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[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

SS50dl 10-1158144

7] AR FYF) FHR ALTH B FEAZAE, AETH 598 FEAE nuHsa, dRH 59
BozAE, oUUER, ErtololEd, HENRER, SAthololEd, AololrtololEd, SAHErololEH,
AololEdtololEdt B& B 4 Ui, AaFH 59T FEARAE, WEvtER, WxEdeloEd, I
JrwolvthEF, dejriolrtEd L Y welvnE R E 5 9o, 53 wgAsAE
shsh4 B2 EAHE Aolth,

et

#54 B

/ N r"'-‘\\
B2
A
LB \/[ :
XBZ “..../J nBz

_ B — _

sha Bol A, L't 27} olabel 1471 vehiel, dAn) ga, A, Ak, BA, AL, #3502
S, AR, PE BRRAS, PES AHIZE 52 5 5 A3, o5 F wadd, 4294, #ad
A, BaUA, AR, FO4, 04" D PRE AU/t A, BaAA, Fa9%, o4d]

%E
o
o2t
AN
iﬂc
ki)
et
N

7F v vk s

Lo ofgr] 2 waE sHzdr)s 8/E b Qa, AAA sEAsAE 9], aAads], o
A7), obd7], otv:7], E=A], obHSA7], ofd7], EFATIREY], ofdSAITRE Y], obHSAY],
opdotr 7], GEFATRR dopn| ], o AT R dopn| Y], AELotr ], AFedr], ey, &
Arpol 7], oMol 7], AEAV], TEAYA, Apolotwy], WIS dHZEV|oH, v wiEA s
A7), ofhY], EFA7], obEEAY], dRAIYGA, Alolobiny] H WS dH 2o, HE5Y niehA sl
A= @471, ofd7], &FA7], ol A7 B WS dHRdr]o, 53] npeAsi= 4], ofdY],
a7 R NS Sz o,

L'e) FA=AE olskl tehie A 5 5 Ak,

!
——
l

“S— e N P _B_
?Hs ?Ha ?Ha \C/ \Si/ \Ge/
e e

CHy

CH O CH H C
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[0188]

[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

SS50ol 10-1158144

832 Bojl 9lo]A9] X = -0-, -S- EE =R = etk R = 297, AME Basar], ojgs] ®
= FERsr]2 Yerig

Rl AWa gateirles, 44, 2440 £x %‘ﬂ%ﬁylwﬂﬂ4m“EHﬁllmﬂ 20, U whgre e
I~ T ST

gag 1 WA 89 ¢

A wag 1WA 12, 53 argEeis azlele], ey, B9, oY, opeazz
D, oA, 158, A, A, AelEEEen AelEedn, 4olZEad 52 5 4 o
o), GAA/EHFAFAE Bag 2 WA 20, Bok wgEsAE BaS 2 U 12, 53 sggads
A% 2 WA 89 FAAW, AT, oW, ke, 2-HEY, 3-ANY 5L 5 4 Arh), A (v
Al wag 2 WA 20, wo gEsAE Bas 2 UA 12, 53 gAsls Bag 2 g4 89 &
AQ7leln], A, ZEshd, 3-AEd 52 5 & drheln, dAsolw whgra s,
'S ol&l7l w8 mi SEaeln, mgdaiAs Bad 6 U4 30, mok s AsAE Bag 6 uA 20,
S5 SRASAL G 6 U 18] offlel, Adl A, oA, A, SR, 2o
A, -Ege|Eroadddd, AREFoedd, 1}rd, 2=y 52 5 & v

R7e] slel2a7] ek wi Sdatoln, wighdshlt gad 1 A 20, woh watdsls Bas 1 U
12, H% wHESE BAaS 2 A 100 sHzaolH, uedsls e, AadR, F94 2 4
A da F Aolw shie Eshs WA Auzdsleln. o Az dzA:, Ay AEdd,
gseld, wse, wEd, goled, Adwd, F, W, outE, wE, ded, Fek,
Ak, AnE, EdololE, Edfolold, QE, ATHE, FH, HolobEy, sojobE, Aololrielo}E,
SAEY, SAE, SAThllE, Awd, ojoladwd, m@en, umeed, %9, A4Ed,
e, ZHd, okZed, AGEES, Ak, HEGE, NxelvthE, WESAE, MEAoolE, Wx

]
2 5 & Q. sl
S

)

EdfololE, HEGAAN, FuE, ofAD 5 , = spoled, deld, Aad,
Au, Aehzl, Eeololzl, Awd, Toehd, UzdYd, A4 L AUEddoln, nr} vigra s
A e, Aolod, ded @ Asdeln], ¥ whAsls st

Rz BAHE Aws agsaar], o] 2 =
2 EAEE e AN = A% g1, =9 aradd @)= 2

o
N
rr
ﬁ
i
N,
il
)
i)
_1
%0,
o
H
N
o
N,
fru
>
rlr
ox
N,
-

RO 2A wirgaide AwsE a4, ofdy] i e airleln, no uadsis AnE easar
(R 'S 6 WA 30, wrh whEA el B 6 WA 20, U% vt e A Bag 6 A 12
o R) EE okdrloln, U wRAslE ARE Besa (g AaAE Bas 1 WA 20, B} ulgA
A= gag 1 UA 12, 8% aiEdsAE §a5 2 WA 109 R)olt).

X 2 uletge s -0- B NR olv], Br} vpetdaldlE SNR o], S8 upH kA= =N-R o]t}

B2 B2
e rgsae @48 e Bed A2 vean, 2w 34ds BRERe BgE derad

TA ==, odd WA

2 AFES dHEd T odee Ad ¢ &, dedg, dd,
e dg, deupdg, Edoloblgt, =%, Fedh, Aol A=, Q2 ojvuEs, &4
olo}E%, AluuEs, detEs, AojoirololEdl, SAtttololEg, JHES ¢& & & L, wEAsH
= WA, e, v, dvdd 2 veuigieln], Bu upgrd e WA, dddd 9 v
g, &Y g s WAl 2 dgdgoln], 53] wigAsias v ot

rlr
oy
N
—
fu
=]
>
i
rlr

el AR RA E AT g3, dhdAeAE 947, GAadr), 207, ofgl,
ohuli7], kA, kST, opa7], GFAFARL], kA ATELY], bASAY], obidoh] ], o
Fal7ha o], kA dol)ey], HEDehws], AEe A7), HEod e
Holer), AEA7), FRALR, Aoloher] @ R oM, wrt vgAeAE o ]
7, kA7), FRAAA L Aelohws], slE@rloln, WS mEAAE HY], okds], F=A,
old gAY B WS AP mrloln, 53 wigkAsls 9A7], ofd7], d:AY] D WEE AHzo]

o
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i
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=
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>
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rlr

L7 L 2 L 27 Al dedie, 8912 el QlojAel L) el 27ke 3 AL B 5 glow, n
B AE 4 A, 2710 WEE welasty], 27 WS SE ] 2@ o]59] %Fo R o] Fojxi=
AzA7olH, B} ufRAEAE B Aot L, L 2 LT MaE A 5 ga, (3 RA= A

B72
2
7] 884 Boll lojAle] L= BAEE 719 As2A E A 21, B ugdd 180w 2o}
Ed}o
R}

Y Aa4, 13505 d7] i 2,4,6-Edtolob Eetol /]S UEITh.  1,3,5-MAEete] 97
2.4,6-9700) AB/NE A 5 du, ABNEAE, QA 2DV, FFE BReaB], FRAAL 52
£ % an

S804 B EE B EAHE ALTH 598 fEAS FAGE olstel e, o5 oA gl W
AE= AL o,
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=
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[0226]

[0227]
[0228]

[0229]

[0230]
[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

[0238]

[0239]

g o] {7] BL AAke] 7+ 7159 o FAE EdE] AgkE A @xvk dubz o g uh Eyﬂﬂ AU
owl BE o) ATl AYY] 4, WilE AUAA TATE He sk gkl apEel whol uA
A 1pme #WS)7t wlazs,

N2k
il

£
S
o
fx
of
flo
-

&
s (’ b::. o

(IM1) (IM 2)

> (IM2) @ )

(1) SA(IMD 2] A4

1e° 37 ZHekxze] 3,3'-tho]HERutoldd  50g(160mmol), ZHFE  18.4g(110mmol), S 2 E=3}+-g
3.0g(16mmol), A4HZE 46.6g(220m0l), EZ1,2-Ako] 22 ATkl obYl 18.2g(160mo0l) B 1,4-Tho] &4
Q1 500mE Y@ar, of= £29|7]5F 105Tol A 1241 7F wHkgl O we gl Aesx Wzbem, B
% wo Al aygoR A% 3, 7kgr =

olje Xl

160m s 71ste], thelZRzvEdoRr 33 FEIh.  f7] o
g,

S A7t Ade| o, tholFhuEE A, wHkE&E %% AA AA] 11,269 FAADE A
tH(28mmol, 48 25%). F5H =] thete] FD-MS(Field Desorption Mass Spectrum)E =43+ u}, 0]8}
oF &gttt

FDMS: CoaHlygBrNell e gk 2k&%]=398, 254 m/2=399(100), 397(90)

(2) FZHA(IM2)e] 4

200m0 9] 37 ZEfATo EZA(IMD) 5.0g(12.6mmol) S &4 EF9 30mie} 24 olE 30me] &3+ Lo &
A7), of2 L E7]8 ~40ToA n-HEHEFEIAA &H(1.6 M) 10me(16mmol)E 7}8Fe], -40C WA 0C
o A 1AIRE wkgeh. ohgoR, W 98 -70CT/HA Wztstal, gAtEgRelole] Az 2 8.7ml(38mmol ) E
olE 12meol A3 gL 2080 AA Hapslar, -70TolA 1Az wkgek, o F AL7H FAF 624
wrkgch, E=ek, wkg gl 5% A4t 3/mE shetar Aol A 408zF wukgch wkg g 25 o

& X3} HArE AAsta, T FAUYEFOR AxAG. 7] Sl 589 1H=7A
n, MY AAE olekn, ERdn-dde £F 80, roAdoR Aoz A

[€)
=
3.5g(9.6mmol, & 76%)E VAT, F5H FF=Eol diste] FD-MSe] 548 AHE olstel]

'6‘
: o
- . Q5

7

—

© sz
=

L

Jo

)

&

S o

I
(IM2

Y
ol

=
9
7

2
S
LO

s

o

Rl N 3

=

FD-NS: CoHyBNO,ol ol AFE21=363, 4=, m/z=3630M, 100)

(3) F=(C5) FA

200mee] 37 EEp=Fol ol22 EHVIsh, wEltolB2RalAl 1.0g(4.2mol), FIFA(IM2) 3.2g(8.8mmol),
HEZ|~Egoldd A3 ZE5(0) (Pd(PPhy),) 208mg(0.18mmol), Tho]wEAJEQ] 100m¢, BAFIEF 105

% g 27g(25mol) S War, 78Tl 1247 wukglth, WS 28 F Aesx Wzbslan, HAEE AA
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[0240]

[0241]

[0242]

[0243]
[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

SS50ol 10-1158144

S AR, A9 B vee 9 Ahdoez AAAT(GHE 3.4g). AFHd nAS EFd mo|m, 2]
1A ARow By AAee] 2.2g9 FHIE(C5)S F5IATH3.0mmol, =& 74%). 90 MHz NMR 2 @%k L
ozM HAEQ S AT FD-MSS 4 AHE o|ste] Ve

FD-MS: CsHzeNpoll oigh 2FEX]=712, A5A], m/Z=712(M+, 100)

Ao 2(3HE(C8)2] Al
332 ((8)9] 3 ARE o]t b,

&
@m oA : e O b o m’
O (IM3) (IM4)

N

B(or-:)zBr /@Br a
g == e

o @ @ 8

(C8)

(1) AN ] 374

200mee) 37 Eepso] of=t 291718, 3,5-thelnRulolAd 6.2g(20mol), et-(FhutEH-9-2)d
B2 5.8¢(20mmol), ElE#T| AEwo] v d AW BEHFE(0)(PA(PPhy),) 460mg(0.4 mmol), tho]w]E Aol €<l

100m¢ 2 SHIEF 10589 &< 64g(60mmol ) WL, 78ToA 10A17F wykgict,

B T8 5, Ae7HA Ao, 4Ed 2AE . o el EF<l 100mE Fhstal, 29 A=
olgste] &, X3} AR AR frlTe AAsta, Fo vladaer Ax, Oqﬂr%; 5, 15
weh wFoke]l AAe [ uAE 5. ole Ay dios AAlste] 5.2g0 FHA(IM)E

(e}
= o)
FEAT(1mmol, & 55%). 59 3§zl oisto] FD-NSe] 4 Z3E o]t yepultt.
FD-MS: CaollyBrNell thah Ar&X]=474, AZ=X], n/z=475(100), 473(90)

(2) Z7-A(IM) 9] A

200mee} 37 Zep2e] FIFA(IM3) 3.0g(6.3mmol) & B =54l 30meet & olH 30mee] 9 Sl &
A1 7]aL, of 2t F9]7]8F 40T A n-HEZEIAAA EH(1.6 M) 4. 3m1a(6 Smol) = 7}ate] . -40C WA 0

CTolA 1AzE wgkgdoy, ooz, vkbg A5 -70CT7H=] B2ska }Ea}o]o}o]/kziré 4.2m0(18mmo
DE olE 6meell 348 A4S 2080 ZA H3dlsta, -70TA 147 } 1R A B APV E B IS
6A1ZF wukch,  EE uh golol] 56 A 15mE lete] Aol 3083 WAk, whE A 2Fow
B F, 4715 Lok JdFR Agstan, R deFoR Axgd. §7) $9E 5% =S
A% S AE F, NET 248 o, ERdrdAd 2 W, Ao R Ao AR
o] SA(IM4) 1.9g(4.3mmol, F& 69%)S S5t 54 sgEel diste] FD-NSe] 574 A5 odtd

FD-MS: CaoHyBNO Ol t$t A& X]=439, A ZA], m/z=439(M+, 100)

(3) sF=(CR)9 &4
200mee] 37+ Zetse] of=2E #9718k, HErthol L Z Al 0.47g(2.0mmol), SXHAI(IM4) 1.8g(4.1mmol),
HEg7| ~E o d £ 22225 (0) (PA(PPhy),) 104mg(0.09mol), thol M S Aol ¢l 50m¢ 2 SAIEF 10%

=]

2 2 14g(12mol)S DL, 78TolA 12412 kg, s F8 5 @%7]}}] ztte] Azak A4
al

S ofFatar, Aol B 9 p-dadow NAAUTHEFE 1.8g). ot
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[0253]

[0254]

[0255]

[0256]
[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

S=50ol 10-1158144
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e
1)
N l o
fil
Sh
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o,
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i
S
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mlo
4>

SJoH(1.6mmol, =& 81%). 90 MHz NMR 2 A= FEAo
=4 BAEe AL seldrh, DS 4 AoE olshel vhedTh,

FD-MS: CeetluuNooll &k AFEX]=864, A Z5A], m/z=864(M+, 100)

dAl e 3(stet=(Cl4) ] 4D
seh=(Cl4) o] 94 4 =& olstel yekdn.

N—@—B(OH)z ’©\ Br b‘ B(OH)z

(IM5) (IM6)

(C14)

: B(OH); O =N

(1) FZHA(IMG) 9] &4

300mf ] 37 ZgaFo] of=E B9718, 1-B 2R -3-olo] 2 =wlAl 5.0g(18mmol), IFeb-(FFrlEE-9-A)Hd
HE2 5.2¢(18mmol), HIEZ7|AEgtoldld T A~A 2245 (0)(Pd(PPhs),) 414mg(0.36mmol), Tho]HEA]o gl

100m¢ 2 BHUESE 105%3% 89 58g(54mmol)S WL, 80Tl 12417 wwkgidh, uks =
2] Wztste], 54l 1005 7hstar, 9 ZAg7|E ol&ste] &, xst AAFE FAH o=

shal, T4 bl o s dx, qd3s &, f715E Y w5 3 aAE 5. o A
g7t Adoz AAste] 5.1g9 FHA(INS)E FEHH(13mol, =& 72%). 53 S3HEd thste] FD-
NS¢l 54 AE oste] YepdLE.

FD-MS: CoHieBrNell ot 2F&%]=398, HSX], m/z=399(100), 397(93)

(2) SA(IN6) ] FHA

200mee] 37 ZEf~=d Z=7HA(IMG) 5. 0g(12 6mmol)S B4 EFd 30miet 2 olE 30me] £ fvjo] &
A 7)aL, o= B7)8 -40CAA n-HEHEFAAS £9(1.6 M) 10m(16mmol) S 7}3ke], -40C WA 0C

ol Al 1A1zF wykglth, theow  Wke g -70T 71X %43} EAE#lolotol AZ 2 8 7ml(38mmol ) S
e 12meol 3]AT &S 2080 AH Hslelar, -70TelA 1*1?& akgek. 2 F AR FAIA 6
AIZE kg, 3k, Wkg folo] 5% A4k SOmEE 7¥ste] Ao A 4087 Wkt vk SN S 25 0=
w3 &, F715S 23t AR AAsta, B FAUEFOR dxdnt. f7] &ulE 589 1A E7A
et S AAS A, AES AAHS oJFsta, EFA-n-dAQl £3F &0, n-FARleR FAH o= At
of FIHA(IM6) 3.8g(10mmol, & 79%)< F5Avh. F5% &) diste] FD-MSe] 54 ARE ot

FD-MS: CoHisBNOoOl gt AFEX]=363, A Z5A], m/z=363(M+, 100)

(3) 3FE(C14) 9 A

200mee] 37 EZEtAdHe]| o2 E97sl, 3,5-tlojEExuloldld  1.7g(5.4mmol), F7+A(1IM6)
3.6g(10mmol), HEZ7|=Egto]ldd X 23022k (0)(Pd(PPhs),) 230mg(0.2mmol), Tho]dl &5 Al EH QI
BAUEE 105%% 589 54g(50mmol)S ¥Wil, 80TCelA 14413 wdtdin), wbkg T35 §, AL71%] Pd2hs)
o, ¥&3 A4S A8, 5" 2AHS E, WEE 9 aAor Sy oz AAEe 3.9g9 A4S
FEAY. FUIE, EES EFQ 71E S3iA 7o, Ao WAt AAAHSAIA 2.7g2] 33E(C14)
S F5 A3 dmmol, & 63%). 90 Miz NMR 2 A v‘i—éigi*ﬂ e A @AY, FD-NSe 54
]

= olstel] yERWIT.
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[0265]

[0266]

[0267]

[0268]
[0269]

[0270]

[0271]

[0272]

[0273]
[0274]

[0275]

SS=50l 10-1158144

FD-MS: CeollyoNooll &k A& X]=788, A ZA], m/z=788(M+, 100)

FAl e 4(set=(C22)°] 4D
Sheh=(C22)9] 4 ARE olatel yetiitt.

o B0t

AM6) (c22)

200mee] 37 ZEgAFe o2 B, 2,2'-ttelpawuloldld  1.5g(4.8mmol),  E7FA(IM6)
3.1g(8.5mmol), HIEZ7|2Egtoldld ¥~ 2e}5(0)(Pd(PPhs)y) 200mg(0.17mmol), tho]H|E Ao el 60md 2
AU ESR 105%3% 589 58g(5bmmol)& Wi, 78CelA 36A1ZF wRkgde. W3 F5 F, A27HA] ¥7st
A E3h ﬁﬂ% ogugct. 59 2AHS &, dage 9 dAer FxHoez Agstal, 2.8z AAS
EFdd 7tE &3A7]aL, Aol WA st AAASAIA 1.8g9] E‘r?}a(czz)
52, Smmol & 48%). 90 MHz NMR 2 Az B oz b
ﬁaﬂr%— o sfel] HERTE.

rUlo 4 2
_llﬂ
§°‘ﬁ
_E
e
i
i
L
%
o
o

A

)

i

¢

p

o ©:

Lo

o,

E

3

Z

lo

N

3

FD-MS: CoolioNooll 8+ AFZ2]=788, A==, m/2z=783(M , 100)

FAl e 5(stet=(C66)°] A
s (C66) 2] 4 F=E olstol YErdit).

Q aM10) @

(D) shgHE(IN7) ] 4

209 37 Zgazd o2 978, 1,3,5-Efto]lHEEulA 70g(0.22mol), 7FH}E 73.6g(0.44mol), 8.9
=379 4.2g(22mmol), AAHZE 187g(0.88mol), E WM A-1,2-Ato] F &2 A 2lt}o]o}dl 25g(0.22mol) 2 1,4~
E}olﬁxﬂol 700sz€ 251, 104Col A 16A17F mwkglc, 1 3 Aezkx] Wzbetar, B 600m 7Feke] a3t E

Aoz FE3 & frlss EE AL, oloA F IvtavEoer Ax ? olFstal, EEE AH
b aA 2 wEAY. S58 1AE e, g9 Fe 4 sHAG. FABE B54 300
meol] EaiA 7)o, g Ahozn A 22g9 FHA(INDE F5H(45mmol, & 20%). 5%

g2 lste] FD-MSe] =4 ZAE o]3t] vERTEH
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[0276]

[0277]

[0278]

[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

[0288]

[0289]

SS50ol 10-1158144

FD-MS: CgQngBrNgoﬂ Eﬂt:ﬂ' )‘\_]_'%i]:487, )\E]%—], m/Z:488(100), 486(95)

(2) stgH=(IM8) ] &4

300mee] 34 ZEfxFo ofZ 3 B917]8F, 3= (IM7) 9.0g(18mmol), B EF<l 100m 2 &5 tho]o e

B 100mE €31, ndsaA] -10CE d4dg.  o7]o n-REZEIAQ &4(1.6 M A0 &Y) 14.8ml
(23mmol1)E 108 A Asjaly. Z=7F=, 2A417F HE & B ‘FEB}O]O}O]}_EEFJ 10.4g(56mmol)S €
26meel] A gk folg 207 AX Aolsta, A2oA 8AIZF wkY. 1 F 0CE WZbeka, gk gak 4

wE = 100m= A% £ AiS Hriste Aoz g

T A2 S48 2502 R F, 47]5S 100me] B 2 xd AAFE s ow AAsta, F
HA F715& wgsta, ¥ vtadgor Az, A4S o3 F A8 skl 59 1A
AAZS THR(HEzFslo] =2 F&)  30meoll &3lx7]aL, A 100mES  7babar, zHsbst g o
ot F7IR ARE FFEA, F5E JARAES TR &aiA7]a, SARlS

ato] A 5.9g9] FHA(INS)E 53 H(13mol, & 71%). 59 3FFEo thate] FD-MSE
olaell vEbdTH,

FD-MS: CyolaiBN20p0ll th &k AbEX]=452, ASX], m/z=452(100)

(3) SHA(IN9) S A

300mee] 37 FgaAo of=2 FEH7IEF, 1-HRE-3-olo]okwlAl 5.0g(18mol), FIHAI(IME) 8.1g
(18mmol), EIEg7|~Egte)dld L~ 3215 (0)(Pd(PPhy),) 414mg(0.36mmol), TholH|E Al E]el 100m¢ 2 €

MUEE 105%H% T8N 58g(5dmmol)S Wir, 80TCelA 10A1zF wrgich,  whg T3, A71A

o

W7bela, BRA 100mE Jlebn, Bl ZUY|E olfse B, ¥3 Adsz eAHon 758
AReta, B4 dAntadgoR A, oud ¥, 4715% 29 wHse] 249 nAE F5AT. o
Ag Ael7hA Ahew AAlsle] 9.2g9) FHANE F5AT(16mol, +& 88%). 457 8] tjal
o FD-NSe] %74 AubE ofstel thehuic,

FD-MS: CaHyBrNool o gt AFEX]=579, AZX], m/2z=580(100), 578(90)

(4) F2A(IM10) Y A

300m e 37 ZEtaTd oz E9718, FEE(IM9) 6.0g(10mmol), ¢ EF 70m¢ 2 €<= tholoEl ]
H 70mE Y, wNketAA -10CE WZEck. o 7o n-HEgE(1.6 M Al &) 7 5ml(12mmol) S 1
ol AA Astdot. F7FE, 2A3F wgk & FAlEgololo] X2 5.6g(30mmol )= ol E 20m120ﬂ fﬂéﬂf“f}
LAS 102 AA Aslstar, A4 6417F wRkPdet. 7 %, 0C=E dZsta, 1g G4k s = 100ml
2 A F2 gAbs HUlsle] g ez .

S 2502 Y3 ¥, AUI5E 0 = 2 X
I, B4 AvladgoR Az, 98 o =
IAZ THF 20méol] &aA)7]71aL, @A 70mE 7}etar, 7Fdslel A& A4S o33
FHota, 59 HAAES THRe &3iAl7]a f;“ﬁl(ﬂ% 7betal sds =2

KR
(IM10)E& F=HUTH7.5mol, & 75%). —r?% sFebeol tisko] FD-NSe] 54 A= olstel vEbdAT.

FD- MS C37H)9BN)O)°H EHtﬂ' % ]:544, /\E]%‘i], m/z=544(100)

(5) 3FFE(C66) A

200mLe] 37 ZopaFo] o= B97)sh, 1,3-trolB 2= WAl 640mg(2.7mmol), Z=ZFA(IM6) 3.0g(5.5mmol),

HEz7|~2Egtol gl d A3 28}l 5(0) (PAd(PPhy),) 127mg(0.11mmol), Tho]WEAJoH S 50m¢ L EMXIIESR 10
2o T8 17g(16mmol)E Wi, 80TClA 14413 ke, whe T8 § AL2704 Wzsta, A& 2

AE A8, $£5"E A4S B, WeEE 9 dhdez FaHow AAS A, 2.5g9 7”3% T=9r.

F7tE, FFES EFAd 719 &A1 7a, Ao wAste] AAASIAA 2.0g9] FFE(C66)S

(1.9mmol, <=8 71%). 90 MHz NMR % HaF EAozy EZx&o AL Felglct. FDSse &3 AdgE ols)

o YeRth.
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[0290]

[0291]

[0292]

[0293]

[0294]

[0295]

[0296]

[0297]

[0298]

[0299]

[0300]

[0301]

[0302]
[0303]

SS50l 10-1158144

FD-MS: CrgHioNiol thab 243 2)=1042, 223 m/z=1042(M, 100), 1043(80)

Aol 6(sket=(C26)2] A
sheh=(C26)2] 94 4 =& olstel yeEkdin.

PR Y

(lMll)

(1) E=2ANDY gA

500mee] 37 Zegk=Fe o=
=3¢ 0.6g(3mmol), AAZE
thol = AlQl 200mlE Wal, 105T

= 3L
L

975}, 135Eﬂﬂ£

25.5g(120mmol ), d~-1 A}O]aiﬁﬂlﬂ It}olobdl 3.4g(30mmol) 2 1,4-
A

=)

WAl 30g(94mmol), 7HAFE 18.8g(60mmol), Q2

=
RN

f

AR 1643 b SRAZT. o F AesA W7, % 150

nE Jhete] PsMENoR 22 . §715S B2 MG, oo)q T4 Bviaugon Axd F
stara, eiel AEsl @ WA 29t HAY. F58 nAE olnea, dee Frm 2ek sEa.
Belpe Brel gaAn, 227 Aoz FAste] 17g8 FHANDE F55cHdamol, +&

71%) . ~’Fﬁ s}glEo diste] FD-MSe &4 Z}E o]shdl YEldr).
FD-MS: CysHyBroNell thah AF=x=401, A2, n/z=40100, 100)

(2) 3EE(C26)9 A

100me] 34+ ZefAFef o= B3, FZHAI(IMI1) 1.2g(3.0mmol), FZHA(IM6) 2.2g(6mmol), E|EZ}7]
2 d 223245 (0) (PA(PPhy)y)  173mg(0. 15mmol), Thol#|EATAEQ] 40m¢ 2 BAHYEF 1052 T8
20g(18mmol)S 21, 80TColA 13A%F nykgIThH, Hhe 85 5 Aegx Yzsta, HE3 AAS
Agct. F5E Z2AL B, vwe 2 dulen #xdor AA Y 1.9¢9 AL F5U. FriE,

SIFES T4l 71E 83 7IaL, Ao WAste] AAASAIA 1.4g9] 313H=(C26)S 5 H(1.6mmol,

& 53%). 90 MHz MR 2 A EAo=zx HFEQ AL Ak,  FD-MSe A ZAAE o]s}

SRS
FD-MS: CgHusNgoll th3t 2F=x]=877, AZ3A], m/z=877(M+, 100)

FAl e 7(shet=(C33)] A
she=(C33)2] &4 d =& olstel yeEkdn.

100mee] 37 Zefazol o= 9718, ==7hA|(IM11) 1.2g(3.0mmol), Z7FAI(IM4) 2.6g(6mmol), EIE}
~Egoldd £~ A2H5E(0) (PA(PPhy)y) 172mg(0.15mmol), TholwlEAJol €]l 40ml, BAMYEE 105%H% 8
o

of 20g(18mmol)& Wir, 80CA 16417 wkT}. whg T8 F, Ae7px] W7ste], A& A4S o
gk, F5E 24S B, dus 2 aAglew o AAste] 2.7g¢ AAS 5T, FbE, 3}
s BT 7t A7, Aol WAske] AAAAA 2.1g9] FF=(C33)S 5 ATH2. Ommol
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[0304]

[0305]

[0306]

[0307]
[0308]

[0309]

[0310]

[0311]

[0312]

[0313]

[0314]

[0315]

[0316]

=50] 10-1158144

Olﬂ

& 68%). 90 MHz NMR ¥ AFEHouH HHE2 A

o
Jet
ro
o)
v

FDNSe] 54 AE olale] e,

FD-MS: CollsiNooll ol $F 2F&%]=1029, AS5A] m/z= 1029(M 100)

FAl e 8(stet=(C57) 2] A

sheh=(C57) 2 ¥4 d =& olste yeEkdn.

©\( :N B(OH»
J

Br Br

100mee] 37 Zefazo] of=2 By, =7hA|(IM6) 2.0g(5.4mmol), 2,6-tlo]#ld-4-(3,5-tlo]| H 2 W
D)-mglm e 1.2g(2.6mmol), ElE#7]|AEgtoldd A0 25 (0)(PA(PPhs),) 150mg(0.13mmol), Tho]HEA]
olelQl 40ml, BAMYEE 105%H% 489 17g(16mmol)S ¥€al, 80Tl 1647 aHkgT),

b =
AAQslA7]5L, 1.5¢9 $EE(C57)S 5 (1.6mmol, & 61%). 90 Miz NMR 2
AL DAY, FDUSS] 54 ATE olahel Ve

FD-MS: CoollygNyoll thek AFEX]=942, A ZA], m/z=942(M+, 100)

FAl e 9(stet=(C5)' o] A
sheh=(C5) "2l ¥4 d=E olste yeEkdn.

(HO)B,

o " @@
O o

amiz) (IM13)
B(UH)z
Br @
—
B" B(OH)
(1M14) (IM15) (le)

(1) Z=72A(IM12)9 A

109 379 Zgk2aT9d o2 B97]3), 3-H2E-9-3d M= 25¢(78mmol), B EFA 250meet g thol
NEE 250mE Y, WEHEIHA -20CE JI7Z) §ET/}. o 7)o n-HE#E1.6 M AU &) 50m(80mmo
DE 200 2A AHstdvt. F7FE 2A3F wyk & FAIESo|olo] A 2 44g(234mmol )& B S0mee] 3
Mgt MG 2040 AA Aokgt §, H27HA F&A713, 6A1ZF wRkPT. 1 F ) 0CE Yeka, g

A 10n0E B 200mE HAH HE G4 A7kl o Pt
Bl Aurled §98 230% BAF ¥, 4713 200w B, X3 NASE wAdon AAsw, T
WA f71FS Besa, B4 FAtadgoss Azgvh. g on ¥, ad wEeel, £59 A
H BAE TP AW A I, olold AANL Jhskel MEAIM, Bl NE ARS olnbA. F
e ofog BESE, FAE 243 Bl A 16g9) FHAMDE FERAHG0mol, & 71%). F54
shgrEol Yste] FDNSS] = A%E ol Lhehdr,
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[0317]

[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

[0329]

[0330]

[0331]

SS50ol 10-1158144

FD-MS: CigHiBNO.o| td Ab&Xx]=414, AZ=X], m/z=414(100)

(2) Z=A(IM13) Y A

109 37 ZT=T0) o2 FE97]sF, 1-BER-3-olo] o =dlAl 8.5g(30mmol), (IM12) 12g(29mmol), HIEZ};
F12~Edtoldd £ Z2HE(0) (PA(PPhy)y) 1.7g(1.45mmol), Thol®|E Aol E]¢l 300m¢ R EMAMYEEF 105 3%
FEd 96g(0mmol)S Wir, 80TolA 12A12F wwkgt}y, w8 T5 F, AL7HX WZhsta, 3¢ 250mE
7vatal, 9 Z7|E o]l &3t 25 o= Ealf‘a ? frlss &, 23t YR x4 AAsta, F
HA frlss Eesta, v Sabvtavs , ARE, fUISE A FFste vhaAe] JAd A
FEFHT. o)AS AYIA Ayow ﬂzﬂo}oq 9. 7g4 ZHA(IM13) S 5T 24mmol , & 84%). <
53 3gE st FD-MSe &4 AIE olstd vERdT.

FD-MS: CoHigBrNell ogh 2F&%]=398, HSX], m/z=399(100), 397(90)

il
N‘

d

(3) =AM Y A

500mee] 37 Zeba=o] F7HA(IM13) 9. 0g(22 7mmol) S ©4 EFQ 60miet &4 o 60mie] &3 gujol

LA 7] 3L, o2 BV -20CAA n-HEHEAAS LN(1.6 M) 18m(29mmol) S 7}8le], -20C WA 0
CTolA 2417 awkgl), Lo7, “J'o— |AMS -40T H Wsta, SAtEZololo]l A2 d 15.7ml
(68mmol)E o€ 20m=E 3|3 S-NS 208 AA Halstar, -40TeolA 147+ H&aﬂlﬂ} I % A27HA

SEAA A wkPek. I, ukg gl 4% At SR
o FEg &, §715S 23} AAFE AAgsta, ¥4 U EFOR Az, f7] &uE 579 1
BE7A e SF AAG §, AES A4S odFsta, EFA-n-FAA E3F & D n-IAQle R A
o2 MAs] FIHAI(IM14) 6.4g(17.6mmol, & 78%)S 53T, F5% ggEol tiste] FD-NSe A

A olatel vEhi.
FD-MS: CouHisBNOyoll o 3+ AF&E%]=363, A=H], m/z=363(M+, 100)

(4) F2A(IM15) 9 A

109 37 ZEpTo of22 E47]3}), 1-BH2RE-3-olo] 2 =wlAl 5.1g(18mmol), F7HA(IM14) 6.2g(17mmol),
HEg 7| ~Egtoldd A3 2215 (0) (Pd(PPhy),) 980mg(0.85mmol), tholwWlE Aol el 150m E Y EH 10

F% T8 54g(5limol)S& WiL, 80TCA 14AZF wykdcy, whg Fx &, A27MA ¥Zeta, 54
150mfa% 7vetar, ol ZAYr|E o] &ste] 23 o HHYS ¥, fUISS E E X3 AAFE SAH R AA
skal, 7 WA %71%E wEleta, T4 bt o R X, o3 & {§715S Ay sFcte] v g
& #5949, oAE AgstA Adhom AGAste 4. 1g94 FSA(INS)E 5 AUTHE.6nmol, &
S 33E0 ko] F-NSe &4 AE o]std vERAT

FD-MS: CaollpBrNell Wt A&X]=474, A ZA], m/z=474(100)

Q

GR

51%).

b

(5) F2rA(IM16)9] A

200me 2] 37 ZFEfaFo FZFA(IMI5) 4.0g(8.4mmol)E B4 &F< 45mie} €5 ol 46mee] &3 &ujjo] &

A7]aL, ob2E E9718F 20T A n-HEFAAA &N(1.6 M) 5.6me(9.0mmol)E 7}3FaL, -20C q%xl 0
TolA 1Az wEkgYg,. ggoz, uks fAS 20T7HA WZsta, FAtEgojolo]AXm2E 55 mf
(24mmol) = ol ¥ 10mloll 343k fMG 208 AA AH3Fstar, -20CoA 1A T, I F AL271%
SEAIA BAIZE wukeh, Egh, 9k &olol 4% d4kS Thste] AR o ® har, Ao 4083F wekgTh,
g &5 250 < A= £

kel

oty

>,

o2

-

frt

ol
‘H
—{u

w |

SMMVEFoR Az, §7]
n

fr
F—{E
AL
o r_?g
ol\ _{o{.
Ho
N
ol ©

4
ME 5% AN A TR AAS ¥, NS 24 cldsta 21
Aoz FAHow AAstel FHAIMS) 2.4g(5.5mol, & 65%)& $5Ht.  F5¥ 3= el
FD-NSS] 574 AE olstel vhehwitt,

FD-MS: Cyolo:BNOyCl T F 4FE2]=439, A5A], m/z=439(M+, 100)

(6) 3t&+=(C5)"9 A

200mee] 37 ZEfaFo] o= E$i7]sh, wElTtol B E R WlAl 640mg(2. 7Tmmol), (IM16) 2.4g(5.5mmol), EIE
- 50 —



[0332]

[0333]

[0334]

[0335]

[0336]
[0337]

[0338]

[0339]

[0340]

SS50dl 10-1158144

g7l ~Edtol v d 23 #eb5F(0) (PA(PPh;)y) 318mg(0.28mmol), Tholw| S Al €1 120me, BHFMIEF 105 2%
T8 17g(16.5mmol)3 WAL, 78ColA 16A13F wnkgnk. kg $8 $, 270K %7—}6}1, A& A4
oA#star, aFFe] =, WEE R AARIeR AT, o3t a1z <l

o2 e AAlsted, 1.9g9] = (C5)'& F53UTH2.2mol, &
AEd AL FAYrk. FD-NSe 54 AAE olstel] yEhdt,

J}ﬂ
(0¢]
=
=
O
=
)
N
=
=
=v]
S
i
o
Sh
i
o

FD-MS: CeelliuNooll &k AFEX]=864, A ZA], m/z=864(M+, 100)

A e (7] BL AAFe] A #p: 540wkt

25 mmX75 mm><0.7 mm FA9 IT0 9

b AAG 3 UV o F AIAES 303 AAET. A
719 Edle FEste, ¢4 9 oA d = |

60nm= &}7] TPD232E AJ9rdich. o] TPD232%-2, AT FUFoZA 753 2:3}o] | TPD232%9F
A 30nmZ &}7] TBDBZ Al=gtl. o] TBDB e AT F=HF o2 7]%5dv}. &3 TBDBY A
3mm= 7] EE ((B)E T2E A8ZA F&ste 35S durdn. %MOH A3 wFgel Ir
A EAERA A7 (K-13)& H7Hdo. 233 SolA 9 (K-13)9]
S 2A Zlsgrt. o] 9 Aol = FA 10mme] 47 (A-1)E A9

Stk FEE, o] B Aol B A 40nme] 3H7] 8-l EFA A=Y & AA (Alg ‘%‘)E
o] Alg 9 HA FHFo=E2A 7T, olF, dEAs &z F4< LiFE 0.2me] FA=
olojA LdFEHFS 150mme] FAZ F2ITE. o] Al/LiFe &5224 71Edtt. olgA st /7
g Az

)
41
i
LB
Jo
)
~N
i
o
°
o
SR
[
fru
e,
=~ 12
K
o
ol
o
>
P
oo
&
N
ol
3

of
ol\

2
T o o
)

(Mo
e
QL
K
e

2 O 2 oox 2

T

L B 2

Noof By ¥ 2 ¥ oMo

bt

rlr

ﬁ

@

o,

o 12

o rlo
il

ot

%
£ oo
o,
§>‘
29
d
2
5
L
ol
&
LU=} Hu
SL % L
v}

- ol}i o?L

&
B
5 F

o] zzpel] Wt B AFS AA wh, Ak 5.5V L ARUE 0.23 mA/en BH, 1 3% 102¢d/m 9]
LA o] dojxa, A% FIEE (0.30, 0.63), HF E&S 44 3cd/AOIUT. EZE, o] 2AE 27] =
5000cd/m 24 BAF FEANA IAE 2500cd/m A WFeE AZke 82147kl olE A¥E E 1o
I2RR=

TBDB

o Yo

PR,
QN@ g«@

And 16 glolA, wHFe EaE A HFE (5) ullel 1o AR HFEL ST A el

Te MWoR 7] BL £4E AASn, B9 Ad, AREE, HE, W &8, A% 2 0w g 5

2 =45 ¥ 19 Y.

Hlue 1

AR 16] QoiH, WHF] BaE Amel HIE (C5) Aol FAR &7 AFE (BE ALEH A ol

e PYoE #7] B 248 AGH, B9 A¢, ARUE, A%, BY 1&, A 2 A% g
3T

e ZAske] £ 19 eI
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[0341]
[0342]

[0343]

[0344]

[0345]
[0346]

[0347]

[0348]

SS50dl 10-1158144

CBP
Hlnlo] 2
AAlof 10 QoA , WFFe] TAE A7 & (C5) tlalel FAH 7]EFE (NITP)E AFES A 9
dt g gMew §7] B 248 Adsa, $UF A, ARUE, I=, 2F 2, A% 9 Ix g
K
CMTTP
7 1
g | A | AR | = | ER AeFE |[F= e
TAE W | 2% | (cd/ | 2% (x, v) T (A7)
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