHz, CDCl3) & 8.74 (s,
1H), 7.28-7.20 (m, 1H), 7.15 (d, 1H), 7.03 (t, 1H), 6.95 (d, 1H), 6.43 (s, 1H), 6.40 (s,
1H), 4.94 (d, 1H), 4.66 (d, 1H), 4.19 (s, 2H), 1.20 (s, 3H), 1.16 (3H); "*C NMR (75 MHz,
CDCly) 5 180.4, 161.3, 161.0, 140.3, 133.0, 130.1, 128.8, 124.2, 123.4, 120.0, 116.6,
110.1, 93.4, 85.5, 80.6, 58.3, 41.4, 27.7, 27.6; MS (ES+) m/z 308.6 (M + 1).

AAld 1,22

4" 7'-"Jere-1-Ag a2 [F2(2,3-][1, 3]y 5E-7,3' - & ]-2' (1'H)-=2] &4
cl 0
I
o
N o
cl

H4 HEHSEZFE (15.0 mL) T 4,7-HEFRZE2-3-(6-3] =FA-1,3- 20 &4&-5-9)-3-(F| == A | &)-1-71
9-1,3-138| E2-2H-1E-2-2 (0.69 g, 1.57 mmol)e] &M 0 Colx EaAd2E~3 (0.54 g, 2.04 mmol)&
HA7tek Sof rtjo|AZ Y olxT]FIEEAYCE (0.41 g, 2.04 mmol)E A A3 FAUlelgdct. ZA wre EI3E
o)A 16 AIZF Bt wwteln, A EE &9 (2.00 nL) o2 ARG, 7] &0 AF3}o| AA
grt. F™FEL o° ol HOE (20.0 nl)d £31A7]3L, 10% 54 HCl €4 (10.0 mL)o2 AHs}a, T
TG EF A AzA7)a, gH3sglty. QeSS AFsl 5% ARzAIHY. ARE s oY o}
AF Ol E/SAE (35%) 02 &F3te A ARvEIHAE F3h5te] AAE F535 01, o|F oE ofAH ]
E/NE225E AASANA FA4 3FE (0.13 g, 20%)S T4 nAZ =539, mp 106-108 C.

4 gL
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[1464]
[1465]

[1466]

[1467]
[1468]

[1469]
[1470]

[1471]

[1472]

[1473]

[1474]

[1475]

oin
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CDCly) § 7.24-7.16 (m, 1H), 6.81
(d, 1H), 6.44 (s, 1H), 6.07 (s, 1H), 5.86 (dd, 2H), 4.87 (dd, 2H), 4.12-4.07 (m, 2H),
1.76-1.66 (m, 2H) 1.36-1.31 (m, 4H), 0.89 (1, 3H); °C NMR (75 MHz, CDCls) § 177.5,
157. 0, 149.2, 142.1, 140.0, 132.3, 131.0, 130.2, 124.6, 116.0, 113.8, 102.3, 101.5,
93.3, 77.2, 58.5, 42.1, 29.5, 28.7, 22.3, 14.0; MS (ES+) m/z 420.4 (M + 1).

Al 1.23

gr-panss2[F2[2,3-][1,3]Mx0%54-7,3'-AE]-2' (1'DH-29] §4

0 0
Br

Ly
(L

N

H
4,7-0 22 2-3-(6-3| =5 A-1,3- W % 22 A
4-B 2R -3-(6-3]| =5 A]-1,3- aﬂ&t}%ﬁg—&% —3—(*‘6]5%/\11:%]%) 1,3-t] o]‘ii 2-E-2-5 Ak v-d
AR WYgE FAsha AAJe 1.220] 71AE wiep e Aatel wet %A Sews o
(11% &),

"H NMR (300 MHz, DMSO-de) § 10.79 (s,
1H), 7.19-7.08 (m, 2H), 6.90 (dd, 1H), 6.58 (s, 1H), 6.25 (s, 1H), 5.90 (d, 2H), 4.74
(ABq, 2H); *C NMR (75 MHz, DMSO-ds) 8 178.5, 157.0, 148.8, 144.5, 141.9, 131.2,
130.6, 126.1, 119.2, 117.5, 109.8, 103.3, 101.8, 93.3, 77.6, 59.7; MS (ES-) m/z 360.4
(M-1),3584 (M-1).

AAld 1.24

4'-BER-5 -t e 2 Au B2 [WZ[1,2-b:5,4-b' 1T F&-3,3'-2AE]-2" (1'H)-2¢ A4

5 o"l olAHO|E (50 ml) & 4-BHEX-3-(6-3|=EA-2, 3-T]5| ER2-1-HFFI-5-U)-3-(3| =2 v & )-
1,3-Y3|E2-20-A&E-2-2 (1.80 g, 4.80 mmol)®] &Ho| EFEE~AA (1.26 g, 1.54 nL, 6.24 mmol)= 0
CollA Axdtel H7Fstdt. 5= olE olAlHolE (15.0 nL) F U-tert-Fg olZU7I2 54 Y olE (1.44
g, 6.24 mmol)9] &H/E 10 & Tl AA Htekdvh. W &dE 2 AZF Qb wwkgk o 23l st R

8 (30.0 )2 & A, FATE BT Fol, §715S 10% 59 HCl &9 (2x25.0 mL) o2 A
Hotar, Fa FAUEF oM AxzA71a, Aqaegi. dated et w5 AxARY. Al o

g g ol Elo|E-EAL (70%)0 = %%o}‘“ Ay FEEIYAE 485t LAZ FEFPon, o2 y
g deHEx Bt A 3E (0.64 g, 37%)S TA 1A R FE3T).
"H NMR (300 MHz, DMSO-ds) § 10.77 (s, 1H), 7.18-7.13 (m, 1H), 7.08
(d, 1H), 6.90 (d, 1H), 6.47 (s, 1H), 6.30 (s, 1H), 4.80 (ABq, 2H), 4.46 (t, 2H), 2.92 (1,
2H); *C NMR (75 MHz, DMSO-dg) § 178.7, 162.2, 161.7, 144.5, 131.1, 131.0, 126.1,

119.8, 119.2, 119.1, 118.3, 109.7, 92.4, 77.6, 72.5, 59.2, 28.8; MS (ES-) m/z 358.4 (M
- 1), 356.3 (M - 1).

AAld 1.25
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[1476]

[1477]

[1478]

[1479]
[1480]

[1481]

[1482]
[1483]

[1484]
[1485]

SS90l 10-1432460

4'-B2R-1"-(gd-2-dme)-5 6-ts| =2 AT 2 [WZ[1,2-b:5,4-b' ]T]F&-3,3'-¢=]-2" (1'H)-&¢] A

N

T g2k (60 nL) F 4-B 2 R-3-(6-3] =3 A]-2, 3—\’4%]Ci—l—ﬂﬂi%f—‘v&—5—°a‘)—3—(€lE%f\lUﬂ%‘)—l—(ﬁ%ﬂlﬂ—
2-ddel)-1,3-3| =2-20-¢1E-2-2 (1.81 g, 3.88 mmol), EHHLEAT (2.04 g, 7.77 mmol) & T]o]4A=
2 olxUFtEHAHC|E (1.57 g, 7.77 mmol) 9] & %%% FF 204 16 AIZF Bt 7HEsgiT. e
2 WZAA0 Zo, §ujE RFstel] AAsIGT. AT IRES Y oMAHOlE (50.0 nL)E 3AstiL, &
(3%25.0 mL), ¥4 (3x25.0 mL)& A&, F4 5 % z

.

ES

AUHEF AlM AxA7]al, oHsigiv. ofdes
okl 5 AxARG. AFEC diEl ol" opAEHelE/E (80%) o2 &FS= A ARvEIHIE
g3t ZA sleE (0.64 g, 37%)S FA AR F5399. mp > 200 T.

"H NMR (300 MHz, DMSO-dy) § 8.47 (d, 1H), 7.77 (dt, 1H), 7.37 (d, 1H),
7.27 (dt, 1H), 7.19-7.13 (m, 2H), 6.94 (dd, 1H), 6.61 (s, 1H), 6.33 (s, 1H), 5.08 (d, 1H),
5.03 (d, 1H), 4.93 (d, 1H), 4.74 (d, 1H), 4.48 (t, J = 8.6 Hz, 2H), 2.96 (t, 2H), ¥C NMR
(75 MHz, DMSO-dg) 8 177.4, 162.2, 161.8, 155.3, 149.8, 145.3, 137.6, 131.0, 130.5,
126.8, 123.3, 122.2, 119.9, 119.5, 119.0, 118.1, 109.3, 92.4, 77.5, 72.5, 58.8, 45.3,
28.8; MS (ES+) m/z 451.3 (M + 1).

Al 1.26

5'-EF 0 w2-1'A[-(EgEFeadd)-2-Fd e =y 2 [3F2[2,3-f][1, 3|20 5&-7,3' Q=]
2'(1I'D)-=2] &4

T HESS ERF (80.0 ml) T 5-EFLE-3-(6-3| =5 A1, 3- 2 SE-5-9)-3- (5| =5 A v ") -1 [5-
(EdEFezvd)-2-FL]me}-1,3-ts = 2-20-05-2-2 (3.34 g, 7.18 mmol)®] &efo] EgFdxry
(2.18 g, 2.70 mL, 10.8 mmol)S &@Aslo] 73, F4 HEZHS|=2FH (25.0 nL) & Ul-tert-58 of
ozt RAdgolE (2.49 g, 10.8 mol)9] &HE 10 & Etell A FHubstadek. whE &S 1 AIRE Eet
wikskan, 234 ASGEF (30.0 mb) o2 Atk SvlE gdstel AAT Fol, 1 ag ol 0}

5

<
A &=
AEOlE (3X75.0 nL)E F=39 0. F715S 10% 54 HCl &9 (2x25.0 ml), %3} erk4s
25.0 mL), 9 (3X25.0 mL)E AMAHE 1, FF I ESF AoaA] AFXA7|x, AFstct. o3&
of 5% HUEAAY. FFE UE] g olAH | E/AA (30%) 02 %zro}—& A4 A=RvtEOy9E Y3t

o] TA FE (1.10 g, 34%)S ¥ 1A= FE3+90. mp 139-141 C.

rulo 1m

"H NMR (300 MHz, CDCl5) § 7.02-
6.96 (m, 1H), 6.93-6.89 (m, 2H), 6.74-6.73 (m, 1H), 6.50 (s, 1H), 6.38 (d, 1H), 6.09 (s,
1H), 5.87 (dd, 2H), 4.95 (ABq, 2H), 4.78 (Abg, 2H); "°C NMR (75 MHz, CDCls) § 176.9,
161.5, 158.3, 155.9, 151.7, 149.2, 142.6, 137.1, 137.1, 133.7, 118.6, 115.6, 115.3,
112.7, 112.4, 112.0, 109.7, 109.6, 109.4, 102.8, 101.7, 93.8, 80.1, 58.6, 37.1; MS
(ES+) m/z 448.2 (M + 1).

Al 1.27
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[1486]

[1487]
[1488]

[1489]
[1490]

[1491]

[1492]
[1493]

[1494]
[1495]

[1496]

[1497]
[1498]

SS=50l 10-1432460

1-(Odldde)-5'-wEe =g 2 [F2[2,3-1][1,3|H205E-7,3'-JE]-2' (1'H)-22 4

ol ofAEOlE (50.0 ml) T 1-(HIALHE)-3-(6-3| =FA-1,3- M2 5E-5-U)-3-(3| =5 A v &) -5-H & -
1,3-U3 = 2-20-91%-2-& (1.31 g, 2.72 mmol)2] £&lo] EEH%}.&& (0.82 g, 4.07 mmol)-S F 7}t
e olAEHO|E (45.0 nl) & Tl-tert-%8 olZr]FZEAH0]E (0.94 g, 4.07 mmol)e] &HS A7) vhe =
el 5 & Fdel HA AU 10 & St Nospol ankek —?FOH, WES X3t A4 AskdEE (60.0
m) o2 AAsR. F715S Egsta, 1.0N 94k &8 (3x100 mL) o2 AHsta, SAIEF Ada Ax
AlZ1aL, otalglth. oAES Fetel] w5 AT FREe] 3] " olAlEH I E/SAE (10-50%) 2
= %:ro% A9 ARvtEad S Fdste] BA SE (0.98 g, 8% TE)S TS

"H NMR (300 MHz, CDCls) & 7.40-7.25 (m, 10H), 7.02,
(s, 1H), 6.96 (s, 1H), 6.79 (d, 1H), 6.50 (s, 1H), 6.36 (d, 1H), 6.08 (s, 1H), 5.86 (d, 2H),
4.82 (ABq, 2H), 2.20 (s, 3H).

2] 1.28

-g g m [ FR[2,3-][1,3]Mx05E-7,3' - E]-2" (1'HD)-=9] 34

22 £33 &2 1U'-(gudud)-5 -wE Ay Z[FR[2,3-1][1,3]HE08E-7,3' -9 E]-
), WZEAE (50.0 mL) ¥ betEElE (0.10 g, 1.35 mmol, B2 20 $%%)
o7 dA&xHoz FAAZAL. £75 Fax= ZTYLsta, LuAZ T 60 T2 7Fgsbal, 120 Psiol Hyahel
T wnkel o, wkE EFES oY oMAHolER FAsta, Ato|E HEE FI SHAA
E (6X100 mL)E AlFsta, AGER oA dxA71a, g3t AFRES MIFsd &
Eo da) e olAlHlo|E/FAF (40-50%) 0.8 &=t Ay ARnEIYIES Flstd]

0.25 g, 43% S F539 Y. mp 269-271 C.

N—r—‘

"H NMR (300 MHz, DMSO-ds) § 10.45 (s,
1H), 7.00 (d, 1H), 6.87 (s, 1H), 6.76 (d, 1H), 6.63 (s, 1H), 6.21 (s, 1H), 5.87 (d, 2H),
4.64 (ABg, 2H), 2.17 (s, 3H); MS (ES+) m/z 296.28 (M + 1).

A4 1.29

5'-g-1'-{[5-(Ex]ZF e zve)-2-FH]vd} A0 & [FZ[2,3-f][1,3]HFT]LE-7 3'-2=]-2" (1'H)-<9

N N-gOHEEZEolr= (5.00 mL) F FAZUEF (0.03 g, 0.63 mmol, FF 5 60% HEikeH)e] detelo] N N-
tgxEoln= (5.00 mL) & 5'-WEdATZ[FE[2,3-f][1, ]HﬂZﬂ%’“—ZS' E]-2'(1'DH-& (0.10 g,
0.33 mmol)®] &NE 0 Colx AA3 H7lskalrk. 0 Colx 15 & &<k wuw o, NN-tlHE ¥ Eolu=
(40.0 mL) & 2-(BEXvE)-5- (Eﬂ;%givﬂ%)fﬂ (0.11 g, 0.49 mmo NS Hrtskgivk. A=
TS ARoA 4 AZF For mubslal, B (20.0 nL)E AAEAT. EFES oE olAEH|o]E (3x25.0

E
ofo
2
[o
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[1499]
[1500]

[1501]

[1502]
[1503]

[1504]
[1505]

[1506]

[1507]
[1508]

[1509]
[1510]

o

)2 FE3AT. 3 F715S E (50.0 mL) 2 5 (2%X25.0 mL)E MFsa, SIUEF AolA 2
713, ARt ARES FAFEt| FHAHG.  FFRE °ﬂE1 oA o] E/E AL (15-50% ) .=
shs Ad ARrEadeE Faste] B4 TR (0.11 g, 7% FE)E FEHUT. mp 96-98 C.

H NMR (300 MHz, CDCls) 5 7.09 (d, 1H), 7.00 (s, 1H), 6.87 (d,
1H), 6.74 (d, 1H), 6.52 (s, 1H), 6.38 (d, 1H), 6.11 (s, 1H), 5.88 (d, 2H), 4.96 (ABgq, 2H),
4.80 (ABg, 2H), 2.29 (s, 3H); MS (ES+) m/z 444.2 (M + 1).

A Ao 1.30

SEP-3,3'-¢1%]-2' (1'H)-&9 A

Al-1,8-Hl2 T S8-5-90)-3- (3| =S A v ©)-1-1 9 -1, 3-1] 8] = =-2H-91 E-2- &

-2-3| =5 A 9 D) -3- (B =FA W ") -1-HE-1,3-t] 8| =2 -2H-l E-2-2% Abete W-ZAH
7148 wpep 22 Aatel wep wA SgEE T AR FSseiln (82%

"H NMR (300 MHz, CDCly) 8 7.33 (id, 1H), 7.15-7.14
{m, 2H), 7.04 (dd, 1H), 6.96-6.90 (m, 2H), 6.56 (d, 1H), 4.95 (d, 1H), 4.69 (d, 1H), 3.89-
3.64 (m, 2H), 1.80-1.68 (m, 2H), 1.43-1.34 (m, 4H), 0.92 (t, 3H), "°C NMR (75 MHz,
CDCly) 5 176.6, 161.6, 142.5, 132.1, 129.1, 128.4, 124.4, 123.9, 123.3, 122.8, 114.1,
108.8, 80.4, 57.6, 40.4, 29.0, 27.1, 22.3,14.0; MS (ES+) m/z 386.3 (M + 1), 388.3 (M +
1).

Ao 1.31
5-EER-1'-(Hadme) 2y 2 [1-WZFF-3,3'-205]-2"(1'D-=2] A

1-(2-AZF2Z 2 ")-3-(6-3| =FA|-1,3-HMZ & )-3-(3|=Z A E)-1,3-t] 5| = F-20-21 -2

(72%) .

"H NMR (300 MHz, CDCls) § 7.43-7.25 (m, 11H),
7.14-6.93 (m, 4H), 6.83 (d, 1H), 6.71 (d, 1H), 6.52 (d, 1H), 5.0 (d, 1H), 4.73 (d, TH); MS
(ES+) m/z 484.4 (M + 1), 482.4 (M + 1),

Ao 1.32
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-5-¢
3~(5-HEH-2-3| =2 d)-1-(HHAdHE)-3- (3| =5 A W& )-1,3-T] 3| =2 -20-A E-2-25 AFE-3}
AR WHE st AAld 1o 7]AE Bfe} e Axjed upe} BA SFEES WA uAZ 538
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o

E=0ol 10-1432460
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[1511]

[1512]

[1513]

[1514]
[1515]

[1516]

[1517]

[1518]

[1519]
[1520]

[1521]

[1522]

[1523]

SS=50ol 10-1432460

—we-1 - A w2, 3-][1 ZEo}E-7,3'-%]-2" (1'H)-&9 A4

o;j\

4,7-t 22 2-3-(6-3| =5 A]-1,3- M2 0] &&-5-U)-3-(3| =S5 A W ' )-1-919-1,3-t] 3] =2 -2H-Ql 52—
3Bl EFA I E)-3-(5-3| =5 A -2~ -1, 3- Ml 2 E] o} £-6-Y ) -1-9E-1,3-U] 3| =221 H-2-2
-2 WAL Fastn QAo 1.220] 7|AE vle} e Azl wlg} FA 32 A
At (50%). mp 105-107 C.

'H NMR (300 MHz,
CDCls) 8 7.59 (d, 1H), 7.28 (dt, 1H), 7.02-6.92 (m, 2H), 5.02 (d, 1H), 4.77 (d, 1H), 4.01
(m, 1H), 3.64 (m, 1H), 2.54 (s, 3H), 1.92-1.71 (m, 2H), 1.54-1.34 (m, 4H), 0.92 (t, 3H);
"*C NMR (75 MHz, CDCl,) § 176.7, 169.2, 160.2, 149.2, 142.7, 138.3, 132.7, 129.0,
128.6, 123.5, 122.7, 122.1, 120.2, 108.6, 108.3, 80.1, 58.1, 40.7, 29.1, 27.0, 22.5,
20.2, 14.1, MS (ES+) m/z 379.5 (M + 1).

A Ao 1.33

e RWE)-2-FL e}~y Z[1-HZF&-3,3'-¢1=]-2"' (1'H)-&9 A

4,7-tF22-3-(6-3| =5 A|-1,3- M 20 &&-5-9)-3- (3| =5 A W& )-1-HE-1,3-1] | = 2 -2H-Q1 E-2-& A
3-(l=FA v E)-3-(5-8| =5 A -2-m D -1, 3- Wl 2| o}£-6-)-1-AE-1,3-H S| =221l &-2-&&  Ah8dhs
H-AA Q0 HES Fastar Ao 1,229
Atk (30%). mp 143-145 C.

~N
2
i,
)]
=
o,
s
rlo
el
0
=2
=)
i)
|
Y
oty
ol
e
o
=
1=
=
Y
fr
-
4
ol

"H NMR (300 MHz,
CDCly) 8 7.35-7.27 (m, 2H), 7.17-6.98 (m, 3H), 6.84 (d, 1H), 6.78-6.73 (m, 2H), 6.40 (d,
1H), 5.07-4.87 (m, 3H), 4.69 (d, 1H); MS (ES+) m/z 464.2 (M + 1), 466.2 (M + 1).

AAld 1.34

S-HER AR [1-HZFES-3,3'-0%]-2" (1'H)-29] a4

1-(2-AIF 222 Ho| &)-3-(6-3| E=FA]-1,3- 12U &E-5-U)-3- (3| =FA v & )-1,3-1] 3| =2 -20-¢!
2l 3-(5-HER-2-3| EEAH Y )-3- (3| =AW )-1,3-1 3| =220 &-2-&& A&3te H|-2H
S8t AN 1o 7R vket e Axpe] wel TA eSS WA a2 FEPY (25%). mp 22
228 C.

S22 o
R
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[1524]
[1525]

[1526]

[1527]

[1528]

[1529]
[1530]

[1531]

[1532]
[1533]

[1534]
[1535]

[1536]

[1537]
[1538]

o
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CDCl) 5 10.65 (s, 1H), 7.35 (dd,
1H), 7.24 (dt, 1H), 7.11 (d, 1H), 6.99-6.88 (m, 3H), 6.83 (d, 1H), 4.81 (d, 1H), 4.69 (d,
1H); MS (ES+) m/z 316.1 (M + 1), 318.1 (M + 1).

AAld 1.35

U'-(daAdme)-6-(EdEF o2 S5A) Ay 2 [1-12Fd-3,3' -0 =]-2"' (1'D)-=22] 44

= THE (200 mL) 5 1-(H#dHE)-3-(S| =FA HE)-3-[2-3| EEZA4-(EYEF L2 EA]) AL ]-1,3-1] 3]
ER2-20-Q1&-2-2 (17.3 mmol)9] &M 0 CollA Ezdx iﬂ(6Mg,M2mmD°7WW}§ﬂ
olxu 25w olE (4.39 nL, 24.2 mmol)E H7ISFich. Wb EFES A4 16 A] 7t %OJ kil
23t ARy (40.0 mb) o= AT, 74 EFES oY ofHlE (3X150 mb)E FE3HtE. e
F71%E 7 FAUER FollA dxA7IL, At AR(ES Tt sFAHT. ARECd gs) 2
d ARvEIHT (g ofAHE/A, 1/4)& a5t BA k8= (6.00 g, 71%)<& TS558t

"H NMR (300 MHz,
CDCls) § 7.45-6.51 (m, 18H), 5.08 (d, 1H), 4.81 (d, 1H); MS (ES+) m/z 488 (M + 1).

6-(EdEFoarmSA) 2 2[1-HxF-3,3'-1=]-2" (1'H)-29] &4

WEkE (100 mL) 2 oFAEAF (1.00 L) T 1'-(tjEdHE)-6-(ETEFL2WEA) Ay 2 [1-W2FH#-3,3' -2
1-2' (1'H)-= (6.00 g, 12.3 mmol)¢] A&l g4 10% ZEHF (0.65 g, 0.62 mmol)S H7tetal, £F&
130 psie] Fslol 2o A 5 4 Bt FASAAY. g EFES AT)E A ofFsta, oIAES

=l sl @Ak F 30% old oMHolER &&= FH4] ARrEIHRAE

W g AR 580 (2.95 g, 75%). mp 180-182 .

4 X o ﬂlkﬂ
o o
p‘h
o
1'F
v
M
l-N
0o
mlo ;ﬁ

"H NMR (300 MHz, CDCls) § 9.19 (s, 1H), 7.29-6.92 (m., 4H), 6.86-6.64 (m,
3H), 5.03 (d, 1H), 4.75 (d, 1H); °C NMR(75 MMz, CDCly) 5 179.9, 161.9, 150.6, 132.3,
129.4, 127.4, 125.6, 124.3, 124.2, 123.8, 120.5, 114.1, 110.7, 104.3, 80.8, 58.2; MS
(ES+) m/z322 (M +1).

AAld 1,37
old  (4'-HEHR-2'-84-56-Us| 2 AT 2 [Wlx[1,2-b:5,4-b"' JHF#-3,3'-A=]-1'(2'H)-L) oA H o] E 9
R

4,7- 22 2-3-(6-3| EFA-1,3- 120 5E-5-U)-3-(F =5A v 2)-1-H e -1, 3-1 3 =2 -20-Q &-2-& 2
8 [4-HRZH-3-(6-3]|==A]-2,3-13| E2-1-MZF&-5-4)-3-(F =F A H & )-2-241-2 3-U 3| = 2-1H-¢1 &-
1-d]olAH O EE A183t= H-AAA HYS Fasta AAd 1.220] 7[AE vle} 22 Aol wet 3A
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[1539]

[1540]

[1541]
[1542]

[1543]

[1544]

[1545]

[1546]

[1547]
[1548]

[1549]

[1550]

[1551]

[1552]

SS50l 10-1432460

SIS 74 2AR F5EQu (41%). MS (ESH) m/z 445.5 (M + 1).

2 Ao 1.38
" (4'-FEE-2'-52-5,6-Hs| =R A 2[WR[1,2-b15,4-b" [T F-3,3' Q= ]-1" (2'H) - oAl E o] £ 9
4

4,7-t)ZF 2 2-3-(6-3| =2 A]-1,3-Hl 2] 2&-5-9)-3- (3| == v & )-1-3E-1,3-0] | = 2-20-2 5-2-2 |l
e [4-FE2E-3-(6-3|==A]-2,3-1 3| = 2-1-HEFT-5-U)-3-(F =2 A H| & )-2-2 4-2 3-T 3| =2-1H-A =
1-L oA HIEE A}ﬂ‘lo}b H-AAZ ¢l HYS Fasta AAd 1.220] 7|AE uvie} 2 Axto] wel ZA
eSS FA A2 S5 (63% F&). MS (ESt) m/z 400.8 (M + 1).

AAld 1.39

de (4'-Ba2R-66-THE-2'-&4-5 6-T)3 =2 A0 2 [W*[1,2-b:5,4-b' |T]FeH-3,3'-2=]-1'(2'H)-Y) o}
AEle]EQ] A

e

1-(2-A 222 Ho|E)-3-(6-3] =FA]-1,3- M 21 &&-5-9)-3- (3| == AW & )-1,3-1] 3| = 2-2l- E-2-& 1]
21 og [4-B 2 R-3-(6-3] =5 A]-2,2-T] W[ 9-2,30] 8] =2 -1 -5-4)-3-(B =EF A E)-2-24-2,3-T] 3]
ER-1H-2E-1-¢] oleﬂ O|EE AlgslE H-AAAQ WEES Fsia AAlo 14 Z)A" wpe 22 Ao
whel A SRES FEIAT (52% 7).

H NMR (300 MHz,
CDCly) § 7.22-7.10 (m, 2H), 6.70 (d, 1H), 6.48 (s, 1H), 6.30 (s, 1H), 5.0 (d, 1H); 4.86
(d, 1H), 4.63 (d, 1H), 4.35 (d, 1H), 4.28-4.18 (m, 2H), 2.79 (s, 2H), 1.43 (s, 3H), 1.39
(s, 3H), 1.28 (t, 3H); MS (ES+) m/z 472.5 (M + 1), 474.5 (M + 1).

24 1.40

e (4'-HERE-56-HUEFOR-2' - T2 [1-HFFe-3,3'-Q1E]-1"(2'H)-d) oA H | EQ A4

1-(2-AE 222 G| ’)-3-(6-3| EF A1, 3-M 20 £%-5-9)-3-(F| =F A M & )-1,3- 3| =2 -2H-Q E-2-& ]
A ellE [4-B 2 E-3-(4,5-T] 7 2 2-2-3| =5 A 3 D) -3- (3] =5 A | &) -2-5 422, 3-T 8| = 2~ 1H-l E-1- | o}
Al ES Agehe W-2A A MdS st Ao 1o 7IAE whep 22 dafel wet A4 dgEs

+

S35k tk (81% &), MS (ES+) m/z 438.4 (M + 1), 440.4 (M + 1).

NJ
OO

+>

Ao 1.41
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[1553]

[1554]
[1555]

[1556]

[1557]

[1558]

[1559]

[1560]
[1561]

[1562]

[1563]

[1564]

SS=50ol 10-1432460

de (5'-FEE-2'-24-5 6-U3 =2 A0 Z[WHX[1,2-b:5,4-b' JT]F&-3,3'-2AE]-1'(2'H)-Y) o} H o] E ¢

\

COOEt
4,7-T1 2R 23-(6-3] = FA -1, 3020 §5-5-2D)3- (A = ZA M E)-1- A1, 3T = 2-2h-1E-2- A
NG [5-F 2 2-3-(6-5] 5 FA-2,3-1] 5] = 2- 1M F-5-2)3-(3| =2 A v 9)-2-% 22, 3-1] 8] = 2-11- 215
H 3]

1l jobHel £ 8 AHgat W24
a3}
AAld 1,42

9e FAstn NG 12ze] /A sk g Aol meh EA
S 74 A2 589 Y (0% &), MS (ESt) m/z 400.8 (M + 1).

T-EFoR AW R[FR(2,3-11[1,3 MRS 47,3 - F]-2 (1'H)-29) 4

ause
F”OO)

THF (50 mL) & 7-EFLZ-3-(6-3|=FA]-1,3-WlEU&5E-5-9)-1,3-03 =2-20-E-2-2 (2.00 g, 7.00
FEUHI= (2.10 g, 61.0 mmol) 2] ENE 1 A7+ Bt of2F S E%H HEYA DO ZH 74|
cxggolu= (48.8 mL, AA8HA Az 0.50M &, 25 mmol)E -78 CollA AA3] A7}t
% stal, ¥3} A8YRE (50.0 mL)oE A }Oﬂv} EFES dE oA
Ak, g %71%—% T4 AU EF oA dzA7)a, odFsidt. q3ES
< olAlE|e] E (50 mL)oll &A1 Fo] E
) ~tert- T‘a ofx DH}E% Zo]E (1.90 g, 8.00 mmol)ZE 0 CollA H7pssich. wks
3 A 16 I7P St wwkstar, 2sh skt E (30.0 mL) o2 Al B
T FAGESF oA AxA7Ia, el dRES AFste] w5 Ax2AA
mL)ell &3iA1Zl $ofl, 23} w‘%&‘%E% £ (30.0 mL)S H7FsEt. AAE EFES 100 TellA 1 A
o

o o
i)
> o

H
8
e«
fru
A
it
ﬂOL

EHolE (3

)
o
of X ot M &

0
¥
mz @

H
Fot FFAIAY. Aoz Wz Fof, EIES o E olAHOE (3x50.0 mL)E FE3Iu. @3 {7
=S F4 G EF A AxA7Ia, qIeiditt. dIAES TSt vF AXRAIAT. AFEO sl
ALY F2etEadd (dE ol gHoelE/AA, 1/5)8 Fdstd #A SFE (0.27 g, 17%)S FE3+9th

H NMR (300 MHz, DMSO-ds) 5 11.06 (s,
1H), 7.17-7.08 (m, 1H), 7.00-6.88 (m, 2H), 6.64 (s, 1H), 6.33 (s, 1H), 5.92-5.85 (m,
2H), 4.74 (d, 1H), 4.62 (d, 1H).

AAld 1.43

MY (6-F2E-2 %A 2 [1-MEFE-3,3'-AF]-1' (2'D)-D)otAH o 29 4

4,7- 22 2-3-(6-3| EFA-1,3- 120 5E-5-9)-3-F =5A W E)-1-H€g-1,3-1 3 =2 -20-0 E-2-&  djXl
e [3-(4-E22-2-3=EFA 9 d)-3-(B| =5 A WY )-2-54-2,3-T 3| E2-1H-Ql &-1-L |t H o] EE  A}&-3}
= H-ZAA WS Fstar AAld 1.220] 7]AE vie} 2 Hzjel| whEl ®A IFES FA uAZ 5

skt (74% +5).
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[1565]
[1566]

[1567]

[1568]
[1569]

[1570]
[1571]

[1572]

[1573]

[1574]

[1575]
[1576]

SS90l 10-1432460

"H NMR (300 MHz, CDCly) 8 7.29 (dt, 1H),
7.14 (dd, 1H), 7.06 (i, 1H), 6.95 (d, 1H), 6.81-6.74 (m, 3H), 5.03 (d, 1H), 4.74 (d, 1H),
4.65 (d, 1H), 4.44 (d, 1H), 3.75 (s, 3H); MS (ES+) m/z 344.5 (M + 1), 346.5 (M + 1).

AAld 1,44

N (5,6-TFF 022"~ %223 2 [1-WEFH-3,3'-AF]-1' (2'H)-2)obAElo] =9 T4

o}
(o]
N\)J\O/\

4,7-HE22-3-(6-3| =FA]-1,3-MlZ2 0] £&-5-4)-3-(3| =EFZA W )-1-FEd-1,3-Hs| =2 -20-A =-2-& 4l
ofld  [3-(4,5-TEFLE-2-3 =EFA Hd)-3-(S| =FA WY )-2-F2-2,3-T 3| E2-1H-U E-1-d oA H | EE
ARSeE H-AAAQ WS Fasta Ao 1.22¢] 7]AlE uke} T2 dpo| wel A SES ¥ 34
QA7 FEF9T (46% F8).

"H NMR (300 MHz, CDCls)
§7.31 (dt, 1H), 7.16 (dd, 1H), 7.08 (dt, 1H), 6.81-6.71 (m, 2H), 6.67 (dd, 1H), 4.98 (d
1H), 4.74 (d, 1H), 4.64 (d, 1H), 4.37 (d, 4.24 (q, 7.1 Hz), 1.28 (t, 3H); MS (ES+) m/z
360.5 (M + 1).
AAld 1.45
E (2'-&2-6,7-U3| EE2-50-2A9 Z[ Q8| =[5,6-b]F&-3,3'-2A=]-1'(2'H)-L) o} H 0| ES] A

[

T4~ THF (60.0 mL) % °l& [3-(6-3]| =FA]-2,3-0]3]| =2-1H-Q1 dl-5-% ) -3~ (3| =E5A| W & )-2-5 42, 3-T]
Z-1H-¢1E-1-dJolAH O] E (4.20 mmol)e] &M Eﬂﬂé¢i{(L%g,5%nm))§EM] otz 7t
HEA#olE (0.95 g, 5.46 mmol)E 0 ColA] H7}stgdch. wWhe 3825 ALoA 16 A|7F <k wwkelar,
3l dstd®mE (20.0 mL)oZ AHAT. EFES olE ofAHOlE (3x50.0 mL)E FE3Fch. T
T T PUEF oA dx:Ara, ofFelt. ARES JFEtd s5 AT ARE
A7 A=nEIYY (" OMIEHOE/@& 1/4)E 33t 34 3E (0.25 g, 3 GANA 16%)S
EF=

el

Ml |

N

\«

= ﬂ&
:OL_AI

(o}

[e)
H
o
P
T

By

"H NMR (300 MHz, CDCls) § 7.29 (td, 1H), 7.22-7.17 (m, 1H), 7.07
1H), 6.81 (s, 1H), 6.78 (d, 1H), .65 (s, 1H), 4.95 (d, 1H), 4.71 (d, 1H), 4.64 (d, 1H),
4.42 (d, 1H), 4.24 (q, 2H), 2.84 (t, 2H), 2.73-2.65 (m, 2H), 2.10-1.95 (m, 2H), 1.29 (¢,
3H); MS (ES+) m/z 364 (M + 1).

AAld 1.46
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[1577]

[1578]

[1579]

[1580]
[1581]

[1582]

[1583]

[1584]

[1585]
[1586]

[1587]

[1588]
[1589]

[1590]

SS=50l 10-1432460

g (2-&4-5',6",7" 8 -HEHS =R AT R [¢E-3,3' -} ZE[2 3-b]F]-1(2H)-A ) o}A H 0| E 9] &4

e [3-(6-3] =2 A]-2 3-T] 8] =2 -1[-21 Bl-5-2] )-3— (3] =2 A | €] )-2-2 -2 3-T] 3| = 2 -1[-21 =-1-2 | o} 4] €]
JE Bl oY [3-(FE2AHE)-3-(3-3 S5 A-5,6,7,8-H| Eets EELH%‘E*J-%%>-2-%i—2y3—t*3‘5§‘
H-915-1-Y ]l O ES AMgahs H-AAA Q) WS Falsta Ao 14500 7|49 vle} 2& Axje] u}
2 Al eSS $58900 (3 BAGA 24%).

"H NMR (300 MHz,
CDCls) 8 7.29 (id, 1H), 7.19 (d, 1H), 7.07 (t, 1H), 6.79 (d, 1H), 6.66 (s, 1H), 6.51 (s,
1H), ), 4.91 (d, 1H), 4.67 (d, 1H), 4.52 (ABq, 2H), 4.24 (q, 2H), 2.77-2.51 (m, 4H), 1.77-
1.64 (m, 4H), 1.29 (t, 3H); MS (ES+) m/z 378 (M + 1).

AAld 1,47

g (4'-MEE5,6-TEFQ 22 S aaT 2 [1-1EF 3,3 1511 (2'I)-)obH el = o] §H

NG [3-(6-51 =8 A-2,3-1) 8] = 2-1H-2) §1-5-91)-3-(3] = S A o ©)-2- % 22, 3-0) 8] = 2 1-91 - 1-2 Job Al ]
S [4-H 2 5-3-(4,5-0] B70 2-2-5] E 5 A 5 1) -3-(5] E 5 A ] &) -2~ -2, 3-1] 8] = 2 121 -
g Agsks W-AAAe WYe pastn Axd 14se] 74 wsh e Aol meh A

1_
EES 5 Y 41%). mp 133-134 C.

"H NMR (300 MHz, CDCl3) §
7.26-7.15 (m, 3 H), 6.78-6.58 (m, 2H), 5.08 (d, 1H), 4.91 (d, 1H), 4.63 (d, 1H), 4.35 (d,
1H), 4.24 (q, 2H), 1.29 (t, 3H); *C NMR (75 MHz, CDCls) § 176.5, 166.8, 157.1, 143.7,
130.7, 129.0, 127.8, 120.0, 111.8, 111.6, 107.5, 99.8, 99.5, 62.2, 59.1, 41.7, 14.1; MS
(ES+) m/z 438 (M + 1), 440 (M + 1), 460 (M + 23), 462 (M + 23).

AAld 1.48

1'-(dHA I e)-6,7-t)s| =2 29 2 [WZ[1,2-b:4,5-b' [T} F&-3,3'-A=]-2' (1'H)-&9 A4

’ o

Ph)\Ph
1-(2-A 2 2 2 2R ©)-3-(6-5] EBA-1,3-9 0] £ &-5-9)-3-(S| S AWM D)-1,3- | E2-2H-915-2-2 1]
A 1-(F A D) -3-(5-8] = % A -2, 30 8] = 2 1ML F @-6-2)-3- (5] S BA ] 8)-1,3-6) 8] = 221§ 52 &
& Apgehe M- WIS SRSk A 10 JAE vek g Aol mek TA BEES FEEc

(43%). MS (ESt) m/z 446.4 (M + 1).
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[1591]

[1592]

[1593]

[1594]

[1595]

[1596]

[1597]

[1598]

[1599]

[1600]
[1601]

[1602]
[1603]

[1604]

[1605]
[1606]

SS50l 10-1432460

6,7-t3| =220 2 [WlZ[1,2-b:4,5-b' [E]F&-3,3'-20=]-2" (1'D)-=2] A

OFNEAE (20.0 ml) T 1'-(HAdWE)-6,7-ts| =2 AT 2 [Wlx[1,2-b:4,5-b' |HF&-3,3'-A=]-2' (1'D)-=
(0.2 g, 0.65 mmol) 2 FASATHE (0.10 g, BHIE B 20%)¢] G G4 dHe Fastel 60 C
BN Aeto
=

oAlAl 20 AIZF st FAaRSAFHGY. HkE ERES 1EE B oystar, opHE (50.0 mL)o=
AFsFT.  AHAESE WAFstel = AxAA ZFA 3FEE (0.13 g, 69%)S F5agr. MS (ES+) m/z
280.2 (M + 1).

AAld 1.50

1'-(gEdde)-5,6-t)s| ez Au 2 [WZ[1,2-b:5,4-b' ]T]F&-3,3'-¢1=]-2" (1'H)-<9] &A

1-(2-AERZ 2 ")-3-(6-3]| =FA-1,3-ME T 5 E&-5-U)-3- (3| =FA W€ )-1,3-0] 3| = 2-20-¢U E-2-2 )
A 1= d W ") -3-(6-3| =5 A]-2,3-1 3| s 2-H 25 e-5-Y)-3-(F| =5A W& )-1,3-H 3| = 220N 5-2-2&
AREelE H-AA A MES Festar AAd 19 Z)AlE vkeh 2 A w24 SFES WA aAR
S5 (51%). MS (ESH) m/z 446.3 (M + 1).

l

A Ao 1.51

5,6-t3| =g Ay &2 [WZ[1,2-b:5,4-b' |T]F#-3,3'-A&]-2"(1'H)-2] A

OO
(Lo
N

H
1'-(deEde)-6,7-43| =229 2 [WZ[1,2-b:4,5-b' [T F&-3,3'-A=]-2' (1'D)-< d2l 1'-(ddAdvg)-
5,6-03| =2 A R [Wl2[1,2-b:5,4-b' [T F#-3,3' -A=]-2' (1II)-& A&l v-Z2A A H3dS Fdqsla
Ao 1,499 71218 wpe} 22 Axpol| whel 14 SES 53U (68%). mp 208-210 T.
"H NMR (300 MHz, DMSO-ds) 5 10.53 (s, 1H), 7.39-6.76 (m, 4H), 6.45 (s, 1H), 6.35
(s, 1H), 4.68 (ABq, 2H), 4.45 (t, 2H), 2.92 (t, 2H); MS (ES+) m/z 280.2 (M + 1).
A Ao 1.52
g (2'-&4-56-t)3| =220 2 [WZ[1,2-b:5,4-b' |T]F&-3,3'-21=]-1'(2'H)-d)o}A H o E9] &A
O O o]
(Lo
N
O
OEt
SFHME (20.0 mL) F 5,6-Us| =2 AT Z[WR[1,2-b:5,4-b' [TFS-3,3'-A=]-2"(1'H)-& (0.28 g, 1.00
mmol), o€ 2-H 2 RolAHolE (0.17 g, 1.00 mmol) ¥ EFXFAI{E (0.98 g, 3.00 mmol)e] E£¢ES 37 2%
ol 5 AZF Feb mukEAT., Ao w WA Fo, EFES o). ANES st
SUAAL, ZAFE &) AY A2nEadyE 3t 1A S¥E (0.23 g, 63%)& WA nAR 53}

Ak, MS (ES+) m/z 366.4 (M + 1).
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[1607]

[1608]

[1609]
[1610]

[1611]
[1612]

[1613]

[1614]

[1615]

[1616]
[1617]

[1618]

[1619]
[1620]

SS50dl 10-1432460

4'-HEA-TH[-(EFEFozve)-2-Fd e )=y 2 [F2[2,3-1][1,3]W20&E&-7,3'-AE]-2' (1'H)-

1-(2-NFEZE DA D)-3-(6-5 S HA-1,3-M 2T $%-5-9)-3- (5| SBA M E)-1,3- 05 = 2221 F-2-2
A 3-(6-31 5B A1, 3- M AT §5-5-2)-3- (3] S HA &) -4 HA-1-{[5-(E B0 2o 8)-2-F | e )-
1,3-08| S 2-2l-Q15-2-2& AHSHE W-24Hel WP FPsta AAlel 10 AR vheh ge Axpe] e

YA FAES WA uAZ 559 (33%). mp 149-153 C.

TH NMR (300 MHz, DMSO-dg) & 7.32-7.24 (m, 1H), 6.82-6.62 (m, 3H), 6.46 (s, 1H),
6.40 (d, 1H), 6.08 (s, 1H), 5.87 (ABq, 2H), 4.92 (ABq, 2H), 4.82 (ABq, 2H), 3.70 (s,
3H); MS (ES+) m/z 460.3 (M + 1).

A Ao 1.54

7'-EF02-1'A-(EYEFerdd)2-Fd e Ay 2[R R[2,3-f][1, 3] 20 5&-7,3' Q& ]-
2'(1'H-22] 34

0&40 F F
1-(2-ANF2Z2FY)-3-(6-3] == A]-1,3-H %20 &%-5-Y)-3- (3| =F A v g)-1,3-1 | = 2-2H-A 5-2-2 1]
Al 7T-E2FQ 2-3-(6-3| =FA-1,3- 20 SE-5-A)-3-B| =E3A HE)-1-{[6-(Eg ZF o 2v e )-2-Fd v d }-
1,3-U3| =2 -20-9E-2-2& Abgste v-Z2AZ Mg F3sta AAd 1o 7149 ule} e dxjo] ule

BA 3gES WA uARE =50 (32%). mp 116-118 T.

"H NMR (300 MHz, DMSO-ds) § 7.36-6.88 (m, 4H), 6.67 (s, 1H), 6.62 (d, 1H), 6.19
(s, 1H), 5.90 (d, 2H), 5.07 (q, 2H), 4.75 (dd, 2H); '*C NMR (75 MHz, DMSO-ds) 5176.9,

155.8, 154.1, 149.1, 148.8, 145.6, 142.4, 140.9, 140.3, 139.2, 139.2, 135.2, 135.2,
128.5, 128.4, 124.9, 128.4, 124.9, 124.8, 124.7, 121.2, 120.4, 120.4, 119.8, 117.6,
117.2, 117.0, 114.5, 114.5, 109.5, 103.2, 102.0, 93.8, 80.1, 58.3, 568.2, 39.0, 38.9; MS
(ES+) m/z448.3 (M + 1).

Al 2

(2'-Faad2[FE(2,3-1][1,3]M2H5E-7,3'-Q1=]-1"(2'H)-Y) obH EqLe] A

o] O>
o

o<
OH

THF (200 mL) ® & (100 mL) % oY (2'-SAAIZ[FZ([2,3-1][1,3]H20&E-7,3'-AE]-1"(2'H)-d)o}
Sl F 953E (3.98 g, 95.0 nmol)S 0 CollA 7 sk,

5 i, AEelA 17 AR F9F wregltt. £ 3ES 4N HCL (15.0 m

o ZFES A HCL (6.2 mL)S #H7bste] pH 302 2HdsiAzt. 1

_‘_£|
3, #etstel ﬁiz\]ﬁ BA FE (8.48 g, 87%)S WM JAR F

=
|

AECIE (10.5 g, 24.5 mmol) <]
WS 325 (0 Tolla 30 & EoF wwsl
LR F3AHG.  §E AAF

AL oAsta, & 9 dior N3



[1621]
[1622]

[1623]

[1624]

[1625]

[1626]

[1627]

[1628]

[1629]

[1630]
[1631]

[1632]

[1633]

[1634]

SS=50l 10-1432460

aleh.

"H NMR (300 MHz, CDCl5) 8 7.32-
7.06 (m, 4H), 6.79 (d, 1H), 6.49 (s, 1H), 6.23 (s, 1H), 5.84 (m, 2H), 4.92 (m, 1H), 4.69-
4.63 (m, 2H), 4.45 (m, 1H); °C NMR (75 MHz, CDCly) 5 177.8, 171.8, 155.8, 149.0,
142.4, 141.2, 132.0, 129.0, 124.1, 124.0, 119.2, 108.3, 103.4, 101.5, 93.5, 80.2, 58.2,
41.1; MS (ES-) m/z 338.2 (M-1).

(2'-%2-6,7-1) 8| =2 -5H-2=T] Z [ d]2=[5,6-b] FH-3,3' -2 E]-1"(2'1)-L) ot EALe] §A

A (2'-Shnm —Eri[Z S—f][l,SJﬂiﬂ%%—ZS‘—‘ﬂ -1 (2 H-)okElolE Bl A" (2'-52:-6,7-
O3l e 2-5-2A9 2 [ d]x=[5,6-b] F2-3,3'-21=]-1'(2'H)-Y) o} A H 0| EE AlL-3}= H]-AAR A< HYS 53
skl A Ao 2] 7] H% ulol e Az w}a‘r EA F3FES F5sAT (4% &), MS (ES-) m/z 354 (M

).

AN 2.2

—

(4'-2R2-2'-%2-5,6-0) 3| 229 2 [M2[1,2-b:5,4-b' |E]F&-3,3 915 |-1' (2'H)-L)oh A Exbe] T4

g (2'-SAAYR[FRE[2,3-f][1,3]ME0 %47 3" -A&]-1'(2'H)-D) oA EHE il odd 4'-F2&2-
2'-%4-5,6-03| B2 AT 2 [ME[1,2-b:5,4-b' JHF&-3,3' -Q1E]-1'(2'D-L) oM H | EE A&l H-AH
ARl WS st HAAlY 20] ZAR wie} e Axpel| wet ZA| SES 5 AR F5IAT (92%
T8). mp 228-229 C

"H NMR (300 MHz, CDCly) § 7.26-7.21 (m, 1H), 7.03 (dd, 1H),
6.71 (dd, 1H), 6.52 (s, 1H), 6.36 (s, 1H), 4.93 (dd, 2H), 4.69-4.63 (m, 1H ), 4.54-4.51
(m, 3H), 2.95 (t, 2H); "°C NMR (75 MHz, CDCl,) § 177.8, 170.9, 162.1, 162.1, 143.1,
131.7, 130.0, 128.6, 124.7, 119.6, 118.7, 117.0, 106.7, 92.8, 77.2, 72.3, 58.1,41.2,
28.9; MS (ES-) m/z 370.4 (M-1).

2l 2.3

(4'-BRR-2'-8 45 6-U3| =2 20 2 [MZ[1,2-b:5,4-b' | F&-3,3'-AE]-1'(2'H)-Q) o}A| EALe] 34
Br © O o}

(L

O=
[e)

I

e (2'-F4a2yZ[F2[2,3-1]1[1,31M205£-7,3' -0 E]-1'2'D-L) oA H|E thal 4'-BH2E-2'-&
-5,6-03 =2 A 2 [WlZ[1,2-b:5,4-b' T 3F#-3,3' -AE]-1'2'D-L) oA H | EE AME3t= v-ZA A
P& Fdstar Aald 20 Z1A" vief T HA] wE XA FFES T 2AZ FEIAG (98%).
(ES-) m/z 415.2 (M - 1).

& E b
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[1635]

[1636]

[1637]
[1638]

[1639]
[1640]

[1641]

[1642]
[1643]

[1644]

[1645]

[1646]

[1647]

[1648]

SS=50l 10-1432460

AN 2.4

(5'-222-2'-&2-5 6-Us| =2 A9 Z[WZ[1,2-b:5,4-b' ] Fe-3,3' - =]-1'(2'H)-Q) o} N EALe] &4

N

COOH
g (2'-24A2A0F[FR[2,3-f][1,3]HFTLE-7 3'-A=]-1"(2'H)-D)olAH O E thal o (5'-FF=2-
2' -5 4-5,6-03| =2~ 2 [Mx[1,2-b:5,4-b" ] 1—%%—3 —E]-1'(2'HD)-Y)otAH | EE ALEEE H-AA
2 WS Fastar AAld 26 71AE wie} 7 Ao wel BA SFES FA uA2 535U (98%

1w
>0
T8).

"H NMR (300 MHz, CDCls) 8 7.27-7.25 (m, 1H), 7.16 (d, 1H), .72 (d, 1H), 6.54
(s, 1H), 6.39 (s, 1H), 4.93 (dd, 2H), 4.69-4.63 (m, 1H ), 4.54-4.561 (m, 3H), 2.95 (t,
2H); ®C NMR (75 MHz, CDCls) § 177.8, 170.9, 162.1, 162.1, 143.1, 131.7, 130.0,
128.6, 124.7, 119.6, 118.7, 117.0, 106.7, 92.8, 77.2, 72.3, 58.1, 41.2, 28.9; MS (ES-)
m/z 370.4 (M - 1).

AN 2.5

(2-&2-5" 6,7 8 -BlEgs| =2 A0 2 [¢15-3,3' -} E[2,3-b] F2]-1(2H)-Q ) o} EALe] 1A

gl (2'-SAAMZ[FR[2,3-1][1,3]HXTE4%E-7,3'-A=]-1"(2'H)-L) oA HIE il  od  (2-8 -
5',6',7" .8 -HEHS ER2 AT Z[QE-3,3' - E[2 3-b] FH]-12H)- L) EHO| ES  AL&3sh= v-AA A
WMYS Fastar AAld 20] 7]A1E wpe} 22 Axjel whet A IRES 5T (99%). MS (ES-) m/z
348 (M - 1).

A4 2.6

(2'-%2-5,6-H3| ER2 2T Z[WIZ[1,2-b:5,4-b" || F8-3,3' - = ]-1" (2'H)-d) oA EALe] §Hd

MeOH/H:0  (1/1, 20.0 mL) Z &€ (2'-%4-5,6-t3=2AT]2[WMZ[1,2-b:5,4-b' |YF#-3,3' -2 =]~
1'(2'H)-<)olAHo|E (0.23 g, 0.63 mmol) = LiOH (0.10 g, 4.20 mmol)e 0 =
WRESFT. EFES 0.1 HCLZ pH7F 2 WiA] 3o & wi7hA] AHAdsAIzY. 2AE oFdsta 7Ax=AA &
3= (0.15 g, 70%)& F=38k3lth. MS (ES-) m/z 336.3 (M - 1).

L
(o
t
i
tilo
o
rlo
2
>
\}
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[1649]

[1650]
[1651]

[1652]

[1653]

[1654]

[1655]
[1656]

[1657]

[1658]

SS=50ol 10-1432460

N-(4-ZF22Wd)-2-(2' - 220 &2 [F&2[2,3-][1,3]/NET]L%-7,3' -2 E]-1'"(2'H)-Q) oM Eolr]| =¢] T4

A 2R Y (2-SA2vR[FE[2,3-11[1,31ME0SE-7,3' -0 E]-1' (2'1)-)otAE =nvo]=9] e

gEzade (125 ) T 2'-%x Ai F2[2.3-F][1.3]M20 2273 -0 % ]-1' (2'1)-2 Yo} 4] EAF
(0.30 g, 0.88 mmol)e] Gl N-vid =2 W ool a-RE FReyauoE (0.12 g,
0.88 mmol)& 0 CelA #7bs}9] 0 ColA 15 AT B ksl AeolA 3 AT Bek wyel
Aqrk. A7) EFES S om= 633 Sl BaE Tmw Aaaolt

o

e

B. N-(4-Z2a2dd)-2-(2'-S& 229 2 [F2[2,3-1][1,3]H0%20]2%-7,3' -2 %]-1'(2'H)-2 ) oA Eoln =o] &

A7) Edtg T8 el (2,50 L, 0.18 mol)d] TE2EvE F 4-ZF==uldolul (0.35 nL, 0.50M, 0.18
mmol) 9] NS AFeor H7betgitt. ‘?}8 EHES Aol 23 AzE Feb wwsla, ®£3 54 BRYER
2 22 "Gy, fuE AAT Fo], tolg oue2 Hrlsta, IAAEBLS ould 9§ yste] ®Al 3}

= (0.04 g, 46%)S 53T

H NMR (300 MHz, CDCl5) 8 7.39-6.97 (m, 8H), 6.49
(s, TH), 6.29 (br, 1H), 6.01 (s, 1H), 5.85 (m, 2H), 4.87 (m, 1H), 4.65 (m, 1H), 4.53-4.29
(m, 4H); MS (ES+), m/z 485.2 (M + 23).

A 3.1
37] ®oll dA% sgE-2 AAldl 3o 71AE BRe} FARSE 2E ol gt FASSITE. d] EAT FFEE
Hos A7) 9t vkg-Ao Algd 3hgsE MEel dxex et

shire ; e
4% (m/z, M+1)
1 N-(3-Z2 20 25 d)-2-(2-& A 29 Z[F2[2,3- i
| 01,31 2T &4-7, 30 B1-1'(2H)-Q) o} Al E o)) = -
NF L2 @-FEAAZF 2R3N AMET S &7 3-T 5]
2 395.2

1'@H)-g)obH Eolr) =

1(2-52-2-9 9 A1 &) 2T 2 [F2[2.3-
j 407.2
1,3 2T 4.7 3-A E)2(1'H)-&

4 N-2=N-T | -2-(2' -2 A 2 2[FEZ[2,3A11,3M =0 &4 os
7,3-AE]1'(2'H)-Y)ot A Eolp| = :

5 2-(2-& 42 Z[F 22,313/ 21 &&-7,3-A E]-1'(2'H)- en
Q)-N-# oM Eo}r = :

6 N4-EF LAY 22 2A 2 [F 223 - 3ﬁ
A1, 3] 2T & 47,3~ E]1(2H)- ) ok A Eotvl = :

7 N385 22 0A)2-2- 5220 2[F2[23- 4473
1,3/ 20 2%&-7,3-A E]-1(2'H)-Q)olA Eo}n| = :

g |[VEEREAD2@-FAZIACIRRIMIAEASE |
7,3-AE1'(2'H)-Q)otH Eoju = :
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[1659]

I3E . MS
WE 33 (m/z, M+1)
° N-2-E2F 2 29 d)-2-(2-S A2 Z[F2[2,3- 4333
1,320 84&-7,3-AE1'(2H)-Q) oA Eofr = '
N-(2-1 g 9 2)-2-(2-F 2 2 Z[F 2[2,3-A[1,3 2 0] & &-
10 4432
7.3-AEH1(2H)-Y)eH Eotr =
N-(4-9) &9 9)-2-(2- & A 29 2 [F 2[2,3-[1,3]H 2] & &-
11 4433
7,3-AE1(2H)-Y)otA Eoju =
N-(3-vl e ¥ d)-2-(2- & A 20 Z[F 2[2,3-1, 3] 2 0] & &-
12 4293
7,3 512 H)-Q)ot A Eotr) =
N-(2,3-009 g # d)-2-(2-§ A 2T 2 (FZ[2,3-
13 443.3
1,32 &4-7,3-A E]-1'(2H)-B)ot Eolr| =
N-(3,5-0 9| g 7 9)-2-(2- S 2 2 2[F 2[2,3-
14 443.4
1.3/ 2T £4-7,3-AEH(2H)- D)ot A Eopu] =
2-(2-& A A3 2[F2(2,3M[1,3]1 20 2£.7,3-AE]-1'(2'H)-
15 409.4
d)-N-AotA Eotul =
2-(2-SAATE[F 22,3132 &4-7,3-AE-1'(2'H)-
16 381.3
A)-N-ZZGopA Eotul =
N-o| 2 Z28-2-(2-& 429 2 [F 22,341,310 & T] &&-
17 381.4
7,3-QE1(2'H)-Y)otH Eofu| =
N-3-ME5E)-2-(2-& 42 2[F2[2,3-1,3]d 2055
18 409.3
7,3-AE}M'(2H)-Q)otH Eotwl =
N-o| AR E-2-2-& 220 2[F 2(2,31,3] 20| ££-7,3-
19 395.3
AE]1'(2H)-Q)otA Eotrl =
N-BH-2-(2- S a2 2[F2[2,3(13| 20 %£-7,3-UA &)
20 423.4
1(2'H)-Q)otA Eotr| =
N-AF 2L 2-(2-F 2 LA Z[F 2,311,320 &5
21 421.4
7,.3-AE}1 (2 H)-Y)ot Eotr| =
N-A 22 AY-2-2-S A2 Z[F 22,311,320 &2
22 407.3
7,3-AE1(2H)-Y)otH Eofuj =
N-RH2-(2- L A AN Z[F R332 UL£E-7,3-QE}
23 4375
1'(2'H)-Q)otH Eotr] =
N-(2-2 22 A)-2-(2-S A2 2T Z[F2[2,3-[1,3 2 0] &%
24 463.2
7,3-AEF(Q2H)-Y)otH Eolul =
N-(2,6-tr g3 d)-2-(2-& 2 AT 2[F 22,3
25 4433

1.3 20 §4-7,3-A E]1'(2H)-L) oA Eofr =

- 130 -

5

10-1432460



[1660]

e _ MS
HE (m/z, M+1)
N-(2-7] £ A 3 d)-2-(2-§ & 2T 2 [F 22 31,3 21 S&-
26 4453
7,3-A0 (2 H)-Q)ot A Eolr] =
N{(5-TlE-2-F )W Ed}-2-(2- S A 20 B[F £[2,3-
27 433.2
1,320 &4-7,3-AE]1'2H)-d)otA Eolr| =
N-9g-2-(2-S 22 W 2[FZ[2 31,3021 $&-7,3-A 5]
28 367.4
1(2H)-Q)otA Eotr =
N-HE-2-(2-S A 2 Z[F 22 3-A[1, 3] 20 &£-7,3-A E]-
29 353.3
1'(2'H)-Q)oA E o] =
N-(2-Z20 2 A).2-(2-S A2 AT Z[F 2[2,3-
30 447.2
1,302 54-7,3-A0 €12 H)-d)okH Eotr] =
o1 N-[2-(3-0] A o Q) o] € }-2-(2'- 5 A 23 Z[F2[2,3- 733
1,320 &£-7,3-A E]-1(2H)-L)ot A Eotu] = '
” N-(2-0) 5 Ao €)-2-(2-& 2 29 2[F 2[2,3-[1,3 20 S&- 13
73-AEM2H-Q)or Eolul = '
N-(4-0 S A A )-2-(2-F 2 A9 Z(F 2[2,3A[1, 3l 2 1] 2 £-
33 459.3
7,3-UE1'(2H)-Q)otH Eolr| =
N-(2,4-01 0 & 5 9)-2-(2- & A A9 2 [F E[2,3-
34 4433
1,320 ££-7,3-A E]-1'(2'H)-B) oA Eelr| =
N-(3-0] AT 2 EA T 2 9).2-(2-F 220 Z[FZ[2,3-
35 439.4
1.3 20447 3-AE11'(2H)-D)otH Eotrl =
N-(2-F I 9)-2-2- S 2 A Z[F2[2 31,3 =0} &%
36 4193
7,3-AE]1(2'H)-Q)otH Eotr =
N-(NE 28 AT 8)-2-(2-5 A2 AT 2[F2[2,3-
37 4353
1,31 20 §&-7,3-AE-1'(2H)-Q)o}H Eolr| =
N-(3-Z222-2-0d ¥ Q)-2-(2-S 22T Z[F 2[2,3-
38 447.3
1,3/ 20 -8 4-7,3-Q0 B (2 H)-B)otH Eotrl =
N-(4-0] EA 3] d)-2-(2- S 2 A0 2[F 2[2,3-A[1,3M 2 0] &4
39 4453
7,3-AE1'(2'H)-Q)obA Eolr =
N-AE 2R E-2-(2-52 29 2F 2[2,3-01,3]0 21 & &-
40 393.4
7.3-AE1'(2H)-Y ) Eotr =
N-(2,5-T1 EF 2 29 4)2-(2- 42 2V B[F 22,3
41 451.3
1320 &£5-7,3-A E]1Q2'H)-A)ot Eotrl =
N-A-2-(2-S 423 2[F 22,313 20 54-7,3-A &
42 4293

12 H)-)obH Eopr =
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[1661]

34E 5 MS
W 33 (m/z, M+1)
N-ANE2T2dod)-2-(2-& A AT 2[FE[2,3-
43 393.2
1,320 £4-7 3-A E]-1'(2'H)-D) ol Eclr| =
N-R R N-o E-2-(2- & A 2 0] 2[F 22,31, 3 =] & &-
44 423.3
7,3-A E1'(2'H)-Q)oIH Eolm =
N-59-2-(2-5 229 2 [(F 22,3132 $4£-7,3-A E]-
45 451.2
1(2H)-Y)otH Eotm| =
N-(3,3-tr g B E)-2-(2- 2 A AT Z[FZ[2,3-
46 4232
1,372 21 &4-7,3-0 E]-1'(2H)-Q)o A Eolr] =
N-(4-222-2-W G #H d)-2-(2-SA A Z[F2[2,3-
47 463.1
1,3/ 25 & 47,391 5]-1'(2'H)-Q)ohH Eolr| =
N-3-W1 5 A 8l e)-2-(2- 5 4 20 2[F 2[2, 311 3| = 0] 5 &-
48 445.0
7,3-A E]-1'(2'H)-Y)olA Eotr =
N-2-E822-4-1 27 d)-2-(2-S 425 2[F2[2,3-
49 447.0
1,3/ 25 84-7,3-A -1 (2H)-L)ol A Eotrl =
N-(34-07 D d)-2-(2-S & AT Z[F2[2,3-
50 443.1
1,320 4.7 3-A E11' (2 H)-Q)olH Eotrl =
51 N-(3-22 24 4)-2-(2-F 2 25 Z[F2[2,3-1,311 20 & &- 4631
73-AEH(2H)-d)otH Eotr = '
N-(3-H] S A 1 A)-2-(2- S 2 2 Z[F 22,31 M ET & &-
52 459.1
73-A S (2H)-Y)o A Eolr| =
N-(3,4-T0 20 27 d).2-(2-S 2 A0 Z[F2[2,3-
53 4511
1,314 2] & 4-7,3-AE1(2H)- D)ot Eolr =
N-G3-r il A)-2-(2-S 2 AT Z[F 22 31,320 & &
54 4431
73RE1'(2H)-Y)otH Eolr =
N-(2-o) B Al 2 )-2-(2- & A A 2 [F 22,31, 3] = 0] & &-
55 459.2
7.3-AE1'(2H)-Y)oH Eotr] =
N-(4-0] 2 Z 205 d)-2-(2- S 2 AW Z[F 2[2,3-
56 457.2
1.3 2H £4-7,3-AE]-1'2H)-Y)otH Eo}u =
N-(2,3-0EF 2 2 d)-2-(2- &4 A0 2[F 2[2,3-
57 4511
1,3 2T & 4-7,3-A E]-1(2H)-Y)olH Eojr =
2-(2-% 229 Z[F 2[2,3[1,3]H2 1) & £-7 8- E]-1'(2'H)-
58 423.1
U)-N-(H EB =2 F @-2-Yrg)o}H Eoju =
N-[2-(4-01 R 5 d) o] §]-2-(2- S 2 A0 Z[F 2[2,3-
59 457.1

M3 25 ££-7,3-A E]-1'(2'H)-D)otH Eolr) =
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[1662]

35 ) MS
U3 34 (m/z, M+1)
N-[2-(3-22 23 )l g]-2-(2-F 2 A Z[F 22,3
60 4771
1,3 20 &£-7,3-05 11" (2 H)-Y)o A Eolrl =
o N-(4-A]ob -3 €)-2-(2-S & & Z[F 22,311,320 5 &- e
7,3-AE1(2H)-Y)otH Eolr| = ’
o N-(2,3-0) 3| = 2-1H-2 9-1-Y)-2-(2- § A A 9 2 [F 2[2,3- 4551
1,320 447,32 E]-1'(2H)-Y)olA Eolr| = '
N-(2-H| E A 0] 9)-2-(2- 8 2 27 2[F 2[2,3-A1, 3]0 2 0] S 2&-
63 397.1
7.3-AE1(2H)-D)o A Eotr =
64 N-[2-(4-F EA ] )0l ]-2-(2- & 2 29 2 [F2[2,3- 4731
1,320 &4-7,3-A B (2H)-G)ot A Eotrl = '
N-(2-Aobeof ©)-2-(2- & 42 2 ZF 22,311,321 & 4-
65 392.1
7,3-Q E]-1(2'H)-Q)olH Eolr] =
N-(2,4-0) 2224 3)-2-(2-F4£ 20 2[F 22,3
66 497.0
1,3 2T £4-7,3-A E]-1'(2'H)-Q) oA Eotu] =
N-(3,5-C1 ZF 0 2l 4)-2-(2- & A A 2 [F 2[2,3-
67 465.0
320 £4.7,3-A EL1'(2H)-L)otA Eor| =
N-2,4-0ZEF 0 2 &)-2-(2-S A AT Z[F2[2,3-
68 465.0
AN 3[ZE Y £2-7,3-2 12 H)-Q)okH Eofrl =
N-2-d il d)-2-(2- & 220 2[F 22,311,320 &4
69 4431
7,3-AE1(2H)-g)o Eotr =
N-34-HEF22H2)2-2-SALTE[F2[23-
70 465.1
1,3 2] §4-7,3-QA E]-1(2'H)-Y) oM Eolr| =
7 N-(2,5-00 22 0 2 W d)-2-(2-S A2 2[F 22,3 4651
A3 2 & 4-7,3-AF]1'(2H)-Y) ot Eotrl = ‘
2-(2- %220 2T 22,301,320 &&-7,3-A 12 H)-
72 4232
A)-N,N-T] T2 BolH Eo}r] =
NN-TRE-2-2-8 2 AT Z(F 22,3131 2T %£-7,3-
73 4512
AE]1'Q2'H)-G)o Eotr =
N-(2,6-1 72 2l 4)-2-2-& 2 A Z[F 2[2,3-
74 465.1
A3 2T 247,32 E]-1'(2H)- D)o M Eofr] =
75 N-2-(F €] 9)H d]-2-(2- G A AT 2[F 2[2,3- 4511
1,3/ 20 &4-7,3-A E]-1'(2 H)-Q)oH Eotr] = '
N-(2-0] 2 Z 2P d)-2-(2- S A28 Z[F 2[2,3-
76 457.2

1.3 202 4.7,3-Q E-1'(2'H)-L)okH 2o =
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[1663]

AE1'(2H)-Y)olH Eoju =

32 - MS
A 33 (m/z, M+1)
N-(4-2 2 2 d)-2-(2-§ 4 20 2[F 2[2,31,3] 20 $&-
77 493.0
7.3-AEH'(2H)-Y)ot Eolr] =
N-(4-2 22 W d)-2-(2-S 2 2H Z2[FZ[2,3-1,3 =0 §&-
78 449.0
7.3-AE1'(2H)-Y)oHH Eotr| =
N-24-H 223 9)-2-(2- 422 2[F2[2,3-

79 483.0
1,320 54-7,3-QA E]-1'(2'H)-Y ) o Eolr| =
N-(35-0222Hd)2-(2-S £ AT Z[F2[2,3-

80 483.1
1.3 E Y &4-7,3-A &2 H)-Q)o M Eotr =

o1 NN-T o 8222 & A Y 2[F2[2,3A[1,3M 215 &-7,3- 295.1

AE1(2H)-Y)otH Eotr] = '
N-m €-2-(2-& A A5 2[F 22 31,34 2] & 4£-7,3-U -

82 4291

1(2'H)-Y)-N-7) dop A ol p] =

6 N-(4-3|ESA R E).2 (2% A AW Z[FZ[2,3- 11
A1, 3 ET S £.7 3-AE1'2H)-D)o LA Eotrl =

N-2E-2-2-5 229 Z[F 2231320 ££.7,3-A £}
84 379.1
1'(2'H)-g)otAI Eotv| =
N-2-E2 Q. 2-5-vd 5 d)-2-(2-S A2 2 Z[F 2[2,3-

85 4471
1,3 2045 %-7,3-QE]-1'(2H)-Q) M Eolr| =

5 N-(1,3-1 20 & £.5-AH ©)-2-2-§ 2 2 2 [F 2[2,3- 4734
1,320 247 3 E]-1'(2'H)-B)otH Eolr| = '

N-ASFEE2822-S A2V Z[F 22,3132 2-
87 379.1
7,3-A €1 (2H)-Q)otH Eofm =
N-(2-2 8 2L 2G| &)-2-(2-S 2 29 Z[F 2[2,3-

88 407.2
1.3 =0 &£-7,3- E)-1'(2H)-Q)otA Eolp| =
N-(3,4-0 22 242)-2-2- S 2 AW E[FE[2,3-

89 497.1
1,3 20} 47, 3-AE]-1'(2H)-Q)tH Eotrl =
N-2,3-01 2 220 4)-2-(2-& 2 2 Z[F2(2,3-

90 497.1
1,321 22£.7,3-AE]-1'(2'H)-d)otH Eolr| =
N-(2,5-0W DA d)-2-(2-S A2 Z[F 22 3-

91 4431
1,3 20 &4-7,3-A E]-1(2H)-Q)oM Eofr =
N-(3,4-02 223 d)2-(2-S 429 Z[FZ[2,3-

92 483.3
1.3 2T 54-7,3-A E]-1(2H)-4)okH| Eotul =

- NN-H "2 & 2 29 2(F 22,311,320 £ 47,3
93 367.2
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[1664]

[1665]

[1666]

[1667]
[1668]

[1669]
[1670]

S E . ws
i i (m/z, M+ 1)

N-HE-2-(2-2 A2 2[F 22,301,320 2.7 3-UE] 4572
- :

1'(2'H)-Q)-N-(2-3) d ol &) o} 4 E o} ]

2-(2-% A AT E[F2[2,3-1,3]F 0L £-7,3-A E)-1'(2H)- 4572
95 .
A)-N-(2-71 ' T 2 F)o} A Eolu] =

N{IRA-NE 2 AN E}2(2- S22 Z[F 2[2,3- 4492
* A1 32T $ &7 3-AE]1'(2H)- L) oA Eoprl = '

NA(18)-1- A 22 B ol ©]-2-(2-F 2 2 H Z[F 22,3 4492
¥ N30 §£-7,3-AE}-1(2H)-L) ot Eotr] = ‘

o 2-(2-& 42T 2 [F2(2,341,3MZ 0] &&-7,3-A E11(2'H)- 4514
Q)-N-(2-31 7 ) F-1-A o D)ol H Eofr] = '

2-(2-S 42T 2[F 22,341,321 ££-7,3-A E]-1'(2'H)- 483
99 .
A)-N-[3-(ET ZF 2 E)H Dot Eolr| =

N-(3-AMohle i d)-2-(2-& 42 2{F 22 31,31 2T & &-
100 440.1
7,3-AE]-1(2'H)-L)ot A Eotr] =

12-REEd4-U-2-5 20 Q) 2T 2[F2[2,3
101 409.1
1,3 = 0 & 27,3 E]-2(1'H)-&

2-(2-S A2 Z[F (2,311,320 £ £-7,3-A E1'(2'H)-
102 4431
d)-N-(2-5 el @)op A Eofr] =
N-(4-B2R-2-Z22 29 9)-2-2-S 4227 Z[F2[2,3-
NIRRT LE.7,3-AE1(2H)-L)ot Eotm =
N-(2-9) 3 d-4- o &)-2-(2- S A 2T Z[F 2[2,3-

104 519.2
N3 Z & 4-7,3-AE]-1(2H)-L) o Bt =

103 527.0

AN 3.2

s==4

10-1432460

N-(2-Z 79 23 d)-2-(2'~5 26, 7-0) 8] = 2 -5-2 7] 2 [ ] 1[5,6-b] F-3,3' - E]-1' (2 D) -L)oF M Eo}

v=s) g4

FE2RIEE (5.00 mL) F 2'-52-6,7-013 =2-5H-2F Z[AH=[5,6-b]F&-3,3'-A=]-1"(2'H)-L) o} EAL

(0.18 g, 0.54 mmol)2] &Mol| =22 F=2elo]= (0.09 mL, 1.07 mmol)Z DVF 1

TES 2 AR B9 BFAI7I, AAhE AFsk ST AzAFY. A
mmol), 2-ZF ¢ =o}d& (0.10 mL, 1.00 mmol) 2 THF (5.00 mL)E #7}s}glc).

A adkskar, Sk AEA R

0:1 ¥

=]

A BFE (0.04 g, 17%)S FET).

'H NMR (300 MHz, CDCl3) 5 8.26 (t,
1H), 8.05-7.90 (br, 1H), 7.33 (td, 1H), 7.26-6.96 (m, 6H), 6.83 (s, 1H), 6.61 (s, 1H),
4.98 (d, 1H), 4.73 (d, 1H), 4.71 (d, 1H), 4.52 (d, 1H), 2.85 {t, 2H), 2.69 (t, 2H), 2.12-
1.94 (m, 2H); *C NMR (75 MHz, CDCl5) § 178.6, 165.0, 159.8, 146.9, 141.5, 137.5
132.5, 129.2, 126.3, 125.2, 124.8, 124.4, 124.3, 121.9, 118.9, 115.2, 114.9, 109.0,
106.8, 79.9, 58.2, 45.3, 33.2, 32.0, 26.1; MS (ES+) m/z 429 (M + 1), 451 (M + 23).

h

AAle] 3.3

- 135 -

H}

3t 97 Abesig. &

Zb5FEo EtsN (0.66 mL, 4.72

(e}
Elarcy

EFES Aol
=

AFE el Ay A2vtEagy] (A4 F 25% oE ofAH|O|E) S =3)s}



[1671]

[1672]

[1673]

[1674]
[1675]

[1676]

[1677]
[1678]

[1679]

[1680]

[1681]

[1682]
[1683]

[1684]

N-(2-5 5
Eoju=e] g4

"H NMR (300
MHz, CDCls) & 8.27 (t, 1H), 8.04-7.90 (br, 1H), 7.33 (td, 1H), 7.26-6.97 (m, 6H), 6.69
(s, 1H), 8.48 (s, 1H), 4.94 (d, 1H), 4.69 (d, 1H), 4.71 (d, 1H), 4.52 (d, 1H), 2.81-2.45
(m, 4H), 1.82-1.60 (m, 4H); MS (ES+) m/z 443 (M + 1), 465 (M + 23).

AAld 3.4

2-(4'-BEH-5 6-TZF o 2-2'
=9 349

aaRey

~S a2 2 [1-NEFB-3,3'-9)

A, 4'-BEE-5 6-TEF

el (2'-FaxvE| —Er
5,6-0)ZF02-2'-24

QRHY)-2-(2-24-5' 6,7 8 -HEZS =2 0] Z[AE-

2'=84-6,7-t3| =2 -5-2y] Z[ 2| = [5,6-b]F#-3,3'-2]
5',6",7" 8 -HEZS| =2 A Z[¢1E-3 3 -UYZE[2 3-b]F
He st AAld 3.20] 71AE vle} 22 Axfo] wE} ®A 35

=]-1'Q'D-)-N-(2-&F2

, -1'(2'H)-L)olAlH ol E 2l
E]-1'(2'D)-L) oA H I ES

omn

E=0d 10-1432460

3,3'-UEZE[2,3-b]F&]-1(21)-L)o}A

E]1-1'(2'H)-Q) oAl EAL oAl (2-% 4~
SH-1(21)-%) oF M EALE 4

Agats w-A9He W

= FET 6% F&).

23d) oAl o}

—AE]-1'(2" D-)okERLY] §H

g (4'-

=
AHgstE H-AgHe WY

. e
i AN 2d g veh ge Add de TA HHES FSAAT (1009 SE). AREE 48

SAe) A3 AHgsich.

B. 2-(4'-B2X-5 6-T]Z
opn| = o] 3

i
to
i
&
do
[
[>
o,
Ll
&
BN
=
)
&
@

o

EZd (7.00 mL) ¥ 4'-BER-56-COZTFQIZ-2' - Z[]-

(0.24 g, 0.59 mmol) % SaHa ZF=Zelo]= (0.15 mL, 1.76 mmol)<]
TR Ao A] HRA| wuFEISIT). FEAZ T
A7, 2-EF e 2old¥ (0.18 mL, 1.89 mmol)S-
ik, "UEFEEdE (100 mb)S o H7kskic.
i, Ay, oHES WAFs] FEHAALY. FFE
1/5)8 838t ®A s3E (0.23 g, 76%)S F

i—‘—ﬂ'%p“ A 0}‘

'H NMR (300 MHz, CDCls) 8 8.20 (t, 1H), 7.80 (br, 1H), 7.27-7.17 (m, 2H), 7.16-7.03
(m, 3H), 6.97-6.88 (m, 1H), 6.78-6.60 (M, 2H), 5.08 (d, 1H), 4.93 (d, 1H), 4.68 (d, 1H),
4.49 (d, 1H); *C NMR (75 MHz, CDCly) § 177.1, 163.9, 157.8, 143.6, 131.0, 128.8,
128.1, 124.7, 121.8, 120.0, 115.0, 111.6, 108.1, 99.8, 77.5, 59.2, 44.7; MS (ES+) m/z
503.4 (M + 1), 505.4 (M + 1).

2-(4'-B25 -6, 6-TuE-2'-84-5 6-U3| =2 A0 2 [l

- 136 -

W ZF&-3,3'-2AE]-1'(2'H)-L)o}A| EAF
gNoll DNF 1 W25 Hrista, A" &
A 3}]

o
el AT, EHES
715 2R AR, B PER

el A AzvtEay] (9

[1,2-b:5,4-b' 1H]3F7H-3,3' -2 &

-o1E]-1"(2'H)-Y)-N-(2-ZF 2 2 d ) oA E

=]

gul

| 2
dRES fEE29E (5,00 nL)ol &
ool A 1 AR Ee

ol M AzA )
obAlEo] =/ 8,

1-1'(2'"H)-)-N-



[1685]
[1686]

[1687]

[1688]

[1689]

[1690]

[1691]

[1692]
[1693]

[1694]
[1695]

[1696]

S=50ol 10-1432460

A, (4'-BRH-66-UHE-2'-22-5 6-T3| =2 A0 2 [WZ[1,2-b:5,4-b' ]T]F&-3,3'-¢1=]-1'(2'H)-d ) o}A]

,
Extel 94

e (2'-FARIZ[F2[2,3-1][1,3]HMFYUZE-7,3'-A=]-1'2'D-L) oA HIE il od (4'-BHEZR-
6,6-CjH|El-2"' -2 -5 6—1’40]Ci/\4i Wl %[1,2-b:5,4-b' JTF&-3,3'-A=]-1'"(2'H)-L) oA H| ES A&
st B-ZAA A WES Fdsta AAld 24 Z1AlE vpe} gL dAe] wel 14 SFEES FEsiT. AA
S v @Al AR ARSI

B. 2-(4'-B2X-6 6-UHE-2'-& 45 6-T)3| B2 A0 Z[M%[1,2-b:5,4-b' ]T]F&H-3,3' -2 =]-1'(2'H)-¥)-
N-(2-&F 2 d) ot Eolr =] 34

(4'-BER-5 6-UEFLE-2'-SAATZ[1-HZFH#-3,3'-A=]-1'(2'H)-L) oA EA Al (4'-B. 25 -6,6-T]
WE-2'-& -5 6-T)s| E2 A0 2 [H%[1,2-b:5,4-b' ﬂ%ﬂ 3,3'-ClE]-1'(2'H)-Y) oM EALS Alg3l= H]-2A
AA AYS Fstar AAl 3.4Bol 71AlE vie} 2 A wet %A eSS F5SISH (2 Aol A

61%). MS (ESt) m/z 537.4 (M + 1), 539.4 (M + 1).

2-(4'-FRE-2'-50-5,6-H 3 R AV Z[W2[1,2-b15,4-b" JHF&-3,3' -1 ]-1"' (2'1)-)N-(2-=F 2.2
Ad) oA Eotr| =] gy

(4'-BRE-56-UEFQE-2' -2 4202 [1-WZFTH-3,3'-A0E]-1'2'D-L)oAEA A (4'-F22-2'-
2-5,6-H3| =2 20 2 [MZ[1,2-b:5,4-b' T F&-3,3' -2 E]-1"(2'H)-Q ) oA EALS A&l H-AA <)
P& Fsta Aol 3.4Bol Z)AlE vie} 2 "Abe] weEt 3Al SEES A aAR F5EA (69%).

mp 243-245 TC.

g o

"H NMR (300 MHz, CDCl5) & 8.19 (t, 1H), 7.96 (s,
1H), 7.21-7.27 (m, 1H), 7.10-7.02 (m, 4H), 6.88 (d, 1H), 6.55 (s, 1H), 6.35 (s, 1H),
4.96 (dd, 2H), 4.70 (d, 1H), 4.57-4.53 (m, 3H), 2.97 (t, 2H); '*C NMR (75 MHz, CDCly)
§178.2,164.4, 162.2, 162.1, 143.2, 131.6, 130.2, 128.5, 125.2, 125.1, 124.9, 124.6,
121.9, 119.7, 118.6, 116.8, 115.1, 114.8, 107.3, 92.9, 77.2, 72.4, 58.2, 44.9, 28.9; MS
(ES+) m/z 465.5 (M + 1).

AAld 3.7

2-(5'-FR2E-2'-24-5 6-U3 =2 A0 Z[WX[1,2-b:5,4-b"' JT]F&-3,3'-2AE]-1'(2'H)-Y)-N-(2-Z=F 2 =2
Hd) ol Eolu| = 9] 314
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[1697]
[1698]

[1699]
[1700]

[1701]

[1702]

[1703]

[1704]
[1705]

[1706]

[1707]

[1708]

SS90l 10-1432460

(4'-BREE-5 6-HEFLRE-2' -2 202 [1I-H2F8-3,3'-215]-1'"(2')-D)HEA tial (5'-F22-2'-%
22-5,6-H 3| 2 AV Z[Wx[1,2-b:5,4-b' 3Rl ]-1 (2T D) oM EALS ARS-ehE H-d A ]l

=
Fs FAst AAd 3.4Boll Al wiel e HAe] wel A SEES 74 AR FEIUT (91%).
mp 229-230 TC.

"H NMR (300 MHz, CDCls) § 8.21 (¢, 1H), 7.88 (s,
1H), 7.28-7.25 (m, 1H), 7.18 (d, 1H), 7.13-7.04 (m, 3H), 6.90 (d, 1H), 6.57 (s, 1H ),
6.40 (s, 1H), 4.95 (d, 1H), 4.70-4.66 (m, 2H), 4.56-4.43 (m, 3H), 2.99 (t, 2H): *C NMR
(75 MHz, CDCls) 5 177.8, 170.9, 162.1, 162.1, 143.1, 131.7, 130.0, 128.6, 124.7,

119.6, 118.7, 117.0, 106.7, 92.8, 77.2, 72.3, 58.1, 41.2, 28.9; MS (ES+) m/z 465.4 (M
+1).

A4 3.8

2-(6-FRR-2'-L A R [1-HFFA-3 3'-QE]-1"(2'H)-)-N-(2-ZF o 27| d) o}H| Eoflr| = o] 314

Cl

(4'-BER-5, 6—E]‘§—EF£§—2‘ ~ S ] 2[1-MZFA-3,3' -2 E -1 (2'H)-L) oA EAL DAl (6-FRE-2' -2
2 2 [1-f2F-3,3'-AE]-1"(2'H)-L) o EARS /‘}%3} H-Z24 29 WYgS Fdstar AAld 3.4Bel 7]
e wheh e dxpo EEPE‘r FA setEs 9 aAlE F58lt (10%). mp 70-75 T

H
NMR (300 MHz, CDCly) 5 8.21 (t, 1H), 7.99 (br, 1H), 7.32 (dt, 1H), 7.19-6.93 (m, 7H),
6.80 (dd, 1H), 6.73 (d, 1H), 5.01 (d, 1H), 4.75 (d, 1H), 4.69 (d, 1H), 4.50 (d, 1H); '*C
NMR (75 MHz, CDCl5) & 177.7, 164.6, 161.4, 141.4, 135.5, 131.6, 129.4, 127.3, 125.2,
125.0, 124.7, 124.6, 124.4, 124.3, 124.1, 121.9, 121.8, 115.1, 114.8, 111.3, 109.0,
80.3, 57.6, 44.9; MS (ES+) m/z 423.4 (M + 1).

“AE-1'C'H-Y)N-(2-FF ez d) oA Ectr| =98] A

(4'-BE2R-5,6-1FFLL2-2' -S4 2 [1-4
Z &)

5] £33 - E -1 (2ID- S AEE AEEe M-dAdel e s A
3.4890 1€ wish ge Aol wel EA SFES WA AR FEHAG (35%). mp 97-100 T
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[1709]
[1710]

[1711]

[1712]
[1713]

[1714]
[1715]

[1716]

[1717]
[1718]

[1719]
[1720]

[1721]

[1722]

SS90l 10-1432460

"H NMR (300 MHz, CDCls) § 8.20-8.10 (m, 2H), 7.31 (dt, 1H), 7.19-7.00 (m, 5H),
6.95 (d, 1H), 6.77-6.40 (m, 2H), 5.02 (d, 1H), 4.74 (d, 1H), 4.69 (d, 1H), 4.51 (d, 1H);
*C NMR (75 MHz, CDCl;) § 177.4, 164.3, 141.4, 131.2, 129.7, 125.6, 125.5, 125.3,
125.2,125.1, 124.7, 124.4, 124.1, 121.8, 115.1, 114.9, 112.1, 111.8, 108.1, 100.3,
100.0, 80.7, 57.9; MS (ES+) m/z 425.5 (M + 1).

A Ao 3.10

2-(5-HRH-2'-2 220 2 [ 1-HFFTH-3,3'-AE]-1"(2'H)-Y)-N-(2-ZF 2 2 d) ol Eoln| =¢] 3+A

(4'-HER-5 6—E]*§—EF£§—2‘ S AT R [1-2F 3,3 -1E]-1 (2 H)-) P EA tiAl (5-HER-2'-2 4
SV R[1I-MEF-3,3" -5 -1 (2D - oA EALS ARgshs H-2AAR] WgE Fastar Aol 3.4B0 7]
A mpep 22 At wkﬂ} FA =S W A LAR #5830 (94%). mp 100-103 T

H NMR (300 MHz, CDCls) & 8.26 (dd, 1H), 7.92 (br, 1H), 7.39-7.31 (m, 2H),
7.22-7.01 (m, 6H), 6.91 (d, 1H), 6.87 (d, 1H), 5.02 (d, 1H), 4.76 (d, 1H), 4.67 (d, 1H),
4.57 (d, TH); MS (ES+) m/z 467.3 (M + 1).

AAld 3,11

2-(4'-Z2F Q0 2-2'-2 -5 6-Us| =2 AT ZE[WIX[1,2-b:5,4-b"' T F&-3,3'-2A=]-1'(2'H)-Y)-N-(2-=F2
ZHd)olH Eolu| =] A

(4'-H2H-5 6-UEFQLE-2'-SFA2HZ[1-HZFe-3,3'-AE]-1'2'D-L)oAEMF diil U -ZF2=2-
2'-82-5,6-Us| =2 2y 2 [WI2[1,2-b:5,4-b' JE]F#-3,3'-AE]-1' 2'I)-L) oA EALS Al&stE H|-A4H
Ql WS Fasta Ao 3.4Bel 7% vpep 2 At mel EA Setes Sl

4

'H NMR
(300 MHz, CDCls) 8 8.20 (t, 1H), 7.91 (s, 1H), 7.29 (dt, 1H), 7.13-7.04 (m, 3H), 6.81-
6.75 (m, 2H), 6.61 (s, 1H), 6.39 (s, 1H), 4.95-4.87 (m, 2H), 4.70 (d, 1H), 4.55-4.44 (m,
3H), 2.98 (¢, 2H); MS (ES+) m/z 449.5 (M + 1)

AAld 3,12

2-(4'-HRR-2'-% 55 6-t)s =2 =T 2 [W%[1,2-b:5,4-b' 11| FH-3,3' -2 E]-1"(2'1)-9)-N-(2-EF 2 &
dd) oA Eotn| =] g
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[1723]

[1724]
[1725]

[1726]

[1727]

[1728]

[1729]
[1730]

[1731]

[1732]
[1733]

[1734]

[1735]

SS90l 10-1432460

&-3,3'-21=]-1'"(2'H)-Y) oA EAF Al (4'-BRFE-2'-
3 -AE]-1 (2D -Y) N EALS ALt v]-Ag A<

R

(4'-BEX-560ZFoa-2'-2 2 72 [1-A%

-5, 6-Hs| =220 2 [MZ[1,2-b:5,4-b' ] F&H
P& Fstar AAel 3.4Bol Z1AE wiel e Ao wet 34 FEES FA uAR2 53 (75%).
mp 245-246 C.

E o

"H NMR (300 MHz, CDCls) 5 8.20 (t, 1H), 7.90 (s,
1H), 7.20-7.03 (m, 5H), 6.92 (dd, 1H), 6.53 (s, 1H), 6.36 (s, 1H), 5.05 (d, 1H), 4.90 (d,
1H), 4.69 (d, 1H ), 4.55-4.43 (m, 3H), 2.97 (t, 2H); °C NMR (75 MHz, CDCl;) § 178.3,
164.3, 162.4, 162.2, 143.4, 130.4, 130.0, 128.0, 125.5, 125.2, 124.7, 121.9, 120.0,
119.7, 118.6, 116.7, 1156.1, 114.8, 107.8, 92.8, 77.2, 72.4, 59.1, 44.9, 28.9; MS (ES+)
m/z 509 (M + 1), 511 (M + 1).

A Ao 3.13

N-(2-Z 56 23 d)-2-(2'~ %45, 6-T) 8| E 2] 2 [WZ[1,2-b:5,4-b' TT) Feh-3,3' -1 E]-1' (2'H)-2) o} A =
3]

rg
—m
X

E-56-UZFQ02-2'-2 4 ~0Z[]- 3 =01E]-1 (2" H)-Y) oA EAE tiAl (2'-24-5,6-T] 3]
2 AR [WE[1,2-b:5,4-b' ] F&-3,3' - ‘ﬂ%]—l‘ 2'H)-A) oA EALS ALE-5l= H]-AH A< %%‘—g Y5t

aL AAlel 3.4Bell 71| wheh g2 dAjel] whel FA| seteS WA AAR F553AH (68%). mp 210-212

"M NMR (300 MHz, DMSO-d) 5 10.18 (s, 1H), 8.17-7.67 (m, 1H),
7.55-6.90 (m, 7H), .54 (s, 1H), 6.38 (s, 1H), 4.68 (m, 4H), 4.46 (t, 2H), 2.93 (t, 2H);
MS (ES+) m/z 431.4 (M + 1).

AAld 3,14

2-(4'-EFL2-7'-ME-2'-52-5 6-Ts| =R AV 2 [WZ[1,2-b:5,4-b' | F&-3,3' - E]-1'(2'])-U)-N-
(2-EF 2.2 d) ol Ectu = 9] A

4'-B2R-5 -TZTFQZ-2'-& 42202 [1-HFFS-3,3'-A=]-1"(2'H)-D)oHEA  ta (4'-ZFo2-
7' - E-2'-& -5 G- qo]ciAAE WZ[1,2-b:5,4-b" JE]F#-3,3' -2 5]-1'(2'H)-Y) oA EAS  AL&3l=
H-ZAA A APS Faslar AAJo 3.4Boll 7| AlE v} 22 Axpol whe} %A JFES WY uAZ 53}

At (21%). mp 250-255 C.
"H NMR (300 MHz, DMSO-ds) §
10.23 (s, 1H), 7.99-7.69 (m, 1H), 7.36-7.01 (m, 4H), 6.74 (t, 1H), 6.63 (s, 1H), 6.42 (s,
1H), 5.90 (d, 2H), 4.88 (t, 2H), 4.76 (ABq, 2H), 3.30 (s, 3H); MS (ES+) n/z 463.4 (M +
1).

Ao 4
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[1736]

[1737]
[1738]

[1739]
[1740]

[1741]

[1742]

SS90l 10-1432460

4'-[6-(Hdotr ) g2 d-3-d -1 -AL =9 2 [*F2[2,3-f][1, 3|2 §&-7,3' - & ]-2' (1'H)-29 T4

2E-Axd ZY¥ade [6-(HuEoln ) d-3-A]R 24k (37.0 mg, 0.17 mmol), Pd(PPhy), (13.5 mg,
012 mmol)E FHAIZ Foll Az Fefgsioirt. o] &ekidd] F4= tEak (2.00 L) & 4'-HE25E-1"-3
' (50.0 mg, 0.12 mmol)e] ‘NS IS o

oA 48 AR FF bEEgih. Ao ® W7t
70 Foll, &ulE #Zstel AASAY.  AFR=S oE oMEHClE (2.00 mL)= 34 staL, ¥3} sttty
= AxAZY. AR d&) A azntEngys F8ste] x4 3t

H NMR (300 MHz, CDCly) § 7.77 (d, 1H), 7.32 t, 1H), 6.87 (dd, 2H),
6.71 (dd, 1H), 6.23 (d, 1H), 6.20 (s, 1H), 5.88 (d, 2H), 4.56 (ABq, 2H), 3.89-3.80 (m,
1H), 3.69-3.59 (m, 1H), 3.05 (s, 6H), 1.78-1.69 (m, 2H), 1.39-1.35 (m, 4H), 0.90 (¢, 3H);
"3C NMR (75 MHz, CDCly) 6 177.9, 158.3, 156.1, 148.8, 147.3, 142.9, 142.0, 137.8,
137.2,129.9, 128.9, 125.6, 122.0, 121.0, 107.6, 104.3, 102.5, 101.5, 93.6, 77.8, 58,5,
40.5,38.2, 29.1, 27.2, 22.4, 14.0; MS (ES+, m/z) 472.0 (M + 1).

Ao 4.1

a7] Tl EAZ BFEL A 4o 7IAH vped FA 2AE o] &3}

)
- =
o, 8t7] &A% st WMa= A7) drt vkl Aled sgtE Wsel dAEA Gt

I

3= . MS
ik KK (m/z, M+1)
4-35-09 S d)-1-Ad 25 2 [FZ[2,3-
105 488 .4

11,3/ 20 & &7 3-A E]-2/(1H)-&

4-(4-ZFL =AY AE 2 2[F2[2,3-
106 4473
N3 Z2054-7,3-AE]-2(1'H)-&

435 US| )N A 2 [RE[2,3
107 496.3
1,3 E T8 £-7,3-2 S]-2(1'H)-&

4 f4-( A Fobr] )T G- A =5 Z[F2[2,3-
108 4713
1,3/ 2T £4-7,3-2 S]-2'(1'H)-2

1-89-4(3,4,5-52) | SA 5 ) 25 2[F 2[2,3-
109 518.3
1.3 &2 £4-7,3-A E]-2(1'H)-

4-2-% 2 ML 2 0 ER AT 2 [E 2 [2,3-
110 4533
1.3 20 £4.7 3 E)4-Q)lzIEY

1 4-v) i Z[b,d)F eh-4-L-1- A e A F[F 22,3
518.3
1.3 20 £ 4-7,3-A E]-2'(1'H)-&

4-(1-A A-1H-5) 2} % -4-Y)-1- A A 3] Z[FZ[2,3-
112 508.4
1,3 20§ 4.7,3-A E]-2(1'H)-2
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[1743]

3EE . VS
kA ° (m/z, M+1)
4-2-1 EA g v d-5-Y)-1"-HN G 29 2[F 2[2 3-

113 460.3
.3 204 £-7,3-A E]-2(1H)-&
4-(2,4-0) 1 Z A 3 2] F] 9 -5- )1

114 FE2Y2[F 22,341,312 0] 5&-7,3- 490.4

AE]-2(1'H)-&
4-(2-22-1-1Yg-1"2-1 I =2 AY Z[FZ[2,3-

115 471.3
1,320 &4-7,3-Q E)}4-Q)il Zojr =

44 Mo ) & ]w )-1-
116 AL AN Z[F 22,301,320 & 27,3 484.6
AE2(1'H)-2
4- (12 FF-2-d)1-HE 2T 2 [FR[2,3-

17 467.5

1,320 %4.7,3-A -2 (1'H)-&
4-(6-t SN 2 d-3-U)-1- UG A S[F 2[2,3.
118 458.5
320 84-7,3-A E]-2(1'H)-&
NN-U) 9 & 42" -1 1 20
19 Y220 2[F 22313029 %4-7,3-| 4986
AE]4-d)ydzopv]=
4l 2(b,djE] A-4-4-1- ALY 29 Z[F 2(2,3-

120 533.6

1.3/ 25 247 3-9 -2 (1'H)-2
3-(2-2 212112 S SR AT Z[F2[2,3-

121 452.5
13z &4.7,3-¢ El4-L)l2UEY
1-Ag-4-9) g d-3-g AH Z[F2[2,3-

122 428.5

132 & £-7,3-A E]-2(1H)-2
4-(3-EF Q24 EANH L) 1- AL A9 Z[F2[2,3-

123 4755
1,3 20 &4£-7, 3-U E)-2(1'H)-&

1-99-4[2-

124 (EEER 2 ZHEA)A YA 2[F2[2,3- 511.5
1320 &4-7,3-A E]-2'(1'H)-&

435N A= EF 2 ) d]-1-
125 AL 29 2[F 22 31,31 20 $£-7,3- 563.5
AE]2(1'H)-2
A4 4B TR L2 Y)Y R.-3
126 A=A ZF 2231 32T §&-7,3-AE) | 4965

2(1H)-&
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[1744]

33 E . MS
ik X (m/z, M+1)
4'-2-5 50 2-5-M| EA T Q)1 N 29 2[F 22,3
127 4755
11,318 20 8%-7,3-2A E]-2'(1'H)-&
4-(4-o| BA-3-ZF 225 €)1AY 2T 2[F 2[2,3-
128 489.5
1,31 20 &&-7,3-Q E}2(1H)-&
4-(1-2E A-2-d)-1- ALY A Z[FR[2 3-
129 483.6
1,320 $%-7,3-2A0 E]-2'(1'H)-&
4-ol 2 Y E-1-AE 2 Z[F 2[2 31,32 §&-
130 ) 407.5
7,3-E-2(1'H)-&
1-dg-4(4-
131 (ERERo v EA)d djad Z[FE[2,3- 511.5
1,3 2] &£-7,3-Q E]-2'(1'H)-2
4-(5-E22 2 2-0| EA T )AL 2T Z[FZ[2,3-
132 475.5
1,31 2 0] & 4.7 32 E]-2'(1'H)-&
4-(1,3- 120 55-5-Y)-1-AD 29 2[F2[2,3-
133 4715
1,318 20 £4.7,3-A E]-2(1'H)-&
1-8e-4-3d 29 Z[F (231,320 5 £-7,3-
134 4275
AE2(1H)-&
1-5g-4'2-
135 (EgERezdY)d |~ Z[FE[2,3- 495.5
1,3 =0 &4-7,3-Q E]-2(1'H)-&
44222 9)1- UG AT 2[F 22,3
136 461.9
f1,3] 2 6] £4-7,3-A E)-2'(1'H)-&
4-(2,3-03| = 21,40 20 £ 41-6-U)-1'-
137 Ag Ay Z[F2[2,3-1,3ME 0% £-7,3- 4855
AE-2(1H)-&
1-Ag-4-A=D-3-A A Z[FF[2,3-
138 4785
1,3 20 £ 4-7,3-A E]-2'(1'H)-&
4-(3,5-0E 2029 d)-1- AL A S[F 2[2,3-
139 463.5
1,30 20 24-7,3-A 5]-2'(1'H)-&
4-0) 2T EW-4-Y-1- WP AW 2 [FZ[2,3-
140 478.5
1,3 =20 547,320 5]-2'(1'H)-&
4-(6-1 59 g 9-2-Y)-1-FE A9 =
141 [F22,3-A1,3 20 %473 4585

JE]-2(1'H)-&
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[1745]

SEE . MS
Hs 33 (m/z, M+1)
4-(1H-A E-5-9)-1- A 23 Z[F 2[2,3-
142 466.5
1,31 2 &4-7,3-A E]-2(1'H)-2
N-[2-(2-&2-1-18-1' 2 T S| S 2 A5 2[F 22,3
143 1,3 2Y &4-7,3-A E}-4- 484.5
Q)# BlotA Eolr| =
4-(4-ZF0 2-2-W QA ) 1- ML AT Z[F2[2,3-
144 4595
1,318 26 £2.7,3-2A £]-2(1'H)-2
1-H0E-4-F EU-6-Y2H Z[F2[2,3-
145 4785
1,31 2 0] §&.7,3-Q E]-2(1'H)-2
N-[4-(2-& -1 A1 2 T S SR A 2[F 2(2,3-
146 1,320 L 4.7,3-Q 14 520.6
Ay g E Eofvl =
4-(5-F 22 2-HEAHY)-1- 0 A9 Z[F 2[2,3-
147 4920
fl1,314d U] &£-7,3-A E]-2(1'H)-2
1-H 43
148 (BT E20 2o A g2 Z[F2[2,3- 511.5
32 £4-73-AE]2(1H)-&
1-AG-4-(4-7) 5 A 3 gy 2 9 2[F 2[2,3-
149 519.6
1,3/ 20 &4-7,3-A E-2(1'H)-2
4240 EA G E)- AR 2T 2 [F2(2,3-
150 487.5
A3 20 &4-7,3-A E]-2(1H)-&
4-(3- )N 2 Z[F 22, 31,3 2T &-
151 4175
7,3-AE]2'(1'H)-&
4-(3,4-0H EAH ) 1- AL 29 2[F2[2,3-
152 4875
1.3 20 &%-7,3-2 E]-2(1'H)-2
N-[4-(2-S4-1-A Y121 8 S 2 A9 2 [F 2[2,3-
153 1,320 &&-7,3-U B4 4845
AyH d]otH Eofr] =
1-AE-4[(E)-2-H U |2 Y Z[F Z[2,3-
154 453.5
1,34 2] & £.7 3-A E]-2(1'H)-
4-(4-7 EA A D)-1-AE 20 Z[F2[2,3-
155 457.5

1,3/ 20 84-7,3-A E]-2'(1'H)-&
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[1746]

3Ee . MS
W% 33 (m/z, M+1)
4-(6-ZF 2 292 d-3-9)-1- AL 23 Z[F &[2,3-
156 446.5
1,321 £ 47,39 E]-2(1'H)-&
4-3-F2E4-TRL2H )TN AN Z[FE[2,3-
157 479.9
1,314 2 0] &4-7,3-A E]-2(1'H)-2
4-3-2R2H)-1-HE AN Z[F 22,3
158 461.9
1,3/ 20 & &.7,3-A E]2(1'H)-2
4-(1-ZE A-3-Y)-1-HE 2T S [F (2 3-
159 483.6
1,31 F 4 &£.7,3-0 E]-2(1'H)-&
1-AY-4-2-H) 5 A H ) AT Z[F2[2,3-
160 519.6
1,3 2t £4-7,3-9 E]-2(1'H)->
4-(4-0|2Z 2 ZNH L)1 NB 2 Z[F 22,3
161 485.6
ff1,3M 20 &4-7,3-A E]-2(1'H)-2
4{(E)-2-(4-ZF 2 27 9)m d)1-
162 A Ay ZFR[2,3-A1,3 =0 L2473 4715
AEI2(1H)-2
4-(6-ZF 0 292 Q-2-Y)-1-v g A 2
163 [F 22,311,341 2] &&-7,3- 446.5
AE2'(1H)-&
1-HE-4-[1-(@H &L d)1H-A E-3-
164 Yl Z[FR[2,3-1,3]0 20 5 £-7,3-2 E)- 606.7
2(1H)-&
4-(3-EF Q25 d) 1AL Z[FE[2,3
165 4455
f(1,3]4 = 0] 8-2-7,3-2 F]-2/(1'H)-2
4-(3- LA EH ) 1-AG AT Z[F 2[2,3-
166 469.5
1,3 = & 47,3 E]-2(1'H)-2
4-2-FE)1- VD 2H 2 [FZ[2,31 32T L &-
167 4175
7,31 E]-2'(1'H)-&
4-(4-o o d)-1- DG A Z[F 2[2,3-
168 4415
1,3 F1 &4-7,3-A E]-2'(1'H)-2
4-(1- - 1H- 2-3-9)- 1AL 2 Z[F 2[2,3-
169 430.5
1.3/ 20 54-7,3-A E]-2(1H)-
4-25-JFF 25 d)-1-Ad 23 2[F2[2,3-
170 463.5

1320547, 3-AE]-2(1'H)-&
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[1747]

345 ) MS
HE Kk (m/z, M+1)
4-(2-EF 22 Y)-1-AY 20 2[F2[2,3
171 4455
1,320 & &-7,3-AE)2(1'H)-
4-2-222H ) 1AL A 2[F2[2,3-
172 461.9
1,320 £4.7,3-A E)-2'(1'H)-2
424022225 9)-1- A AT (¥ 2[2,3-
173 463.5
l1.3] 20 5£-7,3-A E]-2(1'H)-&
4 (4-REZ9.4-99 Q)19 21 2 [F2[2,3-
174 512.6
1,320 §%-7,3-A E]-2(1'H)-&
tert-5-4 5-v] 5 A]-3-(2-& 2-1'-2 Q1" 2'-
175 O3 =229 2[F22,3-1,3M 20 8£.7,3- 596.7
AE]4-Y)-1H-A E-1-7tE B A o] E
1-99-4-0 el v d.5-Y A Z[FZ[2,3-
176 4295
1,318 20§47 3-A E}2(1'H)-2
tert-5-8 4-[2-(2-SA-1-HE-1' 2
177 O3z A 2[F2[231,3M 20 5£-73-| 6117
AE}4-d)d g et A7t 2 B H ol E
4-(2-0 EA ) 2 9-3-9)-1-A P 23 Z[F 2[2,3-
178 458.5
1,320 &4-7,3-A E]-2/(1'H)-2
4-(5-| A3 2 9-3-9)-1- g 23 2[F &[2,3-
179 458.5
1,3 20 &£-7,3-A E]-2(1'H)-2
4-(4-RENIZZ oA I)1-AE AT
180 [F2[2,3-A138 20 %473 517.6
Sl E-2(1H)-&
1340 g Q4-U 2 M 2 [F2[2,3-
181 4285
1,3/ 20 &4£-7,3-A E]-2(1'H)-2
18 =45 A1 4- A 2 Z[F 22,3
182 549.6
1,34 %0 &4-7,3-20 E]-2'(1'H)-2
4(12)-3-22222 ¥ 1-9-1-dJ-1-
183 AP 23 Z[F2[2,3-1,3] %) &£-7,3- 425.9
AE}2(1H)-&
1-1g-4-(3-Elo )2 Z[F 2[2,3-
184 433.5
1,3 20 8£.7,3-9 E]-2(1'H)-&
4-23-td EA )1 AP 2 2 [FR[2,3-
185 487.5
01,3/ %0 &4-7,3-A E)-2(1'H)-2
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[1748]
[1749]

[1750]

[1751]
[1752]

SSS0l 10-1432460

sde 23 MS
Mg ° (m/z, M+1)
4-(4-24Ad)1-HY 2T Z[F2[2,3-
186 4836

1,320 & 47,3 E]-2(1'H)-&
4-3-EF 0250 EA H Q)1 NP A9 Z[FE[2,3-
187 4755

1,318 20 247,33 E]-2(1'H)-2
4[3-ZTFQ 2 -4-(ANY S A ]-1-
188 A 27 2(F 22,301,320 $4-7,3- 531.6

AE2(1H)-&
4-(2-5 5N 5-ZFQEH d)1- A 20 2[F2[2,3-
189 517.6
1,320 2 4-7,3-A F]-2(1H)-
4-3-FEA ) 1-HE 2 2[F 22,3
1,3/ 20447, 3-A E]-2(1'H)-2
4-(4-FEAH G)-1- AL AF Z[F 2[2,3-
191 499.6
1,320 &£-7,3-A E}-2'(1'H)-2
4-(4-0 X EAF H)-1-A 2T Z[FR[2,3-
192 499.6
A1.3]4 21 & 4-7,3- E]-2(1'H)}-2
4-{2-2 2 2-4-(3,5-11 A 5A M A) S A3 d)-1-
193 AL 2[F R3320 5E-7,3- 628.1
JE}2(1H)-2
44- (DA EA)-3-2 22 H d)1-

190 499.6

194 AL A Z[F 22,311,320 §4-7,3- 568.1
AE]2(1H)-2
4-(1-d Y1H- E-5-U)- 1A AT 2 [F Z[2,3-
195 480.6

(1,3 2] & £.7 3 E]-2(1'H)-2
4-(4-v EA P -3-2)-1- A 2T Z[F Z[2,3-
196 458.5
1,320 & &7 3-A E]2(1H)-&
4'{(6-m E A 9 g d-3-Q)o} ] i ]-1-
197 AT ZFRR M AMEY S E73- | 4735
QE2(TH)-&

Al 4.2
2-(5,6-HEF 222" -5 a4 - W d-5-A Ay 2 [1-l 283,315 1" (2'H)-)-N-(2- = F .= 5

d)opA| Ectn] =o] gHA

NN

I/O‘F
F
O
N

(@]

HN\Q

F

54 1,4-t1&Ak (5.00 ml)
2-(4'"-HER-5 6-UEFLR-2' - AR [1-HFFTH-3 3" -CE]-1'(2'H)-Y)-N-(2-ZF 2 27 d)o}x Eo}
= (0.15 g, 0.30 mmol)<] &Mo] Pd(PPhs), (0.03 g, 0.03 mmol)E #H7}sla, A2ox 10 ¥ 5 H

of

ok, JYud-5-H2%F (0.06 g, 0.45 mmol) E T EF (2M €< 0.90 mL, 1.80 mmol)S H7}sFSic}. b
& EFES 120 ToAA 16 AIF 53t BFA7]a, ofd ofMEle]E (50.0 mL)Z A5, F7]5E ==
AR, 74 FAAUER oA dxA7)a, Ag3sdn. qdHRES JAFste] sFAFT. AREA )

Ad AzvtEady (ol" opAlH ol /8N, 1/DE sdste] &4 shgh= (0.13 g, 84%)& 5330
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[1753]
[1754]

[1755]

[1756]

[1757]

[1758]
[1759]

[1760]

[1761]
[1762]

[1763]
[1764]

SS90l 10-1432460

"H NMR (300 MHz,
CDCls) 8 9.13 (s, 1H), 8.29-8.10 (m, 3H), 7.62 (s, 1H), 7.44 (t, 1H), 7.16-7.03 (m, 4H),
6.91 (d, 1H), 6.85-6.76 (m, 1H), 6.46-6.37 (m, 1H), 4.85-4.73 (m, 2H), 4.61-4.47 (m,
2H); "*C NMR (75 MHz, CDCls) & 177.1, 163.9, 157.7, 156.4, 155.7, 141.9, 132.9,
130.0, 126.0, 124.7, 121.9, 115.0, 111.6, 109.8, 100.2, 79.4, 57.9, 44.7; MS (ES+) m/z
503.5 (M + 1).

AN 4.3

2-(6,6-0WE-2' -2 24" -3 glu|d-5-A-5 6-UF| T2 AT Z[MZ[1,2-b:5,4-b' | T]F&-3,3' -A=]-
1'(2'H)-L)N-(2-ZF 22 d) oA Eolm =9] A

2-(4'-BEE-5 6-UEFQE-2' -2 4202 [1-WZFT-3,3'-A0E]-1'(2'D-Y)N-(2-ZF 2 23 d)o}A| Eo}
n= Al 2-(4'-B25F-6,6-tWEe-2"' - 45, 29 &2 [M%[1,2-b:5,4-b" |t F&-3,3'-¢1 & -
1'(2'H)-d)-N-C-FF 2RI ) o Eolu| =5 ALgel= HES Fsta AAd 4.2¢] 7|A1¥ vie} e HA}
of wel xA FFES FEFATE (95%). mp 250 > C.

tio

TH NMR (300 MHz, CDCI5) 5 9.10 (s,
1H), 8.24 (t, 1H), 8.15 (s, 2H), 8.00 (s, 1H), 7.40 (t, 1H), 7.16-7.03 (m, 4H), 6.88 (d,
1H), 6.61 (s, 1H), 5.99 (s, 1H), 4.84-4.73 (m, 2H), 4.54 (d, 1H), 4.44 (d, 1H), 2.79 (s,
2H), 1.45 (s, 3H), 1.39 (s, 3H); °C NMR (75 MHz, CDCl) § 178.4, 164.5, 161.1, 157.4,
155.8, 154.1, 150.8, 141.7, 132.9, 132.2, 131.3, 129.4, 125.9, 125.5, 125.2, 124.7,
121.9, 120.8, 119.3, 118.8, 115.0, 109.5, 93.5, 88.5, 78.9, 58.0, 45.0, 42.0, 28.0, 27.9;
MS (ES+) m/z 537.5 (M + 1).

AN 4.4

4'-(3-FH) 2V R[FE([2,3-f][1,3]2&4E-7,3'-A05]-2"(1'D)-29] A

O
A

(]
N
4'-B2R-1-A" A9 Z[F2[2,3-1][1, ]aﬂiﬂ%%—m'—o E]-2'(1'H)-L Al 4'-B 2P AS2[F2[2,3-
f101,3]1 %0 %&-7,3' 1= ]-2' (1'D)-2& AR&staL [6-(HHEoelr] )3 g d-3-L |24 thal 3-FdREA
S AMEShE RIES Faleta AAle] 4o 7] AlE wfe} ZJ_O aiP of wet FA SFES A uAZ FEIG
(66%). mp 270-272 C.

H NMR (300 MHz, CDCl5) 8 7.32
(t, 1H), 7.25 (d, 2H), 6.97 (d, 1H), 6.91 (d, 1H), 6.83 (s, 1H), 6.44 (s, 1H), 6.30 (s, 1H),
6.04 (d, 1H), 5.89 (dd, 2H), 4.68 (ABq, 2H); *C NMR (75 MHz, CDCls) § 180.4, 156.2,
149.2, 142.9, 142.1, 141.2, 140.4, 131.3, 120.2, 128.5, 125.3, 122.6, 120.6, 111.0,
100.5, 102.9, 101.6, 94.0, 7.2, 59.0; MS (ES+) m/z 348.4 (M + 1).

AN 4.5

- 148 -



SS90l 10-1432460

[1765] 4" -t Z[b,d]FTF-4-Ld 2 Z[FE2[2,3-{][1,3]/HFT2%-7,3' - E]-2" (1'H)-=9] A

[1766] H

[1767] 4'-BRR-1"-AgdAg2[F2[2,3-f][1,3]H920L4-7,3'-20=]-2'(1'D)-2 Al 4'-B2RAAI2[F2[2, 3-
101, 3z 24&-7,3'-Q1=]-2" (1'H)- %% ARSelaL [6-(HHdon ) I d-3-d |1 EAF 4l gulzx[b,d]
FH-4-L R EZAS AMEshe H-AA4HQ WS st A 49 ZIAlE vpef Ze dAje] wel 1A 3%
BES A 3AZ $£E9Y (10%). mp > 230 C.

"H NMR
(300 MHz, DMSO-d;) 8 10.77 (s, 1H), 8.04 (d, 1H), 7.97 (dd, 1H), 7.43-7.42 (m, 3H),

7.34-7.29 (m, 3H), 7.16 (t, 1H), 6.98 (d, 1H), 6.89 (d, 1H), 6.25 (s, 1H), 5.69 (d, 2H),

[1768] 4.41 (ABq, 2H); MS (ES+) m/z 448.5 (M + 1).
[1769] A Al 4.6
[1770] 4'-(6-"EA I

-1 HA- (B EFemvd)-2- e a2 [F 22, 3-{][1, 3121 5E-7,3"-
AdE1-2' (1'H)-29] 4

O.__CF,
—r
[1771]

[1772] 4 -BRR-1-AEAYZ2[F2(2,3-f][1,3]H20S4E-7,3' -05]-2'"(1'H)-2 Hd 4'-B22-1'-{[5-(Eg=

Forvd)-2-Fd e A 2 [F2(2,3-1][1,3]xH5E-7,3' - =]-2' (I'D-2=& AH&star [6-(HrEo}
) g E-3-d B EL Al (6-m15A19] 2 H-3-9) B EAE ARRSls H-ZAA AR WS Fdstar A4 4

of Z1AE whel e Hxpel] wel FA sES A LAR #5530 (51 %), mp 174-176 T.

il

H NMR (300 MHz, CDCly) § 7.73 (d, 1H),
7.69 (d, 1H), 7.34 (t, 1H), 7.03 (d, 1H), 6.89-6.86 (m, 2H), 6.65 (d, 1H), 6.61 (d, 1H),

6.56 (d, 1H), 6.17 (d, 2H), 5.87 (d, 2H), 4.99 (ABq, 2H), 4.56 (ABq, 2H), 3.90 (s, 3H);
C NMR (75 MHz, CDCly) 6 177.7, 163.5, 158.4, 156.1, 151.8, 151.8, 149.2, 147.8,
146.1, 142.3, 141.6, 138.8, 136.9, 132.6, 130.0, 129.1, 127.8, 127.2, 126.2, 119.9,
112.7, 112.7, 110.9, 109.6, 109.5, 108.5, 102.3, 101.6, 93.6, 78.2, 58.5, 53.6, 37.0; MS

[1773] (ES+) m/z 537.4 (M + 1).
[1774] Ao 4.7
[1775] 4'-[6-(t "ol ) 78 Y-3-U]-1'~{[5-(ETZF2

Zue)-2-Fd e AT 2 [F2[2,3-f][1,3]HN2H &
-7,3'-A%=]-2" (1'H)-29 &4

[1776]

[1777] 4 -v28-1'-gEAd 2 [F2[2,3-f][1,3] N2 &E-7,3'-Ud=]-2' (1'D-& WA 4'-H2E-1'-{[5-(EgZE
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[1778]

[1779]

[1780]
[1781]

[1782]
[1783]

[1784]

[1785]
[1786]

[1787]
[1788]

[1789]

[1790]
[1791]

ForveE)-2-FL e Ay Z[FR[2,3-f][1,3]HET])%£&-7,3' <C1E]-2"(1'D-2&
S st AAo 49 7AE vie} e Axfo upel HA IFES FA uAZ F5I5T (37%). mp
174-176 C. MS (ES+) m/z 550.4 (M + 1).

4 -3 e RA-5- AT R [FR[2,3-11[1,31 020 $46-7,3'-91 512" (1I')-&2] 4

~
I
= 0 o]
)
(¢
(L=
N
H
4'-B2 R -1 -} ~I Z[FE[2,3-1][1,3] N2 &E-7,3'-A=]-2' (1'H)-= U] 4'-BIEAII[FZ[2,3-

f101,3]MZU2£-7,3' -2 E]-2'(1'D-+S AHgstz [6-(grEolu] )2 d-3-d ] 124 tfal Jgud-
5-UREAS ALgstE v-ZAA A WES Fysta A 40 Z)AE ukel g2 Axjel wet T4 gES
2 A2 FE39TE (32%). mp 185-187 C.

"H NMR (300
MHz, DMSO-ds) 5 10.85 (s, 1H), 9.02 (s, 1H), 8.19 (s, 2H), 7.33 (t, 1H), 7.00 (d, 1H),
6.83 (d, 1H), 8.37 (s, 1H), 6.19 (s, 1H), 5.89 (d, 2H); °C NMR (75 MHz, DMSO-d;) &
178.7, 157.5, 156.0, 155.6, 148.8, 142.3, 133.1, 132.6, 131.8, 129.5, 124.5, 120.3,
110.9, 103.2, 101.9, 93.3, 79.5, 66.8, 58.5; MS (ES+) m/z 360.4 (M + 1).

4'=(3-F)-1' (M2l A-2-L e &) -5,6-T Bl =2 2 2 (W2 [1,2-b:5,4-b' [EF&-3,3'-Q1 512 (I'H)-2¢] &

\_/

4'-HER-1-Ad AT 2 [F2(2,3-11[1,31 204473 -1 5]-2' (1I'D-& 4l 4'-Br-1'-(Id-2-9
We)-5 6-t)3| =2~ 2 [MZ[1,2-b:5,4-b' | F&-3,3'-AE]-2'(1'H)-&& A&t [6-(THgolm] )3 g
d-3-A ] BEM hal 3-FaR 2SS ARgEE W-ZAA A AFS Falsta A 40 7]AE vhep g Hx)
o wte} TA FHIFES YA nAE S5 (75%). mp 195-197 C.

"H NMR (300 MHz, CDCls) 5 8.58 (d, 1H), 7.68 (t, 1H),
7.32-7.21 (m, 4H), 6.97 (d, 1H), 6.92 (d, 1H), 6.77 (s, 1H), 6.60 (s, 1H), 6.35 (s, 1H),

5.99 (s, 1H), 5.12 (ABg, 2H), 4.71 (ABa, 2H), 4.57 (t, 2H), 3.03 (t, 2H); MS (ES+) m/z
437.4 (M + 1).

A4 4.10

1'-(Fgd-2-dv&)-4'-F g ud-5-2-5,6-T) | =229 Z[WZ[1,2-b:5,4-b' ] F&-3,3' -2 %]-2' (1'H)-
29 34

N

N Ne
)

4'-B 2R -1"-AgdAyZ[F2[2,3-f][1,3]MF0E-7,3'-A=]-2'"(1'D)- 4l 4'-B=1-1'-(Fgd-2-9
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[1792]
[1793]

[1794]

[1795]
[1796]

[1797]
[1798]

[1799]

[1800]
[1801]

[1802]
[1803]

[1804]

S=50ol 10-1432460

W8)-5,6-01 8] = 2 2] 2 [M2[1,2-h:5,4-b' [E1F-3,3'-21F ]2 (1'ID-&% -85k [6-(c]dEope] )]
W-3-]REA Al AU REAS ARESE M-AR A MFS FASa WA 4o 1A uke g
e Aol wek A SRS T4 nAR S50 (16%). mp > 200 C.

"H NMR (300 MHz, CDCl5) 8 9.09 (s, 1H), 8.59 (d, 1H),
8.14 (s, 2H), 7.74 (t, 1H), 7.67 (d, 1H), 7.63 (d, 1H), 7.52 (d, 1H), 7.47-7.42 (m, 1H),
7.37 (d, 1H), 7.30 (d, 1H), 7.09 (d, 1H), 6.82 (d, 1H), 6.62 (s, 1H), 6.07 (s, 1H), 5.18
(ABq, 2H), 4.62 (ABq, 2H), 4.62-4.48 (m, 2H), 3.02 (t, 2H); MS (ES+) m/z 449.5 (M +
1).

AAld 4.11

4'-31 2] 9-3-91-1'~(3) 2] -2~ | &)-5,6-T) 5] = 2 29 Z [WIR[1,2-D:5,4-b' | ) F 2-3,3'-01 5] -2' (1'I)-£:]

73

4 -BR R - A 2 [F 22,311,311 20 57,3 - E]-2' (1'D-& oA 4'-B2E-1'~(Jd-2-Y
mel)-5,6-t) 8] =2 2 [W2[1,2-b:5,4-b' | F&-3,3' -AE]-2' (1'D)-22 AF&38laL [6-(T e Lol )3 g
W-3-Q] R EA B VP E-3-A R EAS AgSHE H-Z A A MPS FAs A6 40 Z)AE vish e
Aze] wel A HFRES TN LA F5EAT (9%). mp > 200 T.

"H NMR (300 MHz, DMSO-de} 8 8.52 (d, 1H), 8.42 (d,
1H), 7.96 (s, 1H), 7.79 (t, 1H), 7.40 (d, 1H), 7.29 (t, 2H), 7.18-7.08 (m, 2H), 7.00 (d,

1H), 6.81 (d, 1H), 6.72 (s, 1H), 5.98 (s, 1H), 5.08 (ABq, 2H), 4.56-4.40 (m, 4H), 3.10-
2.90 (m, 2H); MS (ES+) m/z 448.5 (M + 1),

AAld 4.12

4'-(3-F)-1'{[5-(E F %9 2 ®)-2-F2 | W &}-5,6-0) 8] = 2 29 2 [W2[1,2-h:5,4-b' ] F8-3,3'-9]
E1-2' (1'D-29) 34

4'-BER-1"-AG AV Z[F2[2 3-f][1,3]H2&£&-7,3'-¢=5]-2'(1'DH-2 Al 4'-B2r-1'-{[5-(EfZ
Fo2ud)-2-Fd e }-5,6-t3| =2 ~T) Z[WlZ[1,2-b:5,4-b"' || F5-3,3' -A E]-2" =
[6-(drEoln )M Hd-3-D ] B EA A 3-FHRE2AS A&t H-Z2AZ < HgS F3sta AAd 49
714w wie} e Axjo] wel BA4 FFES FA 2AZ 5350 (27%). mp 167-169 C.

H NMR (300 MHz, CDCl3) § 7.34-7.29 (m,

2H), 7.01 (dd, 1H), 6.95 (dd, 1H), 6.7 (dd, 1H), 6.74 (dd, 1H), 6.51 (s, 1H), 6.41 (d,

1H), 6.34 (s, 1H), 6.00 (dd, 1H), 4.97 (ABq, 2H), 4.67 (ABq, 2H), 4.56 (t, 2H), 3.01 (,
2H); MS (ES+) m/7 494 4 (M + 1).

AAe] 4.13

A'-FAEA-3-Ad-1 A (B g Femvd) 2 e )~ 2 [F 22, 3-f][1, 3120 §E5-7,3' - =]~
2'(1'H)-=2] 34
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[1805]
[1806]

[1807]
[1808]

[1809]

[1810]

[1811]

[1812]
[1813]

[1814]

SS90l 10-1432460

4 -v28-1'-gEAd 2 [F2[2,3-f][1,3] N2 &E-7,3'-Ud=]-2' (1'D-& WA 4'-H2E-1'-{[5-(EgZE

FoRue)-2-FH]ME A Z[FZ[2,3-1][1,3]H2U&E-7,3' AE]-2' (1'D-2& A3t [6-(HH o}
)9 E-3-d B4 Al FEU-3-dREANS AMEStE H-Z2A A MES Festar AAald 400 7]AE
ue} 22 Axjel wel A 3EES FA nAZ F5380TH (50%).

- 'H NMR (300 MHz, CDCly) & 8.52 (d, 1H), 8.09 (d, 1H), 7.74-7.68 (m,
1H), 7.66-7.50 (m, 1H), 7.42-7.39 (m, 2H), 7.32 (s, 1H), 7.09 (d, 1H), 7.01 (d, 1H),
6.78-6.77 (m, 1H), 6.45 (d, 1H), 6.26 (s, 1H), 5.94 (d, 1H), 5.91 (s, 1H), 5.89 (d, 1H),
5.03 (ABg, 2H), 4.52 (ABq, 2H); "*C NMR (75 MHz, CDCls) § 177.4, 156.0, 151.8,
150.0, 149.3, 147.0, 142.4, 141.8, 136.8, 135.8, 131.1, 130.2, 129.9, 129.3, 129.0,
128.8, 128.0, 127.1, 127.0, 126.4, 126.0, 120. 4, 112.7, 109.5, 108.8, 102.5, 101.7,
93.7,78.3, 58.5, 37.1; MS (ES+) m/z 557.4 (M + 1).

Ao 4,14

4'-Fgmd-5-4-1'-{[5

[5-(Eg|EFozde)-2-Fd e }-5 6-H3| =2 AT 2 [MZF[1,2-b:5,4-b' | t] FF&-
3,3'-21=]-2"(1'H)-<9] A

4 -2 R-1"{[5~(EgZFzde)-2-Fd|vd}-5,6-ts| =2 Ad Z[WZ[1,2-b:5,4-b' |t]F&-3,3' -2 &]
-2'(1I'H-< (0.11 g, 0.21 mmol), ¥ H-5-BEX (0.04 g, 0.33 mmol), EIEZIA(EA LTz
F(0) (0.03 g, 0.02 mmol), 2.00M EAUEF (1.00 nL) 2 1,2-tjWEA]E (10.0 nL)¢ ETES A3}
g 2ollA 16 AIZE Sk FEEdT. f7] Sl AFSt SEAZl Fol, S AFES oY olAEH o

E (3%35.0 nL)2 FE3I0. &3 {§715& 55 U EF Al dxzA]7]a, o338, Oﬁ}%—% A
Tatoll FEAIZT.  AFE] el oE olMH ol E A (35%) 0% REdE ﬁﬂ* ARvEaYSE st
o T4 3gE (0.03 g, 26%)S =539k, mp 263-266 C.

H NMR (300 MHz, CDCl5) 5 9.10 (s, 1H), 8.14 (s, 2H),
7.39 (t, 1H), 7.10, (d, 1H), 6.87 (d, 1H), 6.76 (s, 1H), B.51 (s, 1H), 6.46 (s, 1H), 6.07 (s,
1H), 5.03 (ABg, 2H), 4.62-4.48 (m, 2H), 4.58 (ABq, 2H), 3.01 (t, 2H); **C NMR (75
MHz, CDCly) 5 177.3, 162.5, 161.0, 157.4, 155.9, 151.6, 142.2, 141.7, 132.8, 132.3,

131.3, 129.3, 125.7, 120.6, 120.2, 118.3, 117.0, 112.7, 109.7, 109.4, 93.5, 78.9, 72.5,
57.7, 37.1, 28.9; MS (ES+) m/z 506.5 (M + 1).

AAld 4,15

tert—-5g 4-[(2'-24-4'-FYn|Pd-5-d A0 2 [FZ[2 3-f][1,3]1H%F0]LE-7,3' -=]-1'(2'H)-9)d & 13 7
gu-1-7l2 54 g ol E9] 34
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[1815]
[1816]

[1817]
[1818]

[1819]

[1820]

[1821]

[1822]
[1823]

[1824]

[1825]

[1826]

[1827]
[1828]

SS90l 10-1432460

I/§N
= O
(0]
N
RN
(o]
4'-B2R-1"{[5~(EdZFeavd)-2-Fd]vd}-5 6-t)s| =2 A0 & [Wl%[1,2-b:5,4-b' |t} F&+-3,3'-21 =]
-2'(1'H)-& Al tert-5-¢
A-[(4'-BER-2' -8 0 d 2 [F2[2,3-f][1,310 20 5E-7,3' -A=]-1'2'D-HE | g9 g d-1-7k=2 54
A

[ = 1,3 =
folES ARGl H-AAAS MES Fstar Ao 4140 71AE wpeh T2 Axjel] wel 34 sES
A AR S5 (91%).

'H NMR (300
MHz, CDCls) 8 9.13 (s, 1H), 8.23 (s, 2H), 8.24-7.37 (m, 5H), 7.01 (d, 1H), 6.85 (d, 1H),
6.14 (dd2H), 5.91 (d, 2H), 4.55 (ABq, 2H), 4.15 (d, 2H), 3.84-3.58 (m, 3H), 2.69 (t, 2H),
1.44 (s, 9H); MS (ES+) m/z 557.5 (M + 1).

24 4.16

-r g4 - e d-5-d v m [FR[2,3-][1, 3]l FT 557, 3 - ]2 (1'HD)-=2¢] 34

~

4'-B20-1"{[5-(EgEFezvd)-2-Fd v }-5, 6—1’461Ci*ﬁ%i[%ﬂi[m—b:&zl—b‘]ﬂ%‘—a’& 3,
2'(1I'H)-& g2 4'-rax-1'-fadrg2[F2[2,3-][1 ZY&£E&-7,3'-9=]-2"(1'DH-<

-A7gAQl WMYS FP3tal AAd 4,149 71AE wl<} EL—S— %jixbﬂ wel A4 sgtEs A aAR 535151
o (22%).

*H NMR (300 MHz, CDCls) & 9.10 (s, 1H), 8.18 (s,
2H), 7.41 (t, 1H), 7.00 (d, 1H), 6.85 (d, 1H), 6.20 (s, 1H), 6.12 (s, 1H), 5.87 (d, 2H),
4.54 (ABq, 2H), 3.32 (s, 1H); MS (ES+) m/z 374.5 (M + 1).

AN 4.17

4'-(3-FH)-1'-Hedxy2[F2[2,3-][1,3|MF20&&E-7,3'-A=]-2"(1'ID-=9 A4

4'-821-1"{[5-(EgZF2vg)-2-Fd|ud}-5 6-ts| =2 A9 Z[WX[1,2-b:5,4-b" ]t F&-3,3'-2 =]
2'(1'H)-& Al 4'-par-1'-gesa2 [F2[2 3-f][1,3] A% 7,3'-20=]-2"(1'H)-&& A83l1
FuH-5-HELF 4l 3-FHREAS AMESE H-AA A<

flo &

IS
b |
A s ol MES st HAAld 4,149 71AE wie} &
Aol whel A ﬂ?}%a A 3A 2 FESG (81%).
'H NMR (300 MHz, CDCl;) & 7.40-7.28 (m, 2H), 7.05-6.95 (m, 1H),

6.90-6.78 (m, 2H), 6.45-6.38 (m, 1H), 6.23-6.16 (m, 1H), 6.07-5.97 (m, 1H), 5.97-5.80
(m, 2H), 4.75-4.50 (m, 2H), 3.30-3.22 (m, 3H); MS (ES+) m/z 362.4 (M + 1).

A 4.18
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[1829]

[1830]
[1831]

[1832]
[1833]

[1834]

[1835]
[1836]

[1837]

[1838]

[1839]
[1840]

SS=50ol 10-1432460

4'-(6-ZF 929 gg-3-U)-1"-weAg 2 [F=2[2,3-1][1,3]AXTLE-7,3' -=]-2'(1'H)-29 A

4'-B2R-1"AHA[-(EgEFavd)-2-F2 |vd}-5, 6—1’4;]Ci*ﬂi[‘%ﬂi[lﬂ—b:&él—b‘]"4—?%—3,3‘—?1%]
2 (I'H)-2 g 4 -BRR-1-dElan 2 [F2(2,3-][1,31 020 %E&-7,3' -20&]-2' (1'D)-&& AHg3sta 3
FuH-5-HEL} g2l (6-FF 2T d-3-Y)BEAS A}%ok% H-AA el ML F3stal | 4,149
ZIAE vrel 22 Aol wEk 3A4 SFES T AR 53 (100%).

"H NMR (300 MHz, CDClg) & 7.75-7.65 (m, 1H), 7.42-7.30
(m, 1H), 7.19-7.05 (m, 1H), 7.00-6.90 (m, 1H), 6.90-6.80 (m, 1H), 6.78-6.64 (m, 1H),
6.24-6.12 (m, 2H), 5.92-5.79 (m, 2H), 4.74-4.63 (m, 1H), 4.40-4.29 (m, 1H), 3.34-3.26
(m, 3H); MS (ES+) m/z 391.4 (M + 1).

A 4.19

1'-(2-AE2Z2Fd°)4'-FHEU-3-

&,

1
A 0 o
Ly
(o]
(L
N

4

4'-B2 -1 -A" v Z2[F2[2,3- f][l,S]@iﬂ%%—?,S‘—‘ﬂ%]—Z‘(l‘H)—% gAl 4'-B2E-1'-(2-A| 82X
E2HE)AYZ[FE([2,3-f][1,3]HF0S£-7,3'-20%5]-2' (1'H)-& AFE-3F 3
[6-(tHeoln ) g P-3-L R EA thal F=d-3-IdRE2ANS A}ﬁ S -2 A HES FYsta A A
4ol 714 wie} T2 Hxjo wel HA IFFES 55T MS (ESH) m/z 477.5 (M + 1
AAld 4,20

e
[>
A=)

Z[FRE[2,3-f1[1,31MZ05£-7,3'-205]-2' (1'D)-22 &4

~—

N-(2-Z 50 29 d)-2-(2' -9 24"~ 2] 7] ©-5-91-5, 6-T] 3] = 3] 2 [ [1,2-b:5,4-b' JT] F &-3,3 -1 2] -
1'(2'H)-d) ot Eoln| = 2] 34

P

4-BEw-1 e AT 2 [FR[2,3-
T8 =2 au 2 [MZ[1,2-b:5,4-b' ]
[6-(Ciueoln )T el-3-L | B E
4o 71AE vie} 22 Axfe] wet

[1,3]Wlxt]5E-7,3"-0&]-2' (1'H)-2 Al 2-(4'-BEE-2'-%24-5,6-

FE-3,3'-Q1E -1 (2'H)-)N-(2-EF e Al d) P Eoln| =5 AFE-ShaL

qm v e-5-HEAE ARk H-2A A WMES st A4
=g A LAR S50 (53%). mp 229-230 T.

B O :
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[1841]
[1842]

[1843]

[1844]

[1845]

[1846]

[1847]

[1848]

[1849]

SS90l 10-1432460

"H NMR (300 MHz, CDCl;) §
9.10 (s, 1H), 8.26-8.15 (m, 3H), 7.98 (s, 1H), 7.41 (t, 1H), 7.15-7.05 (m, 4H), 6.89 (d,
1H), 6.68 (s, 1H), 6.06 (s, 1H), 4.81-4.76 (m, 2H), 4.59-4.42 (m, 4H), 3.00 (t, 2H); °C
NMR (75 MHz, CDCly) § 178.2, 164.4, 162.5, 161.0, 157.0, 155.8, 141.8, 132.6, 131.1,
129.4, 125.8, 125.5, 125.4, 125.2, 125.1, 124.7, 121.9, 120.6, 119.9, 118.7, 115.1,
114.8, 109.5, 93.4, 79.0, 72.4, 57.8, 44.9, 28.9; MS (ES+) m/z 509.5 (M + 1).

Ao 5

4'-[(6-HWEA T YH-3-D)o}n = ]-1"'-HD AT Z[FZ[2 3-f][1,3]HEZTEE-7, 3" -A=]-2'(1'H)-29 A

SE77F AHE oB-Axd 2-% 25 nL T vle gl 4'-BERE-1-AY A9 2-(6,7-UI =R2[FR
311,31 28 4-7 3" -¢1%)-2'-(1'H)-< (50.5 mg, 0.12 mmol), 5-o}r]:=-2-w|EAF2dl (22.3 mg,

1 10 &%), BINAP (10 &%) 2 YEF WSAZ (12.9 mg, 0.24 mmol)E SHAAZT}.
EetaE dARE 5 F ¢ UG Fo @7" B¢l (5.00 mL)& H7elh. g E3ES SR &k

(
eom QA7 Fol, i

oA 16 AIZE FF TFEEEATE. AR S E3ES oY olAEHCIE (20.0 mL)E A3}
i, ¥3h ety (10.0 nl), 9 (10.0 nb) 2 AlHstaL, F S EF oA dxA7]1a, o3atint.
ARES ATt ¥F A=A, A ARE s oY oM H o] E-Ft (20%-50%) 0.2 §E3E A
H AZfEaHIE st %A FFE (30.0 mg) S FESAT (4% F&). MS (ESt), m/z 474.3 (M +
1).

AAld 5.1

gtﬁii}iz% B3 (m/zl\,anH)
4(3,5-UEF 2 d)o}v| =}1-
198 ALY A9 2[F 22,341,320 ££-7,3-AE]-| 4791
2(1'H)-&
4-{(4,6-tl d & 5 ] 9-2-Q)o} v 1 ]-1- 753
199 AY AV Z[F 22,313 20 &£-7,3A &} (M+2)
2(1'H)-&
4'{(4-919-1,3-E] o} F-2-4)o}7] 1c]-1-
200 AYAY 2[F2[2,3-A1,3 D20 ££-7,3-AE]-|  464.1
2(1'H)-&
Al 5.2
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[1850]

[1851]
[1852]

[1853]

[1854]

[1855]

SS90l 10-1432460

4'-BER-1"-Ag Ay 2[F2[2,3-f][1,3]H22%&-7,3' -¢1=5]-2" (1'D)-22] A

EZ4d (5.00 nL) F 4'-BE2F-1'-Ag29 g2 [F2[2,3-f][1,3]HF0)L4£-7,3'-2=]-2"(1'H)-= (0.05 g,
0.12 mmol), 3-(EdZFe=vde)old®d (0.03 g, 0.17 mmol), Pdy(dba); (0.02 g, 0.01 mmol), FIAIEEA

(0.007 g, 0.01 mmol) @ YEF tert-FEA= (0.02 g, 0.17 nmol) 2] EFES 110 ColH 4 & Ho+ 71}
Stk Aoz WA Fo, EFES Y oMHCER FEEAUTE.  HUIEE I AU E
AzxA7)3L, stk Fotoll vF AE:AZT. JARE dd oY olAHE/FNoR &
3 AY ZEnEY TA 3FE (0.06 g, 71%)S AR FE539TE. MS (ESt) m/z 511.5
M+ 1).

-

]

oL

7] ol GAT SRS AAd 5.20 A wish fAE 2AS olgstel FASYE. A7) AT v}
g20] ATE BT wasl AA e v

33E ] MS
k]
Hs (m/z, M+1)
4-2 2 E -1 AY-6H-2 7 Z[H 2= F 2[6,5-
201 4375

d)[1,3]t1 $4-7,3-21 5 d}-2-2

44 2 5 5 2 2 A-D) AW -BH-=5) 2[4 = F (6, 5-
202 4505
dJ[1,3]t) & &-7,3-Q E4]-2-2

1-99-4-(7) 27| 2-4-d o] i)-6H-2 3] [ 2 F Z[6,5-
203 4455
d1,3]v%4-7,3-A EH]-2-2

199 -4'(7) 2] ©l-3- o} o] ke )-6H- 23] 2 [N X F 2[6,5-
204 4445
d1,3144&-73-A )22

4-(4-2 2222 E5 2 2 v g)d do}r] x)-1-A L -6H-
205 545.5
23 Z[AZF2(6,5-d)1,3]1%4-7,8-AED)2-2

199 -4-(H 2| vl d-2-F o} v }x:)-6H-4 ) 2 [ = F 2(6,5-
206 444.5
d[1,3]9%%-7,3-Q E9}-2-&

W-(A Z[d][1,3]t) & &-5-Q o}v| x)-1-H & -6H-
207 487.5
29 2 2F 2[6,5-d][1,3]0 & &-7,3-U EH}-2-2

4-(3-F 5 2 Z 7 do}v] o)-1- A -6H-2 3] 2 [l = F 2[6,5-
208 461.5
d[1,3]d 547,31 E3d)2-2

4-(GZ g dl2-dolr) k)1 E-6H-2 5 2 [ = F 2[6,5-
209 4935
d1,3]954-7,3-A0 Ed]-2-&

4'-(2-1] 5 A H do}u] x)-1- A D -6H-2 7 2N = F 2[6,5-
210 4732
d|1,3]9&&-7,3-0&d]-2-2

gy AR 2L o o
23 22 F 2(6,6-d]1,3]0 % %-7,3-0 W] 2-& '

4-(4,6-U] o) & o 2] 9-2- L o} v )1 E -6H-
212 473.3
2 2 EF 2[6,5-d][1,3]H £4-7,3-A E-]-2-&

43,50 E 5 L2 dopv| )1~ A D -6H-
213 4791
A¥2MEF2[6,5-d13]9447,3-AE A2

4'-(6-H 5 A 7 2] 9 -3-Q o} ] 1e)-1- A D -6H-
214 4743
23 2 ZF2[6,5-d][1,3]0] $£-7,3-A =7 ]-2-2
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[1856]

[1857]

[1858]
[1859]

[1860]
[1861]

[1862]

[1863]

[1864]

[1865]

[1866]

[1867]

SS50ol 10-1432460

A A 6

2-[(2' -2 2[3F2[2,3-f][1,3]Mxt5E-7,3'-A=]-1"(2'H)-L) vlE il z=2te] g4

OH

THR/ &2 & 2/1 By/83 180 mL) T WE 2-[(2'-S&22v 2]

E]-1'@Q'BD)-d)vE ]z o] E (7.56 g, 17.6 mmol)2] &M

Azbstgiet. AR i’ﬁ%g A2olA WA mwksla,
SN A /3

2[2,3-f1[1,3]H%0$54-7,3' -2
A48} (1.48 g, 35.2 mmol)S
o B (150 mL)S H7lekqich.

OHJ

ZFES oY ofAEH O E/A (1/3 BI)/RF], 50.0 mL) o2 =319t $£2S INHCl o= pH gho] 2
of =& w7t 2HdsiARTE. HAES AFsta dx2AA #A4 SFFE (7.30 g, 100%)S HA DAZR F
E35k9th. mp > 250 C.

"H NMR (300 MHz, DMSO-
ds) 8 13.25 (s, 1H), 7.95 (dd, 1H), 7.49 (dt, 1H), 7.37 (t, 1H), 7.24-7.16 (m, 2H), 7.11-
6.98 (m, 2H), 6.80 (d, 1H), 6.68 (s, 1H), 6.36 (s, 1H), 5.91 (s, 2H), 5.37-5.19 (m, 2H),
4.88-4.68 (m, 2H); °C NMR (75 MHz, DMSO-ds) & 177.6, 168.8, 156.0, 148.8, 143.0,
142.3, 137.6, 133.1, 132.1, 131.5, 129.9, 120.4, 127.7, 126.5, 124.2, 123.6, 120.1,
109.8, 103.8, 101.9, 93.8, 80.5, 58.0, 42.6.

AAlel 7

N-[2-(4-F229d)od]-2-[(2'-& A& AT Z[FE[2,3-f][1,3]HMNET24-7,3' ¢ =]-1'(2'HD)-¥9)H €]
ofnl = o] 3

[o] O)
o

=,
N

(o]

HN

.
A 2-[(2'-FAFR[FE([2,3-1][1,3]W205£E-7,3'-A=E]-1'C'D)-HMa [ Hz=d S2gol=9] I Ax
EF¢ (10.0 nL) T 2-[Q2'-SAa=IR[FE[2,3-f][1 ZUL4-7 3'-A=]-1"(2'H)-9) W& ] sl At
(0.21 g, 0.50 mmol), <23 F=Eeto]= (0.09 mL, 1.00 mmol) 9 DMF 1 W] &NS Lo whA wEks}
gk, ERES AFs sHAA AAE 56 oH, oF yIFEEdE (5.00 mL)ell &3|AIA AME-3H7]
93k A F2gol= UA (0.10 mmol/ml)E FAEAT).
B. N-[2-(4-E=2=2Hd)d]-2-[(2'-SL2T2[FZ[2,3-][1,3/ME0&E&-7,3'-Q=]-1"(2'DH-L) v 4l
Zofu 9] A
e} o] 53 4t %iE}O]E QN (1.00 mL, 0.10 mmol)E TEFEEHE (1.00 nL) = 2-4-F =223 d)d
golgl (0.02 g, 0.13 mmol), EFolgolsl (0.14 ml, 1.00 mmol)e] EIL&d] Hrtslgct. AAE EFES
2o A HAY ﬂ*ﬂﬁ} , JE22Hg (5.00 L) o2 gAett. EFES IN HCL, 23t T EF &9
o2 AFHsha, ‘O&Urg% Aol A AZxA7]aL, AAFEERet. AHRES JFEt w5 AXAA EA JFES
WAl Bukg =5
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SS90l 10-1432460

'H NMR (300 MHz, CDCls) § 7.70-7.13 (m,
10H), 7.10-6.96 (m, 2H), 6.65-6.54 (br, 1H), 6.50 (s, 1H), 6.11 (s, 1H), 5.89-5.82 (m,
2H), 5.09-4.88 (m, 3H), 4.68 (d, 1H), 3.79-3.66 (m, 2H), 2.93 (t, 2H), MS (ES+), m/z

[1868] 553.3 (M + 1), 575.3 (M + 23).
[1869] AAld 7.1
[1870] 37] Foll EA3 3ES Ao 7o 71" ®He} FAREE 21S o] &3}

(e}
- =
o, 37 A7 sHHE WMo AV A wgAd ATE sHitE wssh dAe R,

3= . MsS
WE * (m/z, M+1)
N-(3-9 R E)-2-[(2-S L 2T Z[FR[2,3-
215 1,3 20 £ £-7,3-A E]-1'(2'H)- 4853

Q)u gl zelrl=

2-(2-S A28 Z[F 22,311,302 & &.7,3-A E)-
216 491.2
1'(2'H)-L) i E]-N-5 ¥l Zofrl =

[1871]
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[1872]

3358 } MS
33
HE (m/z, M+1)
NN-UJ 0| A X 2 H2-[(2-& A AV Z[F 2[2,3-
217 1,32 84-7,3-A EL1'(2H)- 499.4
gy zoln =
N-3-Z32 29 9)-2-[(2-S A AT Z[F 2[2,3-
218 1,38 20 £ 4-7,3-QA E]-1'(2'H)- 509.3
dyrgpazojn =
N-(4-222WH)-2{(2-S A2 2H Z[F2[2,3-
219 1.3zt %4731 E8]-1'(2'H)- 539.3
Ay zete =
N-5E-2.[(2-8 2 A 2[F 2(2,3-A[1,3]1 £ 0] &&-7,3-
220 4713
JAE1(2H)-Q)MEd =t =
2-[(2-& A2 AT Z[F 22,3132 L£-7,3-AE]
221 485.3
1(2'H)-L) N E-N-H W =olu] =
N-Z A 2(2-& A AT F[F (2 31,3020} $5-7,3-
222 499.4
AE1@H)-G)HE = olr] =
2-[(2-S A AT Z[F 22,311,320 & £-7,3-A E]-
223 457.3
T2H)-E)HMEIN-Z2 gl Zolr| =
N-0o) 2 Z 2 W2 [(2-2 A 2T Z[E 22,313 2T & &-
224 . 457.3
73-AE'2H)-G)yH M Zotv] =
IN-A 228 A2 [(2-% A AT Z[F 22,311,320 S &-
225 497.3
7I3REMT@H)- A=l =
N-A & 2 AE-2-[(2-S A2 29 Z[F 2[2,3-A[1,3M 2] & &-
226 483.3
73-AE2H)-Y) g Zolu =
N-BE-2(2-S 425 Z[F 22,31 3= 57 3-
227 513.4
AE(2H)-Y) " Zofr| =
N-(4-ZFQ 2 9)-2[(2-S 220 R [F 2[2,3-
228 1,320 &£-7,3-A E]-1'(2'H)- 509.1
) E 2ol =
N-(3-ZF QB A)-2-[(2-& A2V 2[F 22,3
229 1,31 =) £4-7,3-2A E]-1'(2'H)- 523.1
Ay g =obel =
N-(3-22 23 Q)2 [(2-F 22 H Z[FZ[2,3-
230 1.3/ 21 24.7,3-3 £]-1'(2'H)- 525.0

)zt =
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[1873]

k!

MSs
(m/z, M+1)

231

N-2-EF QR AE) 22 S22 Z(FE[23-
[1,3]91:2 1 & 47,39 E]-1'(2'H)-
d)yr g zolr| =

509.1

232

N-(2- 7 d)-2{(2- S A 23 Z[F 22,3
1,30 20} &%-7,3-A E]-1'(2'H)-
yul gl = o] =

519.1

233

N-(4-0] & ¥ D)-2-[(2- S 2 AW Z[FZ[2,3-
1,31 2 0] 847, 3-A E]-1'(2'H)-
d)v gl Zoln| =

519.2

234

N-(B-T 8 H 9)-2-[(2-Z 2~ Z[F2[2,3-
1,3 =0 £4-7,3-A =12 H)-
)yl Zofm| =

506.2

235

N-(2,3-0 v g5 d)-2-[(2-% 2 2V 2[F 2[2,3-
1,320 44-7,3-A E]-1'(2'H)-
d)rgpizopr =

519.2

236

N-(3,5-9Hd ) d)-2-{(2- & 220 2[F 2[2,3-
1,320 £4-7,3-A E]-1(2H)-
Ayrpil Zoful =

519.1

237

12~ H e D1-Ust 2 B ) A2 Z[F 22,3
1,320 &£-7,3-A E]-2(1'H)-&

483.1

238

N-0) £ X B-2[(2-§ 2 29 2[F 22,31 3] 2T &&-
73-AEH@H)-)rE M =zt =

471.2

239

N-(2-222H3)-2-[(2-S2 2 2[F 2[2,3-
1,320 & £-7,3-A E]1'(2'H)-
)y el Zojw) =

539.1

240

N-(2,6-0 9 g 3 g)-2-{(2-& A 20 Z[F Z[2,3-
1,300 2012 47,3~ SL12H)-
Yy Zolv| =

519.1

241

N-(2-1 5 A) 3 )-2-[(2-S 2 29 Z[F 2[2,3-
11,30 2T 5 4-7,3-A E]-1'(2'H)-
Q) Epil Zoju| =

521.1

242

N-EAEAEE )2 (252 2R 2[F 223
1.3/ 205 %-7,3-AE-1'(2H)-
SIE EINESEIS

487.2
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[1874]

33

Ms
(m/z, M+1)

N‘[2'(4-Dﬂ g3 “,—_])oﬂ %]'2-[(2'-—9,—_/}_&_3‘4 —E—[%E[Z,Q-
320 $4-7,3-AE]-1'(2'H)-
Adyr g = o} =

533.2

244

2[(2-2 A AT 2[E 22,3138 2] &£&.7,3-2A =]
1'(2H)-Y)H E]-N-(H EF I =2 F &-2-
gajg)l=zopr =

499.2

245

NN 212 2 5 2 2231 32T & -
73-0E11H- YA DA Zoh =

595.2

246

2-[(2-2 22T 2 [F 22 301,320 $&.7,3-AE]-
T(2H)-2) A N3 d Z 2 ) = ol =

533.2

247

N-2-(3-Z 229 d)ol BJ-2-[(2-% A2 Z[{F2[2,3-
1,32 %47, 3-A E]-1'(2'H)-
Gy =olni=

553.1

248

N‘[z'(4‘%—ar9_ﬁ.\7ﬂ Lé)"ﬂ %]-2.[(2'_%_)}_»}:‘\1} i[_xf_glzla_
1,324 5<4-7,3-A E]-1'(2'H)-
Q-Jv)"ﬂ %]".ﬂéo]—u] =

537.1

249

N-4-EF 020 A)2{2- 2 2 AH 2[F223-
M3 EYL&.7,3-A E]-1'(2'H)-
dyul gl zoba] =

523.1

250

N-GOIEAZZE)2-[(2-8 220 2[F2[2,3-
1,320 & 4.7,3-A E-1'(2H)-
d)yd @i zoje] =

501.1

251

N AN D225 A2 R [F 22,3
1,3 20 8&-7,3-QA E)}1'(2'H)-
s P =opu) =

513.2

252

N-(3-0]A X 2 ZN T 2 )2 [(2-& A 2T Z[F2[2,3-
1,314 20 &-&-7,3-A B]-1'(2'H)-
Ay =otn] =

515.2

253

N-(4-] EA W 2)2-[(2-2 2 A0 2[F 2[2,3-
1.3 20 &4-7,3-A E-1'(2H)-
Ay g Zolw =

535.2

254

N-(NEZZ2ANE)-2-[(2-2 2 AF 2[F 22,3
1320 &£-7,3-A E]-1'(2'H)-
)Ml =olm =

469.1

- 161 -
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[1875]

4%

MS
(m/z, M+1)

255

N-(2- S A o €)-2-[(2-§ 4 2P Z[F 22,3
1,320 £4.7,3-A E]-1'(2'H)-
gygizolr =

487.2

256

N-(NEzRdrE)2{2- 5427 2[F 2[2,3-
1,321 %£-7,3-A E]-1'(2H)-
dyuE M zopr| =

511.2

257

N-(2-FH v %)_2'[(2“‘%5\—.{134 E[EZ[2,3-
1,3/ 2 0] 247,31 5]-1'(2'H)-
) = opr =

495.0

258

N-2,4-0 785 2)-2{(2-S A2 AW 2 [FZ[2,3-
N3 2T $4-7,3-9F]-1(2H)-
Ay =ofu] =

519.2

259

N-(4-A o} 7] ) -2-[(2-S &= A ¥ 2[F £[2,3-
11,38 20 & 4-7,3-A E]-1'(2'H)-
Q) Dl Z ool =

516.2

260

N-(3,5-0F 227 d)-2-((2-S 220 2[F2[2,3-
11,3129 24-7,3-A E-1'(2H)-
oy &l Zopn| =

559.0

261

N-(3-ZF 2 2.2-M| & ¥ 9)-2-[(2-& 4 A Z[F2[2,3-
132 &&-7.3-AE1(2H)-
"é)“ﬂ‘%]"‘_ﬂzo}u] =

523.1

262

N-(4-M) EA 3 2)-2-[(2-S 2 2T 2[F 22,3
1,314 20 547, 3-A E]-1'(2'H)-
dyd g zoln =

521.1

263

N-5-2 222 E ol ) 2{(2-8 2 2T R [F 2[2,3-
1,320 %£-7,3-2 E1-1(2'H)-
gl =oln =

539.1

264

2[(2-S A2V Z[E 22,313 E T &£7,3-A =)
1'(2'H)-Q) v E J-N-[3-
(EAEFL o)Al 2ol =

559.1

265

22~ 22 2[F 22,301,310 20 $£-7,3-A E]-
PRH)-2) o D -N-(3) 2] D42 W) )l = ofm] =

506.1

266

N-A2ERY Q-2 =T 2 [(EER A1 EESE
73-AEHQH)-L) o P =ote) =

469.1

- 162 -
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[1876]

ggE 3% MS
W3 (m/z, M+1)
N-HE-2(2- A& A Z[F 22,301,320 84-7,3-
267 429.1
AEH'QH)-)HEd 2ot =
N-ol g-2-[(2-S A AV 2[F 22,313 20 $&-7,3-
268 443.1
AEM(2H)-G)M L[ Zotv =
2[(2-S A AV Z(F 22,3132 & £-7,3-U )
269 1'(2'H)-L) A 9]-N-(2,2,2- 497.1
EER g Zoln=
N-(2,2-0 920l ©)-2-{(2-§ 2 A3 2[F 2[2,3-
270 1,3 =t} £4.7,3-2 E)-1'(2'H)- 595.2
dydgp ot =
N-2-( ol o} m] i) ol - 2-(2-S 2 2T Z[F 2[2,3-
271 1,3 2] &4-7, 3-AE11'(2'H)- 514.2
Ayelg o] =
N-(33-du 25 9)-2((2-5 2 2P Z[F2[2,3-
272 1,3 20 2-&-7,3-A B]-1(2'H)- 499.2
)yddpi =olu =
N-(2- 87 8)-2[(2-S 22T 2[F 2[2,3-
273 1,30 20 847,39 E]-1'(2'H)- 4902
Ayl = opul =
2[(2-8 429 Z[F (2,301,310 £&-7,3-AE]-
274 512.4
1(2'H)-4) I E-N-2-9 S B-1- Yol gyl Zopwl =
N(1-ol e B2l d-2-d) i 9] 2(2-S 2 2 9 2[F 2[2,3-
275 1.3/ %2 &4-7,3-A E]-1'(2'H)- 526.4
Ay gz obE] =
2[(2-& 2 AN Z[F2[2,3-A1,3F0 &%-7,3-U E)-
276 526.5
1(2H)-L) o D ]-N-(2-3 3| g D -1-Lof Dyl 2ol ol =
N-(2-F.2EZP-4-Y ol &)-2-[(2-F L2V Z[FZ[2,3-
277 11,319 20 2 4-7,3-A E]-1'(2'H)- 528.4
Aydig zolr =
N(19)-1-A E2 8 Ao d]-2-[(2-& 2 2T 2[F 2[2,3-
278 1,3/ 252 %.7,3-A E]-1'(2'H)- 5255

Q) 2ol =
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[1877]

o
ﬂ_?'(:
[l

3
fot

LR

MS
(m/z, M+1)

279

N-2-ZF 9. 2-5-v e H d)-2-{(2-S 22 Z[F E[2,3-
(1,314 2 0] 847,39 S]1'(2'H)-
Ay "l Zolm =

523.4

280

N-2,4-01 27 2 29 9)-2-[(2- 5 £ 2N Z[F 22,3
1,31 20 &%.7,3-A E]-1'(2'H)-
Ay gl Rofr| =

527.3

281

22 2 A Z[F 22,341,320 ££-7,3-9 ]
1(2H)-2) N -N-(4-Z 2 G 5 gl = ou] =

5334

282

N-(3,3-T8 9 Z 2 8)2[(2-S 2 A9 Z[F2[2,3
1.3/ 2] ££-7,3-AE}-1'(2'H)-
)i gl =ofn =

609.4

283

N-(Z-U“%L] 0“ g)-z-[(zu.g?&_é_m i[¥§[2|3_
1,32 £4-7,3-AE]-1(2'H)-
%])D“g]“\ﬂz.o]-u] =

473.4

284

N-25-0Z22 29 d)2{(2-SF A=W 2[F2[2,3-
1,3 =9 84.7,3-A E]-1'(2'H)-
0"-—])““ %]“\ﬂﬁo}u\g

541.3

285

2{(2-% A28 2[F 22,313 21 & &.7,3-2A 5]
12 H)-) A FJN-(2- ] of Ao @) =z opv] =

511.4

286

N4-ZE2-2(Ee oz d)d d]2 (2"
L 228 2[FZ[2,301,3MF 0T & 27,30 5]
1(2H)-L)E o=

593.3

287

NA2-(4-A S A 5 D)ol F]-2-[(2-S 2 21 Z[F 2[2,3-
fl1.3pil 2] 54-7,3-2 E]-1'(2H)-
Ay gl zolu=

549.4

288

N-(35-UF 22l A)2[(2-F A~ Z[F2[2,3-
1,3/ 20 £ 2.7 3-Q E]-1'(2H)-
Ay gl 2ol =

573.2

289

N(BEZ20A)2|2- S22 Z[F 22,3
1,3 =T &24.7,3-Q E]-1'(2'H)-
Ayl zoln =

539.3

290

2[(2-& A AT ZEZ[2,3-1, 3 20 & 247, 3-U E)-
1’(2"")'%)‘}“ g]-N-[Z-(z_E] oﬂ \é)oﬂ %]QEO}U]E

525.4
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[1878]

k!

MS
(m/z, M+1)

N-(2,3-t) 3] E2-1H-91 e1-1-9)-2-[(2- & 2 AT Z[F 2[2,3-
1,3/ 2t $4£-7,3 -1 E]-1'(2'H)-
g =ote =

5314

292

2{(2-S A2 Z(FZ2,313MET 227,39 E)
1'(2'H)-2) ™ d]-N-[4-
(B SR zdgidmReln

573.3

293

N{4-ZF 0 2.2(EE EF 0 2 g)H d]-2-(2-
La2 2F 231,320 5473 E]-
1'(2H)-)H g 2o =

577.5

294

2-((2-S AN Z[F 22,313 2] 247,391 E]-
1'(2H)-4) M E]-N-(F 2l d-3-d v gyl = olv] =

506.4

295

2[(2-& 420 2[F (2,301,320 £ £-7,3-A E]-
1(2'H)-2) A E]-N-[2-
(EdSFe iAo =

573.3

296

N-(3-m 89 8 9-2-¢)-2-[(2-& A 2T 2[F £[2,3-
1,382 &4.7,3-AE)-1'(2'H)-
d)u gy zole| =

506.4

297

N-(1-0 A3 7 2] 2 4-Q)-2-{(2- 5 £ 27 2 [F 2[2,3-
320 5%-7,3-AE1'(2H)-
Aydl g zolel =

588.4

298

2-[(2-S A AT 2FER[2,3-1,3M 2T & 47,32 E)-
1(2'H)-L) " E1-N-[2-
(EgEFo2vE)sdpzolvs

559.4

299

NIIRANE = H AN D] 22552 2 [F 22,3
1,3 20 & 2.7 3-A E)1-1'(2'H)-
) A Zotm =

525.5

300

N-2-Aobeol ®)-2{(2- 3 & 2A Z[F 2[2,3-
1,3/ 20 &&-7,3-A E-1'(2'H)-
S EIES

468.3

301

N-6- A=A 2 d-3-2)-2(2-& 2 20 2 [F 2[2,3-
324 5-7,3-A E1-1'2H)-
DL ESL

522.4

302

22 S A AN E[F 2231 VRS E7,3-A 5]
1'(2'H)-d )yl B1-N-1,3-E] o} &-2. Gl Zofm| =

498.3
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[1879]

[1880]

[1881]

[1882]

[1883]

[1884]

SS90l 10-1432460

st . MS
i B3
Ws (m/z, M+1)
222420 2[F 2231320 5&-7,3-UE]-
303 499.3

1'(2'H)-L)H 2]-N-1,3,4-E] o}t o} F-2-d i Rofw] =
N-(4,6-0) v & 5 2] -2-9)-2-{(2- & & &% 2[F 2[2,3-

304 1,320 §£-7,3-A E1-1'(2H)- 5203
gy g zotrl=
N-(2,3-0 3] E2-1H-Q 9-5-)-2-{(2- & 2 29 2 [F 2[2,3-
305 1,319 20 & £.7,3-A B-1'(2H)- 531.4

Ay zopr =
1-(2-(4-3 2] v D-2-Y 9 | e} -1-
306 Ytz ndp )2 2[R 2231320 $E- | 5624

7,3-1E]2(1H)-&
1-(2-{[4-(1,3-11 2] S &-5-A v &) 7 7 -1-
307 dptz Rl )= ZF 2231 METSE- | 6184
7,3-A &2 (1'H)-2
N-2-o}Thabel 2{(2-S A A P Z[F 22,311,312 0 §&-
308 549.5
7.3-AE-1(2H)-)u A 2olr =
N-1-ob et E 2 {(2-& 2 =9 Z[F 22,3132 T & &-
309 549.5
73-U B H)- D) g Zobe =
N-1-GZ g2 {2220 2[F 22 31,3820 £ &-
310 541.4
7.3-AEH2H-G)HE 2o E
N-3,5-T1 BEF Q25 9)-2{(2- S 2 =T B[F2[2,3-
311 11,3 2T $4-7,3-A E]-1'(2H)- 527.3
d)mE iz obe =
1 [2-(RELTA-4-L7t2 R d)yu A~ 0 2[F 22,3-
312 485.4
N3 =T &2-7,3-A E}2(1'H)-2
N-[3-(H v o} m] &) X 2 |-N-vf & -2-[(2'-
313 SRAAB[FR[231,3 2T 5E7,3-08) 514.4
1(2'H)-d)Eg il zotu =

[ -SFaav2[F2[2,3-f][1,3]Mxt5E-7,3"-A=]-1"(2'D-L)vE il z=2te] A4

1l

e 2-[(2'-ZAaavZ[F2[2,3-f][1,3/MF0%E&-7,3'-AE]-1'2'D-D)HE Wz o] E  tal wE 3-
[(2'-&Aa2v2[F2[2,3-f1[1,3]HM20&&-7,3' -A0E]-1' Q' D-D)WE R o] EE Al w-AAZH
MY S Falstar AAd 6ol 7]AR met e Axlel wet FA FFES FE5AT (100%)

"H NMR
(300 MHz, CDCl) & 13.03 (s, 1H), 7.86-7.80 (m, 2H), 7.59-7.57 (m, 1H), 7.48-7.44 (m,
1H), 7.25-7.16 (m, 2H), 7.03-6.95 (m, 2H), 6.68 (s, 1H), 6.18 (s, 1H), 5.90 (s, 2H), 5.05
(ABq, 2H), 4.75 (ABq, 2H); "*C NMR (75 MHz, CDCly) § 177.4, 167.5, 155.9, 148.9,
142.5, 142.3, 137.3, 132.2, 131.7, 129.6, 120.4, 128.8, 128.1, 124.3, 123.7, 120.1,
109.9, 103.3, 101.9, 93.9, 80.3, 58.0, 43.2; MS (ES+) m/z 416.2 (M + 1).
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[1885]

[1886]

[1887]
[1888]

[1889]

[1890]

[1891]

[1892]
[1893]

[1894]

[1895]

SS=50ol 10-1432460

Ao 9

N[2-(3-2 R 2 )l E]-3-[(2' -8 an0 2[FR[2,3-F1[1,3]1 020 $%-7,3' -5 -1 (2'H)-2) WL =
opul =] g4

3-[(2'-2Aa~HR[FR[2,3-f][1,3]HFT]24-7,3'-A0=]-1'2'D)-)HE i xd FEatol=9 Yol A|x

4 FE2EYE (50.0 mL) T 3-[Q2'-FA22YZE[FE[2,3-][1,3]HME0E-7,3'-A=]-1"(2'D)-<)ud 4
Z4F (2.08 g, 5.00 mmol)e] mytEl &gl A FZ2Eol= (0.95 g, 7.5 mmol)E AolA H7sk
DMF 1 W8S H7lslgith. £ A2od v wwteta, A-gsted S AxAAY. FHFEL T4+ 0F

=Z2ue (60.0 ol §3AA A8 18 4 Fueels AN FYsh,
B, N-[2-(3-ZEEod)od]-3-[(2' - anu [ F2[2,3-11[1,310%0 $5-7,3' - E]-1' (2'I)-2) v = 14

zolu|=9] G4

B gEE29E (2.00 mL) 2 EgdEeldl (0.05 mL, 0.32 mmol) & 2-(3-F&2=23d)dell (0.02 mL,
0.24 mmol)2] &Ml 9o} o] FET 2 FRelo]l= Y (2.0 nL, YFEZEHE T 0.081M)S Aol H7}
stk EFES 2 Al T wwketal, 15% HClL €9 2 22 MFHSAY. #7158 285k, NaS0, 3ol

A AzA7Ia, et AES IFst 5 AXRAAY. IAFES oY ofMHo|Ee £3AI7|
ARES IS HUteted HAAZT. WA aAE ety =5k 34 3F3FE (0.06 95 T%é}%q—
(65% &)

"H NMR
(300 MHz, CDCls) 6 7.97-7.95 (m, 2H), 7.53-7.50 (m, 1H), 7.45-7.40 (m, 1H), 7.21-7.15
(m, 2H), 7.04-6.99 (m, 1H), 6.73-6.71 (m, 1H), 6.52 (s, 1H), 6.20 (s, 1H), 5.86 (s, 1H),
5.18 (d, 1H), 4.72 (d, 1H), 4.80 (d, 1H), 4.69 (d, 1H), 3.89 (s, 1H); MS (ES+) m/z 554.0
M+ 1).

N-(3-W & F|)-3-[(2-S & A3 2[F 22,3
314 1,320 4-7,3-U E]-1'(2'H)- 485.5
Yy = el =
3[2-SAATZ[FEZ[2,3-130 2T 2£-7,3-U 5]
318 1(2'H)-2) A " ]-N-5] Wl Zole] = 4918
NN-T] o] £ X 29 3[(2- & A A Z[FE[2,3-
316 1.3/ 204 4-7,3-Q E]-1'(2'H)- 499.6
L R EX) L RS
N-(3-Z 22 29 9)-3-[(2-F L2V 2[F2[2,3-
317 (1,302 2£.7,3-A E]-1'(2'H)- 509.5
Ay zelris
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[1896]

4

MS
(m/z, M+1)

N-(4-F 220 H)-3(2-54 27 Z[F2[23-
1320 54-7,3-A E]1'(2'H)-
Ay g Zotu) =

540.0

318

NG 3252 2 [F 2R 31 A E £ 57,3
AE(2H)-Y)d ] Zolv] =

471.5

320

N-G-ER LA HR- 52 EH 2[F 2R3
1,320 %4&-7,3-A E1-1'(2'H)-
Ay =olrl =

523.5

321

N-(3-22 2 d)-3{(2-§ 2 29 2 [F2[23-
1.3 = %4-7,3-A E]-1'(2'H)-
Y Zoloj =

526.0

322

N-2-EF2 2Hd)-3{(2-% 220 Z[F2[2,3-
.32 &%£-7,3-AE]-1'(2'H)-
gy Zepr) =

509.5

323

N-2-ol DB 9)-3{(2-S A 2T Z[F 2[2,3-
A3 2T S 4-7,3-2 S]-1'2H)-
Ay g =ojv| =

519.6

324

N-(4-o1 Dol F)-3{(2-2 A 29 Z[E 22,3
1,320 &4&-7,3-A E]-1'(2'H)-
gy g zolrl =

519.6

325

N-(3-0 & 5 d)-3-{(2- &2 2V Z[F 2[2,3-
1.3 20 5&-7,3-A F1'(2H)-
Ayl Zolmj =

505.5

326

N-(2,3-0 0 €5 d)-3(2-3 &~ Z[F2[2,3-
A1 3AZT 5 4-7,3-2 E 11 (2H)-
Ay =z otn =

519.6

327

N-(3,5-0 | 2 H 9)-3-[(2-5 2 ~ 5] 2 [F £[2,3-
.3 xH&£-7,3-AE]-1(2'H)-
Ay gl zotal =

519.6

328

3[(2-S A AT Z[FZ[2,3-1,3M 20 $%.7,3-AE]-
1(2H)-G)HEN- A Zolv =

485.5

329

32-S 2 AV Z[F 22,301,311 %0 & £-7,3-E]-
1(2H)-Q)H E-N-Z2 P =olu| =

457.5
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[1897]

3%E ] MS
_ 34
Wz (m/z, M+1)
N-0) A X 28 3[(2-S A AT 2[F 2[2,3-
330 1.3/ 20 £ £.7,3-2A E]-1'(2'H)- 457.5
Ay =olr| =
1B YD A- LA E R Ay A AT Z[F 22,3
331 483.5
1,320 8 £-7,3-AE]-2(1'H)-&
N-0o] 2 F-B.3[(2-S A A Z[F2[2,3-[1,3]B 2T S &-
332 471.5
73-AEH@H)-Q)ME Mz o =
N-BH-3-[(2-S A2 Z[F 22,311,310 20 $£-7,3-
333 499.6
JE'QH-G)HEZolr| =
N-A S 232 S 22T Z[FZ[2,3-
334 1,329 &£-7,3-A E]-1'(2'H)- 497.6
A)ydEpiRopr| =
N-AZ2AY-3{2-S 429 2[FZ[2,3-
335 1,34l 2t} &4-7,3-A E]-1(2'H)- 483.5
dym i =olrl=
N-FE-3(2-S 2 A 2F 22,3013 =0 §&-7,3-
336 513.6
AE@H)-Y)dd]dZofn =
N-(2-7 B A 2)-3-(2- S A A B[FR[2 3-
337 1,3 204 £-7,3-A E]-1'(2'H)- 535.6
Ay =olu| =
N-2-W S A # 9)-3-[(2-S A AT 2 [F 2(2,3-
338 1,3 21 847, 3-A E]-1(2'H)- 5215
Ay =olu =
N-AE2Z2Y-3[2-SAAT Z[FE[2,3
339 1,3 20 &4-7,3-A E]-1(2'H)- 455.5
Gy gl Zo}w) =
N-(3-H| EA =2 9)-3-{(2- S A 2T Z[FE[2,3-
340 1,3 20} 247, 3-A E]-1'(2'H)- 4875
Ay zolul =
N-(2,4-0) o] D ) d)-3-[(2- S A AT Z[F 2[2,3-
341 1,3 20 247, 3-A E]-1'(2H)- 519.6

Ay =opr) =
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[1898]

I%E . MS
%3
Wi (m/z, M+1)
(-S4 2T ZF 22,3132 &4-7 3-U E]-
342 1(2'H)-4) vl D]-N-(8| E 8} 3] = 2 F &-2- 499.5
gy =zolrl=
NN-D A3 2 AT Z[F (2,301,320 2 %-
343 595.7
73RNEQH)-D)H gl =elu =
N-[2-( ol o} m e )ol ©]-3-(2- S A 2 9] 2[F 2[2,3-
344 1,314 2 &4-7, 3 F1-1'(2'H)- 514.6
Ay =obul =
N-t g-3-[(2-S A 2T Z[F 2[2,3-A11, 38 20 £ £-7,3-
345 429.4
QEFQ2H)-G)M g Zolr| =
3{(2-2 A2 Z[F 22,301,320 £2-7,3-AE]
346 1(2'H)-9)= &]-N-{3- 559.5
EdEFoEdE)mdpilzotu=
N-ol&-3-(2-S 23 Z[F 22,311,321 & %-7,3-
347 4435
A2 H)-L)r ] zobv) =
N-3- A Z2 H)-3[(2-S A 2T Z[F2[2,3-
348 320 2&-7,3-AE-1'2H)- 501.5
Ay =olr =
N-(4-o EA 1 E)-3-[(2- S 2 A Z[FZ[2,3-
349 1,34 20 &-&-7,3-9 E]-1'2'H)- 535.6
dym Qg = oo =
N-(35-0 2223 ‘é)-3-[(2' SEEVZFR[2,3-
350 .3 205 4-7,3-AE]-1'(2'H)- 560.4
?J_)Dﬂ%]\ﬂl—éf’}ﬂ =
3(2-SAAHZ[F 22,3130 E2 0 $£-7,3-AE]
351 4925
1(2'H)-Y)d €]-N-3 2] 9-3- Gl Zolu| =
H@-SEEMZF 22,311,320 £4-7,3-A 5]

352 506.5
12 H)-L) e D N-(3] 2] -4-L ] D)l Zofo| =
N-2-F3HE)-3-[(2-S A AN Z[FE[2,3-

353 1,34 2 0] &&-7,3-U E]-1'2'H)- 4955

a)Hg] L—C’}U]_
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[1899]

23
fote

33

MS
(m/z, M+1)

354

N-(3-25 222793 d)-3{2- S 220 2[F 2[2,3-
1.3 =0 8 4.7,3-A E11'(2H)-
)y zopu| =

523.5

355

N-HLN-A 32552 2 (F 223
1.3/ 20 £4-7,3-A B]-1'(2H)-
Ayl 2ot =

513.6

356

NGOl AE 2 ENZ28)3](2-S 22 2[F 2 [2,3-
1,320 & %-7,3-A E-1'(2'H)-
?“—]—)‘7‘“ %]u\ﬂ&o}-U]E

515.6

357

N-2-ol S AT D)-3{2-% 2 25 2 [F 2[2,3-
11,3020 & £-7,3-A E1-1(2H)-
Qo] Zopr| =

487.5

358

NAEEEZ AN BC- 522 2 [F 225
1,320 & £.7,3-QA E]-1' (2 H)-
gy g Zoprl =

469.5

359

N-(4-AS A D) 3(2-% 225 2[FR[23-
A1,3] 20 & £-7,3-A E]-1'(2H)-
Ay 2oju) =

521.5

360

NAZEZRE 322222 [F2[2,3-
1.3/ 20 &4-7,3-A E}-1'(2H)-
Ayl =olr) =

469.5

361

N-{2-(4-Z2F2 29 9) g)-3-[(2-F L AT 2 [F2[2,3-
1,312 2-£-7,3-A E]-1'2'H)-
Ay gl =obr] =

537.5

362

N-(A 28 A E)-3{(2-F 2 AT Z[FZ[2,3-
1.3/ 21 8 4-7,3-Q E]-1(2'H)-
Q) =opn =

511.6

363

N2-(a-T 2o )N E13[(2- S 2 AT Z[F 22,3
1,31 21 84.7,3-A E]-1'(2'H)-
Ay zobr =

533.6

364

N-(2-d % €)-3-[(2-S 22T Z[F 2[2,3-
1,320 & &-7,3-A E]-1'(2'H)-
Ay =ola =

499.6
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[1900]

Er e , s
] B4
. (m/z, M+1)
N-TZ2-3(2-& A2V 2[F 2[2 31,3 2T $4-7,3-
365 505.5
AEMRH)-L)HE = oo =
N-2-AI A o F)-3((2- 5 2 H 2 [F 2[2,3-
366 N3 EY 4.7, 3-A511(2H)- 473.5
Q) g zope =
1 B3-(ZEEA4- ATt 2N 9) A 2T Z[F Z[2,3-
367 485.5
1,3/ 20 $%-7,3-A E]-2(1H)-2
N-(1-0 29 5 2] 2 -4-A)-3-[(2-S 2 2 Z[F 2[2,3-
368 11,3/ 25 $4-7,3-A B2 H)- 588.7
) gz op] =
NH2-(4-1 S A 31 D)ol B]-3{(2-6 £ 25 2[F 2[2,3-
360 1,370 2T &4-7,3-A E]-1'(2H)- 549.6
)y =ojul =
HE@-E22H2[F 22,3132 54.7,3-A &)
370 526.6
1'(2'H)-L) A EIN-2-7 s 2 d-1-L ol gy =ofe =
N-(1-A 828 Ao E)-3{(2-F 225 2[F 2[2,3-
371 1,320 & 47,321 B]-1'2'H)- 525.6
Qe g zobr] =
H@2-5229 2PF 22313020 $£.73-AE}
372 511.6
1(2'H)- L) G -N-(2-El o v Fpal = o} =
3[(2-& 229 2[F 22,31 32T &7 35
373 533.6
1(2H)-L) M LN-(4-Z 20w ) = ofr] =
N-2,4-0 E20 2 A)3{(2-S4 27 R[F 22,3
374 A3 2T & E-7,3-A E11(2H)- 541.5
DL EIRE S
N-(35-0EF 0 2 A d)-3{(2-S42 2T 2[F 22,3
375 1,3zt &£-7.3-A E11(@H)- 5215
d)Epgzot] =
N-(2,3-T 3| = 2-1H-Q A1-5-)-3-[(2- & A 2 2[F 2[2,3-
376 A1 32T &4-7,3-A -1 (2H)- 531.6

d)dl g zopw =

-172 -

5

10-1432460



[1901]

EEE _ o
. K
i (m/z, M+1)
322 AY 2[F 22,313 EU5E-73-AE)
817 T2 H)- ) L N-{4- 5735
(EdZzoavygpgadmRolns
H(2-5 42T 2[F2[2,3-01 20 $&-73-AE)-
378 525.6
1'(2'H)-2) o R J-N-2-(2-E] o] ol Gl o} v =
H@-S 220 2F 22,3131 20 §4-7.3-A )
379 506.5
1(2'H)-G)H ]-N-(T B -3-g il ) Zolr| =
3(2-FA =T Z[FE[2,3-A1 32T $£-7,3-A B}
380 1@ H)-Q)ell S FN[2- 5735
(EdEF oz ey =oln =
N-2-(4-8 2 2o d)ol D}-3-[(2- & 2 =M 2[F 2[2,3-
381 11,31 20 2 £-7,3-A E]-1'2H)- 554.0
gyl Zolr =
3@-S 2T 2[F 22,313 AT 547 3-A 5]
382 512.6
1(2H)-Q) A EN-(2-9) £ D-1-L o) )l Zo}r] =
N-G-rlgm e d-2-9)-3-{(2-S £ 2T 2 [F 2[2,3-
383 11,3 20 & 4.7,3-Q E1-1'(2H)- 506.5
Q) g =ole] =
N-1,3-1120 % 4-5-4-3[(2-&§ A 25 Z[F 2[2,3-
384 11,320 &&-7,3-A E]1'(2H)- 535.5
)y Zoju =
N-2-2EEU4-LoE)-3{2-F 22 Z[FE2,3
385 11,30 2 0] & %-7,3-A E]-1'2H)- 508.6
d)ydjgp zoini =
1-(34(4-51 ) ol W 2-d 31 o ek 1
386 e u gL 2F 2R AN IMET G4 | 5626
73-AE12(1'H)-&
3[2-S 22V ZF 22,31 3MEN5E7,3-AE}
387 498.5
1(2H)-Q)o) BJN-1,3-8 o} Z-2- il = o} =
N-6-A15 A 5 2] 9-3-9)-3[(2-2 2 = Z[F 22,3
388 A1 32 ) & £-7,3-A 11 (2 H)- 5225

Qye g =o}E =
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[1902]

[1903]

35e 5% MS
W3 (m/z, M+1)
N-(3,5-0 2 2 28l A)-3[(2-& A 2T 2[F 2[2,3-
389 1,320 447,33 E]-1'(2'H)- 574.4
ey g =opu] =
N1 -3 [(2-8 A AN Z[F 22,3130 20 S &-
390 5416
7,3-E]-1'(2H)-Y)A ] 2o} =
N-(4,6-t1 Wl & 9] 2 9-2-9)-3{(2-§ 2 29 2[F 2[2,3-
391 1,320 & £.7,3-A E]-1'(2'H)- 520.5
) =oful =
(242 Z[F 22,301,320 5&-7,3-AE)-
392 4935
1(2H)-2)E-N-7 2] 7] d-4-g il Zofu] =
N-(5-ME-1,3-E] o} %-2-9)-3-[(2-S A A8 Z[F 22,3
393 11,318 =0 %4-7,3-A E]-1'(2'H)- 512.5
Ay g 2oy =
N-(4-7 81 A)-3[(2- S 2 AH 2[F 2[2,3-
394 1,314 20547, 3-A E]-1(2'H)- 519.6
gym gl =ofu] =
N-[3-(1H-0] 7] T} Z-1-) 3L 2 @1-3-[(2-
395 SAANE[F 22,301,320 L4730 E] 523.6
1(2'H)-Q)r gz o} =
1-{3{(4-"1 8 o &} 2 -1-
396 At A A 2[F 22,301,320 & | 4985
7,3 E]-2(1'H)-2
N-(5-A1 2 2= 2.9-1,3 4-E] o} T) o} £-2-9)-3-[(2"-
397 SA2NB[FE2,3A01,3 2047 3-AEL 539.6
1(2H)-L) 2ol =
3[(2-L 2 A Z[FR[2,3-A1,3M 2T $4-7,3-05)-
398 499.5
1'(2'H)-2) "1 2}-N-1,3,4-El o} t] o} Z-2-d Wl Zolm]| =
N-(3,3-0r| @2 g)-3[(2-S A AT Z[F2[2 3-
399 1,3/ 20 &4-7,3-91 12 H)- 499.6
Ay gz ol =
N-(4-E2Z-4-Y ¥ 9)-3-[2-S 220 Z[F 22,3
400 1,3 =) & 4-7,3 QL E]-1'(2'H)- 576.6
Ay )l Zofe] =
Hs ¥ (m/z, M+1)
N-[(1-1 €3] E8d-2-9)v g]-3{(2- S 2 27 2 [F 2[2,3-
401 1,310 20 §4.7,3-2 E1-1'(2'H)- 526.6
)y zolm =
N-(2-Aob o] g)-3{(2-& A AT Z[F 2 [2 3-
402 1,3 20 847,32 E]-1'(2'H)-
)i Zoju =
N-22-t1Hl oA |)-3-[(2-2 2 2T Z[F 22,3
403 1,3 2 54-7,3-A E]-1'(2'H)- 595.4

Ay =ote) =
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[1904]

[1905]

[1906]

[1907]

[1908]

[1909]

[1910]

1'-(U-B5FQ2MA) 29 Z[F2[2,3-{][1,3] ML) $4-7,3'-2)

ddudAE (5.00 nL)
|-l Cs,00; (0.40 g, 1.20 mmol)—g @7}0}5&@.

A B H?Lu}o]t (0.20 g, 1.0 mmol)=S H7}stodct. HL%
o "’c‘;; S AqFeta, & gystel AAsS Y. 2R
& (0.1 g)% WAl A2 S5 (50% &

Al 10.1

A ksl AL ARE
o] A5

s W)

e
- CE Ms
ik (m/z, M+1)
1'{[1-(2,6-t} EF 2 291 A)-1H-1,2,3-E 2| o} Z.4-
404 L]y Z[F 2,301,320 & 4-7,3- 489.3
AE2(1H)-&
1 ERE 2 A1 d~H 2 [FZ2313ME0 S 5.
405 3203
7,3-AE}2(1'H)-2
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[1911]

e ) MS
w3
s (m/z, M+1)
1A A E[FZ[2,3A1,3MM %20 &£-7,3-AE)-
406 3722
2(1'H)-&
1{6-(Ed EF o 2vd) g d-3-
407 I LA 2[F (2,311,302 0] &4-7,3- 4412
AE]-2(1H)-&
1-35-0EF 22 A) 20 Z[F2[2,3-
408 408.3
f[1,3]8 2 1] 84-7,3-2 E]-2(1'H)-
1-(B-HEZANA) A Z[F (2,311,321 &&-7,3-
409 4172
QE]2(1H)-=
1(6-E2 292 d-3-Y)dE)~0 Z[F2[2,3-
410 407.2
1,3/ =0 £4£-7,3-A E]-2'(1'H)-
1'-(H B 2} 3] = 2-2H-7) ¢-2-Q v ) A5 2[F 2[2,3-
411 380.2
1,312 & %7 3-A E]-2(1'H)-2
1-(3-Z2029A)2H 2[F 22 31,32 &
412 390.3
7,3-AE]2(1'H)-&
1-(HEZS =2 Fe-2-4rg) 23 2 [F2[2,3-
413 365.2
1,3 £ &£.73-A E]-2(1'H)-&
H2-Fa Y 2 [F 22,3132 5£-7,3-U =]
414 397.2
1H)-)MeMz=YEY
142,3-0 3| = 21 4-91 20} &4 -2-
415 G g)as 2 [FR2[2,3A1,3MF ] &4-7,3-20E]-| 4303
2(1'H)-&
1-(2-0) EA o )29 Z[F 2[2,3-[1, 341 2T} §4-7,3"-
416 354.2
AE]2'(1'H)-&
1-[(2E)- A E-2-21-1-L|2H Z[F Z[2,3-
417 . 350.2
1,320 84.7,3-A E]-2(1'H)-2
1-8225-d-1-d 43 Z[F 22,3013 2T 557 3-
418 364.3
AE]2(1H)-&
1-ANZ2RYME) A 2[F 22,311,320 2 &-
419 350.2
7,3-QE]-2(1'H)-&
1 E-2-9-1- A9 2[F 2[2,3-A1,3[0 2] 827 3-
420 348.2
A E2'(1'H)-
1-(5-Z22AY) AT 2 [F 22,311,320 L&-7,3-
421 386.2
AE2(1H)-&
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[1912]

s5E 44 MS
ji2 ; (m/z, M+1)
1-[4-(1H-3] 2} &-1-d)ysl A A Y 2 [F 22,3
422 438.3
1.3/ %0 $4.7,3-A ] 2'(1'H)-&
1(7-A 5 A -2-F 4-2H-1,4-H 28 AL -3-
423 Ay g]a 2 [F 22,341,320 47,3 471.3
AE}2(1'H)-&
1-(@-EF 22 RE)2AZF2[23A1,3/ 2T &£ &-
424 356.2
7,39 E]2(1H)-=
1-(5- g 3y 2w 2 [F 22,31, 3 2 6] & 4-7,3-
425 380.3
AEJ2'(1H)-&
1{(32)-4-7 D 8 2-3-91-1- Y| & 0] 2[F 2[2,3-
426 378.2
32T 5£-7,3-AE]-2(1H)-2
1-[(5-v] &-2-3] @-2H-1,2,3-E & o} Z-4-
427 D] E Z[F 2231 32T 5573 | 4532
AE]2'(1'H)-&
1{5-(EEZ 220 E)-2-FAM )25 2[F2[2,3-
428 430.2
1,3] 2 0] & &-7,3-A E]-2'(1'H)-&
1-(3,4-11 3] £ 2-2H-1,5-0 2 1] & 4] 9. -7-
429 )20 Z[F 2[2,3-A1, 32T 5 E-7,3-AE)| 4443
2(1'H)-&
1-(vE d-4-dm ) 2 Z{F 2[2,3-A1,3p 20 L&
430 448.2
7,39 E]2(1'H)-2
42 A2 BZ[F (231,31 S%5-7,3-A =]
431 473.3
1(2H)-) sl d-2-7t 2R YEY
1-(2-BR2F ) AT Z[F 22,313 =0 &&-7,3-
432 389.1
AE2'(1'H)-&
1-(1H1,2,3-E 2|0} Z-4-Ld v ©) 2 9] Z[F 2[2,3-
433 363.2
1,320 & 4.7, 3 E]-2'(1'H)-2
(15 9-2- A ) 2 9] 2 [F 22,31, 3]0 2 1] & -
434 448.3
7,3-9 512 (1'H)-&
(A d o e) 29 2[F 22,301,320 §%-7,3-
435 448.3
A E}2'(1'H)-&
5-(2-S A2 Z[F 22,341,302 $&-7,3-A &)
436 363.2
12H-d)HAdEY
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[1913]

s3hE - MS
ME K (m/z, M+1)
1-[2-(2-F S A ol HA) o D] 2o Z[F2[2,3-
437 384.2
1,310 20 & 47 3-Q £]-2(1'H)-
1PN E2Z2grg)20 Z[F2[2,3-1,3MZ0 S &-
438 336.2
7,3-E]-2(1'H)-&
1-(4,44-ET ER L2 RN Z[F ]2 3-
439 392.2
A3 2T &4-7,3-A E]-2(1'H)-&
e 1-[2-(2-S A 2T Z[FE 22 31,3 =0 ££.7,3-
440 A EL1(Q2H)-Y)el d]-1H-1,2,3-E 8] 0} 5 5- 449.3
FraEdeoE
o 1-2-(2-S 2 AT Z[F 22,311,310 =] &%-7,3-
44 AE'(2H)-L)N B-1H-1,2,3-E o} Z-4- 449.3
FHE2EA ol E
ol g [2-2-S A2 ZF 22,311 3020 $&-7,3-
AEQH)-Y)N L] ELFY o] E
14(1,3-E o £-4-A M &) 2 0] Z[F 2[2,3-
443 379.3
1,320 &£-7,3-9 B]-2'(1'H)-2
1-[(5-F 2 2-1-1 2B -3-d)H D)2 Z[FE2[2,3-
444 462.1
1,31 20 & 2.7 3-2 E]-2(1'H)-2
1+ 8 D-2-d e &) AT 2 [F Z[2,3-A[1,3| W20 & %
445 373.1
7,3-Q E}2'(1'H)-&
(3 2l d-4-g ol )25 2[F 2[2,3-A[1, 3] = 0] & &-
446 373.1
7,3-A E2(1'H)-&
(0 A d-3- Lol D)2 Z[F (2,301, 3M =T & &-
447 373.1
7,3 E]-2(1'H)-&
142-(1H-5] E-1-d) ol D)2 7 Z[F 2[2,3-
448 375.2
11,3420 & £.7, 3-A E]-2(1'H)-&
1-{4-2222(Eg SR L2 Y)AEd-6-
449 djeg)s T 2 [F 22,313 DEE2-73- | 5251
AE]2(1'H)-&
1(4-2F 0 2-3-A )2 Z[F 22,3
450 404.3
1,3 =0 54-7,3-A 5]-2(1'H)-2
14(5-22 0 2-2-M gl &) A0 & [F 22,3
451 404.3

1,320 % £-7 3-A E]2(1'H)-&
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[1914]

35te N MS
R
W3 (m/z, M+1)
1-[(2-01 €-1,3-E] o} Z-4-) ol )2 3 2 [F 2[2,3-
452 393.2
fl1,3] 20 &£-7,3-A E]-2'(1'H)-2
1-(1,3-H1ZE o} Z-2-Ad M )23 Z[F 2[2,3-
453 329.3
1,3 2T £4.7 3-A E]-2'(1'H)-2
1-25UEFLE2NAATZ[FE[23-
454 408.2
1.3/ 20 &£.7,3-A E]-2'(1H)->
1-[4-(1H-5] E-1-Q)yd D)2 9 2[F 2[2,3-
455 437.3
fl1,3] 20 &&-7 3-2A E]-2(1'H)-2
1-[3-(1H-3) E-1- )l A& d 2[F 2[2,3-
456 437.3
1,320 £4-7,3-A E]-2(1'H)-2
1-(2,1,3- 0 ZEjo}r] o} Z-4-Y | &) A0 Z[F Z[2,3-
457 430.3
1,320 &4-7,3-A E]-2'(1'H)-&
1-(2,1,3-W 2 g ojtjo}lZ-5-9ug) A0 Z[F2[2,3-
458 430.3
1,3 20 47 3-A E]-2'(1'H)-&
1-[(1-H-1H-1,2,3- M 2 E g o} F_5-
459 Ay )29 2[F 22,311,340 0] & £-7,3- 427.2
AEJ2(1'H)-&
1[4-S22H ZA)uE |20 2[F2[2,3-
460 4222
1,320 &4-7,3-A E]-2'(1'H)-&
1[2-EF22-3-
461 (EfEFozug)ld]Ay2[F2[2,3- 458 1
1,321 &£-7 3-A E]-2(1'H)-2
1[2-ZF#2 2-6-
462 EEFzded A2 [FE23- 458 1
1,320 4.7 3-A E)-2(1'H)-2
1-[3-EF 9 2-4-
463 (EgEFozdg)A|Ay 2 [F2[2,3- 458.1
1,3 2t & £-7,3-A E]-2'(1'H)-&
1-[4-EF22-3-
464 (BT ERe2rgd]=n 2 [F 22,3 458.1
1,3 2] &4-7,3-A E]-2(1'H)-2
1[2-Z5 9 75
465 (EEFEZAY)NA LY 2[FE[2,3- 458.1

1,320 257 3-25]2(1'H)-&
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[1915]

39E N MS
33
ke (m/z, M+1)
1-[4-EF0 32
466 (EdEF o2y Ad 2[F2[2,3- 458.1
1,30 20 & 2.7, 3-A E]-2'(1'H)-2
1-[5-ZF Q0 8-2-
467 (EYEZ2rY)NA 1= 2 [F2[2,3- 458.1
1,3 20 &4-7,3-A E]-2'(1'H)-2
12-Z20 2.4
468 (EYER M)l T 2[F2[2,3- 458.1
1,3 20 £ 47 3-QA E]-2'(1'H)-&
1-[3-(1H-T] E-1-A) T2 F| A0 Z[F 2[2,3
469 389.2
1,3 20} &4-7,3-Q E)-2(1'H)-&
1[(2,2,3,3-
470 HEHEFLZAZZRLY)GIAYZ[F223- | 4221
1,312 %47 3-A E]-2(1H)-2
1-[(3-t) E-5-7 d o] AL E-4-A) W | A3 Z[EZ[2,3-
471 453.3
1,320 & 4.7 3-Q E]-2'(1'H)-2
12« ol go}r]ie)ol G129 Z[F 2[2,3-
472 381.2
01,3120 84-7,3-A E]-2'(1'H)-
1-23-tEF 220 A)20 Z2[F 2[2,3-
473 408.1
1,320 54&-7,3-A E]-2(1'H)-&
1 (1-BE2R 20 T e)d g AT Z[F 22,3
474 501.2
3= &4-7,3-A E]-2'(1'H)-&
1-[(7-71 § A -2-5 & -2H-H 2 7 -4-
475 dyrlg)es Z[F 22,301,320 ££.7,3- 470.3
AE}2(1H)-&
1-[(D A LA BT Z[F 22,341,382 0 24-7,3-
476 402.3
AE}2(1'H)-&
1-[2-(2,5,5-E 2] ) &-1,3-T) £ A1-2-
477 )l gl Z[F 22,313 2T & %.7,3- 438.2
AE]-2'(1'H)-&
1-[(6-ZF 2 2-4H-1,3- M =] L2418
478 )] 2[F 22,311,321 $4-7,3- 448.2
AE]-2(1H)-
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[1916]

3HeHE MS
kY
WaE (m/z, M+1)
-G A Z[F 22,3132 %47, 3-A E]-
479 322.3
2(1'H)-&
(1o )29 2 [F 22,311,320 L2 %-7,3-
480 4233
AE-2(1'H)-&
1-[3-ZF Q2 25-
481 (EAEFL2vE)iA)|2N 2 [F2[2,3- 458.1
1,3 2T £ %7 3 E]-2'(1'H)-&
1-24-0ZF 2 2 F) 2T 2[F2[2,3-
482 408.1
1,320 £4-7,3- E]-2(1'H)-&
1-(2,6-0Z 2024 A) A5 ZF 22,3
483 408.3
1,3/ 20 84.7,3-A E]-2(1'H)-&
1-[(5-71d-1,3-F A Z4-A) o E |2 2 [F 22,3
484 439.2
1,320 &4£-7,3-2 5]-2(1'H)-&
1-(3,55-ET) v g & 4)xu 2[F2]2,3-
485 408.3
1.3 2 847 3-AE]-2'(1'H)-&
1-(2- 1 2R E)AT Z[F (231,320 $4-7,3-
486 366.3
QAE2(1H)-&
1-@4-o )2 2[F 2[2, 31,3021 $4.-7,3-
487 366.3
AE]2(1'H)-&
1-(3-t1 EA 1 2) AT Z[F 2[2,3-01,3]H £ U] & 47,3
488 402.3
AEJ(1H)-&
1-(3-d e F) 29 2[F 2[2,3-1,3]4 =) & 47,3
489 352.2
AE]-2(1H)-&
1-(3-H DR E-2-A-1-Y) A5 Z[FZ[2,3-
490 350.2
1,3 2 v & %-7,3-2 £]-2'(1'H)-&
1-HE-4-A-1-G 25 2[F 2[2,3-1 32 §£-7,3-
491 350.2
AE]-2'(1'H)-&
4-(2-% 2 20 2[FR[2,3[1,3]1 20 & 27,39 E)-
492 349.1
12H)-d)FdUEY
1-[4-(1H-1.2,4-E 2] o} Z-1- L)yl A2 3] Z[F 2[2,3-
493 439.2
1320 &&-7,3-A E]-2(1'H)-
1-(1,3-1 20 &&-5-Y v g) 29 2 [F2[2,3-
494 416.2

1.3 20 &£-7 3-AE]-2'(1'H)-=
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[1917]

[1918]

[1919]

[1920]

[1921]

[1922]

[1923]

[1924]

[1925]

[1926]

[1927]

S=50ol 10-1432460

3EE 24 MS
Wz ° (m/z, M+1)

1[4,4-4] ~(4-E220 20 )RR AT 2 [FZ[2,3-
495 526.2
1.3 2§ £.7,3-A E]-2(1 H)-&

1R gAN EE L2 9 9| T Z[F 22,3
496 350.4

11,3/ 20 & 4.7 3-A E}-2(1H)-&
[FEREEEEE EETEEEITETTES
497 364.3
132 2 £.7,3-Q E]-2(1'H)-2

1A Z[F 22,3132 2%-73-AE]-

498 366.3
2(1'H)-&
12222 2g.6-5 =8 d-4
499 D)~ Z[F 22,313 =] L %-7,3- 430.3
AE]-2'(1'H)-&
AAld 10.2
1'-(Fegld-4-df &) A 2 [F2[2,3-][1,3]HZ2U£E-7,3'-A=]-2' (1'D)-9] A

O 0,
(Lo
(0]

0]

4-ZF2wld Baulol= Al tert-FE 4-(RREWE)HHA-1-7t2EAYo|ES ALE5= v]-2H 40 W
e Falsta A 100] 7)AE Axte] wiel 33% HBr& zte A9 AbsiA ¢ #A SFES WA g
FEIAT (67% F8). MS (ESt) m/z 379.3 (M + 1).

A Ao 10.3

'-[-HEgdgd-4-DfE | AT 2 [F2([2,3-f][1,3] M2 $£-7,3'-A5]-2' (1'HD)-2 J=2FZgo|=9
4

ez e (5.00 mL) 5 1'-(FeAgd-4-dugd) A0 2 [F2[2,3-1][1,3]0E05E-7,3'-J1&E]-2' (1'H)-=
(0.19 g, 0.50 mmol)¢] golel] ETEAH3)= (0.10 mL, 33% &N, 0.03 g, 1.10 mmol) % YEF E ol E
AR Zs=gtol= (0.30 g, 1.40 mol)E H7FsIith.  A2olA 20 A|ZF &<t algkgk Fof | ¥hg 3= T
229 (20.0 nL) o2 343, & (2x20.0 mL)E AF3AT. #7152 SAYEF Aol ARA|7]aL,
AFelgitt. ABRES JAFste vF AdXAZAT. IARE d& ZAi I2vEOHIE Fdstan, YE4ES
gE2 2k (5.00 mL)ol &3l|A171a, dEHZ F HC1S ZFo = H7Medtt. AHES oJste] A4 stE
S FESAT (20% &), MS (ESH) m/z 393.3 (M + 1).

AAld 10.4

-[(A-gdsf el d-4-d)g | =9 2 [F2[2,3-f][1, 3120 5E-7,3'-1=]-2' (1'D)-2 s =2F=lo| =9
_]

I—/Ko

(

I
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[1928]
[1929]

[1930]

[1931]

[1932]
[1933]

[1934]

[1935]

[1936]
[1937]

[1938]

[1939]

[1940]
[1941]

[1942]

i)

SS90l 10-1432460

Al MYS S8t AAld 10.39] 71AE wle}l B2 A}
T&). MS (ESt) m/z 407.3 (M + 1).

|=v 2 [FR[2,3-f][1,3] %t £E-7,3' -E]-2' (1'H)-& s==I=e}

HES 3t AAd 10,30 7]AE wpel e Al
). MS (ESt) m/z 461.5 (M + 1).

A~

el d-4-d g av 2 [F2[2,3-f][1, 3120 5E-7,3'-Q1=]-2' (1'H)-2 3=

g Saaa ANd 10300 748 v
). NS (ES+) m/z 433.5 (M + 1).

2[2,3-f][1,3/M %] &£&-7,3'-A=]-2' (1'D)-2 =2F=2e
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[1943] U—{[1-(A 2 9-3-a e ) v sl g d-4-A | p o) 2 [F2[2,3-F][1,3] M2 0] 57,3 -0 E]-2' (1'H)-2  3|=
22 efo|=9 A
0 (0]
Ly
L
N
d HCI
[1944] =
[1945] radd il UIHGHs|=E Abgels H-AAR AR BES Fstar Aol 10.34 71AR wkeh 22 Axat
of whel #A4 stEs WA nAlR FEEAT (11% &), NS (ESt) m/z 470.4 (M + 1).
[1946] AAd 10.9
[1947] 1'H{[1--HEye) g d—4-d M et A 2 [F2[2,3-f][1,3]H%0%45-7,3'-C1=5]-2' (1'D)-2  3|==2F
2efol=9 A
[e) (o]
)
(6]
L
N
(j - HCI
\(\/N
[1948]
[1949] yadd gial -vERErG S AFSSEE H-AA 0 WS Fasta AAd 10,300 71AlE vkep 2 Ml
el A SHghEs A LAR F5S0Y (15% 7€), MS (BSH) m/z 449.5 (M + 1).
[1950] A A e 10.10
[1951] 1'-{[1-(1~gZ2d)ddgdd-4-d e} Av 2 [F2[2,3-f][1,3] 20 %73 952 (1'DH- ==
Z2gol=e] 3
0 0,
/
(0]
Cr =
N
(3) HCI
hj“
[1952]
[1953] zadd A AE-3-2S Abgats v-Z2AHQ WS FAsta Al 10.30] 7)AE wpsp e At w
2} A SIEES N TAZ FEIAT (17% &), MS (ESt) m/z 449.4 (M + 1).
[1954] A Ael 10.11
[1955] 1'-[(1-A1 225 ed-4- e | A 2 [FZ2[2,3-][ 1,320 %4-7,3'-¢1=]-2'(1'ID-2 =22
oj=¢] 34
@)
(o]
o
N [¢]
HCl
o
[1956]
[1957] zaEd gial ASE2REES AMESE H-244Q0 BES Fasta Al 10.39] ZAlE wkeh Z2 dAjel



[1958]

[1959]

[1960]
[1961]

[1962]
[1963]

[1964]

[1965]
[1966]

[1967]

[1968]

[1969]
[1970]

[1971]

[1972]

SS=50ol 10-1432460

wl A4 FES WA A2 FESAT (31% ). MS (ES+) m/z 433.4 (M + 1).

2AAd 10,12
1'-[(1-o]AZz g dgd-4-) W] A2 [FZ[2,3-{][1,3]HETLE-7,3'-A=]-2'(1'H)-& sl=zZF=g
ol=9] 34

EEWY A oMIES AHgetE H-ARAL MRS Sty AN 10.39] /1AY vhsh e Azt uet
A RFES WA 1A S5 (31% £8).

H NMR (300 MHz, DMSO-ds) 5 10.36 (s, 1H), 7.79-6.87 (m,
4H), 6.82-6.48 (m, 1H), 6.38-6.15 (m, 1H), 5.89 (s, 2H), 4.67 (ABg, 2H), 4.12 (s, 1H),
3.79-0.60 (m, 16H); MS (ES+) m/z 421.4 (M + 1).

A 10.13

1'—{[1-(F 2 d-2

-dueh) e Pd-4-Ld et A Z[F2[2,3-][1,3] %20 E45-7 3 -9=]-2' (1'H)-2 3=
z2E22de|=9 A

Zeny A AFUSUE =S Agete w244 WY FPskn Al 10,39 7149 v ge Ay

of whe} A FES WY AR FSSQT (156% F5). MS (ESH) m/z 470.4 (M + 1).

A Ao 10.14
1'-{[1-(2-Eledde) g d-4-d | m &} AT 2 [F2[2,3-(][1,3]H1%T]2%&-7 3'-20=]-2' (1'H)-& 3=
2oz A
O,
Qs
NS0
NQJ HC!
:s
a2 O =2 Abgsle u-2A4H W8S S35t AAd 10.30] 71AE i}

=l Al 3
22 dxfol| whet ¥A SES WA AR FE5SQT (21% &), MS (ESt) m/z 475.3 (M + 1).

1'-({1-[3-(vdg o)z gy ad-4-dde) =9 2 [F2([2,3-f][1,3] %] ££-7,3'-=]-2' (1'H)-&
slERER o= A
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[1973]
[1974]

[1975]

[1976]

[1977]
[1978]

[1979]

[1980]

[1981]

[1982]

[1983]

[1984]

[1985]
[1986]

SS90l 10-1432460

(

/S
yadd il -(WEE ) Z20d-S AFSSle H-ZAA W8S st Ao 10.39] 71AE Bk} 2
Azl wel %A S3tES A aA2 S5 Y (7% &), MS (ESt) m/z 467.5 (M + 1).
A Ao 10.16

1'{[1-(Bl Egts| = 2-20-3 #-4-d) v H 2l -4-d |} ~m 2 [ F2[2,3-f][1,3]MEE-7,3' QA E]-
2'(1'DH-& sl=zFzefolze A

radd gl HESS =249 T@-4-25 ARSEtE H-Z2A A MgE Fasta AAle] 10.3¢0 71AlE wkeh
22 dxfol| whet ¥A SES WA AR FE5SGT (33% &), MS (ESt) m/z 463.4 (M + 1).

AAld 10.17

1'—{[1-(3,3-tereh)myad-4-d e} ~u 2 [F2[2,3-f][1,3]M20%£-7,3' -AE]-2' (1'D)-2 3=

zgzeolsel g4

) WS et AAe] 10.39] 71AE ule} e A
of we} A4 SFES WY AR FSSTE (19% 75). MS (ESt) m/z 463.5 (M + 1).

-[(5,5-THE-2'-E2-5,6-T3| =2 A0 Z [ Z[1,2-b:5,4-b' ] F&-3,3'-1=]-1"(2'N)-L) W g #H 2l d-
l—ﬂél—%%—}_ﬂﬂ o|ES] A

2R [FR[2,3-f][1,3/MxH5E-7,3'-&]-2' (1'D-= W4l 5,5-HuE-56-H3| =22y = [Hlx[1,2-
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[1987]
[1988]

[1989]

[1990]
[1991]

[1992]
[1993]

[1994]

[1995]
[1996]

SS=50l 10-1432460

Dy d-1-7l2 5o ES AMgehe R-ZAAR] Wds sdsta Al 1000 71AE vk 2 At

b:5,4-b' T]F#-3,3'-A=]-2' (1'D)-2S A83la 4-ZF 23 Haulo]= il tert-FE 4-(EA A
o] EE =
we} A SFES FEET (0% %), mp 65-75 T.

"H NMR (300 MHz, CDCly) 8
7.30 (td, 1H), 7.18 (d, 1H), 7.05 (1, 1H), 6.89 (d, 1H), 6.38 (s, 1H), 6.28 (s, 1H), 4.88 (d,
1H), 4.64 (d, 1H), 4.18 (s, 2H), 4.17-4.01 (br, 2H), 3.74-3.53 (m, 2H), 2.74-2.59 (m,
2H), 2.11-1.92 (m, 1H), 1.70-1.59 (m, 2H), 1.43 (s, 9H), 1.37-1.19 (m, 2H), 1.17 (s,
3H), 1.14 (s, 3H); °C NMR (75 MHz, CDCls) 5 178.0, 161.3, 161.0, 154.7, 142.8,
132.6, 129.9, 128.7, 124.2, 123.3, 120.3, 116.2, 108.5, 93.4, 85.4, 80.6, 79.5, 7.7,
457, 41.3, 35.0, 30.0, 28.4, 27.8, 27.5; MS (ES+) m/z 527.5 (M + 23).

A Ao 10.19

5,5-tHE-1"-(I ¥ d-4-Ld | e)-5 6-ts| E2 AT 2 [ X[1,2-b:5,4-b' | F&-3,3'-¢1=]-2' (1'H)-& 3
cRaagfol=e] A

gy
(Lo
N

(j HCH
HN

gEFE 29 (10.0 mL) T tert-%¥ 4-[(5,5-UME-2'-&2-5,6-0)3| =2 A Z [WIZ[1,2-b:5,4-b" ]| F -

3,3'-?l=]1-1'"(2'H-)vE ]9 g P-1-7t 2524 o] E (80 mg, 0.16 mmol)e] wykg &oof BFs5244t (7

ZAF 5 33% vwwre] BE3SAA 0.50 mL, 1.60 mmol)S 0 °coﬂA1 3] HA7rekdnk. EFES Aol 1

AlZE BQF wWkshar, Loo}oﬂ TE5 AZAAY. FFES N 43 YEF 29 10.0 nLZ AHEstal, yE=

far'ﬂ g (3%x30.0 mL) o2 F&3%Ivt. e fUlss 9 (100 nL) 2 MHR, 74 FAUER oA dx

Al71aL, At odES et w5 AxAIZT. AREdd s Az ARetEady (old opAlH)
5 (

%— 2% WEE)E Faslo] 5 5-UWE-1'-(IH g -4-dWE)-5,6-t] 3| =2 ~T Z[MZ[1,2-b:5,4-b' ] T]
3,3'-AE]-2"(1'"D-< (0.03 g, 46%)S F53IN oM, olE tdd oHEZ ZF 2.0M HC1Z st *

A shgtes 5T

"H NMR (300 MHz, CD;0D) § 7.41 (td, 1H), 7.25-7.12 (m, 3H), 6.43 (s,
1H), 8.37 (s, 1H), 4.87 (d, 1H), 4.72 (d, 1H), 4.23 (s, 2H), 3.80 (d, 2H), 3.51-3.38 (m,
2H), 3.11-2.94 (m, 2H), 2.39-2.19 (m, 1H), 2.06-1.94 (m, 2H), 1.67-1.49 (m, 2H), 1.22
(s, 3H), 1.19 (s, 3H); °C NMR (75 MHz, CD,0D) & 181.4, 163.9, 163.4, 144.7, 134.7,
132.3,131.0, 125.9, 125.8, 122.6, 118.4, 111.3, 94.9, 87.4, 82.6, 60.2, 46.7, 45.7,
45.6, 43.3, 34.6, 28.8, 28.7, 28.6; MS (ES+) m/z 405.4 (M + 1).

A Ao 10.20

7'-EFe -1 -[(I-olaz gy yd-4-DvE | 2v 2 [F2(2,3-1][1,31HlxH5E-7,3" -0 &]-2' (1'D)-=
SRR =9 §HA

A. 5, 5—1’41:119—5 6—1’4%IC£¢34§ [W%[1,2-b:5,4-b' ]E]F&-3,3' -2 &

[F=[2,3-f][1 ZY&4£-7,3'-0E]-2'(1'D-& A& v-23 49 AgS st AAd 10.18 2
10.19¢°1l 714 A 2}l 2}
7'-Z202-1'~(FHd-4-dueE) AFZ[FZ2[2,3-][1,3]HFTL%-7,3'-AE]-2'(1'H)-2<
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[1997]

[1998]
[1999]

[2000]

[2001]

[2002]

[2003]
[2004]

[2005]

[2006]
[2007]

SS90l 10-1432460

FEsgom, oF the vl AHgagT.
B

HEzzdg (5.00 mb) T 7'-EF=2-1'-(Iugd-4-dvg) av 2 [F2(2,3-1][1, 3] ET S5
1-2' (1'H)-2 (120 mg, 0.28 mmol) 2 Egdgolwl (3.9 4, 0.028 mmol)e] myrE LMo AL

©l, 0.56 mmol)S H7}gH Fo UEHF E|ofEAEEs|=dto]l= (124 mg, 0.56 mmol)E FH7}s
%% g A WA wkela, & (10.0 mb)E At ERES UIFE2vE (3X30.0 nl) 2
o e f715S T R ER oA ddxA7]a, oHsigitk. oiESs HEste] A
A=l dis) A9 AzntEIHY (g OWEME/@W F 2% WEE)E TSt 7 -EFS2-1'-
[(1-olaz2dndlgd-4-d) g |~ 2 [F2[2,3-f][1 ZU84-7,3'-205]-2"(1'H)-2 (85 mg, 69%)
= WY AR 535, o YA JdHE F 2.0M HCli Agste] A SFFES FSEIAT. mwp

T.

"H NMR (300 MHz, CD;0D) § 7.22-7.05 (m, 2H),
7.05-6.98 (m, 1H), 6.52 (s, 1H), 6.21 (s, 1H), 5.86 (s, 2H), 4.83 (d, 1H), 4.68 (d, 1H),
3.95-3.77 (m, 2H), 3.55-3.42 (m, 3H), 3.12-2.96 (m, 2H), 2.30-2.10 (m, 1H), 2.10-1.97
(m, 2H), 1.76-1.52 (m, 2H), 1.34 (d, 6H); *C NMR (75 MHz, CD,0D) § 179.7, 157.6,
150.6, 150.4, 147.1, 143.9, 136.6, 125.8, 121.2, 120.3, 118.0, 103.9, 103.0, 94.3, 81.8,
60.1, 59.7, 47.6, 35.33, 35.30, 28.6, 28.5, 16.98, 16.96; MS (ES+) m/z 439.27 (M +1).

A 10.21

5,5-0He-1"-{[5-(Eg] EF e 2We)-2-FH W g }-5 6-ts| =2 20 2 [l Z[1,2-b:5,4-b' |t} F&-3,3'-2]
E1-2'(1'H-2¢ A

O
[ N
=== O

N

=
N0
FoC

2-FEl=  (10.0 wl) = 5,5-gHE-56-ts|=2 A2 [M*[1,2-b:5,4-b' ]t F2-3,3'-20=]-2' (1'D)-&
(0.09 g, 0.29 mmol)2] &dell 0 ColA 2-P2RHE-5-(EZFZHE)FH (0.08 g, 0.35 mmol)S 7}
gk Fo] gHkAlE (0.19 g, 0.58 mmol)& H7Fith. £3dES A2olA WA wweitt. Wk £3RES o
FHata, AFHEFS FFsle] FFAZT. AREC ojE] A9 aRvEIHY (g olAHCIE/AN, 1/5)E
Fsle] F4) 3FE (0.06 g, 45%)S 5389k, mp 155-160 C.

M NMR (300 MHz, CDCl3,) & 7.29
@, 1H), 7.19 (d, 1H), 7.07 @, 1H), 6.97 (d, 1H), 6.73 (¢, 1H), 6.42-6.37 (m, 2H), 6.30 (s,
1H), 5.08 (d, 1H), 4.94-4.84 (m, 2H), 4.65 (d, 1H), 4.18 (s, 2H), 1.19 (s, 3H), 1.14 (s
3H); C NMR (75 MHz, CDCly) 5 177.5, 161.2, 161.0, 152.0, 141.4, 132.5, 130.1,
128.8, 124.2, 123.8, 120.1, 116.4, 112.6, 109.3, 108.7, 93.4, 85.5, 80.6, 57.7, 414,
36.9, 27.6, 27.5; MS (ES+) m/z 456.5 (M + 1).

A 10.22

5,5-0WE-1"-(F g d-3-d&)-5,6-U 3| =2 29 Z [HZ[1,2-b:5,4-b' |E]F&-3,3'-A=]-2' (1'H)-2
2E2golze] A

ol
[

DMF (10 mL) % 5,5-gug€-56-Us| =292 [WZx[1,2-b:5,4-b' JT]F&-3,3'-21=]-2' (1'H)-< (0.08 g,
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[2008]
[2009]

[2010]

[2011]

[2012]

[2013]
[2014]

[2015]

[2016]

[2017]

SS=50ol 10-1432460

0.26 mmol)2e] &M F=AZUIEH (0.03 g, 0.78 mmol)S 0 CTollA AA3] H7edck. 30 & Fd, 3-(B=

TdE)-vgd s|=2HZulo]= (0.10 g, 0.39 mmol)E FH7IEAdt. EFES A v mutela, ¥

At EHE (10.0 mL) o2 AHSAT. EFES dE ol HIE (3%x20.0 mL)E FE3}9 Fr

T A EF A Az, AFeigitt. =S AFste] sF5AIRT. REe] i

Eady (g olAHolE/AAL, 2/1)E 38t 5,5-UHE-1'-(9 g d-3-L

[1 2-b:5,4-b' 1T Fe-3,3'-AE]-2' (1'H)-& (0.05 g, 48%)S WA uAZ FEIPoH, o=
% 2.0M HC1& Agsto] A 3qES F58A0h. mp 124-126 C.

n
et

"H NMR (300
MHz, CD,0D) 3 8.96 (br, 1H), 8.82 (br, 1H), 8.62 (d, 1H), 7.3 (t, 1H), 7.32 (td, 1H),
7.23-7.17 (m, 1H), 7.16-7.08 (m, 2H), 6.42 (s, 1H), 6.32 (s, 1H), 5.35-5.14 (m, 2H),
4.93-4.84 (m, 1H), 4.74 (d, TH), 4.18 (s, 2H), 1.18 (s, 3H), 1.14 (s, 3H); "°C NMR (75
MHz, CD,OD) 8 178.9, 161.6, 161.1, 145.4, 141.3, 141.1, 132.5, 130.1, 128.8, 124.0,
123.9, 120.1, 116.2, 108.8, 92.6, 85.1, 80.2, 57.8, 41.0, 40.5, 26.5, 26.4; MS (ES+) m/z
399.5 (M + 1).

A 10.23

5,5-C 9 8-1'~(] 2] ¥l-2- v ©)-5,6-1] 8] = 2 23] 2 [MA[1,2-b:5,4-b' |F]F 93,3 -1 % 1-2' (1'H)-&
EEE L DR &

ol
[

s-(nEedY)-seY FEan ool gl 2-(MEvde)-sed sEen o= ALges H-A4H
9 MG FAFL AAel 10.220] 71 AF vheh @ Aol wheh BA HHFEES FEHAT (45%). mp 145-
147 C

H NMR (300 MHz, CD,OD) § 8.86 (dd, 1H), 8.56 (td, 1H), 8.05-7.97 (m,
2H), 7.37 (td, 1H), 7.31-7.25 (m, 1H), 7.24-7.16 (m, 1H), 7.11 (d, 1H), 6.55 (s, 1H),
6.37 (s, 1H), 5.52 (d, 1H), 5.38 (d, 1H), 4.97 (d, 1H), 4.79 (d, 1H), 4.23 (s, 2H), 1.24 (s,
3H), 1.20 (s, 3H); ™C NMR (75 MHz, CD;0D) § 177.4, 160.0, 159.6, 150.3, 144.7,
141.0, 139.7, 131.0, 128.6, 127.2, 124.3, 123.7, 122.6, 122.4, 118.5, 114.8, 107.2,
91.0, 83.6, 78.7, 56.3, 40.1, 39.4, 24.9, 24.8; MS (ES+) m/z 399.5 (M + 1).

A Ao 10.24

1'-[(6-HaF g d-3-) e | AT Z[F2[2,3-f][1,3]WELL%-7,3'-A=]-2' (1'H)-& 3JF=zIFzgo|t9
_]

Q_‘l'
v

= (e}
7NN l o>
AL =0

= HCl

-8 2 RE-5-(EgEFe2de)Fd gl (6-vEded-3-d)de 4-veEdilAlETyo|ES A3}l 5,5~
3

g e-5,6-t3| =2 A Z[WM%[1,2-b:5,4-b' ] FH-3,3' - =]-2' (1'H)-< thal A9=2[F=[2,3-f][1,3]4
Z\’J&i# 3'-AE]-2"(IH")-2& A&3he v-2AHA HYPYS Fastar HAA 4 10.21011 1A E Axfe] wet
-[(6-mEa g d-3-HM | AT Z[FZ[2,3-f][1,3]MNE]E-7,3'-A=]-2'(1'D-2S F5392oH (56

E_
%), o2 fod dEZ ZF 2.0M HC1Z A ste] ZA FFEL 553191,
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[2018]
[2019]

[2020]

[2021]
[2022]

[2023]
[2024]

[2025]

[2026]

[2027]

[2028]
[2029]

[2030]

o
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CD,OD) &
8.77 (s, 1H), 8.46 {dd, 1H), 7.91 (d, 1H), 7.33 (£, 1H), 7.24-7.08 (m, 3H), 6.52 (s, 1H),
6.14 (s, 1H), 5.86 (s, 2H), 5.18 (s, 2H), 4.93-4.85 (m, 1H), 4.71 (d, 1H), 2.77 (s, 3H);
3C NMR (75 MHz, CD;OD) 5 180.0, 157.6, 155.1, 150.6, 146.6, 143.8, 142.7, 141.2,
135.7, 133.5, 130.3, 129.5, 125.3, 125.2, 120.5, 110.3, 103.8, 103.0, 94.3, 81.5, 59.7,
41.5,19.5; MS (ES+) m/z 387.4 (M + 1).

A 10.25

-[(6-mEA T e d-3-d) w2~ 2 [FZ[2,3-f][1, 3|02 5&-7,3'-AE]-2" (1'D)-22] A

O >
‘ (o]
N

\ 7
N
]
\

2-HERYE-5-(EEFeadd) e dal  (6-HEAgEU-3-d) e 4-v =zl
5,5-0WE-5,6-Hs| =220 2 [M%[1,2-b:5,4-b" JT|F&-3 3'-¢1 & ]- )

f101,31M%2084-7,3'-0%]-2" (1'D)-2& A& v]-24Ze ¥
oF @2 dAbe] we} FA SES FESAT (45%).

"H NMR (300
MHz, CDCly) § 8.19 (d, 1H), 7.59 (dd, 1H), 7.26-7.12 (m, 2H), 7.02 (i, 1H), 6.83 (d, 1H),
6.74 (d, 1H), 6.50 (s, 1H), 6.07 (s, 1H), 5.89-5.82 (m, 2H), 5.00-4.90 (m, 2H), 4.76 (d
1H), 4.65 (d, 1H), 3.93 (s, 3H); *C NMR (75 MHz, CDCl;) § 177.6, 163.7, 155.9, 149.0,
145.3, 142.4, 141.6, 138.9, 132.2, 129.0, 124.4, 124.1, 123.7, 119.2, 111.7, 109.0,
102.9, 101.5, 93.7, 80.4, 58.2, 53.9, 41.1: MS (ES+) n/z 403.2 (M + 1).

Ao 10.26

-[(6-FREYEd-3-d)HE | A2 [FZ2([2,3-f][1,3]ANZ024-7,3' - =]-2' (1'H)-29 A4

=

HU
f

S-(FRzvE)vEds Algsta 5,5-HuE-5,6-13]
2 Hl

2-=
e R ML 2 b5 b RS E2 (D WA AS(FRl2,a01(1,3 0505 -
7,3'-1=]-2"(1'M)-2&& AH&shs W-Z2A44Q WdS sdstar Ao 10.219] 71AE whel 22 dxjol] e
ZA eS8 (69%)

"H NMR (300 MHz, CDCls) & 8.42 (d, 1H), 7.63
(dd, 1H), 7.34-7.14 (m, 3H), 7.05 (1, 1H), 6.77 (d, 1H), 6.51 (s, 1H), 6.06 (s, 1H), 5.89-
5.84 (m, 2H), 5.07-4.78 (m, 3H), 4.66 (d, 1H); MS (ES+) m/z 407.3 (M + 1).

Ao 10.27

1'-{[6-(THEolr ) B d-3-Ld | We A0 2 [F2[2,3-{][1,3]HERT &7 3'CE]-2'(1'])-& 3|ozd=
grol= 9] 34
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[2031]
[2032]

[2033]

[2034]

[2035]

[2036]
[2037]

[2038]
[2039]

[2040]

SS90l 10-1432460

.
N
‘N\ HCl

1 5 S Ho| —((G—EEEJ%E]Q -3-)dEe)-6H-A2 Z[MEF2[6,5-d][1,3]01%%-7,3"- ﬂ%%]—z‘—£
(0.10 g, 0.25 mmol) 2 tlwdol7l (2M THF € 2.00 mL, 4.00 mmol)<S HA7F8Igt. ZEIES 130 CellA
WA wEkskik. Ao g WAAN I EFES skl %%A]?ﬂv} AFE ds) é% A
g (old  olAMHOIE/AN, 1/2)E  F¥se  1'-{[6-(H] 1%°}Ul+)4ﬂ‘ﬂ Y e AT Z2[FE[2,3-
f1[1, 3= e4-7,3'-2] "(1'H)- (50 mg, 48%)<S WA TAZ F53RoH, o] Tod JH=

=]-2
2.0M HC1Z A2lsle] ®A4 &S 55890, mp 146-150 C.
"H
NMR (300 MHz, CD;OD) § 8.03 (d, 1H), 7.95 (dd, 1H), 7.36 (td, 1H), 7.25-7.12 (m,
4Hy), 6.57 (s, 1H), 6.09 (s, 1H), 5.90 (s, 2H), 5.07-4.87 (m, 3H), 4.72 (d, 1H), 3.27 (s,
BH); **C NMR (75 MHz, CD;0D) § 179.9, 157.6, 154.6, 150.5, 143.8, 143.4, 142.9,
137.7, 133.5, 130.2, 125.1, 121.8, 120.6, 113.2, 110.4, 103.7, 103.0, 94.3, 81.4, 59.7,

41.1, 39.5; MS (ES+) m/z 416.5 (M + 1).

A Ao 10.28

2[2,3-f1[1,3]M 20 5E-7,3'R1=]2' (1I'D-2 =232

\ N
N HC
¢

gudopnl &l Al B2 ZAS ALEslE H-Z2AZQ WAL Fgstar A 10.279] 71AE uviel g A
=3tk (52%). mp 185-200 C.

"H NMR (300 MHz, CD;0D) § 8.13-
8.04 (m, 2H), 7.45 (d, 1H), 7.37 (t, 1H), 7.26-7.14 (m, 3H), 6.56 (s, 1H), .10 (s, TH),
5.89 (s, 2H), 5.10-4.87 (m, 3H), 4.72 (d, TH), 3.91-3.84 (m, 4H), 3.73-3.67 (m, 4H); °c
NMR (75 MHz, CD,0OD) & 180.0, 157.6, 153.7, 150.5, 145.1, 143.8, 142.8, 136.3,
133.5, 130.3, 125.2, 125.1, 123.6, 120.6, 114.6, 110.4, 103.7, 103.0, 94.3, 81.5, 66.7,
59.7, 47.2, 40.9; MS (ES+) m/z 458.5 (M + 1).

A Ao 10.29

-[(6-I = 9-1-99 g d-3-D) ]~ 2 [F2[2,3-1][1,3] 20 &E-7,3'-AE]-2' (1'H)-2 =232
ol =] 94
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[2041]

[2042]

[2043]
[2044]

[2045]

[2046]

[2047]

[2048]

[2049]

[2050]
[2051]

[2052]

SS50ol 10-1432460

e
rlo
el

HE2dS AREsheE H-Z2A A HES Fdetal AAjd 10.2791 7A€ vkt
o =

"H NMR (300 MHz, CD;0D) § 7.99-
7.91 (m, 2H), 7.33 (td, 1H), 7.22-7.06 (m, 4H), 6.53 (s, 1H), 6.05 (s, 1H), 5.86 (s, 2H),
5.04-4.82 (m, 3H), 4.68 (d, 1H), 3.57 (t, 4H), 2.13 (t, 4H); °C NMR (75 MHz, CD;0D) &
177.0, 154.6, 148.0, 147.6, 141.1, 140.8, 139.9, 132.5, 130.5, 127.3, 122.2, 118.8,
117.6, 112.0, 107.4, 100.7, 100.0, 91.3, 78.5, 56.7, 38.0, 23.2; MS (ES+) m/z 442.2 (M
+1).

A Al 10.30
1'-(2-2224-Z2F22Md) A2 [F2[2,3-f][1,31HF&&-7,3' - E]-2' (1'DH-9 A4

P S0

Z0

~

[1,2-b:5,4-b' ) F&-3,3'-2A0&5]-2'(1'H)-2 21 29 2[FE([2,3-

wl =
2'(1'D)-=& Agstn 2-(BErdE)-5-(EgEFoade)Fd il 1-(B2

5,5-tjHgl-5,6-T] 3| =2 A0 2 [
f101,3]M =0 =&-7,3'-2AE]-

HE)-2-F224-ZF 2 2HAS ALgste v-AAZQ WS Fasta AAld 10.210] Z1AE wkep Te
HAapol] wpel FA 3ES WA TA R FEIAT (54%). mp 174-175 C. MS (ES+) m/z 424.2 (M + 1).

A Al 10.31
1-[e-HEanNZzzed) e ] Ad2[F2([2,3-f][1,3]20&4-7,3'-A05]-2"(1'D)-29] A
o] Q

Ly
(Lo
<

5,5-0 W E-5,6-H3| =29 2 [WlZ[1,2-b:5,4-b"' [T Fe-3,3' -AE]-2' (1'H)-& Al =3I [FE[2,3-
101, 3Ml=54-7,3'-AE]-2' (1'H)-2& AH83t 2-(HEEAE)-5-(EEFFo2e)F gl 1-(B=
Eoe)-2-WedA S EZZ IS AMEelE H-ZAA AR WEES Fstal AAd 10.21¢] 7|AlE wie} 2 Azl
upe} EA SFFES WA aAZ FEIT (37%). NS (ESt) m/z 350.3 (M + 1).

A Al 10.32
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[2053]

[2054]
[2055]

[2056]

[2057]

[2058]
[2059]

[2060]

[2061]

[2062]

[2063]

[2064]

[2065]

SS90l 10-1432460

U-B-AErzedsaed) 2 [F2[2,3-f][1,3/M2H5E-7,3'-d&]-2" (1'D)-29] &

o,

5,5- mﬂ -5,6-08 =2 AT 2 [WE[1,2-b:5,4-b' T FS-3,3' -A=]-2'(1'DH)-& il Au} [ i[z 3-
101,31 %0247 3' Q1 =]-2'(1'H)-8 A8t 2-(Barde)-5-(EgZRoave)Fd gjal (3-H
‘hiﬂwliiiﬂr" AHgShE H-Z2A Al WEE Fstal AAld 10.21¢] 7A€ vle} E% g 2ol tﬂra}
EA 3gES W AR 59 (51%). mp 111-113 CT. NS (ES+) m/z 364.3 (M + 1).

A Ao 10.33

2V 2[F2(2,3-f][1,3]MzH5E-7,3"-A=]-2" (1'1)-22 &4

i

5,5-tME-5 6-ts| =220 2 [l %[1,2-b:5,4-b' ]T]F&-3,3'- 015]—2'(1'H)—i gl AFR[FE([2,3-
f101,319 % 54-7,3' -0 &]-2' (1'D)-25 AFE3tL 2-(HERWE)-5-(EYEFo2wd) & tjil 1-5H2x
S-S ARgetE v-A4A44R BYS Fdsta AAld 10.2100 7A€ wpe 22 %ji zto] wel A SHES W
A AR F5E9T (62%). mp 119-120 T. MS (ES+) m/z 338.3 (M + 1).

A Ao 10.34

1'-[(5-mlg o] EAE-4-d)m e | 29 2 [F=[2,3-f][1, 3]l 20 557,31 &]-2" (1'H)-22] 4

5,5-tHe-5,6-t3| =2~y 2 [W2[1,2 Y EFEE-3,3'-0=]-2' (1'H) - Al 2T Z[FE[2,3-

F101,31M A0 47,3 -1 512 < )~ %% }%oz -(HERME)5- (S EFeRE) T Al 4-(HE

EoE)-5-u ol £AtE S AgsE W-AgHe WYL FAstn A 10.2190 JAR wsh e Aol w
()jj\

E]
=4
g B4 TS WA uAR FE390 (25%). mp 159-161 C.

"H NMR (300
MHz, DMSO-ds) § 7.39-6.91 (m, 4H), 6.50 (s, 1H), 6.11 (s, 1H), 5.94 (d, 1H), 5.85
(ABg, 2H), 4.95 (ABg, 2H), 4.78 (ABq, 2H), 2.37 (s, 3H); MS (ES+) m/z 377.3 (M + 1).

A Ao 10.35
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[2066]

[2067]

[2068]

[2069]
[2070]

[2071]

[2072]

[2073]

[2074]

[2075]

[2076]

[2077]

[2078]

SS=50ol 10-1432460

1'-(HEgs| =2 -20-3 &-4-dW| &) AT 2 [F2[2,3-1][1,3]AXTL4E-7,3'-=]-2'(1'H)-29 A

O O>
oo
-

o/

5,5-tWg-5,6-t s =2 Ay 2 [ W %[1,2-b:5,4-b' JE|F&-3,3'-Q1=]-2'"(1'H)-2 WA AIE[FE[2,3-
101,31 =T 2%&-7,3'-A=]-2' (1'H)-+& 2835t 2-(BH2Ryd)-5-(EZ2ozue)Fd gial 4-(B=Z
v e)HEgs E2-20- @S AFEEE H-AR A WES 35t AA9 10.2100] 71AE Bke} 22 Axp
o] i} FA FES WA uAE FESAUT (25%). mp 142-144 C.

"H NMR (300
MHz, DMSO-ds) § 7.34-6.85 (m, 4H), 6.50 (s, 1H), 6.08 (s, 1H), 5.85 (ABq, 2H), 4.76

(ABqg, 2H), 4.18-3.86 (m, 2H), 3.63 (ddd, 2H), 3.34 (t, 2H), 2.38-1.92 (m, 1H), 1.70-
1.36 (m, 4H); MS (ES+) m/z 380.3 (M + 1).

A Al 10.36

1'-[2-(EfEFL2MEAHA | 2 2 [F2[2,3-1][1,3] 20 5E-7,3'-AE]-2' (1'H)-29] FA4

- =g AT Z[WZ[1,2-b:5,4-b' ]t F&-3,3'-¢1=]-2' (1'D)-2  thal  AFZ[FE[2,3-
1,320 245-7,3' &2 (1'D)-2& AMgsta 2-(R2EAUE)-5-(EEFL2ME)FH il 1-(B2

E A AFgshe H-AAAA WES st Ao 10.219] 7]AE vie} 2
AR FE5}9Y (77%). mp 130-135 C. MS (ES+) m/z 456.3 (M +

U-[3-(EgEFezvsA)id ] av 2[F2[2,3-1][1,3]Wxt5E-7,3'-0=]-2" (1'D)-=22] 44

5,5-tH|el-5 6-T)3| =2 A0 2 [MZ([1,2-b:5,4-b' [T F&-3,3'-¢1=]-2' (1'H)-= Al AU R[FER[2,3-
101,31 %0 L4%&-7 3'-2A=]-2'"(1'H)-&& Algsta 2-(BE2rdE)-5-(EgZFe2ve)Fa il 1-(B2
2He)-3-(EZEZF 2 EAN)HAS AFEshe H-Z2A X WyS 3t AA]o 10.2190] 7]AE wpe} &

o

(e}
L HAxlo)| wlgl A FFES WA uAR FEFFATY (65%). mp 88-91 T. NS (ES+) m/z 456.3 (M + 1).
A Al 10.38
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[2079]

[2080]

[2081]

[2082]

[2083]

[2084]
[2085]

[2086]

[2087]

[2088]
[2089]

[2090]

[2091]

[2092]
[2093]

SS90l 10-1432460

1'-M4-(EfEFL2MEAHA | 2 2 [F2[2,3-1][1,3] 020 5E-7,3'-AE]-2' (1'H)-29] FA4

Q
CFq4

5,5- mﬂ -5,6-He| =R Z[WF[1,2-b:5,4-b" | F&-3,3' - E]-2" (1'H)-= o2l =FE[FE[2,3-
f101,3]1 %20 %&-7,3'-A=]-2' (1'H)-2& AREstaL 2-(BERYWE)-5-(EEF2vd)Fad djal 1-(B=
UuﬂE‘) 4~(EZEF L2V EANAS A3l B-ZAA A0 WS st AAld 10.2100 7]A1E nfe} 2
2 Ao wgt FA4 gES WA nAZ 539 (50%). mp 99-101 C. MS (ES+) m/z 456.3 (M + 1

=

127

~—

A Ao 10.39

1'-wgdav 2 [FR[2,3-f][1,3]0%0]L4&-7 3" -¢1E]-2" (1'H)-=9

O O>
oot

\

EO"
O_l..

5,5-tH|el-5 6-T)3| =2 A0 2 [MZ([1,2-b:5,4-b' [T F&-3,3'-¢1=]-2' (1'H)-= Al AU R[FER[2,3-
f101,3]MET &7, 3' Q1 5]-2'(1'H)-5 A}83tn 2-(BardE)-5-(EgZR2oave)Ead gal 225w
EhS ALESHE v-AA A WES Fasta e 10,210 Z1AE vhe} 22 dxpel| whEh XA sRtES WA

TAZ FESYT (72%). mp 142-144 C. MS (ES+) m/z 296.2 (M + 1).
Ao 10.40

1'-Z2AANR[FRE[2,3-f][1,3]HFT])2£4-7 3" -¢1&]-2'(1'H)-&9 A

5,5-0ue-5,6-t3 =2 A2 [WHWZ*[1,2-b:5,4-b" [T Fe-3,3' -A=]-2"' (1'H)-< SRS I Z2[FE[2,3-
f101,3]M %0 24-7,3'-2A0E]-2"(1'H)-2& A&35t3 2-(BErde)-5-(EgZF o ade)FEed i -nar
23S AFEShE M-EAAC WES st AAd 102100 ZIAE vike} 2 AXje] wEl A ES
WA A2 FESIATE (64%). mp 158-160 C. MS (ES+) m/z 324.4 (M + 1).

A Ao 10.41

1'-(2,1, 3~z At olE-5- AW e ) A0 Z2[F2([2,3-f][1, 3]0 FH2£-7,3'-21=]-2' (1'H) -9 34

5,5-0WE-5,6-t 3| =2 A 2 [W£[1,2-b:5,4-b' | F&-3,3' -2 512" (1'D-&  ©a 2392
101,319 %0 2%-7,3' -5 ]-2'(1'H)-2S A}835l1 2-(B2EuE)-5~(EZZo2ve)F&d hal 5-(HZ
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[2094]

[2095]

[2096]
[2097]

[2098]

[2099]

[2100]

[2101]

[2102]
[2103]

[2104]

[2105]
[2106]

SS=50ol 10-1432460

=t = S AMESE H-EA A HES st AAld 10.2190 71" 8pep g
Ao whel A SFES WA AR FEIT (17%). mp 163-165 C. MS (ES+) m/z 414.4 (M + 1).

U-[(-mE-T- 2B olE-6-d) v | Ay 2 [F2[2,3-][ 1,312 5E-7,3' -1 & ]2 (1'I) -2 &4

0 o)
>
| /Eo

Z N
\

5,5-0 W E-5,6-H3| =2 A9 2 [WlZ[1,2-b:5,4-b"' [T Fe-3,3' -AE]-2' (1'H)-& il =3I [FE[2,3-
f101,3]1 M x20&&-7,3'-1&]-2' (1'D)-2& AR&stal 2-(HERWE)-5-(EgEF2vd)Fd il 6-(H=
Boe)-1-vWe-1H-HxEgolES Algste H-Z2AH] WS Fdsta Ao 10.210] 71AE vpe} 22 A
Zpoll whel FA FES WA uA R FESAY (17%). mp 230-235 CT. MS (ES+) m/z 427.3 (M + 1).

Ao 10.43

tert-58  4-[(2'-24-5 6-Ts| =2~ Z [WZ[1,2-b:5,4-b' ]T]F-3,3'-A=]-1"(2'H)-<)H D |+ 2|
1-7t2 54 g o] E 34

=

5,5-tme-5,6-t 8| ER AV 2 [WF[1,2-b:5,4-b" |TF7-3,3' 1= ]-2" (1'D-2 thal 5,6-t3|=2av 2]
2[1,2-b:5,4-b' JUF-3,3' == ]-2" (1')-2&  ARSstar 2-(BREME)-S-(EgEFeme)Frad il
tert-4g 4-(BREME) A d-1-7t2 50| EE AbEahs v-dA e MPS st Ao 10.219] 7]
A vpep 22 dapel] wet ¥4 ggt=s WA LAR #5330 (58%). mp 96-98 T.

"H NMR (300 MHz, DMSOQ-d;) 8 7.84-6.85 (m, 4H), 6.40 (s, 1H), 8.37 (s, TH),

4.68 (ABq, 2H), 4.46 (t, 2H), 4.06-3.73 (m, 2H), 3.68-3.45 (m, 2H), 2.92 (1, 2H), 2.63 (s,
2H), 2.04-1.82 (m, 1H), 1.76-0.66 (m, 13H); MS (ES+) m/z 477.4 (M + 1).

1'-(2,3-gZF e 2dA)-5 6-Hs| =220 2 [H%[1,2-b:5,4-b' JTF&-3,3'-CE]-2" (1'H)-29] A
O~ X0
S
CrL
Z N

e

F
5,5-0We-5 6-t3 =2 A Z[MF[1,2-b:5,4-b" T F&-3,3'-C1=]-2' (1'D)- WAl 5,6-t3 =22 (4
Z[1,2-b:5,4-b" | F&-3,3'-A=]-2' (1'D)-2S AFEsta 2-(RE2EYE)-5-(EEFezdE)Fd gl 1-
(ReEvE)-2,3-tEFe2ilAle ARshs H-244Ql MEs sadsta AAld 10.210] 7148 wpeh 2
Aztel whgt %A eSS HA DA Z S5 (67%). mp 156-158 C.
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[2107]
[2108]

[2109]

[2110]

[2111]

[2112]
[2113]

[2114]

[2115]
[2116]

[2117]

[2118]

[2119]

[2120]

SS90l 10-1432460

H NMR (300 MHz, DMSO-d) & 7.50-6.85 (m, 7H), 6.43 (s, 1H), 6.39 (s
1H), 5.01 (g, 2H), 4.75 (dd, 2H), 4.46 (t, 2H), 2.92 (t, 2H); MS (ES+) m/z 406.2 (M + 1).

A Ao 10.45

1'-(3 2 -2- 21 9 8)-5,6-F1 8] = 2 23 2 (W[ 1,2-b:5,4-b' | F2-3,3'-01 8 ]2 (1D~ =g Feetols
o 34

5,5-tH9-5,6-t]s| = e A9 2 [W%[1,2-b:5,4-b" Y F&-3,3' Q=] 5,6-0] 3| =2 v 2 [
Z[1,2-b:5,4-b' 1HF&-3,3'1E]-2' (1'D-=& AMEstaLl 2-(B2RME)-5-(EgEFe2md)Fa il 2-
(rErdeE)ydd sz 2ulo]ts AL&sf= H]-ZAA A<l HE 219 71419 Axpo)
wl 1'-(FJHd-2-dwE)-5,6-t)s| =220 2 [MF[1,2-b:5,4-b"] %
2 F5EIe™ (27%), °l& CHLLONA oH=Z & H1E HFo=

208-210 C.

o
_>.4_',
AN
ofi
ol
s

<
2
ot
)
i
tlo
&
i

ol
ol

1

H
NMR (300 MHz, DMSO-dg) § 8.78-8.53 (m, 1H), 8.05 (1, 1H), 7.64-7.47 (m, 2H), 7.30-
6.92 (m, 4H), 6.59 (s, 1H), 6.38 (s, 1H), 5.24-5.06 (m, 2H), 4.78 (ABaq, 2H), 4.46 (1, 2H),
2.94 (t, 2H); MS (ES+) m/z 371.4 (M + 1).

Ao 10.46

1'-(4-HEAHA)-5,6-T)3| =2 A0 2 [MZ([1,2-b:5,4-b' ] F&-3,3' -2 =]-2' (1'H)-&9] A4

3'-RIE]-2'(1'H-2 "4l 5,6-H3| =292 [
-(BRrdE)-5-(EgEFezdeE)Fd gl 1-
st AAle 10.2100 71AE wiel e Ao
|2 53890t (56%). mp 120-121 C. MS (ESt) m/z 400.2 (M + 1 ).

5,5~ 9-5,6-t]8| =& ~9] & [ %[1,2-b:5,4-b" | T] F&-3,
Z[1,2-b:5,4-b" | F&-3,3'-Q1&]-2' (1'H)-2S A}gsta
(ZE2AD)4-EA WA S AHgshs v-dRHe WP e
oo Al e wa

Ao 10.47

24

4'-B2R-1"{[5-(EfEFoeazve)-2-Fd e} =2 [F2[2,3-1][1,3|W20]&&E-7,3'-AE]-2"' (1'H)-
29 A

NN-EEZEoE (500 al) ¥ 4'-HEREAYZ[FZ[2,3-f][1,3]M205E-7,3'-1E]-2' (1'H)-&
(0.48 g, 1.33 mmol)9] &M F43UEF (0.08 g, 1.98 mmol, %% Z 60% WAFN)S 0 CTolA gk ¥
A7ratgdvt. Whg ERFES 0.5 AIRF $F wykgk $of NN-tHEExFolrE (1.00 nl) F 2-(HEEAE)-
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[2121]
[2122]

[2123]

[2124]
[2125]

[2126]
[2127]

[2128]

[2129]

[2130]

[2131]
[2132]

[2133]

Olﬂ

=50l 10-1432460

3, & (5.00 m
De N8 BAse ATRAG. s ERES Y oMIHOE (x20.0 a)E FEen, dw
AR, F4 ES Aol A a@mz, olmsgTt.  olnEe AFstel = AxAALG. ARl
s ole olMHo|E A (35%)07 £E3: AW ARnEIHYS Fiste] TA HFES T AR

253190k (0.46 g, 69%).

"H NMR (300 MiHz, CDCly) § 7.22-7.14 {m, 2H), 6.94
(dd, 1H), .73 (d, 1H), 6.46 (s, 1H), 6.39 (d, 1H), 6.04 (s, 1H) 5.86 (dd, 2H), 4.94 (ABq,
2H), 4.92 (ABq, 2HY); °C NMR (75 MHz, CDCly) 8 177.0, 157.2, 151.6, 151.5, 149.3,
143.4, 142.2, 130.5, 127.8, 129.6, 120.1, 116.0, 112.7, 109.5, 107.9, 102.5, 101.6,

93.3, 77.1, 59.6, 37.1; MS (ES+) m/z 508.2 (M + 2).

A Ao 10.48

4'-BER-1"'-{

[5-(E7]
-2'(1'H)-29] &4

il

Fozvga)-2-FY | Wel}-5 6-ts|ER2 AT R [WIZ[1,2-b:5,4-b' [T F-3,3' - =]

4 -B 2R AT R[EZ[2,3-][1,3]MEL]SE-7,3'-20%]-2'(1'D)-& il 4'-B -5 6-r)s| @y z [z
[1,2-b:5,4-b' 5] 3F&-3,3' -¢1=]- S sl AAld] 10.479] 7A€
uhe} e Axje] wel A SFES 74 AR 5T (76% mp 182-184 .

"H NMR (300
MHz, CDCls) 5 7.21-7.11 (m, 2H), 6.92 (dd, 1H), 6.74 (d1H), 6.41 (d, 1H), 6.38 (s, 1H),
6.37 (s, 1H), 5.10 (d, 1H), 5.02 (d, 1H), 4.87 (d, 1H), 4.81 (d, TH), 4.53 (t, 2H), 2.98 (1,
2H); *C NMR (75 MHz, CDCL) § 177.3, 162.4, 162.2, 151.5, 143.4, 130.2, 127.7,
120.5, 120.0, 119.7, 118.4, 117.0, 112.7, 112.6, 109.5, 107.8, 92.9, 77.1, 72.4, 59.1,
37.0, 28.9; MS (ES+) m/z 506.3 (M + 1).

A Ao 10.49

4'-prr-l-mday g [ F2[2,3-][1,3]HMxH5E-7,3' -0 &]-2" (1'D)-=22] §4

~
Rl
oo
_OL
rlr
E
E
S
ro
rE
ofh
o
n
o2
of
ol
=
il
>
2

2-(BREWY)-5-(EEF 2
10.479) 714" vpe} 22
"H NMR (300
MHz, CDCls) § 7.19 (d, 1H), 7.17 (s, 1H), 6.84 (dd, 1H), 6.46 (s, 1H), 6.08 (s, 1H), 5.86
(dd, 2H), 4.90 (ABq, 2H), 3.25 (s, 3H); °C NMR (75 MHz, CDCls) § 177.3, 157.2,

149.2, 145.1, 142.0, 130.4, 129.9, 127.3, 118.9, 116.3, 107.3, 102.7, 101.5, 93.3, 77.3,
59.7, 26.9; MS (ES+) m/z 376.4 (M + 2).

A Al 10.50

tert-F8 4-[(4'"-BER-2'-SH2 292 [F2[2,3-1][1,3|W20&E&-7,3'-JE]-1' 2'DH)-H L |9 d g d-1-
Ft2 Ao E A4
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[2134]

[2135]

[2136]
[2137]

[2138]

[2139]

[2140]

[2141]
[2142]

[2143]

[2144]
[2145]

SS=50l 10-1432460

(-2 d | S5A ) v o2l d-1-7t=
—AARAR MES st AAld 10.4790 714 € wheh 22 Axpel wet A 3gt

RI')
&
fr
!
=)
i}
7
(@n]
A
[
i)
= e
el
to
fru
=2
i}
-4
s
=
2
o
=
> -{IlI
i}
S

"H NMR (300 MHz, CDCl3) § 7.17 (d, 2H),
6.83 (, 1H), 6.46 (s, 1H), 6.04 (s, 1H), 5.87 (d, 2H), 4.89 (ABg, 2H), 4.11 (d, 2H), 3.73-
3.42 (m, 3H), 2.66 (t, 2H), 2.03-1.90 (m, 1H), 1.43 (s, 9H); 3C NMR (75 MHz, CDCls) 8
177.6, 157.3, 154.7, 149.2, 144.8, 142.1, 130.3, 129.8, 127.3, 120.2, 116.3, 107.6,
102.4, 101.6, 93.4, 79.6, 77.2, 59.6, 46.1, 43.4, 34.9, 28.4; MS (ES+) m/z 581.4 (M +
23), 579.4 (M + 23), 503.3 (M - 57), 501.3 (M - 57).

2 A4 10.51

=T

1'-[(3, 5t " o] At E-4-)md | =9 Z [F2[2,3-f][1,3]Wl 2] 547 3" -<1=]-2' (1'D)-2¢] 4

O30,

Ly
(e]
N

e}

4'-B 2RI Z[FR2[2,3-1][1,3] 020 L£5-7,3'-A=]-2'(1'DH-2 Ui A2F2[F2[2,3-(][1,3]M=]5E
-7,3'-AE]-2"(1'D-2& AFE3 }1 2-(B2EWY)-5-(EgEFoz2vd)F e il 4-(F22vY)-3,5-tw g
o] EHALES AMESE RI-AAA Y WES Fstal AAd 10.4790 V1AE wkel 22 A weEl 2A sEE
S B AR 5T (35% . mp 165-167 C.

"H NMR (300
MHz, CDCly) § 7.24 (4, 1H), 7.16 (d, 1H), 7.05 (t, 1H), 6.72 (d, 1H), 6.50 (s, 1H), 6.05
(s, 1H), 5.85 (d, 2H), 4.75 (ABq, 2H), 4.67 (ABq, 2H), 2.46 (s, 3H), 2.22 (s, 3H); 3C
NMR (75 MHz, CDCly) § 177.5, 167.1, 159.1, 156.1, 149.1, 142.4, 141.7, 131.8, 129.0,
124.3, 123.8, 118.9, 108.8, 108.6, 102.9, 101.8, 93.8, 80.6, 58.2, 33.3, 11.5, 10.7, MS
(ES+) m/z 391.3 (M + 1).

2 A4 10.52

1'-(2-Fdue) 20 2 [FZ2[2,3-f][1,31HMZ02&-7,3' -2 E]-2' (1'D-9 A4

Q

L/
4'-BRR AV E[FR[2,3-f][1,3]M20E4-7,3'-%]-2'(1'D- A A2¥Z[FZ[2,3-f][1,3]Hx0$E
-7,3' - E]-2"(1'D-2& AHgsta 2-(BErdd)-5-(Eg 2R zvd)Frd i 2-FezrdFras 2183
t A-AAA0 WS Fasta AAo 10,4791 71AE wie} 7 Axje] wEl A4 SFEES T nAR 5
S35k tk (40%). mp 110-112 C.
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[2146]
[2147]

[2148]

[2149]

[2150]

[2151]
[2152]

[2153]

[2154]

[2155]

[2156]

[2157]

o
J
Jm
Qu

10-1432460

*H NMR (300 MHz, CDCl) 8
7.35-7.33 (m, 1H), 7.29-7.23 (m, 1H), 7.15 (d, 1H), 7.06-7.00 (m, 2H), 6.50 (s, 1H),
6.34-6.31 (m, 2H), 6.10 (s, 1H), 5.85 (dd, 2H), 4.92 (ABg, 2H), 4.79 (ABg, 2H); *°C
NMR (75 MHz, CDCly) 8 177.1, 155.9, 149.0, 148.9, 142.6, 142.3, 141.8, 132.2, 128.9,
123.8, 123.5, 119.5, 110.6, 109.3, 108.7, 103.1, 101.5, 93.6, 80.4, 58.2, 37.1; MS
(ES+) m/z 362.5 (M + 1).

A Al 10.53

el 5-(2'-&A2TR2[FR[2,3-][1,3|MFT%E-7,3'-AE]-1"(2'ID-Y) FEf = ]| EQ] A

4'-BERANE[FE[2,3-1][1,3]0NFEEE-7,3'-AE]-2" (1'D)-= thal 29 2[F2[2,3-f][1,3
-7.3'-91= 2" (M'-&= AMESha 2-(MEEAE)-5-(E S5 e 2me)Fe fiil od 5-Hawy
AFEShE H-EA A WE S st el 10.470 Z1AE wieF 22 A

Az 539 (62%).

"H NMR (300 MHz, CDCls) § 7.28 (1, 1H),
7.14 (d, 1H), 7.03 (t, 1H), 6.88 (d, 1H), 6.48 (s, 1H), 6.13 (s, 1H), 5.84 (d, 2H), 4.76
(ABq, 2H), 4.07 (g, 2H), 3.87-3.65 (m, 2H), 2.35 (t, 2H), 1.80-1.64 (m, 4H), 1.20 (t, 3H);
BC NMR (75 MHz, CDCly) § 177.4, 173.1, 155.9, 148.8, 142.3, 142.2, 132.5, 128.9,
124.04, 123.3, 119.5, 108.6, 103.0, 101.5, 93.6, 80.5, 60.4, 58.2, 39.9, 33.7, 26.8,
22.2,14.2; MS (ES+) m/z 432.09 (M + 23).

A Al 10.54

g 4-(2'-2AAFR[FRE[2,3-f][1,3]HFT]24-7,3'-2AE]-1"(2'H)-Y) F-E} o 0] E 9]

t
o,

4'-B 2R AT R[FR[2,3-f][1,3] 020457 3'-90%]-2'(1'H)-& A 29 2[F&[2,3-f][1,3]4
-7,3'-91E]1-2' (1'DH-2& A&3ta 2-(B2EHE)-5-(EZFoZvE)F e il oE 4-H2 T RE|Yo|EE
AREShE v ARl MPGS FaAstal AAle] 10.470] Z]AlE wheh 2 A met w4 sgES A =
A2 FEIIUT (80%).

"H NMR (300 MHz, CDCly) § 7.29 (t, 1H),
7.14 (d, 1H), 7.04 (d, 1H), 6.99 (d, 1H), 6.48 (s, 1H), 6.18 (s, 1H), 5.84 (d, 2H), 4.76
(ABq, 2H), 4.11 (g, 2H), 3.88-3.71 (m, 2H), 2.40 (1, 2H), 2.03 (t, 2H), 1.21¢t, 3H); *°C
NMR (75 MHz, CDCls) § 177.4, 172.8, 156.0, 148.9, 142.4, 142.2, 132.4, 129.0, 124.0,
123.3, 119.4, 108.7, 103.0, 101.5, 93.6, 80.5, 60.7, 58.2, 39.6, 31.2, 22.6, 14.3; MS
(ES+) miz 418.08 (M + 23), 396.1 (M + 1).

A Al 10.55
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[2158]

[2159]
[2160]

[2161]
[2162]

[2163]

[2164]
[2165]

[2166]
[2167]

[2168]

[2169]

[2170]

S=50ol 10-1432460

1'-(1,2,4-&A v op&=-3-dm e A0 2 [FZ[2,3-f][1,3]HFTLE-7 3'-2=]-2"' (1'H)-&9 A

4'- HEDAAE Ti[z 3-f1[1,31W%20%4-7,3'-A05]-2'(1'D)-2 Al A¥Z2[F2([2,3-f][1,3]H%HSE
' 13(3iiuﬂg)124j}
A70) Z1AE wke} e Axpel] wEk ¥A sEES

"H NMR (300
MHz, CDCly) 8 7.39 (dt, 1H), 7.20-7.13 (m, 3H), 7.05 (d, 1H), 6.50 (s, 1H), 6.12 (s, 1H),
5.86 (dd, ZH), 4.78 (ABq, 2H), 4.88 (s, 2H); °C NMR (75 MHz, CDCls) & 176.7, 1156.0,
149.3, 142.5, 139.6, 131.6, 129.4, 124.8, 124.5, 118.4, 113.6, 108.7, 103.0, 101.7,
93.7, 80.3, 58.2, 29.7, 28.0; MS (ES+) m/z 365.2 (M + 1).

A Al 10.56

1'HA[5-(3-F22dd)2-FHHe A9 2 [F2[2,3-f][1,3]HF03£-7,3' -2 E]-2' (1'H)-&9]

0 Q,
)
No

zt
oX,

0.
9 al

4'—2;13@“4& [FFRE[2,3-1][1,31M=0=4-7,3'-A=]-2"(1'D-2 A 2IZ[FZ[2,3-][1,3]1HM=] =%
~7,3'-0E]-2' (1'D)-2& AHE8ta 2-(BERWE)-5-(EYEF2rE)Fd Ui 2-(F22WE)-5-[3-F=2
iiﬂé]—ﬁr%% AbgalE H-ZAA A WMES F8sla AAd 10.479] 7]AE wel e Aol whel ®A| 3}
S A uAR $E5EAY (22%). mp 205-207 C.

3;‘:11—

>

H NMR (300
MHz, CDCls) 5 7.55 (t, 1H), 7.46 (ct, 1H), 7.28 (d, 2H), 7.21-7.14 (m, 2H), 7.09-7.04
(m, 2H), 6.59 (d, 1H), 6.50 (s, 1H), 6.40 (d, 1H), 6.10 (s, 1H), 5.84 (dd, 2H), 4.98 (ABg,
2H), 4.80 (ABg, 2H); *°C NMR (75 MHz, CDCl;) § 177.2, 155.9, 152.5, 149.2, 148.9,
142.4, 141.7, 134.8, 132.1, 132.0, 130.1, 128.9, 127.5, 124.0, 123.7, 123.6, 121.7,
119.4, 110.8, 109.2, 106.9, 103.0, 101.5, 93.6, 80.4, 58.2, 37.3; MS (ES+) m/z 472.2
(M + 1),

A Al 10.57

1'-(3-F 22X 2I) AR [F2[2,3-f][1,3/HMF0L%-7,3'-2=]-2' (1'H)-&9 A

)

O O,
[ =0
Z TN
cl
A-BRREAAR[FR(2,3-f][1 3205573 R1E]-2' (1'D-2 dial 292 [F([23-][13]0x205E
—7,3‘—6%]—2 A'M-2= A}%o}ﬂ 2-(BHERHE)-5-(EISFE2ME) e gl 1-HER-3-FR a2 aghs
AREshE W-AA A M E FAska AAe] 10479 1Al vhek e AAbe] whet mA] Sges 7 A

2 FEIYY (22%). mp 144-146 C.
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[2171]
[2172]

[2173]

[2174]

[2175]

[2176]
[2177]

[2178]

[2179]
[2180]

[2181]
[2182]

SS90l 10-1432460

"H NMR {300 MHz, CDCl) &
7.31 (dt, 1H), 7.14-7.12 {m, 2H), 7.01(t, 1H), 8.65 (s, 1H), 6.23 (s, 1H), 5.89 (s, 2H),
4.68 (ABq, 2H), 3.85-3.79 (m, 2H), 3.67 (1, 2H), 2.06 {t, 1H); °C NMR (75 MHz,
DMSO-dg) 5 177.2, 155.8, 148.7, 142.9, 142.2, 132.4, 120.3, 124.1, 123.3, 1203,
109.3, 103.6, 101.7, 80.3, 57.8, 43.4, 30.6; MS(ES+) m/z 358.2 (M + 1).

A Ao 10.58

U'-[(2-ol2Z2d-1,3-5AE-4- D | 2y 2 [F2([2,3-f][1,3]Wl2H 5&-7,3"'-A=]-2" (1'1)-22 &4

4'-BR2RAIZ[FR[2,3-1][1,3] 020 L£5-7,3'-A=]-2'(1'D-2 Ul AF2[F2[2,3-(][1,3]MF=]5E
-7,3'-91E]-2' (1'D-2& A&3ta 2-(BE2EHE)-5-(EQZFo2veE)F e il 4-F22ve-2-0]hx a2y

S gt AAle] 10.479] 1Al wpe} 2 Axapel wEp A FFES
FA AR 53T (22%). mp 118-120 T.

"H NMR (300
MHz, DMSO-ds) § 7.97 (s, 1H), 7.24 (, 1H), 7.13 (d, 1H), 7.05 (d, 1H), 6.98 (t, TH),
6.65 (s, 1H), 6.26 (s, 1H), 5.88 (d, 2H), 4.85 (d, 1H), 4.77 (d, 1H), 4.71-4.66 (m, 2H),
3.04-2.95 (m, 1H), 1.18 (dd, 6H); °C NMR (75 MHz, DMSO-ds) § 176.9, 169.1, 1558,
1487, 142.4, 142.2, 136.8, 135.2, 132.4, 129.2, 123.9, 123.4, 120.5, 109.9, 103.6,
101.9, 93.7, 79.9, 57.9, 36.2, 28.1, 20.7, 20.6; MS (ES+) m/z 405.2 (M + 1).

A Ao 10.59

1'-[(1-HEg-1H- =o]n|t}&-2-d) e | A9 2 [F2[2 3-f][1,3]HZT]LE-7,3'-¢0%]-2"' (1'H)-<9] A

4'-BRRAMZ[EZ[2 3-f][1,3] 20 EE-7,3'C%]-2'"(1'H)-& A 29 =2[F2[2,3-f][1,3]Hx0]%
-7,3'01=]-2' (1'H)-2& AMgstn 2-(R2rdE)-5-(EgZF o2 eE)F il o-(BardE)-1-wE-1H-
HlzolnEES ALgslhs H-ZAAHA HYS st AAd 10.479] 714" vk} 2 dzapdl w2k 34 3}
FES FA AR =559 (22%). mp > 250 T.

"H NMR (300

MHz, CDCls) § 7.71 (d, 1H), 7.65 (d, 1H), 7.54 @, 1H), 7.39 (t, 1H), 7.30-7.24 (m, 1H),
7.16 (d, 1H), 7.05 (d, 2H), 6.63 (s, 1H), 6.49 (s, 1H), 6.44 (d, 1H), 6.11 (s, 1H), 5.83 (d,
2H), 4.99 (ABq, 2H), 4.80 (ABg, 2H); "*C NMR (75 MHz, CDCl;) § 177.2, 155.9, 150.6,
149.6, 148.9, 142.3, 141.7, 132.1, 131.8, 129.8, 128.9, 127.9, 126.8, 126.7, 126.6,
123.9, 123.6, 119.4, 111.0, 110.9, 110.6, 109.3, 103.1, 101.5, 93.6, 80.4, 58.2, 37.3;
MS (ES+) m/z 506.3 (M + 1).

A Al 10.60
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[2183]

[2184]

[2185]

[2186]
[2187]

[2188]

[2189]
[2190]

[2191]
[2192]

[2193]

[2194]

[2195]

SS=50ol 10-1432460

1'-[(2-824-1,3-AZEo}Z-32)-H)ME 2T 2 [F2[2,3-f][1,3] 20 &4-7,3'-A05]-2' (1'D)-29] A

R
NLS %Q

4"-BRRAMZ[EZ[2 3-f][1,3] M%7 3" = ] "(1I'H)- WAl A Z[FE([2,3-1][1,31HMF S %
-7,3"-AE]-2"(1"D)-2& AF&3ta 2-(BEEvdE)-5- E]%?Oiuw) 2 gl 3-(BEREEE)Z[d]E o}
Z-2(3H)-&5 A3l H-ZAAZ ] HES ?fsgéﬁ IAlof 10.4790 71AE wpe} 22 Axfo| wmEl ¥ A 35t

& A AR S5 (31%).

H NMR (300 MHz, DMSO-d¢)
57.67 (d, 1), 7.41 (¢, 1H), 7.85-7.29 (m, 3H), 7.23-7.14 (m, 2H), 7.05 (t, TH), 6.68 (s,
1H), 5.94-5.85 (m, 5H), 4.69 (1d, 1H); "°C NMR (75 MHz, DMSO-d) 8 178.1, 170.6,
155.0, 148.0, 142.2, 141.0, 136.1, 131.8, 129.6, 127.3, 124.5, 124.4, 124.3, 1237,
121.5, 119.8, 112.1, 110.0, 103.4, 101.9, 93.8, 80.3, 58.3, 47.8; MS (ES+) m/z 467.2

(M + 23).

A Ao 10.61

U'-[(6-222-2-Fod)me]-5' -EF L2 Ay 2 [F2([2,3-f][1,3]Hlxt5&-7,3" -A=]-2"(1'I)-22 &4

4'—Ei9¢ﬁ4i[%§i[ 3-f101,31M 2 84-7,3'-¢15]-2' (1'H)-2 o2 5'-ZRQBRANR[FR[2,3-
f101,319 % 54-7,3' -0 &]-2' (I'D)-25 AFE3tL 2-(HERWE)-5-(EYEFo2vd) & til 5-F 2=
-2- (Jiiuﬂﬂ)ﬂoﬂ S AbgsheE H-ZAA MYS st AAld 10.470 71A1E vpel e Hxpof upe)
T4 SFES T A2 59T (76%). mp 142-144 C.

"H NMR (300
MHz, DMSO-ds) 8 7.22-7.17 (m, 1H), 7.14-7.13 (m, 1H), 7.12-7.10 (m, 2H), 6.96 (d,
1H), 6.68 (s, 1H), 6.13 (s, 1H), 5.91 (d, 2H), 5.02 (ABq, 2H), 4.73 (ABg, 2H); °C NMR
(75 MHz, DMSO-ds) 8 176.9, 161.0, 157.8, 156.0, 149.0, 142.2, 138.3, 138.2 (d, “Jer =
7.0 Hz) 133.6 (d, 3Jer = 33 Hz), 128.3, 127.8, 127.1, 119.5, 115.6 (d, "Jer = 93 Hz),
112.5 (d, "Jer = 100 Hz), 110.8 (d, *Jer = 32 Hz), 103.2, 102.0, 93.9, 79.8, 58.2 (d, *Jer
=7.0 Hz), 39.0; MS (ES+) m/z 430.1 (M + 1).

A Ao 10.62

-[-g22-2-Fd)ve | av 2 [F2(2,3-1][1,31MxH5E5-7,3" -0 &]-2" (1'D)-=22] &4

T fgEF22dg (50.0 nL) T (-FR2-2-F)WEE (2.03 g, 15.3 mmol)9] WY & Eg]o Lo}
(4.64 g, 45 9 mmol)S H7IE Fo Eled FRo|= (3.64 g, 30.6 mmol)E F7IeFvk. whE E3E

TollA 30 & ot HPoh >3t ARy (25.0 L) o2 AU, FAAFS BT ,
% 443 HCI (20.0 mL), <7 (20 nb) 2 AH3}aL, T UG EF oA dxA71a, oAsgltt. o9&
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SS90l 10-1432460

Agstel % AXAA S-FRE-2-FERAEFNE Y odR ST F4 NN-UHEEZEom =
(3.00 mL) & 7] 2 &A= oo Frhe A flol A F NN-HH-EZFoE (9.00 nl) & =]
Z[FE[2,3-11[1,3]M20%£-7,3'-21E]-2' (1'H)-& (0.84 g, 3.00 mol) H FAFSHIEF (0.48 g, 12.0
mmol) 9] Eets=el H7bskgitt. whe EES 70 TAlA 16 ARF &/t hdstar, dzos ARl S 23}

1 O
dektEE (5.00= F7esith. NN-fHEd2Soln=g uzleste] AAsn. Aies odld obAHE
(100 mL) = 3]Askar, 10% <4 HCl (25.0 nL), < (25.0 mL)2 AHstar, T GUEF oA x4
h A, ARBE DFe BF AXAAT. @A BRE) e g opHElol =/ (35%)e

62%)S A LAZ 553U, mp 148-

m;
i
—_
(e
~
%

2 g&ske 4y azneadnE FPetd B4 3
150 C.

"H NMR
(300 MHz, DMSO-d) § 7.28 (t, 1H), 7.156-7.12 (m, 2H), 7.01 (d, 1H), 6.67 (s, 1H), 6.60
(d, 1H), 6.39 (d, 1H), 6.10 (s, 1H), 5.89 (d, 2H), 4.89 (ABq, 2H), 4.72 (ABqg, 2H); e
NMR (75 MHz, DMSO-ds) § 176.9 155.8 149.7, 148.8, 142.2, 142.1, 134.8, 132.1,
129.3 124.1, 123.7 120.2, 112.0, 109.9, 108.2 103.2, 101.9, 93.8, 80.0, 57.9 37.0; MS
(ES+) m/z 396 (M + 1).

[2196]
[2197] 2 Ao 10.63
[2198] 1'-[(4-31=FA]-1,2,2,6,6-dElHE g2l d-4-D)wE |~ Z [F2[2,3-1][1,3] 20 &£-7,3' -UA =]~
2'(1'H)-=9] &4
[ ENGe}
Ly
~0
N Oﬁ\k
N\
[2199]
[2200] (5-FRE-2-Fd)vers 4l 5,5,6,7,7-WEpE-1-FA}-6-0pA =9 2 [2 5] S &S AREShs Bl-Z2 A #Y
S Fstar AAlo 10.62¢0 Z1A" BRe} ZE Aapol|l wEt A SFES A AR FEIUY (70%). mp
210-214 TC.
"H NMR (300 MHz, DMSO-ds) § 7.29 (d, 1H), 7.24 (¢, 1H), 7.10 (d,
1H), 7.01 (t, 1H), 8.66 (s, TH), 6.45 (s, 1H), 5.90 (d, 2H), 5.20 (br, 1H), 4.70 (ABq, 2H),
3.57 (g, 2H), 3.30 (s, 3H), 2.01-1.83 (m, 4H), 1.45 (s, 6H), 1.34 (s, 6H); °C NMR (75
MHz, DMSO-0d5) § 178.5, 156.0, 148.7, 144.5, 142.2, 132.3, 128.9, 123.8, 123.2, 120.3,
110.9, 104.1, 101.9, 93.7, 80.9, 71.6, 65.3, 57.8, 52.6, 30.2, 28.7, 22.1; MS (ES+) m/z
[2201] 465.4 (M + 1).
[2202] A A4 10.64
[2203] 1'H{[5-(2-F229d)-2-F e~ 2 [F2[2,3-f][1,3]MNE0]$E-7,3'1IE]-2'(1'H)-=9 F4
O o]
Ly
O
PR
N 0.
=/
[2204] ¢
[2205] (G- 22-2-FH)WEE YAl [6-C-F22dd)-2-FHHEES AMEste H-ZAA A dE8S Fsta A
o 10.620] 71AlE vk} 2 dxpol| wat A sSES T AR FEIAT (48%). mp 148-150 C.
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[2206]
[2207]

[2208]

[2209]
[2210]

[2211]
[2212]

[2213]

[2214]

[2215]

[2216]
[2217]

[2218]

[2219]

[2220]

SS90l 10-1432460

"H NMR (300 MiHz, CDCls) 8 7.74 (d, 1H), 7.39 (d, 1H), 7.29 (d, 1H), 7.24 (d,
1H), 7.19-7.15 (m, 2H), 7.08-7.04 (m, 3H), 8.51 (s, 1H), 6.45 (d, 1H), 6.12 (s, 1H), 6.84
(s, 2H), 4.99 (ABq, 2H), 4.78 (ABq, 2H); "*C NMR (75 MHz, CDCl,) § 177.2, 155.9,
150.3, 149.0, 148.6, 142.4, 141.8, 132.1, 130.8, 130.0, 128.9, 128.7, 128.2, 127.7,
126.9, 123.9, 123.6, 119.4, 111.8, 110.7, 109.2, 103.1, 101.5, 93.6, 80.4, 58.2, 37.3;
MS (ES+) m/z 472.2 (M + 1).

A Al 10.65

-[G-ME-2-F)HE | AT Z[F2([2,3-f][1,3] 2] ££-7,3'-A5]-2' (1'D)-22 &4

O
‘\L/fCHa

(5-F22-2-FH)vere Al G-vEd-2-F)HerES ALgsts B-Z2A A My $=astar AAd 10.62°]
7148 wie} e Ao wel FA FES FA aAZ F5EIAT (70%). mp 117-119 C.

*H NMR (300
MHz, DMSO-de) 8 7.26 (1, 1H), 7.12 (t, 2H), .99 (1, 1H), 6.67 (s, TH), 6.32 (d, 1H),.6.07
(s, 1H), 5.97 (d, TH), 5.89 (d, 2H), 4.84 (ABq, 2H), 4.72 (ABq, 2H); *C NMR (75 MHz,
DMSO-de) § 176.8, 155.7, 151.9, 148.8, 147.7, 142.3, 142.2, 132.1, 129.2, 124.0,

123.5, 120.4, 110.1, 110.0, 107.0, 103.2, 101.9, 93.8, 79.9, 57.9, 37.2, 13.7; MS (ES+)
m/z 376 (M + 1).

A Ao 10.66

-[(-RER-2-FR)HY | A 2 [F2[2,3-f][1,31MEH5E-7,3'-A=]-2" (1'H)-29] &4

G-EFR2Z-2-FHHeEE il (-HER-2-F)1
of 71AE nie} e HAjo| wel A FJFTES F

22 Agae W-A4 49 NS st A6 10.62
1% S5tk (76%).

= om

B

al

'H NMR (300 MHz, DMSO-d;) &
9.29 (s, 1H), 7.69 (dt, 1H), 7.32-7.26 (m, 2H), 7.04 (d, 1H), 6.99 (d, 1H), 6.71 (d, 1H),
6.02 (s, 1H), 4.91 (ABq, 2H), 4.47 (t, 2H), 3.08 (t, 2H); *C NMR (75 MHz, DMSO-d;) &
176.9, 160.4, 156.3, 153.8, 149.7, 146.1, 137.5, 130.9, 130.8, 126.5, 125.8, 123.1,
121.5, 118.8, 116.4, 108.3, 96.7, 76.6, 71.9, 45.7, 29.1; MS (ES+) m/z 440.1 (M + 1),
4421 (M + 1).

A Al 10.67

-[(-FRE-2-Ho )] =u Z[F=[2,3-f][1,3]Wl2r] 547, 3" -21=]-2' (1'DH-2¢] 4

(G-FRE-2-F)veES oiil G-FRE-2-vHdd)Hdss ARRss H-282 WY

tlo
-+
Ogljl
_O‘L
=l
i
>
2
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[2221]

[2222]

[2223]

[2224]

[2225]

[2226]
[2227]

[2228]

[2229]

[2230]

[2231]

[2232]

SE53 10-1432460
10.62¢] 714" vie} 22 Ao wEl ¥4 IJFES FA 2AZ F5FAC (77%). mp 145-146 TC.

"H NMR (300
MHz, DMSO-ds) & 7.28 (1, 1H), 7.20-7.14 {m, 2H), 7.10 (d, 1H), 7.01 {t, 1H), 6.95 (d,
1H), 6.67 (s, 1H), 6.09 (s, TH), 5.89 (d, 2H), 5.02 (ABq, 2H), 4.71 (ABqg, 2H); MS (ES+)
miz411.9 (M +1).

A Ao 10.68

1'~{[3-3] =2 A -5-(E e FF 0. 2ol e)-2-El o d W &) 29 2 [F2[2,3-11[1, 31020 $4-7,3' -1 5 ]-
2" (1'I-29] 34

(5-ZF22-2-F)vete il 2-GlEeSAHE)-5-(EYEZF o2 e)E o #-3-85 2183t v-A4 A A
e Fasta AAd 10.62¢] 71AE vle} Be Axp R
mp 225-227 TC.
"H NMR (300 MHz, DMSO-d) 8 10.4 (s, 1H), 7.29 (dt, 1H), 7.16-7.10
(m, 3H), 7.01 (dt, 1H), 6.68 (s, 1H), 6.09 (s, 1H), 5.89 (d, 2H), 4.94 (ABqg, 2H), 4.70
(ABq, 2H); 2C NMR (75 MHz, DMSO-dg) & 176.9, 155.8, 1562.3, 148.9, 142.2, 141.9,

132.1, 129.4, 125.9, 125.4, 124.5, 124.2, 123.8, 122.6, 120.9, 120.0, 116.5, 109.5,
103.3, 101.9, 93.8, 80.2, 57.9, 34.9; MS (ES+) m/z 460.38 (M - 1).

A Ao 10.69

1 -((5-(2-(E2) B5 2 2o 9) ) ) Fk-2-2) ol )62 2 [N F2[6,5-d1[1,3]6) $4-7,3 -1 2 |-
2"~ 34

OZ>
Q

=
(@) \I
\_/
F3C
(5-FRE-2-F)vers il {(-[2-(EgEFezve)dd]-2-Fdvehe S AREshe H-2474 2 WEs
Tt AAle] 10.6201 71AE wheh 22 Aol wed A SetEs P uAR S5 (28%). mp

124-126 C.

"H NMR (300 MHz, CDCls) 8 7.71 (d, 1H), 7.65 (d, 1H), 7.54 (t, 1H), 7.39 ¢,
1H), 7.80-7.24 (m, 1H), 7.16 (d, 1H), 7.05 (d, 2H), 6.63 (s, 1H), 6.49 (s, 1H), 6.44 (d,
1H), 8.11 (s, 1H), 5.83 (d, 2H), 4.99 (ABq, 2H), 4.80 (ABg, 2H); **C NMR (75 MHz,
CDCls) 6 177.2, 155.9, 150.6, 149.6, 148.9, 142.3, 141.7, 132.1, 131.8, 129.8, 128.9,
127.9, 126.8, 126.7, 126.6, 123.9, 123.6, 119.4, 111.0, 110.9, 110.6, 109.3, 103.1,
101.5, 93.6, 80.4, 58.2, 37.3; MS (ES+) m/z 506.27 (M + 1).

A Ao 10.70
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[2233]

[2234]

[2235]

[2236]
[2237]

[2238]

[2239]

[2240]

[2241]

[2242]

[2243]

[2244]

[2245]

SS90l 10-1432460

1'-[(2-F22-1,3-go}l&-5-ME] A~ Z[FE[2,3-f][1,3]HFT]2%&-7 3' <1 =]-2' (1'H)-&9 A

T4 CHCly (20.0 mL) & (2-F=2=2-1,3-Fo}=-5-A) kS (0.30 g, 2.00 mmol)e] &M 0 Collq Bl
Z2glol= (O 50 g, 4.20 mmol)E H7Fst Fo] EgeEoln]l (0.40 g, 4.00 mmol)& H7FsFtk. 0 ColA 1

AlZE )b mRkekan ol A 1 AIRE EQh awkgh ol wkg E9hES (Ll (50.0 mb) & 34skal, & (2%
20 mb) & FF8lth.  fF717d= NaS0, ol dxAl7]ar, oaedivt.  odtzs Aestdl s Az 3.
Aies vWE-dE 7 (10.0 mb)oll S Foll Ay =[F2[2,3-f][1,3]4 -7,3"-A=]-2"(1'1)-

:
BN
o O
fo
mlo i

70 CollA WA 7k

< (0.36 g, 2.00 mmol) % ERFAIGE (1.95 g, 6.00 mmol)S 78T}, H& 3t
= A9 AzvtEafyE £

(e}

o
ahar, WAATIE, Ekela, oBEg WEsel 5% AzANG. ARz )
gt A 3EE (0.032 g, 3.4%)S FA A2 53T, mp 195-198 TC.

"H NMR (300 MHz, DMSO-dg) § 7.81 (s, 1H), 7.39-
6.93 (m, 5H), 6.66 (s, 1H), 6.15-6.12 (m, 1H), 5.89 (d, 2H), 5.10 (s, 2H), 4.70 (dd, 2H);
MS (ES+) m/z 413.1 (M + 1).

A Ao 10.71

1A~ (EgEFeavd)-2-Fd e }-6,7-ts| =2 29 2 [Wlx[1,2-b:4,5-b' [T F2-3,3' -A=]-
2'(1'H)-&9] A4

5,5-tiWE-5,6- qo]r:qu; WZ[1,2-b:5,4-b' JE]F&-3,3'-AE]-2'"(1'H)-2 Al 6,7-Hs| =220 2[4
Z[1,2-b:4,5-b' 1HF#-3,3'-=]-2' (1'D-2& A&3l= v-AA A WES 33t AAld 10.219] 7]A
A upel 2o Hxlo) whet #A a}f&%g WA AR FESQGY (19%). mp 174-177 C.

*H NMR (300 MHz, DMSO-d5) 8 7.33-6.95 (m, 5H), 6.84 (s, 1H), 6.71 (d, 1H), 5.88 (s,
1H), 5.03 (ABq, 2H), 4.70 (ABq, 2H), 4.46-4.31 (m, 2H), 3.07 (t, 2H); MS (ES+) m/z
428.0 (M + 1).

A Ao 10.72
1'HA[5~(Ex)ZF o 2re)-2-FH |y }-5 6-U] 3| T2 A Z [W2[1,2-b:5,4-b' || FH-3,3' -A=]-
2'(1'H)-&2] A

o

O
S
L,
\\O
FiC

5,5-tWE-5 6-ts| =220 2 [M%[1,2-b:5,4-b' |t F&-3,3' -2 =]

=]-2 -2 Al 5 6-t3 =2 A 2[4
%[1,2-b:5,4-b" ] F&-3,3'-A=]-2' (1'H)-& AE38l= v]-2A4 2 2

H
S Faeta AAd 10.219] 7)A
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[2246]
[2247]

[2248]

[2249]

[2250]

[2251]
[2252]

[2253]

[2254]

[2255]

SE=53 10-1432460
H ule} 2o Axte wEl T4 SEES WA 32 £S5 (71%). mp 173-176 C.

H NMR (300
MHz, DMSO-d) 5 7.50-6.90 (m, 5H), 6.73 (d, 1H), 6.38 (s, 1H), 6.32 (s, 1H), 5.04
(ABg, 2H), 4.75 (ABq, 2H), 4.55-4.36 (m, 2H), 2.88 (t, 2H); *C NMR (75 MHz, DMSO-
de) § 177.2, 161.7, 161.0, 153.5, 142.0, 140.3, 139.7, 139.2, 132.6, 129.1, 124.1,
123.8, 121.2, 121.0, 120.3, 119.1, 117.7, 114.6, 114.5, 110.4, 109.6, 93.0, 80.0, 72.5,
57.3, 36.8, 28.7; MS (ES+) m/z 428.2 (M + 1).

A4 10.73

{-(EgEFozme)-2-ged M} ~a 2 [F2([2,3-1][1,3]H120&E-7,3' -A&E]-2' (1'D)-=9 34

Oi

¢ gERadE (12.0 L) 5 1'A[3-3=FA-5-(EgEF e zdE)-2-Elod e} Ay 2 [FZ[2,3-
101,319z 24-7,3'-A%]-2"(1'D)-2 (0.75 g, 1.62 mmol)e] |No] Egodolul (0.49 g, 0.70 ml

4.85 mmol) B EFZTLRWE&EEA F4E (0.91 g, 0.50 mL, 3.24 mmol)S 0 TolAd ZHAis}o|
A7ratodvk. Whg EFES 30 o wnkstal, ¥3t st EE (15.0 b o® AT, TS
3 T, §71%S 10% HCl (10.0 nl), @5 (10 0 mL)E AAsL, T4 SIUEF oA AxA7]a, o3
itk oFAES WFste w5 AXAZT. AFEo W) AY ARrtEaHTE Fadste] A4 1R E

AL EZYolER F5AY. o USA (24 nl) F A7) EgZElE (15.3 mmol), HIEZI|A(EDH
dE~3)Ze50) (0.19 g, 0.17 mmol), EF "ol (1.66 g, 2.30 mL, 16.5 mmol) = FE4F (0.76 mg
0.60 mL, 16.5 mmol)2] EFES 37 %o 16 AzF FeF 73, Whg E9ES Ao w W7z
o, &rlE Zdstdd AAUG. S FRFES o oMAHCIE (50.0 nL)E FAstar, 10% HCl (20.0
mL), ¥3b g3¢tmE  (20.0 mL), @5 (20.0 mL)E AFHEL, T FANUEF A AxA7n
AHatdet.  ARES HAFste] w5 AXRAIFT. AFEA OiE) old obAlHCEEA (35%) R &&=
A9 AzvtEag 9 g Fdste] 1A gE (0.65 g, 89%)S A A2 535tk mp 127-130 C.

Aud

"H NMR (300 MHz, DMSO-dp) § 7.58-7.56 (m, 1H), 7.32-7.27 {m, 2H), 7.22 (s, 1H),
7.18 (d, 1H), 7.16 (s, 1H), 7.09 (dt, 1H), 8.88 (s, 1H), 6.10 (s, 1H), 5.89 (d, 2H), 5.17
(ABg, 2H), 4.72 (ABg, 2HY; *C NMR (75 MHz, DMSO-de) § 177.0, 155.9, 148.9, 144.7,
142.2, 141.8, 132.1, 130.6, 130.5, 129.3, 128.7, 128.0, 124.3, 123.9, 120.0, 109.8,
103.3, 102.0, 93.9, 80.2, 57.8, 38.7; MS (ES+) m/z 446.1 (M + 1).

A Al 10.74

1'—{[3-W|EA]-5

-(EgEFezvd)-2-geld e} a2 [F=([2,3-f][1,3]Ml 20 5%-7,3' Q=]
2'(1'M-22] 34

01

T NN-gHEEFol = (2.00 nl) F 1'-{[3-3=EFA-5-(EgEF2vd)-2-Feld WY}~ 2 [F2
[2,3-1][1,3]Wlx=E] & &~ 3‘ OJ 1-2"(1'H)-< (0.18 g, 0.39 mmol), NaOH (0.08 g, 1.96 mmol) & L¢ =1

g (0.17 g, 1.18 mmol) 9] E3HE& ALolr 16 AZF ¢k ateiglet. whgES x3h AstrEE (10.0 ml)
& F7ketel AAstaL, old OWEME (3x50.0 mL) &2 FZadch. & #7152 B (3x20.0 L), @5
(20.0 mL)= AMHeaL, F4 GEF Aol AxA71a, oasigln. oAaes Aestel w5 Az
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[2256]
[2257]

[2258]

[2259]

[2260]

[2261]
[2262]

[2263]

[2264]

[2265]

[2266]
[2267]

o
J
Jm
Qu

10-1432460

LA 3AE dE=2 Bste] A4 3E (0.15 g, 81%)S 5390, mp 178-180 C.

"H NMR (300 MHz, DMSO-d) &
7.71 (s, 1H), 7.30 (dt, 1H), 7.15 (d, 1H), 7.07-7.02 (m, 2H), 6.68 (s, 1H), .08 (s, 1H),
5.89 (d, 2H), 4.95 (ABg, 2H), 4.70 (ABq, 2H), 3.90 (s, 3H); "*C NMR (75 MHz, DMSO-
ds) 8 177.0, 155.8, 154.9, 148.9, 142.2, 141.8, 132.1, 129.4, 125.7, 124.3, 123.8,
120.4, 120.3, 120.0, 119.5, 109.4, 103.2, 102.0, 93.9, 80.1, 59.9, 57.9, 34.9; MS (ES+)
m/z 476.3 (M + 1).

A Ao 10.75

e} ~a 2 [F2[2,3-1][1,31Hx20=4%&-7,3'-A=]-2"' (1'H)-<9

4'-B2R-1'-(-(EgEFzmd)Fa-2-d)me)-60-23 2 [ =F2[6,5-d][1,3]H=&-7,3' 2=
2'-2 (0.51 g, 1.00 mmol), ¥3}z2]E (0.09 mg, 2.00 mmol), Pdy(dba)s (0.09 mg, 10 E%)e &%
2 Fygsa. 7] EFEC 74 1-dd-2-9 g ve (5.00 mL) 2 HEZHEEFA (0.27 mg, 0.20 L,
1.50 mmol)& H7letduk. WS EFES 60 ColA 16 A|7F B¢t 7tdsta, 23 A3 =E (10.0 mL) o=

ﬂs}oﬁ:} H&% EFEE oE oMHPCIE (3x10.0 nb)® F=s3lth. @ frles S HEF
toll &5 AAIZT. AFRE gis) oY obAlE ) E S (20
%)P_E %%6}5 Ay ARvEIRIE FyPste] T4 FFE (0.07 g, 16%)S T AL £55%9. mp
117-119 C.

A%

-
_%

ol
A :(o

e
_\.L
N
>0
)
H
s
i
p‘h
38
e
Q uw,
i
i
U ogo o
2
o |
ofi
ol

"H NMR (300 MHz, CDCl3) § 7.18
{t, 1H), 6.82 {t, 2H), 6.72 (d, 1H), 6.47 (s, 1H), 6.37 (d, 1H), 6.09 (s, 1H), 5.86 (d, 2H),
4.95 (ABq, 2H), 4.83 (ABq, 2H), 2.03 (s, 3H); ®C NMR (75 MHz, CDCly) § 177.6,
156.2, 152.0, 149.1, 142.3, 141.3, 135.6, 129.4, 128.9, 126.0, 120.6, 117.2, 112.7,
112.6, 109.2, 106.5, 102.9, 101.6, 93.3, 78.4, 58.3, 37.0, 17.1; MS (ES+) m/z 444.1 (M
+ 1).

A A4l 10.76

5'-dg-1'-{[5-(Ex]ZF e zvd)-2-FH v d} A0 & [FZ[2,3-f][1,3]HFT]LE-7 3'-2=]-2" (1'H)-&9
A
O 0]
)
\ O
| P 0
N

4-BR v R[ER]
20 547,392
bl wet A SES 53T (77%). mp 96-98 T.

"H NMR (300 MHz, CDCls) 8 7.09 (d,
1H), 7.00 (s, 1H), 6.87 (d, 1H), 6.74 (d, 1H), 6.52 (s, TH), 6.38 (d, 1H), 6.11 (s, 1H),
5.88 (d, 2H), 4.96 (ABq, 2H), 4.80 (ABq, 2H), 2.29 (s, 3H); MS (ES+) m/z 444.2 (M +
1).

A Al 10.77
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[2268]

[2269]

[2270]

[2271]
[2272]

[2273]

[2274]

[2275]

[2276]
[2277]

[2278]

[2279]
[2280]

SS50ol 10-1432460

1'-({-[4-(EgEF e =zva)Hd]-1,2,4-SAtt o} &-3-A e ) 20 2 [F =2 [2,3-f][1,3] M 2T &£&-7,3'-9]
E1-2'(1'H-2¢ A

O 0>

-

N-O

4'-BRPRAUR[FR[2 3-f][1 ZU24-7,3'C1E]-2"(1'DH-2 il 23

-7, 3'—01%]—2 1'nH-2& A}ﬁoh -(B2x 1%‘) 5-[4- (EFA—;—E
Z2omwg)Hd]-1,2,4-FA o} E S A =

22 Axpel wet A StEES F5IAT (44%).

H NMR (300 MHz,

CDCly) 6 8.22 (d, 2H), 7.76 (d, 2H), 7.30-7.18 (m, 2H), 7.06 (1, 1H), 6.91 (d, 1H), 6.51
(s, 1H), 6.40 (s, 1H), 5.88 (s, 2H), 5.17 (ABq, 2H), 4.86 (ABg, 2H). MS (ES+) m/z 508.1

M+ 1).

A Al 10.78

1'-(2-Holdme) A0 2 [F2[2,3-f][1,3]HMFE05E-7,3'-A=]-2' (1'D)-29 &4

(G-E2E-2-F)ves Al 2-Hedges AbEshs n-Z2A AR MES Fdsta dAld 10.620] 7A€
upep 2 Axtel] whel ®4) gES FA aAE S50 (37%).

"H NMR (300 MHz, CDCl5) § 7.26-
7.20 (m, 2H), 7.18-7.13 (m, 1H), 7.10-6.98 (m, 2H), 6.97-6.90 (m, 2H), 6.50 (s, 1H),
6.12 (s, 1H), 5.85 (d, 2H), 5.10 (ABq, 2H), 4.79 (ABg, 2H); MS (ES+) m/z 378.19 (M +

1).

A Ao 10.79

5-[(2' -T2 [F2([2,3-1][1,3]W2H54-7,3'-05]-1'"(2'D-)WE g ed-2-7l 2 Y EH 9] A

o

—[G-rRE-2-Fed)Me ] Ay 2 [F2[2,3-f][1,3] 20 5E-7,3'-=]-2"(1'D-&  (0.23 g, 0.49
1), Aletstold (0.07 g, 0.59 mmol), Eg(tidlde]dlopAl =)t 2e+E(0) (0.10 g, 0.11 mmol), 1,1'-H]
HEE2v )24 (0.06 g, 0. 11 mmol), NN-TIldEFolr= (6.00 mL) % FHulzFe] & (2 %)<
S 120 TollA 24 Az Bk 7hdsiginh. Aoz WAzl Fo, f7] s WAEstel TEAIRC.
S old oRAlHIO|E (5x15.0 mL) & FEstaL, @7 F7] &N& AefolE W=EE T ARG, o
= ¥3F 74 FsdEE (25.0 L), = (2x35.0 mL) B A5 (40.0 mL) 2 AHH o= AHAT.  F7]

PAUGEF AelA AxA7]a, odsigivt. AA3ES AFded % AxARY. AR dis) @it
20 WA 35% e oMAHO|ER §&dts AY AmviEIddYE Fdste] aAlE F5Esglen, oS it
20% old olAH|ER &&Fte AHAE urs AZutEHI ] o FrtE GAlste] 1A sheE (0.09
g, 44%)E F53UT

mo
(E]
Y
1

=

off ofN o & r}ob 1>
Mo me ot o
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[2281]
[2282]

[2283]

[2284]
[2285]

[2286]
[2287]

[2288]

[2289]

[2290]

[2291]
[2292]

"H NMR (300 MHz, CDCly) &
7.50 (d, 1H), 7.32-7.16 (m, 2H), 7.12-7.04 (m, 2H), 6.86 (d, 1H), 6.51 (s, 1H), 6.08 (s,
1H), 5.87 (d, 2H), 5.10 (ABg, 2H), 4.78 (ABg, 2H); MS (ES+) m/z 403.0 (M + 1).

A Al 10.80

5-[(2'-& A2V R [FE[2,3-f][1

1'-[(5-EER-2-FHdd)wd ] ~v Z[F2[2 3—f][1, 31¥l %] £4-7 3"
-FA)m g | 2T Z[F2[2, 3—f][
a AR 10,7991 71AE B} %
T.

(I'D-2=

TH NMR (300 MHz, CDCly) § 7.34-7.27 (m, 1H), 7.21-
7.47 {m, 1H), 7.12-7.08 (m, 1H), 7.07-7.03 (m, 1H), 6.95 (d, 1H), 6.51 (s, 1H), 6.44 (d
1H), 6.08 (s, 1H), 5.86 (g, 2H), 4.96 (ABq, 2H), 4.78 (ABq, 2H); MS (ES+) m/z 387.2
M+ 1).
A Ao 10.81

H5-(E = xd)-2-F

ST
Z =0
° 9
N N
O~ -8
(WA

1'-[(5-B25-2-F2)u

g =] 2

129 Z2[F2[2,3-f][1,3]¥x

-1E]-2 (1) -=

2[2,3-f][1,3]M%x]=4-7,3'-2

O84-7,3' -1 ]2 (1'H)-&

SS90l 10-1432460

=-2'Q'D-=9 F

(0.70

Bz 247 3'-AE]-1'(2'D)-YHHWE]-2-FR2UEH] A

3

5]

gl 1'-[(5-BEX-
QIE]-2 Agat u-244e WY
pe 7 } of Wl mA SAgES T AR S5 (4%).

o= f,:fsgé}-

mp 167-169

g,
UEF detEdyo]lE (85%, 0.23 g, 1.91 mmol), £2=3}72](1) (0.04 g, 0.22 mmol), i%"d (0.04 g,
0.35 mmol) 2 THl" &EZA= (4.00 mL)e EFES 100 TollA 7FEstgtr. 3 4 Fof, whg E3ES A2
o= WYZAAZAL, & (50.0 mb)E AL, oE olAHOIE (3X40.0 L) = F=3I8TH. FF F715S 9
(2x50.0 nL) & MAH3IL, FLAIEF oA AxA7|aL, AFsgint.  ARES Fslel] 55 dxAZ
A2 tis] olE ofAHoE A (30-50%)02 &&dE AW AznEIYYE F£IPse] TA IJIE
(0.50 g, 71%)S 539, mp 177-179 C.

“H NMR (300 MHz, CDCls) & 7.29 (i, 1H),
7.19 (d, 1H), 7.12-7.04 (m, 2H), 6.94 (d, 1H), 6.50 (s, 1H), 6.42 (d, 1H), 6.11 (s, 1H),
5.86 (s, 2H), 5.00 (ABg, 2H), 4.79 (ABq, 2H), 3.11 (s, 3H); °C NMR (75 MHz, CDCl;) &
177.3, 155.9, 154.5, 149.1, 149.1, 142.4, 141.1, 131.9, 129.1, 124.2, 124.1, 119.0,
118.4, 109.9, 108.7, 102.9, 101.6, 93.7, 80.3, 58.2, 43.4, 37.2; MS (ES+) m/z 440.0 (M
+1).

A Al 10.82
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[2293]

[2294]

[2295]

[2296]
[2297]

[2298]

[2299]
[2300]

[2301]
[2302]

[2303]

[2304]
[2305]

SS90l 10-1432460

1'-[(6-&2-1,6-t3| =2y g gl-3-d)wE |~ 2 [FZ[2,3-][1,3]MNFT]2&-7 3 -2 E]-2'(1'H)-<9] A

T SN EYUEH (5.00 mL) =
1'-[(6-AEA g D-3-D) WD | A~ Z2[FZ2[2,3-f][1,3]H 20 &£-7,3'-¢1=]-2'(1'D-  (0.23 g, 0.57
mmol), LLEJPFEF (0.28 g, 1.87 mmol), & (2 W) EFE Z=ZEWEAT (0.19 g, 1.78
mnol)< 0 CellA H74stleh. ¥hg EFES d2ollA 16 AR &<t uwtatal, FolsER (0.20 g) o=

0 6 W
AA ST, WFE EFES ofEl ol Elo]E (100 mL)Z 3Aetar, A (2x25.0 nb)E MHst, ¥5 3k
< o % AxAHY. FHFES AHE (2x10.0 mL)
Biste] A S (0.16 g, 72%)S W A uA 2 FESYT. mp 247-250 C.

NMR (300 MHz, DMSO-d,) & 11.50 (br, 1H), 7.50 (bd, 1H), 7.36-7.24 (m, 2H), 7.17-
7.12 (m, 2H), 7.01 (dt, 1H), 6.67 (s, 1H), 6.28 (d, 1H), 6.09 (s, 1H), 5.91- 5.88 (m, 2H),
4.78 (d, 1H), 4.67- 4.62 (m, 3H); MS (ES+) m/z 389.15 (M + 1).

A A4l 10.83

1'-[(1-M"-6-24-1,6-ts| =2y d-3-A)w e | A~v 2 [ZZ[2,5-f][1,3]MZ]2%-7,3' -2 =]-2' (1'H)-
29 A

O 2\,-0,
l\l)
o)
(6]
N
7\
N

A-BRRRIE tial 1'-[(6-F2-1,6-Hs =2y ed-3-) e | Ay 2 [F2[2,3-1][1, 3]t 5E-7,3'-1=]-
2'(I'D-25 AREstal 1-RERAE il 2o =sivds Abgshs n-dd el WMdE Fdsta Az 1A
ZIAE vk &2 bl wEt 34 SetaEs 5t (78%). mp 115-118 T.

'H NMR (300 MHz, CDCly) § 7.39-7.23 (m, 3H), 7.18 (d, 1H), 7.06 (1, 1H), 6.87 (d, 1H),

6.57-6.48 (m, 2H), 6.02 (s, 1H), 5.87-5.83 (m, 2H), 4.90 (d, 1H), 4.75-4.52 (m, 3H),

3.51 (s, 3R); "°C NMR (75 MHz, CDCls) § 177.8, 162.5, 155.9, 149.1, 142.4, 141.6,

139.7, 137.6, 132.1, 129.1, 124.4, 123.9, 121.3, 119.1, 114.0, 108.6, 102.8, 101.6,
93.7, 80.3, 58.2, 40.8, 38.0; MS (ES+) n/z 403.3 (M + 1).

A Ao 10.84

5-HEH-1'-[(5-E22-2-gdd)ME |29 2 [1-W2F¢-3,3'-AE]-2"' (1'H)-&9 T4

1
X Br
(o]
~N
S
cl
292 [FRE[2,3-1][1,3/Wlx05£-7,3'-A=]-2' (1'H)-& SRS 5-H 2R A2 [1-H2FE-3,3'-AE]-
2'(1'DH-2& A48l 4-2F 9204 B2ulol= gyl 2-F22-5-(FZ2HE)H S A&t H-Z24 %
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[2306]
[2307]

[2308]

[2309]

[2310]

[2311]
[2312]

[2313]

[2314]

[2315]

SS=50l 10-1432460

WS dsta AAlel 100 715 wiep 22 Adapel] weh 4] g=s WY uAR #5330 (95%).
mp 140-142 C

*H NMR (300 MHz, CDCl) § 7.33-
7.26 (m, 2H), 7.16-7.02 (m, 2H), 6.94 (d, 1H), 8.97-6.75 (m, 4H), 5.07-4.91 (m, 3H),
4.68 (d, 1H); MS (ES+) m/z 446.7 (M + 1), 448.7 (M + 1).

A Al 10.85

1'-[(5-F2%-1,3,4-Eloltjo}ZE-2-) e | A0 2 [FZE[2,3-f][1,3]HNZT]24-7,3' - =]-2' (1'H)-=9 A4

>
CE
Cl"<\ k

F HES|=2FE (12.0 nlL) F =IZ2[FZ2[2,3-][1,3]0F2H5%&-7,3'-A&=]-2'(1'D-2 (0.56 g,

1.99 mmol) % (5—%&&—1,3,4—1:4omo}i—z—m WES (0.30 g, 1.99 mmol)e] fMo| E|FEX~3 (0.60
g, 2.99 mmol)& 0 ColA H7rakqdch., whs E3ES 15 2 FoF wwksk o] NN N' N'-vlEgwdolxt]s}
2Ezolu= (0.51 g, 2.99 mmol)E H7FeHEY.  ¥bS EFES A2dA wA wwkela, 44 dddRH

23t A EF (2X25.0
loll == AXA ALY,

(e}
o
(10.0 mL) o2 AFstar, od olAlElo]E (350 mL)=E 34 8t3ict.
o] 5
B4 38E (0.20 g, 24%)S B4

_ﬁ__
mL) &2 AFsta, 4 FAEF AdelA dxA7Ia, A#sg. o
FEo dis 28 aZvtETHT (g olAEle] /&, 1/2)E 33
DA FESATY. mp 194-197 C.

)

e o

"H NMR (300 MHz,
DMSO-dk,) 8 7.30 (dit, 1H), 7.20-7.12 (m, 2H), 7.05 (dt, 1H), 6.67 (s, 1H), 6.28 (s, 1H),
5.90 (s, 2H), 5.43 (d, 1H), 5.34 (d, 1H), 4.78 (d, 1H), 4.67 (d, 1H); *C NMR (75 MHz,
DMSO-dg) 6 177.2, 168.3, 155.8, 155.4, 148.9, 142.2, 141.9, 132.2, 129.4, 124.2,
124.0, 120.1, 109.8, 103.7, 101.9, 93.8, 80.1, 67.5, 57.9, 25.6; MS (ES+) m/z 414.2 (M
+1),416.2 (M + 1),

A Al 10.86

-[(1-9gd-2-daH g Pd-4-e) e | Ag 2 [F2[2,3-][1,3] %0 LE-7,3'-¢=]-2"(1'H)-<¢ A

O
N N
O
DMF (5.00 mL) % 1'-(F=gd-4-Que)AdZ[F=2[2,3-f][1 2Y5E-7,3' A= 2
Zrlol= (0.20 g, 0.44 mmol), 2-B2x3Zd (0.16 mL, 0.65 mmol), o3y EHdTEIdRE (0.05 g) Z
DBU (0.16 mL, 1.09 mmol)e] &FEE 120 ColA 15 A7k H¢t 7Fdsiey. A2
(30.0 mL)& H7IsIdt. 7] EFES o E ofAHIOIE (50.0 mL)E 23] 3
oAlA AxA7]3, AT, AHE It w5 AXAIZAT. ARE diE] it F 30% g ofAE
OER &t T4 ARvEIYIE Fahste] WA 1A (0.05 g, 27%)E 58U, mp 95-97 C.

6‘
H

nﬂNv
ol
ol
H
]I‘T‘
ot

m ‘“10
rﬁ
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[2316]
[2317]

[2318]

[2319]
[2320]

[2321]
[2322]

[2323]

[2324]

[2325]

[2326]

omn
J
Jm
Qﬂ

10-1432460

"H NMR (300 MHz, CDCl5) & 8.17 (d, 1H), 7.47 (td, 1H),
7.31 @, 1H), 7.18 (d, 1H), 7.06 (t, 1H), 6.92 (d, 1H), 6.66 (d, 1H), 6.59 (dd, 1H), 6.52 (s,
1H), 6.12 (s, 1H), 5.91-5.84 (m, 2H), 4.91 (d, 1H), 4.66 (d, 1H), 4.42-4.27 (m, 2H),
3.82-3.53 (m, 2H), 2.85 (t, 2H), 2.22-2.05 (m, 1H), 1.85-1.70 (m, 2H), 1.53-1.35 (m,
2H); "*C NMR(75 MHz, GDCly) 8 177.9, 158.8, 156.1, 149.0, 147.4, 142.8, 142.5,
138.0, 132.4, 129.1, 124.2, 123.5, 119.5, 112.9, 108.8, 107.7, 103.1, 101.7, 93.8, 80.7,
58.3, 46.0, 45.5, 45.4, 35.2, 29.8, 29.7; MS (ES+) m/z 456 (M + 1).

A Ao 10.87

1'-[(1-d-2-d o leld-4-)me |29 2 [F2[2,3-][1, 3|21 5E-7, 3" - & ]-2" (1'H)-22] 4

o

o O>

(o]
(o}

\\/ N —

A0
34 F 1'-(FAgd-4-dr@) 2~ 2 [F2[2,3-][1,3]HMF2HU£E-7,3'-AE]-2' (1'D)-= s =2EZ2ulo]=
0.20 g, 0.44 mmol), 2-B. 2R HIANI(0.07 mL, 0.65 mmol), Pdy(dba)s (0.03 g, 0.03 mmol), BINAP (0.06 g,

~

A 7F Fot g, A
50.0 mL)& 23] FZ38}aL,
ANZE, FEe ts] Fa
% 30% olE oM H O ER &&= Zu4 ARuE IS F8ste] WA 1 (0.10 g, 48%)E FE35}
o}, mp 76-78 TC.

(o

0.10 mmol) & NaOBu' (0.13 g, 1.30 mmol)9e] &
2 YZAAZ o, & (30.0 mL)S HIFSFATE. 7] ERES oY olAH o]

= 1
T F71dE NaS0y ol M AdxA71an, osigltt. o3ES Jestl 55 A

|
J
(e

ol
32

"H NMR (300 MHz, CDCl;) § 7.37-7.16
(m, 4H), 7.12-6.80 (m, §H), 6.53 (s, 1H), 6.14 (s, 1H), 5.87 (dd, 2H), 4.92 (d, 1H), 4.66
(d, 1H), 3.87-3.55 (m, 4H), 2.72 (t, 2H), 2.12-1.94 (m, 1H), 1.89-1.73 (m, 2H), 1.71-
1.45 (m, 2H); *C NMR(75 MHz, CDCl3) § 177.9, 156.1, 149.0, 142.9, 142.5, 132.4,
129.2, 129.1, 124.2, 123.4, 119.9, 119.5, 116.9, 108.8, 103.1, 101.6, 93.8, 80.8, 60.5,
58.3, 49.8, 46.1, 34.8, 30.1, 30.0; MS (ES+) m/z 455 (M + 1).

A Al 10.88

-8 d-2-gmg)-6-(E ZF 2| 5A) 29 2 [ 1-82F¢-3,3' - E]-2' (1'H)-2 s|l=mIRdol=9 3

N N\HCI
0

4'-BR R AT R[FZ[2 3-][1,3]H%0]LE-7,3'-A=]-2'(1'H)-2 ﬂM 6-(E8 &
Fek-3,3' -2 E]-2' (1'D-&& ARgshar 2-(

LEWHEAN 2 = [1-4
z3 -(BzrdgE)yg
d S Ag Azafel mat 1'-(F = d-
-4 ) 6-(EYZSFL2WEA) AT 2[1-H%FT-3,3'-A5]-2' (1'D-&& ?E’S}%#Uﬂ, g " F
4.0M HC1Z AH#3te] A std=S 5339 (39%). mp 150-152 C.

;] A=R=0c] i‘:’}‘o] =1 /\]__9_—(‘5}.}5 ]_ﬁaﬂ Z o]

1, N_f‘d—(m
e
6

"H NMR (300 MHz, CD;0D) § 8.89-
8.78 (m, 1 H), 8.62-8.47 (m, 1H), 8.07-7.00 (m, 2H), 7.42-6.70 (m, 7H), 5.52-5.31 (m,
2H), 5.05 (d, 1H), 4.88 (d, 1H); *C NMR(75 MHz, CD,0D) 3 179.4, 163.5, 153.1,
152.7, 148.2, 143.8, 142.8, 133.1, 130.6, 129.3, 127.4, 126.8, 125.7, 125.6, 125.4,
114.9, 110.4, 104.9, 82.0, 58.9, 43.0; MS (ES+) m/z 413 (M + 1).
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[2327]

[2328]

[2329]

[2330]

[2331]
[2332]

[2333]

[2334]

[2335]

[2336]
[2337]

[2338]

[2339]
[2340]

A A4l 10.89

1'-(FYd-3-dHe)-6-(EFZSF 0 2| EA) AT Z[1-HEF-3,3'-¢1=]-2'(1'H)-& =2 F2}o]

4'- =

z%f—% 3,3'-91E]-2' (1'N)-&& A8t 2-

! 1@@‘:}01@ AESIE AL AYE £ %—J/\]Gﬂ Lo.4791 14
3-

4.

oM HCli ﬂﬁlo}@ FA ﬂ%%% A 1A

H NMR (300 MHz,
CD;0OD) § 9.07-8.61 (M, 3 H), 8.19-8.04 (m, 1H), 7.42-6.71 (m, 7H), 5.28 (s, 2H), 5.05
(d, 1H), 4.86 (d, 1H); ®C NMR (75 MHz, CD,0D) 5 179.43, 163.5, 151.8, 147.0, 142.9,
142.4, 142.2, 133.0, 130.6, 129.3, 128.9, 125.5, 125.4, 125.3, 114.9, 110.5, 104.9,
82.0, 58.9, 42.0; MS (ES+) m/z 413 (M + 1).

Zg)-2-Fd e ~g 2 [ 1- 23 e-3,3"

H O
0-CF;
o,
o cF

4'-B R R AT R[FZ[2,3-][1,3]ME0S5E-7,3'-A=]-2'(1'D-2 hal 6-(EFIZF
ZFE-3,3'-AE]-2' (1'D-2& Agshe v-44420 ¥ys ¢33t HAld 10.4

1_]_ [e] A= = ]
of mrel #A sghEs WA AAR =583 (82%). mp 78-80 T.

"H NMR (300 MHz,
CDCly) §7.33 (td, 1H), 7.21-6.98 (m, 3H), 6.86-6.73 (m, 2H), 6.67 (s, 2H), 6.42 (d, 1H),
5.00 (d, 1H), 5.04 (d, 1H), 4.88 (d, 1H), 4.77 (d, 1H); *C NMR (75 MHz, CDCl5) 8
176.7, 161.7, 151.9, 150.6, 141.5, 131.7, 129.5, 127.5, 124.2, 124.2, 124.0, 114.1,
112.8, 112.8, 109.6, 109.2, 104.3, 80.7, 57.6, 37.1; MS (ES+) m/z 470 (M + 1).

A Al 10.91

SS=50ol 10-1432460

-o1=]-2"(1'H)-<9]

co) @

© R %A 23] 2 [1-4
AAE vuheh e Az

1'-(4-EA A6 (ESZTZQ 2 EA) AT Z[1-HZFS-3,3'-01%]-2' (1'H)-29] 34

O-CF,4

o

o)
e

29 R [FR([2,3-f][1,3]H%T]5%-7,3"' -2 ol
-3,3'-1E]-2' (1'H)-2& AMg3ta 2-(HER 1%) S-(ETEF LR
AREEHE B-EA A HE S Fstal AAd 10.4790 71AE wpe}l e Ax)

-~
I
il
m

BN
T
il rﬂi

)
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[2341]
[2342]

[2343]

[2344]

[2345]

[2346]
[2347]

[2348]

[2349]
[2350]

[2351]

[2352]

o
J
Jm
Qﬂ

10-1432460

A AR 5T (91%). mp 82-84 T.

"H NMR (300 MHz,
CDCls) 5 7.32-6.80 (m, OH), 6.68 (s, 2H), 5.06 (d, 1H), 5.03 (d, 1H), 4.80 (d, 1H), 4.77
(d, 1H), 3.80 (s, 3H); °C NMR (75 MHz, CDCls) § 171.1, 161.8, 159.4, 150.5, 142.3,
132.0, 129.2, 128.9, 127.7, 124.1, 124.0, 123.7, 122.2, 118.8, 114.4, 114.1, 109.7,
104.3, 80.9, 57.6, 55.4, 43.9; MS (ES+) m/z 442 (M + 1).

A Al 10.92

1'-(NZ2IA )20 2 [FZ[2,3-f][1,3]HFTLE-7 3'-2%]-2" (1'H)-<9 A
O [¢]
§@E>
(o]
(0]
O

4'-B 2R U Z[F2[2,3-1][1,3]M20 47,3 -A=]-2"' (1'D)-2
-7,3'-91E1-2' (I'D)-&& AHEsta 2-(HardE)-5-(EgEFeavd)Fd
|3l H-ZAAAA HES FYsta Al 10.47¢0 7]A= z
F58AT (74%). mp 153-154 C.

"H NMR (300 MHz, CDCly) §
7.30 (id, 1H), 7.16 (d, 1H), 7.04 (t, 1H), 6.90 (d, 1H), 6.51 (s, 1H), 6.14 (s, 1H), 5.90-
5.84 (m, 2H), 4.91 (d, 1H), 4.65 (d, 1H), 3.72-3.44 (m, 2H), 1.94-1.60 (m, 6H), 1.32-
0.99 (m, 5H); "°C NMR (75 MHz, CDCl;) § 177.8, 156.1, 148.9, 143.0, 142.4, 132.5,
128.9, 124.0, 123.2, 119.7, 109.0, 103.2, 101.6, 93.7, 80.8, 58.3, 46.8, 36.3, 31.1,
31.0, 26.4, 25.9, 25.8; MS (ES+) m/z 378 (M -+ 1), 400 (M + 23).

A Al 10.93

'-(Medsxd) 22 [F2[2,3-f][1,3]W2r 5457 3" -<1=]-2' (1'DH-2¢] 4

o=‘5i=°

-7,3' -2 (I'I)-2& Akg-atar 2-(
AH8Shs vl-AA A MES eAsta AAald 0.
= F583 (51%). mp 215-217 T.
"H NMR (300 MHz, CDCls) & 7.83 (d,
1H), 7.42-7.31 (m, 1H), 7.25-7.17 (m, 2H), 6.52 (s, 1H), 6.20 (s, 1H), 5.93-5.87 (m,
2H), 4.98 (d, 1H), 4.68 (d, 1H), 3.46 (s, 3H); *C NMR (75 MHz, CDCl3)  176.9, 155.8,

149.5, 142.7, 138.1, 130.5, 129.7, 125.9, 124.3, 118.5, 113.8, 102.9, 101.8, 93.8, 80.6,
58.8, 41.8; MS (ES+) vz 360 (M + 1), 382 (M + 23).

A Al 10.94
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[2353]

[2354]
[2355]

[2356]
[2357]

[2358]

[2359]

[2360]

[2361]

[2362]

SS90l 10-1432460

1'-(2-9)F g gd-1-do &) A0 2 [F2[2 3-[][1,3]|HFRT] &7 3'-Q&]-2' (1'H)-& suezF2elo|mo A4

THF (10.0 mL) = 1'—(2—0}‘11&01151)*&1 [F=2[2,3-f]1[1,3]1HM%FL£-7,3'"-AE]-2' (1'H)-< (0.20 g, 0.62
mmol), 1,5-t/HZ X #E (0.08 mL, 0.62 mmol) ¥ EZ]o€olql (0.17 mL, 1.23 mmol)9] EFES 15 A7 &

e 1

oF BFAIZIL, FF 6%011 5 AZAZAT. ZAFEC dis] oE ofAlHIolE F 10% WEEE &3t S5
AzvtE Y E P38} 1'-(2-9 72 d-1-dl & *4 [F2[2,3-f]1[1,31H %20 %£&-7,3'-A=]-
21(1'H) -8 F£5390oH, o]l& f24 & 4.0M HC1E AHgste] A JIdEL 53190 (28%). mp >

240 C.

'H NMR (300
MHz, CD;0D) 5 7.40 (t, 1H), 7.27-7.11 (m, 3H), 6.51 (s, 1H), 6.17 (s, 1H), 5.86 (s, 2H),
4.91(d, 1H), 4.71 (d, 1H), 4.40-4.13 (m, 2H), 3.95-3.84 (m, 1H), 3.66-3.37 (m, 3H),
3.14-2.96 (m, 2H), 2.06-1.45 (m, 6H); "*C NMR (75 MHz, CD,0D) & 180.4, 157.5,
150.5, 143.8, 142.5, 133.9, 130.3, 125.3, 125.1, 120.6, 110.2, 103.9, 102.9, 94.2, 81.4,
59.7,55.4, 54.9, 53.9, 36.4, 24.2, 22.6; MS (ES+) m/z 393 (M + 1).

A Al 10.95

Bz e L7 3'-AE5]-2'(1'D-& 2 1'-[2-(59F

1‘—[2—(34316—2—°‘°}UIL)°11% 2V 2[FE[2, 3
3 B ERTS4-7,3' -5 ]2 (1'D)-29] A

H-2-or 1) ol 8] 223 2 [

—m
Do

3 <\://<N

1'-(Fd g d-4-dud) =9 2 [F2[2,3- f][l 3l ££-7,3' -Q1=]-2" (1'D)-& 4l ‘—(2—°}Uli°11%‘)é
H2[F2[2,3-1][1,3]MZ205E&-7,3' -01=]-2"(1'D-&S AHgsta 2-822 04 gal 2-B2Ryds ALS
3= B-AARH o WHS Sy é—}_l\]cﬂ 10.87° 71A1| Axfel wet 1'-(2-(F 2 d-2-Lolr ) e)-~T &2
[F2=[2,3-f]1[1,3]Wl205E&-7,3'1=]-2'(1'D-25 AZvtEIHAZRE AHA FEo=A Wy 332
FE3AT (5%). mp 61-63 T.

"H NMR
(300 MHz, CDCl;) 3 8.05 (d, 1H), 7.50-6.97 (m, 5H), 6.57 (dd, 1H), 6.50 (s, 1H), 6.38

(d, 1H), 6.03 (s, 1H), 5.85 (s, 1H), 5.84 (s, 1H), 4.84 (d, 1H), 4.79 (t, 1H), 4.60 (d, 1H),
4.15-3.94 (m, 2H), 3.81-3.64 (m, 2H); °C NMR (75 MHz, CDCl;) 5 178.4, 158.2, 156.0,
149.0, 148.0, 142.4, 142.38, 137.4, 132.3, 129.1, 124.0, 123.5, 119.5, 113.3, 109.0,
108.3, 103.2, 101.6, 93.7, 80.5, 58.3, 40.1, 39.9; MS (ES+) m/z 402 (M + 1).

1'-2-(dygd-2-Ldoln o &) -~u Z[F2[2,3-][1,31MZ2U&£-7,3' -9 512" (1'D)-2& ARvEIT
N 25E THA B3oz FE59Y (31%). mp 165-167 C.
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[2363]

[2364]

[2365]

[2366]
[2367]

[2368]
[2369]

[2370]

[2371]

[2372]

[2373]

omn
J
Jm
Qﬂ

10-1432460

H
NMR (300 MHz, CDCls) & 8.31 (dd, 2H), 7.48 (d, 2H), 7.23 {t, 1H), 7.09-6.83 (m, 7H),
6.47 (s, 1H), 5.95 (s, 1H), 5.88-5.81(m, 2H), 4.73 (d, 1H), 4.67-4.49(m, 2H), 4.46 (d,
1H), 4.20 {t, 2H); "*C NMR(75 MHz, CDCl,) § 177.8, 157.0, 156.0, 148.8, 148.4, 143.1,
142.3, 137.4, 132.3, 128.9, 123.6, 123.1, 119.6, 117.5, 114.5, 109.3, 103.4, 101.6,
93.6, 80.7, 58.2, 45.9, 39.5; MS (ES+) m/z 479 (M + 1).

A Ao 10.96

tert=2d 4-[2-(2'~& 2T 2 [F2[2,3-11[1,3] M%) $4-7,3' -0 E]-1' '~ el ]9 2] W-1-7h=2 52
golEe] 944

4-ZFomd BEulols YAl tert-8 4-2-([4-M LA D) L] A bl &) el A1k = B Ao £ 2
AgEE H-A4A0 WPS FAsD A 100 /AR whel e A we w4 BHERe FEadt
(95% 4&). mp 173-175 1

TH NMR (300 MHz, CDGly) 8 7.31 (t, 1H), 7.17 (d, 1H), 7.06 t,
1H), 6.88 (d, 1H), 6.51 (s, 1H), 6.10 (s, 1H), 5.90-5.84 (m, 2H), 4.90 (d, 1H), 4.65 (d,
1H), 4.0-3.64 (m, 4H), 2.75-2.58 (m, 2H), 1.85-1.09 (m, 16H); *C NMR (75 MHz,
CDCly) 5 177.5, 156.0, 155.0, 149.0, 142.4, 142.2, 132.6, 120.0, 124.2, 123.4, 119.5,
108.6, 103.0, 101.6, 93.8, 80.5, 79.5, 58.3, 38.0, 34.0, 33.9, 32.1, 31.9, 28.6; MS
(ES+) n/z 515 (M + 23), 393 (M - 100).

A Al 10.97

1'-(2-9) 7 g gd-4-do &) A0 2 [F2[2 3-[][1,3]HFRT] &7 3'-QE]-2'(1'H)-& ez FZelo|=9 T4

o] &4k (5.00 ml) = tert-5g
4-[2-(2'-E 222 [F2[2,3-1][1,31M20=%£-7,3' -A=]-1'2'D-L)dE ] d-1-7l 254 g o E
(0.94 g, 1.91 mmol)2] 30“011 T2k 5 4.0M HCI (2.00 mL, 8.00 mmol)S #H7lsldtt. EFES ALdA
30 & B wykelk o] 4 olHE (40.0 mL)E H7IERTE. HAE WA 3AE A, dEHZ R AF s}
I, AzANA FA 3FE (0.75 g, 91%)S F53HT).

"H NMR (300 MHz, CDsOD) 5 7.37 (1, 1H), 7.20-7.07 (m,
3H), 6.52 (s, 1H), 6.10 (s, 1H), 5.86 (s, 2H), 4.83 (d, 1H), 4.67 (d, 1H), 3.97-3.75 (m,
2H), 3.45-3.33 (m, 2H), 3.01-2.85 (m, 2H), 2.15-2.01 {m, 2H), 1.82-1.37 (m, 5H); °C
NMR(75 MHz, CD;0D) & 179.8, 157.6, 150.4, 143.7, 143.4, 133.6, 130.3, 124.9, 124.8,
120.8, 110.3, 103.7, 102.9, 94.3, 81.4, 59.8, 45.2, 38.5, 34.4, 32.6, 29.8, 29.7, MS
(ES+) m/z 393 (M + 1).
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[2374]

[2375]

[2376]
[2377]

[2378]
[2379]

[2380]

[2381]

[2382]

[2383]
[2384]

[2385]

SS90l 10-1432460

1'-[2-(1-AE299 9 gd-4-D) oD 20 2 [FZ[2,3-f][1,3]HFT2Z%-7 3'-CE]-2'(1'H)-& I =2F=2
_]

UEFE 2ok (5.00 mL) 5 A1EZ3E= (0.04 mL, 0.45 mmol) 2 Eglolg o}vl (0.12 wl, 0.84 mmol)] &
Hol|  1'-(2-FHd-4-Lo D) =H Z[FE[2,3-[][1 2Y5E-7,3'-0E]-2'(1'D-& 3=2F2eo|s
(0.12 g, 0.28 mmol) ¥ JYEF xﬂovﬂiﬂiiolca}olc (0.10 g, 0.45 mmol)E 7ttt W-§ E3H&E
< 16 AIZF 9 wwtsla, FAFsle] w5 AZAHC. FEC lE oY ofMHo|E/WEE /s d g
(15/1/0. D)o §&3te 4 IA2vE2HIE Fd5te] 1'-[2-(1-AF2d I g d-4-d) D] =F Z[F

2[2,3-f][1,3] % &£-7,3'-0=]-2'(1'D-2& WA DA ZA F53500H, olF Y4k 5 4.00 HC1=
Agste] A4 IEE (0.05 g, 32% F5)S 5319k, mp 153-155 C.

H
NMR (300 MHz, CD,0D) § 7.37 (id, 1H), 7.21-7.08 (m, 3H), 6.53 (s, 1H), 6.11 (s, 1H),
5.88 (s, 1H), 5.87 (s, 1H), 4.83 (d, 1H), 4.69 (d, 1H), 3.98-3.75 (m, 2H), 3.68-3.38 (m,
3H), 3.01-2.83 (m, 2H), 2.25-2.08 (m, 4H), 1.92-1.37 (m, 11H); BC NMR (75 MHz,
CD,0D) § 179.8, 157.6, 150.4, 143.8, 143.4, 133.6, 130.3, 124.9, 124.8, 120.8, 110.3,

103.7, 103.0, 94.3, 81.4,69.1, 59.8, 53.2, 38.6, 34.3, 32.5, 30.6, 30.5, 29.4,24.7,MS
(ES+) m/z 461 (M + 1).

1'-[2-(1-o| Az gy dd-4-d) g ] A~u & [F2[2,3-f][1,3]HFT]LE-7 3'-A=]-2"(1'H)-& J=z2FF
_]

-AARAR MPE Fstal AAld 10,989 Z1AlE wpep 2 Al
tﬂra} A eSS WA AA R S50 (42%) p 155-156 C.

H NMR (300 MHz, CD;0D) §7.37
(t, 1H), 7.21-7.08 (m, 3H), 6.53 (s, 1H), 6.11 (s, T1H), 5.87 (s, 2H), 4.84 (d, 1H), 4.69 (d
1H), 3.98-3.75 (m, 2H), 3.58-3.38 (m, 3H), 3.05-2.85 (m, 2H), 2.23-2.09 (m, 2H), 1.82-
1.44 (m, 5H), 1.35 (d, BH); "°C NMR (75 MHz, CD,0D) 5 179.8, 157.6, 150.5, 143.8,
143.4, 133.6, 130.3, 125.0, 124.8, 120.8, 110.3, 103.7, 103.0, 94.3, 1.4, 59.8, 59.6,
38.6, 34.2, 32.7, 30.6, 30.5, 24.2, 16.9. 15.4; MS (ES+) m/z 435 (M + 1).

A A4l 10.100

=

1'-[2-(1-NZz22gyHad-4-d)ol g | =9 2 [F2([2,3-f][1,3] %] &%-7 3'-¢=]-2' (1'H)-& &
_]
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SS90l 10-1432460

[2386]
[2387] A E2FERE Al AlE2FEES AMESEE H-2A ] WES Fadsta AAld 10.9840 71AlE wpep ge A
abel whel 3A4 3EES WA AR 53U (81%). mp 158-160 T.
"H NMR (300 MHz, CD,0D) §
7.37 (t, 1H), 7.21-7.05 (m, 3H), 6.52 (s, 1H), 6.10 (s, 1H), 5.86 (s, 2H), 4.83 (d, 1H),
4.67 (d, 1H), 3.98-3.39 (m, 5H), 2.85-2.59 (m, 2H), 2.43-1.42 (m, 13H); BC NMR (75
MHz, CDsOD) § 179.8, 157.6, 150.4, 143.7, 143.4, 133.6, 130.3, 124.9, 124.8, 120.8,
110.4, 103.8, 103.0, 94.2, 81.5, 60.5, 59.8, 50.8, 38.6, 34.4, 32.5, 30.1, 26.8, 14.4, MS
(ES+) n/z 447 (M + 1).
[2388]
[2389] A Ale 10.101
[2390] 1'-{2-[1-(H Eg}s| = 2-20-9] &-4-A) o g d-4-D &y~ 2 [FZ2[2,3-f][1,3] %X &%-7 3 -0 =]-
2'(1'H-& =z Zaeo|=9] z;; d
[2391]
[2392] ~4-2& AMESHE N-A A WMYS Fastal AAl 10.9890 7] AH
A AR 59U (45%). mp 168-170 C.
"H NMR (300 MHz,
CD,0D) & 7.37 {1, 1H), 7.21-7.06 (m, 3H), 6.52 (s, 1H), 6.11 (s, 1H), 5.86 (s, 2H), 4.83
(d, 1H), 4.67 (d, 1H), 4.12-3.31 (m, OH), 3.05-2.85 (m, 2H), 2.25-1.45 (m, 11H); *°C
NMR (75 MHz, CDsOD) § 179.8, 157.6, 150.4, 143.7, 143.4, 133.6, 130.3, 125.0,
124.8, 120.8, 110.3, 103.8, 102.9, 94.3, 81.4, 67.2, 64.1, 59.8, 50.7, 38.6, 34.2, 32,7,
30.6, 30.5, 28.7; MS (ES+) m/z 477 (M + 1).
[2393]
[2394] Ao 11
[2395] 4-[(2'-F a2 2 [F2[2,3-1][1,3[Wx0££-7,3'-AE]-1' 2'D)-)HHd [zt 34
[2396]
[2397] wE 2-[(2'-S s

S oAV Z[FR[2,3-f][1,31HZE05£-7,3'-20E]-1' Q' D)-)Hd [z o E A wE 4-
[(2'-S AT Z[FR]2,3-f][1,3]MZUSE-7,3'C&]-1'2'D-A)vE | Zo o] EES

E% Agst w-2849
WRe Fastn Qe 6ol 74 vish g Axtel wel EA ST ATt (100%).
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[2398]
[2399]

[2400]

[2401]
[2402]

[2403]

[2404]

[2405]

[2406]
[2407]

[2408]

[2409]

"H NMR
(300 MHz, CDCls) & 12.96 (s, 1H), 7.80 (d, 2H), 7.43 (d, 2H), 7.22 (&, 1H), 7.17 (d, 1H),
7.00 (t, 1H), 6.94 (d, 1H), 6.68 (s, 1H), 6.21 (s, 1H), 5.90 (s, 2H), 4.98 (s, 2H), 4.76
(ABq, 2H); ®C NMR (75 MHz, CDCl3) & 177.4, 167.5, 156.0, 148.9, 142.6, 142.3,
141.8, 132.1, 130.5, 130.3, 129.3, 127.7, 124.2, 123.7, 120.1, 109.9, 103.5, 101.9,
93.8, 80.4, 58.0, 43.4.

Ao 12
N-(3-ZF 2 2ud)4-[(2'-S A2V Z[FE2([2,3-f][1,3] R 54-7, 3-8
kA

O o]

Ly

L =0

N o

HN—Q

4-[(2'-S A AT 2 [F2([2,3-1][1,3]H %0 £4-7,3' -2

omn
J
Jm
Qﬂ

10-1432460

E1-1'(2'H)-L) e [l =eln] =9

E]-1'@Q'D-d)dd Iz

o)

d SEgol=e 9 Az

S F22IXE (50.0 nL) T 4-[Q'-SAAYZ[FZ[2,3-f][1,3]HM20S£-7,3'-2&]-1'(2'D)-H e 14
ZAF (2.08 g, 5.00 mmol)2e] nwty Lo A F2eol= (0.95 g, 7.50 mmol)E Ao A H7}E Fo
DMF 1 WS 7Mook, &S 204l 2 AIZE &9 wwtslar, Fste] S AxAAT. IFES F
T YyE2 2 (60.0 nL)ol §3AIA AFES] 98 4F E2gol= dds FAsglth

B. N-GB-FFLRAD)4-[(2'-FAh2d2[FR[2,3-1][1,3]M20] $5-7,3'-A=]-1"(2'1)-L) A& [l =o}w]
EQ] %L/H

%# = Egodo}lyl (0.05 mL, 0.32 mmol) = 3- % Sz doldl (0.02 mL, 0.24

F2gel= dd (2.0 nL,

T Z2 2 g

0.08

< ALicﬂ A A7kl

B} %@%% 15% HCl &9 2 B2 A3, vﬂ%g B8}, Na,S0, Aol A
AzA7]a, ATt HES AFstl 5% AR=ANFT. FES olE olME o Ed &3A7]a, A
S XS Hrtste AAAFH G, WA aAE ek, Rk 1A s%E (0.06 298 FEIIIT (0%
FE).
H NMR

(300 MHz, CDCls) § 8.30 (s, 1H), 7.83 (d, 2H), 7.58 (ddd, 1H), 7.38 (d, 2H), 7.27-7.23
(m, 2H), 7.21-7.16 (m, 2H), 7.04 (dt, 1H), 6.85-6.78 (m, 1H), 6.74 (d, 1H), 6.46 (s, 1H),
6.10 (s, 1H), 5.77 (d, 1H), 5.68 (d, 1H), 4.97 (ABq, 2H), 4.76 (ABq, 2H); MS (ES+), m/z
509.1 (M + 1).
AAld 12.1
7] ®oll A% IFFES Ao 12¢0] 7|AE wpe} FAFS e o]&3te] A=, F7] AFE vk
o], st7] AT SFHE HEE Y] gt vkl AlTE 3EE Hoel dXekA] Eer

3

) 93 MS
W3 (m/z, M + 1)
N-BD-4(2-S A AT Z[F 22,311,320 &2
500 471.2
7.3-QE-1(2H)-)M P = ol =
N-3-Z2Q 2 A)4[(2-S AW Z[FZ[2,3-
501 1,314 2] & 4.7 3 E]-1'(2'H)- 523.1
)l Zolr =

- 221 -



[2410]

kel

MS
(m/z, M + 1)

1 Q- e P1-LAE R )M A2 2[F 22,3
1,320 & &-7,3-A §]-2(1H)-&

483.2

503

NAN-Elol & Z 2 -4(2-§ 225 2 [F2[23-
1,3/ =0 & 4-7,3-A E]-1'(2'H)-
) Dl = opn] =

499.1

504

N-(4-2 220 A)-4-[(2-& 255 Z[F2[2,3-
1,3 2 v] £ 4-7,3-A ]-1'(2'H)-
Ay gl 2o =

540.1

505

N-(3-2 223 d)-4-[(2-5 25 Z[F 2[2,3-
A3 2 &4-7,3-A E-1'(2'H)-
g zoiv =

526.1

506

N-2-EF 22 d)4{2-5 22 Z[F 22,3
.31 20 §4-7,3-AE]-1(2H)-
) Zoluj=

509.2

507

N-2-o1 Do d)-4-[(2-S A 2P 2[F Z[2,3-
1,3 20 &4-7,3-A E]-1'(2'H)-
d)yd g zopul =

519.2

508

N-(4-o DA d)-4-[(2-S & AT Z[F 2[2,3-
1,314 =0 %2.7,3-A E]-1(2'H)-
d)r B Zopr] =

519.2

509

N-(4-71 L 5] d)-4-[(2- S A 2B 2[F 22 3-
A1 3P 2] 5 £-7,3- A E]-1(2H)-
)y Zolr| =

505.2

510

N-3,5-T1 M &5 9)-4-[(2-S A 29 R[F 22,3
1,3 20 &4-7,3-QE}1'(2'H)-
Ay g Zopn| =

519.2

511

N-(2,3-T W 23 d)-4{(2-S A 23 Z[F 22,3
1.3 20 2%£-7,3AE]-1'(2'H)-
d)u e = ot =

519.2

512

4[(2-2 22N Z[EE2 31320 2 E-7,3-A E]-

1'(2'H)-g)vE]-N-A g el = ot =

485.1

513

422 AT Z[FR[2,31 3= & &-7,3-2A 5]}

1/(2H)- ) G N-Z 2 8 = o] =

457.1

- 222 -
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[2411]

k!

MS
(m/z, M + 1)

N-ol£2Z 2 W 4[(2-S 22T Z[F2[2,3-
1,320 4 £-7,3-A E]-1(2H)-
)il 2ol =

457.1

515

N-O 2F A2~ S22 2[F2[2,3-
1,31 25 247, 3-AE]-1'(2'H)-
dyd gl Zojw| =

4711

516

N-ﬂ§-4'[(2"‘9f£.’_‘.xq E[¥E[2,3-f][1,3]\ﬂ_é\:] .
7,3-AERH)-D)HE M=ol =

499.2

517

NAZZH A2 S EEAZ[FE[2,3
1,320 4£-7,3-A E]-1'(2'H)-
Adyd il Zofrj =

497.2

518

N-AZZHE-4-[(2-$ 2 2 2[F2[2,3-
(1,3 =] & £-7,3-A E]-1'(2'H)-
gyrlg zotu =

483.2

519

N-3 %'4'[(2"‘%5‘_.{‘_3] i[—’f—i[z,s_ﬂ“ .3]“&55‘ .
7,3-AEH@H)-A) P Zolo] =

513.2

520

N AT ) @5 2 2T 2T 223
1,340 §£-7,3-20 E]-1'(2'H)-
dydEpl =zolu=

535.2

521

N-(2,6-C1 o D o d)-4-[(2- S A 2 0 Z[F2[2,3-
11,320 ££-7,3-A E}1(2H)-
o) il Zobu] =

519.2

522

NS AT 8 (2= S A2 2[F 223
1.3 20 & 4.7,3-2 112 H)-
d)ugzolv =

5212

523

NANEEE 2R A[2- S ALY Z[(E22.3
1.3 20 24-7,3- E1-1'(2'H)-
Ayl Zolu=

455.1

524

N-G-HEA Z 2 B4 [(2-S A AT E[FE2[2,3-
1,3 2} &7, 3-A E]-1'(2'H)-
Ayl =Zopu| =

487.2

525

1(2H)-L) g -N-7 gl Zotr] =

4-[(2-S A 2T Z[F 22 31,320 &%-7 32 5]

491.2

- 223 -
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[2412]

e ) MS
WwE 23 (m/z, M + 1)
N-2,4-00 9 € 3 9)-4-[(2-& 2 23] Z[F Z[2,3-
526 fi[1,3/0 20 ££-7,3-A E]-1'(2'H)- 519.2
Ay g zotu =
4-[(2-S 22T Z[FE[2,301,3] 20 £&-7,3-A 5]
527 1'(2'H)-Q) vl D)-N-(B E 2} 8] = 2 F g-2- 499.2
) zotu =
NN-O ¥R -4{(2- & 22 2[F2[2,3-
528 1,3 =0 &£.7,3-A E}1'(2'H)- 595.2
Ay g =olr =
N-[2-(T] ol o} v i) o D }-4-[(2- & 2 2= Z[F 2 [2,3-
529 1.3 =] & £-7,3-¢ E]-1'(2'H)- 514.2
Ay g =elr =
N-HE-4-[(2-S a2 Z[F 2[2,3-1,3] 20 &£
530 4292
7,3-AE1(2H)- )M g 2ot =
H2-Sa2 2[F 22,301,320 £4-7,3-A 5}
531 1(2'H)-) = D ]-N-[3- 559.1
(EfEReady)vdpzo=
N-ol g -4-[(2-& 2 A3 Z[FER[2,3-1,3] N 2T & &-
532 4431
7,3-AE]1(2H)-G)M g = o} =
N-(3-) EA L2 B)-4-[(2- & A AT Z[FZ[23-
533 1,320 8&-7,3-A E]-1'(2'H)- 501.2
d)r gl =oln =
N-(4-7 5 A 8l 2 )-4-[(2- & & 23] Z[F 2[2,3-
534 1,31 20 47,320 E]-1'(2'H)- 535.2
Ay gl 2opn) =
N-(35-0 222 H 9)-4-[(2-S 2 2T Z[F 2[2,3-
535 N, 320 847, 3-A E]-1'(2'H)- 560.2
g zeln =
4-[(2-S 2 AT Z[FE[2,3A[1,3MET & 4.7 3-A E]-
536 492.2
1'(2'H)-2) " 2]-N-5) 2] 9-3-g Wl = o}v] =
N-(4-A o} i ¥ d)-4-[(2- S 2 23] 2[F 2[2,3-
537 01,310 20 %4-7,3-A E]-1'(2'H)- 516.2

Q)AL = ot =

224 -

[}
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[2413]

o
[2:
R

83

MS
(m/z, M + 1)

538

N-(4-7 N Q)-4-[(2- S A A Z[F2[2,3-
1,3/ 20 £4.7,3-A E]-1'(2'H)-
Ay gl = o}l =

499.2

539

4-[(2-S A AT B[E 22,313 2247390 =]
1(2'H)-Y)B}N-(2,2,2-
EEFozddpi=elns

497.2

540

HE-S 22T ZF 2R3 AED S 57,3-AEF
1@ H)-2) A N3] 2 1-4-2 ol Q) Zopr] =

506.1

541

N-2-(3-22 =29 d)d g]4-[(2- S A2y Z[EE[2,3-
1,31 =20 &4-7,3-AE]-1'(2'H)-
e Rolr =

554

542

N-(2-F 2 E)4{2- 2227 Z[F2[2,3-
A1 3AZ ] % &-7,3- A EH(2H)-
Ay Zolw =

495.1

543

N-GES0 22090 D)4 [2-S 220 Z[FE0.3
11,3121 & 4.7,3-AE]-1'(2'H)-
Ay il oo =

523.1

544

N-3-N-o 42§ 5 2 5] 2[F 2[2,3-
320 547,30 E}1'(2H)-
I B I

513.1

545

N-(3-0] 2 X2 Z AL 2 H)4-[(2-S 22T Z[FZ[23-
1,3 20 £ 247, 3-A E]-1(2'H)-
dyuigpl=ojo] =

515.2

546

N-(2-0) ZA ol F)-4-[(2-& & AT 2 [F 2[2,3-
1,320 24.7,3-A E]-1'(2'H)-
d)ym ]l Zolr =

487.2

547

N-(NE2Z2 G| E)-4-{(2- & A 23] 2[F 2[2,3-
A3 =019 8.7,3-2 BL12H)-
dyd il =olu| =

469.1

548

N@-ASA A d)-4{(2-5 £ 2AZ[FR[23
A3 2T & 4-7,3-21 E]-1'(2H)-

Ayl =opu) =

521.1

- 225 -

5
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[2414]

e

B

MS
(m/z, M+ 1)

549

N-A S 2REA42-S ALV 2[F 22,3
1,3 20 &£.7,3-A E]-1'(2'H)-
Ayl g Zolu| =

469.1

550

N-(2,2-2] 5 d o] %)'4-[(2'-—2—,&_&3] Z[E2[2,3
1,320 &2.7,3-A ]-1'(2'H)-
Ay el Zofu| =

595.2

551

N-[2-(4-FF 2. 29 Q)N E]-4-[(2-S 2 2T Z[F Z[2,3-
1,3 =05 4-7,3-Q E]-1'(2'H)-
)y g =opr) =

537.2

552

N-(N S22 AW e)4-[(2-S A2 2T 2[F Z[2,3-
1,31 2 0] £ 47,3 E1-1'2'H)-
A)dl gy Zole| =

511.2

553

N-(2-Z2F Q2 2-4-t i d)-4{(2-S 2 29 Z[F Z[2,3-
1,31 29 &2&.7,3-A E)-1'(2'H)-
) =olu =

523.2

554

N-[2-(4-1 DA D)ol H]-4-[(2- G2 2 Z[F Z[2,3-
1,320 54-7,3- E-1'(2'H)-
Ay zeju =

533.2

555

N-(2-olE 3 )-4-[(2-& A 20 Z[F2[2,3-
1,3 £ 0] & £-7,3-A E]-1(2'H)-
)y zobr] =

499.2

556

N-AA-4(2-S A AT Z[F2[2,3-A1,3]0 20 S &-
7.3-AE12H)-Y)H i Zolu| =

505.1

557

N-(2-H| B Al D )-4-[(2-% 2 2] Z[F 2[2,3-
.32 84.7,3-A E]-1'(2'H)-
dyr g zoln =

4731

558

1T 4<(RE2EU4-A72 A2 2 [F2[2,3-
N3 =0 &4-7,3-A E]-2(1'H)-&

485.1

559

N-(1-3°2 o 9 2] 2 -4-U)-4-[(2- S A AT Z[F2[2,3-
A3 20 54-7,3-A £]-1'(2H)-
)l g 2o &

588.2

560

N-[2-(4-9) S A 3 ) o B14-[(2-% 2 20 Z[F 2[2,3-
1,318 20 &&.7,3-A E]-1'(2'H)-
d)yul gl Zolu) =

549.2

- 226 -
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[2415]

EEE) i s
42 (m/z, M + 1)
AH2-SE 2T Z[F 223132 SE-7,3-AE)
%1 T(2H)- ) B N{2- 559.1
(EgEFoavg)ddRoln
N{a-E222-(E T 52 2ol d) 9142
562 Sa2N2[F22IN3ME0$£-7,3-A5] | 5041
1'(2H)-Q)d g =o}w =
N{4-EF 2 2-2EF EF 2 27 9)7 d1-4(2
563 LAY Z[FEERIANINEYLET73-AE]-| 5771
1'(2H)-Q)m L Zo}o] =
N-(2-7 o} 2o B)-4-[(2- & A 2 5] L[F 2[2,3-
564 Al1.3 2T £ 4-73-0 EH1'(2H)- 468 1
dym g Zojnj =
N(18)1-A1 22 Lo H]-4{(2- S A 2T R[F 2[2,3-
585 A3 2 U] 8 4.7, 3-9) £]-12'H)- 525.2
Ay gz o =
N{(1R)-1-A | 2 2 A D ]-4-[(2- S 2 2 Z[F 2[2,3-
506 A3 2T $ 6.7, 3-A EF1@H)- 5252
gy zol =
N-24-0EF 023 d)-4-[(2- S L 2T Z[FE[2,3-
567 1,31 2 ) & 4£-7,3-A 5|1 (2H)- 527.1
dyrgul 2ol =
N-(2,3-1) 3] = 2-1H-91 ¢l -1- )-4-[(2"
568 Loan2[£223 A1 3ME0SE-73-08) | 5312
1'(2H)-) e 2] = ojul =
4-[(2-S 223 ZF 22,301,320 ££-7,3-9 5]
569 511.2
1'(2H)-2) M BI-N-(2-El ol d el gyl Zojo] =
N-[(1-01 & 3] &2 -2-) vl & -4-[(2"-
570 SAAWB[ERRIAMINETSE.7,3-05]| 5262
1(2'H)-) 2] = o} v =
42-S 2 A Z[F 22,313 =TS E-7 3-AF]-
o7 533.2
1'(2H)-2) W QN-(4- = 2 B3 )i =ofm) =
N-25-0EF L2 A)4{Q-S 22 Z[F2[2,3-
572 A 3T & 4-7,3- B H'(2H)- 5411

d)d el =ojuj =

- 227 -

[
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[2416]

33

MS
(m/z, M+ 1)

573

N-(2,3-0 3] E2-1H-1 9-5-2)-4-{(2'-
S22 [FRRIANIAZTE-7,3-AF]
1(2H)-L)r g Zo}n] =

531.2

574

N-25-HEF 223 d)-4{(2- 52 2T 2[F 2 [2,3-
1,38 21 247,32 5]-1'(2'H)-
Q) g zopn) =

527.1

575

4[2-2 22T Z[FR23A1,3/M 2 5-7,3-A &)
1(2'H)-2) ) DJ-N-4-
(BgEFezdg)idpzoln s

573.1

576

A{2-S 22T Z[F 2R3 £ £-7,3-AE]
T(2'H)-2) o B ]-N-2-(2-E] o] Q)ol Gl 2o =

525.1

577

4{2-S 22 2 [F 2231 M 2T $5-7,3-A &}
12 H)-Q) A DN-(3 2 2-3-g v &)l = oo =

506.2

578

4(2-F 2 AT Z[F 22,3132 & 2.7 3-AE}-
1(2'H)-) ol D]-N-[2-
(EYERo 2 ) 2ol =

573.1

579

N-[2-(4-B2 23 D)ol B4 (- 225 Z[F2[2,3-
1,3] 2] & 2-7,3-A E]-1'(2'H)-
U)ol gl Zor| =

554

580

4-[(2-& A2 Z[F 22,3132 §5-7,3-A =]
1(2H)-L) L ]-N-(2-3 S &) & -1-
o)yl 2ol =

512.2

581

N-3-He ¥ e d-2-2)4-[(2-S 2 29 2 [F Z[2,3-
A3 =T & £-7,3-A E 1 (2 H)-
Ay g =opn) =

506.1

582

N-[3-(C) o o} ] ) 32 2 F -N- o) -4 (2
S22 Z[F 22,301,320 & &7 3-AE]-
12H)-g)r g zon =

514.2

583

N-1,3-820 4 &-5-9-4-[(2- % 2 20 Z[F 2[2,3-
1.3/ 201§ £-7,3-A -1 (2 H)-
d)d g =olu] =

535.1

584

N-2-2 2 EE-4-U N RB)4{2-5 2 2H Z[F 2 [2,3-
1.3/ 201§ 5.7, 3-A E]-1(2'H)-
Ay il 2o =

528.2

- 228 -
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[2417]

[2418]

3gE 24 MS
s (m/z, M + 1)
1'-{4-(4-5] 2} 7] d-2- ] 9] 2} -1
585 Ayt Ml )T Z[F 2[2,3- 562.2
1,320 &4-7,3-9 E]-2'(1'H)-
4-[(2-S A AT Z[FEE[2,31,3M 20 &7 3 E]
586 498.1
1'(2'H)-2) 2 ]-N-1,3-E] o} Z-2- A Wl Z o} ] =
N-(6-7 5 A 1] 2} ©1-3-Q)4-[(2- S A 2 F Z[F 2[2,3-
587 1,320 &4-7,3-AE]-1(2H)- 522.1
Ay g Z o =
N-35-H 822l A)4-[2-S22H 2 [F 22,3
588 1,320 %47, 3-A E}-1'(2'H)- 574.1
d)r gl = ol =
N-1-UGZE4-[(2-S A 20 Z[F2[2,3-
589 1.3 =0 5£.7,3-A E]-1'(2'H)- 541.2
Ayl 2ol =
1-(4{4-(1,3- 2 &&-5- Aol &) ) 2} -1+
590 AFt2R I A)AY 2 [F 22,3 618.2
3=t §4.7,3-A E]-2'(1'H)-2
N-(4,6-0 78 3 2] ©-2-9)-4-[(2- S 2 AT Z[F2[2,3-
591 1,31 21 §4-7,3-AE]1'(2H)- 520.2
d)d i = opul =
4-[(2-5 22T 2 [FR[2 31,32 $E-7,3-2 5]
592 493.1
1(2H)-2) P D]N-5] ] 7] Tl -4-d wl 2 opv] =
N-(5-H1d-1,3-E] o} £-2-U )-4{(2-S A A Z[F 22,3
593 A3 2T 54-7,3-A E1-1'(2'H)- 512.2
d)rl ] zojr| =
N-(2-A] oh1-6-F 7 2 2 5 d)-4-[(2-
594 SE2AZFZRIANIMMEDEE-7,3-AE] | 534.1
1'(2'H)-L) gl = ofr =
N-(4-A i F)4-[(2-& A 25 Z[F2[2,3-
595 N3z &4-7,3-A E11'(2H)- 519.1
LI LIES R R
N-[3-(1H-0] | Th-&-1-2) = 2 B ]-4-(2"
596 SRAYZ[FZ2,3A1,3M £ &4-7,3-208]-| 5231
1(2'H)-A) gl zolu] =
338 i MS
WE 83 (m/z, M + 1)
N-(4-2E2E0-4-UH 9)-4-[(2-S A2 2[F2[2,3-
597 1,31 21 &4-7,3-A E]-1'(2H)- 576.2
gy gl =ofn) =
1'{4-{(4-1 & 5] 7 &} 2 -1-
508 Y)FtER A} AT Z[F (2,3 498.2
1,311 2 6] &&-7,3-Q ]2 (1'H)-2
N-(5-A1 8 2 X 2 9.1,3 4-E| o} v} 0} Z.2-Y)-4-[(2'-
599 SAAYZFER2,31,3M20&4-7,3-05]-| 5392

1(2H)-d)H gl zopm =

229 -

5
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[2419]

[2420]

[2421]
[2422]

[2423]
[2424]

[2425]

[2426]

[2427]
[2428]

[2429]

[2430]

[2431]

SS50ol 10-1432460

1'-(3-3| 2Nz~ 2 [FR2[2,3-][1,3]|MFRT]2&-7 3'-2AE]-2' (1'H)-<9 A

"

MeOH (150 mL) & 1'-[3-(MIESA])Z [2,3-][1,3] &Y %%&-7,3'-A&]-2'(1'H)-2 (6.27
g, 14.5 mmol) ¥ 10% Pd/C (0.5 g)< 2ol Fadle] B $28kA]7]3, AFolE B B
g oatgrr. AFAES FFetel B AXRAAY. JAHES HERREH AARIAA A FTE (4.82

g)S WA uAR FET (98% F8).

2] 2[F2
Aepelg 3 o

'H NMR (300 MHz, CDCls) 6 7.38-6.93 (m, 4H), 6.49 (s, 1H), 6.10 (s, 1H), 4.87 (m,
1H), 4.63 (M, 1H), 4.01-3.81 (m, 2H), 3.62 {t, 2H), 2.89 (br, 1H), 1.99-1.91(m, 2H); °C
NMR (75 MHz, CDCls) 8 178.8, 156.0, 148.9, 142.4, 142.1, 132.3, 129.0, 128.9, 124.1,
123.9, 119.0, 108.6, 103.0, 101.5, 93.6, 80.4, 58.3, 37.8, 29.8; MS (ES+) m/z 340.2 (M
+1).

AN 14

3-(2'-SAAIR[FR[2,3-1][1,3]ME2U5E-7,3'-A=]-1'"(2'D-L) 223929 34

gZz2 e (150 mL) 2 1'-(3-3SEAZza) AT [FZ[2,3-1][1,3]M20]L%-7,3'-A=]-2'(1'H)-2
(4.82 g, 14.2 mmol)] &Moo 1,1,1-Eg o} EA-1,1-0s|=2-1,2-11=Q 2 E=2&-3(1H)-< (7.00 g, 16.7
mol)& 0 CellA H7tekitk. AAHE EF=S 0 CToAA] 4 Az 5 wEkelar, oE oA HolER 435,
10% Na S:0; &, X3} NalC0; 2 A= TAH o= MH3IAL, T NaS0, FolA AxA7]a, of ek,
AAES HAF3 w5 AXAFT. AFREo U 4 A2nEIHIE Fdsta, APES oY oMAE
o|E/Ao R EYH ANAASANA BA = (3.86 g)= 53U (80% &)

JEO

TH NMR
(300 MHz, CDCls) § 9.83 (s, 1H), 7.33-6.92 (m, 4H), 6.48 (s, 1H), 6.08 (s, 1H), 4.86 (m,
1H), 4.61(m, 1H), 4.15-3.98 (m, 2H), 2.97-2.84 (m, 2H); MS (ES+, m/z) 338.1 (M + 1).

AR 15
U'-{3-[(NEzzzdvd)olr ]| zrd i v 2 [F2[2,3-1][1,3]Mxd5E-7,3'-0=]-2" (1'D)-=22] 44

o§>
L=

L

THF (5.00 nL) % 3-(2'-Sa=dZ[F2[2,3-f1[1 Z0%4-7,3'-0%]-1'2'D-ZEad (0.07 g,
0.20 mmol) o] &Hell (elmewE) A ZZZ 23 (0. 30 mmol) 2 WP-Ed oA EA R RS =eo]= (0.26 g, 0.60
mmol)E H7Fekivh. WA A-AR Fol, SA-AE 4-dAdSA =g s = (0.25 g, 0.18 mol)E 7}
ahodeh. WAl E A Foll, EFES oHZ (10.0 mb) R SAEkaL, gl qRES AFs] 5
5 A2 Aies AEAAANA FA Sehe (0.05 @& WA IAR 58I (62% T8).
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"H NMR (300 MHz, CDCly) § 7.32-6.92 (m, 4H), 6.49 (s, 1H), 6.12 (s, 1H), 5.83
(m, 2H), 4.86 (m, 1H), 4.64 (m, tH), 3.97-3.77(m, 2H), 2.87-2.80 (m, 2H), 2.66-2.56
(m, 2H), 1.02-0.94 (m, 1H), 0.56-0.47 {m, 2H), 0.25-0.18 (m, 2H): MS (ES+) m/z 393.3

M+ 1).
[2432]
[2433] AAld 15.1
[2434] 317] el EASE sjtES AAld 159 71AlE wle} FAEE AAE o] &3l AR5
o], 3171 €A FFE MoT 7] ARE kA AlFE SEHE oot dXEA %
351'?3’_“3-‘ 34 MS
il (m/z, M+1)
1-{3{(4-ZF 2 2 A)o}r| x| Z 2 W)AT Z[F2[2,3-
600 447.0
11,3121 & 47, 3-A E]-2'(1'H)-&
14{3-[(4-2 225 Q)o}n) | T 2 Y} AT Z[FZ[2,3-
601 449.2
1,3/ 25 §%-7,3-2A E]-2(1'H)-&
1-[3(AEo}r] =) Z 2 YA 2[F2[2,3-A1,3[ R0 2 %-
602 409.1
7,3 E}2(1'H)-&
1-{3-[(2-01 A o] &)o}v] | T 2 LA Z[F (2 3-
603 4111
320 & £-7,3-AE]-2(1'H)-&
1-3-[(3- M FA Z 2 g)obr| ] T 2 PyAu 2[F 22,3
604 411.1
N3 = & 47,32 E]-2(1'H)-&
1-{3-[(3-vl g R e)olr x )T 2} A T Z[E2[2,3-
605 409.6
1,320 54-7,3-2A E]-2'(1'H)-&
13- FA Z 2 H)oln| | 2 Ay A0 Z[F 22,3
606 4256
01,320 &£-7,3-A E]-2(1'H)-2
1-{3[22-UMgd T2 g)olr] e |T 2 YA Z[F2[2,3-
607 409.1
1,3/ 20 &4-7,3-A E]-2'(1'H)-&
H{B-(2-S 22N Z[F 22,311,320 £ 57,3 E]
608 392.4
1T2H-)Z2g]on )X 2P EY
1-{3-[(2,2,2-
609 EEFo R E)olu x| T2 W)AI Z[F 22 3- 421.1
fIl1,3[ 2 0) & %.7,3-A E)-2(1'H)-&
BN ZE T2 holn| ) TR WAV Z[FL[2,3-
610 379.1
1,320 & 47, 3-0 E)-2(1'H)-&
1{3-(AE2FEolu )T 2|40 2 [F2[2,3-
611 393.1
1,320 &7, 3-A E]-2(1H)-&
1-{3-[(2-A g2 X 2Pl d)olr] ]| T 2 Wy AV 2[FE[2,3-
612 407.1
1,320 547,30 S]-2(1'H)-&
13-(claRdolrx) T2 |2 2 [F2[2,3-
613 395.1
1,321 & 4-7,3-Q E]-2'(1'H)-&
T-3-(Fohv ) T2 B2 S ZF 22,313 0] §&-
614 4235
7,3 512 (1'H)-2
[2435]
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[2436]

B ua VS
i * (m/z, M+1)
1B AL oh =) Z2 B2 2[F 2[2,31, 3] 2 0] S &-
615 437.1
7,32 E12(1'H)-&
1-[3-(0) & X 2 HolH ) X 2 WA Z[F 2[2,3-
616 381.7
1,3/ =] & £-7,3-Q E1-2'(1'H)-&
1-3-[(HEH3| =2 F 2&-2-
617 drR)on) )L 2 @) 2[F 2 (2,313 2T S| 4231
7,3-Q £12(1'H)-&
13-(AFotr ) T2 Y AY 2 [F 22,313 2H & &-
618 429.1
7,35} 2(1'H)-&
1-(3-[2-A ol g)ohr| == 2 Wy AT Z[F Z[2,3-
619 443.1
1320 £4-7,3-A -2 (1'H)-&
13-l dotr| o) Z 2 P20 2[F 2[2 31,3 2 0] & &-
620 519.4
7,3-A E]-2(1'H)-&
1 [3-(ZEFou] )T 2 F A Z[FEZ[2,3[1,3H =T 2 &-
621 381.1
7,3-AE]2(1'H)-&
1-(3{[2-(3-
622 EFeEdd)ddolr x) T2 )20 Z[FR[2,3- 461.5
1,3 20 &%-7,3-A E]-2(1H)-2
1-(3-[3-H gz 2ol T 2 Y}~ T 2[F2[2,3-
623 457.5
11,3 20 &4-7,3-A E]1-2(1H)-&
1'-{3-[(2,2-t 5l ol &)o}p| =] T 2 P)A5) 2 [F2[2,3-
624 519.4
320 §4-7,3-A E]-2(1'H)-2
1-(3-{[2-(4-H 25 )l F]ohv) ) Z 2 P) AT 2[FZ[2,3-
625 457.5
1,320 8%-7,3-A E]-2(1H)-&
1-(34{[2-(3-2 2 27 Q) d]o}v] =} T2 B) 29| Z[F Z[2,3-
626 477.3
1,31 20 24.7,3-A E]-2(1'H)-&
1-{3-[(2-5] &) d-4-Y ol D)o} | x| T Z )25 Z[F Z[2,3-
627 4442
.32 &&-7,3-2 E]2(1'H)-&
1-{3-[(F & D-4-d vl g)otr] )= 2 WyA s Z[F 22,3
628 4305
1,3 %1 &£-7,3-2 £]-2'(1'H)-&
1-(3{[2-(4-
629 EFo g d)dlolr )T 2 W) A Z[F2[2,3- 461.0

N3z 54-7,3-A5]2(1H)-2

- 232 -

ol

10-1432460



[2437]

3}5HE ) s
w3
i (m/z, M+1)
-3 (e P-2-A v D)ol u] | T ZH) A5 Z[FEZ[2,3-
8% 430.2
32T & &-7,3-A E]2(1H)-=
T-E{ARA-ANFZA LTI =) E 2 8) = A Z[F 223
o1 449.1
1,3/ 20 &7 3-A E]-2(1'H)-&
1-{3{(2-F 2 )o}u| ] T 2P} AT 2 [F Z[2,3-
632 419.4
1,320 &4-7,3-2A E]-2'(1'H)-<
1-{3-[(4-Z22AF)olu| | T2 LA Z[F 22,3
633 463.1
A3 2T 547,32 E1-2(1'H)-2
1-(3-[(4-H EA A A)o}u| T2 PyA] 2[F 22 3-
634 459.4
1,31 20 & £-7,3-91 £]-2(1'H)-&
1'-{3-[(3-0]igi%klgig)o}u]ilgi%}ém i[%i[z,:ﬂ-
635 439.1
1,3/ 20 & 4-7,3-A E]-2'(1'H)-2
1-(3-{[2-(2-
83 FFe AU =) T2 B 2N F LRI | 4610
3 &E08£.7,3-AE]-2(1H)-&
1-(3(3,3-0 g )0l u] T 2T} A5 Z[F2[2,3-
637 423.5
i, 3]l =1 £4-7,3-QA E]-2'(1'H)-&
1-B{AE2FAMY)olr] | L2 W) AT Z[F2[2,3-
638 435.0
1,3/ 258 %-7,3-A E]-2(1'H)-&
1-(3{[(19)-1-A| F2 A Aol Do} )} T 2 W) 2 9] Z[FZ[2,3-
639 436.5
1,3 20) &&-7,3-A E]-2(1'H)-
1 ERIAANT Aol v |2 P AT E[F2[2.3-
640 449.1
N3 20 847,301 E]-2(1H)-&
1-{3(2-9] €8 D-1-d el @)olu] ] X 2 W) A0 Z[F 2[2,3-
o1 450.5
1.3 20 £4-7,3-Q E]-2'(1'H)-2
1-{3-{(2-Z 2 E W 4-Fo) )0l | T 2 YYAF Z[F 22,3
%42 452.4
329 $4-7,3-A E]-2(1'H)-2
1-[3-(A g2 dolv| ) T2 YA Z[F 2 3-
o 421.5
1.3 2T & £-7,3-A E}-2(1'H)-&
RO ERISEEE RIS T XS
o 407.3
1,320 &4-7,3-AE]-2(1'H)-&
1-(3-[(2-F 220 F)ol )T 2 U} 0] Z[F Z[2,3-
o4 463.2

1,32 24.7,3-A E]-2'(1'H)-&
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SS=50ol 10-1432460

e MS
3]
a3 (m/z, M+1)

=2
fol

1-3-A & D 1-d T2 AT Z[F2[2,3-[1, MR & &-
646 393.5
7,3-AE]-2(1'H)-2

1-[3(t] P Eolu ) T2 A AV E[F 22,301,320 & &-
647 4515
7,305 2(1'H)-=

1-G-HHdd1-d 22 Y) 2 [FR[2,31,3M =0 $£-
648 407.0
7,3-AE}2(1'H)-2
1E3-(HZ2golr )T 2 Y| 20 2[F 22,3
649 4232
1,3 2T &4-7,3-QA E]-2/(1'H)-2

1-B{[2-(H W dotr| x)ol Glotr| =} T 2 W) A Z[F 2[2,3-

650 410.5
1,314 20 £ 47,32 -2 (1'H)-2
1-(3-{[2-
651 (Felgotu e)ol ) E)otv e} 2 2 ) AH Z[FZ[2,3]  452.1
1,31 20 & £.7,3-Q E]-2(1'H)-2
1-(3-{[2-
652 (olxZagolu i)l d]olr] )2 I W) AH Z[F2[2,| 466.1

A3 E T & 4-7,3-AEF2(1H)-2

1 [3-(dol AT 2 Po}r ) T2 P20 F[FZ[2,3-
653 423.0
A3 2 0] 82-7,3-Q £]-2'(1'H)-&

1 [3-(Aeotr )T 2 P2 Z[F 22,311,320 &%
654 353.0
7,3-A E]-2(1'H)-&

1-[3-(ol " otrl )T 2 P2 o] L[FZ[2,3-A[1,3[0 2] §&-
655 367.0
7,3-AE]-2(1'H)-2

1{3-[H] 2(2-F| A e ©)o} v o] X 2 P2 o] 2[F2[2,3-
656 455.0
1,320 ££.7,3-A E]-2(1'H)-=
1-{3[(2-EF e 2l Aol k] X 2 W)L 0] Z[FZ[2,3-
657 446.9
1,320 &7, 3-AE]-2(1'H)-2

1-3-[35-HEF 22 Aol | T2 )4V Z[F 2[2,3-

658 464.9
1,320 247,351 2(1'H)-2
1-(3{[3-
659 (deagetr| )T 2 dlo}v] )} T 2 Y)A Y B[F 22,3 424.0

1,321 &&-7,3-Q 512 (1'H)-2

TB-(Hel gt =) T2 G| 20 2 [F 22,313 2 0] $&-
660 394.9
7,391 51 2(1'H)-&

[2438]
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[2439]

[2440]

[2441]

i‘}f}’% 43 MS
= (m/z, M+1)
o | DR TR S F R 31 AR S E-
713"91%]'2'(1'/‘/)--‘9: 451.5
662 L (e e e e
A3 2T & &-7,3-0) S]-2(1'H)-& 409.0
663 TR e =T 2 ) AT 2 [ 22,3
11,3/ 20 247,301 B]-2(1H)-& 409.0
664 1{3[(2-01 2 Z 2 E Ao &)o} T ) T 2 HJ AT 2 [F 22,3
1,31 20 £ 4.7 3-A E]-2'(1'H)-& 425.0
665 1'-(3-[(2,4-1:] %‘?‘S’_i‘ﬂ’g)o]—u] l\‘—]Eisﬂ}!_\_lﬂ Z[F 2
f][1,3]‘ﬂlitl 8,«@.7‘3‘_9_]%]_2(1.’_’)_% 464.9
666 T3E-AgA )b | E 2 E) A 2 F 22,3
1,3 20 £4-7,3-¢ E]-2(1'H)-& 443.0
667 1{3-[(3-Z 222 A)olu x]T = B)A T Z[F 22 3-
A3 2T & 5-73-9 B 2(1H)-2 446.9
668 1._{3_[(2‘6_‘:] %"ﬂf’iil!ﬂ;'-_:_])o]-u] _‘L]Ei%}_}:_ﬁ] Z[FE[2.5-
1,3 =T & £-7,3-2 S]-2(1H)-& 464.9
669 1{3-[(1,2-0) vl g X2 A)yo}lm| | L 2 U}AF Z[EZ[2,3-
1,31 2 1] £45-7,3-Q) £1-2'(1'H)-& 409.0
1-(3-{2-(1-v1 & &=l d-2-
o70 DA RIorl pE 2 )2 2 [F 2(2,3- 450.4
A3 20 & 57,321 S 2(1'H)-&
o7 | RICHEI AR IR e 2 F 2R
1,3 20 24-7,3-Q E]-2(1'H)-& 4445
672 1"{3‘[(1-7"]]@-2--‘_‘“ do Q)O]-u] i]Ei%)_ﬁn} i[—“f—i[zj.
A, 3 2 0§ 2-7,3-9 S1-2(1'H)- 457.0
g3 | C@EERAA Nl Z 2 W) A 2 F 223
A1 3RS 27,3-91 S]-2(1H)-& 476.9
674 1-{3-[(2-A 2 Aol )olu] | T2 A} AT Z[F2[2,3-
1,3 20§27, 3-A S 2(1H)-2 448.1
675 1-4{3-[(2-H & d-2-L ol P)o}u| ] T Z W) 5] Z[FF[2,3-
1.3 20 £4-7,3-QA B1-2(1'H)-& 4442
676 1'-{3-[(2-8] | d-4-L of &) o} 7] —‘L]EEQ}Z_}H} EIEET RN
1,320 & 2.7 32 2]-2(1'H)-& 519.6
E:Q% K Ms
o (m/z, M+1)
oy || CIGEEERAATE A I E 2 AR AZF 2R
M 3T & 57, 3-Q S12(1H)-& 466.2
678 1-(3-{[(5-P E-2-F L) eoln| =} T 2 W) A0 Z[FEZ[2,3-
1,34 20 % 4-7,3-A 52 (1'H)- 4333
679 1@ DD D)o} ] = 2 B) 2 2[F2[2,3-
M, 3T 2 %7, 39 S]-2(1'H)-& 4434
Al 16
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[2442]

[2443]

[2444]

[2445]
[2446]

[2447]

[2448]
[2449]

[2450]
[2451]

[2452]

SS90l 10-1432460

1'-(3-oln| =2 g A 2 [F2[2,3-f][1,3]HMF0L%&-7 3" -¢1%]-2"' (1'H)-29 A

oog

NH,

o (70.0 mL) & 2-[3-(2'-&A2WZ[F2[2,3-1][1,3/M2HL%E-7,3'-A=]-1'(2'D)-Q) L2 |-1H-9]
1,3(2H)-tv= (3.20 g, 6.80 mmol)o] &l sl=ebxl A<sheE (1.87 g, 37.0 mmol)S F7F8R3itt.
A 4 AIZE st wRkEGITE. SulE etstel Al A S 55 oE olxHo]Ed] thA] &

B0 FUAEF 2 95 §AO0R AHSL, Mes0, BN AEA 1, oA, oS

2N, AFEs ANerFE AASAA w4 = (2.50 g)& FEIAH (5%

35
]

[e]

o B
U

2
=
X _
=
e
Z

:?g,
>
Lo

ol
ol
2

ez
o

o
o

e
“ o

H NMR (300 MHz, CDGls) § 7.31-7.24 (m,
1H), 7.16-7.14 (m, 1H), 7.06-7.01 (m, 1H), 6.94-8.91 (m, 1H), 6.48 (s, 1H), 6.10 (s,
1H), 5.82 (M, 2H), 4.90-4.87 (m, 1H), 4.61 (3, 1H), 3.98-3.71 (m, 2H), 2.77-2.73 (m,
2H), 1.97 (br, 2H), 1.84-1.81 (m, 2H); "*C NMR (75 MHz, CDCl;) § 177.8, 155.9, 148.9,
142.3, 142.2, 132.4, 129.0, 124.0, 123.4, 119.4, 108.7, 103.0, 101.5, 93.6, 80.5, 58.2,
38.8, 37.5, 30.6; MS (ES+) m/z 339.3 (M + 1).

AAld 17

FEEZE2N-[3-(2'-F A2 Z[F2[2,3-1][1,3/Hx2H5E&-7,3'-A=]-1' Q'D-I) 2L g 2 HA-2-F} 2 52
ohv =9 g4

et

gz 2dg (4.00 mb) F 1'-B-op|=Xz2ad) A9 2 [F2[2,3-1][1,3]Mx0LE-7,3' -A=]-2'(1'D-=
(0.05 g, 0.13 mmol)2] &Ml Egodolnl (0.03 g, 0.26 mmol) E 3-FRZZE|QIA-2-Jl2Rd Fzdo|=
(0.02 g, 0.12 mmol)E 0 CellA Hrpatdet.  E3HE& 2 ARF &b wiketal, 15% HC1 & 8 &2 AlXst
Pk FH715S MgSO *JOM AzAN 3, g8ttt AdFRES AFEd §F AXARY. FFES o€
olAlElo]|Edl &AI7IL, BAAES Ais HUbste AT, WA uAE o o3 sk, s}
of AzAA EA FFE (0.04 9)& F539Y (67% 5&).

"H NMR (300 MHz,
CDCls) § 7.60 (&, 1H), 7.41 (d, 1H), 7.33-7.27- (m, 1H), 7.17 (d, 1H), 7.08-7.03- (m, 1H),
6.93 (t, 1H), 6.49 (s, 1H), 6.11 (s, 1H), 5.95 (m, 2H), 4.90 (d, 1H), 4.65 (d, 1H), 3.96-
3.79- (m, 2H), 3.53-3.36- (m, 2H), 2.04-1.93- (m, 2H); "°C NMR (75 MHz, CDCl;) &
178.3, 160.6, 156.0, 149.0, 142.4, 141.8, 132.5, 129.4, 129.2, 129.1, 124.2, 123.7,
123.6, 119.2, 108.5, 102.9, 101.6, 93.7, 80.5, 58.3, 37.4, 36.5, 27.3; MS (ES+) m/z 483
M+ 1).

Ao 17.1
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[2453]

[2454]

s . MS
33
wE (miz, M+ 1)
N-3-(2-2 £ AW Z[F2[2,3-1,3M 2 2£-7 3-9 5]
680 [3-( HE2[F2[2,3-A1,3]4 =0 ] 4073
1@H)-Y)EZYNERZZ2RFE R 20 H =
N-[3-(2-8 225 2 [F2[2,3-A1,31 21 &&-7,3-A E)-
681 4213
12H)-Q)Z =N F22est2 8 2oln =
3E MS
2\
Mz 2 (miz, M+ 1)
2-F 22 N[3-(2-S A2 Z[FZ[2,3A1,3MEH S &-
682 478.3
73-JAE1QH)-Y)Z 2 FZ-olr| =
N-[3-(2-S A A Z[F2[2,3-A11,3] 20 &.7,3-Q 5H
683 4353
1(2H)-9)Z 2L N E2HEIEE 2oln| =
2,2-9 9 E-N-[3-(2- G2 A5 Z[F2[2,3-
684 1,32 &4-7,3-A E]-1'(2'H)- 4233
)Lz gL gotr|=
2-(4-A B A D)-N{3-(2-F 2 2 Z[F 2[2,3-
685 1,314 21 8 &-7,3-A E)-1'(2'H)- 487.3
)z 2oty Eotr|=
Atert-FH-N-[3-(2-S A AT Z[F 22,3
686 1,320 & £-7,3-A E]-1'(2'H)- 499.2
)z 2Pzl =
33T o L-N[3-(2- 5 2 2T Z[F 2[2,3-
687 1,320 & 4-7,3-A E]-1'(2H)- 437.3
T2 g|Fgofu =
N-[3-(2-& A2 20 2[F 2[2,3-1,3]1 20 &-7,3-Q E)-
688 519.3
1Q2'H)-Q)Z 2 9] 5 d-4-7F 22 Aojn| =
3-HE-N3-(2-F A2 A Z[FE[2,3-[1,3]A 2T S &-
689 73/AEMQH)-Y)Z 2 D}1-H 2 F F-2- 497.2
FtE2 B Aolu =
2-(A S A)-N-[3-(2-% L 2T Z[F 2[2,3-
690 1,31 20 £4£-7,3-A E]-1(2'H)- 487.3
gz 2 YolHEo}r| =
N-3-(2-S 42 2F Z[F 22,3132 £ £-7,3-A E}
691 4333
1@H)-9)Zzg]-2-FHu =
N-[3-(2-S 229 2[F2]2,3-A[1,3]H 2T &%-7,3-2A £}
692 487.3
1(@2H)-9)Z2H]1,3- 1020 & &5-5t2 B A0ln =
N-[3-(2- S 22T Z[F (2,311,320 $£-7,3-U
693 494.3
1'QH)-Y)Z 28] Ed-2-7tE B Aoln =
N-[3-(2-% 2 AT Z[F (2,313 20 $£-7,3-QA =]
694 457.4
1'(2'H)-4) = 2 9]-2-5 do}H Eolr| =
N-3-(2-5 23 2[F 2[2,3-1,3] 8 20 §%-7,3-<1 5]
695 4503
1RH-E)Zz2Y]d 2 d-1-7t2 2 Acln=
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[2455]

3H5E 3 Ms
W ° (miz, M + 1)
2-7 HA-N-[3-(2-& 2 2V Z[F 2[2 31,3l 20 &£
696 4112
73-AEH'QH)-D)Z R FA EotH =
4-(A e o] = )-N-[3-(2- S £ 2T 2[F 2[2,3-
697 1.3 20 %473 E]-1'(2'H)- 486.3
Yz zypzolu=
4-0 5 A-N[3-(2- S A &9 2 [F 2[2,3-[1 3] 20 & &-
698 487.3
7,3-AQE(2H)-Y) T2 Yl 2ol =
2-tE-N-[3-(2- % 2 29 Z[F Z[2,3-A1,3]1 2T §&-
699 4233
73-R1EH(2H)-)Z 2] -dotr =
N-[3-(2-& 2 A9 Z[FZ[2,3A13 20 &45-7,3-A =]
700 473.2
1(2'H)-4) = 2 9]-2-5) H Al o} H Eolr] =
N-[3-(2-S 2 AT Z[F 22,311,320 4.7 3-A =]
701 495.0
1(2H)-Y)Z 285 54 30-2-7t2 B 2olu| =
N-[3-(2-S 223 Z[F 22,3130 20 &%-7,3-Q £
702 4493
12H)-)Z2 B SR A5 2 B 20w =
4-ZFQ ZN-[3-(2-F A AT E[FE[2,3-
703 1,32 &4-7,3-Q E]-1'(2'H)- 461.3
Az Y zolu=
2-0G-N-[3-(2- & 2 29 R[F 22,31, 3] 2 ] & -
704 437.3
73-AEHQ2H)-L) =2t ol =
2(4-EF L2 ) NB-2-S 229 2[F2[2,3-
705 1,320 &§4-7,3-20 E]-1'(2'H)- 475.3
d)Z 2Pl Eoful =
6-2ZZ-N[3-(2-5 223 Z[F (2,301,302 5 &-
706 478.0
73-AEM2H)-Y) T2 P -l o} =
2-EFQ 2 N{3-(2-S A 2T 2[F2[2,3-
707 1,3/ 20 &4-7,3-2 E]-1'(2'H)- 461.4
TP Zolr =
N-3-(2-F 223 Z[F 2[2,3-1,310 20 %730 =
708 1(2'H)-Y)Z = 3]-2- 482.8
HgA ST Bz B 20ln =
4-oG-N-[3-2-S A 2T Z[F 22,341,320 2 &-
709 457.7

7,3-AE12H)-Y)ZE P Zolr] =

- 238 -
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[2456]

33E 34 MS
WE (m/z, M + 1)
1-(4-2 2 2 25 '9d)-5-7 G-N-[3-(2-G 2 2T Z[F 22,3
710 1,326 547, 3-AE2H)-Q)Z2F}1H- | 541.2
Y} E-4-Ft2 B 20hu =
1 N-3-(2-S 229 Z[F2[2,3-(1,3] 21 £&-7,3-A &) 4831
1(2H)-Q)Z 2D - D2 FF-5-7 2B Aoju| =
N-3-(2- 2 A5 Z[F2[2,3-A(1,3[ 02 1) £ £-7,3- &+
712 1'(H)-9)Z28]-2,1,3- W = &4t o} &-5- 4854
stz B0l
24-UEE2N[3-(2-S A2 Z[FZ[23-
713 1,3/ 2t &4-7,3-A E]-1'(2'H)- 513.1
)z gl =oln| =
1-0 B -N3-(2- S A 2 Z[FZ[2 31,3 2] & &-
714 7,3-AE'(2H)-Q)Z 2 H}-1H-1,2,3- 498.4
HlZEgolE.5.7l2 8 2ol =
5-£20 2.2.0 & .N-[3-(2- S 2 AT Z[FEZ[2,3-
715 1,3/ 2 0] &4-7,3-A E]1'(2'H)- 475.1
Az Ppzopr| =
2222 N[3-(2-SA AT Z[FZ[2,31,3 20 & &
s 7,3-AE-1'(2H)-g)Z2hjo] AU e o}n| = 4781
N{3-(2-S 22T 2[F 22,313 20 £ 4-7,3-A &)
717 1(2H)-9)Z29]-2,3-013] =21 4- 0 20 841-6- | 5011
steBrolue
5-7 &-N-[3-(2- & 4 29 Z[F 22,31, 3 2] & &-
718 7.3-AE1'(2H)-L) Z 2 Y]] $AHE-3- 448.2
Ft2 B roln=
N-[3-(2-& A 23 Z[F 2[2,3-A]1,3[ 1 2 0] & £-7,3-2 5]
719 4831
12H)-Q)Z2Y1-P 2 FE G252 E 2ol =
720 N3-(2-52 T 2[F 22,313/ 20 £&-7,3-2 B]- 4561
1(2'H)-Y)Z2Y}1-H 2E| o ¥-2-F}2 B 2ofu =
N-[3-(2-& 220 2[F 22,3132 & £-7,3-A E]-
721 1'(2'H)-Y) = 2 9]-2,3-T] 3] = 2 -1 4-8 2 1) L Al-2- 501.1
Fte B xolu =
N-[3-(2- & 2 29 2[F 22,311,321 % 2.7,3-A =]
722 509.1

1'(2H)-9)Z2F]4-(1H-7 g} 2-1-d)yfl = ol =
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[2457]

g5te MS
WE 3 (m/z, M + 1)
1,3-0 0 D-N-[3-(2-S A AT Z[F2[2,3-
723 .32 E4-7,3-AS1QH)-Q)ZE2D]-1H- | 461.2
He}E-5-7t 2 B 2o0bu =
4-t) D-N-[3-(2-S A A Z[F2[2,3-[1,3]1 20 & &-
724 7,3-AE]-1(2H)-Y)2249)-34-U35| =2-2H-14- | 5142
W2 &AL R-7-7t 2 5 Aolu| &
N-[3-(2-S A2V Z[F2[2,3-A1,3 20 $4-7 3-A E]-
728 T@H- 2B S D6 2R ackms | 0L
NA3-(2- S22 2[F 22, 31,3/ 21 4&-7,3-A &]-
726 1(2H)}-9)=Z29)-2,3-0 3| = 2-1-H = F &-2- 485.2
Jtz= oo
N-[3-(2-& 225 2[F2[2,3-A(1,3| 020 &&-7,3-Q E)-
727 1'(2'H)-4)= 2 g}-2,3-t] 3| = 2-1-8 2 €] 2 9-5- 499.1
stz aolu
N-[3-(2-& 22T 2[F 2[2,3-A1,3M %Y &£-7,3-A 5]
728 1'(2H)-Q)= 2 d]-2- 526.9
(BEYEFLZMEA M=ol =
N-[3-(2-& A 2T 2[F 2[2,3-M[1,3 2] &4-7,3-A £
729 445.2
1(2H)-Y)Z 2] goju =
N3-(2-S 2 A3 2[F 22,313 20 4.7 3-A E}
730 473.2
12H)-9)Zzg|g o=
A E2HG-N3-(2-F 22T Z[F2[2,3-
731 1,31 =0 %4-7,3-2A £]-1'(2'H)- 463.0
)T 2 YL 2 FPoln|=
-G A-N{3-(2-F 229 Z[F 22,301, 3] 2 0] & &-
732 7,3-AE1(2'H)-L)ZEY]-9H-E 5 9 7-4- 545.0
Fta ¥ rolu=
733 N-[3-(2-& 229 Z[F2[2,3-[1,3] A2 T & %-7,3-A £ s114
1(2H)-A)ZZGH4-(ELEF L2 Y ) =olr]=
25-0EFQ 2 N[3-2-SAXTZ[F 22,3
734 1,31 =0 £ £-7,3-2A E]-1'(2'H)- 479.3

)z 2Pzl =
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[2458]

3}E } MS
33
Sk (miz, M + 1)
2,5-U v G-N-[3-(2-F 2 2T E[F Z[2,3-
735 1,321 &£-7,3-A E)-1'(2'H)-Y) = 2 9]-3- 461.4
Faol=
N-[3-(2-8 £ AT 222,311,320 $£-7,3-9 5
736 523.3
1(2'H)-2)E 2 g]4-H F A R etolr| =
4-Z2FQ 2N{3-(2-FA 2T Z[FE[2,3-
737 1,3 20847, 3-AE-1'(2H)-Y) = 2 F]-2- 529.0
(EFERe v g)l=olu =
N-[3-(2-% 2 A9 B[FE 22 3-A1,3]1 2] £4-7,3-A =}
738 463.3
1'(2'H)-Q)Z 2 9]-2-(2-E of G)o A Eolr =
2-8225-5FQ2-N[3-2-FA LT E[F2[2,3-
739 1,320 S %-7,3-9 E)-1'(2'H)- 495.0
d)z g zoln =
N-[3-(2-S A AT Z[F 22,313 2T %7 3-A E]
740 493.0
1'(2H)-Q)Z2g]2- U TEuj=
2-(4-F ZE2H FA))-N-[3-(2-S A AT Z[F 2[2,3-
741 1,31 =) 2£-7,3-A E}-1'(2'H)- 507.3
Q)= 2 g|olH Eoju=
2,4-0 0 EA-N-[3-(2-& A A5 Z[F 2[2,3-
742 AN,3M 20 &&-7,3-A E)-1'(2'H)- 503.4
Az Zolu=
2-UEZ-N[3-(2-5 42T Z[F 22,313 2] &%-
743 488.4
7,3-AE'QH)-Y)Z2 g Zolu|=
2-(4-F 229 9)-3-AL-N-[3-(2- S 2 A Z[F 2[2,3-
744 1,325 8 4.7,3-Q E]-1(2'H)- 533.4
gz g eotul=
4-017) ' -N-[3-(2'- & A 23 Z[F 2[2,3-A[1,3] 2T 5 &-
745 458.4
7.3-QE1Q2H)-)Z 2l R ol =
34-T W EA-N-[3-(2-S A2 2T Z[FZ[2,3-
746 1,320 & £.7,3-81 E]-1(2'H)- 503.3
)z z g =olu =
N3-(2- S22 2[F2[2,3-1,30 21 $£-7,3-A E]-
747 1'(2'H)-¥) = 2 ")-5H-t) Wl 2 [b, flo} A B -5- 558.4

Ft2 g rolul=
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[2459]

w3

a

N-[3-(2-& 22~ Z[F 22,311,320 &

MS

(mfz, M + 1)

749

£73-A%]
1(2H)-2) T2 Boeht 17t 2 R 2ofu) =

501.5

750

2[(2-01 A X 29.5-H| A 28 4) S A|J-N-[3-(2"-

SAAYZ[FR2,31,3M R $4-7,3-AE)-

 J

535.5
1'(2H)-B)Z 2 gt Eotr] =
N-[3-(2-5 2 =

751

2

E2[F2[2,301,3M =
1'(2'H)-9) = 2481-3,5-
HAEHEZQ g )il Rolnx

(2,5-T M| B A o d)-N{3-(2-S 2 23] 2[F Z[2,3-

257395}

579.3

752

222 EN[3(2-SA AT E[EE[2,31,3]

1,32t £4-7,3-A E]-1'(2'H)- 517.4
)E2PotH Eotm =

FETEE

3-%2;#[3 2-
753

T amrs
7,3-AE'(2H)-2) = 2 g = o}

“Sa

4222
754

YR[F (2,301,320 &
477.3

F-AEM2HA-Y) TR I Zolr] =

N-[3-(2-5

N-B3-(2-2 =
755

Fa=

A AN 2EZ2,31,3/M 2 %
477.3
7.3-AEMH)-9) L2 g =elu =

756

26-0Z=

9 Z[F2[2,3[1,3 21 %%-7,3-2 E)]
1'(2'H)-Y) = 29]8) Abolm)
L N A

437.4
EZ 02 NB-(2-5 2~

757

2-F 2 2-N[3-(2"

HR[FR[2,3-
N3 20 & £-7,3-¢1 112 H)- 479.4

SIEE R ET -
ER P IR

758

SFAN

7,3- E-1'(2'H)-Y) T 2 Do} A Eo}n]
N-[3-(2-S A2 AT 2[FZ[2,31,3/M %

[FR23-13zH 5

4153

759

N-[3-(2-& &2

o=

HAEYER

W 2[FR[2,3-1,3]Hl =1

247,39}
1(2H)-Y) T2 9}-2,5-

579.4
L 2v ") o}

760

$£.7,3-9E]-
12H)-Y)Z 289 E8 d-1-71 2 8 2o}v]
2-H2R.22.0Z

436.4
FOEN[B-2-F2

AL

I Z[FE[2,3-

1.3 2] &4.7,3-2A E1-1'(2'H)

497.3
Z2g)olH Eolrl=
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[}

10-1432460



[2460]

[2461]

[2462]

[2463]
[2464]

SSS0l 10-1432460

e MS
33
WHE (miz, M + 1)

235-E8ZTZQ 2 N3-S AT Z[FE[2,3-
761 Al1,3]20 & £.7,3-2 E]-1'(2'H)- 497.3
"al)ni%!]vﬂ zolu|=

5-ZF0 2 N[3-(2-S2 A Z[FE[2,3
762 1.3 =T &&-7,3-0 112 H)-Q) T 2 9)-2- 520.4
(54£ L 2uE)izolu =
5-Z22-N[3-(2-% 2 AT ZF 22,311,320 %
763 7,3-AE1'2H)-Y)= 23] 2- 545.3

(EFERLEMG ) Zolr] =
N-[3-(2-& 420 2[F 2[2,3-1,3 20 &5-7,3-A E)-
764 449.3
12H)-4)Z2 gl e d-2-7t2 H Aojul =
IN-[3-(2-5 2 29 2[F2[2,3[1,3]1 20 8 £-7,3-U B
765 452.4
1(2H)-2)Z2Y| R 2EP-4-7tE B rolu =
2-(1-ZE)-N{3-(2-S & A9 2[F 2[2,3-
766 1,31 &4-7,3-2 E-1'(2'H)- 507.4
Y)ZZgJotH Eoln| =
2-M " -N-[3-(2-S A AT Z[F 22,3132 &
767 409.4
7,3-AE1(2H)-Y) L 2P| 2 2 o] =
N-[3-(2-S 2 23 Z[F 2[2,3-A(1,3]8 2 0] $4-7,3-J =}
768 451.4
1(2H)-Y)ZEGIN-Z23 0 T 2 gojr| =
N-[3-(2-2 A 23 2[F 2[2,3-A1,3] %0 &-7,3-A E)-
769 513.3
12H)-Y)Z=d)4-dgil =opro =
47 7-EE-3-S 2 N[3-2-S L2 Z[F2[2,3-
770 1.3 2 447,301 §]-1'(2'H)- Q) L 2. 9)-2- 519.4
SAHAIE2[221)88-1-7t 2 B 2olr| =

2-ME R N3-(2-2 A AT Z[F 22,31, 3M%0 S &-
771 523.2
7,3-QEMQH)-Q) L 2B Zojn] =

3-Nohe-N{3-(2- 22T Z[F 22,31 3 x IS %
772 468.3
739112 H)-A) L2 G i =ofr] =

4-A b -N{3-(2-S 2 2 M Z[F 2[2,3-A1,3 20 S &
773 468.3
7,3-AEQH)-Y) 2 =oln =

AAld 18

1'=(2-obu) o &) A9 2 [F2[2,3-f][1,3]M%T] 247 3'-01 = ]-2' (1'H)-&¢] A

o
\\\

E-1 3(2H) o (20.0 g, 44.0 mmol)A %%%‘Wl sl=ghdl (8.

1 b Fob muksta, ettt oAFES ATt FFH ARAFHT. AFEC
dEYol (10/1/0.2)% &&ste EdU4 ARvEIHIE T35t = AHES fr%o}aizﬂﬂ, olE

OWEﬂ ol ERRE MAAINANA FA FFE (8.0 )& WA uAZ FEIAT (56% F5).
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[2465]
[2466]

[2467]

[2468]

[2469]

[2470]
[2471]

[2472]

SS90l 10-1432460

H NMR (300 MHz,
CDCly) §7.34 (m, 1H), 7.17 (dd, 1H), 7.06 (dd, 1H), 6.95 (d, 1H), 6.51 (s, 1H), 6.18 (s,
1H), 5.89-5.82- (ABq, 2H), 4.93 (d, 1H), 4.66 (d, 1H), 3.95-3.74- (m, 2H), 3.06 {1, 2H),
1.59-1.35- (br, 2H); °C NMR (75 MHz, CDCl) 5 178.0, 155.9, 148.8, 142.3, 132.4,
128.9, 124.0, 123.4, 119.5, 108.6, 103.1, 101.5, 93.6, 80.5, 58.2, 43.4, 39.8; MS (ES+)
m/z 325 (M + 1), 308 (M - 16).

1-(4-2F 2 29d)-3-[2-(2' -2V Z[F2[2,3-1][1,3]WMZ2U%%-7,3' -2 =]-1'(2'1)-L) ol & ] $-2l| o} 2]

T YEFERde 3 1--olnndE) A2 [FE[2,3-F]1[1,3]HF0S4-7,3'-20%5]-2' (1'H)-2  (0.15
mmol) 2 Eg]e€olrl (0.01 mmol)e] E3Eo 1-FFE-4-o]hAollo]EwAl (0.14 mmol) S 2014 7}
st EFES 16 AlF SoF wnksla, YRR (5.00 mL) o2 345k, 10% HCl &9 2 A5= A
Z8aL, Na,S0y AollA AxA7]aL, oﬂﬂa}am. ARES HAFste 5F AR2AA ZA sEE (0.05 90 &

Saon (2% ).

yul

1

H
NMR (300 MHz, DMSO-dg) & 8.54 (s, 1H), 7.35-7.25 (m, 3H), 7.19 (d, 1H), 7.11 (9,
1H), 7.06-6.91 (m, 3H), 6.67 (s, 1H), 6.52 (t, 1H), 5.94-5.84 (ABq, 2H), 4.74 (d, 1H),
4.61 (d, 1H), 3.91-3.69 (m, 2H), 3.49-3.34 (m, 2H); MS (ES+) m/z 462 (M + 1), 484 (M
+23).

Ao 19.1

at7] el €A% e
o], 8t7] A% sgt= W

Ald] 199] 71AE HES} SAFEE A2 o] &at
= A7) Ok vk Ao AlaE e HE e

}ol‘ ik
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[2473]

3gE 34 MS
ME k (m/z, M+1)
18 A3 2-(2-F A AW Z[F 22,313 20 S %-
774 458
7.3-AE'H)-L) 2] $-2 o}
1-2-(2-S A2 2 [F 22,311 32 Y £4-7.3-A &
775 536
1'(2'H)-2) ol &]-3-(4-1 35 A] 2l d)$-9l| o}
1-2E-3[2-(2-% 22T 2[F 2[2,3-1,3] 20 & &-
776 424
7,3-AE]-1'(2'H)-Q)ol d]$-@l ot
1-N g2 4-32-(2-5 2 2H 2 [F 22,3
777 450
1,320 & £-7,3-A E]-1'(2H)-D)ol @ ¢ o}
1-o]®-3-{2-(2- S 2 A Z[F 2[2,3-[1,3 D 21 & 4-
778 396
7.3-AE1'(2'H)-L)ol F]$- 8l o}
1-0| 2 X 8 D322~ A AT Z[F2[2,3-
779 410
32T £4-7,3-A E]-1(2'H)-¥) ol D15 o}
1-2-(2- 2 2 A Z[F 22,3132 &%-7,3-A =]
780 410
1(2'H)-G)ol E]-3- L 28 9o}
1-tert-F-E-3-[2-(2- S 2 29 R[F 2[2,3-
781 424
1,320} £4-7,3-QA E]-1'(2'H)- L) o & $-ll o}
1-A 22 HE-3-2-(2-S A A 2[FZ[2,3-
782 436
11,3120 &4.7,3-2A E]-1(2'H)-Y)ol D@l o}
H2-(2- 522N 2[F 22,301,302 0§57 3-A )
783 438
1(2'H)-L)oll g]-3-0 g ¢80}
H2-(2-S A2 2[F 22,3132 5 &-7,3-A E]-
784 444
1'(2'H)-%)ol &]-3-5 'd §-#| o}
1-(2-FE M Q)-3-2-(2-S 2 AT Z[F 22,3
785 448
1,320 54-7,3-A E]-1'(2'H)-Q)ol D1$-8l ok
1-84-342-(2- S A 2 2[F 2[2,3-A1, 3 =] S 2-
786 452
7,3-AE]-1'2'H)-2)o & ]$-dl o}
" N-({[2-(2-& 22T Z[F 2[2,3-A[1,3] W2 ]2 &-
787 7,3-AE-1'(2'H)- 454
Yyl gobnl x}Ft2 B ) F 2 A o] E
1-(3-v €3 9)-3-[2-(2-8 A AT Z[F 22,3
788 458

1,320 &£-7,3-A E]-1'(2'H)-d) ol B} 5 &l o}
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[2474]

3gE - MS
HE (m/z, M+1)
1-(4- 2 ¥ 9)-3-[2-(2- 2 A AV Z[F Z[2,3-
789 458
fi[1.3[ 20 &£.7,3-Q E]-1'(2H)-L) ol & ¢l o}
NE N-({[2-2- 5 A& Z[F 22,311,320 & £-
790 7,3-Q E]-1'(2'H)-Q) ol d]o} vl ) 7F 2 B d)-H €} 468
geiyol =
1-(4-Alob e d)-3-2-2- G 2 2 Z[F 2[2,3-
791 469
1,320 £4-7,3-AE]-1'(2'H)-Q) N &)= o}
N-({[2-(2-S A 29 2 [T 2[2 31,3 2] 247 3-
792 472
LEF(2H)-L)l ot et R d)dl Zolr| =
1-[2-(2-% 22 2[F 22,311,320 %&-7,3-2A )
793 473
1'(2'H)-g)oll B1-3-(2-31 d o &)l o}
1-(4-A DN F)-32-(2- S 2 A Z[F 2[2,3-
794 472
1,321 &24.7,3-Q E]-1'(2'H)- L) ol D¢ 2l o}
1-(2-v &l A)-3-[2-(2- & A 20| Z[F 2[2,3-
795 472
1,320 24-7,3-A E]-1'(2'H)-Q) ol @] $-gl o}
1-(4-o1d ¥ &)-3-[2-(2-S A A F Z[FZ[2,3-
796 472
1,320 L4-7,3-0 E]-1'(2'H)- Q)N &Sl of
1-(3-F| B A ) d)-3-[2-(2- S A AT Z[FZ[2,3-
797 474
1,312 54-7,3-A E]-1'(2'H)-Q)oh @] $- gl o}
1-(2-E 52 2-5-0 &3 9)-3-[2-(2- S A 20 B [F 2 [2,3-
798 476
1,320 ££.7,3-A E]-1'(2'H)-L)ol D] $- 8l o}
1-(3-Z2F 2. 2-4-1 G 9 d)-3-[2-(2-% 2 AT 2[F 2[2,3-
799 476
1,320 & £.7,3- E]-1'2'H)-2) ol &) $- 8l o}
1-(4-2 229 Y)-3-2-2- S A 2T Z[FE[2,3
800 479
1,3/ =1 54-7,3-A E]-1(2'H)-d) ol &gl o}
2-[({[2-(2-& 22T 2[F 22,31, 3 2T £ £-7,3-
801 QE1(2H)-Q)ol lotv] =}k E B d)o}r] x]of & 480
2-mdolag ol E
1-[2-(2-& A2 2 [F 22,311,320 & £-7,3-¢1 E]-
802 480
1(2H)-Y)2]-3-(1,1,3,3-H EStH| B 2 &)9- o}
e 4-{({[2-(2- 428 Z[FZ[2,3[1,3M 20 & &-
803 7,3-QE}1'(2H)- 482

D)ol Blobr] w)7h2 1 d)opo) e ehe ool &
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[2475]

ST ua MS
) A (m/z, M+1)
(T D)2 Q-5 2 2 A 2 F 223
804 o
A1 319251 %47, 3-A BL1@H)-L) 212 of
1+2,3-t] 3| E 2-1H-Q dl-5-Y)-3-2~(2'-
805 SALNZFRRIANINZT S E73-A5)F | 483
1(2H)-Q)ol g2l o
@A ) 322 S 2 AT 2T 2(2.3-
806 484
1,325 S6-7,3-ABF1@H)-D)A L1 o}
1-(@-STAE A d)-3{2-2- 5 2 2T 2 [F 223
807 486
1,3] 020§ &-7,3-91 £ 11/ (2H)- D)l D13l o}
1-(4-0l 2 X2 d)-3-[2-(2- S 2 29 2[F 2[2,3-
808 486
A1, 32T 47,32 E11(2H)- D)ol D] -0k
AR AR 32222 20 2 F 223
809 486
A1 32T §&-7,3- BFT(@H)-)el D142l o}
@A) 225 22N 2F RS-
810 .
11,320 2 £-7,3-A 12 H)-Q)oh ] 5l o}
A 2 D) 3225 2 ST R P 22,3
811 4882
A3 2 0 &5-7,3-A E1-1(2H)-L)ol 2§ of
@ E2 = 2090 9) 3 22- S A2 2T 2[2,5-
812 488
1,380 & £-7,3-2) E1-1/2H)- Q)N D -2l o}
E-ER R4 A ) S22 -GS A Z 22,3
813 493
A1 320 S 4-7,3- 95 1 1(2H)-2)ol ) -2l oh
1(3-F22-2-M W €)-3{2-(2- S 2 20 Z[FZ[2,3-
814 .
1,320 %47, 3-A E]-1'2'H)-2) A D] gl o}
H(EFER 2 9) 2 Q- 52 ST R F 225
815 0
A1 32T & 7.3~ B (2H)- ) &Ll of
1-2- 2220 A)32-2- 525 Z[F 223
816 0
A3 ) & 5-7,3-21 BH1(@H)- ) 2138 of
T 832255 2T 2F 2 3-
817 .
A1.3P0 2T 5 4-7,3-21 B4/ 2 H)- )l )92 o}
12HE) 2222 2ARFER S
818 .
A1.3PA 2T & 4-7,3- E11@H)- Q) )42 o}
1-(3-222-2-Z2 0 29 9)-32-(2-
819 FLAARFLRIAMIAZALETIAEL | 404

1'(2'H)-L)l L] -2l o}
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[2476]

ik (m/z, M+1)
1H2-(2-2 2 A9 2[F 2[2,31,3 1 2 &&-7 3-A E}
820 12H)-Q)19]-3-(5,6,7,8-HEG S| =2t Zetd-1-| 497
U)o}
1-(A-tert-2- D3] 9)-3-[2-(2-F 2 AW Z[F 2[2,3-

821 498
1.3 =20 84.7,3-A E]-1'(2'H)-Y)l 81 o}

1-(4-F-E 5 d)-3-[2-(2-F 2 2T Z[F £[2,3-

822 500
11,3 2 0] £4-7,3-A E]-1'2'H)-¥) o &) -8l o}

1-2-(4-o1 23 9)oN @)-3-[2-(2- S 2 AT 2[F 2[2,3-

823 500
1,38 =] 847, 3-A E]-1(2'H)-Y)ol E15-#ll o}
1-(2,3-J 3 2 2-1,4-0 21 £ 41-6-9)-3-[2-(2"

824 SEAYRFR23A13M 2T 54-73-AE] 500

1'(2H)-L)ol ] $- o}
W 4-[({[2-(2- 52 A Z[FR[2,3-A1, 32T & &-
825 7,3-A E}1'(2'H)- 502
Ayol djolr] e}t 2 R g)otul |l Zo] o] E
1-(2-0) EA ¥l A )-3-[2-(2- S A AT Z[FE[2,3-

826 502

1,3 20 £4-7,3-A E]-1'(2'H)-L)ol d]$-3l o}
1-34-T I EA 7 H)-32-(2-S 2 2T 2[F 2 [2,3-

827 502

1.3 20 4 4-7,3-A -1 (2'H)-Y)ol D¢ 8l o}
1-(3,5-01 Pl Z A 7 d)-3-[2-(2- S 2 2 E[F 2[2,3-

828 504

{1,312 08 4-7,3-2 E)-1'(2'H)-Q) o D} $- ] o}
1-(3-E 2 2-4-1| EA 9 9)-3-[2-(2-F 2 2T Z[F 2[2,3-
L 504
1,320 &£-7,3- F]-1'(2'H)-L)ol D 1¢-dl oF
1-4-(H EF 2 29 5 4)) 3l d)-3-[2-(2-
830 SEAYZFR23A130R & E-73-AE] 509
1(2H)-2)ol )5l o}
1-2-(EF 22 H 5 A 9)-3-[2-(2-
831 SRAAZ[FR2,3A1,3M 2T 54-7,3-AE] 510
1(2H)-Y)o N g ]Szl o}
12(2- 522 2[F 22,301,320 $4-7,3-A &)
832 510
1'(2H)-2)l 23 [3-(E 2] T2 0. 2 v Q)3 J]-$-#l o}
1-[2-(2-S 42 2[F 22,311,320 L4573 E]
833 512

1(2'H)-Y)ol d]-3-[2-(Ee] EF 2. 2 v g)d d]$-dlo}
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[2477]

e a4 MS
E : (m/z, M+1)
1[2-(2-F A AT 2[F 22,301,320 &7, 3-2A 5}
834 512
1(2'H)-9) ]-34-(E 8 EF 0 2o g) 7 Q)¢ gl o}
1-(3,4-U 222 ¥ H)-32-(2-S 2 2V 2 [F 22,3
835 512
1.3 =T 84.7,3-A F]-1'(2'H)-Q)ol & ]S 8l o}
142,3-U F 229 9)-3-[2-(2- S A 2T Z[F 2[2,3-
836 513
fi[1.3[ =) &4.7,3-A E]-1'(2'H)-L) ol & ] ¢l o}
1-(35-0 F 22 W Y9)-3[2-(2-2 A 29 2 [F Z[2,3-
837 513
1,382 &4-7,3-A E]-1(2H)-L)el G]§-F o}
A d 4-[({[2-(2-F 2 A Z[F 22,313 =0 S &-
838 7.3- E1(2H)- 513
Aol Dlobr] i}k E K d)ofu] il 2 of 0] E
e 2-{({[2-(2- S22 Z[F 22,311,320 5 &
839 7,3-0E}1'(2'H)- 516
Ayl delr) )7t 2 2 d)o)n) e ]dl 2o o] E
1-2-(1,3- M 2 0] & &-5- ol |F]-3-2-(2-
840 SRV Z[FZ[2,3-1,3M 2] 2 2-7,3-205) 516
1'(2'H)-Y)ol F]$- gl o}
Mg 2-v D3 [({[2-(2-S A &0 Z[E 22,3
841 1,329 4 &-7,3-A E]-1'2'H)- 516
Ayl d]otr] =}gkE B d)olu| il 2o o E
1-(4-FEA ) 9)-3-[2-(2-S A 2T 2 [F Z[2,3-
842 516
A3 &&-7,3-A EJ-1'(2H)-) ol )58l o}
H2-H 5 A-4-HERH E)-3-2-(2- 5 A 20 2[F 2[2,3-
843 516
132 54£-7,3-A E]-1(2'H)-d)ol D15 o}
1971 4-2-Y-3-[2-(2-F A AT Z[F 22,3
844 519
1,312 84-7,3-A E]-1'2'H)-) ol & ¢8| o}
1-4-79-3-(E Z2 0 2 v) g)H d]-3-[2-(2-
845 SEATZ[FR 31,320 447,32 E)- 520
1'(2'H)-Q)ol 815 &l oF
1-2,4-UE22WAE)-32-(2-S 2 AT Z[F 22,3
846 526
1.3/ 20 £4-7,3-A E]-1'(2'H)-Q) o & ]Sl of
-[2-(2-§ 229 2[F (2,311,312 0) ££-7,3-2 5]
847 1(2'H)-L)o] D]-3-2- 527

(EEF 2 2H E A )30}
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[2478]

[2479]
[2480]

3gE 34 MS
HE : (m/z, M 1)
1-4-EFL2-2-(E8 EF 2 27 9)¥ 9)-3-2-(2-
848 LAY Z[FEZ[2,3A1,3M 20 $4-7,3-UE) 528
1'(2'H)-)ol -2l ok
1-(5-tert-5- & -2-W| £ A #] d)-3-[2-(2"-
849 LAY Z[FZ[2,3A1,3M2H$4-7,3-UE]- 530
1'(2'H)-L )0l 1% &l o}
1-[2-(3,5-t] | B A o) ) ol & 1-3-[2-(2-
850 SAEATZ[FR[2,3[1,3MET 47,321 5)- 530
1(2'H)-)ol g19-2l o}
1-(OH-ZF 2. 9-2-9)-3-[2-(2- S A A8 Z[F Z[2,3-
851 532
320 &&-7,3-A E]-1(2'H)-Q) ol ] $-8l o}
1-(OH-ZF 2. %-9-9)-3-[2-(2-&§ 2 AT Z[F 2[2,3-
852 532
1,382t £ 4-7,3-Q E]-1'(2'H)-Y) ol &} 5-#l o}
122522 Z[F 22,3132 & 47 3- E]-
853 532
1'(2'H)-9) 1 d]-3-(3,4,5-E 2] W £ 5 &) §- &l o}
(B A E)-3-[2-(2-§ A 2T Z[FF[2,3-
854 534
1,312 §£-7 3-AE]-1(2H)-Q) o D] -7 o}
1-[2-(2-% 429 2 [F 2[2,3-1,3]1 20 £ 2.7,3-A Z]-
855 534
1(2'H)-Q)ol F]-3-(2-3 5 A) 7 )¢ &l o}
1-(2-8] ) 9-4-Y o @)-3[2-(2- S 2 2] Z[F 2[2,3-
856 536
3R 2£.7, 33 E]-1'(2'H)-Q) ol D] ¢8| o}
1[2-(2-S 22 2[F 22,3131 20 & £-7,3-A E]-
857 548
1'(2'H)-g)ol €]-3-(3,4,5-E 2| 1| 5 A !l A )2 8] o}
1-(2-U E 2 ¥ d)-3-[2-(2-% & AV 2[F 22,3
858 548
32 $4-7,3-A E]-1(2'H)-Y) ol 2] $- 7 o}
1-(1,3- 120 £4-5-9)-3-[2-2- G2 AW Z[FZ[2,3-
859 489
1,311 20} £-4-7,3-Q £]-1'(2'H)- Q) o @] 5@l o}
860 1-[4-(T ol e o}v) i) d]-3-[2-(2- & A AT Z[F2[2,3- 488
01,320 £ £-7,3-2A E]-1'(2'H)-Y) ol Q]9 7 o}
1-2-EF 0 2 W AH)-32-(2-S A2 AT Z[F 2[23-
861 487
1.3 20847, 3-A E]-1'(2'H)-L) ol &]5-9 o}
1-(4-2F 2 2-3-Md 0 d)-3-2-(2-S A AT E[F 2[2,3-
862 476
320 &4-7,3-A E]-1(2'H)-Y) ol D]l o}
I}gE - MS

WE (m/z, M+1)
1-3-2FL2WA)32-2- 52 AT Z[F2[2,3-

863 476
fl1,3] 204 £-7,3-Q E)-1'(2H)-Q )l &) $-@ll o}

1-(A E2E A E)-3-2-(2-2 2 A Z[FZ[2,3-

864 476
1,329 84-7,3-A E]-1'(2'H)-8)d B1§-dl ok
1-2-A 2 5 9)-3-[2-(2- S A A 2[F Z[2,3-

865 464
1,311 20 §&-7,3-AQ E]-1'(2'H)-Y)l ] ¢ 8l o}
1-{4-(6-71 € -1,3-1l 2 E] 0} &-2-%)#| d]-3-[2-(2-

866 LAY Z[F 22,301,320 &4.7,3-A 5] 458

1(2'H)-d)ol €159l o}
A A4l 20
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[2481]

[2482]
[2483]

[2484]
[2485]

[2486]

[2487]
[2488]

[2489]
[2490]

[2491]

[2492]

[2493]

SS90l 10-1432460

- -TH-20 =[R2 [3,4-f][1, 3] 2 £E-5,3' -1 -2 (1'H)-&9] 34

(L=
N

e
1-(2- A1 22 Z 2P €)-3-(6-8] =HA-1, 3- M 2] §£-5-9)-3-(8| =HA M ©)-1,3-T] 8| =2 -20-2 B-2-2 o
Al 3-8 BB A-3-[6-(5] E AW 8)-1,3- M 2T & 4-5-91 |- 1- A D1 3-1) 5] = 2-2H-01 5-2- 2 AHgahs w2
49 WS S ANel 1o Z1AE v 2 Aol whel EA HFES A WA FEAQT 45

"H NMR (300 MHz, CDCl,) 8 7.24-7.33 (m,
1H), 7.12 {dd, 1H), 7.01 (t, 1H), 6.87 (d, 1H), .74 (s, 1H), 6.15 (s, 1H), 5.92 (dd, 2H),
5.48 (d, 1H), 5.27 (d, 1H), 3.76-3.56 (m, 2H), 1.71-1.64- (m, 2H), 1.37-1.27- (m, 4H),
0.89-0.84 (m, 3H); °C NMR (75 MHz, CDCly) § 175.9, 148.7, 148.1, 143.6, 133.7,
132.1, 130.3, 129.8, 125.3, 125.0, 123.1, 113.5, 109.1, 108.7, 101.9, 101.7, 88.7, 74.4,
40.0, 29.7, 29.0, 25.3, 13.3; MS (ES+) m/z 352.1 (M + 1).

AAld 21

1'-9

-AE A2 x[5,6-d][1,3]5]84-5,3'-21&5]-2" ,7(1'H,6H)-t]->¢] A

-5-9)-2-& 4-1-9E-2,3-T) 3| =2 -1H-2 E-3-A o} EAF (0.28 g, 0.73 mmol)e] &N
DMF 1 & 2 249 Z=2gto]l= (0.32 mL, 3.7 mmol)Z H7ISIAt. EFES 42004
stol]l 5% PAXAIA 24 2dE F5IIT. 7] EAE HEEEWE (15.0 L)l &3
V) (0.07 mL, 0.57 mmol)& 0 CellA H7FsIAth. EF=S oA 3] wwksia, W
EFES B (100 mL)ol Bz, EFES yIF2ade (150 nl) o2 FE39%. f715%
WUHER oA dxAzla, A3sitt. AdES JFstd 55 AT, IREl
2rtEaddE F3dste] FA] IFTE (0.09 g, 67%)S WA uA2 FEEA.
H
NMR (300 MHz, CDCly) § 7.31 (td, 1H), 7.14 (s, 1H), 7.02 (td, 1H), 6.97-6.92 (m, 2H),
6.22 (s, 1H), 6.03-5.98 (m, 2H), 3.87-3.63 (m, 2H), 3.17 (d, 1H), 2.85 (d, 1H), 1.79-1.66
(m, 2H), 1.41-1.30 (m, 4H), 0.88 (1, 3H); "*C NMR (75 MHz, CDCl,) § 201.4, 177.5,
154.8, 151.8, 149.6, 143.1, 132.5, 131.6, 128.9, 123.4, 123.2, 108.9, 103.5, 102.6,
102.5, 53.8, 47.7, 40.5, 29.0, 27.1, 22.3, 14.0; MS (ES+), m/z 386.1 (M + 23), 364.1 (M
+1).
- E[2,3-d][1,3]15E]-2,8" (10, 7'H)-t] 9] 34
Z-1-319-2, 3-H 3 E2-IH-Q1E-3-L [ EAE tial 3-[3-(1,3-Hl2H &5
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[2494]
[2495]

[2496]

[2497]

[2498]

[2499]
[2500]

[2501]

[2502]

[2503]

[2504]

[2505]

5-0)-2-% 4 1-A9-2,3-U S| SR 1H-Q -3-A | L2 A H-d4Hel MPe Faskn AAd 21
1 e el mek EA SFES WA WA FEHAT (32%).

(300 MHz, CDClg) & 7.57 (s, 1H), 7.37-7.28 (m, 1H), 7.08-7.03 (m, 2H), 6.95 (d, 1H),
6.02 (s, 1H), 5.95-5.91 (m, 2H), 3.73 (t, 2H), 3.37-3.24 (m, 1H), 2.79-2.67(m, 1H), 2.41-
2.32 (m, 2H), 1.76-1.64 (m, 2H), 1.38-1.28 (m, 4H), 0.87 (t, 3H); "*C NMR (75 MHz,
CDCls) § 195.4, 177.4, 152.3, 148.0, 142.7, 138.9, 133.6, 128.8, 128.4, 124.1, 122.9,
108.9, 106.9, 106.6, 101.9, 51.7, 40.2, 33.1, 32.8, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z
400.1 (M + 23), 378.1 (M + 1).

1'-#7e-6,7-t)3 =2 AT Z[ A =[5,6-d][1,3]t]S£&-5,3' -A=]-2' (1'H)-=29] &4

1'-Ag a2 [5,6-d][1,3]52%4-5,3'-¢1%]-2" , 7(1'H,60)-t] (0.04 g, 0.11 mmol), EZojddz
(1.50 mL) ¥ EZEFLEIAEA (2.00 mL, )] EFES 2ol vl ankslglet. E3ES %

o &% AxAZT AFEC d& ZH4 A" aARvEIHIE Fst] xA SEE (0.02 g, 47%)S &
A= TS

"H NMR (300 MHz, CDCl,) & 7.25 (td,
1H), 7.06-6.95 (m, 2H), 6.88 (d, 1H), 6.77 (s, 1H), 8.05 (s, 1H), 5.88-5.82 (m, 2H),
3.81-3.60 (m, 2H), 3.37-3.24 (m, 1H), 3.13-3.01 (m, 1H), 2.70-2.58 (m, 1H), 2.44-2.32
{m, 1H), 1.76-1.64 (m, 2H), 1.39-1.28 (m, 4H), 0.88 (1, 3H); *C NMR (75 MHz, CDCly)
5179.5, 147.9, 147.0, 142.9, 138.2, 136.7, 134.7, 128.1, 123.5, 122.6, 108.3, 105.3,
103.6, 101.2, 59.9, 40.0, 38.3, 31.6, 29.0, 27.1, 22.6, 14.0; MS (ES+) nv/z 372.1 (M +
23), 350.1 (M + 1).

A) }CI Q:ﬂ

1=4E-7" 8" -H 3| E2-6"I-29 2 [1=-3,5' -HZE[2,3-d][1,3] 1 5&]-2(1) -2 ¢4

1'-me g g2[eldw[5,6-d][1,3]t]2%-5,3'-205]-2" , 7(1'H,6H)-t]& tjal 1-:E-6'H-~9 2 [UE-3,5' -1}
2E[2,3-d][1,3]5)&4]1-2,8" (11,7 'H)-T) &5 Algats vl-AA4 42 ¥ ahal A Al 239 71AE mpe}
2 Axjel wpet A FFES A2 FEFAY (69%).

"H NMR (300 MHz, CDCly) § 7.25 (td,
1H), 7.08-6.94 (m, 2H), 6.90 (d, 1H), 6.60 (s, 1H), 5.89 (s, 1H), 5.81-5.76 (m, 2H),
3.81-3.66 (M, 2H), 2.96-2.77 (m, 2H), 2.38-2.24 (m, 1H), 2.17-2,06 (m, 1H), 2.02-1.83
(m, 2H), 1.78-1.65 (m, 2H), 1.42-1.29 (m, 4H), 0.89 (t, 3H); "°C NMR (75 MHz, CDCls)
§180.3, 146.7, 146.1, 142.4, 137.3, 131.6, 127.8, 127.8, 124.1, 122.5, 108.0, 108.3,
107.3, 100.7, 52.0, 40.0, 34.0, 29.4, 29.1, 27.1, 22.4, 18.8, 14.0; MS (ES+) m/z 364.1
(M -+ 1).

Al 25
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[2506] 8' 8-t EFE-1-3

ré

AE-7" 8 -3 =26 -3 2 [QE-3,5'-UZE[2 3-d][1,3]t&<&]-2(1)-=2] A

[2507]

[2508] -AE-6'H-29 2[E-3,5' - 2ZE[2,3-d][1,3]H%%]-2,8

oge)oln| =8 EfZFQogol= (0.50 mL) ¥ e 1

A ki, &S AAE HUkske AT, £ERES E

FEIIUT. F71TS BEE AFHst, SMUEF AdolA dxA
T

AZAAY. AFE d& 294 29 A2vEaddE

2-1
S 85 TellA 72 AR St HEE

3, od ofAEle]E (100 m
3, AT, AH/ES FFEH
B3 T (

0.01 g, 47%)& 94

"(1H,7'H)-H&  (0.02 g, 0.05 mmol), H]Z2(
} 28

-

'H NMR (300 MHz, CDCl3) 8 7.57 (s, 1H), 7.38-7.28
(m, 1H), 7.09-7.01 (m, 2H), 6.95 (d, 1H), 6.03 (s, 1H), 5.96-5.90 (m, 2H), 3.73 {t, 2H),
3.38-3.24 (m, 1H), 2.79-2.67 (m, 1H), 2.41-2.32 (m, 2H), 1.77-1.63 (m, 2H), 1.39-1.28
(m, 4H), 0.90 (t, 3H); °C NMR (75 MHz, CDCls) § 195.4, 177.4, 152.3, 148.0, 142.7,
138.9, 133.6, 128.8, 128.4, 124.1, 122.9, 108.9, 106.9, 106.6, 101.9, 51.7, 40.2, 33.4,

[2509] 32.8, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 422.2 (M + 23), 380.2 (M + 1).

[2510] AAldl 26

[2511] -3 =S -" -6, 7-H S| R A R [l E = [5,6-d][1,3]H5E-5,3" - = ]2 (1'D)-=22] §A4

H o>
o5
\\\

[2512] B

[2513] HEg (10.0 nl) & 1-AE-6'H-~TZ[QE-3,5'-}ZE[2,3-d][1,3]t]<<4]-2,8" (1H,7'H)-T]
0.55 mmol)2] &o] F=A3}EALAUEH (0.03 g, 0.83 mmol)S 7} S o]
Qb wwkelil, & (100 mL)ol 31, olE ofAlHC]E (100 mL) 2 FE33T. #F75e =2 AH
EF HdA Az:A7Ia, AqgF3glty. AHRES Fst 5 dRAIHGY. ZRE s Fe4 A9 32
nfE a2 u S S3ste] EA FFE (0.18 g, 90%)S LUE S5
"H NMR (300 MHz, CDCls) 8 7.36-7.29 (m, 1H), 7.11-6.99 (m, 3H), 6.93 (d, 1H), 5.98
(s, 1H), 5.94-5.87 (m, 2H), 5.16 (d, 1H), 3.80-3.61 (m, 2H), 2.69 (br, 1H), 2.39 (d, 1H),
4.75-1.62 (m, 2H), 1.38-1.22 (m, 4H), 0.87 (t, 3H); BC NMR (75 MHz, CDCl;) § 180.5,

148.9, 148.5, 143.7, 140.5, 136.9, 132.1, 128.7, 123.7, 123.3, 108.8, 105.7, 103.2,

[2514] 101.5, 74.8, 59.8, 40.4, 28.9, 27.0, 22.3, 14.0; MS (ES+) m/z 388.4 (M + 23).

[2515] A Ao 27
[2516] 7-HEA -1 - -6,7-T) 5| =2 5] 2 [ d] e [5,6-d][1,3] ] £4-5,3' 91 F -2 (1'H)-&-2] FA4
O/
0,
Sl
O
N

[2518] THF (10.0 mL) < 7-3|=FA-1'-HE-6,7-U3| =220 2 [ dx[5,6-d][1,3]t]&%&-5,3"'-21&]-2' (1'H)-2
(0.05 g, 0.14 mmol)¢] &Mo] FAZVEF (0.01 mg, 0.21 mmol)S 0 ColA Hrtstgdoh. wEE I

[2517]

- 253 -



[2519]
[2520]

[2521]

[2522]
[2523]

[2524]
[2525]

[2526]

[2527]
[2528]

et ARk Fol 2o =WlE (0.50 nb)& HIFSIT. EREE A2elA 2 AR b awd Fol =
(100 mL)ell 33t of" obAlEo]E (100 ml) = FZF3IH.  f7les =2 AlAHsta, PAGEF G Az
AZIAL, ofskgleh. oitE s Agstell 5 ARARG. Al dis) Sd4 AH ARvEaHAE 53
atof Al B9tE (0.03 g, 57%)& LU= F5aI3I

"H NMR (300 MHz, CDCly) § 7.26-7.18 (m, 1H), 6.98-6.82 (m, 4H), 6.10 (s,
1H), 5.88 (s, 2H), 5.26 1, 1H), 3.88-3.63 (m, 2H), 3.45 (s, 3H), 2.71-2.54 (m, 2H), 1.80-
1.65 (m, 2H), 1.45-1.29 (m, 4H), 0.90 (t, 3H); *C NMR (75 MHz, CDCls) 5 178.3,
148.9, 148.4, 142.4, 136.8, 136.6, 135.1, 128.1, 123.1, 122.6, 108.5, 105.0, 103.2,
101.5, 82.7, 57.9, 55.6, 43.4, 40.3, 29.1, 27.2, 22.4, 14.0: MS (ES+) m/z 402.4 (M +
23).

)
o,

1'-99-6,7-H8| =2-50-A9 2[1,3-H5E 2[4, 5-glo] &7 =d-8,3'-A=]-2" ,5(1'H)-H 2]

1'-Ag 29 218 =[5,6-d][1,3] 1] %%-5,3"-¢1%]-2" ,7(1'H,6H)-t2 (0.10 g, 0.28 mmol), YEF A=
(0.09 g, 1.40 mmol) % ﬂ§$ RO ELE (2.00 mL) 9] EFES 50 CellA whA wwkatlt. EFES =
(100 mL)el 23z, od ofAEHolE (100 mL) 2 FF33th.  #F7]15< 22 AHstal, FAUEF Folr 1=
A7, AAate gt oakEs AEste w5 dRARY. ARl dis) ZAA 2Y AzviEade s 3
ate] EA e (0.08 g, 74%)S WA AAR F53HAT

=

"H NMR (300 MHz, CDCls) § 7.60 (s, 1H),
7.30 (td, 1H), 7.20 (dd, 1H), 6.98 (id, 1H), 6.93 (d, 1H), 6.32 (br, 1H), 6.21 (s, 1H),
5.97-5.92 (m, 2H), 4.02 (dd, 1H), 3.87-3.70 (m, 2H), 3.47 (dd, 1H), 1.80-1.66 (m, 2H),
1.42-4.30 (m, 4H), 0.90 (t, 3H); "*C NMR (75 MHz, CDCls) 5 175.8, 165.2, 151.6,
147.9, 141.7, 134.3, 130.9, 129.0, 124.5, 123.2, 122.9, 109.0, 108.5, 105.4, 101.9,
51.9, 48.2, 40.4, 29.1, 27.1, 22.3, 14.0; MS (ES+) m/z 379.3 (M + 1).

AR 6 2
Y-N-3] 2] -1, 2 T B S R 2w 2 [F (2,311 (1,31 AT $4-7,3' -1 F]-4'-7p2 2 o}

ré

2= -1

111594 4

N N-TOHEdEESolrm= (5,00 ml) % 4'-B22-1'-dAg9xA92[F2[2,3-f][1 20847, 3'-9%]-
2'(1'H)-2 (0.28 g, 0.65 mmol), EIEZ7|=(EAL¥x~3)ZeH+H(0) (0.08 g,
(0.33 g, 0.50 mL, 3.25 mmol) % 2-o}m:=3gd (0.12 g, 1.30 mmol)d] E3ES Oa]
o},oﬂp} u}o %%L%a 80 Coﬂ/ﬂ 16 1\]7]_ Eo}- 7} o},Oﬂp} /RLQ_OE_ 1@71—}\]‘1 _§‘_
olAlElOlE (20.0 mL)Z 3Asta, & (3x20.0 ml), ¥+ (2x20.0 mL)Z A1 H 3} E
AZA7IAL, At AFAES FFated w5 AxRAZT. AR[FEC d& 29 A2nEadas ¢t

o ®A ﬂﬂ% (0.04 g, 14%)S 1A= FE53191).

-mérﬂio

al,
z
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SS=50dl 10-1432460

"H NMR (300 MHz, CDCls) & 8.52 (d, 1H), 7.87 (br, 1H), 7.69-7.62 (m, 3H),
7.53-7.51 (m, 1H), 7.47-7.38 (in, 3H), 7.04-6.98 (m, 1H), 5.79 (d, 2H), 4.97 (ABq, 2H),
3.84-3.66 (m, 2H), 1.77-1.67 (m, 2H), 1.38-1.33 (m, 4H), 0.90 (t, 3H); "°C NMR (75
MHz, CDCls) 6 177.5, 158.2, 156.7, 149.2, 143.5, 142.1, 132.2, 132.0, 131.9, 131.8,
129.6, 128.6, 128.4, 121.8, 118.2, 110.7, 102.0, 101.4, 83.9, 79.5, 77.2, 568.5, 40.6,

[2529] 29.0, 27.0, 22.3, 14.0; MS (ES+) m/z 473.2 (M + 2).
[2530] AAel 29.1
[2531] N-(3-H|FA ) -2 -5 4-1"-2E-1" 2" -H e =R 29 2 [F2[2,3-f][1, 3] %0 5&-7 3 Q1= ]-4'-7t= 5
zopu| =] g4
[2532]
[2533] o-ohu]w-slet] Gl 3o EAold S ALEE w-AFHel MES alsha A« 290 7AE whel e
Aol whet ¥4 e T4 DAR $5AUT (20%). mp 173-175 C.
"H NMR (300 MHz, CDCly) § 7.42
{t, 1H), 7.30-7.27 (m, 1H), 7.14 &, 1H), 7.04-6.87 (m, 2H), 7.23 (s, 1H), 6.74-6.62 (m,
2H), 6.31 (s, 1H), 6.16 (s, 1H), 5.83 (dd, 2H), 4.87-5.01 (m, 2H), 3.91-3.63 (m, 5H),
1.73-1.78 (m, 2H), 1.37-1.32 (m, 4H), 0.93-0.86 (m, 3H); "*C NMR (75 MHz, CDCl;) 8
177.8, 165.1, 159.9, 149.3, 143.6, 143.5, 142.1, 138.1, 134.5, 129.7, 1295, 127.9,
122.4,118.3, 112.2, 110.7, 110.5, 105.6, 101.9, 101.6, 94.3, 79.2, 58.3, 55.3, 40.5,
[2534] 28.9, 26.9, 22.3, 13.9; MS (ES+) n/z 501.5 (M + 1).
[2535] A Al 30
[2536] 2'-8a-1'-9E-1" 2'-UF T2 AN Z[FZ[2,3-][1,3]WFLLE-7,3' -AE]4'-Fl2REH] FA
CN O
(i3
b
N o
[2537]
e 4-BRR-1 YN 2 FR (2,301,320 5475 -1 F]-2 (1'D-2 (0.10 g, 0.23 mol), EEV\("%

WA g dlolA =)y ZekE(0) (0.21 g, O 23 mmol) 2 2-(t-tert-5¥ i/\«qL)H]Jﬂ‘é (0.07, 0.23 mmol),

otslE gl 5 E—’ﬁ/—‘i (0.07 g, 0.23 mmol) % AJ¢ts}ZH (0.02 g, 0.23 mmol)9] ZTFIES ZA=E HAHSL

PN EYE™ (10.0 mL)S H7bekgich. ®EE £ ?}&L%% 16 A7 &<t BHRAI T “&Oi WZEAZL Zof] 1
EFES od ofMHOlE (20.0 mL)E $]A3kar, & (20.0 nL), ¥4 (20.0 mL)2 AHstaL, F4 U E

oAl AxAI71a, AFegitt. ARES FFEtd w5 AXAHT. 2 IREd diE) g olAlHE o]

E/FA (65%)0.2 §&ste AY ARvEIHIE Fd3te] 1Al = (0.03 g, 33%)S TS5, o

£ AE 225 AAASIANA ¥4 aAE S5, mp 128-129 C.

)
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[2539]
[2540]

[2541]

[2542]

[2543]

[2544]
[2545]

[2546]

[2547]
[2548]

[2549]

[2550]

oin
J
Jm
Qﬂ

"H NMR (300
MHz, CDCly) § 9.10 (s, 1H), 7.42-7.37 (m, 1H), 7.29-7.27 (m, 1H), 7.09 (d, 1H), 6.53 (s,
1H), 6.03 (s, 1H), 5.87 (dd, 2H ), 4.91 (q, 2H), 3.86-3.63 (m, 2H), 1.74-1.62 (m, 2H),
1.43-1.26 (m, 4H), 0.89 (1, 3H); ™*C NMR (75 MHz, CDCls) 5 176.5, 157.1, 149.5,
143.5, 142.4, 135.4, 129.7, 128.3, 126.4, 116.3, 114.8, 112.3, 108.8, 102.2, 93.7, 78.7,
58.3, 40.6, 28.9, 26.7, 22.2, 13.9; MS (ES+) m/z 377.5 (M + 1).

2 A4 31

1'-F A~ 2[1,3-0 252 [4,5-g] A2H-8,3' -2 E]-2" 6(1'H,7H)-t] 22| 34

10-1432460

THF:H0 (2:1) & 2-(1-3-3-(6-3| =F Al [d][1,3]H 5E-5-U)-2-F 40 E/-3-A) oAl H ol E (0.19 g,

mol )& H7sIitt. EFES A 4 AZE F<t wdkst

g 6
stal, A AFEe plE 22 2%
7

oo A7 gre Aestel AA 9@ Foll ole opAElo| =R FEa3ict.
NEE 5 PIEF A 227 T, et REE AFedl vF AxA7R, AFE
25% g opAElo| B/t gEete A A=rtEadE FPste) EA TR (0.09 g, 53%)S )
aA 2 5T

"H NMR
(300 MHz, CDCly) § 7.33 (dt, 1H), 7.14-7.03 (m, 2H), 6.93 (d, 1H), 6.66 (s, TH), 6.06 s,
1H), 5.88 (dd, 2H), 3.76-3.63 (m, 2H), 2.94 (g, 2H), 1.69-1.62 (M, 2H) 1.34-1.22 (m,
6H), 0.83 (t, 3H); **C NMR (75 MHz, CDCls) 3 175.9, 165.8, 148.3, 147.2, 144.6, 142.6,
129.9, 129.6, 123.8, 123.4, 114.7, 109.2, 105.1, 101.9, 99.8, 49.6, 40.3, 37.2, 31.2,
27.2,26.4, 22.4, 13.9; MS (ES+) m/z 394.5 (M + 1).

2 A 32

EF&-3,3' A& ]2 (1'H)-29] 34

HEFS /o el olMHO|E (1/1, 4.00 mL) F 6-BZE-1'-ALAFZ[1-MZFH-3,3'-A=]-2'(1'H)-2 (0.
g, 0.27 mmol) % ZeE/eA (0.09 g, 0.01 mmol)e] EFES FAsHd 7oA 16 A+ T
wHksgitt.  &ulE SEA7Ia, A ZREe] s A9 AEvtETHT (dE ofMEHClE/ALL, 1/6)E

galo] FA 33E (0.08 g, 97%)S WA LA R F5ATH.

"H NMR
(300 MHz, CDCls) 3 7.30 (dd, 1H), 7.18 (dd, 1H), 7.20 (d, 1H), 7.02 (dd, 1H), 6.96-6.90
(m, 2H), 6.79 (dd, 1H), 6.69 (d, 1H), 4.93 (d, 1H), 4.67 (d, 1H), 3.89-3.64 (m, 2H), 1.81-
1.66 (m, 2H), 1.44-1.31 (m, 4H), 0.92 (, 3H); "*C NMR (75 MHz, CDCly) § 177.2,
160.7, 142.5, 132.8, 129.7, 129.0, 128.8, 123.9, 123.3, 123.1, 121.3, 110.4, 108.5,
58.1, 40.4, 29.0, 27.2, 22.3,14.0; MS (ES+) n/z 308.5 (M + 1).

A 33
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[2551]

[2552]

[2553]

[2554]
[2555]

[2556]

[2557]

[2558]

[2559]
[2560]

[2561]

[2562]
[2563]

[2564]

SS=50ol 10-1432460

6-obde] b1 - Ay R [ 125 &-3,3' -9l -2 (1'H) -] 94

T EF (4.00 nL) F 6-BER-1'-AEAY2[1-W2FHE-3,3'-A5]-2'(1'H)-2 (0.08 g, 0.19 mmol)2

gdlo] old@ (0.03 g, 0.29 mmol), IAEZA (0.02 g, 0.03 mmol) ¥ Ex(tdlA g ol E) ) ZatE
2 g, 0.02 mmol)& #H7FeRQlTh. Whg EFES 16 AZF B FFAZIAL, FRoE WA, HT

st &% AXAZT. A ARE o8] A AzZvtEaHY (A9 olAdEo|E/AA, 1/7)E st

k

=]

"H NMR (300 MHz, CDCls) 8 7.40-7.25 (m,
6H), 7.18 (d, 1H), 7.12-7.05 (m, 3H), 6.98-6.90 (m, 2H), 6.71 (d, 1H), 6.57 (d, 1H), 6.48
(dd, 1H), 4.93 (d, 1H), 4.67 (d, 1H), 3.88-3.64 (m, 2H), 1.80-1.65 (m, 2H), 1.45-1.30
(m, 4H), 0.92 (, 3H); MS (ES+) m/z 399.5 (M + 1).

A Ao 34
6-EE2FAA4-A-1"-AL A Z[1-W2F 3,3 -A=]-2' (1'D)-< (1: 1) A4

2 o Algdle W-AAA WS SAem AAld 330 J1AE viel g Ao wel Al
o 2A 2R 5T (42%).

"H NMR (300 MHz, CDCly) § 7.32 (d, 1H), 7.15 (d, 1H), 7.05 (dd, 1H), 6.91
(d, 1H), .59 (d, 1H), 6.50 (d, 1H), 6.35 (dd, 1H), 4.95 (d, 1H), 4.65 (d, 1H), 3.89-3.60
(m, BH), 3.15-3.05 (m, 4H), 1.80-1.68 (m, 2H), 1.43-1.34 (m, 4H), 0.92 (¢, 3H); ™*C
NMR (75 MHz, CDCl;) § 177.5, 162.2, 153.4, 142.6, 132.9, 128.7, 123.9, 123.4, 123.0,

120.1, 108.9, 108.5, 97.9, 80.3, 66.9, 57.7, 49.4, 40.3, 29.0, 27.1, 22.4, 14.0; MS
(ES+) m/z 393.5 (M + 1).

AAldl 35

6-obrl -1 - A E 9] 2 [1- W2 F 23,3 -1 512 (I'H)-29 F4

O~ =

2
O

Ao 6-[(HadrE ) o] -1 -d Ay 2 [1-Wl 2 53-3,3" -l = ]-2" (1'1) -2 &4

T EF (5.00 mL) F 6-ERER-1'-AEY A2 [1-H2FS-3,3'-0=]-2' (1'H)-2 (0.10 g, 0.26 mmol)<]

Lo wizH = o7l (0.09 g, 0.52 mmol), YEF t-FFAE= (0.03 g, 0.36 mmol), EFA(TdlldRlolA]

E)ygZeE0) (0.01 g, 0.07 mmol) 9 (2)-2,2'-HA(IdE AT )-1, 1"-8gzgd (0.12 g, 0.19
Kel

Arrshdltt. whg E9ES 16 ARE Bob EFA7|aL, d2oR WA, HIERRHE (50.0 ml)
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[2565]

[2566]

[2567]
[2568]

[2569]

[2570]

[2571]

[2572]
[2573]

[2574]

[2575]
[2576]

SS=50l 10-1432460

o2 gAsta, AelE wEE T AFsglt. AAES FAFE FF ARAA A FFES F5319
o o]Z AAEHA P the dA] AHRE T

B. 6-o|-1"-9g 29 2 [1-912F2-3,3' - =]-2' (1'1)-29] §4

T4 HEGS =23 (4.00 nL) F 6-[(Hadvgda)olr| = ]-1"-Ad 29 2 [1-Wl 2 F-3,3'-<]
29 g 4 10% 44t (2.00 mL)° Azbstdet. whE EFES 15 & Sk wuksial, A
(5.00 mL)o.2 343ta, oE olAEo]E (3x25.0 mL)& 3 .3 F
AxA713L, AFsgitt. APdES JAFTsd w5 dX2AZT. AREdd d& 2y a=2eED
Aol e/ 1/1)E F33dte] FA] 33E (0.02 g, 24% F&)& FH U2 FE5&A.

1-2"(1'H)-
AHEH
oA
] o]_

MN'
ol
32
v
]I‘T‘
o
Lo
N
oo
12
o
oldh
£
ol mm
~ o
=2
)

"H NMR (300 MHz, CDCls) § 7.26 (td, 1H), 7.12 (d, 1H), 6.99 (dd,
1H), 6.89 (d, 1H), 6.43 (d, 1H), 6.23 (d, 1H), 6.08 (dd, 1H), 4.86 (d, 1H), 4.60 (d, 1H),
3.86-3.60 (m, 2H), 1.77-1.65 (m, 2H), 1.41-1.30 (m, 4H), 0.89 (t, 3H); *C NMR (75
MHz, CDCls) & 177.8, 171.2, 162.1, 148.7, 142.5, 133.1, 128.6, 127.8, 123.9, 123.7,
123.0, 118.5, 108.5, 108.4, 97.2, 80.2, 77.6, 77.4, 77.2, 76.8, 64.0, 60.4, 57.6, 40.3,
20.7,29.0, 27.1, 22.6, 22.4, 22.1, 19.1, 14.2, 14.0, 13.7, MS (ES+) m/z 323.5 (M + 1).

Aol 36

-HlEFH-3,3' -5 ]2 (1'H)-=2] ¥4

T4 ULak (4.00 mL) F 6-EER-1'-Ag2u 2 [1-M2F-3,3'-2A=]-2' (1'D)-< (0.08 g, 0.19 mmol)<]
fo] go =gk (0.01 g, 0.01 mmol), NN-TjHE =4l sJ=E2E=22]= (0.01 g, 0.01 mmol), THAHA]
% (0.17 g, 0.52 mmol) % #H&= (0.03 g, 0.32 mmol)S H7IsIt. AAH EFES A48l 16 A7 &<
SFA7IAL, HEREE (50.0 mb) o2 FAsta, AdolE wEE 3 oFedrt. AFAES JIE F
= ﬁi%liﬁlt}. AFEo] usl Ay AZRnEHI (Y ofAdH | E/AA, 1/6)F Fste] TA IFE
(0.07 g, 87%)S FA LU= 5315t}

"H NMR (300 MHz, CDCls) § 7.36-7.28 (m,
3H), 7.20-7.00 (m, 4H), 6.92 (d, 1H), 6.62 (dd, TH), 6.58 (br, 1H), 6.44 (dd, 1H), 4.95
(d, 1H), 4.71 (d, 1H), 3.92-3.64 (m, ZH), 1.70-1.68 (m, 2H), 1.43-1.34 (m, 4H), 0.92 (1,
3H); MS (ES+) m/z 400.5 (M + 1).

A 37

SE-3,3'-¢1%]-2' (1'H)-&9 A

-rEF-1' -AgdAga2Z[1-AF2F-3 3'-¢1=]-2"(1'H)-& (0.08 g, 0.19 mmol), IH-3-EEA (0.05 g,
0.41 mmol), Z&tE oAlEICIE (0.002 g, 0.07 mmol), EF-0-EFZ 2~ (0.0015 g, 0.005 mmol), 2M Eb2ki}

F (1.00 mL) Z 1,2-tydEAJeg (9.00 mL)2] EFES Nygtoll 3F 2=olA 16 Al &<k 7FEsk3itt.
_Q_

=
=

e A7, & old oMAHIOIE (4X15.0 nL) 2 FE33At. ¢ frles FAUHEF ¥
oM AxA7IaL, oAk, ojdEe AFstl w5 ARARG. ARl dal A" AzviEIgY (d
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[2577]
[2578]

[2579]

[2580]
[2581]

[2582]
[2583]

[2584]

[2585]

[2586]

[2587]

[2588]

51 10-1432460
9 opAlEleE/3, 4/D)E FAste] BAl HFE (0.07 g, 67% £ WA DAZ T

"M NMR (300 MHz, CDCls) § 8.60 (br, 1H), 7.85 (d, 1H), 7.45-
7.24 (m, 3H), 7.20-7.10 (m, 2H), 7.12-6.98 (m, 2H), 6.95 (d, 1H), 6.81 (d, 1H), 5.05 (d,
1H), 4.78 (d, 1H), 3.89-3.64 (m, 2H), 1.80-1.68 (m, 2H), 1.43-1.34 (m, 4H), 0.92 (t, 3H);
3C NMR (75 MHz, CDCl;) 8 176.9, 161.6, 149.5, 147.3, 142.6, 139.9, 136.4, 135.6,
133.4, 130.1, 129.2, 124.9, 121.7, 119.5, 110.3, 109.7, 107.7, 80.1, 57.8, 42.3, 28.8,
27.1, 22.3, 14.85; MS (ES+) m/z 385.5 (M + 1).

Aol 38

1'- A -6-51 2] ¥-4-91 23] 2 [ 1-W A F9-3,3'-21 8 ]-2' (1'1)-2:9] §4

rlo

g HEAS ALSSE B-AA A WES astar A 379 7" ule} 2
Azl wet A eSS WA a2 S5 (38%). mp 107-110 T

H NMR (300 MHz,
CDCls) 3 8.64-8.58 (m, 2H), 7.45-7.40 (m, 2H), 7.31 (dt, 1H), 7.19-7.13 (m, 2H), 6.93

(d, 1H), 6.79 (d, 1H), 4.95 (d, 1H), 4.75 (d, 1H), 3.88-3.64 (m, 2H), 1.80-1.68 (m, 2H),
1.43-1.34 (m, 4H), 0.90 (t, 3H); MS (ES+) m/z 385.5 (M + 1).

Aol 39

6-(Meszd)-1'-AdAg2[1-AFF-3 3 -¢1E]-2"(1'H)-&9 A

= 1% LZAE (3.00 mL) F 6-HEZE-1'-AgYAn]Z[1-HzFE
mmol), YEF HEetEadlo|E (0.19 g, 1.86 mmol), {2 =3¢
0.31 mmol)A EFES Nystoll 100 CollA 29 <t 7FEstadet. ®¥bg E3ES & (50.0 mb) = 3X3tar, o

3 -QE]-2 (1'D)-2 (0.60 g, 1.55
g olAHOE (4%x15.0 nl)E FZE3}

-3
(0.03 g, 0.16 mmol) ¥ L-Z=¥ (0.04 g,
95\]:]— ?ﬂl—% %7]%% %—)\\_L}.E% )E}Oﬂ}\i }_ ]7] Oqjﬂré—}_ai]:]_ 0114"’,}-
S AFstel 5% AxAAT. BHE A& Ay a2etEads (g oA ]E/d]&, 0/3)2 23]
A4 3EE (0.03 g, 46%)S e FA 0o

"H NMR (300 MHz, CDCls)
87.46-7.48 (m, 1H), 7.38 (dt, 1H), 7.34 (dt, 1H), 7.13-7.02 (m, 2H), 6.94 (d, 1H), 6.86
(d, 1H), 5.03 (d, 1H), 4.78 (d, 1H), 3.87-3.64 (m, 2H), 3.02 (s, 3H), 1.79-1.68 (m, 2H),
1.41-1.32 (m, 4H), 0.90 (¢, 3H); "°C NMR (75 MHz, CDCl;) § 176.1, 161.2, 142.6,
142.1, 135.4, 131.5, 129.5, 124.3, 124.0, 123.5, 120.7, 109.5, 108.0, 80.5, 57.7, 44.5,
40.6, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 386.5 (M + 1).

Al 40
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[2589]

[2590]
[2591]

[2592]
[2593]

[2594]

[2595]

[2596]

[2597]
[2598]

[2599]

[2600]
[2601]

SS=50ol 10-1432460

'-Ag-6-(AdExd) 2 Z[1-M2F8-3,3'-2E]-2' (1'H)-&9] F4

HEFR MgEdvlelE tid YEF dd SIvlo|ES AEshs H-2AAA WES Fdsta Ao 399 7]
A wpel @2 dxpel whel xA Sgt=S FAY od= F5IHAG (50%).

"H NMR (300 MHz, GDCl5) & 7.94-
7.88 (m, 2H), 7.60-7.44 (m, 4H), 7.40 (dd, 1H), 7.31 (dt, 1H), 7.10-6.99 (m, 2H), 6.92
(d, 1H), 6.78 (d, 1H), 4.98 (d, 1H), 4.72 (d, 1H), 3.84-3.61 (m, 2H), 1.75-1.65 (m, 2H),
1.39-1.30 (m, 4H), 0.88 (t, 3H); "°C NMR (75 MHz, CDCly) § 176.1, 161.2, 143.2,
142.5, 141.2, 134.9, 133.3, 120.4, 120.3, 127.8, 124.1, 124.0, 123.5, 121.1, 109.8,
108.9, 80.5, 57.7, 40.5, 29.0, 27.1, 22.3, 14.0; MS (ES+) n/z 448.5 (M + 1).

AAldl 41

-QlE]-2'(1'H)-&9 34

"H NMR (300 MHz, CDCly) § 7.32-7.10 (m, 5H),
7.06-6.82 (m, 6H), 6.42 (d, 1H), 4.95 (d, 1H), 4.71 (d, 1H), 3.82-3.62 (m, 2H), 1.75-
1.63 (m, 2H), 1.43-1.34 (m, 4H), 0.85 (1, 3H); MS (ES+) m/z 400.4 (M + 1).
2] 42
1'-(d#A 9 e)-5-(4,4,5,5-El Et|€-1,3 2-0 S AR S eh-2-A) A9 2 [1-H 2 Fe-3,3' -1 = ]-2' (1'H) -2 ¢

Eise

o

°>€<

F Ord SFAE (40.0 nL) F 5-EEE-1'-(HudmE) v 2 [1-Ml2F-3,3'-91E]-2" (1'H)-2 (3.00

g, 6.22 mmol), H|A(IYFHE)HE (1.80 g, 7.09 mmol), (1,1'-H]|A(YdExg )2 yFE22
ZE(I1) (0.45 g, 9 B%) D ZF olAlEIolE (5.49 g, 56.0 mmol) 2] Z3ES Ny3loll 100 CTolA 16 A3F &
(momﬁéﬂﬁﬂﬁq.:?ééﬁ%%°ﬁ%4WﬂﬂE($@mmmif%
EF Aol AxA7IaL, oFeritt. HES AFste] FFHAH .

2ZulEa ] (g ofMH o E/AL, 1/6)5 st ZA 3EE (1.00 g, 30%)S W
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[2602]
[2603]

[2604]

[2605]

[2606]

[2607]
[2608]

[2609]

[2610]

[2611]

[2612]
[2613]

[2614]

[2615]

[2616]

SE=53 10-1432460
"H NMR (300 MHz, CDCly) § 7.68 (dd, 1H), 7.40-7.25 (m, 10H), 7.18
(br, 1H), 7.1 (dd, 1H), 7.06-6.91 (m, 4H), 6.50 (d, 1H), 4.99 (d, 1H), 4.74 (d, 1H), 1.27
(d, 12H); MS (ES+) m/z 530.32 (M + 1).
Ao 43
1'-(5 89 E)-5-3| =F A A9 2 [ -2 F3-3,3'-05]-2" (1'D)-22] A4
e
N O OH
Hee F 1'-("gdddE)-5-(4,4,5,5-HEHE-1,3,2- A B EH-2-) AV 2 [1- 2 F#-3,3' -2 &]-
2'(1'H)-& (4.50 g, 8.50 mmol), TAF3st452 (4.86 mL, 30% &M, 42.5 mmol), &ﬁME (16.38 mL, 10
% SN, 40.82 mmol)o] EFEE 0 CollA 30 ¥ =t witslar A2oA 16 A|ZF o wwksict. Hkg =
FES FolMIERFoZ AAHSGT. W EFEQ pHE 14% A4HS AHE35tY 42 A3 Y. EHES
ofgl olAlE|o]E (3x250 mL)2 FE3Fd. I FU1ES T4 @WUrE% ol Al AFEAI7)aL, s
AIES XFet FE2AAT. FAFES A (20.0 pL) oz B3 I o€E (15.0 mL) = B ste] 1A
3EE (3.20 g, 90%)S WA mAR F53ATH

"H NMR (300 MHz, CDCly) & 7.45-7.38
(m, 10H), 7.13 (dd, 1H), 7.07-6.91 (m, 3H), 6.79 (d, 1H), 6.63 (dd, 1H), 6.50 (d, 1H),
6.12 (d, TH), 4.96 (d, 1H), 4.69 (d, 1H); MS (ES+) m/z 420.23 (M + 1).

Ao 44

4
4]

[

5-3] 20 2 [1-WxFe-3,3'-2

5

N
H

512 (1'HD)-29 F4

OH

&

1-(eA e 9)-5" - 23] = [F 2 [2,3-1]
B = A A9 R[1-NETFE-3,3 -2 52!
AAE vhsh g Aol weh EAl HEES WA DA FESAG (48%).

[¢]

NMR (300 MHz, DMSO-ds) § 10.58 (s, 1H), 8.85 (s, 1H), 7.21 (dt, 1H), 7.06 (d, 1H),
6.94 (dd, 1H), 6.89 (d, 1H), 6.72 (d, 1H), 6.54 (dd, 1H), 6.02 (d, 1H), 4.70 (d, 1H), 4.57
(d, 1H); MS (ES+) mvz 254.2 (M + 1).

A Al 45

2§21 2 TRl R AT 2 [1-WEFE-3,3' 5] -5 EgERe edasTyoEe]

'=(Hedrg)-
S FEsta AA ¢ 1.289

H
HE2amE (5.00 mL) F 5-3|=FA &2 2 [1-|ZF-3,3'-Q1=]-2' (1'D)-2 (0.18 g, 0.70 mmol) R Ed]
ZFeEdE £ F4E (0.26 g, 0.91 mmol)e] E3Ed Egjodolyl (0.14 g, 1.93 mmol)<S 0 TollA
A7tekoleh. Whg ERES ARoA 16 AlzE FoF wdteta, YEFE2dE (100 mb) o2 S|4S54
23 ASUHEF (2X20.0 mb) 22 AHT Fol, {7|5S T FAUEF oA A7, AFHs3itt.
ARES FFstel sFAZT. ARFEC d& 29 A=2ntEay] (old olAHCIE/AL, 1/2)F 33ty



[2617]
[2618]

[2619]

[2620]

[2621]

[2622]
[2623]

[2624]

[2625]
[2626]

[2627]

[2628]

SS90l 10-1432460

A HEE (0.07 g, 25%) ¥ B DA F58AT

}ﬂ

H NMR (300 MHz, CDCls) § 7.92 (br, 1H), 7.28 (dt, 1H), 7.15-
7.03 (m, 3H), 7.99-6.94 (m, 2H), 6.69 (d, 1H), 5.03 (d, 1H), 4.76 (d, 1H); MS (ES+) m/z
386.5 (M + 1).

ful
AC)
I
e

g a1 {[5-(EYER e RWE)-2-F AW Y }-1', 2 TS B Ry 21N F 4-3,3' -5 54

YEOHE (5.00 nL) F 2'-&4&-1',2'-f3 =2 2T 2 [1- 141}%‘—%—3,3'—%
(0.42 g, 1.10 mmol) ® F2SIUEF (0.07 g, 1.65 mmol)e] &3HE9
F& (0.50 g, 2.20 mmol)& 0 CellA #H7latdict. whg EFES *J%OM 16 AIZF &<k kst
obAlE|o] E (200 mL) 2 FAstAT. A4 E3F GVEF (2x20.0 nL) o2 A2

YEF oA dxA7]a, oAFsiint. AdeEs AFstel] s5AH . %&%%OH os) 249 A=nf
A (o olMElo]E/AM, 1/3)E st ®Al FFE (0.47 g, 80%)S T 2LU=2 5318}

=
[
i)

mlm e

o

it
2 o O
42 9

T I

ko400 Ko o =
N
=

pu!

"H NMR (300 MHz, CDCls) § 7.34 (,
1H), 7.18-6.94 (m, 5H), 6.74 (dd, 1H), 6.55 (dd, 1H), 6.40 (d, 1H), 5.09-4.72 (m, 4H);
MS (ES+) m/z 534.4 (M + 1).

5~ 2 9-3-2-1'{ [5-(E ) F 72 2 ¥)-2-F AW W} 20 2 [1-0 2 F3-3,3' -1 8]-2' (1'H)-& Sl=z 2z

=0

CFy
2-(4'-HE2H-5 6-T|ZF O Z-2 J% [1-AZFTH-3,3'-A5]-1"(2'H)-L)-N-(2 —% L2 d)olH Eo}
= Al 2'-24-1'-{[5 (EE]% Z2de)-2-FH v g -1 ,2'—E16]5§*ﬂ4§ -l ZFH-3,3'-20%5]-5-9

EfZE0Zue&EEYoES }%6} g d-5-R 24 A 9P d-3-Ad B EMNS }06}—; H-ZA4#el W
He 35t AAld 4.20] 7] Ao wel 5-3 g d-3-U-1'{[5- (B EF ez e)-2-FH e 20z
EFR=3,3' 012" (') -2& WA uAR F5e91om (74%), ol JH= < HC1= AHste] #A
3HES 535t mp 98-100 C.
"H NMR (300 MHz, CDsOD) 5 8.96 (br, 1H), 8.74-8.65 (m, 2H), 8.04
(dd, 1H), 7.73 (dd, 1H), 7.37 (dt, 1H), 7.25-7.09 (m, 5H), 6.95 (dd, 1H), 6.67 (d, 1H),
5.20-4.83 (m, 4H); °C NMR (75 MHz, CD;0D) § 175.7, 161.3, 151.1, 142.1, 140.2,

138.8, 137.5, 137.4, 130.0, 129.4, 128.1, 127.5, 125.6, 125.5, 122.3, 122.1, 120.8,
111.4, 111.3,109.7, 108.1, 107.7, 78.7, 58.3, 34.9; MS (ES+) m/z 463.1 (M + 1).

A Al 48
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[2629]

[2630]
[2631]

[2632]
[2633]

[2634]

[2635]
[2636]

[2637]
[2638]

[2639]

[2640]
[2641]

[2642]

SS=50ol 10-1432460

-
&
i
q
L}
©
o
%
n
[>
)
b
T
=
BN
-
M

-3,3' A= ]2 (1'H)-=22] &4

2-(4'-B2H-5 6-UEFLL2-2' -5 4T
= gyl -EER- -Adg AT Z[1-12
-3-YREAS AFEShe H-AA A WS

.

S WA a2 F5EEFATY (70%).

[1-9Z2F3-3,3'-205]-1'"(2'D)-¥)-N-(2-ZEF 2 23 ) oA Eo}
@-3,3'-1E]-2' (I')-2& AHgetar de|vd-5-nEqt tial e
S St AAd 4.20] 71AE wpel e Axjol] wgl FA| b

i)

M NMR
(300 MHz, CDCls) & 8.55 (br, 1H), 7.85 (d, 1H), 7.45-6.98 (m, 7H), 6.92 (d, 1H), 6.85
(d, 1H), 4.98 (d, 1H), 4.72 (d, 1H), 3.89-3.64 (m, 2H), 1.80-1.68 (m, 2H), 1.43-1.34 (m,
4H), 0.86 (t, 3H); MS (ES+) n/z 385.5 (M + 1).

1'-A9-5-5] 2] v] €l-5-91 23] 2 [ 1-{l £ F 93,3 -91 % )2 (1'D)-2:9] 4

2-(4'-BEE-5 6-TEFLR-2' -5 427
H

[1-WlZ=Fe-3,3' Q= ]-1" (2'H)-9)-N-(2-ZF 2 23| d) oA Eo}
= Al 5-HRR-] -Ag Ay 2 ]
el

[1-HlzF S -2'(1'D)-2-& Agske v-24%< ¥ye st
2po| wel %A SEES WA mHR FEFYT (40%). mp 115-117 C.

M NMR (300 MHz, CDCl,) 8 9.08 (s, 1H), 8.74 (s, 1H),
7.41 (dd, 1H), 7.33 (dt, 1H), 7.16 (dd, 1H), 7.11-7.01 (m, 2H), 6.95 (d, 1H), 6.86 (d,

1H), 5.01 (d, 1H), 4.75 (d, 1H), 3.89-3.84 (m, 2H), 1.80-1.68 (m, 2H), 1.43-1.34 (m,
4H), 0.88 (1, 3H); MS (ES+) m/z 386.4 (M + 1).

A A 50

-3,3'-A=]-2' (1'H)-=2] 34

[1-9Z2F3-3,3'-205]-1'"(2'D)-¥)-N-(2-ZEF 2 23 ) o}A| Eo}
@-3,3' & ]2 (I')-2& AHgetar de|ve-5-nEqt tial e
S St AAd 420 71AE wiel e Axjol] whgl FA| 3bg

M= gl -HER-1 - A 21
#abe ALge

AR 53T (95%).

Ir
e
i
o
N
o
(BN

.

il rAI’L
T
e
=

"H NMR (300 MHz,
CDCl;) 5 8.55-8.47 (m, 2H), 7.52-7.46 (dd, 1H), 7.35-7.26 (m, 3H), 7.15 (dd, 1H), 7.07-
7.00 (m, 2H), 6.97-6.92 (m, 2H), 4.99 (d, 1H), 4.73 (d, 1H), 3.89-3.67 (m, 2H), 1.80-
1.68 (m, 2H), 1.43-1.34 (m, 4H), 0.92 {t, 3H); MS (ES+) nv/z 385.5 (M + 1).
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[2645]
[2646]

[2647]
[2648]

[2649]

[2650]
[2651]

[2652]
[2653]

[2654]

[2655]
[2656]

SS90l 10-1432460

Ag-1',2' -3 =2 A0 2 [1-AFXF-3,3'-A=]-5-7 2R Y EZH ] A

A
Jo
r
o

SER[2,3-f1[1,3]HM%0E4-7, 3 -=]-2'(1'H)-2 tA 5-HEx-1'-Ag2yz[]-
)—2& AFESHE H-AA A WES Festa AAld 3000 7IAE wkef 22 A

::,_..—
=

of wet A SFES WY uA R F5AH (78%).

"H NMR (300 MHz, CDCls) § 7.51 (dt,
1H), 7.34 (dt, 1H), 7.12-6.91 (m, 5H), 5.01 (d, 1H), 4.76 (d, 1H), 3.86-3.63 (m, 2H),
1.80-1.68 (m, 2H), 1.43-1.32 (m, 4H), 0.92 (t, 3H); "°C NMR (75 MHz, CDCl;) § 176.2,
164.1, 142.6, 134.8, 131.4, 130.8, 129.6, 127.8, 123.9, 123.5, 118.8, 111.5, 109.1,
104.7, 80.6, 57.3, 40.6, 29.0, 27.1, 22.3, 14.0; MS (ES+) m/z 333.5 (M + 1).

- %532 W3- 2 2 [1-M R F0-3,3' -2 B -1 (2 H)-2)obA Eopv] = o] gy

WlZzFe-3,3'-0=]-2'(1'DH-< Al 2-(5-HER-2'-24
)N-(2-ZF 22 )l EctH =5 Alg3ste= H-ZAA A HES 53
A SEs W TAZ FEUY (55% &), mp 98-100 C.

TH NMR (300 MHz, CDCly) § 8.60-8.53 (m, 2H), 8.14 (dd, 1H),
7.65 (dd, 1H), 7.41 (dd, 1H), 7.32- 8.80 (m, 11H), 5.02 (d, 1H), 4.76 (d, 1H), 4.72 (d,
1H), 4.56 (d, 1H); ®C NMR (75 MHz, CDCl) § 177.9, 164.8, 160.9, 154.2, 151.0,
147.1,141.7, 134.2, 131.7, 131.5, 129.9, 129.4, 129.1, 125.1, 124.6, 124.5, 124.2,
124.0, 122.5, 122.2, 115.1, 114.8, 111.0, 109.1, 80.0, 58.1, 44.6; MS (ES+) m/z 466.4

(M + 1),

-[G-EFeE-l-H=ejvuE-2-d) e ] v 2 [F2[2,3-f][1, 3= 5E-7,3' =2 (1'D-=9 &

T

OZ)

T 554 (20.0 nL) T 2'-SA2Z[F2[2,3-1][1,3]1Mx2H54E-7,3"-A=]-1'(2'D)-L) oA ELE (0.50
g, 1.47 mmol) @ 4-ZF o 2lAl-1,2-t]ol7l (0.15 g, 1.18 mmol)e] EZFES Nyalol] ¥HA) BFA AT, ¥
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[2657]
[2658]

[2659]

[2660]

[2661]

[2662]
[2663]

[2664]

[2665]
[2666]

[2667]

[2668]

[2669]

[2670]

SS90l 10-1432460

THES & (250 n) 2 FAstaL, old opAlHO]E (2X200 mL) = F=38iith. &gk #7

YEF oA dxA7]1a, oAgsiqitt. AdES g3t 55 dx=AH FHREo|

G (o olAEH | E/ENA, 2/1)E F8ste] wA 3HE (0.13 g, 22%)% TE589T. mp 138-142 C.
"H NMR (300 MHz, CDCly) & 7.47-7.39 (m, 1H), 7.32-7.22 (m, 2H),

7.16-6.93 (m, 3H), 6.18 (s, 1H), 6.07 (s, 1H), 5.84-5.78 (m, 2H), 5.20-5.14 (m, 2H),

4.98 (d, 1H), 4.60 (d, 1H); BC NMR (75 MHz, CDCl3) 8 179.2, 161.3, 158.1, 156.2,

149.2, 149.1,142.5, 141.2, 131.5, 129.5, 124.4, 124.0, 118.0, 111.6, 111.2, 109.9,
103.1, 101.7, 93.5, 80.5, 58.5, 38.9; MS (ES+) m/z 430.2 (M + 1).

A Al 54

1'-("edmg)-5-9 2l d-3-d A9 2 [1-H2F¢-3,3' -0 E]-2' (1'H)-=2] 34

2-(4'"-BHER-5 6-UEFLE-2' - AR [1-HFFTH-3 3" -CE]-1'(2'H)-Y)-N-(2-ZF 2 29 d)o}x Eo}
n= gl 5-HRR-1-(Yidee) A2 [1-1F2FH$-3,3'-20%5]-2' (1'D)-2& AFE&a vgvd-5-1 24
gl FYd-3-A B 2AS AFEEHE H-AA X HES Sastar Al 4.20] 7)AE ule} T Axfe| wiEf

XA eSS WA uAZ FEIGY (74%). mp 204-207 C.

"H NMR
(300 MHz, CDClg) 8 8.62-8.46 (m, 2H), 7.62 (d, 1H), 7.43-7.26 (m, 11H), 7.16 (dd, 1H),
7.03-6.94 (m, 4H), 6.76 ((d, 1H), 6.54 (d 1H), 5.08 (d, 1H), 4.82 (d, 1H); MS (ES+) m/z
481.5 (M +1).

A A 55

tert—8 3-(2'-54-1",2' -H3| B2 A 2 [1-1l 23 -3,3' -l E]-5-A) v s d-1-7t= 5 g o] E2] g4

A, 59 E-3-d AV R [1-2F 3,3 -5 ]2 (1'H)-=2] 34
1'-(gadue)-5' -re a2 [F2 ]

59 H-3-Y 29 2 [1-02F-3,3' -0 E]-2' (1'H)-2& AHgshe v-274
of 7]a1e wie} 2 dzpdl uhgt %A FES FESRCH, olF v T
B. tert-%-8 3-(2'-%&-1" 2" -3 =R 29 Z[1-12FT-3,3' -2=]-5-9) v d g d-1-7t2 54 g o E<] 34
e s = A=A 1= (150 mL) % 5 YI-3-Id AT 2 [1-HFFS-3,3'-¢1=]-2' (1'D-2, Eo|doln
(0.95 g, 9.36 mmol)Y EFEo] tl-tert-5E TlFt2HYO]E (1.02 g, 4.68 mmol)S 0 CTAA H7 skt
g EFES 2ol wwkela, Nygboll whA] wwkesla, tEZ2Hek (100 nb) o2 FAlsta, AZo|EE &
& oJzetgictt. AFES TSt B ARAHT. 2 AFE dE A I2atEad (dE oA
O|E/FAL 1/1)E S8t TA 3FE (0.50 g, 40%)S WA A= FEIT. mp 120-123 C.

"H NMR (300 MHz, CDCls) §7.82 (br, 1H), 7.23-7.21 (m, 2H), 7.14-6.86 (m,

5H), 6.63 (br, 1H), 4.95 (d, 1H), 4.69 (d, 1H), 4.10-4.00 (m, 2H), 2.70-2.45 (m, 2H),
1.95-1.80 (m, 2H), 1.48-1.38 (m, 11H); MS (ES+) m/z 443.4 (M + 1).
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SEE53d 10-1432460
[2671] 2 Al 56

[2672] tert-%d  3-(2'-Sa-1'H{[5-(EgEFeavd)-2-Fd e }-1' 2 -Ts E2 A9 2 [1-1 23 &-3,3' -1 =] -
5-A) ¥ A Fd-1-7t2E A g o] EQ] &4

[2673]

[2674] 4-B2WNE A tert-HE 3-(2'-%4-1',2' TS| ER 2T 2 [1-2F-3,3' - E]-5-Q) A 2 A-1-7 2 5
Ado|ES AHgET 1-HRRAE A 2-(MRRWE)5-(EEEe ) Fae ALgshe n-24H
P& At Az 1A Z1A" v} e dAxpe] wEl xA SEES WA 2AR FEIY (10%). mp
59-61 C.

"H NMR (300 MHz, CDCls) 6 7.24-7.23 (m, 2H),
7.12 (d, 1H), 7.04-6.96 (m, 2H), 6.89 (d, 1H), .75 (s, 1H), 6.50 (s, 1H), 6.41(s, 1H),
5.10-4.86 (m, 3H), 4.66 (d, 1H), 4.16-3.94 (m, 2H), 2.68-2.38 (m, 2H), 1.90-1.60 (m,

[2675] 3H), 1.40 (s, 10H), 1.27-1.21 (m, 1H); MS (ES+) m/z 591.2 (M + 23).

[2676] AN 57

[2677] 5-9)29-4-9-1'{[5-(E ZEF e 2ve)-2-Fd [} Ao 2 [ -1 2F8-3,3' -9 5] -2 (1'H)-& s=zzzd
o‘lcch 61—/%]

FiC

[2678]

[2679] 2-(4'-BRER-56-T) T 2-2'-S 22 [ 1-MZF2-3,3' -5 -1 (2'H)-3)-N-(2- %— L) obA Eok
O AL 215 (SR e )2 A U2 -t e 2w 2 -2 e-3,3' -8 ]-5-4
ENEFoRWdET Y| ES St W P-5-R BN dA HEu-4-YRENS 4 s H-dA el W
& Fasta A 4.2 71" Axpel] wet - d-4-A-1'{[5-(EEF 2 E)-2-F L m g} =92
[1-AZF-3,3' =218 ]-2' (1')-&& W4 IAR F53gem, o ez F W= ALste] %4 sgts
S 539 Y (54%). mp 108-110 TC.
mp 108-110 °C; "H NMR (300 MHz, CDCly) § 8.57-8.47 (m, 2H), 7.52 (dd, 1H), 7.37-

7.29 (m, 3H), 7.18 (dd, 1H), 7.12-7.00 (m, 3H), 6.92 (d, 1H), 6.75 (dd, 1H), 6.43 (d,
1H), 5.11 4.83 (m, 3H), 4.75 (d, TH); "°C NMR (75 MHz, CDCls) 5 176.2, 164.3, 156.7,
151.5, 141.5, 140.8, 131.5, 131.1, 130.7, 129.8, 127.7, 124.3, 124.1, 123.4, 123.1,
112.9, 112.2, 110.0, 109.4, 80.9, 57.5, 37.3; MS (ES+) m/z 466.4 (M + 1).

[2680]

[2681] A4 58

[2682] S-HlHA -1 - R 2] 2 [ 1A 2F 93,3 - E ]2 (1'H) -2 9] 34

L)
O o OMe
N
[2683] '
[2684] T HEHS| ERFd T 53| EFA A2 1-WlEF-3,3'-91E]-2" (1'H)-2 (0.10 g, 0.39 mmol), E|
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[2685]
[2686]

[2687]

[2688]
[2689]

[2690]
[2691]

[2692]

[2693]
[2694]

[2695]

[2696]

[2697]

dEZ A3 (0.20 g, 0.76 mmol) 2 wEFE (0.05 g, 1.6 mmol)9] E3Eo] rjod olxt7l2E2AHolE (0.14
g, 0.80 mmol)Z 0 CTellA H7redch. w#h% EFES Nyatol]l A20A 16 AlZF B¢t wwtela, AFsfd 53

AZAAG. 24 ZFEdd 8] 2y a=zveady (od oldH ol B/, 1/1)E F35te] %A s3E
(0.02 g, 14% $5)S A9 A2 $E319ch. mp 159-161 C.

H NMR (300 MHz, CDCl;) § 7.32 (dlt, 1H),
7.14 (d, 1H), 7.05 (t, 1H), 6.93-6.83 (m, 2H), 6.74 (dd, 1H), 6.25 (d, 1H), 4.89 (d, 1H),
4.63 (d, 1H), 3.63 (s, 3H), 3.28 (s, 3H); MS (ES+) 282.3 (M + 1).

A Al 59

No[2-(2' - S a3 R [F 22,3111, 31T $4-7,3'- Q5] -1 (2'1)-2) o & ]-2-(E2] S7 2. 2] 54 ) =
ohv =9 4

o)
LIS
& o
N0
HN
0  OCF,

1'-(3-obr e 2 9) 23] Z[F2[2,3-1][1,3] AT S £-7,3'-1 8 ]2 (1I'D)-& P 1'~(2-obv] o] &) 29 2
[F=[2,3-][1,3]41 i FEEREHed-2-7lERd E=2dol= fiil
2(ENEFORARA LY FRefelng gt WA WS FART AN 179 T4 s
% #A 4 )

g2 At wet

"H NMR {300 MHz, CDCls) & 7.86-7.83 (m, 1H), 7.50-7.45 (m, 1H), 7.37-7.27 (m, 3H),
7.16-7.11 (m, 2H), 7.07-7.02 (m, 1H), 6.84 (t, 1H), 6.47 (s, 1H), 6.10 (s, 1H), 5.82 (dd,
2H), 4.87 (d, 1H), 4.64 (d, 1H), 4.10-3.94 (m, 2H), 3.90-3.68 (m, 2H); °C NMR (75
MHz, CDCly) § 178.2, 165.0, 155.9, 148.8, 145.9, 142.3, 141.9, 132.4, 132.1, 131.3,
129.2, 127.6, 127.3, 124.0, 123.6, 121.2, 121.1, 119.2, 108.7, 103.0, 101.4, 93.6, 80.4,
58.2, 39.5, 38.2; MS (ES+) m/z 513.4 (M + 1).

wowye] BgEe) B4 Adsted olgus tdakd JEe] FedAel FAHe) gk, Rele] AAH ¥ @
ol wek A olsld = =T 3] flal, thesh e ABH EAL AASAT. oF WA w
A A9E 9% AL W owY YHoRE B uye et Aom 1FHA @t Aow ossoler Bt

B AA e WolA e Az 7199 AXdA ks LdEE Q3 e YE YEF Addd diaHl
A BE4S Ag 2 Zz2gdysy] 93 AdA 248 JAsT. A7) BAE T3 UEF e Ad
e 1C5S ZAASt=d sttt v A4S &3 [Reddy, N.L., et al., J. Med. Chem. (1998), 41

Bde &% ®AMs7] g8 C-rolid
5L IC5 Alxtel 23] Z2A3ES
Aol W BHS OB BEF AU o asd vasel A4sac

2zke] AY BAS BAYE AYE WAAAE AXel el EAST. AG-AAE HEF Ade TIX W
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0|ﬂ

oAy Bdeltk. o3 54 #AdE Ade] ve UEF MEd 3t Jddow EAY w 19
g4s Brrete Aol f&eith. 7] 12 TIXO EAl e FA sl 54 MY gA4E ~389Ys
ol &3 NEFE QoFe lojtt
F 1
A 2T mRNA 3H&] 7154 EAg]
CHO-K1 (i}owx f‘;ﬂia Wi o Nadld @2 RT-PCROD <130 L jg wy 20w 27}5 ] =
A S A vheryl ohJEl S0l TIXE ALg3tel ¢
ATCC 718 Hl& CCL—61 T2 Na, B8-S HEHA g (K8 Abdd (Na1.4%= TIX ®
2 A
L6 (HE LolAMxE) -Na,1.4 2 Na,1.59 d& S10 WA 159 =749 14 0
ATCC 71¥ W& CRL-1458 oyl $elo] TTXOl g]aﬁ BB
o gul x}wﬂ (Na,1.5%  TTXOl
el WS ek
SH-SY5Y (17t ﬂ%owu) “Na,1.9 % Na,1.79] 70 2| - 7] wiAelA 10 WA 169 5
ATCC 78 W& (RL-2266 & (ZE6Im) %) ke (el Ferdw frgdel TTX
o o] 3] HEAHo=w  zuhdE
(Na,1.9% TTXel ois] wide o
123))
SK-N-BE2C (1%} 217 e} 5) | - Na,1.89] 2 - BE2C AEZE »JEHE?LO]E?L 2
ATCC 71¥ W& CRL-2268 =3ko] A7) WAl [ ¢l Trof
yd frdel 64 %7}%‘
<371 e TTXe] JoH 24
o2 Ay (Nal.82 TIXol df
3 WS vERdD)
C12 (EHE %%‘Q]'/H}\ﬂ'l) 'Na\,1.294 %:i 8 LHX] IZHH 17}_5;4 14 ] :I_LO]_
ATCC 71¢ W& CRL-1721 Ud $9lo] TIXS Alg3le] obal
sHAl z2kekE (Nal.2& TIX Wz
4 A<l

Eg, o]l UYER AdS LAAIE AxH HMEE AEE F ok AxF Axey 224 2 S 9dA
A FA = Atk (dE 54, & [Klugbauer, N, et al., EMBO J. (1995), 14(6):1084-90] % [Lossin,
C, et al., Neuron (2002), 34, pp. 877-884] Z=).

= eSS BN T = MEE TR Wl == G418 (I F(Gibco) /1B EZ A (Invitrogen)) ¥ S A
A A wiAle] EANEFe] AFF MEe] Ag-el g, AEE &4 & (1X) EHAI/EDTA (@i/‘ﬂ‘ﬂ]
A)S Abgste] vt HAREE Eglsta, 3 EAo]E1 E (haemocytometer) (77HF$-¢]; Neubauer)ZE ©]-&
dx 9 A& dis) 24, EElE AXE AlFsta, e wixdd oA dEAIZL Foll AEE
E(Scintiplate) (H|A® F-2¥, 913.; Beckman Coulter, Inc.)ol Zdol®staL (h=F 100,0007H/4), 37
T, 5% COo1A 20 WA 24 AIZF F<F Asfwlo]dstqict.  A-UEF HEPES-¢+3 215 &< (LNHBSS) (150 mM
Ask=d, 20 oM HEPES (Alz2wh; Sigma), 1 mM @324, 5 mM F3Z4HE, 1 oM Fevtavls, 10 MM =F=
)0 F PHsA M Fol, LNHBSSE SAAIZl &8-S 779 Ao Hrtskith (st s29 A1g &2
& AT F 9%, BARPAEADL-EA BFELS okmUE(Aarh) B C-Fohdl SR FR el
Z(ARCO)E -3t

0, %O

O o m 18
ﬁ,mﬁm

A =2 2 243/ 8 P el d - Jxl =¥ 29F 5o, AEHEUCES 2ol el

o ZolES Folyy (XNmhS B E3 LNHBSSE HHistAl Al skt
ufo ]ﬂiﬂﬂE} Eg g ~(Wallac Microbeta TriLux; Z1-w 2}o]3 xlo]el
(Perkin-Elmer Life Sciences))E& °]&3l] AFsAtt. Ald Edo] YEF Ad A4S Adsls 58
gold GEF AW BAAINE AL ol st C-Foliwe ¥ wlwste] AAFAt. ole@ dle]
ahol, ¥ WAl AAR wpsh Lo TFF AL o] §3te] NE o] 54 UEF Ade] A9

AR wAe B4 YEF Aol tlF 16y @t A7) durel WS olgae] ART 4 ATk (G U
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[2705]
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[2707]

[2708]

[2709]

[2710]

[2711]

[2712]

o3}, Y 2 ut el =gdstE
3|

] 2 o &1
LA 2 33 F33te] $53% 3, 8, 10, 12 &=

rlr of\
off
1
fru
re
e
a2
(o
fru
ot
1x
i,

T 16 AH A& o] &35k <l Al
=, Al B F-AH sEE 1 uMilA A"st, &A1 se iyl A A W1 “‘ﬂﬂr A A8k
o (2 =9, 0.5 pM; 5 pM 2 0.25 pM; 10 pM 2 0.125 uM; 20 uM 5). ICyp =4S 4 71A mtetug

2A~E BE R S0 Foje-wke wel A (FE(fit) = (AH((B-A)/(1+((C/x) D)) ol &-ste] At
o}

AEg W, ey 9 EE ARy OEEE A GER AW 16, g 22 UEF AW (1F

AAAE LS S E AEES 0.5 mg/ml G418, +/-1% PSG 2 10% I-E8A3tE ®Hol &~ dHS £33}
= DMEM A7 Hix] (=) ?,‘01]"1 37 C 2 5% CO.5kel wjkalict. A7|dgsts 7125 &), AEE 10 mn

AA AE 7128 NAT X (Axopatch) 200B 5Z7] @ ZHH A (Clampex) AZEY o] (A& AQAEFHE  w)=

Aol FU AlE] 2A)E o] &3l AA AE AY W=z FyHE Wy ([Bean et al., 7] &

APl ol AR, BE AL g4 Fd5AT. A2 2 A 4 Nohm.s9] Aoz Bir-<dwls)
A EL

Aok Y oF o AT AE2 77 ddo] AF B3 A7 &% B3l o8 HasA .
tolE= 40 kHzollA 5s8k3len, 5 kHzolA BEHSAE. R (&x) &4 NaCl (140 mM), KCl (5

mM), CaCl, (2 mM), MgCl, (1 mM), HEPES (10 mM) (pH 7.4)& o]FojAt}, & (F3) LA NaCl (5 mM),
CaCl, (0.1 mM), MgCly (2 mM), CsCl (10 mM), CsF (120 mM), HEPES (10 mM), EGTA (10 mM) (pH 7.2)% o]Fo]
A},

A dE 2 EZAdstE e Aldel o EEe Aga-dE Wshd (4, K 2 K)S SHsh] 9§,
-60 WA +90 mVe] A= AL, -110 mVe] H-F ALolA 12.5 ms A3 HAE o] &sle] AF-AL AA(I-V =
A)e FEIIGE. V-4 (=30 WA 0 mV)e] e —Hé?& AdS Yz Ay AA A Al A2 ALE
3tttk oloj A, AA-Ae] B33} (o] &rsA) FAL 110 WA -10 mV HHEY Aol 8.75 ms Al H
2 Foll 1 s 203 HAE HEse 5o EXgE dRE %Xéé}fﬂ TEATE. G- EHAA AEs By
B3zl 98, -110 mve] B ALE Abgste 9 "tholojg (Diary)" TREEZS 5ol FX AH HF
(10 ms Alg "), 1% B3 olFo AF (80 WA -50 mVe] 5 ms on]-F2= ° 10 ms Al Hx) 4
st B Aolxe AF (AF Hx S H% 35 ms FE)HE 7IESAUT. "toloE" ZREZ 3
Zol FFES HEsld] A9 ALE 152 HFoZ TUHHYS .

e EgAste] A dEAHS AAEs. Ade
FA AHE Adsts sEES BE B AYERFEH A d~E Fese %OL DS AFS gaA 7]
<HH, H dHE TR AP }—E SIEL Hh AFFE A Alg H2E HEee T HAs A
FE BaAAL. FAH A AR (1) 2 EZAstE elde A7 (

o] AA-AE H3EAAS AAEIATE.  mlo]EA-HlE(Michaelis-Menton) oA RS wlgtog K, 2
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Vit QA o], he (FEzhg F9o digh) dHill) Alela, K2 mtolE2-wE Aola, [l

7 =7 = - - 1 . - -
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[2724]

=

(Actimetrix Limelight Software)
oJB AW 5.1(The Observer 5.1)" (HA 5.0,

HeEds 9AEA 24

wolAd B ZEEX (Noldus Information Technology),
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[2725]

o Z
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= %

%MPIE

frons
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MPIE #h&
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of o

 H|3]E #H) X100%]

3

bz

MPIE(%) = 100 - [(XHX] &Al/

[2726]

7] Aem e

o =)
= ©

[0(To) + 1(T1) + 2(T2) + 3(T3)]/(To + T1 + T2 + T3)

[2728]

£ 0.1 mg/kg WA 30 mg/kge] Wl a4 Aoz yepsttt
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