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—AFIETzZI—2—aIE, 4 —AFIETzZIL—2—1JLE,
6, 2" —TUAFIETzZIL—2—A)LE, 2", 47, 6 —RUAF
WEZzZ)L—2—ALE, 2= U TILAOAFILETZZIL—4—1)L
HE. 3—RFUYTILAQAFILE Tz ZIL—4—A)LE, 2° — Y TADO
AFIVETIZI—4—A)LE, 4 —+FYTLAOAFILETZZL—4
—AILE, 6—FUTNLAOQAFIETZZIL—3—A/ILE, 5—+UTIL
ZOAFIETIZNN—3—AILE, 2" —RUYTILAOAFILETZZL
—3—AIE, 4 —rYILARAAFILETTZIL—3—A/LE, 5—F
JINAOAFILETDZZIL—2—A)LE, 6—FJTILAOAFILET T
ZI—2—A)LE, 27 —rYTLAOAFIETZZIL—-2—A)LE, 4
T —RYTLFOAFIETIZL—2—()E, S—IFILETzZ/IL—
4—A)LE, 4 —IFIETzZIL—4—A)LE, 2" 4, 6 —F
JIFIETTZIL—4—A)LE, 6 —IFIETZzZIL—3—aIILE, 4
P —IFILETIZL-3—AIE, S—IFIILETIZIL-2—1ILE,
4" —IFIETzZI—2—A)LE, 2, 4, 6 —FJIFIED
TZ)I—2—A)LE, 3—TOELETzZ/L—4—4q)E, 4 —T0OE
WEZzZ)L—4—A4)LE, 2 4, 6 —+rYJOELETZZZIL—
4—AJ)E, 6—TOENLETIZIL—-3—AILE, 47 —JOELED
“I—83—AJIE, 5—TJOELETzZIL—-2—4)E, 4 —TOFEL
E2zZ)l—2—4qJ)E, 2°, 4, 6" —rYFOEILETZZZIL—2
—(ILE, 3—AVYTOELETzZIL—4—ALE, 4 —4VTOEL
EJzzZ/L—4—q)E, 2", 47, 6" —hrUAYTOEILETZZZL
—4—A)E, 6—4AYTOEILETTIZIL-3—()LE, 4 —«4vV 70O
EIETzZ)L—3—AILE, 56—V TOELETz=Z)L—2—1JLE,
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4’ —A4YJRELETzZIL—2—A4)LE, 2", 4, 6 —hkUAY
JOELET7zZIN—2—A)E, 3—TFIETzZIL—4—AILE, 4
T —JFILETzZN—4—q)E, 2", 47, 6 —rUTFLEDZ
ZI—4—A)E, 6—TFIETIZI—3—AILE, 4 —TFILED
TZIL—3—AILE, 5—TFIETzZ)IL—2—a)LE, 4 —TFILE
JxZ)L—2—ALE, 2, 4, 6 —rJTFILETzZIL—2—4
ILE, 3—tert—TJFIETzZIL—4—A)LE, 4 —tert—J
FIETzZIL—4—AILE, 2", 4, 6" —r)—ter t—TFI
EJzZ/l—4—q)ILE, 6—ter t—TFIETTZIL—3—AILE,
4’ —tert—TJFIETTZIN—3—ILE, 5—ter t—TFILE
TJxZ)L—2—ALE, 4 —tert—TFIETzZIL—2—1ILE,
2’ , 4, 6" —brJ—tert—TFILETzZIL—-2—CILEFDE
BEZJzZUYNLE, 1, 17 47, 17 ==z )L—-3—A)LE, 1

1" 14", 1" ==z )—4—AJ)LE 1, 1" 3, 17 —
R—Jxz=)L—3—aAJ)E, 1, 17 :3 |, 17 =8—TJzxz=Zj)L—4—4
WE. 1,1 38, 1 ==z )L—-5 —q)IE 1, 1 2
L1 =A== )-8 —aLE 1, 1T 27, 1" —4—TJzx=
IW—a4—A)LE, 1, 17 2, 17 =34—TJzxZ)L—4 —AILEZED
B—2xZYIE, 3— (1—FTFI) Zz=ILE, 4— (1—FTF)IL
) PxZE, 3— (2—=FTFII) TzZ)E, 4— (2—FTFI)
T=)LE, 3— (1=72bhUN) Zz=)LE, 3— (2—=F7> L)
T)LE, 3— (9—F72hUN) Tz=E, 4— (1=F2rUIL)
TZLE, 4— (2—=F2hUN) TzZILE, 4— (9—F 2 RrUIL)
ToIE, 3— (1—=RYLZ) ZzZ)LE, 3— (2—=RYL L)

U 0 U U4 J o d

TZIIE, 4— (1—=RYLZ)L) Zz=)LE, 4— (2—=RYL L)
ToLE, 3—RUTzZLDLTzDIE, 4—FYTJzZLD)LTxZ
IWEENEIFoNS, ARERRNARTFRAMBE L TORENLVAT, 7
TILE, p—FULE, m—bUILE, o—FJILE, 2, 6—-DAFIL
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[0021]

Tz L&, 4—tert—TFILTJz)IE, 4—-ET7z=J)LE, 3—
EJzzZUyLE, 2—ET7z=JLE, 1, 17 4, 17 —4—Dx=
W—a4—AJLE, 1, 17 2", 17 =4—TJzxZ)L—4—4)LE, 1,
17 8, 1" —=32—TJx=)L—5 —ALE, 4— (1—FTFIL) 7
IZIE, 4— (9=FUrJL) TzZLEAFELL., EHAESZLEHR
TI7zZ)LE, p—FULE, 4—ET7zZYLE, 2—ET7zZUJILE,
1, 17 38", 17 =3—27z=)L—5" —ALENSSITIFFELL,
Flr. ERRSNTOWTHEEWFIOFILEQEEKBIELTIE, 1 —FTFIL
E.2—FTFIEDEN. 4—AFILFTT72Lo—1—aAILE 4—F)
TILAOAFILFIRALY—1—ALE, 4—IFILFTI73L2—1—1JL
K, 4—-JOELFIERLY—1—AIE 4—TFILFI78L2—1—4
IWE, 4—ter t—TFILFTITEALY—1—AILE, 5—AFILFTT5L
V=1—A)E, S—F)TLAQAFILFIELY—T1—A]LE, 5—I
FILFIERLY—1—A)LE, 5—70EILFI7EL0—1—A)LE, 5—
TFILFTRLY—1—A)LE, 5—ter t—TFILFTRALY—1—4
WE, 6—AFIFTELY—2—A)LE, 6— ) TILAOAFILFTAE
Ly—2—A)LE, 6—IFILFI72Lr—2—ALE, 6—-TREILTT
BLy—2—A)VE, 6—TFILFIELY—2—A)LE 6—tert—
TFILFTITRLY—2—ANLE, 7T—AFIFITELY—2—q)LE, 7—
F)TIWARAFILFIRLY—2—A)LE, 7T—ITFILFT7E2L0—2—
AIVE, 7—TROELFIRLY—2—A)E, 7T—TFLFTE2L—2
—AIILE, T—tert—TFILFIILY—2—ALEENFEIFLNDS,
ERERRELRTAMB L L TORENLVRT, BRSATOTEH LWV
TFIEELTE, 1—FITFLE 4—AFILFT7E2L0—1—1ILE,
4—tert—TFILFTITEALY—1—A)E, 5—AFILFTELU—1
—AIILE, 5—tert—TFILFITERLY—1—AJ)LE, 2—FTFILE
B AFIFTELY—2—A)LE, 6—ter t—TFIFTTELU—
2—ANE, T—AFILFTIRLY—2—A)LEXIET7T—ter t—TFI
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FEARIEEMNEFEY. TOEEORBEE T IARERRNATFIE. BE
BICHSITH2RHARELHFOHEN L THEL S,

RIZ, —f8=xX (1) TREhB1, 3, 5—hrUTZPUHEER (UT Tt
B (1) 1 EVWSTENHD) DEEARICDOVTEHRAT B,

L& (1) &, RORBR
[1.8]

= I 1

(==X (1) . (2) . (3) . R'\ n, Ar, X'\ V. YRUMIE,
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[0027]
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NHD) &, BlAIE, &L 18F6—1]1 > T5EH—71 ITRLIZAE
FRAVTHET S ENTED,

EEE—#KX (3) TRENBELEY WUTF. TEE® (3) 1 £S5 E
NHd) &, HIZIE, J. Tsuj iE, Palladium Reag
ents and Catalysts], John Wiley & S
ons, 2004%, Journal of Organic Chemi
stry, 60% 7508—7510, 1995%, Journal o
f Organic Chemistry, 65% 164—168, 20
OO0O%f, Organic Letters, 10&% 941—944, 20
O08%F, XIIChemistry of Materials, 20%, 5
951—5953, 2008FICHARINTLSAEEANTHET S &
NTED, ILEW (3) DIFFLILMIELT, RD3—1~3—-37 (KA
 ME, EBEXREATORTEERT., ) 2HRTEHENTELNA, K
FRAXINIIBESND LD TIEALY,
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EEMTIVE. REBMO6~20DFEEA I VETEBRINATOLTH LKL
. BEfAMIICZIZL i, Na, MgCl, MgBr, Mgl, CuCl, CuB
ro Cul, AICl,, AIBr,, Al (Me) ,. Al (Et) ,, Al
(iBu) 2. Sn (Me) 5. Sn (Bu) 3. ZnR, (R, : NO¥VEF
) EMPIRTE, ZnR2ELTIE, ZnC 1, ZnBr, Zn I1EMJIRT
5, ERELLTE, REIPBEZTHIRTRENARVAT, EBELL
Tk, ZnCIMFELL, WEAEWVWEATT RIAFILIFLIUDTEY
NEFILTWAEMRLI-ZnC 1 (TMEDA) A&k UIFELLY,

[0029] MTRINBATORERFEELTIE, —BUEHY T UIRGICAVS
NBELOTHNIIFICHIRITHE LS, RIVRRF, TARRTF, TILIVETF
RIERARXRFEEZEFLAIENTE, INo@FEALANOTURTF, REH1
~ADTILEXIVE, RFEBE6~10DFEHERILKRE, REH1~60D7
LWaAXDERFRFHENS10DT Y —ILAFIETERINTLTE &
L, BRMIZIE, Si (Ph) 3. SnF,, B (OR?) , (R?: KFERTF.
REH1V~4DT7ILFIILERETzZIILE) EMFIRTE, B (OR3) L&
LTIX, B (OH) ,. B (OMe) ,, B (OiPr) ,, B (OBu) ,.
B (OPh) ,HEMBIRTED, £, 2DDORIN—KEGH>TERREFR
URIRBRFEEATREBBRLTI&L, ZOLIBREBKLIZB (O
R®) ,OfHlELTIE, XD (1) M5 (V1) TRINDENFIRTE, IR
ENLWET (I 1) TRENBIEMNTFELLY,

[1£10]

N\
Q OV O Q— 0 Q-
s s 8 )8 § s 8 |
Q Q % O 07\ 0 Q
(I} (1) ly {Iv) (v} (V)

[0030] TTFE1] &, LEW (2) ZHEBITLH>TITEBEDHFEETIZ, /5D
LMEODFETICIEEY (3) ERESE, FEHAD1, 3, 5—-HFUTY
VG (1) ZEETDIAETHY ., HR-—BEHRS, RERS., EE-
REERG., AT4 LRIGFED., —MGEHY T VI RIEDRIEEHE ZER
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[0031]

[0032]

FTHIEITEY, WRLICEMPMERDIZENTES,

[TE1] THWSAILDTELNRTI DU LMEDEFGE LTIE, &k
NSO, BEERS DT L, R TILAOERR/NS OO L, HERRT DD
LEDBEFRTEENTED, TLIT, n—FYINRFTILIOY R
BAI— NSV VLTEFLTEIF R, PR (ORVDYTFTUTEE
V) DINTTOL, RO ER (M) ITIZIKRRT 4 V) 1859 L4,
TESFR (M) Tz UVKRRT oY) RNSPOLRUDYAEO (1, 17
—ER (PTTZIHRRT /) ZxO+Y) RSP LEDOH#ELEHER
TTBHIENTED, FTH, F=ERHRRT 4 VZBREUFELTHT ST
DY LBRITRENALVATHELL, AFEZTHY . WEALWVHET,
PP TZIRR D4 VEBREAFE LTETOINTDVLERNS LIZHE
Ly, TIFE1] TRAWANRSDULMEDEE. Wh biiETHNIE
BIZHIRIE AN, IREALWVAT, NSOV LMELELAD (2) EDE
JLEEIE, 1 :50~1: 10M8FFELLY,

BHE. INLDE=ZM/ARRT 4 VERUEFE LTET /87 U0 LEAK
T UDLBRERIEEYICEE/ARR T o ERFML, RIGRPTHA
THELTED, NTVVLEBRIIFELEMIAMTELIE=ZMART 14
DOEKFELTIE, PVITZZIRRT 4, FPUAFILKRRT 42, k
JITFIHRATa2, b (tert—TFIL) RRTq2, R HOAN
FUNRRT A, tert —TFILDTIZIIRRAT A2, 9, 9—T A
FIl—4, 5—EXR (YT )IEKRRT4/) FH2T0, 2— (DTJzx=
WX Z74/) —2" — (N, N=DAFILFE/) ETZz=L, 2— (¥
—tert—JFIEKRRTa/) ETzZ)L, 2— (P 0OAFVILKRR
TJ4/) ETJIZIN, ER(CTTZIRR T4 /) 242, 1, 2—EX
(CT7xZIHRART /) TR, 1, 3—ERXR (PTTZIUNRRT 4 /)
JOanRo, 1, 4—EXR (PTxZIKRRT /) TRV 1, 17 —EX
(PT7xZIIVRART /) Zxz0t2, Y (2=TJJL) RRAT 12, b
) (o= kFUN) RRT s, FYR (2, 5=FTYI) RRXT 12, (
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[0033]

[0034]

[0035]

+) —2, 27 —EXR(YTTZIHRRT4«/) —1, 1" —EFTFI,
2—ovoantIIRR T4/ =2, 4, 67 —kYA4YTJOELE
TIZLVFEBRTECENTED, AFBEZTHY . WENLWVHET, 2
— oo aOnXVNLKRRT /=27, 47, 6 —+rUA4VTOENLED
IZIRIER) (tert—=TFI) RRT4 D FELL, FEZHERT
A VENRTOYDLERIIEELEMEDEILLIE, 1:10~10: 1HHFF

L<, WERAEWVETT : 2~5: 1HRESTIFELLY,

[T 11 ORIGE, MAB (OR?) ,THAMAK—EHRIGDIFE(Z(E,
BEOFRIIRGEERTHLICEY ., WEEZRLEILEEIENTES,
COE. AWAZEDTEHEBRELE L TIE, KEBIEF UL, KEEIEAY
Tl REETRYTDL, REDYDVL, REE)TF UL, kBt L, B
AL, BFEEFT )DL, VBN DL, OB R) DL, Tyt
DL, TUIEAUDL, Tkt D LEEFRTHIENTE, YNE
NEVNRTREE L VLXIEKEIET MY D LATFELL, BELEEY (
3) EDQELLLIZHIZHIBIZAELA, 1 :2~10: 1A85FFL L, IEN
FWETT : 1~3: 1HNESITIFFELLY,

TT811 TRAWSIEEY (2) &1bEW (3) EDOEILLLITHICHIRIE
BN, 1 1~5: 1HAIFELL, WENKWVRT2: 1~3: 1AL
[TEFFE L LY,

[TRE1] ORIGITBERTERET S ENTES, TITFE1] THWS
CEDTEDBEELT, K. PAFILRILKREXD R, DAFILERILLT =
F. ThZERATIS2, LIV RUED, DIFLI—TILRIEFY
LUZZEBIRTHIENTE, ChoZBEHEAGDLETHLTE &L, IX
ENFLVWATTFIERAISVZRAVSIEMNIFELLY,

L&Y (1) &, TIE1 ] ORTRICEEODNEZITICELETHLIE
NTELH, BEICHLT, BHER, A7L703 M5 74—XIFREET
FBELTEH KL,

Fiz. AEBAD1, 3, 5—FUTPUFER (LEW (1) ) & XD
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[0036]

[0037]

(—fzX (1) . (4) ., (B) AL R R% n, Ar., V, YRUXZE,
AEEDEBYTHD, ) TRINDIFBICLKH>THEETHIENTES,

X?TTRENSGEEEG, BREF. RERFXEIVREFZERT, INE
NEWVWRT, BRREFEFHFELLY,

EEE—HKX (4) TREINBIEEY (AT, L&Y (4) 1 W52 L
HHsd) &, FIAE ®E 18EH—81 I(TRLEAERERAVTREET S
EMNTES,

EEE—#KX (5) TREINBILEY (UTF, TMEEY (5) 1 £WLW52¢&
NRHd) &, HlRIE, Synlett, 6%, 852—854, 2003%
[CHATRESNTWAAEZZRANWTHET S ENTE S, ILEWY (5) DIFFE
LLMilELT, RD T5—1)] ~T5—=371 (K, XALWBMEERT,
) ZHIRT B ENTEDSN, AERAFINICEBRESN S B DT,
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[0039]

[0040]

[0041]

MARR T4 VEBRUFELTEHT BT OV LBRIINENLNEATIFEL
O AFBEZTHY., WENELWVRT, PIITZZARRT 4 VEREF L
LTEHT BN OILEEMFICIFELL, T2 TAWS/IS UL
fRIEDE(E. LWhip 2l ETHNIEHITHPRE AV, IWEALLET,
NSO LAEEIEEY (4) EDTEILIE, 1 :50~1: 10M5FFL
LY,

BH, FEZMHRR T4 VEBUFELTEHET B/1\Z D0 LBIKE, /5D
T LEXFEIEEMIEZRARR T vERML, RERPTRET L L
L TED, NSV LIERIFEEEMIRMTELIE=MRR T2 ELT
. TIF1] THRLEBZHRRR 74 VEZJRTHIIENTES, FT
LAFBETHY ., WENELWVWRAT, PITIZILRRT 4 UHBFELLY,
FEEMRR T4V ENRT O LEBEXFIEELEMEDEILLIE, 1:10~1
0 : 1AFFELL, IMENLWETT : 2~5: 1HEHITHEFLLY,

TTRE2) [EEOFETICERET S ENMNATHS, T2 TH
WA EDTEDEREE LTIE, KEEIEF ML, KEIEHD ) VL, REE
FRUDL, REBH)DL, B FIL, RETIIL, BFBEH )DL,
BEEEF UL, VUBED )DL, VBT R DL, TulbF B DL,
TR DL, Tk YV LEZHTTEHIENTE, WENKWVRT
REES FUDLAEELL, BEEIEED (4) EOTILLITHICHREA
LAY, 1:2~10: 1AFFELC, WEAELVETT : 1~3: 1485
[TEFFE L LY,

(T2 ORGEBFEDPTEHET S ENTES, T2 TAHWS
CEDTEDBEELT, K. PAFILRILKREXD R, DAFILERILLT =
. ThZERATIS2, LIV RUEY, DIFLI—TIL, TR/
—Ib, AR/ —IILREFVLUFENMIRTE, ChoZEEHEASHLETH
WTH&W, WEALVEATRLIVRUKDEEBEZRAND I ENEFE
LLy,

L& (1) &, TIE2) ORTRICEEDUEZT S L THLND
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[0042]

[0043]

[0044]

[0045]

o WEIZIELT, BHE&R. W7L90T RIS T74—XIERESTRAELT
H &Y,

iLE® (1) 28ETH 1T1E2) ORMTHAILED (4) &, HAE
« RORIER
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%) . XiF—HxX (7) TREINBZDHROUEEY AT, TEEH (7)
1 EWSTENRHD) ERBEIERIEICKY, TTI#E2) THWSIEEDY
(4) ZHEFTHIETHY. XL, The Journal of O
rganic Chemistry, 60% 7508—-7510, 199
5£XIEJournal of Organic Chemistry, 6
5%, 164—168, 200 0FICHATINTLWARGEHLEERT S
ElT&kY . MELBMMERDIENTES,

(T3] TRHWAILDTEA/NRSUILMEDOERFIE LTIE, TT
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[0046]

[0047]

[0048]

1] THRLEASDOLEXIEEEMERKDLDEFRTHI LN
TEd, FTH, BEEMHRR T4 VEBRMTFELTHT /T DU LERET
IREAEVWRTHELL, AFBEHZTHY . WENLVRT, YTz
RRATA VEBRMTFELTHET AN OVLBEERSFITIFELL, TTES
1 TAWANS DO LMEOEE. Wh 2AEE THNIEHEITHIRE RN
M, WENKWAT, NSODLMEL{EEY (2) EDOFEILKIE, 1: 5
O~1: 1TO0AFFELLY,

BH, FEZMHRR T4 VEBUFELTEHET B/1\Z D0 LBIKE, /5D
T LEXFEIEEMIEZRARR T vERML, RERPTRET L L
L TED, NIVUVLEBRIELEMTAMTEELIE=H/ERR T+ VOEK
lELTiE, TIE1] THIRLEE=ZRHRRA D4 VEFIRTEHIEMNTE
5, FTHEAFBBTHDIET, P T ZIAKRR T URFELL, B=
WMRRT 4 2 ENTG OO LERTRBIEEMEDEILLIEZ, 1:10~10:
1TABFELL, WENAEWVETT : 2~5: 1HAESTIFELLY,

(T3] ORGITEEDFETICERT O ENAREATHS, [TFES3
1 TAWAZEDTZHEEDERFFIE LTE, KEEIEF FY) DL, KERIE
HYUDL, REFTRIDL, REHD) DL, REFOL, REEI VL,
EEER D oL, BFEES FUDL, UVEBBH YDA, YVEBEFT R UL, Ty
EF b UDL, TVIiEBR )DL, Tkt D LEEZBIRTHIENTE,
IRENLWNVETEEHD ) DLDNEELL, BEELEY (2) EDFEILLIC
EIZHIBRIEA LA, 1 :2~10: 1A8FFELL, WENKWETT : 1~
3 1MNETHITFRLLY,

[TFE31 TRWARIVIEEW (6) XIFTDHROULEM (7) &ikE
M (2) EQEIILLICEHIZHBREAZVLA, 1: 1~5: 1HAFFELL, IR
MENWET2 : 1~3: 1HREISITIFFELLY,

(T3] ORIGEBFEDPTERET S ENTES, T3] TAHWS
CEDTEDBEELT, K. PAFILRILKREXD R, DAFILERILLT =

K. Tk FO25>, LT, Ro¥Y, DI FILI—FIL, TR/
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—Ib, AR/ —IILREFVLUFENMIRTE, ChoZEEHEASHLETH
WTH&L, WENLWRTT RS ERFOISVERAVDZENEFELLY,
AIBTHELNIZLEY (4) (T, RERERLTHLOH, HEEEETIC
T2 [THLTHELLY,

[0049] AFBAD 1, 3, 5—LUTIOUFEKR (LEW (1) 1 hORIEHRE
ARAERTRBBRORESEITHICBREF GO, EEEFEICEL HREMN

ARECTH D, BEARBEICLDOMIEE., AADEERBREEZANSZ &IC

FUFTITENTED, BEERBETEEZEAT IEOEEEBOEZEEL,
EHERRAFTTEROEEIV LA LPHEIR FEEETDHE, — 8
BICAWSLNBILEAR Y T, F—RAFRUT, V9547 R THIZKYE
LTSH1X102~1Xx10°PafBEMNMFELL., ZEEEE, BHT S
JEOEXIZEBN0. 005~1. Onm  BAIFELL, £, 1, 3,
5—rUTTUFEEK (1) &, 08KRNLL, DOVBOFAE2D, 1, 2—
oHyoOIRY, sy EY, MLIY, BFEBRIFIILRIET S E RO
T VFICRT HBRMENE O, AAOEEZRNV-RE I— A,
A9y A, FYAMERIET 4 v TEFICEDHELRETH D,

[0050] AFBAD 1, 3, 5— hUTTUFEBK (LEW (1) ) MhEHBIEEIL
CEBLWRETFEE, TELT 7 A, MRS, EF@ERE. EALJD VR
. BACETIE, WK, MEBRE. EFIAREFEET L0, ARE
RAEALZFOMHBELTERTHY., LYDLITEFHEM, ERLTAYIH
CERRRA CMFELTRAWSIENTES, #-T. UkEH (1) 1 A
bR AEEE, BEETERBFIETHY . M ORFGODARERRARFD
BRESELTEATH D,
5K Tt 451

[0051] LIF, EEFRUSEGEZZ ST TCRKERZ S SITHMICEHRBAT M, KH
BRIECNSICRESND LD TIEAL,
SEH|— 1
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[1E14]

NC \/\/CI

K) 1) SbClg SN
@—com + —_ . ol
P 2) NH,OH Hf\ /\/\/

| H)
SIS

[0052] 7TV TF., EREZWMYMITIE=300mLE=ARMGESEIC. A2VJYTIL
SYAYK (4. 983g) &£&5—0AETJxzZ)L—3—AHIKR=ZKYI (1

.

5. 0g) #MY., yO0ARYEY (100mL) #Matz, BohI=AERK
ZOCIZAAL, 5BIE7UFEY (10. 5g) ZRER LI, BAYEE
mT20%, EHIC100CT2HKMEERLI-. Ron-BEOERERE —
20CIZAHAL, 28%7E=TF7KBER (50mL) ZMATf-, ;L.EBE
BREERTBREBHLLE, HEZAVLTH <Y 140CETMRL.,

EWAE (65mL) &K (3383mL) ZBELf, y0ARVEY (10
OmL) #/M%x. 130 CTHRAABELTz, PREBAE. A2/ —IL (1
OO0OmL) ZMAt-, AIHLEEEZAIML, A2/—J)L (30mL X 2)
THkE L%, 8835246 T2, 4—EX (5—490O0E7z=Z/L—3—
A1) —6—TJzxz=)L—1, 3, 5—rYF7TrOBEEMK IRE12. 8
g. INE6 9%) EF1-,

[0053] 'H—NMR (CDCly) :67. 46—7. 51 (m, 2H) , 7. 56
(dd, J=7. 8, 7. 8Hz, 4H), 7. 59—7. 63 (m, 2H
), 7. 64—7. 69 (m, 1TH), 7. 73 (dd, J=7. 8, 1.
4Hz, 4H) , 7. 81 (dd, J=1. 8, 1. 6Hz, 2H) k 8
68 (dd, J=1. 8, 1. 6Hz, 2H), 8. 75 (dd, J=7.
O, 1. BHz, 2H), 8 84 (dd, J=1. 81. 6Hz, 2H)

BC—NMR (CDC I3 :6125. 9 (CHx2), 127. 3 (CH
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X4), 127. 6 (CHx2), 128. 3 (CHx2), 128. 8 (
CHx2), 129. 1 (CHx4), 129. 2 (CHx2), 131.
3 (CHx2), 133. 0 (CH), 135. 8 (quart. x2),
135. 7 (quart. ), 138. 1 (quart. x2), 139.
4 (quart. x2), 143. 4 (quart. x2), 170. 7 (
quart. x2), 172. 0 (quart. ).

[0054] & HI—

[1£15]
| -
NC._ ~__Cl P
S L N /\N
<_j>COCI 2 2)NH,0H o~ A /L\/“\/C

Y KS

[0055] ZIITUT. EREEMYMFIIZ200mL=AREERIC. RVVYTIL
20K (1. 283g) &5—900—-4" —AFJILETTZIL—3—-AI
AR=ZFJJL (4. 00g) ZWY, yO0ARUEY (40mL) EMAT,
Bon=-BRZOCITHHAL, SIBIEL7UFEY (2. 63 g) ZREFLIE:
. BEWMEERET20%, &5I2100°CT2. S5HEEERLE. Bohi-
FEDABARE—20°CIZAFL, 28%7UEZT7KAR (15mL) %/
Ztf-. AEBBBREERTHRERLELEZ, HAZHALTH-<Y 140
CETMEL, BRAE (26mL) &K (5mL) ZBELfz, 7AAN
HEY (BOmLx2) #M&x, 130 CTMEA»BLI-, ARERAE.
A%/ =)L (100mL) ZMATf=, FIHLE=EAXRZAML, A2/ —IL (
30mLx2) THELI-®R, BEISZLT2, 4—EX (3—/00—
4’ —AFIETTZIL—-5—4J)) —6—Tzxz=)L—1, 3, 5—h+U7
DropeEmEk (IRE1. 94 g, WEI9%) /-,
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[0056]

'H=NMR (CDC ;) :82. 49 (s, 6H), 7. 33—7. 39
(m, 1H), 7. 837 (d, J=8. OH=z, 4H), 7. 59—7. 6
8 (m, 6H) , 7. 81 (brs, 2H), 8. 68 (dd, J=1. 6
1. 8Hz, 2H), 8. 77 (d, J=7. 1Hz, 2H),K 8. 85
(dd, J=1. 5, 1. 6Hz, 2H) .

BC—NMR (CDCly :621. 3 (CHyx2), 125. 6 (CH
x2), 127. 1 (CHx4), 127. 3 (CHx2), 128. 8 (
CHx2), 129. 1 (CHx2), 129. 8 (CHx4), 131.
O (CHx2), 1833. 0 (CH), 1835. 3 (quart. x2)
135. 6 (quart. ), 136. 6 (quart. x2), 138.
2 (quart. x2), 138. 3 (quart. x2), 143. 4 (
quart. x2), 170. 8 (quart. x2), 172. 0 (qu

art. ).

[0057] &Z&H1— 3

[0058]

[1E16]

NC cl
O 1) SbCls NN

2 |
O 2) NH4OH Cl O NG O o]

FILIUTF, BREZRYMITIZ100mL=ZORBERIC. RV
201K (218mg) &£5—900—1, 17 4 17 —=8—7Jz1=
IW—=3—ANLKRZrYI (900mg) ZBY, y0ARYEY (165mL
) EMAT-, Bon=BREOCIZAAL, 5EILTUFEY (469mg
) ZETF Lz, BEEMZEEET1OMEHL, £5(2100°CTIHEMER
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[0059]

[0060]

[0061]

Lz BoNT-BEDBRE—20CITAEIL, 28%7UvEZTKEBR (
AmL) #MAt. FREBRREZEET 1 2HMERLELE. A2/ —LE
MzAtz, HHLEEKZEARIL, VA TNAZLYIBAT IS 74— (B
FiE s00/RILA: AFHU=1:2~3:2) TREL, BHD?2
4—EX (5—50B—1, 1" :4 17 =34—7JzxZ)L—3—1JL)
—6—7xI=/)L—1, 3, 56— RUFTTUDOBEBHMR (IRE0. 052 g,
INE5%) =/,

'H—NMR (CDC 13 :87. 41—7. 46 (m, 1H), 7. 50
—7. 55 (m, 1H), 7. 62—7. 72 (m, 4H) , 7. 72 (d

J=7. 2Hz, 4H), 7. 81 (d, J=8. 2Hz, 4H), 7.
85 (d, J=8. 2Hz, 4H), 7. 91 (dd, J=1. 9, 1. 7
Hz, 2H) , 8. 76 (dd, J=1. 9, 1. 4Hz, 2H) 6 8. 8
4 (brd, J=6. 9Hz, 2H), 8. 97 (brs, 2H)

SEH—
[1E17]
M
NG~ _Cl K -
~ ')
e——\AA/r—COCI+ 2 o SeCk [:%/ NH,OH [:;]
&P 9 e
N ?swh ﬁ w
cl P cl

T P
g Q SIS

4—AFIRUYA)ILoOY K (5. 42g) £5—-00ET7zZ)L—
3—HIR=FYJL (15. Og) #/0O0OFKRILL (84mL) ITHEMEL,
OCITHEMLT-#%. SIBILT7VFEY (10. 5g) #@T LIz, BEYE
FET1 ONMBRE. 4BMERLE. BRFEFTHIR., BEFHETE
EL. 2, 4—EX (5—9RAQ0EZ7xz=Z)IL—3—q4JL) —6— (4—AF
W7xz=)L) —1, 3, 5—FAFXFHTTIOU- 1A L=~AFHH0O0O7
VFEUEERBEMELE LTE.
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Bon-#EREKZEOCIZAILI-28% 7V EZF7KBEKR (300mL

) [THRRICMAZ S EBBERMNER LTz, ERET1HEEBHEL, 281, &
bh-BREERZK, A%/ —)LTHEEL, ABEKZEEER., /00K
JLL (80mL) ZMZA, MEAABLT-, »BEODV OOFRILLERETEE
L. Boh-BEo/00r42 44/ —)LTEHERL, 2, 4—EX
(6—90O0EZ7xz=Z/)L—83—AJ)L) —6—p—FtJ)L—1, 3, 5— k1
7OUOBABEK (IRE2. 81 g, INE15%) KB,

[0062] 'H—NMR (CDCly) :62. 51 (s, 3H), 7. 41 (d, J=
8 1Hz, 2H), 7. 48 (m, 2H), 7. 57 (m, 4H) , 7.
74 (d, J=7. 1Hz, 4H), 7. 83 (dd, J=1. 9, 1. 5
Hz, 2H) , 8. 66 (d, J=8. 1Hz, 2H), 8. 69 (dd,
J=1. 9, 1. 6Hz, 2H), 8. 86 (t, J=1. 5Hz, 2H)

BC—NMR (CDC1lj3) :68d21. 8 (CHy) , 125. 3 (CHx2
), 127. 3 (CHx4), 127. 6 (CHx2), 128. 2 (CH
Xx2), 129. 0 (CHx4), 129. 1 (CHx2), 129. 5 (
CHx2), 1831. 1 (CHx2), 133. 0 (quart. ), 13
5. 3 (quart. x2), 138. 3 (quart. x2), 1309.
5 (quart. x2), 143. 5 (quart. x2), 143. 7 (
qguart. ), 170. 7 (quart. x2), 172. 1 (quar
t. ).
[0063] &&HI—5
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[{E18]
NCO/CI @ @
- L
I\ coct s 2 ShCls _ NH,OH =
C/Q - NSO SbCIe N"=N

\/\

@ @ @ 9

[0064] 2—F T kALY BYK (6. 69¢g) E5—VHOAETT=/L—3—7
JWAR=FYJ (15. 0g) Z/O00KRILL (84mL) ITEMEL, 0°CIC
AEIL=%., BEIE7UFEY (10. 5¢g) #FTFL=., BEYMEEERT

O fEEH#E., 7THHEERL-, ERFTHEE, FEFRETHEEL.
2, 4—EX (5—900E7x=Z)L—83—4JL) —6— (2—FTFIL)
—1, 3, 5—AFYTTIOU—1—ADL=A"FHHOO0T7FEVEE
BERERE LTE

Bon-#EREKZEOCIZAILI-28% 7V EZF7KBEKR (300mL
) [THRRICMAZ S EBBERMNER LTz, ERET1HEEBHEL, 281, &
bhf-BREKREK, A4/ —LTHREL-, BEEKZER, /00K
LWL (BOOmL) ZMA, MEBAABELT-, 51T, AR LEFRBERRICY
AAKRILL (100mL) ZMA, BE, MESEL-. ETDHREED

OO RILLERETEERL, Bon-BiRzxLUoTEHERL, 2,
4—EX (5—900E7z=)L—83—4JL) —6— (2—FTFIJ) —1

3, 65— )7OUOBEBEK (IRE7. 80g. IREI 6%) THT-.

[0065] 'H—NMR (CDC ;) :67. 47—7. 53 (m, 2H), 7. 55
—7. 62 (m, 4H), 7. 59—7. 68 (m, 2H), 7. 76 (b
rd, J=7. 2Hz, 4H), 7. 85 (dd, J=1. 9, 1. 7Hz

2H) , 7. 97 (d, J=7. 8Hz, 1H), 8. 05 (d, J=8

6H=z, 1TH), 8. 15 (d, J=8. 7H=z, 1TH), 8. 76 (d
d, J=1. 7, 1. 5Hz, 2H), 8. 81 (dd, J=8. 6, 1.
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5Hz, 1H), 8. 91 (brs, 2H), 9. 383 (brs, 1H) .
BC—NMR (CDCl3) :6125. 0 (CH), 125. 9 (CHx2
)., 126. 6 (CH), 127. 3 (CHx4), 127. 6 (CHXx2
), 127. 9 (CH), 128. 2 (CH), 128. 3 (CHx2) ,
128. 6 (CH), 129. 1 (CHx4), 129. 7 (CH), 13
0. 3 (CH), 131. 3 (CHx2), 132. 9 (quart. ),
133. 1 (quart. ), 135. 4 (quart. x2), 135
9 (quart. ), 138. 3 (quart. x2), 139. 5 (qu
art. x2), 144. 5 (gquart. x2), 170. 9 (quar
t. x2), 172. 1 (quart. ).

[0066] &&HI—6
[1£19]

Br._ -~ Br

NC -Gl H)

Br ‘
N

%—\\ = 1) SbCl; NS
/JCOCI * 2 2) NH,0H Cl_ H\N//‘ = Cl
Br Q Q
] ]
S =

[0067] 7IIVTF, EREZMYMITI-300mL=ZAOREERIC. 3, 5—¥
JOERYAILIABYEF (10. 5g) &5—900ETJxz=/)L—3—7
IWARZRJJI (15, 0g) ZRY, y0ARUEY (100mL) ZMZ
- BON-BREOCICAL, 5EIE7VFEY (10. 5g) TET
L1z, BAWMERET20%., S5I2100°CT2. 5EHERLE. 85
NE=FREBEBODBFRE—20CITAHAL, 28%FUE=ZTFKB®K (50mL)
EMAt-, AEBBAREZERTINMEERL-E, HATALTYH oY
140°CETMEL, BHAE (80mL) &K (28mL) #BELT,
20ARYEY (100mLx3) ZMA, 130 CTmME»BEL-, 5K
AR, A%/ —J)L (300mL) ZmMAf, HEHL-EEFEZAIRML, A
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[0068]

[0069]

[0070]

2)—)L (5OmLx2) THELI-%. E189TH_&T4, 6—EX (5
—O0EZ7z=)L—83—4JL) —2— (38, 5—o7JOFE7Jxz=/)L) —1
3, 5—hUTPLOBEEHMEK INE2. 21¢g. REI%) EHTI-.

IH—=NMR (CDCl3) :67. 37 (brt, J=7. 1Hz, 2H)
7. 44 (brt, J=7. 1Hz, 4H), 7. 59 (brdd, J=
8. 1, 1. 6H=z, 4H), 7. 69 (t, J=1. 7H=z, 2H) , 7
79 (t, J=1. 8H=z, 1H), 8. 47 (t, J=1. 7H=z, 2
H), 8. 60 (t, J=1. 8H=z, 2H), 8. 63 (t, J=1. 7
Hz, 2H) .
SZH— 7
[1£20]
Br. . Br ©\/\\/©
q/\N <_3>—M0Hh NN
Cl o~ kNék\/ﬁ§/C' Cl -~ ‘N¢Lx/%§/
‘ )/ | 2 cat. [Pd], C52C03 k) M)
/| /‘ = =
- - \\ \\
FILIVERT., Zz=)IARO0VEE (904mg) . 4, 6—ERX (5—

YBR00ET7z=Z)L—83—qJ)L) —2— (3, 5—2TJO0FET7z=)L) —1,
3, 5—rY7Yr (1. 70g) | kKBEtYVL (2. 41g) . T3
FX (MY TIZIEKRRT42) 18509 (114mg) TS E RO
772 (80mL) [CEEHL., 1 8BMEERL-. REEEYERSE, &
BEDEREEREL, A2/ —ILEMAT, fTHLEEFRESFIL, 2 UH
TIWAS LA M S5 7— (BREBE s00FRILL : AFHU=1
2~1:0) THREL, BHND2, 4—EX (56— O00E7z=Z/)L—3—
) —6—[ (1, 17 ;38 , 17" ) —=F—TJzx=)L—5" —4)J]
—1, 3, 6—hFUT7VUDNEREHK RE1. 42g, INE84%) %
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[0071]

[0072]

[0073]

[0074]

B/

IH—NMR (CDCl,) :687. 35—7. 51 (m, 12H), 7. 6
5 (brd, J=6. 8Hz, 4H), 7. 62—7. 71 (m, 6H) ,
7. 99 (t, J=1. 7H=z, 1H), 8. 62 (t, J=1. 5H z,
2H) , 8. 82 (t, J=1. 5H=z, 2H) , 8. 87 (t, J=1.

7Hz, 2H) .
SEZH— 8
[1E21]

g

& Mo ob o o
Br N Br ,/%‘dBBb/T\ \o-B N° B\
cat. [Pd], KOAc

) g

FILIVUEHRT. 2, 4—EX (5—7JAOFET7xz=Z)IL—3—4JL) —6

—7Jxz=)L—1, 3, 5— k)7L (8. 00g) . EXREFa5—+
oROY (2. 70g) . BfEH UL (2. 09g) . VHOAERKY
TIZIRR T 42850 94L (11) (0. 136¢g) 77RO
2 (100mL) IZBEL, 2 1KHEERL-, EEFTHAINER., BET
TERBREDZEREL, FonBERICY/OO/KRILL (100mL) WA
. BAHBEEK (100mL) THELEZRIC, RETI RO ILERANTE
[BLT-. MEET I RIILEARL, VO0ORILLERERELGEONT-H
ERYMESUATLIAT IS T7 40— (BEBE 2 00KRILL) THE
L. 2—7z=)L—4, 6—EX [5— (4, 4, 5, 5—FTrFAFIL—
1, 38, 2=YAFHARO0Z0—2—a)L) ETzZ)L—3—4JL] —1,
3, 65— hMUTFTUOEBREK (IRE2. 77 g, INE80%) THTI,

'H=NMR (CDCl; :81. 49 (s, 24H), 7. 33 (tt,

J=7. 8, 1. 4H=z, 2H), 7. 44 (t, J=7. 83H=z, 4H)
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7. 51—7. 57 (m, 3H), 7. 74 (brdd, J=7. 3, 1
4H=z, 4H), 8. 23 (dd, J=1. 8, 1. 2H=z, 2H) , 8
77 (brdd, J=7. 3, 1. 4H=z, 2H) , 9. 06 (t, J=

1. 8Hz, 2H), 9. 11 (brdd, J=1. 8, 1. 2H=z, 2H

)
[0075] =ErEfE— 1
[1£22]
9
. N
N/\ i

=
2/ \>
Y]

=

= N
{;§%7<i2>7m0Hh E;] o P
S N | = L/
= =

‘ . 2

= cat. [Pd], Cs,C0O4

[0076] FIITUKRART. 4— (2—EYDI) TJz=ZILKRAVE (2. 25¢g)
.2, 4—FRXR (5—4OAETJI=)IL—3—4J)) —6—Tx=)L—1,
3, 6—hrYFTr (2. 00g) . KEEIVL (3. 68g) ., BEFEE/N
P9 (33. 9mg) , 2= 9ANFULKRRT 4/ =2 | 4’
6 —rJAYTAEIETZZI (148mg) T +ZEFATSY
(150mL) IZEAL. 1 9RMERL. RISEEMERSE. EHR
PEFRERBEL. AR/ —ILEMAT, B LEEFREZAFIL. S UHTIL
HoLYOT LTS T74— (BEABE A4/—)L:v00RILL=1: 1
00~1:75) THREL, BHND6—T7x=/)L—2, 4—EX [4— (2
—-EJyoN) -1, 17 ;8,17 —=4—TJzx=Z)IL—5" —4J)] —1,
3, 65— hUYTFTLOBREMK IRE2. 47 g, INE85%) THT,
[0077] 'H—NMR (CDCl3) :87. 26—7. 30 (m, 2H) , 7. 45
(brt, J=7. 3Hz, 2H), 7. 53—7. 64 (m, 7H) , 7
79—7. 85 (m, 8H) , 7. 93 (d, J=8. 4Hz, 4H)
8 12 (t, J=1. 7Hz, 2H), 8. 19 (d, J=8. 4Hz,
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4H) , 8. 75 (brd, J=5. OHz, 2H), 8. 84 (brdd

J=7. 5, 1. 7H=z, 2H), 9. 01 (t, J=1. 7H=z, 2H
), 9. 06 (t, J=1. 7Hz, 2H) .

BC—NMR (CDCl;) :6120. 6 (CHx2), 122. 3 (CH
Xx2), 126. 6 (CHx2), 126. 9 (CHx2), 127. 6 (
CHx4), 127. 7 (CHx4), 127. 78 (CHx4), 127

81 (CHx2), 128. 7 (CHx2), 129. 0 (CHx4)
129. 1 (CHx2), 130. 1 (CHx2), 132. 7 (CH)
136. 0 (quart. x2), 1836. 9 (CHx2), 137. 4 (
quart. Xx2), 138. 8 (quart. x2), 140. 8 (qu
art. x2), 141. 2 (quart. ), 141. 4 (quart.
x2), 142. 4 (quart. x2), 149. 8 (CHx2), 15
7. O (quart. x2), 171. 76 (quart. x2), 171

84 (quart. ).

[0078] =Erefl— 2

[0079]

[1£23]
‘\
T P N/\N L T
o \ | \\/ﬂ
A /\ , . K/ N
L oot Dl
Clo_ A cl ~

FITURETF. 4— [4— (4, 4, 5, 5—T LI AFIL—1, 3,
2—=UFFHARASU—2—A)) TxZ)] EYPY (420mg) | 2
4—EX (5—9O00EZ7z=Z)L—83—4J)L) —6—Tx=)L—1, 3,
5—k)T7PY (263mg) . kBt VL (485mg) | BFE&/ 5D
9L (5. 6mg) . 2=V OANXVINKRA T4/ —2" , 47, 6
—r)A4YTOELETIZI (283, 7Tmg) 27 h3ERKAT75Y (1
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S5mL) ICEAL. 22RHERLZ. RIGCEEVERSE. BERDER
EBEL. A2/ —ILEMATz, TELEEKZSRIL, SUATILAT L
YA KIS T740— (BRBE A2/—)L:.900/KLL=1:100~

1:50) THEL, BHMD6—T7z=/)L—2, 4—EX [4— (4—E)
o) —1, 1 38, 1" —4—Jzxz=)L-5 —AJ)] —1, 3, 5
—rTOUOBEMEKR IRE232mg, IREG6 1%) #81f-,

[0080] '"H—NMR (CDCly) :87. 49 (brt, J=7. 1Hz, 2H)

7. 57 (d, J=7. 5Hz, 4H), 7. 61—7. 66 (m, 7H
), 7. 82—7. 86 (m, 8H), 7. 94 (d, J=8. 5H=z, 4
H) , 8. 10 (t, J=1. 7Hz, 2H), 8. 73 (dd, J=4.
5, 1. 6Hz, 4H), 8. 84 (brdd, J=7. 7, 1. 7Hz,
2H) , 9. 04 (d, J=1. 7Hz, 4H)

BC—NMR (CDCly :6121. 5 (CHx4), 126. 5 (CH
Xx2), 127. 1 (CHx2), 127. 4 (CHx4), 127. 6 (
CHx4), 127. 9 (CHx2), 128. 1 (CHx4), 128.
7 (CHx2), 129. 0 (CHx4), 129. 1 (CHx2), 18
0. 0 (CHx2), 132. 8 (CH), 1836. 1 (quart. ),
137. 5 (quart. x2), 137. 6 (quart. x2), 14
0. 7 (quart. x2), 141. 4 (quart. x2), 141,
6 (quart. x2), 142. 6 (quart. x2), 147. 8 (
quart. x2), 150. 4 (CHx4), 171. 8 (quart.
x2), 171. 9 (quart. ).

[0081] ZEhEHI— 3
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[1k24]

— SN =N N

= N~
N° N ¢ N —BloH) 9. LA
Fane 2 NS T
m\JﬁirLN4\uﬁs/m S \T:;I/ " [¢A
|

M/ k) cat. [Pd], Cs,CO, 5 5
= =
Me Me

[0082] TFIIVERT. 4— (2—EUYDL) ZzZ)ROVE (2. 47 g)
.2, 4—EX [5—9H0AR—-4" —AFIETz=ZIL—3—4J] —6—
Jx=)L—1, 3, 5—+rYF7Tr (2. 30g) . kBEIIL (4. O
4¢g) ., BFEB/ASVJL (37. Omg) . 2=2290OAFVILRR T 1
J—2" .4 6 —rYA4yJOELETIZIL (157mg) T+
ZEFOTZ32 (200mL) [CEAL, 1 7TREREKLE, RSEAYZE
A%, BRESEREZBEL, A2/ —ILEMAl-, B LEEKRZ A5
L. YURTNLAZLYPOT IS 70— (BRBE A4%/—)L: 00O
ARIL=0:100~1:100) THHEL, BHDE6—7z=/)L—2, 4
—EX [4— (2—FEYDI) —47 —AF)L—1, 17 3, 17 =4
—7xZ)L—5" —qJ] —1, 3, 5—+UFTPOBHEEHMEK (UR=E3
10g, IREI5%) %#B1=,

[0083] 'H—NMR (CDClj3) :62. 46 (s, 6H), 7. 24—7. 30
(m, 2H) , 7. 36 (d, J=8. OHz, 4H), 7. 57—7. 6
5 (m, 83H), 7. 72 (d, J=8. OHz, 4H), 7. 78—7.
85 (m, 4H), 7. 92 (d, J=8. 4Hz, 4H), 8. 09 (t

J=1. 6Hz, 2H) , 8. 18 (d, J=8. 4Hz, 4H) K6 8.
74 (brd, J=4. 6Hz, 2H), 8. 83 (brdd, J=7. 6
1. 6Hz, 2H), 8. 99 (t, J=1. 6H=z, 2H), 9. 02
(t, J=1. 6Hz, 2H) .

BC—NMR (CDCly :621. 83 (CHyx2), 120. 6 (CH
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[0084]

[0085]

x2), 122. 2 (CHx2), 126. 4 (CHx2), 126. 8 (
CHx2), 127. 3 (CHx4), 127. 5 (CHx4), 127.
8 (CHx4), 128. 7 (CHx2), 129. 1 (CHx2), 12
9. 7 (CHx4), 130. 0 (CHx2), 132. 7 (CH), 13
6. 1 (quart. x2), 136. 8 (CHx2), 137. 4 (qu
art. x2), 137. 6 (quart. x2), 1837. 9 (quar
t. x2), 138. 7 (quart. ), 141. 7 (quart. x2
), 141. 8 (quart. x2), 142. 8 (quart. x2),
149. 8 (CHx2), 157. 0 (quart. x2), 171. 82

(quart. x2), 171. 84 (quart. ).

= — 4
[1£25]
>
Reanss
& B(OH);
—N
O O cat. [Pd], Cs,CO;
FILIUERT. 4— (2—FEUDJIL) 72z 0 (1 16mg)

.2, 4—EX (5—=4%O0B0—-1, 1" 4 1" =8—27Jzx=)L—3—
AI)) —6—TJxz=)L—1, 3, 5—+rYF7P2 (100mg) . kBt
Dl (190mg) | EFfg/A5PD L (3. B3mg) ., 2= oaOnxd
WiRXT4/—=2", 4, 6 —hrJ4YTOEJLETTZIIL (14mg
) ZTFZEFOT3Y (16mL) IZEAL, 1 7EHEERLEZ. RGE
EYMERAR. BRRSEREBEL, A2/ —)LEMAT-, il LI-ER
EZARL. DUDTLASLIOR NS 70— (BRABE A42/—)L:
/Aa0afRILLA=0:100~1:100) THEL, BHMD6—Tz=/L—
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[0086]

2, 4—EXR [4— (2—=FEYy2)) —1, 17 8, 17 47, 1”7

C—HTFTFLITIZN-5 —4L] —1, 3, 5—rUTSUOARKK

(IR&125mg, IN&EIQ3%) THT-,
'H—=NMR (CDCly) :67. 19—7. 22 (m, 2H) , 7. 29
—7. 35 (m, 2H) , 7. 42 (brt, J=7. 3Hz, 4H), 7
55—7. 65 (m, 7H) , 7. 71—7. 79 (m, 8H), 7. 8
5 (d, J=7. 3Hz, 4H), 7. 88 (d, J=8. 4Hz, 4H)
8. 10 (t, J=1. 8Hz, 2H), 8. 13 (d, J=8. 4Hz
4H) , 8. 68 (brd, J=4. 7Hz, 2H), 8. 78 (brd
J=7. 9Hz, 2H), 9. 01 (d, J=1. 7Hz, 4H)

[0087] =Efefl— 5

[0088]

[1£26]

TILTURRT, 4— (2—EYDJL) Zz=)LKROVE (1. 21 g)
.2, 4—FRXR (5—4O0AETJI=ZIL—3—4J)) —6—p—kYJL—1
3, 56—hrJFPVr (1. 50g) . EEEYUL (1. 97 g) | BFlg
INTDIL (24, Tmg) , 2—=290O~NFVNUNKRRT 4/ —2" | 4
", 6’ —k—qvyFOEL—1, 17 —ET7zZ)L (105mg) T
FSERFOZ32 (136mL) [CREAL. 1 6RHEERLE, RISEEY
ERAE. BRADEREBEL, A48/ —ILEMATfz, B LEEKES
ML, DVATNLAZLIOR N Z74— (REABE ~xH>:o00
RILL=2:3) THRHEL, BMND2, 4—EX [4— (2—EUYDNL) —
1, 17 8 , 17 =4—2Jzx=ZJ)L—5" —qJ)L] —6—p—hkUJJL—1
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3, 6—hrUYT7TPUOBBEK (IRE1. 85¢g, INEB86%) %HFI.
[0089] 'H—NMR (CDCl;y :82. 41 (s, 3H), 7. 16—7. 22

(m, 2H) , 7. 831 (brd, J=8. 1Hz, 2H), 7. 37 (b
rt, J=7. 3Hz, 2H), 7. 47 (brt, J=7. 3Hz, 4H
), 7. 67—7. 76 (m, 8H), 7. 83 (d, J=8. 4Hz, 4
H) , 8. 00 (t, J=1. 6Hz, 2H), 8. 09 (d, J=8. 4
Hz, 4H), 8. 62 (d, J=8. 2Hz, 2H), 8. 67 (brd
dd, J=4. 6, 1. 3, 1. 3Hz, 2H), 8. 91 (t, J=1.
6Hz, 2H) , 8. 94 (t, J=1. 6Hz, 2H)

BC—NMR (CDCly :621. 8 (CHy), 120. 5 (CHx2
), 122. 2 (CHx2), 126. 6 (CHx2), 126. 9 (CH
Xx2), 127. 45 (CHx4), 127. 47 (CHx4), 127,
7 (CHx4), 127. 8 (CHx2), 129. 0 (CHx4), 12
9. 1 (CHx2), 129. 5 (CHx2), 130. 0 (CHx2)
1383. 5 (quart.), 136. 8 (CHx2), 137. 6 (qu
art. Xx2), 138. 8 (quart. x2), 140. 9 (quar
t. x2), 141. 4 (quart. x2), 141. 7 (quart
X2), 142 4 (quart. x2), 143. 4 (quart. ),
149. 8 (CHx2), 157. 1 (quart. x2), 171. 7 (
quart. x2), 171. 9 (quart. ).

[0090] ZEFEHI—

[1£27]
g "]
/| = “ A
S e |
/‘ = =
\/ /LN o \\N
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[0091] ZLAIVERART. 4— (2—EUT) JzZ)LAROVE (1. 19¢g)
.2, 4—EX (5—900E7z=)L—3—qJ)L) —6— (1, 1" ;3
.17 =8 —2xz=Z)L—-5" —qJ)) —1, 3, 5—rYFTTL (1. 3
6g) . mEEtEYUL (1. 95g) . BFEB/AS 9L (17. 9mg) .
2—ovoantIIRR T4/ =2, 4, 67 —kYA4YTJOELE
JIZJ)L (75. 9mg) ZTFZEFRATZZY (160mL) IZEAL.
19RREERL-. REEEYERAE, BRRSTREBEL, A58/ —
WEMZTz, B LEERXRESRIL, SVATILAS LI NI ZT4—
(BRABE A42/—J)L:-00KRILL=0: 100~1:66) THHEL
. BBM®D2, 4—EXR [4— (2—EUP)) —1, 17 ;38 , 17 =4
—JzzZ)L—=5" —AJ)L] —6— (1, 1" ;3" , 1" —=3—TJx=Z)L
-5 —qJ) —1, 8, 56— FUTPOUDOEBHR (IRE890mg, U
F49%) /BT,
[0092] '"H—NMR (CDCly) :67. 27—7. 32 (m, 2H) , 7. 44
—7. 50 (m, 4H) , 7. 53—7. 60 (m, 8H), 7. 78—7
87 (m, 12H), 7. 94 (d, J=8. 4Hz, 4H), 8. 09
(t, J=1. 7Hz, 1H), 8. 14 (t, J=1. 7Hz, 2H)
8 19 (d, J=8. 4Hz, 4H), 8. 78 (brddd, J=4.
6, 1. 83, 1. 3Hz, 2H), 9. 083 (d, J=1. 7Hz, 2H)
9. 05 (t, J=1. 7Hz, 2H), 9. 08 (t, J=1. 7Hz
2H) .
[0093] =l — 7
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[1£28]

O

Y

VAR

-
) .
SN e S

L OO O O
~
cl I /N cl Q B{CH) = RS KN/ S

\ S | \

/r N | = P

P = cat. [Pd], Cs,C0O5

= =
. - | |
T T

[0094] FZITURHET. 4— (2—EUTDIL) ZzZ)LROVE (2. 06 ¢g)
.2, 4—EX (5= O00E7xZ)L—3—AqJ) —6— (2—FTFIJL
) —1, 83, 5—hkY7Sr (2. 00g) . kEEEYIL (3. 68¢g)
BN UL (31, Omg) . 2=V PANX VNIRRT 4/ —2
.47, 6’ —rUA4YTOELETIZI (1832mg) ETFIEFR
075> (150mL) IZEABL, 2 2BBERL-. RIGEEYMERAR
EBRESEREEEL, A%/ —ILEMA, FTHLEBEEZARIL, ¥
DATNAZLYVAR NI Z 74— (BRABE A2/—J)L:00KRILLA
=1:100~1:66) THHEL, BHD2— (2—FTFI) —4, 6
—EBX [4— (2—FYP)) —1, 1’ ;383 , 1" —=8—2J1=)L—5
T —AL] —1, 3, 5—rUYFTIUOEEMEK (IRE2. 67 g, UNFE9
5%) &K1,

[0095] 'H—NMR (CDCl;) :67. 26—7. 33 (m, 2H) , 7. 49
(brt, J=7. 83Hz, 2H), 7. 56—7. 67 (m, 6H) , 7

80—7. 87 (m, 8H), 7. 94—7. 97 (m, 1H) ., 7. 9
5 (d, J=8. 4Hz, 4H), 8. 05 (d, J=8. 7Hz, 1H)
8. 12 (t, J=1. 6Hz, 2H), 8. 12—8. 14 (m, 1H

), 8. 23 (d, J=8. 4Hz, 4H), 8. 78 (brddd, J=
4. 6, 1. 83, 1. 3Hz, 2H), 8. 87 (dd, J=8. 7, 1.
6Hz, TH), 9. 06 (t, J=1. 6Hz, 2H), 9. 10 (t,
J=1. 6Hz, 2H), 9. 34 (brs, 1H)
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BC—NMR (CDCl3) :6120. 5 (CHx2), 122. 2 (CH
x2), 125. 2 (CH), 126. 4 (CH), 126. 6 (CHx2
), 126. 9 (CHx2), 127. 5 (CHx8), 127. 7 (CH
Xx4), 127. 77 (CHx2), 127. 84 (CH), 127. 9 (
CH), 128. 4 (CH), 129. 0 (CHx4), 129. 7 (CH
), 130. 0 (CHx2), 1830. 2 (CH), 13833. 1 (quar
t.), 1833. 5 (quart. ), 1835 8 (quart. ), 13
6. 8 (CHx2), 137. 4 (quart. x2), 138. 8 (qu
art. Xx2), 140. 8 (quart. x2), 141. 3 (quar
t. x2), 141. 6 (quart. x2), 142. 4 (quart.

x2), 149. 8 (CHx2), 157. 0 (quart. x2), 17
1. 7 (quart. x2), 171. 9 (quart. ).

[0096] =7EHI— 8

[1£29]
I\S?N
Br N ‘N/ - Br
® o
N

cat. [Pd], NaOH

[0097] ZALITURKET. 83— (2—EUDL) Zz=LKRAVE (149mg)
.2, 4—FR (5—JOFEETI=ZIL—3—4J)) —6—Tx=)L—1,
3, 5—rY7V (179. Tmg) . BFBENZ VUL (1. 4mg) .
Tmo |l /LOF)—tert—TFIKRAT4> KFILIVEKR (18
OuL) #7h5ERATSY (5mL) IZEEL, 4mo | /LOKERL
FRUDLKEBR (1. 16mL) Z57MMNTTHTLRZE, 1 9RME
mL-. RIGEEYZHAER, BERRosZzREBEL. fTHLEEXKZ A3
L, A%/ —ILZEmzxt-, ELEEEZAFL, BHDE6—Tz=)L—2
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[0098]

[0099]

[0100]

4—FX [3— (2—FUYy2)) —1, 17 :8 , 17 —=3—2J7x=)L
-5 —AJL] —1, 3, 5—hFUF7ooOBHEBMEK (E200mg, K
IHURE 9 0 %) #EF 1=,

'TH—NMR (CDC ;) :67. 833—7. 39 (m, 2H), 7. 44
—7. 48 (m, 2H) , 7. 53—7. 57 (m, 4H), 7. 61—7
69 (m, BH) , 7. 85—7. 93 (m, 10H), 8. 12 (d,
J=7. 4H=z, 2H), 8. 19 (s, 2H), 8. 45 (s, 2H)
8. 78 (d, J=4. 8Hz, 2H), 8. 86 (d, J=7. 7H=z,
2H) , 9. 06 (s, 2H), 9. 09 (s, 2H) .
EHEHl— 9
[1£30]
¢ . X
NTSN rw N (W N
T e o
= B(OH),
|
o O
O O cat. [Pd], NaOH
FILIVEHRT, 83— (3—EYTDJI) Zz=)LRAVE (1. 04 g)

.2, 4—FR (5—JOFEETI=ZIL—3—4J)) —6—Tx=)L—1,
3, 5—hUTPY (1. 24¢g) |, BFEE/ASTDL (9. Omg) . 1m
ol /LDOrJ—ter t—TFILKRTs> FLIVERKR (120puL
) T FoEFOTSY (50mL) ITEEL. 4mo | /LOKEILS
) LKBR (2. OmL) Z57BMNTTET, £0O#&, 1 9FFMEERL
= RIGEEWZRAR., BRASEZREZEL. HELEEEXZABIL,
AR/ —ILEMAT-, IHL-E#XZ53 L, BHO6—TJz=)L—2, 4
—EFX [3— (3—FEYTL) —1, 1" ;8 , 1" —4—2Jz1=)L—5
T —qJ)] =1, 3, 5—hrUFTTLOREMEK (RE1. 52g, RIGIR
£ 9%) #H1
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[0101]] '"H—NMR (CDCl;) :67. 29—7. 49 (m, 4H) , 7. 54
(t, J=7. 4Hz, 4H), 7. 60—7. 68 (m, 7H), 7. 8
0—7. 84 (m, 6H) , 7. 96 (s, 2H) , 8. 08 (d, J=7
9Hz, 2H), 8. 07 (s, 2H), 8. 67 (d, J=4. 7Hz
2H) , 8. 81 (d, J=7. 7Hz, 2H), 8. 99 (s, 2H)
9. 02 (s, 4H) .
BC—NMR (CDCl;) :6124. 0, 125. 8, 126. 6, 12
6. 7, 127. 1, 127. 5, 128. 0, 128. 8, 129. 1,
129. 2, 129. 9, 130. 4, 132. 8, 135. 2, 1386.
9, 137. 5, 138. 4, 140. 6, 141. 9, 141. 9, 14
2.5 147. 9, 148. 2, 171. 7, 171. 9
[0102] EfEHl—10
[{£31]

/

Br Br \ N N
O O (D rsom. O O
O O cat. [Pd], NaOH O O

[0103] 7ZIIdV&ERT. 6—2Jx)LEYSo—3—4q)LAROVEE (1. 29¢g

). 2, 4—ER (5—JOEETzZIL—3—4J)) —6—Tz=)L—1

38, 5—hUYFPr (1. 55¢g) , BFEE/AS DL (11, 2mg) .
Tmol /LOM)—ter t—TFIHKATa4> FILIVHEKR (150
uL) #ZT7rZEFRATZSY (50mL) IZBAL. 4mo | ./ LOKEIE
FTRUDLKEBR (4. 7mL) Z52FEMNTTHET L&, 1 9BMIER
Lf-. RISGEEDZERAR, BRI ZREBERL., MHLEEFEZS5IL
fzo BIRZZVATILAS LA LIS T70— (BRBE ~FH>: 4
AAARILL=2:1~1:2) THRELEE, MLIVUhoBEERL. BW
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[0104]

[0105]

[0106]

N2, 4—EX [6— (6—T7zxZJ)LEYPY—83—AJL) ETJz=)L—3
—(J] —6—Tzx=)L—1, 3, 5—rUFTOUOEEMK IE1. 2
Og, INFE6 3%) *E&I-.

'TH—NMR (CDC ;) :87. 49—7. 69 (m, 15H) ., 7. 8
4 (d, J=7. 4Hz, 4H), 7. 96 (d, J=8. 2Hz, 2H)
8 10 (s, 2H) , 8. 14 (d, J=7. BHz, 4H),k 8. 2
3 (d, J=8. OHz, 2H), 8. 84 (d, J=7. 1Hz, 2H)
9. 04 (s, 2H), 9. 07 (s, 2H) ., 9. 19 (s, 2H)
EHEFI— 11

[{£32]

A
Br N/ Br |
e
O O N ZnCI(TMEDA)
O O cat. [Pd]

FILIVKRRT. ThZERATSY (8mL) #—7 8CITAAIL, 1

58mo | /LDtert—TFIYFIL TrIERATISUEBR (
1. 18mL) #Mxtf-. LT, 2—TJAE-—6—-TzZIEYDY (2
11mg) DT FZEFATSVER (2mL) ZHTL, —7 8CIZRE
L-FF1578BH% L. 0%, BILERT FSAFILIFLIODTIY
8Kk (530mg) ZMAERETEAARE L, (2, 2, 4—EX (
5—JO0FEEIJz=)L—3—AJ)L) —6—Tx=)L—1, 3, 5—RUTFY
> (185. 8mg) RUTEFSFR (M) TZZIKRRT42) ISP
L (13. 9mg) DT rZEFOISUBEEAR (2mL) ZHTLIE.,
50CT1 ORMIEH L=, RIGESYZEHAE., BERoZREBEL.
AR/ —ILEMAT, HHLEEKREARIL, VATV AZ LA RS
S7+14— (BEBE ~AxH>:.s00/KILA=2: 1) THEL, BHO
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[0107]

[0108]

[0109]

2, 4—ER [6— (6—TJxZIEYTY—2—qJ) ETTZ)L—3—
AL] —6—Tx=)—1, 3, 5—hrUFTTUDEEHR (IKE120m
g, IE52%) &&=,

'H—NMR (CDC 1l :87. 29—7. 60 (m, 156H), 7. 82
(d, J=7. 7H=z, 2H), 7. 91 (d, J=7. 8H, 4H) , 7
91 (t, J=7. 7H=z, 2H), 7. 98 (d, J=7. 7H=z, 2
H) , 8. 27 (d, J=7. 2Hz, 4H), 8. 72 (s, 2H) , 8
94 (d, J=6. 4Hz, 2H), 9. 15 (s, 2H), 9. 60 (
s, 2H) .

EiEF—1 2
[1£33]

D PP O%V
/o’B | RN N/ ‘ S B\o

e % / \ / \ Br
cat. [Pd], Na;CO; O O
FILTIUERTF. 2—7x=)L—4, 6—EX [6— (4, 4, 5, 5—

TrRIAFIL—1, 8, 2=UFFHAROTU—2—4J)L) ETTZIL—3
—qJ)] —1, 38, 5—rYF7PY (1. 50g) ., 5—TAE—2, 2’
—EEYUYY (1. 23g) . ThrIFX (M)TzZIKRRT 1) 135
DL (194mg) . 2M—REEF D LKBR (25mL) ZHILT
Y (50mL) ICEAL., 5 3HMERLI-. RIEEEWEHRNER. KBS
BAEBREZEEL, KEMZ, HELEZEKXRZDRL, A2/ —ILTHEL
fzo BoNT-HERYMESUATLIAOR IS T710— (BEBE A5/
—J)L:vAaakiLhLh=1:100~1:50) THEL, BHND2, 4—E
A [B— (2, 27 —EEUYY—5—qJ)L) EZz=ZIL—8—1J] —6
—2Jx=)L—1, 8, 5—rYTVUOBEBEK (IRE1. 32g, INES
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[0110]

[0111]

[0112]

1%) %/t

'TH=NMR (CDCl3 :67. 39 (brt, J=5. 7Hz, 2H)
7. 51 (t, J=7. 2Hz, 2H), 7. 58—7. 69 (m, 7H
), 7. 86 (d, J=7. 3Hz, 4H), 7. 88—7. 94 (m, 2
H) , 8. 14 (t, J=1. 8Hz, 2H), 8. 27 (dd, J=8.
3, 2. 83Hz, 2H), 8. 54 (d, J=8. OH=z, 2H), 8. 6
2 (d, J=8. 5Hz, 2H), 8. 77 (brd, J=4. 1Hz, 2
H) , 8. 87 (brd, J=7. 8Hz, 2H), 9. 09 (t, J=1
8Hz, 4H), 9. 18 (d, J=1. 8Hz, 2H)
EmEfl—1 3
[1£34]

ﬁff%??]
0 2 QO

FILTIUERTF. 2—7x=)L—4, 6—EX [6— (4, 4, 5, 5—
TESAFIL—1, 3, 2—VAXFHROS—2—AaJL) ETz=Z)L—3
—q4J)] —1, 38, 5—rYZL (1. 17¢g) ., 6—7JOF—2, 2’

—EEYUYY (9256mg) \ ThIFX (M) TzZ)KRRT 1) 185
UL (152mg) . 2M—REF )DL (20mL) ZHILTY (5
OmL) ICEEL. 7 2BMERL:. RIGESYMERASE. ERARS
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—EX (2, 2=27zZ)L—IFTv—1—4JL) ETZz=)L (DPVB
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