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SYBETBHIENTE S,
T#3

ARG, RORERIGTHY., £EW [21B] & HIxF Figles
W [5] OEECHIRSICEHDOAEICELT, (k&% [21A] ZKD
REIEDEICLYRET DI ENTE D,

BB, RU4pAOsrTchdiesct [21] & rigeEd&® [6]1 ORE
BOTIR1TICEBBDEEICIVRETZ I ENTES,

U, RIBATFIEIAINEZINAXSTHS, FER—KBA [1B] TRIHN

A T, AWM [1B] | &WwS, ), R2fKETHY, RSL
AebhOXoTHsd, Tio—fMA [1C] TERINZELEY WUTFT, {LE
ML1C] 1 &Wd, ), R3a R3bA BEYTZRFBETE—HICAST
LE[3]THs, Fig—MX [1D] TRINZEAY WUTF. HLEY
[1D] ] &Wwd, ), BU, Rse RIHBEHEYSZRFRFE—ICH
. H[4] THd, Tio—fA [1E] TERINZELEYW WUTFT, {LE
MITE] ]l &WD, ) OBE
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[1613]
Hal2 RZ/\OH " H312 R1520 : Ha|2
| 1 [13] _ R4a nl R [26] R4a n x
> ~ —_—
4b < .
N\* Hal? [T#1] R N* o Rz [TR2] R¥ N” S0 R2
: - R'50
[12 B] [24] (25]
R10a
wa X3 R™-snR';y R
[7A] [7 B] R4 43 n N
(T3] R4 o R2 [Iﬂ4] R* N o R
R1%0
: [1B] [1c¢]
RGa
- Phop*—< Y R
v RBb i n
Rf (AN [27] R B
.' 45 I P R4 NN R2
[TH&5] R N 0" R? [TH6] [N TOTUR
O RGa
[1D] REb
[1E]

(R'., R2, R42, R4bv R6a RS6b R10a R10b R11 Ha |2
nigAIECERAETH D, R18E, PILFIALRZIILAERT, Phidvz=
WERT, YiNOFVEXRT, )
T3 1

M [24] THRINZLEW AT, TeE&®M [24] 1 &WD
o) IE LB [12B] &EHERXIEAHDOITEICL > TEIEL S 514

[13] EERIBIEDIEICIYRET DI ENTES, ARBIE. BF
 BEYREREEET. BYAAED, OC~200COERERTITY ZEN
TZ 5,

ERT2aY [13] 0. A e [12B] LT 1
BEEILE~SFBELEOHERNN’ELTH D, FALIZEHEE LTE. A
i, NaO—t—Bu, KO—t—Bu., RgHhY 9L, REEIY LA,
KEBIEF M) DL, KRIEFN)DLEZEFEIENTES, MBERED
2. AR L& [(12B] IKdLT. 1EEILE~5BFTILEDEHHE
AN EHTH D, FALD ZBEIE. RSICES LRTNERICREI AR
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WA, BIZIE. MLIY. #F2LUREDKILKFRE. Et,0, THF, 1
, 4—IA*Y>Y, DMEREDI—TIEE. DMF, DMA, NMP#i &
D7 I RPEHFITDHIENTE D, RISKEIZ. FRYT2EHMOEHE. RIS
BEZILL-TERSLD, BE. 1 ~24FEOHGERNN’EHTH S,
T2

tE—MRX [25] TRINBLEH UTF. Mea®w [25]1 1 &0
o ) IE. kB [24] £ E£RB—MmMKX [26] THRINZLEY (AT, T
ke [26] 1 &WD, ) : R'%,0 (R IFIEEERAZETH D, ) &%k
BIEDIEICLYEET DI ENTED, ARINE. BE. TMbeW [2
6] OEFEAT. BULAHEP, 20C~150CHOHEEANTITIIENTE
%, T, BEIKIGCTEREZRMLTH LWL,

FALDBEEE LTE, AIZE, KEF N DA RKEKRFN) D LA
 KEBIEFT N D LEBITFTEIENTES, FALD ZBEEIE. RRICES
LARTHIERFICREI ARV, AIXIE CH,C 1, 1, 2=y 00T
S, 700RIVLBZEDNOT VMERILKEFE. ~yEY, MLV, F
Ly EDRILKEE, Et,0, THF, 1, 4—Y%4%4%>Y, DME#R
EOI—TIER BBIFIL. K XEINSOREBEEEFLIENT
X%, RIGEKREE., ERTIIEROER. RWNBEEFICL > TELSN, B
®. 0. 5~ 2 4 SFEDEHEAN’EHTH S,

T#3

ARIGIE, &Y [25] EHBRXIERAHDEEICE >THRIEL D 51bE
#L[7A] ZELLIEEEY [7B] RS LMEARWNZIORAY
7)Y IRISTHY., L& [1B] & BIAIE. BIEEE 1 BEOAEIC
HELTHET DI ENTE D,

Ti24

ARME RTIVFILALRZERBTHY ., {EEW [1C] IF. fAlx
i, &Y [1B] CEHAGQIBEEEERBITDILICLYBETEZIEN
TE?, ARIGIZ, BE, BYQMIBEFE T, BEQBFEH, 0C~100
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COHERNTITO I ENTE S,

FALDBEEE LTE, AIXIE KERIEF KU DA, KEBIEDY D LA,
KERIL) FoL, REEDY DAL REEFMN)DL PUVEZT. TRIDL
ARFUR AVDLANFY RZBIFHIENTES, FALD ZAER
 RISICAS LT NIERICRREI AW, fIZIE. CH,C 1 ,. 400
R LIREDNDOT U Lik{LKRE, Et,0, THF, 1, 4-YFFHv
. DMEREDI—FIE, X% /=, TH/—)b, TANR)—LRBRED
PILI—IEE, MeCN, K, XIFINOLDEEAREEETEIENTES
o RIGHFEIE, AT SRMOER RINEEFICL > TERSLD, BF.
1~2 AREOHERNELTH 5,

T#E5

ARG, ZHRKBREOBARIGTHY., (L&Y [1D] F. FIAIE H
NMEERE, F4R ERCFEE, £2358 (BERIE) , A& (19
91), p. 37—78, p. 299—-346, Tetrahedron,
1978, vol. 34, p. 1651—1660, XI&, Tetrahe
dron Letters, 1994, vol. 35, p. 8019—-80
22ICEBEBDOAERICELT, k& [1C] EBEREEZRBIESL I &I
JURET DI ENTES,

FRALSZEBEHRELTE AlzE Ya—rXHE (Jones Re
agent). YLy rHE (Sarett Reagent)., aYvX

¥ (Collins Reagent)., R - Vv—FVa#E (De s s
—Martin Reagent) 2Z8|(f5IENTES,
T#6

ARISIF. Wi tti gRISTHY., k& [1ETIE. Organic
Reactions 1965, vol. 14, p. 27 0Il8BEDAEIC
EUT, &YW (1 D] EHBRXIEAMDOAEICL >TRIEL D 5 EE—1iR
X [27] TRINDILEMEERIBIEZZLICIYRET DI ENTE
5o
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[0019] AFKBALEMIE. TOFFEERE LTAHWSIENTESLN, XNOFE
ICFYEELFAINDIBEORICLTHAWS LB TES, ZOLHIRIEE
LTid. BB, RILKFREE. MEE. BELCOIBOE. B, 7T VB,
Savlg, BAB. LA VE ONJB TVILBE. p— MLIVRILK
VB, RVEVRIVEVEE, XS VRIVEVEE N ZIILA OB XYV
ARV TIRBREDERBEDIE., FMN)TAL, AYI L AILYILE
OFPIVA)EEXIET7IVAY) TEEBOE, L-7ILF¥F=
NIV, t=TFLT7IV, IFLYITIV, PYVEZT, VAFILTI
JIZ /=y N=XFITIAIY, bAXYIY, EROFLIFILE
WK VEDERT I VILEMEDIRZREITEIENTE S,

BIZIE, AEALCEWMODBERIRIE., ARALEDZELKE (LT, TH
Cll &Wd, ) @7IIA—IBR, BT FILEBRXIZE t , OBKICERE
TRIEILLYBBIENTES,

[0020] AFKBPLEEMO—MIIFFTRREET 2D, EXFERGERTZNRLDOER
BMOVTREARERICEETN D, AFERKIE. GIIE. SEIRDL S,
ZOEEMZFA L TAEENLRE CEAB. IV VS ILEARE. vV T
W 10—-h"Y 77 —IKVEEE) ZRVWTARDEEICEYXZDE
T5H FORBLAEAFEEDEEDZERICAVWTRETSIEHTE
%, TOM, FIIWDITLEZRAVWEAFZRECPATENICLYRET DI L
HPTED,

e, AEBLEEMOOB, BEEMKEFRL D 25013, EEXEMN
AERC, TNODEEMOVWTNEARRRBICSEND,

[0021] AFHKBEEHMRXIEZTOEELHFREINIEIRZ, REROHRAICTT LDIC
. mG |l uRSHEEFE.EZET 2,

L7 > T, AFEPLAENIEZTOERLHFEINDEIEF. mG I uRG
PEST2HEBOFHEITERRE LTHWSIENTES,
AFEBALANTIZOERLFAINIENERL D 258& LTE. 4
ZIE, LTFOKRBEREFEENTED,

. a)r, L-
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(1) &R’

(2) Z5FE BRI, HFEXm1 288, ) .

(3) TEBERESAER XL FERIREEIES

(4) BRE¥ME (GERD) (BRI, FEFHFXM1 125H8K, ) . —
B TEEEENFE (TLESR) ICHD BREERE (BIAIE Fi
BFXER T 1 2SR, ) .

(5) AHREEERER.

(6) ZMFRAES PIAIL FEHFXET 125K, ) .

(7) BERZFRFAES BIAIL FEHFXET 1258, ) .

(8) MEmE (BRI, FEEFHFX2 322K, ) .

(9) #ERRAm BRI, FEEFFXET 128281, ) .

(10) OERTLERE (IR, FEHFXET 125K, ) .

(11) FlEAA (BIAIE FEFHFXE24 288K, ) .

[l & LTE. PIAE. BiE (BIZIE, I 7 288, ) .
1Bt (FIZIEL. BT 28R, )  RERERE (BRI FEFEFX
4. 72K, ) . eRESHRE (BIAIE FFHFXES. 725K,
) . EEAW (BIZIE. FEFEEE 4. 65K, ) . BEREK YOT7
1 =7 (BRI, I 6 2208, ) . REMRRBRICL2EE (BIX
. I XEN T 25K, ) . REUERBRIBRICL 2EE (BIZIEX, I
X7 #5R. ) . TERBXISEIESRICE T SERE. XEHhEE (BIAE
. FETXE 8 ZBR, ) 2EIFHIENTED,

Bl & LT AIAIE BREDE. RERE. MRER. XK
ERAOICHEIEBREEITLIEHNTED,

MEME] & LTI BIAIE. PAERE. RESBREICH D ER. el
BRERERFICS T 2RE. XIIMERREREREICSTIEBEEET
I ENTED,

MREMERE] & LT AL B o FICHSER. XIEERt
HHMEICH D RBEETDHIENTES,
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MeaRESMERE] & LT fIAR, =X@E. TRESERERE.
BRMBERFEERERESICHEIRE. XIEPAZ1—ARF—IIHIERE%
BIFpIENTED,

[FERAREE X ITHETESR ICH 1T BEFm] & LT, BIAIE. MEMERtLIC
EO&E (B, FEBFXE9. 12, 25, 26%5ME, ) . BHEME
BERICHSERE (BIZIX, FEEErE 9, 10, 12, 25, 26%35K,
)« BRERICH D ERE. [URIIRRICH D EE. EMRITRARICH D EE
. BRBEREICSTEE (BIZIE, FEEFHXE1 028K, ) . B
. BhE. RRER. AREHE BE. BEE BB NIBREEZEITD
ZENTES,

MR RER] & LTE BAIZIE, L-F=—NFERIZXFRI7 (f
ZIE, FEEFErXER1 3. 1 528K, ) . BEE (BRI FEEEFXE1 4
EZR, ) . Ak (BIZIE, FEFXE6. 14, 15%288K, ). 22K
(BIZ I, FEFErXE1 422K, ) . 7Iynga~v—im (BIXIE. FERFEr
XER1 625, ) .« REMEXERE (FIAIEX, FEFXEI1 725K, )
N=FvvvE B FEEFXE1 85K, ) . NUFURUE (
PIZIE, RN 1 9258, ) . BRI (BRI FEREFE 2
0%, ) . ZII—NUKRFE (BIZIE, FFHFXM21 258K, ) . X
TEMIERE (PR, EFFXM22%28R, ) 28T EATES,

[FERARESEEIR XS FERREEFEE ] & LT, BIAIE, 48R, BRESEK.
RESRIR. REYAR. KRR, BRARE, S8RESRLRICH S ER &SRR
MEBERE. TERERERFAZE. BEMAIRE. TEEKRIRICE T SRR, XixEdEs
ICHBITDIRRBREESFEIENTES,

[TFERAREIER I TEHRREEE Z X I&ER] & LT, fIXIE &3
BN (BIZ L, FEBarscl 1 2 2808, ) . Bt REX. MEMEED
% Bz, FEiEEFCmiO. 12, 25, 2645, ) . BEMERE (
PIZIE, FEREFCERO. 10, 12, 25, 26%%MR, ) . BIMRIEXRE
. BOIZRREE. TERIREEFED. RMERISIARZ. 1BMAIIARK. BEhES. &3
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[0022]

[0023]

[0024]

VTS5 4 Ty REEM. BRESR. FEBGE. SR BEEMRKIE. NDE
[BE. N—F2 VUK SRQEWE WES. BNE SHiES. 24
MELE. BHRMARR. SHMERE. —o8#, AMEAREES. XEER
IERE (DA, FEFHFXEM1 028K, ) 2HEITHIENTES,

ARPIELEMNIEZOERLFEINIBZERE L THRET 2HE. &
FRPLENXITZOERELHFBEINDIBEZZOEEIXEEENICHFEIND
BN ORFMEOEEHRIC, AIZIE 0. 001%~99. 5%, FFHL
<IE0. T%~90%2EIHEXRMENE LT, A2STHILBDIIKRS
Ihd,

BiEE LT, BF. ¥EF. XIZRROERE, FIEH. RTZOMHOD
WHERBOEF—BUEABWOND, AFBICHRLIERMEXRDIE. RSBA
MRETKRETHIEAEZ LV, EXRERYIZ. EBRIRS. BOKS, #
RIS, BARS (BRIKS. R BEA. BiERE) XSRERRIC
K’ETDHIENTES, INLOBREFEHEICELALHETEREINDEDIEE
55ATH D,

ERELTORER. Fin. #HE. KROEH. BEFOREDKE. &
SR, ARALCLEYOERE. EHEDL. BOBEREEER L LTHE
THIEMNEFLWLD, BEE. HAICK L TARPLELEMXITZEOEER L
HFBEINZBEOEYNLEE LT, BOKSDHZE, 1HHLY, 10mg
~3000mg FADEHHEN, HFHELIF, 30mg~600mg A
DEHEAMBELTH D, HBRICE>TUE, TNUTTHRY S L. LIS
NULEDREZVEETZIEEH D, BF. 1H1EELCEHEICS
FTRET 20 NIRIRARREDHEIE. RERETEINELIIEL2 46
BN THRBIICKRE TS ENTE S,
el

LUFICERG. HRAIRVCRAMNZBIT TARBZEICFHFL <FRAT D
 AREBEINSDOAIREINS EDTIFRW,

BB, BEREIOY NEESTOAERGIELUTORY TH 3,
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[0025]

DK : ACUITY UPLC MS/PDA YR5FA (U4—49—
3t 8)
BESMEt:Waters 3100 MSHBRHE 71 14— KR7L
1HRHEBZ:ACUITY PDA HMHEZ (UVHHER: 210~400
nm)
ASL:Acuity BEH C18, 1. 7um, 2. 1X50mm
FE: 0. 5mL,/min
NZLEE: 40T
B : AR: 0. 1%F8 H,0 (v v) . B&R:0. 1%¥E Me
CN (v, /v)
EfEF1 44— (VI —3—4)y) —2— (E)VIV—2—-4)LXbF
¥) =6, 7—ykbRO-—5b5H—->o0O0RVS [b]l EYT>Y —IEFIE
[TR1] 4—s00-2— (EYIY=—2—A)LAKFY) —6, T—Y
ERO-5H=->Y70RY% [b] BT VDaE
BYIY—2—A0X% /=)L (0. 924mL) IChILTY (14mL
) ZIA. IHICHKATTKRIEF M) DL (LT, TNaH] &Wd, )
(60%, dispersion in oil) (640mg) &iA.
SONEER L, RIGEEMAERRICELE. 2, 4—2/00-6,
7-YeRO-5H—-y7aRY% [b]l EYYY (BIaE Helvet
ica Chimica Acta, 1945, vol. 28, p. 168
4—-1690%8K, ) (29g) #mMa. 170CICT1IFETEKHLE, K
EEMEERICELIE. €54 N TRBL. BMETTREERE L.
BEMES)ATIVASLIOX NI S 74 —THEREL., ZELEaw (1.
06g) ZABENKE L THL,
[Rf{E (TLCYYAFILTL—NBO0F,q,. BEAME ; A4 : B
IFL=2:1) :0. 3]

[T#&2] 4— ()P —=3—q4J)) —2— (BYPrv—2—A4)LAKF
v) —6, 7—-YkRO-5H-Ys0ORY%Y [b] EYYY ZiEfEED
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85

4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
BEH—>7O0RY% [b]l EYYY (20mg) . EYTY—-3—4q)K0O
B (19mg) . Pd (dppf) Cl,-CH,CIl, (5mg) . xB&H
Dob (32mg) IC1, 4=IFFHY /K (371) (1. 9mL) %
MA. 10O0CICTHREERLE, RETTHREZMRELLR. BEWE
SVATNAZLIORMNIZ 74 —THREL, 4— (EYVZPY-3—-1J
) —2—(BEVYY—2—q4ILANFY) —6, 7T—YERO-BH->7
axv4% [b]l EYVTYY (16mg) 287k, YRbLEMEFBRTFIL (1
OmL) (AL, TN HCI "Et,O0&m® (0. 26mL) #mx. O
SESEEI L, £ UMEmaRE L, EElkd? (10mg) 2HE
TENLT7RELTEE,

[MS (ESI) m/z 304. 3 (M+H) +]
EfEf2 4—- (2—)NA40OE)VIY =3 —qJ) —=2=- (F)I>—2
— A APFY) —6, TV RO-—EH-/ORYH [b] EYIY
tefpis

4—s00—-2—- (BEYVYY—-2—A4)LANFY) —6, 7T—-2kRO-
EH—>7O0RY% [b]l1 EYYY (100mg) . 2—7)70EYIY
—3—a4KROVER (70mg) . Pd (OAc) , (9mg) . X—Pho
s (37mg) . VVEBAYDIL (244mg) IC1, 4—=UFFHY K
(3/1) (2mL) #mMxa, 100CICTE6BREE#RLE, RIGEEYE
ERICRL. BFETFLEZMAFRULE. 54 FNTRBL, RETTHA
WAEREL, BEBMES VALV ASLIOX NI ST 1 —THEREL, 4
—(2=7040EYYY=3—-q4J) —2— (EVIVv—2—4)LAIF
) —6, 7-YeRO-5H->s0/R>% [b] EYYY (48mg)
5T,

[MS (ESI1) m/z 322. 0 (M+H) +]
LB BT FILICABAL, TN HCI Et,0&®K (0. 12
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mL) ZMA. O. SEEEH LA, ELLNHNEREL. ELtaWs
HEHmRE LTHEL,

[MS (ESI1) m/z 322. 0 (M+H) +]

EFHEFHI 3—[2— (BYIV—2—A4NXbFY) —6, 7—E RO
—S5H—=2 ORVY [b]1EYVSY—4—A)N] YTV —2—FHIKR=
NPI%

4— (2=)040E)YY=3—14)) —2— (BEYIV—=2—-A)LX
) —6, 7—kRO-5H->70RV% [b] EYVYY (8mg
) ®DMSO (0. 2mL) &AKICNaCN (4. 9mg) #Mx. 150
CICT24B5/ERLE, REEEMEERICE LR, KEMA, TEY
ZRERL. EilkeY (bmg) ZHBMERE LTHEL,

[MS (ES 1) m/z 329. 2 (M+H) +]

EHEfFl4 5—-—[2— (BEYIV—2—ALAIFY) =6, 7T=YERAO
—SH-—v/ARYS [bIEYSY—4—AN] EYI =2 —HIR=
b IGESIE

[TR1] 2— (EVYYy—2—q4)LXAM*Y) —6, 7T—2kRO-5H
—200RVE [b] EYYY—4—F—)LOWE

4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
SH—v7aRY%Y [b]l EYVYY (5g) . KEEHYDAL (3. 234
). Pd, (dba) ; (3562mg) . t—Bu—X—Phos (408m
g) IZ1, 4—=UFFH>Y (20mL) . K (20mL) #MA. HZXEE
MaEfRI Le®. 7Ty (AT, TAr] WD, ) FEKT. 100TC
ICTC2BFEEH L. RISEEYWAE LS4 FTERBL., BET TAEAKRE
L7k, BEEZMNA. hIRELITV. TO®K, REBKES MY I LKER
EMATREEMHICEL. WT, K BRI FILZMA. HMEREEToE
. BMELZRAMRIBKTHSEL. BAKREFMN) D LTEZREL, BELKE
BETTABREZRELE, BBWME VATV AZLVOR NI ST 14—
THRHEL, EiELat (4. 559) %Gk,
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[T#2] NYTZLAOAIVRILEVEE2— (BEYYY—2—AILX %
v) —6, 7T-YERO-5H-v2ORYY [b] BYTSY—4—ALD
&

2— (EDYY=2—q4)LANEY) —6, 7T-2kRO-5H->/0O
RvEy [b]l] EYYY—4—F—)L (4. 559g) ICCH,C I, (100m
L) . EtsN (5. 3mL) ., Tf,NPh (8. 059g) ZmA. ZRIC
THORREER L, RETTRIGESYMOBEAMRELE, K HEBRIF
WEMZ, HMBBREEZTo 7, BREZHEMBIRKTHEREL, KRBT,
VO LTERL, BBLEE BETTARERELE, BREBWES ) AY
WAZLo0O%NIZT74—THAEL, Fbat (6. 469) 2/,
[T#E3] 55— [2— (BEYYy—2—q4ILAMFY) —6, 7T—2ERO
—5H—-vo0ORV% [b]l] EVYY—4—q4)L] EYYY—2—-HIKR=
b U IIVIEERIE DELE

M)W ABAIVRIKRVE2— (EYIV—2—4ILAKNEFY) —6
, 7=YeRO-5H->20RYHY [b] EYYY—4—14)L (100m
g). 5— (4, 4, 5, 5=FhIXFI—1, 3, 2—=-UAFHKROS
v—2—4L) EYIV—=2—-HIRZKYJ (74mg) . Pd (dpp
f) Cl,-CH,CIl, (22mg) . AUV VL (11T1mg) i1, 4
— VXYY /K (3/1) (4mL) M. YHESWERST L%,
ArZEKT. 80CICTIIEE®R LA, RISEEMETRICRE L,
K, BFERTFILAEMNA. HMBRIEEIT o/, ARBEEZBKMEFN) VAT
HIRL., BBLEE. BETTAEEZRELE, BBMELVATILVAT A
IoOX KT Z74—THHEL, 5—[2— (BEVZYY—2—-A)LAMFY)
-6, 7-YeRO-5H-v7aRYHY [b] EYYr—4—4q)] EY
VU—=2—-RIKRZMIJII (9T7mg) %Gk, AELEMEHRIFIL (
3mL) IBMBEL., ISIKATTIN HCI /Et,0% (0. 32m
L) ZmA. O. SEEIATTHEIR LA, £ LB ERER L. EElL
a¥ (70mg) ZREFEEHMKRE L THEE,
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[MS (ESI1) m/z 329. 5 (M+H) +]

EWEFIS 5—[2— (BYISv—2—AIXr*Y) -6, 7-YE RO
—5H->70ORVY [bIEYIY—A4—-AN] EYIV =3 —F—)L

[TR1] 2— (EVYYy—2—q4)LAXb*Y) —4— (4, 4, 5, 65—
FThIAFI-1, 3, 2=-UFFHROSV-2—-9J)) —6, 7T-Yk
ROo-5H->/0RY% [b]l E) Y VDiE

M)W ABAIVRIKRVE2— (EYIV—2—4ILAKNEFY) —6
, 7=YeRO-5H->0RY% [b]l] EYYY—4—A)L (27 3m
g) . EX (EF¥O33 M) yROy (1. 879g) . Eigh) oL (1. 9
79). Pd (dppf) Cl,-CH,Cl, (273mg) 1, 4—%
FHY (50mL) ZMMA. HKBEEMZHRILEE. ArFHSIT. 10
OCICTTREIR® L, RINEEMZZRICEL. FFERT FILZMAHBR
L7z, €54 FTRBL., RETCTREERE LK, BEBYWES ) HTIL
RNZL7O%KTZT74—THEL, FELE®W (48mg) ZHBEKE
L TF7
[TRR2] 56— [2— (EYYv—2—q)LA N EY) —6, T—-YE RO
—5H=>70RY% [b]l EYVYY—4—A)L] EYIY=3—-F—ILD
&

2— (BYYv—2—AXh*Y) —4— (4, 4, 5, 5—F KA
FI—1, 3, 2=-UFFHYROZr—-2—-9J) —6, 7T-YErO-5
H-voORv% [b] EYYY (100mg) , 5—7AEEYI V-3
—ZF—J) (74mg), Pd (dppf) Cl,-CH,C1l, (19mg) .
REEAYSYL (118mg) 1IC1, 4—C4F9> /K (3/1) (1. 4
mL) 2. YXEEMWERSI L%, ArFEKST. 100CICT 20
BEH L, RIGSEEMEERICEL. BT FILEAMAERLUEE, €35
41 MNTEBL., BETTREZRELL, BEBWES Y ATV AZLIOX
NTS74—THRHEL, EELaY (16mg) ZREBHMKRE LTHEE,
[MS (ESI1) m/z 320. 3 (M+H) +]
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EHEFIE XYV RIIKRVEES — [2— (BEYTIY—2—AJ)LAMFY) —
6, 7—-kRO-6H-Y7ORY4Y [b]lEYYY—4—4q)] YT

v—3—-4J

b—[2—- (BUYV—2—AAMFY) —6, 7T—2ERO-5H—-
voaRvy [bl1 BEYYY—4—q L] EYDY—-3—F—)L (13mg
) DCH,C 1, (1mL) BKICEt;N (0. 023mL) #Mx. W T
CEEXSVRILKRZIL AT, MsCl] &EWwd, ) (0. 007mL
) AETFL, BERICTRERR L, RBEEENED VATV AZ LAY
NS4 —TREL., ERtkeY (4mg) 2\EHRYE LTHEL
[MS (ES1) m/z 398. 3 (M+H) +]
EMEI7 N— {3—NAO0-5—[2— (E)IV -2 4L X X
) =6, 7—=YERO-5H->2ORVY [b1EYYV—4—q )] T

T} A VRIVIRVY T IR XV RIKVT I RIE

[TR1] 3—7/4a-5—-[2— (EYYY—2—qILAIFY) —6
, 7=YeRO-5H->s0ORYY [b] BYYY—4—q)] 72/—
L DEE

2— (BE)Yy—2—AXrFY) —4— (4, 4, 5, 5—F KA
FIL—1, 3, 2=YAFHROZ>—2—-4J)) —6, 7T—YkRKkO-5
H—>2aRY4% [b] EYYY (100mg) ., 3—7AF-5—-7)LF
O7x/—J)L (82mg) ., Pd (OAc) , (2. 6mg) . S—Phos
(9. 4mg) ICTH/—J)L (1. 4mL) A#iNA, YZEEWEA r TH
ST, 100CICT20R@EIE#H L, RIDESWZ=RICEL., BFEETFIL
EMAHBRLUEE, €54 MNTRBL, BETTBREEZRELE, BEBYE
SVATNAZ LAY NI Z T4 —THREL., ZLE®W (63 mg) %
HEHmRE LTHEL,

[T#E2] MY ZIWAOXY Y RNKRVE3I—7)40-5—[2— (EVY
VU=2—=A)XPMFY) =6, 7T=YERO-5H-Y70ORVH [b]
E)Iry—4—q)L] 7xZ)LO8E
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3—7lFn0-5—-[2—- (BEYYv—2—-AILANFY) —6, T—T
ERO-5H->s0/RY% [b] EYYY—4—a)] 7x/—)L (36
mg). EYYY (34mg) ICCH,C 1, (2mL) #MA. A rFES
T, KBTFTERBE LA, IHIC, HEESMICTF,0 (0. 035mL) %
BT L. KATICT2ERARE L, BETTREZRELLR. BEYWE
SVATNAZ LAY NI Z T4 —THREL. Z2LE®W (45mg) %
mEHaRYE LTHk,

[T#E3] N— {3—7)40-5—-[2— (EYYY—2—-A)LXMEY
) —6, 7—=YkeRO-5H->20RV% [b]l] EYYY—4—4)L] 7
I} A VRIVKRYT IR ASVRILEVT I RIBEORE

N)ZWAOAXASVRIEKEVEE3 -4 0—-56—- [2— (BEYTr-2
—AIAPMFY) —6, 7T—RO-5H-70RV4 [b] EYDY
—4—AN] 7x=Z)L (10mg) . AFVRILKAVYTIK (18mg) .
Pd, (dba) 3-CHCI; (10mg). t—Bu—X—Phos (8m
g) . YVVEBEAYVTL (41mg) ICMILIY (1TmL) ZMA. HEZE
EMERS LK. ArFBEST. 100 CICTRERR LK, RINEESY
EERICEL. BRI FILZMAFBRMLULE, 54 NTEBL, BETT
AMEERELL, BREWES YA LASLIOR NI S 714 —TREL.
Zbd&Y (40mg) ZHBMERE LTHEL,

[MS (ESI1) m/z 414, 4 (M+H) +]

EMEFI8 6— ({[4— (2—2)740EYY>V—=3—-q)L) —6, 7—
JERO-BH=-270RYY [bI YISV =2 —AN] FXI} XFI
) BT —2—HIKR=ZbYJ

[TFR1] M) 7LAOX9 Y 2NKRVEE2— [ (1 —FFP REY DY —
2—4)) AhFY] -6, 7T-YERO-5H-270RV% [b] EY
-4 -1 DORE

M)W ABAIVRIKRVE2— (EYIV—2—4ILAKNEFY) —6
, 7=y RO-5H-220RY% [b] EYIY—4—1)LOCH,C |
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, (70mL) BHICKATFTM—CPBA (with abs. 25%
water) (2. 9g) ZMA. FRICT1HBEERLL, BETTRIS
EEMOBREERELIE. BREBMES VASLASLIOR NI ST 14—
THHEL. ZiLda (3. 529) &5k,

[T#22] MY ZLAOX9 Y RNKRVEE2— [ (6—YTF7/EYYY—2
—q4)I) AbFP] —6, 7T-YkRO-5H-Y70RV% [b] EYY
v—4 -1 IIDEHE

M) ZWAOASVRNEKRVEE2 - [ (1 —FFREYIV—-2-9)L
) XhFY] -6, 7T-YERA-5H—Y/ORY% [b] EYT V-4
—q4JL (3. 52¢g) MCH,C 1, (9mL) &K, N, N=IUXFILAH
WARIVEERIOY R (1. 93g) . MUXFILIYLLITZR (1. 78
9) AMA. BRICTIREER L, BETCTRELRE LR REY
T VATNAZLIATRNTZ T4 —THRL. FEkE (3. 934
) EEEHMRYE LTHER,

[T#&23] 6— ({[4— (4, 4, 5, 5—Fr>AFIL—-1, 3, 2—
JHxHAOSU—-2—-4J)) —6, 7T—-TeRO-5H-IORVHY [
b] EVIY=2—A4)] FF] XFII} EUIV=-2—-RILRZ=KMNYIL
DHYE

EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy—2—AIXKFY) —6, 7T-YRO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
[(6—=>7 /B Y—2—4)) Xh*Y] —6, 7T-2EERO-5H
—>oaRyy [b] EYVDYy—4—()LERWT, ERbEMeEBBER
& LTE~,

[T#4] 6— ({[4— (2—7)40KE)PY—-3—-94J)) —6, 7—
JeRO-5H-270ORY% [b]l EYSVY—2—A)] F2} AFIL
) BEUYY—2—HNLKRZKNYIILDOEE

6— ({[4— (4, 4, 5, 5=FrSAFNL—-1, 3, 2=-VHFxYH
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AOSY—2—-4J) —6, 7—YkerRO-5H->90/KRV4% [b] EY
Cv=—2—AN] FFT] AFI EYVIV=2-HIKR=FYI (100
mg). 2—704#0-3—-3—FKEYTYY (71mg) ., Pd (dppf
) Cl1,-CH,CIl, (17mg) . RKEEAVTL (110mg) L1, 4-
IxFYY K (31) (2. 6mL) ZMA. UKBEEMWERS LB
. ArFESKT. 100CIKTAREER LE, RISREEWMZZERICEL.
BT FILEMAGRULE, BKEEF M) DLTEEL, 514 MTE
BL., RETTAREZREL, BREBWMZY Y ATFIVAZLIOYNT ST
4 —THHEL., ExdY (65mg) 2HEENKE LTEL,
[MS (ESI1) m/z 347. 4 (M+H) +]
EMFEI9 65— {2—-[ (5=2)bz0EE)T Y —2—4)V) A bFP] —
6, 7—YERO-—5H=—v/ORVH [b]EYIV—4—q)L} EYT
v—2—RNKR=ZBYI
[TR1] 2—s00—-4— (EYIY=2—A)LAKFY) —6, T—Y
ERO-5H=->Y70RY% [b] BT VDaE
BYIy—2—A0X5 /=)L (0. 694mL) ICh)LTY (12mL
) AMZ. X5ICKATTENaH (60%, dispersion in
oil) (480mg) #MA. 300@EMRLEL, RNEEMEERICE
Lit, 2, 4—-y/00-6, 7—-YeRAO-5H->70°RV% [b]
YUYy (1. 5g) #Mx. 170CICT1EEBRELE, RIBEAYE
ERICELE, K EBIFILEMA. BBREELTo, ARELEK
WEEF M) LTERL, BBLEE BRETTARAEEZRELL, BEWE
SVATNAZ LA NI Z T4 —THREL. ZRLE®W (623 mg)
ERBEKRE LTHEL,
[RFfE (TLCY)AFILWTL—F60F, .. BEAAE ; NFH : Brfg
IFL=1:1) :0. 3]
[T#2] 2—s0B8-6, 7—YkRA-5H-=->70XR>% [b] EY
IV —4—F— )L DHEE
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2—/700-4— (BYYy—-2—-A4)LAMEY) —6, 7T—-kRO-
EH—>/ORY%y [b]l] EYYY (608mg) . Hig (0. 24mL)
ICMeCN (16mL) . IUFMITL (LT, TNal] &0, )
(1. 339g) ZmA. 1 2EAMBERL =, BRET TRISESHMOAE
ERELE BRI FIL, FARMBT N ULKBRENA. HHBEELE
To7z. BEEZBNBIEKTHERE LR, BKMEBFT M) I LTEEL.
L7, BETTREEZREL. ERbE®w (470mg) Z2EEBERK
& LTE~,

[TFE3] MY ZLAOXH Y RNKRVE2—-/00-6, 7—YkERO-
SH—>/0ORY%Y [b] EYVYY—4—ALO&EIE

2—--00-6, 7-YbERO-5H-Y70RV% [b]l EYTr—4
—Z—J)L (269mg) . 2, 6—=JLFYY (0. 34mL) . DMAP (
18mg) ICCH,C I, (15mL) ZMA, KBFTTf,0 (0. 3mL
) ZETFL, ERICTIRERERLE, BETFTTRBEENOBELZREL
. Et,0, KEmMA, HMHEBRFEET o>/, BRELBKRES MY I LTE
BL, BBLEE BETCTAEEZRELE. BENEVATIVAT LY
OvYNIST74—THREL, EEILEY (439mg) 2EEBHRYELT
B,

[T#R4] 2—4500—-4— (4, 4, 5, 5—FRrSXAFJIL—1, 3, 2
—JFFHAROSV-2—10J)L) —6, 7T—YeRO-5H-TORVS
[b]l EVYYDELE
EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy—2—AIXKFY) —6, 7T-YRO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
sO0—-6, 7—YkefO-5H—->70XR>% [b]l EYYY—4—-q)L
ERAWT, ERtemeatmRe LTEL
[T#5] 5— (2—0OO0-6, 7—-YkeRO-5H->70RV4% [b
1YY Y—4—q)) BYIr—2—-HILERZ MY IILDEE
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RHEGIS DTFRR2ICELAEICLY, 2— (BEYPry—2—4J)LAKF
V) —4— (4, 4, 5, 5—FrSAFIL—1, 3, 2-UFFHROS
v—2—4J)) —6, 7T—-YeRO-5H-Y0RV% [b] EVIVD
Kbylce—soo0—4— (4, 4, 5, 5—FrSAFIL—-1, 3, 2—
JHxHAOSU—-2—-4J)) —6, 7T—-TeRO-5H-IORVHY [
bl EVYVAS—-7JOFE) D Y—-3—-F—ILOKHLYICE—-TOFEEY
IU—=2—-HANR=ZM)ILERWVWT, ERbLEMEEEBMERE LTHEL,
[T#E6] 56— {2— [ (5—2040EBYYY—2—4)L) X bFD] —
6, 7-YeRA-5H-Y0ORV% [b]l EYSV—4—q)L} EYY
v—2—ANLKRZ N IILDOEE

5— (2—-%00-6, 7—-YeRO-5H->s0RV% [b] EUYY
V=4 —4A)) YISy —2—ALKR=FYJ (60mg) . (5—7/IF
)Yy —2—4)) X% /—J)L (36mg) ., t—Bu—X—Phos
(24mg). NaO—t—Bu (45mg) ., Pd, (dba) ;- CHC
3 (10mg) . ELFa5Y—T4A (LUF., TMS4A] £WwWd, ) I
MLTy (1mL) Mz, HZBREWERT L% ArZEKT. 10
OCICT 1 BFEIRH L7z, RISEEWMEZZERICEL. BRI FILZMAHER
L. 54 hTRBL, BETTABERELE, BEWMECH,C I,
(3mL) (AEL., ArFEKT. KA FTEt;N (0. TmL) ., TF
AA (0. O05mL) #MA. KAFTICT2HEEER L, RINESWICK
CEIFILENA. HMHREET o, BERELRIBIEKTES LR
. BKRERFT N ULTEREL, BBLAE. BETTAREEZRE L, &
BWaES VATV AST LAY NI ST 4 —THREL, ZEREEd® (1 1m
9) %187,

[MS (ESI1) m/z 347. 3 (M+H) +]
EMEF 10 5— {2— [ (B=—AFIEYVIY—2—q)L) ArFS] —
6, 7—YERA-BH=-Y/ARVH [b1EYIY—4—-q L} EYT
v—2—RANKR=ZBYI
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EHREGIODIREICELLAXICLY., (6—7i40EY Y —-2—4
W) A5 —=IDRDOYIC (6 —XAFILEYI Y —2—q4)L) X5 /-l %
AWT., ERttemzatEhe L TExE,

[MS (ESI) m/z 343. 4 (M+H) +]

[0026] EMEHI1 1 2— (RVINFFY) —4— (EYIVV—5—-A)l) —6
7—2kRO-5H—-70O0RV4H [b] EYIY

[T#£1] 2—/s00—-4— (EYVXYY-5—-4)L) —6, 7—Yk RO
—5H—-2/0ORV% [b] EYVIVORIE

M)oNAOXAS VKR VEE2—-s00-6, 7T—YkRO-56H-Y
saRvEy [bl EYYYy—4—4)L (439mg) ., Pd (dppf) C

,*CH,C 1, (59mg) . kEEHYIL (603mg) ., EYVIDY-
S5—q)LAROVEE (198mg) ICTHF /K (3.1) (16mL) %1
Z, BZREMERS L%, ArFEKT. 6 0CICT 1 RERE L,
BETCTRINESYMOBEEAREL., I FILEMAFRLULE. €354
NTEBL, RETTAREZRELL, BREBWMZY ATV AZL7OT K
J274—THEL., EEte®w (315mg) =25Ek,

[T#2] 2— (RVIULFFY) —4—- (EYIYY-5—-AJ) —86,
7—-YeRO-5H->70RV% [b] EYY VD&

2—/s00—-4—- (EYxYY—-5—-4)L) —6, 7—YkRO-5H-—

>oaRv4y [b]l] EYYY (B0mg) . RyIJNLFZILI—=) (35mg
). t—Bu—X—Phos (15mg)., NaO—t—Bu (41mg)
. Pd, (dba) -CHC 1, (9mg) ICMILITY (2mL) #MA. 4
ZEEMERI LE. ArFESIT. 100CIKT 1 REERRLE, RIG
BEMEZERICEL. BFBTFILZMAHBMLEE. a3 —MHATLZITVL
. BETCTABEZRE L, BBWEZS VATV AZLIOR NI ZT7 14—
THRHEL., EEkad®w (1 1mg) 52187k,

[MS (ESI) m/z 304. 4 (M+H) +]

EfEfF12 2— (VO —2 - XbFY) —4— (EYIPV—5
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—qJ)) —6, 7T—YEeRO-5H=320XV% [b]l YTV GREE
4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
BH—>7O0RY% [bl1 EYYY (100mg) . EYIYY—-5—-9)L
ROvEg (143mg) . Pd (OAc) , (9mg) . S—Phos (31
mg) . kEEHV L (158mg) IC1, 4—=IFFHY /K (3,/1)
(1. 9mL) ZmA, BHERENEHRILEE ArFHEKT. 100T
ICTORREER L, RINEAMAERRBICREL., BT FLEZMAFBIRLL
%, BKWMEEST N VLTERL, E54 NTRBL., BETTRELRE
Lo BEME ) ATV ASLIOARMIS 74 —THEREL, 2—- (Y
V=24 AMEY) —4—- (BEYZIPV-5—-qJ)) —6, T—-Yk
FO-5H—->70RV% [b]l EYIYY (7T6mg) 2Bk, H&%LEW
EEFBEIFIIL (4. 8mL) AL, KATFTTIN HCI /Et,0B R
(0. 24mL) ZMA, 1RENCATTER L, £LTEMEZRIRL
Sk Ed (4 7mg) ZHBHMARE LTHEE,

TRIMME CigH 6N, O-HCI1+0. 2H,0&LT

SHEE (%) C:62. 77 H:5, 09 N:16., 27

=RfE (%) C:62. 81 H:4. 85 N:15, 80
Em@I13 2— (KUY -3 —AIXbFY) —4—- (KFVIIV—5
—q)) —6, 7=k RA-5H=-0RRVY [b]l EYTY
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
EUIY—=3—aIA5/—ILERWT, ERtemzaeiRe LTEL

]

[MS (ESI) m/z 305. 4 (M+H) +]

EEfF14 2— (VO —4—A)LXbFY) —4— (EYIPV—5
—qJ)) —6, 7T-SERA-LSH-32ORV% [b]l YTV
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
EUIY—4—AA5/—ILERWT, ERtemzaeiRe LTEL

]
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[MS (ESI1) m/z 305. 4 (M+H) +]
EHEFI15 2= [ (3—2)AO0RYIII) %] —4— (BYITY

—5—4JL) —6, 7=k RO—5H—-—>4ORVAY [b] BYSY

EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
3—7NAORYIJTIA—-ILEEWVWT, ERbtaWaratmEks LTE

726
322. 3 (M+H) *]

[MS (ESI) m/z
EHEFI16 2— [ (2—)AO0RYII) Z#Fx2] —4— (BYITY

—5—4JL) —6, 7=k RO—5H—-—>4ORVAY [b] BYSY

EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
2—7)0AaRVIIITILDA—ILEBWVWT, ER{taEsatREke LTHE

7=,

[MS (ES1) m/z 322. 3 (M+H) +]

FHFH1 7 2—[ (2, 6=o7)L7z0~VI)) AFx2] —4— (Y
7—YkbRO-5H-—>v0/RRV4% [b]l YD

Ivv—-5—4qJ)L) —6,

[\

EHEE 1T 1T OTR2ICELEREICLY. RUSILTZILI=ILOKRDY I
R et Rl = Reb 5 e

2, 6—UNAORYIILTZIA—ILERHWVT,
L TiE~,
[MS (ESI) m/z 340. 3 (M+H) +]

EHEF18 2— [ (2,
IVv—-5—4J)) —6,

4= )A0RYTVI) AF] —4— (EY
7—JbRO-5H-—-yv0O0RY4% [b]l Y

N

EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
ZSRibaMERERERE

2, 4= N AORYIITIOA—ILERWVT,
L THE~,
[MS (ESI) m/z 340. 3 (M+H) *]

ERE19 2— [ (3, 5=l IL) A#Fv] —4— (BY
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7—kbbRO-—5H—->70O0RVH [b] E)Y

IVv—-5—4J)L) —6,

N

EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
ZSRibaMERERERE

3, 5—=v7AOQRYIILT7ILA—-ILERBWT,
L TiE~,
340. 3 (M+H) +]

[MS (ESI1) m/z
4= )A0RYTVI) AF] —4— (EY

7—kbbRO-—5H—->70O0RVH [b] E)Y

EHFH20 2— [ (3,
'v—=5—14J),) —6,

(4

\

-~
Py
~

N

EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
3, 4= 7)0AaXRYIITILOA-ILERVWT. Bt Esaenke

L THE~,
[MS (ESI)m/ / z 340. 3 (M+H) +]
2— [[4A—yvoo—2—)A0RVI)) #F2] —4 —

[0027] Hjfl2 1
7—-YkRO-5H->o0ORV% [b]

Yr=5—-4)) =6,

(=B

LYy
EWEE 1 1DITR2ICELAEEICLY., RYVLTZILIA-ILORDLYIC
ZibewEae

4 —sO00—-2—7)AaXRIJLT7ZILOA—ILE=HWT,

MERELTERL,
[MS (ES1) m/z 356. 3 (M+H) +]
=EfF22 2— ({[4— (EYISYV—5—-4)l) —6,
—S5H—-220ORVY [b] EYVIY—2—A)L] AFI} XFI) RVY

7=k RO

Z b
[TRR1] 2— [ (2—7O0ERVIN) £#%2] —4— (EYITV-5
7—-eRAO-5H-—-Y4s0ORY% [b] BYTvDHE

—1J)) —6,
2—7OFERYIALTZILA—IIL (97mg) ODMF (3mL) &WKIC.
IVU—-5—49J)

KO—t—Bu (72mg) . 2—=700-4—- (EY
7—-keRO-5H—->20)R>% [b]l] EYYY (100mg) %

-6,
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Mz, 70CICT2IFEIRITE L7z, RIGEEMEERICELEER. K. Et,
O%ZmA. HEREEZITo, BREZEKRE ST M) VLATELEL, K&
L7, RETTABREZREL. BEBWMZY Y ATSIVAZLIOYNT S
74 —TREL, EELad (4 7mg) 2HBEKE LTHL,
[T#22] 2— ({[4—- (UIYY—-5—-9)L) —6, 7T—-YkhkO-
SEH—220RY% [b]l EVYY—2—4)L] FT} XFI) Ry
NI DELE
2— [ (2=7OERYIN) #F2] —4—- (EYVIPY-5—-1))
-6, 7—-YkbRO-5H-Y/0RY% [b] EYYY (45mg) . P
d (dppf) Cl,-CH,Cl, (10mg) . 7 iLEs (83 mg)
AR (0. 9mg) ICDMF (1mL) #MA, UZEAME~AY
OYI—T7RBEBT1I80CICTI1BRERIGLE, RISEAMEERICRE
L7tk BFBIFILEMAFBIRL, 254 PTERBAL, BET CAEARKRE
L7ze BEBMES VATV AZLIOX NI S 74 —TREL., ZEELLEYW
(24mg) ZHBEMKE LTHEL,
[MS (ESI) m/z 329. 3 (M+H) +]
EHH23 33— ({[4—- (KYITV—-5—-4)) —6, 7=k RO

—SH=29aRVHY [b1 EYVIY—2—q)L] FFI} XFI)) RVY
g D)%

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
3= (EROFIAFI) RYYVZNYIERWT, ERbLENEEEHK
& LT,

[MS (ESI) m/z 329. 3 (M+H) +]

EREFI24 2—[ (6—)740BYIV—2—A)) XbFP] —4—

(VY =5—AJ)) —6, 7=k RO-565H=—>70/>% [b]
Eysy

G 1T OTR2ICELEREICEY, RYILTFILI=ILOKRDYIC
(6—7)4A0EYYY—=2—4)) X5 /)—)L%, NaO—t—Budft
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HYICkREEREY Y LAERWT, ERbEmEST,

[MS (ESI) m/z 323. 4 (M+H) +]
EfEI25 2— [ (5—2N740EY)IY—2—q)L) AbFT] —4—
(YIS —5—=4)l) =6, 7=V RO=-5H-=>40O0RV% [b]
gy

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(=740 Y —2—4)V) X5 /=%, NaO—t—-—Budf
DY IREBEY Y AZRWT, ERtemeatehRe L TEL,

[MS (ESI) m/z 323. 4 (M+H) +]
EMEF26 2— [ (3—27)40EYSY—2—q)L) XbFI] —4—
(EYVIYY—5—q)) —6, 7—YERO-5H-320ORVH [b]
PYsy

2—/s/00—-4—- (E)3xYv—-5—-4a4J)) —6, 7T—-YeRO—-5H-

voaRvy [b]l EYYY (70mg) . (3—=7)740EYYY—-2—
AI) X% /=)L (46mg) ., t—Bu—X—Phos (31mg) . P
d, (dba) 3-CHC 15 (19mg) . kBt>vA (295mg) IZh
LT (3mL) ZMA. SXBEEWERS LE. ArFBEST. 100
CICTSRARH L, RIBEEMZZERICEL. BFERT FILZMAHBRL
Jetd, Y a—bMASLETV. BETTARELRE L, BENES Y AT
WAZLo0O%NIZT74—THHEL, ERILE® (4 Tmg) ZABERK
& LTE~,

[MS (ESI) m/z 323. 4 (M+H) +]

EREFI27 2—[ (3, 5=97)L740EY)IV—2—q)L) X rFI]
—4— (KYITVY=5—-4)) —6, 7T=YERO-5H=Y/ORVH
[bl VDY

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(3, 6=27)40EYIYY—2—4)L) X% /)—IzxAWVWT, ElE
MaEHEEkRE LTHEE,
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[0028]

[MS (ESI1) m/z 341, 3 (M+H) +]
EFHEFHI28 2— [ (6—AFIEYI =2 —AJ)L) XrFI] —4— (
YIS —-5—AJ)) —6, 7—JRO-5H-—-y7ORVHY [b] ¥

)y

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(B—XFIEYIY—2—4)L) X% /—)EAWVT, ERLEWEAE
MERE LTHERE,

[MS (ES 1) m/z 319. 4 (M+H) +]
E=HEF29 2— ({[4— (EYIYY—5—-4)L) —6, 7—YE RO
—5H—->70RVY [bIEYIV—2—A4)L] ZFS} XFI) £/

v
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
FINV=2—ANAX5/—LERWT, ERteezatEke LTEL
[MS (ESI) m/z 425, 5 (M+H) +]
EHEFISI0 2— [ (5—)A0EYI Y —3—q)L) XbFS] —4—
(YT —5—4)l) —6, 7=V RO-5H->0ORV% [b]
gy
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(5—=7040EY)YY=3—4JL) X% /—ILExAWVT, ERbtEWeEH
R E LTHx.
[MS (ESI) m/z 323. 4 (M+H) +]
EEFI3 1T 2—[ (B—AFNEYIY—3—qJ) XAbFT] —4— (
EYVIYVY—-5—Aq)) =6, 7—=YERA-5H-7O0RVHY [b] ¥

Yy
EHEGI1 1 OTRR2ICELERERICEY. RYIJILTZILOA=ILORDY I
(B—AFIEYIY—3—AJ)) X% /)—ILEBVT, EILEMarER
SHRYE L TE T,
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[MS (ESI)m/z 319. 4 (M+H) +]

EREFI32 2—[ (3=—)a40BYIV—4—A)) XbFP] —4-—
(YIS —5—=4)l) =6, 7=V RO=-5H-=>40O0RV% [b]
| =) %

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(3=704nEY)YY—4—4)L) X% /)—ILEAWVT, ERbtEWEH
BMARE LTHEE,

[MS (ESI) m/z 323. 3 (M+H) +]

EHEI33 2— [ (2=—>7070BNLEYI Y —4—q4)L) XA RFS]
—4— (EYIYy—=—5—4J)L) —6, 7—kRO-5H-—-40RV%
(bl KUY

[T#1] 2-2070BLEYIY—4—HILRVEEXFILOBLE
2—0OOEY Yy —4—-HILRVEAFI (200mg) ., /070
EilrrovEg (150mg) . PdC1l, (PCy3) , (172mg) . YV
BBhUoL (742mg) IChILITY (0. 9mL) ZMMA. HXEEYWE
ArFHEST. TO0CICTRERREH L, RISEEMZ=RICEL. BFEg
IFILEMAEBRL, 54 MTREBL., BETTREAMRE L, BEY
T VATNAZLIATRNTZ T4 —THRL. ZFEEkEd®W (218mg
) EEEHRME LTEE,
[T#2] (2—=>07QELEYIY—4—q)L) X5 ) —ILDELE
2—-2070BELEY Y —4—-RIKRVEBAFIL (218mg) DX
5/—J)L (8mL) BRIC. ArFHESKT. NaBH, (140mg) Zix
C ERICTIREER L, RIGEEMICK, BT FIL2MA. HMHBRIEE
To7c. BMEERMBIEKTHEEL, KRBT N) DLTEZEL, KA
L7, RETTABREZREL. BEBWMZY Y ATSIVAZLIOYNT S
714 —TREL, ERLLEaY (5 1mg) ZRFERIRYE L TEL,
[T#3] 2= [ (2=>207AELEYYY—4—A)L) A RFT] —
4—- (BYzyv—-5—-4J)l) —6, 7—YkeRO-5H-s0RVHY [
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bl EVYYDELE
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(2=>707AELEYYY—4—q)L) X% /- xAWVWT., ElkE
MERBHERE LTHE,
[MS (ESI1) m/z 345, 3 (M+H) +]
R34 4— (BYISTVV-—B—AJ)) —2— (FFT7xzv—2—4)
XhES) —6, 7=k RO-—56H=—270R% [b] KUI Y
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
FAT TV —2—4IXF5/—)LERAVT, ERtEWERRERKE LTH
7o
[MS (ESI1) m/z 310. 3 (M+H) +]
Em@ISS 2— [ (b—o00FFATzv—2—A4)L) XbFS] —4 —
(EYVIYY—5—q)) —6, 7—YERO-5H-320ORVH [b]
gy
EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(5—200FF7zv—2—4J) X% /—ILEAWVWT, ERbtEWEHE
BERKE L TER,
[MS (ES 1) m/z 344, 2 (M+H) +]

36 44— (2—AFIEVITV—5—-A)) —2— (BFYI>V—
2—AIXBRFY) —6, 7=V RO-5H-70RV% [b]1 EYY
v BRI

ERHEGIS DTRR2ICELLAEXICLY, 5—-TRAEEYD Y -3 —-F—IL
ORHYICE—TOE—2—AFILEYIPVE, 4— (2—AFILEYZX
JU—=5—q)) —2—(EYIV=2—A)AKFY) -6, T-YENR
A-5H->70RY% [b] EYYY (429mg) 2Tk, HZLEY
EEFBETFII (20mL) IAMRL. KATFTIN HCI /Et,0&Em® (
1. 48mL) #MMx. 0. SBEKATTE#RLEL, £UETEY%EIEE
L. BELEa&® (45 1mg) Z2HBMAERE LTHL,
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[MS (ESI) m/z 319. 4 (M+H) +]

TROMME CioHsN,O0-HCI1+0. 3H,0&LT

tEfE (%) C:63. 35 H:5. 48 N:15, 55

=RE (%) C:63. 26 H:5, 35 N:15. 39
EFI37 5—-[2— (BYIv—2—A)XbFY) =6, 7T=-VER
O—5H—->0ORYS [bI1EYSY—4—qN]EYIIV—2—H)
il S 19| VR -1 7 3=
EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
DRHLYICE—-TAEEYIVY—-2—-HIKR=Z ) ILE, 5—[2— (E
)y —2—=q4IXIMFY) —6, 7T—YERO-5H-Ys0RV% [b
1EYSYy—4 -] EYVIYVY—2—-ALKR=ZbMYII (65mg) %15
foo BECEMEERRITFIIL (2mL) ITBHEL, KKATFTTIN HCI/
Et,0&® (0. 22mL) #iax. O. SHEEBEKATTHERLL, £k
YA RE L, BEEaY (63 mg) 2HBMAKE LTEL,

[MS (ES1) m/z 330. 3 (M+H) +]
EMFIS8 2— (RVINFFXY) —4— (2—AFIE)VII V-5 —
A)) =6, 7=k RO-5H=—sORVH [bI1 EYIY

[TRR1] 2—/s00—-4— (2—XAFILEYIZV-5—-4q)) —6, 7
—YeRO-5H-Y2ORVY [b] BYIVDELE

RHEGIS DTFRR2ICELAEICLY, 2— (BEYPry—2—4J)LAKF
¥) —4— (4, 4, 5, 5=FrSXFIL—-1, 3, 2-VUFFHKROS
v—2—4J)) —6, 7T—-YeRO-5H-Y0RV% [b] EVIVD
Rbyic2—so00—-4— (4, 4, 5, 5—Fr5AFI—1, 3, 2—
JHxHAOSU—-2—-4J)) —6, 7T—-TeRO-5H-IORVHY [
bl] EVYV A, 5—70FEN)Y V-3 —-—F—)ILOKHLYICE5—TOF—
2—AFIEYVIDVET, 4-VFFHY K (3/1) OKRDLYICTH
F/XK (3/1) #AWT, ZERtaWaatEke LTHEL,

[THR2] 2— (RUILAFY) —4— (2—AFLEYIYY-5—4
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V) —6, 7T—YeRO-5H=-Y70RY% [b] BT VDiE
G 1TOIR2ICELCEAEICEY, 2—2rv00—-4— (BYIYY
—5—4J) —6, 7T—-YERO-5H—sORVY [b] EYT VDR
byic2—s00—-4— (2—XFILEYIYY—=-5-9J)) —6, 7T—-Y
ERA-5H—-Y70ORY% [b] EYYV%E NaO—t—BudihY
WKikBEtEY Y LAERAVWT, ERtemEzatERe L TER,

[MS (ESI) m/z 318. 3 (M+H) +]
EREHII9 2— [ (6—N740EYIY—2—q)L) AbFT] —4—
(2—XFNEYZIYVY—-5—4)l) =6, 7=YERO-5H->20OR
vy [bl EVIY

2—o0O0—4— (2—XAFNWEYZIYV-5—-1J)) —6, 7T—YENR
O-5H—->70RY% [b]l] EYYY (100mg) . (6—7i#40OK
J)ov—2—=4)) A5 /=)L (62mg) ., t—Bu—X—Phos (4
Tmg) . NaO—t—Bu (78mg) ., Pd, (dba) ;- CHC |,
25mg) . MS4AICMILIY (2mL) #Mx. YKEEWERSLE
%, ArFEKT. 100CICTAERE L. RIGEEMEZERICEL
EFRIFILEMAFRLULE. 254 FTERBL., BETTAEAREL
Teo BEBWES)ASNAS LAY NI S 74 —THEL. EXZLEY (
22mg) #EEHERE LTHEL

[MS (ESI)m/z 337. 4 (M+H) +]
EHEHI40 2— [ (5—N740EYIY—2—q)L) AbFP] —4—
(2—XFNEYZIYVY—-5—4)l) =6, 7=YERO-5H->20OR
vH (bl BYVYY BREE

RREGI3 QICEKELEFRICEY, (6—70A0EBYIY—2—q)L) X
& =ILDRHLYIC (5—20A0EY Y —2—4)L) X&) —)LEAWV
T, 2= [ (5=7#0EYIY—=2—q)L) XbFP] —4— (2—-X%
FLEYIVY—-5—-qJ)) —6, 7T-YeRAO-5H-70ORV% [b
1YY (46mg) &FTk,
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[0029]

[MS (ESI)m/z 337. 4 (M+H) +]

L LEWEFBRIFIL (2. 6mL) AL, KATFTTIN HCI
JEt,08% (0. 137mL) #mMA. O. SHRRENCATTHEELE, &
Ctrii @i L. REEYW (24mg) ZEREMERE LTH,
[MS (ESI)m/z 337. 4 (M+H) +]
EHEHI41 2— [ (3—N740EYIY—2—q)L) AbFT] —4—
(2—XFNEYZIYVY—-5—4)l) =6, 7=YERO-5H->20OR
vy (bl VDY

RREGI3 QICEKELEFRICEY, (6—70A0EBYIY—2—q)L) X
& =ILDRHYIC (3—=20A0EY IV —2—4)L) X&) —)LEAV
T. ERtbemezatehRe LTEL

[MS (ESI)m/z 337. 4 (M+H) +]
EfEFI42 2—[ (3, 5=y7)4A0EEY)TV—2—q)l) A bF]

—4— (2 XFNEVIIY=5—A)V) =6, 7-YERO-B6H=-¥

oORVS [bl EYSY

RREGI3 QICEKELEFRICEY, (6—70A0EBYIY—2—q)L) X
H)—=ILORHLYIZ (3, 5=U7)LAOEYIY—2—4)L) X5 /=)
ERAWT, ERtemeatmRe LTEL
[MS (ESI) m/z 355. 4 (M+H) +]

EREFIA43 2—[ (3, 6=I72)L740EY)IV—2—q)L) X r£T]

—4— (2 XFNEYITY—5—4)) —6, 7—YELRO-B6H-%

2ORVE [b]l VT

RREGI3 QICEKELEFRICEY, (6—70A0EBYIY—2—q)L) X
& /=ILDORHYIC (3, 6= 7)L40EYTIY—2—q)) x5 /=)
ERAWT, ERtemeatmRe LTEL
[MS (ES1) m/z 355. 3 (M+H) +]

Efef44 5— {2—[ (3, 5=27070EY)VI>—2—4)L) Xb

*o] -6, 7-YRAO-5H—-ARYSY [b] VIV —4—-4)L
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} BYIIV—2—HIER=ZKYJL

[T#&1] 2, 4—2/00-6, 7—-YkRO-5H->270RV4% [b
1YY 1—2%2 ROELE

2, 4—-y/snOo-6, 7-YeRkO-5H-v70R>% [b]l EYY

v (1g) ®CH,C 1, (20mL) B&KICM—CPBA (with ab
s. 25% water) (1. 699g) #MMA. ERICT2 4B5RER
L. RIGEEYICHBR T FIL. REBKRF M) D LKER. FAREBT
Vo LKAREMAZ., HBREZT >, AREZEKMES N UV ATE
BL. BBLAEE BRETTAREARE L, BENESYATVAT LY
OYhI574—THEHEL, FkEdt (852mg) Z2HBMAKRELTHE
7=
[T#2] 4—s00—-2—- [ (3, 5=y7.40E)YY—-2—-1))
Ar*S] —6, 7—YbRO-5H-—Y20ORV% [b] YT rpEE
2, 4—>r/onno—-6, 7-YekrfO-5H->/70RV% [b] EYY
Y 1=ZF%YK (200mg) . (3, 65=27i40EYYY—-2—4
W) X9 —)L (185mg) ICTHF (8mL) A#MA. I5IKATT
NaH (60%, dispersion in oil) (59mg) &
Z. BRICTIFEE#HR L, TOR, KATFT=ELEY > (175mg)
ZMA. 3 0@ L, RVEEGICKEEKERT M) D LIKEBER, K
BT FILZINA., HMHEBREEZIT o, BREZEKWEET ) D LTERE
L. IBBLEE BRETTAREZRELL, BEBWMEZL Y AT IVAZ LSO
YNhTZT74—TREHEL, ZFiEW (63 mg) 2HEBHMARE LTHEL,
[T#3] 2= [ (3, 5=y7040BYYY—2—q)) A RFT] —
6, 7—YkERO-5H->s0/RV4% [b] EVYY—4—F—)LDBE
4—on00—2-—[ (3, 5=y704A0EY)DY—2—1)L) A FY
] -6, 7-YeRO-5H->y70RV% [b] EYYY (62mg) .
KERIEH )DL (29mg) . Pd, (dba) 3 (1T0Omg) . t—Bu-—
X—Phos (9mg) . 1, 4—F#%3> (I1mL) . K (1TmL)
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EA. BZEEM R LE. ArFEKT. 100TCICT 1 oEER
L7ce RIGEEMEZRICEL., BFRTFILZMAFMLUE, BET7VE
ZOLKBER, KemA, #MbREEzTo7, BREBZEKRESN) DA
THEBRL, BBLEE BETTAEREZRELE, BEMEZ)ATILAS
LOOX NS 74 —THREL, ZELaY (6 7Tmg) aZRBERRYE
L TF7

[T#4] M) 740X YRR VEE2— [ (3, 5—Y7i4A0EY
Ty=2—=4)) AFT] -6, 7T-YeRO-5H-YOXRY% [b
1 EYVSy—4—A gk

2— [ (3, 5=yo)iAnEY)YY—2—14)L) XbF>] —6, 7—
e RO-5H-Y/0RY% [b] EYYY—4—F—)L (65mg) D
CH,C 1, (2mL) ARICE tsN (5. 3mL) ZMALE. TFf,NP
h (92mg). DMAP (3mg) ZMA. ERICT2RKERITELE, K
IEEWIC. K BRI FILEMA. HEREZITo%, BREZRNRIE
KTHEL., HKWEFN)DLTEEL, BBLAEE BETTREZR
Ll BEMESYATFNVAZLIOX NI S 74 —TREL, ERELE
 (70mg) %57k,

[T#5] 56— {2— [ (3, 6= 740 Y —2—-4J)L) Ab+F
¥] —-6, 7T-YeRO-5H->Y70RXRY% [b] EYIY—4—A)L}
E)IYY—2—-ALKRZM)IILOEE

M) ZAOASVRNEKRVEE2—- [ (3, 5—Y 740 r-2
—q4)I) AbFP] —6, 7T-YkRO-5H-Y70RV% [b] EYY
v—4—4)L (50mg). 5— (4, 4, 5, 5—=FrSXF)L—-1, 3
, 2=IFFHROSV—2—-aI) EVIIVV—-2—-RIKR=ZFYIL (3
Tmg). Pd (dppf) Cl,-CH,CIl, (10mg) . &xBAHYILA
(50mg) IC1, 4=UAFHY K (371) (ITmL) ZMIA. HX
BEMZRILEE. ArFHSIT. 70CIKTT1RER®RLE, RBVES
MAEERICELAE., K BRI FLANMA. MHEEETo L, BHES
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WOKTEE ST N VATEIRL, BBLAR. BETCTRELRE L, BSR
MEa YV ATNAZ LAY NI S 74 —TREL., EFEELE®W (3 1mg
) =HBEKE LTHEL,

[MS (ESI) m/z 366. 3 (M+H) +]
EMEFIA4E 2— [ (B—AFNEYIV—2—q)L) XbFI] —4— (
2—XFIEYIIV—=5—-A)) =6, 7=V RA-L5H=-AaRY
4 [b]l EYYY BREIE

2—o0O0—4— (2—XAFNWEYZIYV-5—-1J)) —6, 7T—YENR
O-5H—->70RY% [b]l] EYTYY (100mg) . (6—XFILEY
Jv—=2—4N) A5 /—) (62mg), t—Bu—X—Phos (55
mg) . kBt YL (398mg) ., Pd, (dba) ;- CHC 1; (34
mg) ICKhILIY (2. 2mL) ZMMA, HZEEWERTJ LR ArSE
EST. 100CIKT6RAEABE®RLE, RIBEEMZEERICRL. BT F
WEMZERLUEE, 54 bTRBAL, BETTARERE L, BEW
) ATNAZLIOXNTIZT74—THREL, 2— [ (6—XFILE
Iv—=2—4I)) XhFY] —4—- (2= AFNE)IIV-5—-AJ) —
6, 7—-YkeRkO-5H->/0xRV% [b]l EYYY (49mg) 5Bk
o HEELEMEEBIFIL (2mL) ICAEL, KETFTIN HCIE
t,0M (0. 147mL) #MA. 3BRIKATCHEM LA, £UEFH
MaRE L., ZERLEW (43 mg) ZABHERE LTHE,

[MS (ESI) m/z 333. 4 (M+H) +]
Eef46 6— ({[4— (2 AFNEYIIV—-5E—-AJ)) —6, 7
—JERO-6H—-270ORVY [b] EVIV=2—A)L] AF} XF
W) BV —2—HIKR=ZFYI

RHEGI8 DIRRAICELLAEILLY, 2—-7)40-3 -3 —KFEYY
YORDLYILE—TOE—2—-XAFLEYIVVERWT, EZLENES
7=

[MS (ESI1) m/z 344, 4 (M+H) +]
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EHEFI4T7 6— ({[4— (2—XFNLEYVZIIOV-=5—-4A)) —6, 7
—YERO=5H=-22aRVS [b] EYIV—2—A )] FF} XF

W) BV =3 —HIKR=ZRYI

2—o0O0—4— (2—XAFNWEYZIYV-5—-1J)) —6, 7T—YENR
O-5H->70RY% [b] EYYY (100mg) . 6— (EROFY
XFI) EVIY=3—-hAIKR=FYI (57mg) . t—Bu—X—Ph
os (55mg) . KBt YA (398mg) ., Pd, (dba) ;- CH
Cls; (34mg) IChILTY (2. 2mL) A, HHREEWERSLE
%, ArFEKT. 100CICTERREERLE, RBREEMEERICEL
EBIFLEMAFRULE. 254 FTERBL., BETTARELZREL
Teo BEBWES)ASNAS LAY NI S 74 —THEL. EXZLEY (
30mg) ZHBMARE LTHEL,

[MS (ESI1) m/z 344, 4 (M+H) +]
EHEFI48 5— {2— [ (6—0AOEYTV—2—q4)) X bFT]
—6, 7=k RO-56H-—v2aARVY [bIEYTIY—4—4q)l} EY

SVV—2—HANKR=ZPYI

[T#&1] 56— (2—400-6, 7—YkRkO-5H-v20RV% [b
1BV Y—4—q)L) EYIVV-2—-AILKRZMN)ILOEE
EREGT1TOIRIICELCLEBERICLY, EYITVY-5—-—q)LROVEE
ODRHYICE— (4, 4, 5, 5—F I SAFIL—-1, 3, 2=IYFFHR
AOSY—2—A4J) EVIVV—2—-ALRZNYLERBWT, ERBLEY
5T,

[T#2] 5— {2—[(6—7)a40EYTYY—=2—1JL) A bF] —
6, 7-YeRO-5H-Ys0RY% [b]l EYYY—4—4q)L} EYZX
IV —=2—-AIR=ZN)ILOELE

EREHI4 TICKELLEFERICEY, 2—00—-4— (2—XFILEYIY
v—5—4J)) —6, 7T-YERO-5H-Y2ORV% [b] EYSVD

KbHbyicb— (2—2700—-6, 7—YeRO-5H-=-27a°RV% [b]
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BYSv—4—4A)) EYITVU-2—-HIKR=ZK Y%A, 6— (EFOF
UAFIV) BTV =3 —-AILR=ZM)ILOKRDLYIC (6—7i40E)Y
v=2—4)) X5/ —ILERWT, FREMEEBEMARE LTEE,
[MS (ESI) m/z 348. 3 (M+H) +]

EREFI49 5— {2— [ (5—=2)748EYIY—2—q)L) X £I]
—6, 7=k RO-5H-—v27aARVY [b]EYTIv—4—4q)l} EY

SVV=2—AIKR=_bYIL

EHEGI4 8DTR2ICELEAEZICLY, (6—740FYY Y —2—
AI) A5/ —=ILDOKDLYIC (B—7)4a0E)DY—2—4)L) £A4/)—
WeRAWT, ERlbaEMezaa@t s LTExL,

[MS (ESI1) m/z 348. 4 (M+H) +]
EEFHIS0 5— {2— [ (3—=—0AQOEYIV—2—q4)L) X bFP]
—6, 7—YERO-5H=-2ORVH [b]l EYTYv—4—q)} EY

SVV—2—-HILEKRZP Y

[T#R1] 4—/s00-2—- [ (3—27/.740EYYY—2—-9J)L) Ab+F
v] —6, 7=YERO-5H-ys0RV% [b] EYYYDHEE
=G4 4 DTR2ICELEAEICEY, (3, 5—v7.40E)I Y
—2—4J)) XF/=ILDORDLYIC (3—T)4AEYI Y —=2—1)L) X
5/ —IERWT, ERteWzaEmiRe LTEL,

[T#E2] 2—- [ (3—2NA0OEYYY—2—14)) X EFY] -6, 7
—JeERO-5H-270RV% [b] EYVI V-4 —F—)LORE
EHEH4 4DTRIICELEAEICEY., 4—v0o0—2—-[ (3, 5—
vonAnE)Irv—2—4)) AhFY] -6, 7T-YERO-5H-Y
saORVEy [b]l EYYvoRbYiIL4—s0O0—-2— [ (3—27040FE
)ov—2—4)) AbFY] —6, 7T—kRkO-5H-Y70RV% [
bl EVYVZzAWT, ERbEMezaeERt s LTEE,

[TFE3] MY ZLAOX Y 2NEVEE2— [ (3—7/40E) DY —
2—4)) AhFY] -6, 7T-YERO-5H-270RV% [b] EY




WO 2014/034898 74 PCT/JP2013/073438

-4 -1 DORE

2— [ (3=7i40EYYY—2—14)L) XbFP] —6, 7T—YENR
O-5H—->50RY% [b]l] EYYY—4—-F—)L (157mg) . 2,
6—ILFTY (0. T1TmL) OCH,C 1, (6mL) BAKRICKATTT f,
O (0. 12mL) A#ix. ERICT1EEE#RLE. RIGEEWICK, E
t, OZMA., HBREEZTVL., ERELZRNBIRKTHSE L., HEKREEF b
VO LTERL, BBLEE BETTARERELE, BREBWES ) AY
WAZLIAY NI ST 4 —THRAEL, EELE% (220mg) 2EEH
K& LTiEk,

[T#84] 56— {2—= [ (3—=7040BYYY—2—q)) A RFT] —
6, 7—-YeRA-5H->Y0RV% [b]l EYYY—4—q)} EYXI
Ty —2—-RIRZN)ILDOELE

EHEGI4 4ADTIREICELKLAERICLY, N TLAOXY Y RILKVEE
2—[ (3, 6=yY7040EY)IY—=2—1)L) Ar*>¥] -6, 7=V
ERO-5H-70XRV% [b] EYSY—4—-ALDROYITKY) T
FZAXYVANKVEB2—- [ (3—=71L7478E)DY—2—14)L) A FY
] -6, 7-YkRO-5H-Y70ORVS [b] EYVIY—4—A)%,
5— (4, 4, 5, 5=FhrZAFL—1, 3, 2=UAFHAROZV -2
—qI) EVIPU—-2—-RILKR=ZMJILOKRDLYICE— (4, 4, 5, 5
—FRIAFIN—-1, 3, 2=VFFHFROZV—-2—-1)L) EYITPV-—
2—RHIR=ZBMNYILAWT, EiRbEMzaeEts LTEx,

[MS (ESI) m/z 348. 3 (M+H) +]

[0030] MBS 1 65— {(2—-[(6=SF/EYIV—2—A)L) XbFS] =
6, 7—YERA-BH=->/ARVH [b1 EYIY—4—-q)} EYI
y—2—HNKRZLYJ

RHEGI8 DIRRAICELLAEILLY, 2—-7)40-3 -3 —KFEYY
YORDLYICE—TOFEEYIVY—2-ALR=ZMNYILERWT, EiE
aMEFE,
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[MS (ESI) m/z 355. 3 (M+H) +]
LIS 2 6— ({[4—- (2=-FI/EYITV—-6E—-q)) —6, 7
—JERO-6H—-270ORVY [b] EVIV=2—A)L] AF} XF
W) BV —2—-HIKR=ZbrYI EFEE
RHEGI8 DIRRAICELLAEILLY, 2—-7)40-3 -3 —KFEYY
YORDLYICE-TAEEYIVY-2-TIVERWT, 6— ({[4-
(2—-73X/EBYXZYY—-5—4J)V) —6, 7T—YERO-5H->s0OR
V8 [b]l EVYY—2—4)L] FF2} XFI) EVDV—2—-AIK=
MY (46mg) %187,
[MS (ES 1) m/z 345. 4 (M+H) +]
LELEYWEEL,O0 (2. 6mL) (FML., TN HCI /Et,0&
W (0. 134mL) A, O. SEREEHLE, £ UAFHYAEIRERL
ZbE® (4 Tmg) ZHEBMARE LTEL,
[MS (ESI) m/z 345. 4 (M+H) +]
EWFEIS3 4—- (K59 —2—-q)) —2— (BEYIV—2—-A4)LXb
¥v) =6, 7=k RO-5H=-370RV4 [b]l EYTY GG
4—s00—-2—- (BEYVYY—-2—A4)LANFY) —6, 7T—-2kRO-
SH—7aRY% [b]l EYYY (60mg) . 2— (MJTFILRYY
Z)) ESYY (211mg) ., Pd (PPh3) , (88mg) ICDMF (
0. 9mL) Z#MA., HKEEWETAM 7OV —TRIBEETT180TCIC
T30NERIE L, RINEGMEERICE LK. BRI FILAMARBR
L. €54 hTIRBL., BETTBREEZRELE, BEWMESYATILAS
LAY NIZT74—THREL, 4— (ES5YVv-2—-aJ)) —2— (EY
VU=2—=A)XPMFY) =6, 7T=YERO-5H-Y70ORVH [b]
EUTY (94mg) %187k, YbEWMEHBIFIL (3mL) ([TAREL
.KAFTIN HCI /Et,0&®K (0. 3mL) #iMA. 28@EKAT
THEB LU, £CMEYERIRL, EiRba (86mg) ZHBMKRE
L THF
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[MS (ESI) m/z 305. 2 (M+H) +]

TERIWME C,sH, ¢ N,O0-HCI1+0. 8H,0&LT

tEfE (%) C:60. 86 H:5. 28 N:15, 77

=RE (%) C:60. 84 H:5, 18 N:15. 57
EEFI54 6—[2— (BYISV—2—A)XbFY) =6, 7T=VER
O—5H—->0ORYY [bI1EYSY—A4—-qN] ESTY—2—-RH)K
— by EERIE

[TF#R1] 4— (6—2O00OESYY—2—q)) —2— (EYYr—2—
AIARFY) =6, 7T-YERO-5H-Y20RY% [b] EYTUD
SIS
EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
DRHLYIC2, 6—-2/00ESYYERAWVWT, ERbLEMERTK,
[T#2] 6—[2— (BEYYr—2—q4)LAMFY) —6, 7T—2ERO
—5H—v 0ORY% [b]l] EVYY—4—q)L] ESVY—2—-HIKR=Z
ML IRERIBORIE

4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
¥v) —6, 7T-YeRO-5H-Y20RY% [b]I1 EYYY (100m
g9). Pd (dppf) Cl,-CH,Cl, (24mg) . 7 Emsh (2
Tmg) . BAMEK (2mg) ICDMF (2mL) Z#Mx. YZBEEWE~
4707z —7RIGEETI 90CICTI1BEARIKBLE, RIGEEYMZER
IR L7, K BT FILENA. HMBRELITo R, BHRE% BKRE
FTRUDLTEREL, BBLEE BETTABEZRELE, BEWMES )
ATNAZLI)AYRNTZT74—THERL, 6— [2—- (E)Prv—-2—41
WA REY) —6, 7T-YbERO-5H-Y/70RV% [b]l EBYTv—4
—AIL] ESYVY—2—hAIKR=ZbMYJ (16mg) %5k, HbLEWsE
BT F)L (1TmL) I[TBBL. KATFTIN HCI Et,0&%K (0.
0556mL) #mMA. 0. SERENATTHEE LA, £LLTEMEZRIRL
=elta” (18mg) Z2EEMEKRE LTHEL,
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[MS (ESI) m/z 330. 3 (M+H) +]
EWHISS 2— {6—[2— (VI —2—A)AF) —6, 7 —
e RO-5H-—>7aR 4 [b]l] YUY -4 )] ESIV—2—

A )} 7Oy —2—F—)L
[TFE1] 6—[2— (EYYY—2—AILAINFY) —6, T—ER
O—5H—-Y20OR>% [b]l] EYYYy—4—q4 )] ESTVV—2—HIKR

VBRI FILDOELE

4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
F¥v) —6, 7—-YeRO-5H->s0RY% [b] EYTY (170m
g). Pd (dppf) Cl,-CH,C1,(32mg)., DIPEA (0.
26mL) x4 /—J) (2. 5mL) ., DMF (2. 5mL) &&KIZ, —
BILRARFEIT. 100 CICTRERR L, RINEEHMEERICRL.
Et,0&2mMAHERLEE. €54 NTRBL, BRETTRELEZRELEL, &
BWaES VATV AZLIOTNT T 714 —THERL, Z&tEY (66m
9) %187,

[Ti22] 2— {6— [2— (EUYY—2—A A FY) —6, T-F
ERO-5H-Y70RXRY% [b] EYYY—4—-aq)] ESYY—-2—4
LY Tany -2 —F—)LDsE

6— [2— (BYYY—2—aA)AIMFY) —6, 7T—2EERO-5H-—-
2OV [bl EVSY—4—q4)] ESVV—2—-RIKRVEBIFI
(66mg) MTHF (3. 5mL) AKICA r FEKT. KB TFTXAFIL
NTFRYOLI—YRDEt,08K (0. 83mL) ZETFL., =RICTS
FRRER® L, RIGREWICK, BT F L 2MA, MR FEET>, &
BEAMKRET N DLTEIREL, BBLAR. BETTAEARELL
o BEBMELYATINASLIORNIZ 71 —THEL., ZRtLEaY (5
mg) ZEEBHERE LTHEL

[MS (ESI1) m/z 363. 4 (M+H) +]
Eef56 6—[ ({4—[6— (EROFIXFI) ESTVV—2—4
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V] =6, 7=k RO—5H—-50ORVHY [b] EVI>V—2—4 )L}
ZFI) AFN]I VOV =2 —HIKR=ZRY I

6— ({[4— (4, 4, 5, 5=FrSAFNL—-1, 3, 2=-VHFxYH
AOSY—2—-4J) —6, 7—YkerRO-5H->90/KRV4% [b] EY
Cv=—2—AN] FFT] AFI EYVIV=2-HIKR=FYI (100
mg). (6—200EZSYY—2—4)L) A% /—JL (46mg) . Pd,
(dba) ; (12mg) . S—Phos (22mg) . REEHYZIL (11
Omg) IZ1, 4=2FFH>Y /K (3/71) (4mL) ZMA. HZRE
MEBRSLI<E. ArSHST. 100CICT2EEERLL, RINEESY
EERICEL. K BEBRIFILEMA, HMHERELITo . BHE%E KR
BF M) ILTREL, KALELE BETTEEEZRELE, BBYWESY
VATZNAS LAY NI S 74 —THEL., ZERbaY (72mg) &2H
BMARE LTHEE,

[MS (ESI) m/z 360. 3 (M+H) +]
EMFEIS 7 66— ({[4— (6—XFNESTIV—2—q)) =6, 7—
JebRO-—BbH=-70RVY [bI1EYS V=2 —AN] X} AFI
) BV —2—HIKR=ZbYJ

RREGIS 6ICELCEFRICEY, (6—200EBZYY—2—AJ) X%
J=IOKHYIC2-700-6—XFIESTVERWT, ZREtbEME
HEHmRE LTHEL,

[MS (ESI1) m/z 344, 3 (M+H) +]
EHEFISE8 4— (3—)FO0T71T=)) —2— (KUY —2—A )L X
b)) —6, 7—JkRO-5H—=—>7O0RV4% [b] YTV
4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
S5H-—v/70ORY% [b] EYYY (100mg) . (3—7/407x=
J) ROovEe (70mg) . Pd (OAc) , (1. 7Tmg) . X—Phos
(7. 3mg) . REEHY™SDL (106mg) ICTH/—J) (1. 9mL)
EMA. BZEEMEHmIL2E. ArFEKT. 95 CICT2KERHL
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[0031]

Teo RINEEWEZRICRL. BT FILZMAKBRLIE. 514 M TR
WL, BETTAEZRELE, BEBWMES ) ATV AZLoOXNIT ST
1 —CHHEL., REka®w (106mg) ZHBENKE L THEE,

[MS (ESI1) m/z 322. 3 (M+H) +]

EHFS9 44— (4—)FO0T7T=)) —2— (KUY —2—A )L X

b¥2) —6, 7—YERO-5H-—->ORVHY [b] EYIY

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HYIL (4—70407xz=)b) ROVERERAWT, ERtEWaE~R—Y
MERELTERL,

[MS (ESI) m/z 321. 2 (M+H) +]

EREFHIE0 4— (A—XFFxZ)) —2— (BYIV—=—2—A)LXb

Fv) =6, 7=k RO-5H=-370RV4 [b] EYIY

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HUYIZ (4—XFI7xZ)L) ROVEERAWT, ERtEawasAtemie
L TF7
[MS (ESI1) m/z 317. 3 (M+H) +]

EfEF61 2— (EVIV—2 )X FY) —4— [3— ()T

ZOXFI) 72x=)L] —6, 7—TkRO-—-5H-—->20/R>4% [b]l K

)oY

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HYIZ [3— (MJZi740X4AFIL) Zz=)L] RAOVEEZRAWT, &k
amEEamRYE L TEx,

[MS (ES 1) m/z 372. 2 (M+H) +]

EfEFI62 2— (BEVIY—2—A)LAXbFY) —4—-[2— (bYT)

AZOXFII) 72x=)L] —6, 7—IJkRO-6H—=—>270KRV4 [b]l ¥

Ty
EHEHDS SICHELAEICLY., (3—7)4A07x=)L) RAOVEEOR
bylc [2— (MY 7)zdBAFIL) 7xZ)L] ARAVEEZRAWT, ZEE
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amEEamRYE L TEx,

[MS (ES 1) m/z 371. 2 (M+H) +]

EEFI63 4— (3—=pOTI=)) —2— (BEYIV—2—-A)LXAb
X)) —6, 7-JERO-BH- 70XV [b]1EYIY

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
byl [ (3—=bO7zz)L) ROVEEEAWT, EZLEWEAEHKR
& LTE~,

[MS (ES 1) m/z 349. 3 (M+H) +]
EEFI64 4— (3—7)FO0—4—XFNITIZ)) —2— (BYTY
—2—AJAPFS) =6, 7T=YERO-—B5H-=->70RY% [b] EY

\

>

EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
ORHYICA—TOFE—2—7)A0-1 = AFIRVEVERWVWT, &3
temaB\emikme LTEx,

[MS (ES1) m/z 335. 3 (M+H) +]

EEFI6S 4— (3—JNFO-—5—XFNNTzZ)) —2— (BEYTv
—2—A)XPEY) —6, 7T=VYERA-DBH-=-/0RV4 [b] EY

\

>

EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
ORHYICT—TOE-—3—7)A0-5—AFIRVEVERAWVWT, &3
ftameEReEmRe LTH%,

[MS (ES1) m/z 335. 4 (M+H) +]

EHEFI66 2—)F0—4—[2— (BYIV—2—AIA FY) —
6, 7=YERAO-5H=—3ORVY [b]IEYIY—4—A )] RVY
g D%

EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
ORHLYICA—TOFE—2—-7)0F40RVYYZMNJILERVWT, ZLLEY
EHBMERE LTEL,
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[MS (ESI) m/z 346. 3 (M+H) +]
EHEFIE6T 2—2)za0—-4— [2— (BYIV—2—A)LAMFY) —
6, 7—-kERO-6H-—-Y/7ORY4Y [b] EYUYYy—4 -] RV

ZIR

2—-70FA0-4—-[2— (BEYYV—2—AILAINFY) —6, T—
ERO-5H->o0RV% [b]l] EYSY—4—q4)L] RV (
25mg) iCtert—7%/—J)L (1mL) ZMZA. ISHICTILIFHEH
7vilbkAh Y oL GRARIE) #MA. 95 CICTRERRE#RLE, RIVEEY%
ERICRL. BT FILEAMAFBRUALKE, €514 FTRBAL., BETTHA
WARE L, BEBMELYASLASLIOXNITST7 1 —TREL, 2
eE (15mg) ZABMARE LTHEE,

[MS (ESI) m/z 364. 3 (M+H) +]
EEFI68 3—NA0-—5—=—[2— (BEYIv—2—ANXIF) =
6, 7—YERAO-B5H=-Y/ARV4 [b1EYISY—4—q)] T/

—)
ERE7OIRTICLYERLEMEREMRE LTHEE,
[MS (ES1) m/z 337. 3 (M+H) *]
EFI6 9 XHYVRIVKVEEI —J)NAD0—-5—[2— (K)I>—2 —
AIAPFY) —6, 7=k RO-5H-—70RVY [blEYS V-
4—A4)] 7))L
3—7lFn0-5—-[2—- (BEYYv—2—-AILANFY) —6, T—T
ErO-5H->70RV% [b]l EYVIYY—4—4)] 7x2/—)L (16
mg) WCH,C 1, (1mL) A®RICMsC | (0. 008mL) Z#MMXA.
ERICTRIIER Lz, RIGEEMEL ) AT VAT LIOR NI ST 14—
THRHEL, BEad (4mg) 2EEMRIE L THL,
[MS (ESI) m/z 415, 3 (M+H) +]
EREFEITO 4— (3, 4= APETTIoN) —2— (BYPY—-2—
AIWNABRFY) —6, 7T—JkRAO-5H—-—>7O0KRVY [b] YTV
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[0032]

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HYIL (3, 4=IUAMF2T7IZ)) ROVEERWT, EERLEWeE
Bl E LTEL,

[MS (ES1) m/z 363. 3 (M+H) +]

EREFI7 1 4— (B=AFIEYIV—2—-q)L) —2— (BYI>v =2

—AIARFY) =6, 7T=SERO-BH-=-70O0RVS [b]1 EYVTY

4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
BH—->/ORv% [b] EYYY (100mg) . 5—XAFIL—2— (b
DTFIRG V=) BEYSy (146mg), Pd (PPh;) 4, (44m
g) ICDMF (0. 5mL) Z#mMA. HZEEWEA r SEKT. ¥4 470
VI—TRIBEEBETI60CICTIRKREARISLE, RBVNEEWZERICEL
7tk BFEETFLEMAERL, €54 PTRBL. BETTAREEZREL
oo BEBMAES VAT ASLIOX NI ST 4 —CHEL, EXLEY (
24mg) AEEHERE LTHEL

[MS (ESI) m/z 318. 3 (M+H) +]
EHEGI72 4— (B—XFIEYIV—2—q)) —2— (BYI>—2

—AIXBEFY) =6, 7=V RO-BH-S/70RVY [b] EYVIY

4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
BEH—>70RY% [bl1 EYYY (100mg) . 2—XFIL—6— (k
DTFIRG V=) EYSY (14T7mg), Pd (PPhy) , (44m
g) IC1, 4—=UFFHY (0. SmL) #MA. YHEAWEA r FHS
T, ¥4 709z —TRIBEET1 6 0CICT 1 HREARIGLE, RIGEEY
EERICR L BT FLEMARKRL, €541 FTREAL., BETT
AMEERELL, BREWES YA LASLIOR NI S 714 —TREL.
ZbE® (24mg) ZHEBMARE LTEL,
[MS (ESI1) m/z 318. 3 (M+H) +]
EEF T3 4— (2—)A0EYTV—4—-q)) —2— (BYT V-
2—AIABNFY) —6, 7=k RO-5H=—0RV% [b] EYY
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v
RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
byl (2—7040E) Yy —4—4)L) ROVEEERAWT, ZLEY
ZRBHMARE LTHEE,
[MS (ESI1) m/z 322. 3 (M+H) +]
Emwpl74 4— (OZv—2—4)) —2— (E)VT>V—2—-4)ILALF
¥) —6, 7=k RO—-5b5H-—>0RV% [b]l EYVIY
RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
bYIL75v—2—4)ROVEEAWVWT, ERtbaWzABEKE LTH
7=
[MS (ES 1) m/z 294. 3 (M+H) +]
EREFHITE 4— (1 =—XFJ—1TH=-KEA=)L—2—-A)L) =2— (EY
V=2 —A)ARFY) =6, 7T-VERO-5H—-/0OXRV% [b]
gy
EREHIT 2ICHELEFEICEY, 2—XFIL—6— (M) TFLRIVZ
L) BEYVIVORDYICT —XFIL—2— (MYTFILRAIYZI)) —1H
—EOo—ILERAWT, EREamaathRe L TER,
[MS (ESI1) m/z 306. 3 (M+H) +]
EfEHI76 3—[2— (KUY —2—AJLALFY) =6, 7T—VER
O—5H—-2/0ORYS [bIEYIV—4—Aq)] F/) >V
RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HDYIKF /) =3 —MILROVEBZRAWT, RRaWe~N—Y 180K
& LTE~,
[MS (ESI1) m/z 354, 3 (M+H) +]
EREF 7T 1 —XFN—6—[2— (EYVIV—2—qLAXIFY) —6
7—JERO-5H-—>70O0RVY [b]EYYY—4—q)L] —1H-—

N XA IGT =)
EHEFID SICKELEAEICLY., (3—72)407xzz)) ROVEEOR




WO 2014/034898 84 PCT/JP2013/073438

HBYICT—AFI—6— (4, 4, 5, 5—FrSAFIL—1, 3, 2—-

FFHAROSY—2—q)) —TH-RVZXLIFJ—)l (AL WO2

009,/14637%%88B, ) 2#Pd (0OAc) ,0fbYPd, (dba) ,

ERAWT, ERtemaeRemiyme L TEx,

[MS (ESI) m/z 357. 3 (M+H) +]

EREFIT8 1 —AFIN—-65—-—[2—- (EYIV—-2—ILXbFY) —6
7—YbbRO—-5H—->o0ORYy [b1EYIY—4—-4)] —1TH—

RYZAIHT—I) GG

RREHIS 8ICKELLFERICEY., (3—7.4A07xzZ)) ROVEOR
HDUYIC (1 =AFI—TH-RVYZXLIFJ—=)L—-5—4)V) FOVEEZH
WT, 1T=XFI-5—-[2—(EYVYV—2—-q)LAIFY) -6, T7—
eRO-5H—-270RY% [b]l] EYYY—4—()L] —TH-ARVZX
135V —)L (129mg) ZEEHRIE L TR,

[MS (ESI1) m/z 357. 3 (M+H) +]

L EM BT FIIL (4mL) [TAFEL. TN HCI Et,0AR
(0. 353mL) #mMA. O. SEEEHLL, £EULTEMZIRIL.
=flbe® (128mg) 2ABMAKE LTHL,

[MS (ESI1) m/z 357. 3 (M+H) +]
EHEBIT7O 44— (1, 3=—RYIIAXY—J=5—-A)l) —2— (¥
v —2—A)XbFY) =6, 7T=VERAO-5H-30ORVH [b]
EyYsy

ERREBIS BICELLFERICEY,. (3—704071=)L) ROVEBROR
bYIC1, 3—RVYIFFY—IL-5—q4)LAROVEEEBAWNT, ZXEtLE
MaER—Ta1fBhRE LTHEL

[MS (ES 1) m/z 347. 3 (M+H) +]

EEFHI80 6— [2— (VS V—2—A)APFY) —6, 7T—VER
O—5H—->20RYS [b]1 EYYY—4—AN] A4 [1, 2—a
1EyYTy
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EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
ORHLYIC6—TOEAIFY [1, 2—a] EYISUVERAWVWT, ERZLE
MEREMERE LTH,.

[MS (ESI) m/z 343. 4 (M+H) +]

[0033] =81 6—[2— (EVIV—2—A)LXbEFS) —6, 7T—YER
O—5H—->20RYS [b]1 EYYY—4—-AN] A5V [1, 2—b
=R 5%

EREGASDIR2ICELCKLAEICLIY, 5—TJOEEL)Y V-3 —-F—I
ORbHLYIC6— 004 IV [1, 2—b] EVFTUERBWT, EEt
aYEEBEMERE L THEL,

[MS (ESI1) m/z 344, 4 (M+H) +]

EmFIs2 4— (KUY —3—-q)) —2— (EYI>V—2—-A4)LXb
*2) =5, 6,7, 8=—FhSEROF/YY

[T#1] 4—s00-2— (EYYVy—2—4)LXAMFY) =5, 6, 7
, 8=FhZEROF/)VOHRIE

BYSY—2—ANXH /=)L (119mg) ICMILIY (2mL) %M
. ILHICKATFTCENaH (60%, dispersion in oil
) (48mg) #mMx. 309EIRHLE, RIBEEMEERICE L 21%.
2, 4—ryyn0Qo-5, 6, 7, 8—=FbhZebrOFx/UY (BIZIE He

lvetica Chimica Acta, 1945, vol. 28, p
1684—-1690%%8, ) (200mg) #Mx. 100TCICT3B

B L7z, RISESWEARRICEL, K BEBBIFLEMA. HMEREE

To7-. BEAEKREES N YLTEEL, BBLAEE, BETTAGE

ERELE, BBWMAES Y ATV AZLIOYNT S 714 —THREL., &5

L& (44mg) ZEEHRME LTHEE,

[RfE (TLCYYRAHFILTL—Hb60F 5., REBE ; A5 BFER

IFL=2:1) :0. 5]

[T#E2] 4— (EVYY=3—qJ) —2— (E)TV—-2—-4)LAIF
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¥) =5, 6, 7, 8—FhZEROFx/)VORE
4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
hSeEROF /YUY (22mg) . EYVYY -3 —4)LAOVEE (15mg
). Pd (OAc) , (2mg) . S—=Phos (7mg) . YVEEAY VLA
(51mg) T, 4=UFFH2 /K (3,/71) (2mL) #MA. %%
BEM%E1 00 CICT2K/EER L, REBENMEERICE LK. BFER
IFILEMAERL, 54 MTRBL., BETTREERELE, BEY
EO)ATNAZLIOXNITIZT7 4 —THREL., ERtEe®w (1 7mg)
EEARRTE L TR,
[MS (ESI) m/z 318. 3 (M+H) +]
EMEFEI83 2— [ (B=—AFIENVIY—2—-A)V) A bFP] —4— (
Eyyv—3—-4J)) =5, 6, 7, 8—FbSkrROox/Yv
[T#1] 2—s08—-4— (EVYY=—2—4)LAKFY) =5, 6, 7
, 8—FbhZEROF/) 2V OHE
RREGIODOIRTICELLARILLY, 2, 4—2/00—-6, 7—-Yk
FO—-5H—->720RY% [b]l] EVYVORDLYICZ, 4—2900—-5
, 6, 7, 8=FhoErOF/YVERWT, ERRbEVMEST,
[RFfE (TLCY)AFTILTL—60F, 5., BEAAE ; NFH : Brfg
IFL=2:1) :0. 3]
[T#&&2] 2—40O0-5, 6, 7, 8—Fh Sk ROx/Yyv—4—F—

L DEE
EHREGIODIR2ICELLAXICLY, 2—/00—-4— (BE)Yv-2
—AIAPMFY) —6, 7=k RO-5H-Y70RV% [b] EYDY
ORHbYIC2—s00-4— (EVYY—2—q4)LAMFY) =5, 6, 7
, 8=FhzkROx/)VzEzAWT., ERLEMEFL,
[TF3] M) 740X 9 v RIVEKRVE2-s00-5, 6, 7, 8—
hSerROxF/Yr—4—qILD8E
EREGIODIRRIICELLAFEICLY, 2—/-00-6, 7-YkekO-

Ji
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SH—>sORV% [b]l] EYYY—4—-F—)LOKRHLYIC2—s0O00-5
, 6, 7, 8=FhSEROF/YVv—4—F—ILEBWT, ELELtEME
B,
[T#4] 2—/s00—-4—- (EYP>y-3—-14J)) -5, 6, 7, 8—
bSeEROF/Y) 2 OHE
M)oAOXS V2R VE2-s00-5, 6, 7, 8—FrSENR
O*/Y>—4—4)L (200mg) . EVIY=-3—-q)IKROVE (86
mg). Pd (PPh) , (73mg) . REENYDI L (262mg) ICTH
F/K (3/1) (8mL) i, HUKEEMERT LE. A rFHS
T, 6 0CICTIWEER L, RINESME=RICEL. K. BEFEETFIL
EMMA. MR EEZTo L, BREZEKHES N D LTREL, BEL
1%, BETCTREZRELL, BEBWMZL VATV AZLIOYNT ST
1 —THHRL., e (144mg) %257k,
[T#5] 2= [ (B—=XFIEYIY—=2—4)L) A FP] —4—- (E
JySv—3—4J) =5, 6, 7, 8—FhSkROox/ Y rouE
(6—XFILEYIY—2—q4J)) X% /=)L (15mg) . NaH (6
0%, dispersion in oil) (10mg) #DMSO (1
mL) (AL, 309@EIREHLE, TDE, 2—/00—-4— (E)Jv
-3—4J)) =5, 6, 7, 8=FhZErFAOF/)Y (20m) ZMA.
TOOCIKTIHER® L, RISEEWZERICEL., K BRI FIL%
MA. HHREET /o, BHEEBKMES N IALATERL, BBLE
%, BETCAREZRELE, BBWES VATV AZLIORNIZT4
—THHRL., Eibat (5mg) ZRBEMRYE L THEL,
[MS (ES 1) m/z 332. 2 (M+H) +]
EMEFI84 2— [ (B—AFNEYIV—2—q)) XbFT] —4— (
EYys>—3—4J)) =5, 6, 7, 8—FhrSkrkOox/ v
[T#&#1] 4—- (EYY>Y—-3—-4a4J)) =5, 6, 7, 8—FThZERrROF
JY =2 —-F—)ID8E

bl
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4— (EY)Pr=3—qJ)) —2— (E)Ir—=-2—-4)IA+FY) =5
, 6, 7, 8=FhZEbrOx/Y>Y (640mg) . Nal (1. 21¢g
) DMeCN (20mL) ., K (2mL) &KICFE (0. 22mL) %N
Z. 1EREMBERR L. RIBEEWMEERICEL. KEBKFRFT MU D LK
BIR, FAWMBEEF M) D LKBEREMAE. BRETCTREERE L. &
Bmicononribha /A5 /= (7/1) ZMZA&RL., 254 b TEBR
L. BETTREEZRELL, BEBEWZL VATV AZLIOAYRNTZ T4
—THHEL. Ziba (336mg) 5157k,

[TfE2] 2= [ (B=XFNLENYIY=2—q)L) A FP] —4—- (E
JySv—3—4J) =5, 6, 7, 8—FhSkROox/ Y rouE

4—- (BYYv—-3—-4JI) =5, 6, 7, 8—FrhSeROx/Yv—
2—F—J) (20mg) ., 2— (/OOXFI) =5—XFLEYIY &
BgE (32mg) . KEEIR (73 mg) ICDMF (1TmL) ZMA. HXE
%1 00 CICTIRAERLE, RBVEEMEERICE L%, BT
FLEMAHBRL, €54 PTRBAL., BETTEELZRE L, BREM%E
SVATNAZ LA NI Z T4 —THRE L. ZERLE®W (7. 5mg)
EEAHRYE LTHEE,

[MS (ESI1) m/z 332. 1 (M+H) +]
EMEFEI8SE 2— [ (A—AFINENVIY—2—A)V) AbFP] —4— (
EYys>—3—4J)) =5, 6, 7, 8—FhrSkrkOox/ v
2—-/0Op—-4—- (EYvYy>v—-3—-4J) =5, 6, 7, 8—FrJENR
OF /)Y (30mg) . (A—XFILEYIY—2—4)L) 25 /—) (
23mg) . Pd, (dba) 3 (7Tmg) ., t—Bu—X—Phos (8m
g) . kBt UAL (80mg) ICMLIY (1. 5mL) ZMA. HXE
EMEFRS LK. ArFEST. 100 CICT2BEERLE. RIGES
MEERICEL, K BFBRIFILEMA. HMERIEEITo, BHREEEK
WEEF M) LTERL, BBLEE BRETTARAEEZRELL, BEWE
SVATNAZ LAY NI Z T4 —THREL., ZREE®W (29mg) %
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mEHaRYE LTHk,

[MS (ESI1) m/z 331. 9 (M+H) +]

EHEHI86 2— [ (6—2Na40EYIY—2—q)L) AbFT] —4—
(PYS>v—3—4J) =5, 6, 7, 8—F¢&SkRkox/Yv
2—-/0Op—-4—- (EYvYy>v—-3—-4J) =5, 6, 7, 8—FrJENR

Of/1)> (65mg) . (6—=7040EYIY—2—1)L) X4 /—)
(34mg) ., Pd, (dba) 3-CHCIl; (17mg) . t—Bu—X-—
Phos (18mg) . kBAtY UL (1 74mg) ICKILIY (2. 6m
L) #MA. YKEEMERT L%, ArFESKIT. 100CICTAB5MHE
B L, RINEEWELES(4 PTRBAL, BETCTAEARELL, RS
MaEZ Y ATNAZLIAR NI ST« —TRAEL, EkE® (26mg
) EEEHMRYE LTHER,
[MS (ESI) m/z 336. 2 (M+H) +]
EEFI8T7 22— [ (6—APFIEYVIV—2—A)) APbFS] —4—
(Vo> —=3—=—4J)) =5, 6, 7, 8—Fbh>SkRkOx/1)> BEeE
RHEHI8 6ICKELLFRICEY, (6—7AOEYIY—2—1)L) X
H)—=ILORHYIZ (=X RNFIEYIY—2—A)) X5 =)L %KE;
Y LADRDBYICNaO—t—BuzaBAWT, 2— [ (6—XIFIEY
JU—=2—4)) AKRFY] —4—-(BEYYV-3—-14J)) =5, 6, 7,
8—FbhZEROFx/YY (16mg) 257,
[MS (ES 1) m/z 348. 2 (M+H) +]
LEEEMEERBIFIL (1 mL) AL, KBSTFTIN HCI/E
t,0&M (0. 046mL) #M1x. 0. SBREKATTHEMRLL, £Lk
a8 L, BEEaY (4mg) EREFBMEKRE LTEL,
[MS (ES 1) m/z 348. 2 (M+H) +]
88 [6— ({[4—- (KYYV—3—q)) =5, 6, 7, 8—
ThobebROF/ Y =2 )] X2} XFI) EVIV—2—A )]
28—
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[0034]

RHEHI8 6ICKELLFRICEY, (6—7AOEYIY—2—1)L) X
5)—ILOROLYIC (BT Y —2, 6-IAI) ERXY ) —IL%ERE®E
COLDRDYICNaO—t —BuZzREWT, ERbaMaaE&EEKE LT
B,

[MS (ES 1) m/z 348. 2 (M+H) +]

EMEFIS89 2— {[6— (XPFIXAFI) EYIV—2—4)L] XbF
v} —4—- (Y —3—4J)V) =5, 6, 7, 8—FbZEbROx/Y

v
[6— ({[4— (EYVY>Y—-3—-14J) -5, 6, 7, 8B—FThFER
OF /Yy —2—AN] Z7F2}) AFIL) EVDV=2—4)L] A& /)=
(7mg) ICTHF (0. 5mL) ZA. ISHICKSTTNaH (60%
., dispersion in oil) (2. 4mg) #mMx. 0. 58
BiEE L, ZDE. IVEAFIL (AT, Mel] &EWd, ) (0. 0
O015mL) ZMA., ERICTAFEREHLE, T5ICNaH (60%, d
ispersion in oil) (2. 4mg) ZEML. 2FEIER
Lo RECESYICK, BFERTFILZMA. MHBRFEEIT o, BHRELE R
KRBT MY LTERL, BBLAEE BETTABARELL, BEY
) ATNAZLIOXNITZT7 4 —THREL, ERtEd® (4mg) %
R EHRY & LT/,
[MS (ESI) m/z 362. 3 (M+H) +]
EREBIOO0 44— (KUY —3—A)) —2— (EYITV—2—4)LX
b¥2) —5, 6, 7, 8—FbSkbROx/VY
RHEHI8 6ICKELLFRICEY, (6—7AOEYIY—2—1)L) X
) —=ILDRHLYICE)I IV -2 A5/ —ILERWT, ZERLtEY
ZEEHRIE LTEL,
[MS (ESI)m/z 319. 2 (M+H) +]
EEFI91 2— (1, 3—FAFHV—J—2—-A)XbFY) —4-— (¥
yov—3—4J)) =5, 6, 7, 8—FhSkrOx/ Y
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2—-/0Op—-4—- (EYvYy>v—-3—-4J) =5, 6, 7, 8—FrJENR
Of/1)Y (20mg) . 1, 3—FFHY—Ib—2—A)LX% /=)L (1
2mg) MDMSO (1mL) ARICNaH (60%, dispersio
n in oil) (7mg) ZMA. 100CICTIMBERLE, KK
REMEERICEL. K. BFBBTFILZ2MA. HMHBEBREZT o, A¥E%
WOKTEE ST N VATEIRL, BBLAR. BETCTRELRE L, BSR
MaE Y ATNAZLIAR NI ST 4 —TRAEL, ERbE®w (1 Tmg
) AHBMERE LTHEL,

[MS (ES1) m/z 308. 3 (M+H) *]
EHEFI92 2— [ (A—AXFI—1, 3—FFHS—)L—2—AJL) Xk
¥3] —-4—- (KYY>—3—-4J)l) =5, 6, 7, 8=FhSEROx/

%

RREH 8 SICKELEFRICEY, (A—AFILEYIY—2—A)) X%
J=IDEDHLYIZ (4—AFI—1, 3—FFHV—IL—2—AL) A5
—IVERWT, ERteaRemkme L TEx,

[MS (ESI1) m/z 322, 2 (M+H) +]

EBHII3 22— [ (2—=XAF)—1, 3—FFHYV—-IL—4—4)) X
¥3] —-4—- (KYY>—3—-4J)l) =5, 6, 7, 8=FhSEROx/
Vi

EREHI8 SICELEFEICEY, (4—XFLEYIY=2—-1)L) X%
J=IDEDHLYIZ (2—=AFI—1, 3—FFHV—Ib—4—AL) A5
—ILERWT, 2— [ (2=XFI—1, 3=FFHY—IL—4—1JL) X
h¥2] —4—- (EYVYY—=-3—-14J) =5, 6, 7, 8=FhZbrOF
v (25mg) %8k, URILENEFBRI FILISEEL, KESTTI
N HCI /Et,O0&& (0. 078mL) Z#MA., KATTHEHLLE, &
s RE L. ZERtew (20mg) 2ABHRE LTHEL,
[MS (ESI1) m/z 322. 3 (M+H) +]

EWflod4 4— (Y —3—4J)) —2— (1, 3—FF7Y—)L—-2
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— AN APFY) =5, 6, 7, 8—FbSkbOx/) > iEfERE

RHEGI8 TICKELAEICEY., (6—XMEIEYIY—2—9)L) X
& )=ILDRHLYICT, 3—=FFPY—IL—2—AIA5/—)L%&, MLITYV
ORHYICT, 4—VFFH V2RV, ERtbEMzaEMRELTHE

]

[MS (ESI1) m/z 324. 1 (M+H) +]
EHFEOS 2— [ (A—XF)J—1, 3—FF7J—)L—2—A)L) X KNF*
] —4— (BEYY>v—3—4J)) =5, 6, 7, 8—FhrhSkROx/Y

v
RREH 8 SICKELEFRICEY, (A—AFILEYIY—2—A)) X%
J=ILDOROLYIC (4—XFI—1, 3=FF7YV—=IL—2—A) X5 J—
WERBESYLORDYICNaO—t —BuiazBAWT, EXRtEaWEER
R E LT/ 7,

[MS (ES1) m/z 338. 0 (M+H) +]

EHFEIOI6 2— [ (2—XFN—1, 3—FFPJ—)l—4—4)L) XbF*
v]—4— (KYY>v—3—-4qJ)l) =5, 6, 7, 8=—FhSkROx/l

v
RREH 8 SICKELEFRICEY, (A—AFILEYIY—2—A)) X%
J=ILDORDOLYIC (2—XFIL—1, 3=FF7YV—=IL—4—A) X5 J)—
WeRAWT, ERtemzB&edmRkme LTEL,
[MS (ES1) m/z 338. 0 (M+H) +]
EHEFIT 2— (IH—AZIFI—)L—2—A)LXbF) —4— (EY
vv—3—4J)) =5, 6, 7, 8—FhrhSkkrkOox/ U
[TRR1] 4— (EVYY=3—qJ)) —2—[ (1= {[2= (MYXF
W) ThFV] AFIY —TH—AIFY—I—2—A)) X FY
1-5,6, 7, 8=—7hZErOx/)VORE
RHEHI8 6ICKELLFRICEY, (6—70AOEYIY—2—9)L) X
& =IORHLYIC (1= {[2—= (FUAFILIYIIL) ThFT] XFIL
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} —TH=AIFY—)—2—-A)L) x% /=)L (FlziE, WO2007/
582%8M, ) &, KBt IVLOKRDLYICNaO—t —BuZzHWT,
St EaME B,

[TF#2] 2= (1TH=AIFY—=I—2—qILX I FY) —4— (EYY
v—3—4Jl) =5, 6, 7, 8—F S kOx/YrpaE

4— (BEVYr=3—q4)) —2—=[ (1= {[2= (FUXFLIYIL
) IhFL] AFIUY —TH-AZIFY—Ib—2—1)) ArF2] =5,
6, 7, 8—7hrZkROF/JY (90mg) ICCH,C 1, (2mL) .
T4/—J)J (0. O1mL)., TFA (0. 5mL) #MMx, 40CICT1
OBFREE#H L., I5IC, 6 0CICT25EEHLAE, TDE., TFA (0.
45mL) ZEML., ERICT2RERIE L, REEWICK, BRI F
. KEEDYDLEMAZ, 700FRILALTHEREET /., BEBEEEK
WEEF M) LTERL, BBLEE BRETTARAEEZRELL, BEWE
SVATNAZ LAY NI Z T4 —THREL., Z2LE®W (35mg) %
EERRME LTEL,

[MS (ESI1) m/z 307. 2 (M+H) +]
EHEIO8 2—[ (1 —XFN—1TH-AIFI—)L—2—qJl) XI*
v]—4— (KYY>v—3—-4qJ)\) =5, 6, 7, 8=FhSkROx/l

v
2— (TH=a3X%J—b—2—q)LAXI FxY) —4— (E)PY—-3-—
1)) =5, 6, 7, 8—=FhrSrO*x/JY>¥ (10mg) ®DMF (O
5mL) BRICKEENY DA (14mg) . Mel (0. 003mL) %
MA. BRICTRERER L, RISEEWICK, BT FILEZMA. g
EaiTolc, BMELZBKRE S M) VLTEEL, BBLALE BETT
AMEERELL, BREWES YA LASLIOR NI S 714 —TREL.
=ik a® (8mg) AMEHRME LTHEE,
[MS (ESI) m/z 321. 2 (M+H) +]

EHEFOQ9 4— (A—XFIEYTS V=3 —4)L) —2— (KYsv-2
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[0035]

— AN AbFS) =5, 6, 7, 8—FbSEbROFx/VY

4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
fZerOFxF/ YUY (40mg) . (4—XFIEYIYY—-3—1)L) RO
VB (40mg) ., Pd (dppf) Cl,-CH,C I, (6mg) . xB&H
)L (104mg) 21, 4—2FFH> /K (3,71) (0. 6mL)
ZMA. BEREEMENA 70V I—TRIGEET180TCICTT1 59EKR
B L7 RISEEMEZZRICELE, BRI FILZMAFRL, €531+
TEBL., RETTAREZRELL, BEBWMZY VATV AZLIOTRNT
574 —TCREL. EREa" (16mg) #EEMRYME LTEL,

[MS (ESI) m/z 332. 3 (M+H) +]

EMEF100 4— (2—AXAFNEYIV—3—q)) —2— (EYI>v—
2—AJ)AbNF) =5, 6, 7, 8=—FhSkROox/) > EEEIE

4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
bSebrkOx/ )y, 2=AFIN—3— (4, 4, 5, 5—FbSAFIL—
1, 3, 2=2FFHRO>v—-2—-a4JL) EYVY>Y, Pd, (dba) ;-
CHCI; (19mg) . t—Bu—X—Phos (19mg) . REEAHVUY
L (76mg) 11, 4=UFFH>Y /K (3/71) (1. 8mL) &#mMx

LUEEEMERS LB, ArFHEKT. 80CICTOHREEBER LE, K
INEEMEERICEL. BFBBIFILEMABRULE, BKREF M)A
TEBRL, E54 MTRBL., BETTBREEZRE L, BBWESY AT
WHASL2OXMTZT74—THREL, 4— (2—XFILEYI V=3 -1
W) —2— (E)Yv—-2—-4A+FY) =5, 6, 7, 8—FThFEFNR
OF /) >vaBk, Y% tEWEFBIFILISAREL. KSTFTIN HC
| /JEt,0@&K (0. O3 mL) #MA. FRICTRERER L, £UKH
EMERIL. ERtbemezatemRe LTEL,

[MS (ESI) m/z 332. 3 (M+H) +]

EREHI101 4— (6—20740EYIY—3—q)L) —2— (BYT>

—2—AJAbFI) =5, 6, 7, 8=F bSO/ ZIEEIE
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5—JOE—-2—-27/.04#0KEYYY (67mg) . EX (EFO3HN) ¥
AOY (116mg) . Pd, (dba) ;-CHC1l; (20mg) . X—P
hos (36mg) . KEEAVTL (80mg) IC1, 4=-IUFFHY (3
8mL) ZMA. HZEEWEHmTLcE. ArFHEKT. 100TCICT
2EEER L, REBEAMEERICEL. BRI FILEMAFTRLLE.
54 FTRBL, RETTAREEZREL, 2—7/0F40—-5— (4, 4,
5, 5=Fhr SXAFIL—1, 3, 2=UFFHAROZV—-2—-90)L) EYY
VEBR, UEAYIC4—rsO00-2— (BYTY—2—AILXKFY)
-5, 6, 7, 8=FhZErOF/YY (70mg) . Pd (OAc) , (
6mg) . S—Phos (21mg) . kEHYDL (104mg) . 1,
4—-IFFH> /K (3/1) (1. 8mL) &#MA. YZEEMWERSL
7%, ArZEST. 100CICTSIE#EHRLE, RINESWESRICRE
L. BFEBT FILEMABIR U7, BKREBST N DLTEBRL, £/
TEBL., RETTAREZRELL, BEBWMZY VATV AZLIOTRNT
Z74—THHEL, 4— (6—7.L4A0EY)YY-3—-1)L) —2— (EY
JU—2—-A)XNFY) =5, 6, 7, 8—FhrSkROFx/UY (90
mg) %157,
[MS (ESI) m/z 336. 3 (M+H) +]
LURILEMEHBRITFIVLICABL, TN HCI /Et,0@%K (0. 26
8mL) Z@TFL., £UMEMERERL., EEE (38mg) 2HE
MRS LTHE,
[MS (ESI) m/z 336. 3 (M+H) +]
EMEF 102 4— (B—ABFIEYTSY—-3—-AJ)) —2— (EYIY
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
EREH1OTICKELAFERICLY, 5—7OFE-2—-7.040E)I D
RKHYIC3-—TOE-5—X rFYEYIVERWVWT, BRLLAMEAEBY
K& LTHER,
[MS (ESI) m/z 348. 2 (M+H) +]
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EREHI103 4— (2—XbFIVEYIV—3—q)) —2— (BYIY
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
[T#&1] 4— (2—=7)40EYYY—-3—-q4)L) —2—- (BEYyTv-2
—(ILARFY) =5, 6, 7, 8—=F Sk ROx/ Y vOBE
4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
e RrROF/YY (170mg) . 2—=7)74#0-3—- (4, 4, 5, 5
—FThIXFIL—1, 3, 2=IFFHROZV-2—-1)L) EYT Y (2
O7mg). Pd (OAc) , (14mg). S—Phos (51mg) . x
Beh)mA (257mg) 1C1, 4—SFF4> /K (3,/1) (6mL)
EMA. BZEEM RS LE. ArFEKT. 1 00TCICT4EER
L. RISREMEERICEL. BT FILZMAKBIRL /2%, BAKREE T
N)DLTE®RL, £54 NTRBL., BETTBREEZRELE, BEBYE
SVATNAZ LA NI Z 74 —THREL., ZEREE®W (124mg)
ZRBHMARE LTHEE,

[T#E2] 4— (2—=XAKFPEYIY-3—q)) —2—- (BEYTv-2
—MILAKNFY) =5, 6, 7, 8=—FbZEROF/) Y BRERIEOHEE
4— (2=7040EYYY=3—-q4J)L) —2— (E)DU-2—-1)L X
b¥2) =5, 6, 7, 8—FhZkbrOF/UY (25mg) ITX%/—
I (2mL) #MZ. ISICKO—t—Bu (42mg) #MMA. 1 28H
MEER Lo RISEEWERET CHREREL. BEMEL VAT LA
LA NI Z74—THREL, 4— (2—XPbFPEYIY—=3—-9))
—2—- (BYYrv—-2—-a4)X+FXY) -5, 6, 7, 8B—FThZEROF
J)Y (25mg) ZHEEHKME LTHEL, H%LEWEERRIFIL (2
mL) IC88L. TN HCI /Et,0& & (0. 075mL) #ix, F
JBICTO. SEEE®H L, £EUMEYEERERL, EELad® (4mg)

ERBEKRE LTHEL,
[MS (ESI1) m/z 348. 2 (M+H) +]
EHEF104 5-[2— (BYYY—2—-AXIFY) =5, 6, 7,
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8—FThSEROF/V—A4—-A)L] EVIV—2—RIAR=N)), 1§

w b

FEGI1 O3MIFRIICKELEAEICLY, 2—2)40-3— (4, 4
, 5, B=F K SXFI—-1, 3, 2=UFFHHROSV—-2—-1J) EY
TUDRHYILE—- (4, 4, 5, 5—FKSAFI-1, 3, 2—-TFF
HROSY—2—4)I) EVIV—-2—AIRZM)ILERHNT, 5— [2
- (BYysYvy—2—a)AMFY) =5, 6, 7, 8=FbZErkOx/Y
V=4 —A)\V] EYIV-2—-ALRZMN)LEBEEHRME LTEL, 4
ZIbE®W (12mg) ZEFEEIFIVICAEREL. TN HC I /Et,0& %K (
0. 035mL) Z®ETFL., £UWEMEZRIL. ZFELE®w (9. 1m
g9) AHBMERE LTHEL,

[MS (ESI1) m/z 344, 2 (M+H) +]
EMEFI105 4— (4—/s00EYYV—3—q)) —2— (BEYI>v—
2—AJIXREXY) =5, 6, 7, 8—FhSkRkOox/1> gEiE
[TR1] 2— (EVYYy—2—-A4)LXAMEXY) =5, 6, 7, 8—FTh3
ErROF/) V-4 —F—)LOEE

4—snOO—-2—- (BYYr—-2—A4)LAKNFY) =5, 6, 7, 8—F
fZerkOx/YY (1g) . Kigth) oL (613mg) . Pd, (db
a)  (33mg). t—Bu—X—Phos (38mg) IC1, 4—4%
HY (5mL) . K (5mL) #MMA. UKEEMERT LR, A r FH
ST, 100CICT20R@EIE#H L, RIDESWZ=RICEL., BFEETFIL
 KeEmA, HMBRFEEITo ., AREZEKMEY IR U LTEEL,
BELE, RETTAREZRELL, BREBWMZY VATV AZLIOT K
2574 —THREL. ZEkad (739mg) 5257k,

[T#22] MY Z)LAOXY Y RNEVEE2— (EYVYY—2—4)LXMF
v) =5, 6, 7, 8=FhZkOF/)rv—4—A D&
EREGA4DIR2ICELCKEAEICLIY, 2— (EYIV—2—-14ILAME
) =6, 7T-YkeRO-5H->s0/RV% [b] EYYY—4—-F—)
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ORHbYIL2— (BEYYr—2—-a4ILAXANEY) =5, 6, 7, 8—F K3

ERAF/ )Y—4—F—LERVWT, ERBLEWESL,

[T#&3] 4— (4—/00OKYYY—=3—4qJ)L) —2— (E)Pr—2—
ANWARFY) =5, 6, 7, 8=FrSeROx/ )it

M)W ABASIVRIVKVE2— (B —2—4)LAMEFY) —5
, 6, 7, 8=FhSEROF/YY—4—q4)L (40mg) . 4—7)LF
O—3— (KYT7FLREVZ)L) EYYY (60mg) ., LiCl (13
mg). Pd (PPhy3) 4, (24mg) . 3U1A (3. 9mg) ICDMF
(0. 6mL) #MA., YZBAMETA /A I —TRIEEBT160C
ICTO. SEEIE#HLE, RIDESYWZEERICEL. BFEET FILZMA BN
Lk, E54 hTRBL, BETTAREERELE, BEMEZ ) AL
AZLIOXNTZ74—THREL. ERkEYw (15mg) 2HEBEKE
LTH/7%,

[MS (ESI) m/z 352. 1 (M+H) +]

LI EFBIFIIICEREL, KAFTIN HCI /Et 05K (
0. 043mL) ZMA. BBRICTRERER U, £UMEYERIRL,
SElba (Tmg) ZABHMARE LTHE,

[MS (ESI) m/z 352. 1 (M+H) +]

EMEFI106 4— (6—XbFVEYIV—3—A)) —2— (EYTY
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
4— (6= AMFIE)IV=-3—q4)) —2— (BEYIV—=2—-a)LX

h¥>) -5, 6, 7, 8—FhZkROF/YY (45mg) ITAF /) —
J (4mL) #MA, I51CNaH (60%, dispersion in

oil) (16mg) ZmMA. FRICT7 2B@EHE#H L, TDE, 40
CICTHREEE#RL,. IH6IC, BRICT24FEER L. RIGEEWICK
CEFIFLEMA. HMHREET o, BRELZEKMES N U LATE
BL. BBLAEE BRETTAREARE L, BENESYATVAT LY
AYrIZ74—THREL, 4— (66X FPE)TVY-3—-1J) —2
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- (BYysYvy—2—a)AMFY) =5, 6, 7, 8=FbZErkOx/Y
v (13mg) %28k, HEZLENMEEBR T FILISERL, BT TIN
HC I /Et,O0&M® (0. 039mL) #hiA. ERICT1REIRKL
G U aREL. ZEilbd® (5mg) Z2HEHKRE LTHEL,
[MS (ESI1) m/z 348. 2 (M+H) +]
EREHI107 4— (5—0h740EYIY—3—q)L) —2— (BYI>
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
EHEGI1 O0ICELZAEICEY, 2—XFI—3— (4, 4, 5, 5—
ThSAFIL=-1, 3, 2=UFFFROSV—-2—-9)L) EVIVDOHD
Yic3—7040—-5— (4, 4, 5, 5—FhSAFJIL—1, 3, 29
AFHARAOSY-—2—-4q)L) EYYVERWT, ERbAMEABEGKE L
TE
[MS (ES1) m/z 336. 0 (M+H) +]
EREFI108 4— (2—NFO=B5—AFIEYIV—=—3—AJ)) =2
— (BYS =2 —ANAbFS) =5, 6., 7, 8=FbZEROx/Y

v
[TRE1] 2—- (E)VYY—-2—AANFY) —4— (4, 4, 5, 5—
ThIAFI—-1, 3, 2=-YFFHROSV—-2—-1J) —5, 6, 7,
8—FhSeROx/ Y vOEHE

EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy=—2—AAKFY) —6, 7-YERO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
(BYSv—2—AXKFY) =5, 6, 7, 8—FrhSeROx/JYYv
—4—AIERVWT, BELEMERTT,

[TFE2] 4— (2—=7)40-5—-XFIEYIV-3—-14)) —2— (
)Yy —-—2—-4)LAKNFY) =5, 6, 7, 8—FhZkRKOF/Y2D
SIS

2— (B —=—2—AIXMFY) —4— (4, 4, 5, 5—=—F KA
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FIL—-1, 3, 2=-YFA*H¥RO>>v—-2—-4J)) —5, 6, 7, 8—FF
ZeROF /YUY (560mg) . 3—7OEFE—-2-7/0A0-5—-XFILE
)o» (34mg) ., Pd (dppf) Cl,-CH,CIl, (9mg) . xE
AV IL (57mg) i1, 4=UFFH> /K (31) (1. 3mL)
EMA. BZEEM RS LE. ArFEKT. 100TCICT6REERER
L. RISREMEERICEL. BT FILZMAKBIRL /2%, BAKREE T
N)DLTE®RL, £54 NTRBL., BETTBREEZRELE, BEBYE
SVATNAZ LAY NI Z T4 —THREL., Z2LE®W (30mg) %
BEE#xE L THx,.

[MS (ESI) m/z 350. 4 (M+H) +]

EMEBI109 B—XFN—3-—[2— (BYSV—2—AJXIFS) —
5, 6, 7, 8=FbhSkbOF/Vy—A4—-AN] EVT =2 —HK
g D)%

4— (2=7)0A0-5—-XAFIEYIY=3—-qJL) —2— (EYDV
—2—AIJLAKFY) =5, 6, 7, 8—F+hZERAOx/1Y)Y (20mg
) . VP UEFRMYSY LA (LUF, TNaCNJ &WwWd, ) (6mg) (CDM
SO (0. 6mL) A#MA. 150 CICTA4BHERLE, RENEAYICK
Et,0%mMA, HMERELITVY., BREEZBMEIRKTES L, BKRE
FTRUDLTEREL, BBLEE BETTABEZRELE, BEWMES )
ATFNASLIVAY NI S 74 —CREL. ZEkd® (10mg) 28E
HRME L TE .

[MS (ESI1) m/z 357. 4 (M+H) +]

EEF110 4— (5—/00-2—-)0A0EYYY—3—4)L) =2
— By —2—ANAPFI) =5, 6, 7, B=FbSEROF/Y
v 1EEEIE

2— (BEYIY—2—qIArFY) —4— (4, 4, 5, 5—F KA
FIL—-1, 3, 2=-YFA*H¥RO>>v—-2—-4J)) —5, 6, 7, 8—FF
Sekox/1)>y (100mg) . 3—7OFE-5—-/00-2—-7/,.#0
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)Yy (76mg) ., Pd (dppf) Cl,-CH,CIl, (18mg) .
REEAYSYL (116mg) 1IC1, 4—C4FY> /K (3/1) (2. 8
mL) ZMA, SZBEMERILEE. ArFEHKT. 100CICT4A4E
EER L, RIGREEMEETRICRL. I FILEMAFRLLE, €5
41 MNTEBL., BETTREZRELL, BEBWES Y ATV AZLIOX
NS4 —TREL., ERtkeY (64mg) 2EEHERE LTHEL
[MS (ESI) m/z 370. 3 (M+H) +]

WFLEY (25mg) #Et,0 (2mL) AL, KAFTIN H
Cl/Et,O0®B%® (0. 067mL) #hiA. £ULTHMAZEREL. EFiL
t&Y (21 mg) ZEEBHMERE LTHEL,

[MS (ESI) m/z 370. 3 (M+H) +]

[0036] ==fEMFI1 11 6—)NAO—5—[2— (EYIV—2—A)LARF)
—5, 6, 7, 8—FbhSEROFIYV—A4-AN]EYIV—-3-H)
e

4— (5—/sO0O0—-2-7048EYYY—=3—-94JL) —2— (EYDV
—2—A4IJLAKIFY) =5, 6, 7, 8—FrSERAOx/1YY (25mg
). Y7 UES (1 7mg) . Pd, (dba) 3-CHC I, (4. 2mg
). S—Phos (7mg) ICDMF (0. 6mL) ., %k (0. 006mL
) AMA. YKEREMERA /O I —TRIGEET180CICTO. G
BiE#H L, RIGEEMEERICEL., K BRI FILEZMNA, HMHEEE
1To7, BHREEZRMBIRKRCBAMKIEKERT M) U LKBRTHEL.
WOKTEE ST N VATEIRL, BBLAR. BETCTRELRE L, BSR
MaEa Y ATNVAZ LAY NI Z 74 —TREL, ERELELE®W (8mg)
EEARKE LTEL,

[MS (ESI)m/z 361. 4 (M+H) +]
i1 12 3—-—[2—- (YT —2—A)LAPFS) =5, 6, 7,
8—FbokbROF/NVV—4—-AN]ENVIV—2—HIKREHIR
[T#&1] 3—[2—(EVYY—2—q)LALFY) =5, 6, 7, 8—
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FhSEROF /)Y =4 -] EYIY—2—-HILKRZM)ILORE
EREGI1 0 QICHKELLAEICLY, 4— (2—2)40—-5—-XFILEY
V=3 —-9)) —2—(EY)IV-2—A)LAKFY) -5, 6, 7, 8
—FhZeROF/ Y voRbLYICA— (2=-7)40EYY V=3 —1)L
) —2—(BYYv—2—-q4ILX+FY) =5, 6, 7, 8—FhZErO
F/YUERAWT, BERLENEEGRRNE L TR,

[T#22] 3— [2— (EVYY—2—q)LALFY) =5, 6, 7, 8—
FThIeEROF /) YY—4—q)] EYIY-2—-hILKRFHI NORE
3—[2—-(BYVYY—-2—q4)LXF*Y) =5, 6, 7, 8—FhJk
FOf/)r—4—qL] EYYY—2—AIAKR=MYIL (10mg) It
ert—JFILFIA-IL (1mL) ZMA. ILICTILIFHEFI VLD
)4 (100mg) ZMA. 90CICTARAERKR LE, RINEEYWEE
BICRL, BRI FLEZMABFRLAE. 54 N TRBL. BETTHRE
ARET D ET, BREEY (9mg) 2ABENKSE LTHE,

[MS (ESI) m/z 362. 3 (M+H) +]
EHEFI1 13 65—[2— (EVYY—2—A4)LARES) =5, 6, 7,
B—FbobkROF/NVY—A4—-AN] VTV —3—HINR=ZbYIJI i
Bl

EHEGI1T O 1ICKELEAERICEY., 5—70E—2-7.40E) V0
RKHOYICE—7OFE=2F/ZMJILERAVWT, EXRLEWEAEHERE L
TE

[MS (ES 1) m/z 344, 3 (M+H) +]

TRIMME C, i HgN,O0-HCI+0. TH,0&LT

StEfE (%) C:66. 26 H:5, 08 N:14, 72

=RIE (%) C:66. 22 H:5, 04 N:14, 55
EREFI114 2— (BEYSY—2 - AbFY) —4—[5— (bYT
AOXFI) YV —3—4J)] =5, 6, 7, 8—F bk ROx/
) > iGEgiE
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3—70F-5— (MUZNxOXFIL) EYVYY (86mg) . EX (
E+ash) YARAY (116mg) . Pd, (dba) ;-CHC 1, (20
mg). X—Phos (36mg) . kAT AL (80mg) IC1, 4-—
IZFHr (3. 8mL) ZMA. AZREEMERILEE. A rFHKT

TOOCICT2HEIRH L. RINEEMZZRICEL., BRI FILZM
ZERMUE, 254 MTRBAL, BETTAEEZREL, 3— (4, 4,
5, 5=F ZXAFNL—1, 3, 2=UFFHAROZV—-2—-1)L) —5—
(M)Zn7d0XFIV) B VaBHR, Hbeamic4i—sro0—2— (
)Yy —2—-—14)ILAKNFY) =5, 6, 7, 8=FhrZEbrkOx/Y Y (
70mg) . Pd (OAc) , (Bmg). S—Phos (21mg) . k&
AYTL (104mg) . 1, 4=UFFHY /K (3/1) (1. 8mL
) EMA. HEBEEWERILE, ArFHESKT. 100 CICTSIKEER
Bl RIBEEMEERICEL. BT FINZMAHBRL /21, KRR
FTRYUDLTEEREL, 54 MTREBL., BETTREERELE, BEY
) ATNAZLIOXNIZ 74 —THREL, 2—- (E)YY—-2—41
WARFY) —4—[6— (M)7LAQXFI) EYVI V=3 —=4)L] —
5, 6, 7, 8—FbhZkbrkOx/Y> (90mg) %1EB%,

[MS (ESI) m/z 386. 1 (M+H) +]

LA EERBTFIL (5. 8mL) IF@EL. TN HCI1 /Et,O0
il (0. 288mL) #FETFL. 1BEMSTTERLL, £ULTHEY
ERERL., EiEibe (78mg) Z2EBMARE L THEL,

[MS (ESI) m/z 386. 3 (M+H) +]

EhEFI1 15 1— {6—-[2—- (E)PV—-2—g)LArEF) =5, 6

7, 8—FhokbOF/ V-4 —-AN]IEYVSY—-3—-A)L} TH/
v _iEERIE

EREH1OTICKELAFERICLY, 5—7OFE-2—-7.040E)I D
KHbYIC1— (5—-70OEEYY =3 —qJ) T4/ vEWVWT, EiE
EMERBRERE LTHEE,
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[MS (ES1) m/z 360. 2 (M+H) +]

TEOMHE C,,H, N;O,-2HCI+0. 7H,0&LT

SHEfE (%) C:59. 38 H:5. 53 N:9, 44

FRE (%) C:59. 13 H:5, 17 N:9. 31
116 5—-—[2— (BEYIV—2—A)LAPFS) =5, 6, 7,
8—FbokbrROF/YVV—A4—-AN] EVIV =3 —HIWKRVEXFI
4—-spon—-2—- (BEYYyv—-2—-4IA+FY) -5, 6, 7, 8—7
hSekOx/Yy (59mg) . 5— (4, 4, 5, 5—FrSIAFII—
1, 3, 2=o#4%HBARO5V—-2—4)) EVOV -3 —-AILKRVEBIF
JV (78mg) ., Pd, (dba) 3-CHC 1; (8. 2mg) . xE&gAY Y
L (140mg) IC1, 4=2FFH2 /K (371) (1mL) ZMA.
TO0CIKT24EARE®H L, RISEEMEERICEL. FFERT FIL %10
ZERMUE, 254 MTRBAL, BETFTCTAELZRE L, BEN%EE
IFIV/ A/ —VORBBRERICEZV VATV AZLIOR NI ST 41—
THHEL., Flkdt (3mg) ZEEHRME LTHE,

[MS (ESI) m/z 376. 3 (M+H) +]
EREFI117 5—[2— (Y)Y —2—f)LAPFY) =5, 6, 7,
8—FbokbROFx/Yv—4—-A)N] EVI>V—3 —HIKRVE
[T#&1] 5&6—-[2—- (BYYv—-—2—-AIXIFY) -5, 6, 7, 8
—FhZEROF/ ) Y—4—ANL] EYIY-3-AILRVEBIFILOH

&

EHEGI1 O3DITRTICKELLFERICLY, 2—7)40-3— (4, 4
, 5, B=F K SXFI—-1, 3, 2=UFFHHROSV—-2—-1J) EY
TUDRHYILE—- (4, 4, 5, 5—FKSAFI-1, 3, 2—-TFF
HROSY—2—q)L) EVIVY—=3—-hLRVBEBIFILEBWT, ZEEL(L
e ERBEERRYE L TEE,

[T#&2] 56— [2— (EVYY—2—q)LAKLFY) =5, 6, 7, 8—
FhoeROF/ )Y —4—-q)] EYI V-3 -AILRVBORE
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5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
ROx/)v—4—A40] EYVIY—=3—HIRVEIFIL (13mg) I
IAFITIV/K (40%) (1mL) ZMA. BKBEEMWE~YA/OY
I—T7RBERET140CICTO. S5I5AEIRHELE, RINEEYMZES ) BT
WASLIAR NI S 74 —THEL, ZERbe (6mg) 2HEMEKRE
LTHEL,

[MS (ESI1) m/z 362. 2 (M+H) +]

EREHIT1 18 N-—XFI—=5=[2= (BYIV—2—AJ A F) —
5, 6, 7, 8=-FhoEFAF/VY=A4—-AN] EYI V=3 =HIK
FH IR EFRIE

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
ROx/)v—4—A4NL] EYVIY—=3—HIRVEIFIL (15mg) I
AFIVTIV/ A9 /7—)b (1mL) Mz, HZEEWETI 7OV T—
TRIGEET140TCICTO. SIEEH LA, BET TRIGESYDAE
EREL. BBMES VAT NASLIORNI S 74 —THEREL, N—X
FI—-6—[2=-(E)PY—-2—-4)LAKFY) =5, 6, 7, 8=—FF
SerOF/ YY—4—ANL] EYVIY—-3-ALKRFHIRK (6mg) %
EEHERY (14mg) & LTHE,

[MS (ESI1) m/z 375. 3 (M+H) +]

LbEMaEB I 7L (1mL) [TAFEL. TN HCI Et,0AR
(0. 039mL) ZmMA. £UMEMZREE L. FkEd¥ (9mg)
EREHERE LTHEL
[MS (ESI1) m/z 375. 3 (M+H) +]

EREFI119 N—=—/OFaOEN=5—-[2— (EYTv—=2—-q)LX}
¥2) =565, 6, 7, 8—FbSkbOFx/Yv—-4—-4qN] EYIV-3
—HIREHI N IEERIE

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL

ROF /Uy —4—ANL] BV V-3 —-hILRVEE (20mg) . ¥40O
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7OEILT7IY (16mg), 2— (1H=—7 =RV NYP/—)L—
T—4a)) =1, 1, 3, 3=FhrIAXAFLOOZTL AFHT)LAOR
A77—k (UF, THATU] &5, ) (44mg) ., Et;N (0. O
4mL) ICDMF (4mL) ZmMA. ERICT24BEBHLE. RBVES
MITK, BFERT FIL 2 A. #HBRFZT o7, EREZRNRIEKTES
L. BAKGEEF M) I ATREL, KALEE BETTBEEEZRE LK,
BEBWMES)ATNASLIOR NS 714 —THEHEL, N—2/7n07n0E
W=6—-[2—-(E)ZY—-2—4)LAKFY) =5, 6, 7, 8—FT+F
EROF/YY—4—qL] EYIY =3 —-ALEFHIRK (1 7Tmg) %
BE#HERE LTHEx.

[MS (ESI) m/z 401, 3 (M+H) +]

LAY AEFBRIFIL (2mL) ([TBEL, TN HCI /Et,0&R
(0. 039mL) ZMAE BETTRISEESVMOBEEZRE L, &
BYMICHERIFILEZMA. TAWMZREERL. RElEd (5mg) ZHEH
K& LTHER,

[MS (ESI) m/z 401, 3 (M+H) +]
EREHI120 N, N=IXFIN-=5-=[2— (EYYv-—2—-A)LXIF
) —=5,6, 7, 8=—FhskbOF/Vv—4—-qN]EYIV—3—
pAD |2 N N 4

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
FOF/)o—4—aL] EYOY—=3—-AIRVEEIFIL (12mg) IC
UAFINT IV /K (0. 5mL) ZhA, BREN e~ /00T —T
RIEZRET140CICTT 5 oEERLE, RISEEWE S/ NTRAL
BRETTABAERELRL, BEBUMICOAFILT7IY, HATU, Et, N,
X&) —IEMA. BZBEWE~YA /00T —TRIBEBET140CICT
1 5B L, REBEEMEES/ MTRAL. BETTREEREL
2o BEBMAED VATV AT LSO NI ZT74—THREL., N, N=IX
FI—-6—[2=-(E)PY—-2—-4)LAKFY) =5, 6, 7, 8=—FF
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SeEROF/YY—4—q)] EYIY—3—-ALKRFHIN (14mg)
EEARRTE L TR,

[MS (ES 1) m/z 389. 3 (M+H) +]

L LAMERBRIFILICARL, TN HCI /Et,0&% (0. 03
6mL) ZMA, £CMEMEZRERL. FLbEd (4mg) Z2HEH
K& LTHERL,

[MS (ES1) m/z 389. 3 (M+H) *]

[0037] £MEFI121 N— (oO07OBXFIIL) =5=—[2— (BYT>v-=2
— LX) =5, 6, 7, 8=—FbhSkRkOF/YVV—4—-A)]¥E
)V —=3—ANKREHIR

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
RaOF/ Uy —4—ANL] BV V-3 —hILARVEE (25mg) . ¥40O
TOELAFILTIY (49mg) . HATU (562mg) . DIPEA (

0. 12mL) ICDMF (4mL) ., MeCN (0. 004mL) &mA.
4 0CICT24EEBH Lz, RISEEMICISICO/O07OELXFILT
v (49mg) . HATU (52mg) . DIPEA (0. 12mL) %
BIML, 40CICT245RAEH L. RISEEMICK, BT FILZMA
. BMEBREETT o, ARBEEEKEET N U ATREL, KA LLE.
WETTARARELE, BEBWE VAT ILVAZ LAY NI S 74 —T
BRL, FRbEY (Tmg) 2EEBHRYE L THEL,

[MS (ESI) m/z 415, 3 (M+H) +]

EHEfF122 {(5—[2— (BEYIV—2—ALA+FY) =5, 6, 7
8—FbokbrROF/YV—A4—-AN]EVITV—=3—4)} X5 /=)
1BERIE
5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
KOx/)v—4—A40] EYVIY—=3—HILRVEIFIL (35mg) I

THF (1mL) . NaBH, (23mg) ZMA, IHICAY/—ILERFET

%, 50CICT3REE®R L, RIGEEYICREMIREEN ) ¥ LKARE I
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Z. BRICTIEBEERLL, ISICRBESWICK. BFEETFILEMA,
MR EEZITT o7, AREZEKRET M) U ATREL, BRLLE. F
ETTAREEZRELE, BREBWMEZ ) ATV AZL7OX NI ZT7 4 —TH
gL, {6—-[2—- (BYYYy—2—aAK*Y) -5, 6, 7, 8—TF
fZebrOF/ Yy —4—-A)] EVDY=3—q4J} A5 /=)L (23m
9) EEHMRYE L THEE,

[MS (ESI) m/z 348. 3 (M+H) +]

WEEYw (10mg) #FBETFIL (1mL) ITAEMEL, TN HC I
JSEt,08%& (0. 029mL) #mMA, £UMEMERERL. EElL
&% (6mg) ZHEBMARE LTHEL,

[MS (ESI) m/z 348. 3 (M+H) +]

EMEFI123 4— [5— (XbFIXFI) EYIY—3—4)] —2—

BV —2—A)LAPEY) =5, 6, 7, 8=FhSEROF/UY

tefpis

{(6-[2- (BVJry—-2—-ALXIFY) =5, 6, 7, 8=T}F7
ErOF/ V=4 —AN]1 EYDY=3 -4} X5 /—)L (10mg)
ICTHFAMZ, I5ICKATTENaH (60%, dispersion
in oil) (2. 4mg) ZMA. O. SHFEEH L, TDHE, Me
| (0. 0015mL) #mMA, ERICTRERRL L, RNEASYICEES
IFNEMAGERLEE, €54 NTRAL, BETTRELRELE, &
BMa2 ) ATV AZLoOXNIZT74—THREL, 4— [6— (X KF
UAFI) BYT =3 -] —2— (EYIV=—2—-A)LXIFY) —
5, 6, 7, 8—FhZkOFx/ V> (12mg) Z2EEBHRNE LTRH
feo HZLEMEEBIFILICABAL, TN HCI /Et,0&A®K (0. O
28mL) #mMAT, £LMEYERIRL, Fibat (5mg) %HKEH
R E LTHx.

[MS (ESI) m/z 362. 3 (M+H) +]

EEfI124 5—[2— (BYIV—2—q)LXbFY) =5, 6, 7,
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8—FbokbkOF/IYv—A4—AN]EYISV—3—-FIV
EHEGI1 O3DITRTICKELLFERICLY, 2—7)40-3— (4, 4
, 5, B=F K SXFI—-1, 3, 2=UFFHHROSV—-2—-1J) EY
TUDRHYILE—- (4, 4, 5, 5—FKSAFI-1, 3, 2—-TFF
HROSY—-2—qJ)) EYYV-3-TIVERWT, ZEZEY (47
mg) ZEBERKE L THL,
[MS (ESI) m/z 333. 2 (M+H) +]
EfEFI125 N—XFI—5=—[2— (BYIV—2—q)LAIFY) —
5, 6, 7, 8=-FhoEbrAF/VY—A4—-AN] EYIV=3 =TI
5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
FOx/ Uy—4—4)L] EYYY—=3-=7IY (24mg) . RILLTIL
TER (0. 008mL) , KFELMNITEMNERIVERDFRRFN) DL (61
mg) ICMeCN (1. 5mL) ZMMA, BRICTHRERERLE, RISES
PITIK, BEBR T FIL. REBKFRF MU D LKBEREMA, HMEBREETo~
o BMEBEZBKRET N) VALATEZEL, BBLALE., BETTAEEZRE
L7ze BEBMES VATV AZLIOX NI S 74 —TREL., ZEELLEYW
(3mg) 2RBMARE LTHEL,
[MS (ESI1) m/z 347. 2 (M+H) +]
EREFI126 N, N=VXFN—-5—[2— (EYIV—2—q)LAIF
v) —5,6, 7, 8—FboEebROF/YV—4—A4)] EYY>V—3—

7Iv

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
FOx/ Uy—4—4)L] EYYY—=3-=7IY (24mg) . RILLTIL
TER (0. 033mL) , KFEMNITEMNERVRDFRFN)TL (92
mg) ICMeCN (1. 5mL) ZmA. ERICTRER® L, RIGES
PITIK, BEBR T FIL. REBKFRF MU D LKBEREMA, HMEBREETo~
o BMEBEZBKRET N) VALATEZEL, BBLALE., BETTAEEZRE
L7ze BEBMES VATV AZLIOX NI S 74 —TREL., ZEELLEYW
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(8mg) ZRFEBMRYE LTHL
[MS (ESI) m/z 361. 2 (M+H) +]
Eef127 tert—FFN [2— ({5—-[2—- (KYVI>V—2—
AIAXAPEY) =5, 6, 7, 8—FbZbrkOF/Yv—4—-q)] EY
=34} FI/)) TFI] BN A—b
tert—7FIL {2—-[(5—-7O0FEVYY—=3—9J)) 7 /]
IFIY ALRX—Kk (FIxiE, US2003,/187026%58B, ) (
120mg) ., EX (E+a3 k) YROY (116mg) ., Pd, (dba
) 3-CHC 1, (20mg). X—Phos (36mg) . EfghY) 9L (
80mg) 11, 4—UA4FH> (7. 6mL) &#ix. 100CICTA4E
BiRE L. RIGEEMEERICE LR, BFERTFILZMAKBRL. €5
1 MNTHRBL., BETCBRELRE L, BEWIC4—/s00-2— (EY
JU—2—-A)XNFY) =5, 6, 7, 8—FhrSkROF/JY (35
mg). Pd (OAc) , (Bmg) ., S—Phos (21mg) . kBN
74 (100mg) . 1, 4=F4FH>2 /K (3/71) (3. 6mL) %
MA. 100CICTAREIRR L, RINESYMZEERICEL., BFEETFIL
EMABRLAE, BKHREBFMN) DALTREL, 254 MTRAL. RBE
TCREEBRE L, BEBWES Y ATV ASLIOR NI ST 4 —THRE
ZElbEat (49mg) ZEEMKRYE L THL,
[MS (ESI1) m/z 476. 3 (M+H) +]
Epef128 N— {5—-[2—- (BKYYV—2—A)LXIFY) =5, 6
7, 8—FhokbOF/ V-4 —-AN]EYVIV—3—-q)} THY

-1, 2—-SF73Iv

tert—7FI [2— ({6—-[2— (BE)YV—2—AIAFD
) =5, 6, 7, 8—FbtZErOF/YV—4—aAN] EYIY-3—4
WYy 7X/) ZTFN] ANNRXA—F (37mg) ICTHF (2mL) =M%
C IHIICKATTTO%ERER (2mL) ZmMA, ERICT1 OREE®RLE
o RISEEWICK, s00RINA, KEH) D LAZMA, HBREEZTOL
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o BMEEEKMEES M) VATEBRL, KBLLE BRETTRELRE
L. RELE&® (24mg) ZEBHRIE LTEE,

[MS (ES 1) m/z 376. 2 (M+H) +]

EfEFI129 N, N=YXFI—-—N — {6—-[2—- (BKYyv>v—2—4
WA RFY) =5, 6, 7, 8—FbokbOX/Yv—4—4)] BV

V—3—=AJ)} THA—1, 2—IF IV

N—{6—[2—-(EVYVY—-2—-q)LX K FY) =5, 6, 7, 8—TF
fZerROF/ YY—4—-q4)L] EY)IY=3 -4} ZTHV—-1, 2=
73IY (20mg) ICcMeCN (2mL) , EtsN (0. 074mL) . p
—MVIVRIVEKEVEEAFIL (60mg) ZMMA,. 50CICT 1 OREIR®E
L7 RIGESYICAMKEEKEZTST MY T LKEBER, /700FRLVLAEINA,
MEBRIEEIT o, ARBEEKEET N) JATREL, KALELE., R
ETTAREEZRELE, BREBWMEZ ) ATV AZL7OX NI ZT7 4 —TH
L., Eibat (3mg) 2EBMRYE L THL,

[MS (ESI1) m/z 404. 3 (M+H) +]

EHEFI130 4— (5=s0FOENEYYY—3—-q)) —2— (¥
YO =24 XIFY) =5, 6, 7, 8=FhSkblox/Vy &
ER1R

EHEGI1 O0ICELZAEICEY, 2—XFI—3— (4, 4, 5, 5—
ThSAFIL=-1, 3, 2=UFFFROSV—-2—-9)L) EVIVDOHD
Yic3—oso07ai—-5— (4, 4, 5, 5—FrSAFIL—1, 3,
2—IFFHROSV-2—4)) EYTUVERWT, ERbEMEzaty
K& LTHERL,

[MS (ESI) m/z 358. 3 (M+H) +]

[0038] £MEHI131 1— {5—[2— (BEYIV—2—A)LXIFY) =5, 6

7, 8—FhokbOF/ V-4 —qN]IEYVSY-3—-A)\} PEF

Jv—2—F2 1ERiE

[TFRE1] 1— (5—7OEEYSY—=-3—4AI)) PEFSV—2—-—F>D
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SIS

3, 5=yJoxE) y, PEFYV-2—-F>, AT{R. xEHY
DLICKNIVIVEMAZ, 100CICT6RFEERLE, RIGSESMEER
RL., BFERTFINEMABMULE, EKREFN) VLATEZREL, B354
NCREBL. BETTRELZREL. ERLEMERRBRYE L THEE,
[T#2] 1— {6—[2— (EVYVY—=2—q)LAIFY) =5, 6, 7
, 8=FbhZEROF/ V-4 —ANL] ENVIY=-3—-q)} PEFIV
—2—#Fv EBIEOHRE

1T— (5—-70%EYYY-3—q) PEFIV—-—2—-FY (62mg
). EX (E+35hk) ¥YRAY (83mg) ., Pd, (dba) ;- CHC
|3 (14mg) . X—Phos (26mg) . EfgHY DL (80mg) IC
1, 4=24%%> (5. bmL) Z#mA. 100CICTRIE LA, RIGE
EMEERICE L% BFBTFLZMAERL, €54 NTRAL. BE
TTREERELL, BEBMIC4—v00—-2— (BEYYY—2—q)LXAK
¥v) —5, 6, 7, 8=FhZERO*/YY (56mg) . Pd, (db
a) 3:CHCI; (14mg)., t—Bu—X—Phos (23mg) . &
BAVDIOL 1, 4=UFFFY /K (3/71) (3. 6mL) Zmzx. 1
OOCICTOSHERE#H L, RISEEWEZERICEL., BRI FILZMAE
FRU7=%, BKREBST MY DLTEBRL, £54 NTRBL, BETTHEE
ERELE, BBWMAES Y ATV AZ L ONNITZ 714 —THREL, 1 -
{6—-—[2—-(EYYVv—-2—-q)LAKF*Y) =5, 6, 7, 8—FT I JE
FOx/ Uy—4—q4)L] EYYY—=3—A)} PEFYY—2—-F> (5
8mg) aHEEBMRYE LTHEE,

[MS (ESI) m/z 387. 2 (M+H) +]
LY EHBRIFILIOBEHEL, TN HCI /Et,0%%K (0. 148
mL) ZMAT, £LAEMEZRIRL, Eilked (63 mg) 2HER
K& LTHB,

[MS (ESI) m/z 387. 2 (M+H) +]
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Epef132 N— {5—-[2—- (BKYIV—2—A)LXIFY) =5, 6
7, 8—FhokbOF/YVy—4—AN]EYVIY—-3—-q)L} Pt b
7IR GRS

5—[2—- (BUYVv—2—-A4ANFY) -5, 6, 7, B—ThFL
RAF/ )yv—4—qNL] EYYY—3—-73I¥ (20mg) ICTHF (1
mL) . EtsN (0. 025mL) . #&E{k7EFI (0. 007mL) %
Z. ERICTIHBEERE®R L, RINEEWICREKEZT ) U LKAK. B
BIFILEMA., MEBFEEZT 7, BRELZEKRES M) D LTEEL
EBLER. BRETTAREEZRELE, BBWES Y ASVAZLOY
NIZ74—TREL. N— {5—-[2— (EYYY=2—-A4)LXANFY)
-5, 6, 7, 8=FhZErAF/Y V=4 -] EYIUY=-3 -1
} PTEMPIR (20mg) 2#\EHRME LTHEL, Y%tbEWEERT
FILIHEEL, TN HC I /Et,0@A MW (0. 148mL) Z#mMA%k, &
Ut e L. Zxtba® (9mg) 2HEHKE LTHL

[MS (ESI) m/z 375. 2 (M+H) +]
EMEFI133 4—[5— (1, 1=VFFSRFAFENKFY)Y—4—A)L
) BV —=3—q)] —2— (VI —2—-A)LXbEY) =5, 6,
7. 8—FhSkROFX/Y> EEEE

[T#&1] 4— (5—70OFEEYYY—=3—4aJ)) FAELEKRY>Y 1, 1
—JFFT ROELE

3, 5=y7OoEEYY>Y (500mg) . FAELKRYY 1, 1=
%K (343mg). Pd, (dba) ;-CHC 1, (110mg) . 4

, 5—ERXR (YT7xZIWKRRT1/) =9, 9=IUXFNLFHUFTY (12
3mg) . NaO—t—Bu (305mg) iZ. ArFEBEKT. bLTYV (
6mL) A, 100CICTIHIFEIRH L, RIGEEWZEZ M1 b THEA
L. BETTREEZRELL, BEBEWZL VATV AZLIOAYRNTZ T4
— TR, Exat (324mg) 2BEBEKSE LTEE,

[T#E2] 4— [6— (1, 1=YFFIRFAELRYV—4—1)) E
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)V —=3—q4)] —2— (EYIV—-2—q)LAKFY) =5, 6, 7,
8—FhoeRkOx/Uy EREOHE

EHE1 2 7TICECEAEICEY, tert—TF)I {2—[(5-7
OEEYIY—=3—4)) PI/] IFL} ALNRX—=EDORHYIZE — (
5-70E)YY=3—4)) FAENLKRIY 1, 1=IFF NEH
WT, 4= [6— (1, 1=YAFYRFAELERYVA—-1)) EYDY
—3—a4)] —2— (EVYry—-—2—-q4)LAXAM*Y) =5, 6, 7, 8—7F
e rOx/ Y vaEEBRYE LTHEL,

[MS (ESI) m/z 451, 2 (M+H) +]

LAY (92mg) A#EBETFILICAMRL. TN HCI /Et,0&
W (0. 204 mL) #MAt, ELLTEYMEZRERL., Zba (50
mg) ZABHKRE L THE,

[MS (ESI) m/z 451, 2 (M+H) +]

EhEFI134 4— [6— (FEFIV—3—qIAFY) EYTV—3 —
AIN] —2—- (VI —2 -4 AbFY) =5, 6, 7, 8—FT bk
fOox/ 1) > IGREIE

[T#1] 3—-[(5—-70FEYVIY-=3—4)) #F] 7EFIV
—1—AILERVEte r t —TFILDEE

5—70%EY)YY—=3—-4—J)L (600mg) . 3—EROFLT7EF
Sy—1—ALRVEEtert—TFFIL (747mg) . PPh,y (1. 13

g) IChILTY (165mL) ZMMA, IHICTYIAILRVEBIIFIL (2

2MOMLVIVEAR) (2mL) ZmA 9 0OCICT 2B5@EIRIE Lz BIE
TTCRISEREMOAEZRE L. BREBEWMZL VATV AZLIOAYNT S
74 —TREHEL., EREa" (820mg) AkEEKE L TEL,

[T#2] 3— ({5—-[2—(E)YY—2—a4AIMFY) —5, 6
, 7, 8=FhZEROF/ Yy—4—AL] EYVIVY—=3—-9q)} FF
) TEFOY—1—-HALKRVEEt e r t —TFILOEE

EHE1 2 7TICECEAEICEY, tert—TF)I {2—[(5-7
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OFEYDY—=3—4q4)) 7I/] TFIL} ALRA—rDORDHLYIZ3 - [
(6—7HEEVYY=3—q)) 7#F2] PEFZU—1—-HILKRVEL
ert—JFILERVWT, ERLEMERERBRYE LTHEL,

[T#83] 4— [6— (FEFIY—-3—aALAFY) EYIV-3—1L
] —2—-(BY)YY=-2—-a4)LXANFY) =5, 6, 7, 8—FThZERO
F/) v BEIEORE

3— ({5=[2=-(BYYv—2—q)LXIFY) =5, 6, 7, 8-
ThSeEROF /YUY -4 —A)] EVDU=3—-A)} FY) PEFY
Y=1—ANKRVEBtert—7FIL (130mg) ICTHF (2. 7mL
) . 10%3E® (2. 7mL) ZMA. ERICTHREREERLE, RISR
BYICKEEN ) D AEMAPMULE. /00RIVAZMA, HBEREET
Sf, AHMEEEKMETN) VATREL, HALALK. BRETTRESE
REL. 4— [6— (PEFYY-3—qIAFFY) EVI V=3 —1)]
—2—(BYYrv—-2—-q4)LX+FY) =5, 6, 7, 8=FhFEFOF
) B,

[MS (ES1) m/z 389. 2 (M+H) +]

LAY (18mg) AEBBIFILICEEL. TN HCI /Et,0&
W (0. 046mL) #mMAT, £LFTEYARIL, ZREY (11
mg) ZABHKRE L THE,

[MS (ESI) m/z 389. 2 (M+H) +]

EfEGI135 1—[3— ({5-[2— (KYYY—2—4JLXbF)
—5, 6, 7, 8—FbokbrkOF/ )4 —-AN] I3 -4
} ARV PEFOV—1—AN] TEH IV

4—[6— (PEFIY-3—-ANLFFY) EYI V-3 —-qJ] —2—
(BYSv—2—AXKFY) =5, 6, 7, 8—FrhSeROx/JYYv
(34mg) ICTHF (1mL) ., EtzN (0. 037mL) . E7EF
(0. O1mL) ZmMA, ERICTREER L, RVEEWICK, BFER
IFIVEMA. HMHRFEET o/, BREZEKRE S M) D LTEZEL,
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BELE, RETTAREZRELL, BREBWMZY VATV AZLIOT K
7574 —TCHREL., Eta®w (30mg) ZABTELI7RAELTE
7=
[MS (ESI) m/z 431, 2 (M+H) +]
EHEFI136 4— {5—[ (1 —XFINFPEFIV—3—4J) FF]
EYS>—3—AN} —2— (EVIV—2—A4)LAIFS) =5, 6, 7
8—FbokROx/V>
4—[6— (PEFIY-3—-ANFFY) EYI V-3 -] —2—
(BYSv—2—AXKFY) =5, 6, 7, 8—FrhSeROx/JYYv
(34mg) ICTHF (1mL) | REEtEDA (51mg) ZMX. T5
ICKATFTMe | (0. 0065mL) #MA. BRICTT 2EEERLE
o RINEEME LS4 FNTREL. BETTAREEZRE L, BEWE Y
ATNAZLIAY NI ST 4 —THRAEL, EELE" (10mg) 2EE
HRME L TE .
[MS (ESI) m/z 403. 2 (M+H) +]
EMEFI137 4— (2—)A0EYS V-3 —q)) —2—[ (6—7
MZOE) S —2—4)V) XbF¥] =5, 6, 7, 8=—FhSELROF
2>
[T#&R1] 2—4500—-4— (4, 4, 5, 5—FRrSXAFJIL—1, 3, 2
—-JFFHAROSv-2—-104J)) -5, 6, 7, 8—FhSkbRkOx/ v
DHYE
EHREGIODITRAICELLARICLY., M)A 0XF Y ZILKRVEE2
—40[Q—-6, 7-YeRAO-5H-Y0RV% [b]l EYYY—4—4
LWORHLYICNY ZLA0X9 VAN EKVEE2—- 00-5, 6, 7, 8—
FhoeEROF/ VY —4—ALERVWT, ERLEWEERENKE LTE
7=
[T#2] 2—/00—-4— (2—-2/0#0EYY>Y—-3—-14J) —5, 6
, 7, 8=FbhZEROFx/YOBEHE
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2—/s0OA—-4— (4, 4, 5, 5—=FhrSXFIL—1, 3, 2-U%F
HROSv—2—4J) —5, 6, 7, 8—F kb kOx/)yv (400
mg)., 2=7)0#0-3—-3—KEYY>Y (365mg) . Pd (dpp
f) Cl,-CH,CIl, (89mg) . kBEHY VL (565mg) ICTHF
K (371) (6. 2mL) AmMA, YKEEMERI LR, A r FHE
ST, 60CICTAKEE#H L, RIVESYMZ=EICREL. BFRTFIL %
MAHBRLEE, 54 FTRBL, RETTREERELE, BREWE Y
VATZNAS LAY NI ST 4 —THREL, ZERbEd (262mg) %
BE#HERE LTHEx.

[T#&3] 4— (2—=7)40EY)Y Y =3 —q4)L) —2— [ (6—7)LF
aEYyYv—2—14J)) Xb*¥] =5, 6, 7, 8=FhZEROFx/Y)
v DEGE

2—s00—-4—- (2—-7)40K)>>v-3—-4J)L) -5, 6, 7, 8
—FhSebkOF/ /Yy (62mg) . (6—=2)0FOEYIY—=-2—-1)
) X% /J—J)L (36mg) ., Pd, (dba) 3-CHC1l; (15mg) . t
—Bu—X—-Phos (24mg) . RKEEEIYL (23 1mg) IChILT

v (2. emL) ZmMA. SXBEEMWEHRI LR ArJFEST. 100
CICTARRARH L, RIBEEMZZERICEL. BFERT FILZMAHBRL
7. T4 MNTRBL., BETTAREEZRE L, BBWEL ) HTILA
SLOOYNIST74—THREL, FERLENECHRRTE L THEL,
[MS (ESI1) m/z 354, 4 (M+H) +]

EfHEFI138 4— (2—Nza0EYYY—3—q)l) —2—[ (5=7
hAQE) S —2—4)l) XbF¥] =5, 6, 7, 8—FhZEROFx
J )y iERets

EHEFI1 3 7TOIRIEA/mBIEICLY, (6—7iAOEY) V-2
—AI) XF/=LDRHLYIC (5—20A0EY Y —2—q4)L) X&)/
—IVERAWT, 4— (2—704A0EYYY—=3—14J)) —2— [ (5—7
ARy —-2—-4J)L) A+F¥] -5, 6, 7, 8—FhFEROF
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J) vEBEEHRYME L TERL, d53%LEa®W (96mg) ZEEETFIL (2
7mL) (IIBAEL, TN HCI Et,0&%& (0. 3mL) #ix,. =
JBICTO. GRSEE®R L, £EUAMEMEREL, Ebka®w (113 m
9) ZABHMERE LTHEL,
[MS (ES1) m/z 354. 4 (M+H) +]
EfHEFI139 4— (2—0a0EYYY—3—q)L) —2—[ (3=7
hAQE) S —2—4)l) XbF¥] =5, 6, 7, 8—FhZEROFx
U
EHEFI1 3 7TOIRIEA/mBIEICLY, (6—7iAOEY) V-2
—AI) XF/=LDRHLYIC (3—70A0EY Y —2—q4)L) X&)
—ILZRAWT, ERtemzEemRkYe LTEE,
[MS (ES1) m/z 354. 4 (M+H) +]

EpfI140 55— {2—T (6=—2)i70EEY)I>v—2—4)L) XK
1l —=5,6, 7, 8—FbhZkROx/)>v—4—A)} EYI>—2—5
JLR=KYJL

[T#1]1 5— (2—%080-5, 6, 7, 8—FkSErkOx/)r—4
—II) EYIY—2—-hLKR=ZMNYIILOEE

EHEGI1 3 TOIR2ICELCKLFEICLY, 2—7)040-3-3—RE
OV ORHLYILE—TOEEY VY —2—-H)LKR=ZFYIL%E, THFOR
HYIZT, 4—IUFFRHVEAVT, ERELEMERBHERE LTHK,
[T#82] 56— {2—= [ (6—7040BYYY—2—q)) A RFT] —
5, 6, 7, 8=FhZErAF/VY—4—-A)} EYTY-2-RIK
Z M) LOBRE

5— (2—-4%QQO-5, 6, 7, 8—FhSeRkOx/Yv—4—1))
EYIy—2—-hR=MYIJL (90mg) ., (6—2)A0OEYIV—-2
—q)) X% /=)L (55mg) ., Pd, (dba) s (31mg)., t—B
u—X—Phos (28mg) . kBEE>VUAL (218mg) ICMLIY (
3mL) ZMA. HZREWERILE. ArFEKT. 100TCICTS8
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[0039]

BRI Le, RISEEWEERICEL. BRI FILZMAHBMLE,
Z4MNTRBL, RETTAZEZRELE, BREBWMZ ) ATV AZ LD
YhTST4—THEL., EREY (57mg) AHBMEKE LTHEK,
[MS (ESI1) m/z 361. 3 (M+H) +]

EfEFI141 55— {(2-—[ (3—2)70EBYI>V—2—-qJL) XbF

1 =5, 6, 7, 8=—5FbhsebkOx/Yv—4—AJ} YT —2-—4

JLAR=KYJL

EHEGI1 4 0DTR2ICKELCLFERICLY, (6—7iA0E) VY -2
—AI)) AF/—=ILORHLYIC (3=7)A0EY TV —2—1)L) X&)
—IVERBESYLORDLYICNaO—t —BuaBAWT, EZLEANEE
Bl E LTEL,

[MS (ES1) m/z 361. 3 (M+H) +]
EhFI142 55— {2—[ (3, 5=)0740EBYS>—2—AJ) X
b¥s] =5, 6, 7, 8=—FbokbOFx/Vv—4—-Aq)} EYVI>V—
2—HIKR=BRYJL

EHEGI1 4 0DTR2ICKELCLFERICLY, (6—7iA0E) VY -2
—)) XFJ=ILORHYIC (3, 5-IY7)L4AEYIY—-2—-1)L)
XY )=V ERBESILODRDYICNaO—t —BusBWT, ZZtE
WaEEmRE LT,

[MS (ES 1) m/z 379. 3 (M+H) +]

EREFI143 2— (BEYIV—2—qILAbFY) —4—- (BEYITV—
B—qAJ)) =5, 6, 7, 8=—FbokbROx/)> GEIE

RHEGI8 2 ITRR2ICELLAEICLY, EYI V=3 —4)LAOVED
KHOYICEY IV -5 - )L ROVEEE") VEEHYY 7 LADRDLYICKEE S
DI LERWT, 2— (BEYVYY—2—q)LANFY) —4— (BYITY
—5—4J) =5, 6, 7, 8=—FhSEROF/YVEXEBEKELT
1§77z, k&Y (100mg) ZEEERTFIL (6. 2mL) ITAEFEL. K
ATFTIN HCI/Et,0&%K (0. 31mL) #MA., 1EBEEHLE
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o EUMEMZRE L, FELE (9 1Tmg) ZREBMAKRE LTHL,
[MS (ES1) m/z 318. 9 (M+H) +]

THRDHE CioHsN,0-HCI1+0. 1TH,0&LT

SHEE (%) C:63. 99 H:5. 43 N:15, 71

=RfE (%) C:63. 83 H:5, 42 N:15, 53
EREFI144 2—[ (6=—NAOEY)TIV—2—4)L) AbFS] —4

— (PYzsYv—-—5—4J)L) =5, 6, 7, 8—FhSkkrkox/ Uy

[T#&1] 2—-/00—-4—- (EKY)XYv—-5—-4q4J)) =5, 6, 7, 8—
TFhoeROF/ ) VORIE

EHEGI8 SOITRAICELLAERICLY, EYIY—=3 —4)LAOVED
RbOYICEY IV V-5 - )L ROVEEE., Pd (PPhj) ,ORDYICP
d (dppf) Cl,-CH,C I, ZzAWT. FEEtEMEN—Y1BMKRE
L TF7

[T#E2] 2— [ (6—7.4A0EYDY—2—1)L) AFT] —4— (
EKY)IYy—-5—-4AJ) —5, 6, 7, 8—FrSkRkOox/ Y roHsE
2—-s0o0—-4—- (EYxYv-5—-4J)) -5, 6, 7, 8—Fh3k
KOFx/ )Y (71mg) . (6=7.LA0EYIY—2—40)L) X&) —
J (41mg) ., Pd, (dba) 3-CHC1l; (20mg) . t—Bu—X
—Phos (33mg) . kBEtz> U4 (3156mg) IChLTY (2. 9
mL) ZmMA. SZEREWERILE. ArFEKT. 100CICT14
BRI Le, RISEEWEERICEL. BRI FILZMAHBMLE,
Z4MNTRBL, RETTAZEZRELE, BREBWMZ ) ATV AZ LD
Y hNTST 4 —THEL, ERbaY (59mg) EREBHEKE LTHEL
[MS (ES1) m/z 337. 3 (M+H) +]
EHEFI145 22— [ (5—0A0EBYTY—2—-q)) XbF>] —4

— (PYzsYv—-—5—4J)L) =5, 6, 7, 8—FhSkkrkox/ Uy
A1 440TR2ICELEAZEICLEY., (6—7)4A0) Yy =2
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—AI) XF/=LDRHLYIC (5—20A0EY Y —2—q4)L) X&)/
—ILZRAWT, ERiteEmzEatlkMe LTEL,
[MS (ESI1) m/z 337. 4 (M+H) +]
EREFI146 2—[ (4A—NA0EY)IV—2—4)L) AbFS] —4
- (¥Y3xYy—-5—-4J)) -5, 6, 7, 8—FrSkROx/Yv
[T#1] 4—70A40EBY VY -2 —HLRVERIFILOEE
2—s0OA—-4-7)040EYY>Y (300mg) . Pd (dppf) C
| ,-CH,C 1, (149mg) . T4 /—J)L (2mL) ICDMF (2mL)
.DIPEA (1. 18mL) #mMx. —BELKRRFEKT. 80 CICTHK
WIER L, RINEEMAEERICEL., BETTREARE LR HERT
FIb, KemA, HMBREZTo7, BREBZEKRE S N D LTEEL
EBLER. BRETTAREEZRELE, BBWES Y ASVAZLOY
NTZ74—TREL. ERbe®W (254mg) Z2R@8BHIRME LTEL

]

[T722] (4—7.40EYTY—2—90)) X% ) —ILDE5E
4—7)0A0EY T Y —-2—AIRVEIFIL (254mg) ITAY /) —

IVEMZ., NaBH, (170mg) #MMA, 4BEEELE, BETTRIS

BEMOBREZRELLE. FFEEIFIL. KENMA, MBREZIT-o <, &

BEAMKRET N DLTEIREL, BBLAR. BETTAEARELL

o BEBMELYATINAZTLIOX NI ZT7 1 —THEREL., ZRtbEa (1
26mg) zEEBHRME LTHEL,

[T#E3] 2— [ (4—71W4A0EY) DY —2—1)L) AFT] —4— (
EKY)IYy—-5—-4AJ) —5, 6, 7, 8—FrSkRkOox/ Y roHsE
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—I) XF/=LDRHLYIC (4—20A0EY Y —2—q4)L) X&)
—ILZzRAWT, ERlbEMzaemkes LTEL,

[MS (ES1) m/z 337. 3 (M+H) +]

EEFEI147 2— [ (3=—0A0EEYTV—2—-qJ)) XbF>] —4
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- (¥Y3xYy—-5—-4J)) -5, 6, 7, 8—FrSkROx/Yv
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2

—AI) XF/=LDRHLYIC (3—70A0EY Y —2—q4)L) X&)

—ILZRAWT, ERiteEmzEatlkMe LTEL,

[MS (ES 1) m/z 337. 2 (M+H) +]

EEFI148 2— [ (3, 6=I7)Na40EYIV—2—4)L) AbFY

1 —4— (EYIY>v—-5—4)) =5, 6, 7, 8=FhZkROx/Y

v
[T#1] (3, 6=U7)L40EYIY—=2—1)L) X&) —ILDEE
3, 6=I7)A0E) Y —=2—-AIKRVEBEAFI (300mg) ITX

/=)L (bmL) ZMA, ISHICKSTFTNaBH, (197mg) ZMx

 ERICTARERE L, RBEEWMICKSTTIREZMA., BETTHA

WARE L7k, BRI FIL, KEMA. HMBREELT o, ARELEK

WEEF M) LTERL, BBLEE BRETTARAEEZRELL, BEWE

SVATNAZ LA NI Z 74 —THRE L. Z2LE®W (105mg)

EEARRTE L TR,

[T#2] 2— [ (3, 6=U7L0A0EYYY—=2—q)L) A bFP] —
4—- (KYxyv—-5—-4J) =5, 6, 7, 8—FrSEROF/YVD

5
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2

—AI) XEJ=ILDRHYIC (3, 6-Y7.40EBYIY—2—1))

X8 )—)%EPd, (dba) ;-CHC | ,0fbYICPd, (dba) ;5

WT., JERtaWzeRkamtmis LTERL,

[MS (ESI1) m/z 355, 4 (M+H) +]

G149 6-— ({[4—- (K)VZYV—-5—-4q)) -5, 6, 7, 8
—FThoSEROF/ V=2 —A)] AR} XFI) BYSIV—2—-H)

il %

EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
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[0040]

—AI) XE/—=IDRDHLYIZ6 — (ERFOFIXFIL) EYVIV—-—2-7
IWR=Z MY ERWT, ERCEMEREBHMRE LTHE,

[MS (ESI1) m/z 344, 4 (M+H) +]

G160 6-— ({[4—- (K)V3ZY¥v—-5—-4q)) -5, 6, 7, 8
—FThoSEROF/ V=2 —A)] AR} XFI) BYSI V=3 —-H)
il %

2—-s0o0—-4—- (EYxYv-5—-4J)) -5, 6, 7, 8—Fh3k
Fa*/1)> (80mg) ., 6— (ERAOFIXFII) EYI—-3—-AI
AR=rYJ (46mg)., Pd, (dba) 5 (30mg). t—Bu—X-—
Phos (65mg). NaO—t—Bu (63mg)., MS4A (150
mg) ICMNLIY (2mL) ZMA. HZXBREMERT LR, A r FHSK
T, 100CICTSKEIE#H L, RINEEMZ=ERICEL. BFRTFIL %
MAFBRLUE. KTHEL., HOWTHRMBIEKTES LR BKHE
TxOILTREL, BBLEE., BETTAEEZRE L, BEYMES Y
ATNAZ LAY NI ZT7 4 —THEL, ERLE® (20mg) ZHKE
R E LTHx.

[MS (ES1) m/z 344, 4 (M+H) +]
=EF151 2— ({[4— (KYISYY—5—4J)) —5, 6, 7, 8
— TS ROF/ V=2 -] AR} XFI) BYIV—4—-H)L
il %

EREH 1S O0ICKELAFERICEY, 6— (EROFVXFIL) EYT Y-
S—HILRZKMIVILORDLYIZ2— (EROFOAFIV) EYTV—4-—7
IR=ZMYILERWT, EREEMEREMRE LTHE,

[MS (ESI1) m/z 344, 3 (M+H) +]

EREHI152 2— [ (B—XFNEYIV—2—q)L) AbFP] —4—

KFYyzsyy—5—-4N) —5, 6, 7, 8—FhSEROF/UY
[T#&1] 4— (VXYY -5—-14J)) =5, 6, 7, 8—FhZkRO
F))V—2—F—)LDOEE
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2— (BYYry—2—qIXbFY) —4—- (E)VIPV=-5—-1)) —
5, 6, 7, 8—FThZErROF /YUY (550mg) ICTHF (12mL
). 15%EE (3mL) #iMx. 3EHBMBER L. RINESWEEE
KR L7, BT FI. KENMA., HMBREELITo L, BHRE% BKRE
FTRUDLTEREL, BBLEE BETTABEZRELE, BEWMES )
ATFNASLIVAY NI S 74 —TREL. ZEd® (240mg) %515
7=
[TfE2] 2= [ (B=—XFILEYIY—=2—4)L) A FP] —4— (E
JIYv—-5—4J) =5, 6, 7, 8—F Sk ROx/ Y ro8E

4—- (EY)xYv—-5—-14J) =5, 6, 7, 8—=FhrhSeROx/)v
—2—Z4—J)L (20mg) ., 2— (#OOXFI) —6—XFLEYIY (
25mg) . kBBER (24mg) ICMILITY (1mL) ZMA, ¥420O7
T—TRISEET160CICTS0ERIGLE, RNEEMZEES A MT
BEL., BETTREEZRELL, BEBWMZL )V ATNVAZ L7 NT S
74 —TRHEL., BRLE® (Tmg) #ABHERE LTEL,

[MS (ESI) m/z 333. 3 (M+H) +]

ERHEGI163 22— [ (S=AFLEYIV—=2—4)L) XbFT] —4—

(KYzxYv—-5—4J)) =5, 6, 7, 8—FhSkROFIYY

EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—AI) XF/=ILDRHYIC (S—AFILEYIY—2—A)L) X¥ /) —
WERWT, ERtEaEmEzatmke LTEk,

[MS (ESI) m/z 333. 4 (M+H) +]

EREHI154 4— (BYIYVV—=5—-q)l) =2— {[6—= (bYTILF
OXFI) BV —2—4)L] AbFL} =5, 6, 7, 8—FThZEFR
O/ 1)y 8EgiE

2—-s00-4— (EYzxyv—-5—94J)L) -5, 6, 7, 8—Fhr3k
kax/1Y> (30mg) . [6— (M)ZNA4AOXFIL) EYS V=2 —
AIN] A% /—J)L (28mg). Pd, (dba) 3-CHC 15 (8. 3mg
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). t—Bu—X—Phos (8. 3mg) . kEEt>94L (80mg) I
MLT>y (1. 6mL) ZMA. SZBEEMWERILEE. A r FEKT.
TOOCICTHRERER L, RINEEYMEZERICEL. BRI FILEZMAR
FRU%E., 54 MTRBAL, BETTAEEZRE L, BEBMEL VAT
WAZLIAY NI ST 4 —THRAEL, EELE? (3 7mg) ZHkEEK
& LTE~,
[MS (ESI1) m/z 388. 2 (M+H) +]
WELEMICEL,O, 1IN HC | /Et,O@|lEMAKE. BETT
BEAEREL, ZRbEY (26mg) #ABHERE LTHEK,
[MS (ESI1) m/z 388. 2 (M+H) +]
EREFI155 2—[ (S=—XpFIENVIY—2—-A)L) X F] —4
- (BYzxyv—-5—-4J)l) =5, 6, 7, 8=—FrSkROx/Yv
2— [ (3=7)40EY)YY—2—4)L) XbFY] —4—- (EYZY
v=5—-4J)) =5, 6, 7, 8=FhZrOF/Y (Emg) ITX%
J—JI (1mL), NaH (60%, dispersion in oil
) CGBREIE) Mz, ERICTHREIER Lk, I5IC50CICT2HAERE®R
Lk, 14700 x—TRBEBTI 20CICTIBERINLE, &I T
1TO0EICTI MBI LE, BETTRISEGMOBEEZMRELL, &
BMa2 )V ATV AZLo0O%XNIZ74—THREL. ZR2EE®W (S3mg
) EEEHMRYE LTHER,
[MS (ESI1) m/z 349. 3 (M+H) +]

EfEfl166 6-— ({[4—- (K)VZY¥v—-5—-4q)) =5, 6, 7, 8
—FThoSEROF/ V=2 —A)] AR} XFI) BYSIV—2—-H)
AEHIR

6— ({[4—- (EVxzYY—-5—-94J)) =5, 6, 7, 8—FT+FENR
OF /)y —2—4)L] x>} 2FI) EYVDY—2—-hLKR=ZKYIL (
20mg) iCtert—=7%/—JL (1mL) ZMZA. ISHICTILIFHEH
79BNV T (10mg) ZMA. 90CICTABBHERERELE, RIGES
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MEERICEL., BFBT FILEMAGRMUEE. 54 hTERAL, BET

THREERE L, BEBWES Y ATV ASLIORNI ST 4 —TREL
ZibEat (25 mg) ZHBMAERE LTHEL,

[MS (ESI) m/z 362. 3 (M+H) +]

EfEBI157 6— ({[4—- (KVIY>—B—A4)) =5, 6, 7,

—ThoSEROF/ V=2 —A)] AF} XFII) YISV —2 -7

10.¢)

/11

N

2—[(6=7)A0EYYY—2—14)L) XbFP] —4—- (EYZY
¥=5—-4JV) =5, 6, 7, 8—FhZEbrOF/YY (20mg) ITE
PYVEZT /AL —IBER (TmL) ZMA, HET. 110CICT2H
EER L, BETFTCTRBIBEENOBEERE L, BBNEL ) HTILA
SLUOXNIZ74—TREL. EReY (2. 3mg) Z2EHEBHRY
& LTE~,
[MS (ESI) m/z 334. 3 (M+H) +]
EHH158 N—XFI—6— ({[4—- (KYIZT>V—-5—-4)) =5
6, 7. 8—FbSERAF/IYV—2—A)] FFI} XFI) EYY

v—2—-F3v

EMEF 157 ERAKRBRAEICEIY. BPVEZT XY ) —ILBEROKDL
YIC2ZN T/ AFILTIV/ XY/ —ILAREAVWT, ELtbEs®Wzat
MERELTERL,

[MS (ESI1) m/z 348. 4 (M+H) +]

EREFI159 [6— ({[4- (BEYZYY—-5E—q)) =5, 6, 7,
B—TbhobROF /=2 —AN] ZF2} AFN) VIV —2—4
W] X5 /=)

EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—AI) XE ) =ILDRHLYIC (BEYT V=2, 6=214I) EAXS ) —
WEeRAWT, BRIbEMaREBMERE LTEL,

[MS (ES 1) m/z 349. 4 (M+H) +]
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[0041]

EREHI160 2— {[6— (APFIVAFI) EYIY—2—4)L] X
¥} —4—- (KVIVY—-5-—-4)) =5, 6, 7, 8—FbSkRO*
/) 1BERE

[6— ({[4—(EKYVIXYY—-5—-1J)) =5, 6, 7, 8—F Tk
FOF/ ) =2—A4)] FFI} XFI) EVIU=2—A4)L] A5/ —
I (50mg) ICTHF (1mL) ZMA, I5ICKSTFTNaH (60%

, dispersion in oil) (10mg) ZMAx. EREICT
ONRIMEM Lz, BE, KHTFTMe | (0. 013mL) #mMx, =RIC
T2EEER L, REEAMEERICEL., BRI FILEMAFTRLLE
CKTHERL, ROTRMBIEKTHRE LK. BKREBY IR Y LTE
BL, BBLEE BETCTAEEZRELE. BENEVATIVAT LY
OvYhNIS74—THREL, ELEaY (4 1mg) Z2HBMERE LTHE
o HELEMICEL,O (2mL) ZMA. ISHITKATTIN HCIE
t,03B® (0. 31TmL) ZMA, ERICTO. SEEEH L, £ UM
E¥EREL. FRbea® (12mg) Z2EEBHKRE LTHEE,

[MS (ESI1) m/z 363. 4 (M+H) +]
=B 161 2-[ (6—IF=JUEYIV—2—-AJl) X bxv] —4
- (BYzxyv—-5—-4J)l) =5, 6, 7, 8=—FrSkROx/Yv

[T1] 2—7O0F—-6— ({[tert—=TFIL (IAFIL) >VI]
FHFI} AFI) EYTUORE
(6—7HOEEYYY—=2—a)L) X5 /=)L (2g) ICCH,C 1, (5
OmL) #MA. IS6ICtert—TFIIAFILI2O0QYSY (1. 69
). 41348Y—) (64mg) . DIPEA (5. 5mL) A#mMx. TET
BB L, RINESWICE t , 02 MAHBRLLE. KTHEL, W T
RMBIEKTHSE Lk, BKMBY /XU ALTEBRL, BRALLE. HB
ETTAREEZRELE, BREBWMEZ ) ATV AZL7OX NI ZT7 4 —TH
L. ZRka (3. 119) 2\EMUME LTEL,
[TFE2] 2— ({[tert—=TFI (FAFI) PVIL] TF} XAF
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V) —6—IF=ZILEYIY
ArFEST. (2—-7O0F—-6— ({[tert—TFIL (¥AFIL)
SOUNT FFDY AFIV) EYVYY (B00mg) (1, 4=-IFFHY (
S3mL) . EZILNYTFILEE (1. 05g) . Pd (PPhy) , (96m
9) ZMZ. ¥4 7001 —TRIGEET1 20CICT2 0pERIL L7,
RESEE#ICPd (PPhy) , (96mg) #BML, I5ICvA/07
—TRIEETT 20CICTIHEARISLE, RISREEWMZZRICEL. B
BIFILZMABRLELE, KTHREL, UV THENEBIEKTERE L&,
KM~ /XU LATRIEL, BBALAR. BRETTAREEZRE L. &
BWaE ) ATNASLIOX NI ST 1 —THREEL, Zta? (416
mg) ZEEMRYE LTHEE,
[T#23] (6—IFZIEYIY—2—9)) X% ) —ILDEE
2— ({[tert—=TFIL (IXAFI) YUN] FF2} AFI) —6
—IF=IAEYTY (150mg) ICTHF (3mL) &#MA. I5IIK%
FTT1. OM FrSTFILTPYEZILIILAY R (UTF. TTBAF]
EWD, ) SJTHFAM® (0. 35mL) #FTL. ERICTIFHEREEL
oo RISEEYMAEERICEL. BT FILAMABRUE, KTHEL.
MOWTRMBIBKTHRF LR, EKBEBYIROVLTEEL, BKBLE
%, RETCTREZRELL, BEBWMZ ) A5 VAZLIOXNIZ T4
—TCHEL., BREYw (68mg) ZEMAMRYE LTHEL,
[T#E4] 2— [ (6—ZFZIEYDY—2—1)L) AFT] —4— (
EKY)IYy—-5—-4AJ) —5, 6, 7, 8—FrSkRkOox/ Y roHsE
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—qI) AZ ) =ILDORDLYIC (6—ITFZIEYI Y —2—AJL) X&)
—ILERAWT, ERtemeatmkie L TRk,
[MS (ES 1) m/z 345. 4 (M+H) +]
EEFI162 2— [ (6—7OEEMEYISY—2—4)L) X bFT] —4
- (KYsyyv—-5—4J) =5, 6, 7, 8—FhrSkROox/Uy &
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Bl
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2

—AI) XF/=ILDRHYIC (6 —TOELEYIY—2—q4)L) X&)

— )%, Pd, (dba) ;- CHC | ,0RDYICPd, (dba) ;ZBWVT
SRLaMEaBMmERE L TRk, Hixké (64mg) ICEL,0 (4
mL) A, ISITKATFTIN HCI /Et,0®& (0. 178mL

) AMA. BRICTO. SEFEEH LA, £LCAMTEMEZRIL. ZEiks

M (57mg) ZEBMAKRE LTHEX,

[MS (ESI)m/z 361. 5 (M+H) +]

EMEF 163 2— (BESVV—2—qIAbFY) —4— (EYIT YV —
5—AJ)) -5, 6, 7, 8—FhrSkROox/Yv
EREH1S2OTR2ICKELALFERICLY., 2— (V/OOXFIL) —6—

AFIEYIVORDYIC2— (O0OXFIV) ESTYVERWT, FiEL

e EEemRY e L TEx,

[MS (ESI) m/z 320. 2 (M+H) +]

EhEFl164 4— (BYIVV—-5—q)) —2— (1, 3=FF7V—)
—2—ANXbFY) =5, 6, 7, 8—FhSkROFIYY
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—AI) XEJ=ILDRHLYICT, 3=FFY—IL—2—AILXY )%
AWT., ERitezatdikme L TEL,

[MS (ES1) m/z 325, 2 (M+H) +]

EREFI165 2— (1, 3—FFHYV—I—-2—-qIXbFY) —4— (
EYIyyv—5—4J)) -5, 6, 7, 8—FhSbROFX/YY
EHEGI144DTR2ICKELCEFERICEY, (6—7A0E) V-2
—AI) XEJ=ILDRHLYICT, 3—FFHY—I—-2—AIXE5 /=)
=AWT, ZEiRbEMezaeEts LTEx,

[MS (ES 1) m/z 310. 2 (M+H) +]

Ehefl166 2—[ (1—FFLREYVIV—2—A)L) XbF] —4




‘9 G (LENXU)—2 -GN A) —2— ()-8 —7~AGZMA
OFANC—2) — v "MBEHL—VLLLHN204TECUNLYU (AR GE
¥ YN FHEE O HE CMEE2N J£a FAYNWERYIWRAN£L£T
i NAENEERHSEVY “YNMHEERS L 220,08 L LEFRUK L
—TLO4 )22RHSEER ¥ (TWw9 "0) 4NAX (Bwe ) 7
(f|Udd) Pd “(Bwoy) 10117 " (Bwge) A43A (I=A
EYAN£XNN) —G—OkAL—2 " (BWQOO L) AN /70Oy 3AEA
£—-8 ‘L ‘9 ‘G— (S¥NXN}—2—-As0A) —2—O04—V

=
ETN

2

OG#WS ~NH/r¥x043&4£L—-8 ‘L ‘9 ‘G— (A¥yXU)—2
AGNhA) —2— (M) —-S—Ac(A0kNC—-2) —v [2ET]
UELN R U BEE (
Bw | 9g) UBSANUER " NBHL— VL HN2046TEHNLY N A%
A4EB% U FIH2ESHOUS TV 2L FHE Y MHEERH 2 2 EE °
BOX YUNHERFEO 1 2210,00 L I XHE v ¥ (QweeE
) AHFEL—Y L (Bwzog) " (Pudd) Pd T (Pwlvg)
W—N£Xfxv " (BWOOE) ARG AOKNL—2—-FOL-G
FRBEOALEINA (N=ZAELAEXNN) —G—OkAWCL—2 [LET]
TS AN/ X¥O0JAZ3L—8 L '9 G- (AFxIXUM}—2¢—74
GhA) —2— (M)—G—ALSNAQEANCL-2) — Vv L9 Lg%=E
[+ (H+W) € "gege z,/ w (1S3) SI]
UELNI¥GEBHEY (Pwg L) SRR
NREHDL— VLN 204 TEUNLY (1 22 HESEME 2 HEIR 3
2OEE B0 CYNHEIERS L YR (Pwoy) (41erem %
G2 ‘sSde Yyi11m) vgdOo—wadEKNIG “¥I(E (JwO
Ol) YAakooO42) (bweg9) Ahr¥xOyA&£Y£L—-8 ‘L ‘9 ‘S
— (U} =G-7"630A) —v— (AFNXU)—2-7"5NA) —2
Ahr¥OJdAaA&d£L—-8 "L "9 'S— (MWM}—-G-7<45MA) —

8EYELO/ETOTAL/LOd 0ct 868Y€0/¥10T OM
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7, 8—=FbSEROF/YY (14mg) 2EEBHRME LTEL, Y
LEMBBRIFIVICAREL., TN HCI Et, 0@ KREZMA. £ UM
E¥EREL. FRbea® (12mg) Z2EEBHKRE LTHEE,

[MS (ESI)m/z 337. 1 (M+H) +]
EHEHI168 4— (2—XFNEYIIV—-5—-q)) —2— (BYI>
—2—AIXIFY) =5, 6, 7, 8—FhSEROF/YY

M)W ABASIVRIVKVE2— (B —2—4)LAMEFY) —5
, 6, 7, 8—FrSEROF/YY—4—AJ)L (50mg) . 2—XFJ
—5— (MYXFLTYL) EVZIYY (33mg) ., Pd (PPhjy) 4 (
15mg) IKNMP (1mL) ZMA. 100CICTHRERER L, RIGE
BYMEERICEL. Et,0. KEMA, HMHRELIT o, BHE%E BKER
BF M) ILTREL, KALELE BETTEEEZRELE, BBYWESY
VATZNAS LAY NI ST 4 —THREL., Zbad® (12mg) 521
oo UEEAWICEt,O (1mL) A, I5ICTN HCI Et,O0
AR (0. 036mL) Z@FLk, REVEEWMET Y MNRBRIEL 1%
BRETCTHREEREL, ZREEW (1 1mg) 2ABHERE LTHEL,
[MS (ES1) m/z 333. 4 (M+H) *]
EHEFI169 5—[2— (EYVYY—2—A)LARFS) =5, 6, 7,
8—FhSERAF/YY—4—AN]EYIVV—2-—F3Y

4— (2=27)040EYXYV-5—-9)l) —2—(EVZVr-2—-9)
Xh*¥) =5, 6, 7, 8—FhZErFOF/YY (8mg) ITETVE
ZT/S A —ER (2mL) ZMA. 4 OCICTI3REERLEL, RE
TTCRISEREMOAEZRE L. BREBEWMZL VATV AZLIOAYNT S
74 —THREHEL., EREaE® (5mg) #ABHERE LTEL,

[MS (ESI) m/z 334. 3 (M+H) +]
EREHT1T70 N=XFI=—5=[2= (BYIV—2—AN A F) —
5,6, 7, 8—FbhokebAF/IV—4—-AN]EVIIVV—-2-F3

A
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Ehefl1 6 9 EERBAEICIY. BPVEZT XY ) —ILBEROKDL
YIC2ZN T/ AFILTIV/ XY/ —ILAREAVWT, ELtbEs®Wzat
MERELTERL,

[MS (ES 1) m/z 348. 3 (M+H) +]

[0042] ==fEFI1 71 N, N=IXF)—65—[2— (EYIV—2—4)LAIF
¥) —5,6, 7, 8=—FbZEbROF/YV—4—A)N]EYIIV—2

—7Iv

4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
hSeEROF/UY (100mg) ., 2—7)740-5— (MY XFILRH
vZ)) EYXYY (956mg) ., LiCl (46mg) . Pd (PPhy)
s (42mg) ICDMF (0. 6mL) ZMA., HZEEME~Y( /O T —
TRIGRETT1 80CICT 1 HEER LE, RISEEWMZZERICEL. B
IFLEMAGERLUEE 254 NTRBL, RETTARELZRELEL, &
BWaE ) ATV ASLIOX NI S 71 —THREEL, Zta? (4. 8
mg) ZEEHRYME LTHEE,

[MS (ESI) m/z 362. 2 (M+H) +]
EfEF172 5-[2— (BEYYY—2—-A)LXIFxY) =5, 6, 7,
8—FbokROF/ V-4 —-AN]EYIIV—2—-F—)L

4— (2=27)040EYXYV-5—-9)l) —2—(EVZVr-2—-9)
AN*Y) =5, 6, 7, 8—FhZEROF/Y>Y (mg) ICtert
—7FNLTIII—=IL (0. 5mL) . KEgEF YD LKEBR (0. BmL
) ZMA. 90CICTAREERR L, RINEEWZZRICEL., /700K
Wb, KEMZ, ISICBMNELRT VEZDLKBEREMA. BHLHE.
MEBRIEEIT o, ARBEEKEET N) JATREL, KALELE., R
ETCAEEBREL, EREAY (7. 5mg) Z2ABHYKRE LTHBL,
[MS (ESI) m/z 335. 3 (M+H) +]
Epef173 5—-[2— (BEYIV—2—q)LAPFS) =5, 6, 7,
8—FbokbrROF/YV—A4—-AN]EVIOV—2—-HINKR=ZYI
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oY)

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
5—XFILEYVSVORDLYICS—TAEEYIVV—-2—-AILER=M)IL
AERAWTC, 5—[2—- (BYYv—2—q4IXIFY) =5, 6, 7, 8—
FThZerOF/ Y —4 -] EYIDV-2-AIR=ZMN)ILZEE
BEikE LT, UZbEYw (83 1mg) #EEETFIL (25mL) (TF
L. XAFTIN HCI /Et,O0&m® (2. 16mL) #MA, £Lk
MR L., ZiEkd (69 7mg) Z2ABHMEKE LTHEE,

[MS (ESI1) m/z 344, 4 (M+H) +]

THRDHE CooH7Ns;O-HCI+H,0&LT

StEfE (%) C:60. 38 H:5,. 07 N:17. 60

=RE (%) C:60. 98 H:5., 14 N:16. 93
EHEFI1 74 55— [2— (EYVYY—2—A)LARES) =5, 6, 7,
8—FbhSERAF/IYY—4—AN] EYIVV—4—HIR=ZLYJ

B

:
S

[TR1]1 6—3—F—4— {[2— (FUXFILZYL) ThxT] Xb
FoUY EVZVVDEE
5—3—KNEYIYY—4—-F—J)L (850mg) ICDMF (9mL) .
DIPEA (2mL) ., DMAP (46mg) ZMA. ILITKATT2—
(700X hFY) IFLMYAFILYSY (1TmL) 2FFL. BRICT
RERER L, RIBEAWICE t ,0. KEMA, HMHEBRFEET >/, BHE
ERKWMERT NYOLTREL, BBLEE. BETTAREEZRELL, &
BMeET ) ATFNAZLIOX NI ST 1 —TREEL, ZERtbaw (19)
EHEBEKE LTEL,

[T#2] 2— (BYYYy—2—ALAbFY) —4— (4= {[2- (k
DAFILS)IIL) ThF2] A hF2} EYIYVY-5—-414J)) —5, 6,
7, 8—FhZEROF/)vORE

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
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5—XFILEYIVORHLYICE—T—K—4— {[2—= (PYXFILY
V) IhFV] AMFY) EYIVUARVWT, ERLEWEEEHBRYE
LTH/7%,

[T#&3] 56— [2— (EVYVY—2—q)LALFY) =5, 6, 7, 8—
FhIEROF /)Y =4 —AL] EYIDV—4—F—ILORE

2— (BYVYy=—2—A)LAMEY) —4— (4— {[2— (MIXFI
S)I) ThFRV] AMFDY EYZIYY-5—-94)) -5, 6, 7, 8—
FhSekRkAx/YY (237mg) ICCH,C 1, (3. 4mL), T4/
—JL (0. 034mL) BHEMA., IHIKATFTTTFA (0. 5mlL)
ZEFL, ERICTIHEERR L, RIGREEWICK, KBEH') D LZMA
CBRILEE. J00RIVAEINA,. MBEREEZIT o, BRE % BKRER
FTRUDLTEREL, BBLEE BETTAEREEZRELE, BEMICE t,
O%MA., TABREZ LIELIBHLALE, BBL, FiEkEd®w (110m
g9) AHBMERE LTHEL,

[T#84] 4— (4—/O0OBYIYY—-5—-q)) —2— (EYyTv-2
—(ILARFY) =5, 6, 7, 8—=F Sk ROx/ Y vOBE
5—-[2-(BUYY—-2—-aAAKFY) -5, 6, 7, B—FT I 3JE
KOox/v—4—A4NL] EYVIYY—4—-4—)L (69mg) II¥y OO
TS (2mL) . PPh; (109mg) ZMA. 1ERERELEE. MWE
fbik®%E (0. 059mL) A#1x. 6 0CICT6EEELRLE, HETTR
INEEYMOBREEZRELE, BREBWMEZ ) ATV AZLIOXNTZT7 4 —
THREHEL. ERa" (24mg) #EEBHMRYME L TEL,

[MS (ESI) m/z 353. 3 (M+H) +]

[T#&5] 56— [2— (EVYY—2—q)LAKLFY) =5, 6, 7, 8—
FhaeROF/ YY—4 -] EYUIIV—-4—-HIR=ZM))L B
IBOBE

4— (4—700EYVIYY—-5—-14J)l) —2— (BEYIY—2—-a)LX
h+¥) =5, 6, 7, 8—FhrSekax/)>» (30mg) . Pd (d
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ppf) Cl,-CH,C1l, (3. 5mg) . ¥7{tEsh (10mg) ICD
MF (0. 5mL) #MA. BZXBRENE~YA IOV I —TRIGEKET1 8
OCIKCTIHRARIGLE, RIBEEWEZERICEL., BRI FILZMAER
Lk, E54 hTRBL, BETTAREERELE, BEMEZ ) AL
AZLIAXNTZ 74 —TREL, ERLEYW (22mg) ZEEHRY
& LTE~,
[MS (ESI1) m/z 344, 4 (M+H) +]
LbEMEEB I FIIL (2mL) ([TAFEL. TN HCI Et,0AR
(0. 064mL) ZmMA. £UWEMEZRI L, FELE®W (1 7Tmg
) AHBMERE LTHEL,
[MS (ESI1) m/z 344, 4 (M+H) +]
EHEFI1 75 65— [2— (EVYY—2—A)LARFS) =5, 6, 7,
8—FbokROxF/ V-4 —AN]EYIIV—4—-F—)L
EHfF1740IR3LYERLLENEZABHMRE LTHE,
[MS (ES1) m/z 335. 3 (M+H) *]
L1 76 4— (4A—s00EYITY—b—-AJ)) —2— (EKVI Y
—2—AIXNEY) =5, 6, 7, 8—FhZbRkOx/)> EEsE
4— (4—700EYVIYY—-5—-14J)l) —2— (BEYIY—2—-a)LX
h¥) —5, 6, 7, 8—FhZEROF /YUY (24mg) ZEt,0 (
TmL) AL, TN HCI Et,0@® (0. 034mL) #mMA.
Uit aiRm L., EEd? (Tmg) ZABHERE LTHE,
[MS (ESI1) m/z 353. 3 (M+H) +]
EREHI177 5—[2— (BYIV—2—q)LXbFY) =5, 6, 7,
8—FbokbROF/YV—A4—-AN]EYVIVV—-4-TIY
4— (4—700EYVIYY—-5—-14J)l) —2— (BEYIY—2—-a)LX
N¥>) =5, 6, 7, 8=FhZEROF/YY (30mg) ITET7VE
ZTV A —IIVER (2mL) #MA. HE ., 6 OCICTHRAEIE®RLE
o METTRINESHIOBREERELL, BEBWES VA VHZ L0707
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NTS71—TREL, EELaY (5. 6mg) ZABKKRE LTHEL,
[MS (ESI1) m/z 334. 4 (M+H) +]
EHEHI178 4— (A—XPFVEYIIY—Bb—q)) —2— (BYY
V=2 —AJXANEY) =5, 6, 7, 8—FhrSEROF/YV

4— (4—700EYVIYY—-5—-14J)l) —2— (BEYIY—2—-a)LX
N¥>) =5, 6, 7, 8=FhZEROF/YY (30mg) ITET7VE
=T/ AY ) —ER (2mL) A, HETF. 6 OCICTRERERLE
o METTRINEGYIOBEEARE L, BEBWEY ) ASILASLIOX
NTST4—TREL., ERBLEY (7. 8mg) 2ABHRE LTHEL,
[MS (ESI1) m/z 349. 4 (M+H) +]

EREEI1 79 2— (NP FFY) —4— (2—AFIEYVITV—5
—q{J)) =5, 6, 7, 8—FbhoEebOx/)>

[T#E1] 2—/00—4— (2= XFILEYVIYV-5—-14J) —5, 6
, 71, 8= bhZerOF/)vDELE

ERHEH1 3 TOIR2ICELEFERICLY, 2—-7)040-3 -3 —KRE
DIV DRHLYICE—TOE—2-XFILEYIIVEZRAWVWT, ERLEYW
AABHERE LTHEL,

[THR2] 2— (RUILAFY) —4— (2—AFLEYIYY-5—4
V) =5, 6, 7, 8=F bz ROx/YVOEE

2—/00—4— (2=XFLEYIYY-5—-1J) =5, 6, 7, 8

—FhSerOF/ Yy (30mg) . RYPUFPITA— (0. O16m
L). Pd, (dba) ;4 (11Tmg)., t—Bu—X—-Phos (12mg
) . kEEtEYTUL (94mg) ICMILITY (1. 2mL) ZMA, HUKESE
MEBRS L% ArFHST. 100CICTOREERLL, BETTR
NESHOAREEREL. BEBWAS Y AL ASLIORNIST74—TC
BELL, EREw (22mg) 2ABHRE LTHEL,

[MS (ES 1) m/z 332. 4 (M+H) +]

EREHI180 4— (2—XFNEYIIV—5—q)) —2— (BYI>
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[0043]

—4—AJXFY) =5, 6, 7, 8—FhSEROF/YY

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
ICEY S Y —4 - A5/ —LERWT, EXRtemazaaBEfs LTE
7o

[MS (ESI) m/z 333. 4 (M+H) +]

EMEFI181 4— (2—AFNEYITY-6—-AqJ)) —2— (EYIY
—3—AIXIFY) =5, 6, 7, 8—FhSEROF/YY

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
ICEY IV —=3—MIA%/—ILERWT, EXRtemazaaBEfs LTE
7o

[MS (ESI) m/z 333. 4 (M+H) +]

EHEFI182 2— [ (6—XFIEYIV—2—q)L) XbFS] —4—
(2—AFNEYIYV—-B—4)) =5, 6, 7, 8—FbSkbROx/
Y v feEstE

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
WK (6—AFIENDY=2—q4)L) A8/ —ILZRWVWT, 2— [ (6—X
FILEYSY=2—q4)) ARFV] —4— (2—AFIEYIIY-5~—
A1J) =5, 6, 7, 8—FhSEROF/V20EEBHMRELTEL, 3
ZkE¥ (44mg) ZEt,0 (3mL) I[TEMEL. KESFTIN HC |
SEt,03 M (0. 14mL) #MA, O. SEMEM L, £LLTHED
ARELL. BR{IEEYW (30mg) 2ABKMAERE LTHEL,

[MS (ESI1) m/z 347. 4 (M+H) +]
EHEH183 6— ({[4—- (2—XFIEYZIIV—5—4)) =5,
6, 7, 8—FbSERAF/YV—2—A4)] AF} XFI) EYTY
—2—ANKR=ZBYI

[TFR1] M) 7LAOX9 Y 2NKRVEE2— [ (1 —FFP REY DY —
2—AJ) XhF*Y] =5, 6, 7, 8—FrSkROF/YV—4—4a)
DHYE
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EREGISDIRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy=—2—AAKFY) —6, 7-YERO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
(BYSv—2—AXKFY) =5, 6, 7, 8—FrhSeROx/JYYv
—4 -4 LERVWT, ERtEamiEFk,

[T#22] MY ZLAOX9 Y RNKRVEE2— [ (6—YTF7/EYYY—2
—q)) AhFT] =5, 6, 7, 8=FbhZERFOF/UY—4—1)LD
SIS

RREGIS DIFRR2ICELLARICLY., M)A 0XF Y ZILKVEE2
— [ (1 =FFYREYYY—2—94J)) AbFP] -6, 7T—-2ERO-
SBH—>s0ORVY [b] EYVYY—4—-ALDRDLYICKN) Z)LA0OXS
AN EVEB2—- [ (1 —FFREYDY—=2—9)L) A bFP] =5,
6, 7, 8—FhSEbROF/Yrv—4—AILEAVT, BRLAYNESBE
[T#&23] 6— ({[4— (4, 4, 5, 5—Fr>AFIL—-1, 3, 2—
JAFHRASV-2—-4J)) -5, 6, 7, 8—FrSkbRkOF/)r—
2—AN] AFIY AFIL) EYIY—-2-RILKRZ M) ILORE
EREGIS DIRRIICELLAEICLY., M)A OXAF Y ZILKVEE2
—[(6=>7/E)YY—2—4)l) AXbFx¥] -6, 7T—2krO-5
H—ssOR> 4% [b]l] EYSY—4—qLDORDYICKN) ZILAOXSY Y
ZAIVKRVEE2 - [ (6—>F7/EBYY Yy —2—-4J)L) A+F2] -5, 6,
7, 8—FbhSEROF/YY—4—(LERAWVWT, ERLEMEEBER
& LTE~,

[T#E4] 6— ({[4— (2—XFIEYIYVY-5E—-1J)) —5, 6,
7, 8=FbhZERFOF/ YV =2—A4)L] FFI} XFI) EYDU -2
—RIVRZ M) IILDORE

XHEF 1 O8BDIRR2ICELAXEICLY, 2— (BEVY Yy —2—q)LX
h¥s) —4— (4, 4, 5, 5—=FrSXFIL—-1, 3, 2=IFFHK
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ASv—-2—-4J) =5, 6, 7, 8—F Sk ROF/YVDORHLYICE
— ({[4— (4, 4, 5, 5=FrSAFL—-1, 3, 2-VAFHKRAO
Zv—2—-4J)) =5, 6, 7, 8—FbhSeROF/YY—-—2—a)L] #
FULAFI) EVOU—2—-AKR=ZMYILE3-TOE—-2-7)L740O
—5—XFLEYVIVORDLYIZE-TOFE-—2—-AFIEYIOVERV
T. ERtbemezatehRe LTEL

[MS (ESI) m/z 358. 4 (M+H) +]
Ehef184 6— ({[4—- (2 XFNEIVITV—-5—q)l) =5,
6, 7, 8—FbSERAF/YV—2—A4)] AF} XFI) EYTY
—3—HIAR= Y GG

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
IC6— (ERAOFIAFI) EYIY =3 —ALRZMN)ILERANT, 6—
({[4= (2=AFNLEYIYY=-5—-14)) =5, 6, 7, 8=—F K3
EROF/VY—2—A4)] FF} XFI) EYTIY—=3—-HILKR=KY
IWERBMERE LTRE, Hxké (44mg) ZBEFBETFIL (3mL)
IBfEL, KATFTIN HCI /Et,0&% (0. 08mL) #mix. O
SRR L, £UMEYMERERL., FEE" (18mg) Z2HE
MERE LTHERE,

[MS (ESI) m/z 358. 4 (M+H) +]
EREFI185 2—[ (6—=040EYIY—2—4)L) AbFS] —4
— (2 XFNEYVITVY—-5-A4)) =5, 6, 7, 8—FhZEbRO*
AN

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
I (6—7l4ARnEYYr—2—q4)L) A%/ —IZAVWT, ERlLEaW%t
HEHmRE LTHEL,

[MS (ESI1) m/z 351. 3 (M+H) +]
EHEFI 186 2— [ (5—040EY)IY—2—q4)L) AbFS] —4
— (2 XFNEYVITVY—-5-A4)) =5, 6, 7, 8—FhZEbRO*
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U

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
I (5= 40nEYYr—2—q4)L) A%/ —IZAVWT, ERRlLeaW%t
HEHmRE LTHEL,

[MS (ESI1) m/z 351, 4 (M+H) +]
EREFI187 2—[ (3—=04QEYIY—2—4)L) AbFS] —4
— (2—AFNEYVIYY—-5—4)) =5, 6, 7, 8—FbZEROF

J )

2—/00-4— (2—XFLEY)IYY—-5—-1)) —5, 6, 7, 8
—FhZebkOF/ /Yy (60mg) . (3=20FOEYIYY—=-2—-1)
) X4 /—JL (38mg)., Pd, (dba) ; (21Tmg)., t—Bu—X
—Phos (24mg) . kBEz> UL (150mg) ICKILIY (2mL
) EMA, BEREMERILEE. ArFEKT. 100CICTT 185A
B L7, RINESWERBICRE L7k, K BRI FILAMA. HHERE
HiTo7-, BHBEAEKMEEST N U ALTERL, BBLALE., BETTHA
WERELE, BBMES) AT VAT LIOR NI S T4 —BLTY) 4
OISR IVEBIONY NI S 74— (BASHIZE (k) LC—-920
1) THHEL, ZERa® (27mg) 2HBHKE LTEE,

[MS (ESI1) m/z 351, 3 (M+H) +]

EEFEI188 2— [ (3, 5=97)0a40EYYV—2—4)L) AbFY
1 —4— (2—XAFNEYISY—-5—-4)) -5, 6, 7, 8—Fr5k
KO/ YY

EREGI1 S 0ICELERFEICLY, 2—/00—-4— (EY3IYrv—-5-—
1)) =5, 6, 7, 8—FhZkbkOx/YvoRbYiIc2—-s00—-4
— (2—=XFLEYIYY-5—-1J)) —5, 6, 7, 8—FhZkhrO*
JYvEE6— (EROFUXAFI) EYVIVY=3—-ALKR=ZMIILDOKDHY
IC (3, 5=y A48EYY Y —2—1)L) X% /—ILERWVT, EZt
B ERFEEHERE L THEL
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[MS (ESI) m/z 369. 4 (M+H) +]
EWE 189 2— [ (3, 6=o72)L470YI >y —2—AJ)L) X FS
] —4— (2—XFNNEYIISYV—-5—44J)) =5, 6, 7, 8—Fhr5k

KO/ YY

EHEGI1 7T ODTR2ICELKLFERICLY., RYIJLTFILI-LOKRDY
IC (3, 6=U7.048EYYY—2—1J)L) X% —)LERWVT, EZt
amezaeEmiRe L TEx,

[MS (ESI1) m/z 369. 3 (M+H) +]
EREFI190 2—[ (3=04QEYIY—2—q4)L) AbFS] —4
— (2—XAbPFPEYIIV—-5—-4q)l) =5, 6, 7, 8—Fr5E RO
x/)v

[T#1] 2—/00—-4— (2—AKFIEYIIYY-5—-9J) —5,
6, 7, 8—FhrSEROx/)vORE

EHEGI1 3 TOIR2ICELCKLFEICLY, 2—7)040-3-3—RE
DIV DRHLYICE—TOE—2—-XMFIEYIIVETHFODRDYIC
1, 4-UFFY U 2RAVWT, FRRaWzaEMKRE LTEL,
[T#2] 2— [ (3—=70740EYIY—=2—1)L) A bFT] —4— (
2—AMFIEYIYY-5E—-qJ)) =5, 6, 7, 8—FhFkbrOFx/
) v DB

EREH1 7 ODIR2ICKELALFERICLY, 2—/00—-4— (2—XF
WEYIYY—-5—-4J)L) =5, 6, 7, 8—FrSkrkOox/Yrvokb
Yic2—4so0m0—4— (2—XhFVEYIYY-5—-4JL) =5, 6, 7
, 8=FhZEROF /Y VERVYILTZILI-LOKDLYIC (3—7)LF
OEYYY—=2—4J) X5 /—ILZzRAWT, FERbEWMeaEmARELT
B,

[MS (ESI1) m/z 367. 4 (M+H) +]

[0044] E=HEF 191 5— {2—[ (B=NAOEYTV—2—q)) X bFY

l1—-5,6, 7, 8=—FbtokbrOFx/Jv—4—-q)} EYITV—2—
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73y EEgE

[T#1] 2—200-4—- [ (A=A MFIRVI)) £F2] —5, 6

, 71, 8= bhZerOF/)vDELE
4—XNEIRYULTPILI—IL (2. 05g) ICDMF (50mL) %

Mz, IS5ICKATTENaH (0%, dispersion in oi
1) (891mg) #Mx. 300EER LE, RISEEMEERICELE
#%., 2, 4—<s00-5, 6, 7, 8—FhrSkRrROx/ )Y BIAE
Helvetica Chimica Acta, 1945, vol. 28
, p. 1684—-1690%%8, ) (39) ZMA. 6 0CICTAKHEE
Bl RINEAMEERICEL., K EBIF/ILEMA. HMHEBEREEZT
7oo BHRBAERBNBIEKTHEREL. BB M) VATEEL, BALL
%, BETCAREZRELE, BBWES VATV AZLIORNIZT4
— TR L. ERat (3. 319) aESHRYE LTEL,
[TR2] 2— [ (3—71048EYDY—=2—q)) A+FY] —4- [
(4—APFIRVUN) £FV] =5, 6, 7, 8=—F bk rkOx/1)
v DEGE

2—00-4—- [ (A—XKrFIURVYIYN) #¥¥] -5, 6, 7, 8
-FhZEbrOF /Yy (200mg) . (3=70AREYIV—-2—41
W) X% /=)L (109mg) ., Pd, (dba) ; (60mg). t—Bu
—X—Phos (67mg) . UVEBHYDL (280mg) IChLTY (
5mL) ZiA, BHREMERI L% ArFHEKT. 100TCICT4
R L, RIVEEMICNaO—t—Bu (127mg) A, 5
IC100CICT 205EE®H L, BETFTTRIVEEHMOBEEREL., HE
MeES)RTVAZLIVAR NI S 74 —THHEL, ZELd% (113m
9) EREHRYE LTHEE,

[T#3] 2— [ (3—7040EYYY—2—-qJL) Xh*2] -5, 6
, 7, 8=FhZEROF /Y —4—F—)LOBE

2— [ (3—=77d0EYY Y —2—4)) X F2] —4—- [ (4—X
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Mo RUTUL) %] -5, 6, 7, 8—FhSkbkax/Uy (27
Omg). 7=VY—JL (148mg) ICCH,C 1, (3mL) #MA. 5
WKICRTFTTFA (3mL) M. ERICT2EAERRLE, REVREY
WKNLIVEMATE. BETTRIGREEMOBEEZMREL. BEME Y
ATFNASLIVAY NI ST —THREL., ZEkad® (149mg) 28
BMARE LTHEE,

[T#E4] MY 7LAOXS Y RNKVEE2— [ (3—7)40E) DY —
2—AJ) XhF*Y] =5, 6, 7, 8—FrSkROF/YV—4—4a)
DHYE

2— [ (3=7ADEYYY—2—-14)L) Xb*¥] -5, 6, 7, 8
—FhSeROQF/ Yy —4—F—)L (147mg) ICCH,C 1, (5mL
). EtsN (5. 3mL), DMAP (6. 5mg) #iMA., ISICKAET
TTf,NPh (230mg) Zix. ERICTREIRER L. REEEWIC
K, BRI FINZMA. HMBREEZT o7z, BREZHEMBIRKTHREL.
WOKTEE ST N VATEIRL, BBLAR. BETCTRELRE L, BSR
MeES)RTVAZLIVAR NI S 74 —THREL., ZELd% (220m
9) ZEEHMRYE L THEL,

[T#5] 56— {2—= [ (3—=7040BYYY—2—q)) A RFT] —
5,6, 7, 8—FhrJebAF/)r—-4—-A)} EVIVY-2-713
v RBBIEOHLE

EHEGI4 4ADTIREICELKLAERICLY, N TLAOXY Y RILKVEE
2— [ (3, 5=yo)iA0EYYY—2—q4J)) AbF¥] -6, 7=V
ERO-5H-70XRV% [b] EYSY—4—-ALDROYITKY) T
ZOXSVZNKRVE2—- [ (3—20A0EY Y Y —2—1)L) X hEFY
l1-5, 6,7, 8—FhZErOF/YV—4—4a)I%&, 5— (4, 4,
5, 5=Fh SXAFIL—1, 3, 2=UFFHROZTV—-2—-1)L) EY I
SU—=2—ANKRZBMIILORDLYIZE— (4, 4, 5, B5—FKSAFI
-1, 3, 2=vAFHAROSV—-2—q4)) EVIYVV-2-F7IVEHA
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WT, 56— {2= [ (3=7040EYYY—2—1JL) A hF>] =5
6, 7, 8—FbhZRkOx/Yv—4—A)L} EVIVV-2-TIV%
HERKRE LTEL, Y3%ta%W (50mg) ICZ7AAKRILL (3mL) |
X% /=) (TmL), TN HCI Et,O0&K& (0. 156mL) %l
Z. O. SHSREEH L, RINESMICERBRTFILZMA. £LLTEYE
EER L. ke (30mg) ZRFEEMKRE L THEL,

[MS (ESI) m/z 352. 3 (M+H) +]
EMEFI192 55— {(2—[ (5—2)a40EBYI>V—2—-qJL) XbF
l1—-5,6, 7, 8=—FbtokbrOFx/Jv—4—-q)} EYITV—2—
73y SRl

[TR1] 2— [ (5—704AEYDY—2—q)) AFY] —4-[
(4—APFIRVUN) £FV] =5, 6, 7, 8=—F bk rkOx/1)
v DEGE

2—o00—4—[ (4—AbFIRUIL) %] -5, 6, 7, 8
—-FhZEbrOF /Yy (450mg) . (5=7NAREYIV—-2—41
) A% J—)L (226mg) . Pd, (dba) ; (136mg). t—B
u—X—Phos (151Tmg)., NaO—t—Bu (285mg) [ChIL
TV (10mL) ZMA. HZEEMERTLEE. ArFHEKT. 100
CICT2HARH L, RISEEMEZZERICEL. K HFERIFILEMA.
HMBREET o7, BRELZEKEEST N D LTREL, BBLALE. B
ETTAREEZRELE, BREBWMEZ ) ATV AZL7OX NI ZT7 4 —TH
BL. ZRba (287 mg) 2&EBERKE LTHEL

[T#2] 2— [ (B—704REYDY—2—14)) A ~*>] -5, 6
, 7, 8=FhZEROF /Y —4—F—)LOBE

EReFI1 9O TDIRIICELERERICLY, 2— [ (3—7)A40EYY
v=2—=—AN) AbFV] —4-[ (4—APFIRVIL) £F2] -5
, 6, 7, 8=FhZerkOx/)roRbyiZ2—- [ (5—7.40KEY
DU—2—A)) AbFV] —4—- [ (A—APFIRVIN) FFP] —
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5, 6, 7, 8—FbhZEROF/YVERWT, ERLEMEABHERE
L TF7

[TF#E3] MY 7LAOXe Y 2NKVEE2— [ (5—7/40E) DY —
2—AJ) XhF*Y] =5, 6, 7, 8—FrSkROF/YV—4—4a)
DHYE

EHEGI1 9 1OITRAICKELCKLFEICLY, 2— [ (3=7.A40EYY
v—2—A4J)) X rFv] -5, 6, 7, 8—F Sk kRkOx/Yr—4—
F—=ILDORHYIC2— [ (5—-7074d0EYYY—2—a)L) A RFI] —
5, 6, 7, 8-FhZERAF/ IV V-4 -F—ILZAVT, RLLED
EEAHRYE LTHE,

[T#84] 56— {2—= [ (5—7040BYYY—2—9)) A RFT] —
5,6, 7, 8—FhrJebAF/)r—-4—-A)} EVIVY-2-713
v IRRRIREOELE
RHEGI4ADTIRIICELLARICEY., M)A 0XF Y ZRILKRVEE2
— (BYYy—2—AIXKFY) —6, 7T-YRO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
[ (6—=2Nx0E)YY—2—-a4)) A hFxY] -5, 6, 7, 8—Fh
SerRkOF/Yy—4—A)L%E, 5— (4, 4, 5, 5=FrSAFIL—1
, 3, 2=YFFHAROSV—-2—a4I) EVZV—=-2—-AIKR=ZN)ILD
KHYICE— (4, 4, 5, 5—=FrSAFIL—-1, 3, 2-YAFHKRAO
SV—2—4)) EYIVY-2-TIVERWVWT, ZxkaE®W (10mg
) AHBMERE LTHEL,

[MS (ESI) m/z 352. 3 (M+H) +]

EMEFI193 55— {(2—[ (B=—AFIEYIY—2—q)L) A bF]
—5, 6, 7, 8=FbokrROF/YV—4—-4)} EYIPV—-2—F
JLAR=KYJL

[T#&1] 4—49p0O0-5, 6, 7, 8—Fh>SkeROox/Yv—2—F—
L DEE
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5, 6, 7, 8=FhZkrOF/ V-2, 4-UF—)L (BIZE H
elvetica Chimica Acta, 1945, vol. 28,
p. 1684—-1690%8M], ) (659g) IKAFYEWL)Y (150m
L) ZmMzA. HET. 180 CICTSHEERE L, RIGEEWEXKSLE
%, MLIZVEMA, BRETTAEROAFEL) VERELE, BEY
WCHCRTT. BT F L. SAMKEEA ) U LKBEREMA, PHILEE &5
A MTRBLE, B4 MNBEXY /—ILTHREL, BOoNERROBEE
HETTREL, ERMaw (16. 69) #HABMKE LTHEE,
[T#22] MY Z)AOX9 Y RNKRVEE4 - OO0-5, 6, 7, 8—7F
hSeROF/)Yy—2—ALDE5E
EHEHS ODTRIICELEAEICLY., 2— [ (3—2740FYTY
—2—4J)) AbFP] -6, 7T-kRO-5H-Y70XR>% [b] E
y)orv—4—-F—-LOKRHLYIC4—s0O0-5, 6, 7, 8—Fh kRO
F/Yv—2-F—IEAWVWT, BERLENEEERRIE L THEL,
[TFE3] 4—700-2—- [ (6—XFIEYIY—2—14)) X FY
1-5,6, 7, 8=—7hZErOx/)VORE

N)ZLA0OX9 V2N EKRVEE4 - OO-5, 6, 7, 8—F LR
O*/Y>—=2—4)L (300mg) . (6—XAFIEYIY—=2—-1))
X% /)—) (117mg), Pd, (dba) ;-CHC1l,; (59mg) . t
—Bu—X—Phos (97mg) . BtV A (929mg) ICHILT
¥ (9mL) ZMA. HZEEWERILE. ArFEKT. 100TCIKK
TOREERLL, REREAMEERICEL., BRI FILEMAFTRLLE
ESAMNTRBL. BETTAREEZRE L, BEBMELVATIVAT A
oA~ NIS74—TREL, BELEY (90mg) 577k,

[Ti24] 2— [ (6—XFNLEYIY—=2—9)L) X FP] =5, 6,
7, 8—FhZEROF/)V—4—F— I DEIE
4—s00-2—[(6—XAFLEYIY—2—-AJ)) X FP] =5,
6, 7, 8—7hrZkOF/)Y (90mg) ICDMSO (1mL) . K
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(1TmL) . KE{thY oL (52mg) ZMx. ArFEKT. 100TC
ICTC1 2R LA, RINEEMICt —Bu—X—Phos (32mg)
Pd, (dba) ;- CHC1l; (19mg) ZMA, I5IC100CICTAE
BiRE L. RIGEEMEERICE LR, BFERTFILZMAKBRL. €5
41 MNTEBL., BETTREZRELL, BEBWES Y ATV AZLIOX
NTS74—THREL., ZERbEew (40mg) #&HBEKSE L THEL
[TR5] M) ZLAAaXI VY RANEVEE2— [ (6—XAFILEYI V=2
—q)) AhFT] =5, 6, 7, 8=FbhZERFOF/UY—4—1)LD
SIS

EHEHS ODTRIICELEAEICLY., 2— [ (3—2740FYTY
—2—4J)) AbFP] -6, 7T-kRO-5H-Y70R>% [b] E
OV —4—-F—IDORHLYIZ2— [ (6—AFIE)TY—=2—1)L) X
2] -5, 6, 7, 8—FhZkROF/YY—4—-F—ILEBWVT,
St EaME B,

[T#6] 56— {2—= [ (B—XFNLEYIVY—2—q)L) A bFP] =5
, 6, 7, 8=FbhZEROx/Yv—4—q)} EYIIV—-2—-HILK
— MY LOBE

EHEGI4 4ADTIREICELKLAERICLY, N TLAOXY Y RILKVEE
2—[ (3, 6=yY7040EY)IY—=2—1)L) Ar*>¥] -6, 7=V
ERO-5H-70XRV% [b] EYSY—4—-ALDROYITKY) T
ZOXI VAWK VEE2— [ (6—XAFIENDY=2—9)L) XA bF]
-5, 6, 7, 8—FbhZEROF/YV—4—ALERAWVT, ERILEY
ZHBEKE LTEL,

[MS (ESI) m/z 358. 4 (M+H) +]
EMEFI194 4— (BESPV—2—q)) —2— (BYI>V—2—AJL X
h¥2) =5, 6, 7, 8—F bk brOFx/Y> IGEIE
4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
hSerkOx/YYy (50mg) . 2— (MRYTFLRIVZIL) ESTY
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(100mg) . Pd (PPh;) , (41mg) ICDMF (0. 6mL) %
MA, HZEEME~A /007 —TRIBEETT 80TCICT 1 5 ARG
L7ce RIGEEMEZRICE L%, BT FILEZMABRL. €54 KT
BEL., BETTREEZRELL, BEBWMZL )V ATNVAZ L7 NT S
T4 —THHEL, 4— (BESYY-2—-AaJ)) —2—(BYYv—-2—-9)
ArFY) =5, 6, 7, 8=FbZkRrROx/YY (20mg) =HE,
[MS (ESI)m/z 319. 3 (M+H) +]

L LEWEFBRIFIL (2. 5mL) AL, KATFTTIN HCI
SEt,08B® (0. 063mL) @ FL., £UWEHZREL. ZFiclk
&% (15mg) ZzABENKE L THEX,

[MS (ESI)m/z 319. 3 (M+H) +]

EMEFI195 4— (6—/r00ESYY—2—q)) —2— (BEYI>v—
2— A XAbFY) =5, 6, 7, 8=FbSkeROF/YY

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
5—XAFIEYSVORDYIC2, 6—2700ESYVAEBWT, ZiL
e EEemRY e L TEx,

[MS (ES1) m/z 353. 2 (M+H) *]

EMEF196 4— (5—/r00ESYV—2—q)) —2— (BEYI>v—
2—AJ)AbNF) =5, 6, 7, 8=—FhSkROox/) > EEEIE

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
E—AFIEYTVORDYIC2, 5-2/08ESYYERVT, 4— (
5—o00ESYY—2—q)) —2— (BYIV—2—AIAIFY) —
5, 6, 7, 8=FhzbROF/)EBL, HLE®wW (20mg) %
Et,OIC&fML. TN HCI| /Et,O® & (0. 057mL) &mx.
Uit aiRm L. EEka® (18mg) ZABHMEKRE LTHE,
[MS (ESI) m/z 353. 0 (M+H) +]

EWEFI197 4— (3—/00ESYY—2—-Aq)l) —2— (EYPV—
2—AJXANFY) =5, 6, 7, 8=FhSkROx/)> iEfE
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EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
E—AFIEYTVORDYIC2, 3—-24/08ESYVYERWVT, 4— (
3—/0AaESYy—2—qJ) —2— (EYIV—=—2—A)LX I FY) —
5, 6, 7, 8—F Sk ROF/VEBL, YHLEY (20mg) %
Et,O0I8ML. TN HCI /Et,O0®®& (0. 057mL) #Mx.
G Ui aE R L., ZEba® (15mg) #ABHERE LTHEL,
[MS (ES1) m/z 353. 3 (M+H) *]
Epef198 3—-—[2—- (BEYIV—2—A)LAPFS) =5, 6, 7,
8—FbokbhOF/VY—4—-AN] ESTV—2—HIHR=b DI I8
Bl

EREFIS 4 DIR2ICKELEAEICLY, 4— (6—sAQOESY Y -2
—fI) —2—-(EYYr=-2—-A)LAIF*Y) —6, 7T-YERO-5H
—voARYS [b] EYYYORLYIC4— (3-0AESYY—2—
AI) —2— (BYYv—2—ALXAI*Y) -5, 6, 7, 8—Fh5k
kOoF/ Y rvaRAWT, ERbaWasaenke LTHEx,

[MS (ES 1) m/z 344, 6 (M+H) +]
EHEGI199 4— (6—0a40ESIV—2—-q)L) —2— (EYIY
—2—AJ)LXAbNFY) =5, 6, 7, 8—FhSkROox/) > GRS
4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
*¥v) -5, 6, 7, 8—FbhZERKOF/YY (20mg) . 7yt
oL (86mg) ., 1, 4, 7, 10, 13, 16—~FHAFHT /0%
295FHy (Tmg) ICMeCN (1mL) #imx, 1 5BEREMEERLE
o RIGEEMEZERICEL., K, BBBIFILEMA. MERIEEIToE, B
BEEZ KRBT N) VATREL, RALLE. BETTREEZRELE
o BEBMELYATINASLIORNIZ 71 —THERL, 4— (6—-7)L
ZOESYY—2—-94J)) —2— (EVPY—=2—q4)LAKFY) =5, 6
, 7, 8—=FThZEROF/ Y2 (13mg) %Fk, B&LEMWEEL,0
WAfEL, TN HCI /Et,0&% (0. 057mL) Zmx. £UkM
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E¥ERIL. FRbe® (15mg) Z2EEBHKRE LTHEE,
[MS (ES1) m/z 336. 9 (M+H) +]
EREH200 4— (3=NFOESTIV—2—-A)) =2—- (BEYTY
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
EREGI1 9K LAEICLY, 4— (6—70QKSYY—-2—1)L
) —2—(BYYv—2—-q4ILX+FY) =5, 6, 7, 8—FhZErO
F/VUORHLYIC4— (3—70B0EZYY—2—9J)) —2— (EYY
v—2—AIAXNFY) =5, 6, 7, 8=FhrSerROF/UVERWT
SEEtaEMEaBMmARE LTEL,

[MS (ES 1) m/z 336. 9 (M+H) *]

[0045] EHEFEI201 4— (6 —XFNESIV—2—q)) —2— (BYT V-
2— A XAbFY) =5, 6, 7, 8=FbSkeROF/YY

EHE1 24 ICELCTHEEICEY, 5— (4, 4, 5, 5—FhSAFI
-1, 3, 2=YFFHAROSV—2—4q)) EYS—-3-7IVDOKbH
YIC2—AFI—6— (4, 4, 5, 5—FF SAFJI—1, 3, 2—-F

FHAROSY—2—4)L) ESVUVERAVWT, ERtEMEREMERE
B

[MS (ESI) m/z 333. 3 (M+H) +]
EMEFI202 4— (B=—TITFIEZTV—2—-A))) —2— (E)IV—
2—AIXbF¥Y) -5, 6, 7, 8—FhSbROX/YY

4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
*¥v) -5, 6, 7, 8—FhZErNOF/YY (20mg) . Pd (dp
pf) Cl,-CH,Cl, (5mg) ICTHF (1mL) ., 1M YIFILE
SR/ ~NFHUEKR (0. 074mL) 2#MA. YKEESWERS LK. A
rSFEST. 560CICTO. S5EARKHLE, RISEEMZERICEL., K
CEFIFLEMA. HMHREET o, BRELZEKMES N U LATE
BL, BBLEE BETCTAEEZRELE. BENEVATIVAT LY
OvYNIS74—THREL, ELEY (19mg) 2EEHRYE LTE
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7=,

[MS (ESI) m/z 347. 3 (M+H) +]

EHEF203 4—[6— (FaRy—2—-4)L) E¥STv—2—q4J)L] —
2— (B —2—AIXrFY) =5, 6, 7, 8—FhZEROx/

>
4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
*¥v) =5, 6, 7, 8—F7hZbrOx/V>Y (20mg) . ¥Yo0O0 [
1, 3—ERX (¥Y7x=NKRT74/) FRNAV] ZvF)L (11) (3m
g) ICTHF (1mL) ., 0. 5M 2—-7OF)LEHTOIR/ "THF&

R (0. 17mL) ZMMA. HZEEMWERS LE, ArFEKT. 80

CTICT ORI Lz, I5ICT00TICT 2RI LE, RINESYE

ERICEL. K BRI FILEMA. HEERIELZITo k., BHE% BKRE
FTRUDLTEREL, BBLEE BETTABEZRELE, BEWMES )
ATFNASLIVAY NI S 74 —CREL. ZEkd® (10mg) 28E

HRME L TE .

[MS (ESI)m/z 361. 4 (M+H) +]

204 {6—-[2— (YIS v—2—ANXbFY) =5, 6, 7
8—FThSERAF/YV—A4—AN] ESTIV—2—A)l} X4 =)L
[TRR1] 6— [2— (EVYY—2—q)LALFY) =5, 6, 7, 8—

FhSeEROF/IYY—4—q)L] ESYV-2-HILRT7ILTE ROELE
EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
B—XFIENITVORDLYIC6—-700EZYY—2—-AILKRT7ILTER
ERAWT, ERLEmERFk,

[T#&2] {6—-[2—- (BYYv—2—-aIXIFY) -5, 6, 7, 8
—FhZEROF/ )V Y—4—AN] ESTV—2—C)L} A5/ —ILDOH

¥
6— [2— (EYYyv—-2—q4)LXMF*Y) =5, 6, 7, 8—F hZE
ROF/ Yrv—4—4A4I)] ESOY—2—HILARFILTER (60mg) I
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X% =) (1. 5mL) %A, ILICKATFTTNaBH, (7Tmg) &M
Z. 1REBERLE, RIGEEYICERBIFIL, EBEMA. Z0%. 35
ICIRBBKFR T N D LKER, Kaemza, MEBEETo . BREEFK
WERFT MY DOLTEEL, BBLALE BETCTHREELRELL, BEBYE
SVATNAZLIORNIZ T4 —THREL., ZR2LE®W (43 mg) %
BE#HERE LTHEx.
[MS (ESI) m/z 349. 3 (M+H) +]
EREH205 4— (6=—XPFVESTIV—2—-A)) =2—= (BEYTY
—2—AJ)JXNFY) =5, 6, 7, 8=—FhSkROF/ ) EfE
4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
¥v) =5, 6, 7, 8=FhZkOx/)Y (20mg) I£28% +
N)DLXARNFL R A5/ —EKR (1mL) 26 OCTIR@EIRH L
o RISEEMEZZRICEL., K BRI FILZMA. HHBEFEEZITo %, B
BEEZ KRBT N) VATREL, RALLE. BETTREEZRELE
ABMES Y ATINAZLIOCNT S 74 —THREL, 4— (6—X b
FOESYV-2—qN) —2— (BEYIV—2—-A)LAIMEXY) -5, 6
, 7, 8=FbhZkbkOx/YY (15mg) 28k, “%tLEYWEEL,0
IB#EL, TN HC I /Et,0@& % (0. 039mL) #MA. £UEM
EYAEE L., ERka (13mg) ZAEHMKE LTE,
[MS (ESI) m/z 349. 3 (M+H) +]
EmefFl206 6—[2— (BEYIV—2—q)LAPFS) =5, 6, 7,
8—FbokbkOF/IYVV—A4—-AN] ESIV—2—-FIV
4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
¥v) =5, 6, 7, 8=FhSrkOF/YY (10mg) IC28%7
TIKBREMA, BZREWE~YA /07 I —TRIGERET170TCIC
T2RERBLE, RETTRIGESMOBEEMEL, BBWES Y AT
WAZLIAY NI ST 4 —THRAEL, EELE (5mg) ZABHERE
L THF
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[MS (ESI) m/z 334, 3 (M+H) +]
EfEF207 5-[2— (BYYY—2—-AXIFY) =5, 6, 7,
8—FbokbkOF/IYVV—A4—-AN] ESIV—2—-FIV
EREFI2 0 6ICHKELLAEICLY, 4— (6—20QESYY—2—1)L
) —2—(BYYv—2—-q4ILX+FY) =5, 6, 7, 8—FhZErO
F/VVORHLYIC4— (b—2O0B0EZYY—2—94J)) —2— (EYY
v—2—AIAXNFY) =5, 6, 7, 8=FhrSerROF/UVERWT
ZeibE&t (5mg) ZABHMARE LTHE,
[MS (ESI) m/z 334, 3 (M+H) +]
EREF208 N—XFI—6—[2— (FYIY—2—AJLAPFY) —
5, 6, 7, 8=FbhSkPOF/Vy—A4—-AN]EST=2-FTIy
1emkiE
4— (6—/00ESYY—2—-4J) —2—- (BT r=2—-q)I X}
*v) —5, 6, 7, 8=FhZkrOF/YY (10mg) IC2N £/
AFNTIV/ AG7—EKR (1TmL) ZMA. dZEeWe~1707
I—TRBEZEETTI 90CICTIHEARIGLE, BETTRINESYOBE
REL. BEBWME)ASNAZL2OX NI ST 4 —TREEL, N—X
FI—6—[2—(E)PY—-2—4)LAKFY) =5, 6, 7, 8—FTF
SerOFxF/ )r—4—q L] ESYY-2-T73IY (10mg) Z2AEBE
the LTBR, Y43baME/O0ORILALICEEL, TN HCI /Et,0
B (0. 029mL) ZMArkE BETFTRISEEMOBEEZRELL
o HEMICEt,O%MA. TAMEREML., EEld&? (10mg) 2EE
MERE LTHERE,
[MS (ESI1) m/z 348. 2 (M+H) +]
EHEFI209 N, N=YAXAFN—6—[2— (BYIV—2—-qJLAIF
v) =5, 6,7, 8—FboERAOF/IYV—4—AN]ESZTYV—2—

1

—2—qJ)) —2— (EYYV—2—AJ]LX}I

N
I
»
I
N
O
O
T
N||
\
\
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At
\

¥) =5, 6, 7, 8=FbhZEROF/UY (10mg) ITZXAFILT

VIBEEE (12mg) . KEEEY DA (46mg) ICDMF (0. 5mlL

) A, 1 20CICCOREERLE, RREAMERRICE L%, B
BIFILEMAFBIRL, 254 bTRBAL, BETTAEARELL, RS
Ma Y ATNAZ LA NTZT74—THEEL. N, N=IAXAFIL—6
—[2=-(EVYVy=-2—q)LX I *Y) =5, 6, 7, 8—FhZEKrO
FIY)—4—-A)L] ESVVY—2-T3IY (8mg) %8k, YZtLEY
HAoOOFRIVALISEREL, TN HCI /Et,0E %, (0. 022mL) %
MATtd, BETTRINESYOBEEIRE Lz, BREWICE t , 0% M.
TAEWERER L, ZRbEa (8mg) #EBMEKRE LTEL,

[MS (ESI1) m/z 362. 4 (M+H) +]
EREFI210 N—XFI—1—{6-—[2— (EYIV—2—q)LAIF
) —5,6, 7, 8=—FhsEbrOF/ V-4 N]ESTV—2—
A} XSV TIY

6—[2— (BYYv—2—a4AXIFXY) -5, 6, 7, B—FThFL
ROF/Yy—4—q)L] ESTVV—2—-HALKRZLFTER (15mg) I
CH,Cl, (0. 5mL) ., 2N EJAFILF7IV/THFAEKR (0. O
43mL) ZMA. ERICTO. S5EEERLE, Z0%. RIGEEWICK
REM)TEMFIRDFRFIMN)DL (18mg) | BFEE (0. 007mL
) ZMA, BRICTILHIC 6EFER®E L, RIGEEWICHFRTFILZM
AFRL, 2534 FTRBL., BRETTREERELE, BEBYWES ) HYT
WAZ LAY NI Z74—THEL, EEELEYW (9mg) ZEEHKY
& LT,

[MS (ESI1) m/z 362. 4 (M+H) +]

[0046] EMEFEI2 11 N, N=UXFI—1— {6—-[2— (EYY>V—2—-4)L
XbF¥y) =5, 6, 7, 8—FhSbbPOF/VV—4—q)L] STV
—2—Aq)} XIVTIY

EREFI2 1 0ICHELLAERICEY., 2N E/XAFILT7IV/ THFERK

-~
Py
~

/
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DRDHLYIC2ZN IAFLTIV/ THFARKREBAWT, ERLEMEER
HRME L TE .

[MS (ESI) m/z 376. 2 (M+H) +]

EEFI212 2—[ (6=0A0EY)IY—2—4)L) AbFS] —4
— (6=—XFUESTY—2—-qJ)) =5, 6, 7, 8=—FhSEROX/

>

[T#1] 2—/700—-4— (6 —AFILEZPY—-2—-9J)) —5, 6,
7, 8—F S ROX/ Y vOlE

EHEGI1 3 TOIR2ICELCKLFEICLY, 2—7)040-3-3—RE
DIvDRHLYIC2—-700-6—XFILESZTVERWT, ERRtEYs
HEHmRE LTHEL,

[T#2] 2— [ (6—7)40EYYY—2—1)L) X bFI] —4— (
6—AFILESYV—2—14J)) =5, 6, 7, 8=—FrhSkROx/)Y
DHYE

X1 4 0DIR2ICELLEEICLY, 5— (2—/0B0-5, 6,
7, 8—FbhZErFOF/YV—4—q)) EYVIU-2-HIK=ZK)IL
ORHLYIC2-700-4— (6—XFIEZYY-2—-1)) =5, 6,
7, 8—FhZEROF/YVERWT, ERtEaMEsEREHRNE LTHE
7=

[MS (ESI1) m/z 351, 4 (M+H) +]

EREFI213 22— [ (5—=040EY)IY—2—4)L) AbFS] —4
— (6=—XFUESTY—2—-qJ)) =5, 6, 7, 8=—FhSEROX/

Y
EHEFI2 1 20TR2ICELCLFERICLY, (6—7A0E) V-2
—AI) XF/=ILDRHLYIC (5—20A0EY Y —2—q4)L) X&)/
—ILZzRAWT, ERlbEMzaemkes LTEL,

[MS (ESI1) m/z 351, 4 (M+H) +]

EREFI214 2— [ (3—=0AQEYIY—2—4)L) AbFS] —4
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— (6 XFIESISY—2—4J)L) =5, 6, 7, 8—=FrSEROx/

>

EHEFI2 1 20TR2ICELCLFERICLY, (6—7A0E) V-2
—AI) XF/=LDRHLYIC (3—70A0EY Y —2—q4)L) X&)
—ILERAWT, ERtemsREemRiYe LTER,

[MS (ESI) m/z 351. 4 (M+H) +]
EfEF215 (6= {2—-[ (6=—2070EY)VI>V—2—4)L) XbF
©1—-5,6,7, 8=FhokbOFx/Vy—4—A)} ESTV—-2—
AI) A8 /=)

[T#&1] [6— (2—%OO-5, 6, 7, 8—FrSkROx/Yrv—
4—A)) ESTYV—=2—=A)L) x& ) —=ILDOEE

EHEGI1 3 TOIR2ICELCKLFEICLY, 2—7)040-3-3—RE
DOV ORHLYIC (6—208EZYY—2—q)L) X9/ —)LETHF®
KHOYICT, 4—-UFFHVEAVT, ERbLaMEEBERERE LTHE,
[T82] 4—[6— ({[tert—=TFI (AFL) VL] AF>
} XFL) ESYVY-2—-4a)] —2—-4BO0O-5, 6, 7, 8—Fh5k
Kax/ ) voRhE

EHEFI1 6 1OTIRTICKELCLBFERICLY, (6—7OEEY IV —2—
1) A5/ —ILDORHLYIC [6— (2—0OH—-5, 6, 7, 8—FTh7
EROF/YY—4—q)) ESTVV=2—q)) X5 )—=ILERWVT, &
temas\admiye LTik,

[T83] 4—[6— ({[tert—=TFI (FAFIL) PVIL] FF>
} XFNL) ESVY—2—q)] —2—- [ (6=2)F0OEYYVY—-2—4
) A hFY] -5, 6, 7, 8—FhSeRax/YroiE

EHEGI1 4 0DITR2ICELLAEZICLY, 65— (2—-900-5, 6,
7, 8—FbhZErFOF/YV—4—q)) EYVIU-2-HIK=ZK)IL
DRbHYICE—[6— ({[tert—=TFI (FAFIL) VL] FF
} XFL) ESYVY-2—-4a)] —2—-4BO0O-5, 6, 7, 8—Fh5k
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FaF/ ) vyERWT, ERbemaiemRme L TEx,

[T#84] (6— {2—= [ (6—7)40EYY Y —=2—1)L) X MF]
-5, 6, 7, 8=FhZErAOF/Y V-4 —-q)} ESVV-2—-1)
) A5 —ILDBE

4—[6— ({[tert—=TFI (FXFII) U] FFI} XFI
) ESVY—2—q)L] —2—= [ (6=27040EYTY—2—=q)L) *b
¥>] -5, 6, 7, 8—FhZkbkOx/YY (60mg) ICTHF (2
. 4mL) . 1. OM TBAF/ /THF®&% (0. 375mL) #ix.
ERICT 1 2B5EEH Lz, BETTRIGEGYMOBREEMREL. BEWE
SVATNAZ LAY NI Z T4 —THREL., ZREE®W (29mg) %
HEBRYE LTHE,

[MS (ESI) m/z 367. 4 (M+H) +]
EMEF216 (6= {2— [ (5—20AOEYY >V —2—4)L) XbF
v]1 =5, 6, 7, 8=—FhSROFIYV—4—-A)} ESTV—2—

AIN) AH /=)L
[TR1] 4—[6— ({[tert—=TFI (AFIL) PVIL] FF>
} XFIL) ESYV-2—q)L] —2—- [ (5—7)A4OE)YV-2—41
) A hFY] -5, 6, 7, 8—FhSeRax/YroiE
4—[6— ({[tert—=TFIL (AFI) ZVI] FFI} XFI
) ESYyv—-2—q4)0] —2—-90O-5, 6, 7, 8—5F Sk kOx/
J)> (80mg) . (5—=7i040BYYY—2—=AJ) x4 /=)L (31
mg). Pd, (dba) ; (1Tmg)., t—Bu—X—Phos (21m

g). NaO—t—Bu (39mg) ICMLIY (2mL) EiA. HKE
EMERSLEE. ArFEST. 100 CICTRERER L, RIVEEY
EERICEL. BT FILEZMAHBRMUE, €54 FTREL., RETT
AMEERELE, BBMESYASLASLIOR NI ST 4 —TREL,
ZbEa® (59 mg) ZEHEEBHMRME LTEL,

[T#22] (6— {2— [ (5—7ia40EY)Y Y —=2—1)L) X bF]
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-5, 6, 7, 8=FhZErAOF/Y V-4 —-A)} ESTVV-2—-1)
) A5 —ILDBE

EHEFI2 1 5DTRAICKELCLAEICEY, 4—[6— ({[tert—
TFIL (PAFIV) YYN] FF2) AFN) ESDVV—-2—-14)L] —2—
[ (6—7iA0OEYTY—-2—-a)) X+FY] =5, 6, 7, 8—F b
SerkaOF/ )roRHOYIC4A—[6— ({[tert—TFIL (¥XFI
) YUN] FFUY XFN) ESVV—-2—q4)] —2—- [ (5—=7)F0O
EYSr—2—4J) AhF¥] =5, 6, 7, 8—FrSerROx/ )Y
ERAWT, ERemaeBiemRYme L TEL,

[MS (ESI)m/z 367. 4 (M+H) +]
EMEF217 (6= {2—[ (3—20AOEYIV—2—4)L) XbF
v]1 =5, 6, 7, 8=FhSkROFIYV—4—-A)} ESTV—2—
AI) X5 /=)

[TR1] 4—[6— ({[tert—=TFI (AFL) PVIL] AF>
} XFN) ESVY—2—q)] —2—- [ (3=2)F0OEYYVY—-2—4
) A hFv] =5, 6, 7, 8—FhSeRkax/Yrois
EHEFI21 6DTRICKELEFERICLY, (5—7lFAOEY I —-2
—AI) XF/=LDRHLYIC (3—70A0EY Y —2—q4)L) X&)
—IVERWT, EREmEiFk,

[T#82] (6— {2— [ (3=7.a40EYY Y —=2—1)L) X bF]
-5, 6, 7, 8=FhZErAOF/Y V-4 —-A)} ESTVV-2—-1)
) A5 —ILDBE

EHEFI2 1 5DTRAICKELCLAEICEY, 4—[6— ({[tert—
TFIL (PAFIV) YYN] FF2) AFN) ESDVV—-2—-14)L] —2—
[ (6—7iA0OEYTY—-2—-a)) X+FY] =5, 6, 7, 8—F b
SerkaOF/ )roRHOYIC4A—[6— ({[tert—TFIL (¥XFI
) YUN] FFUY XFN) ESVV—-2—q4)] —2—- [ (3=7)740O
EYSr—2—4J) AhF¥] =5, 6, 7, 8—FrSerROx/ )Y
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ERAWT, ERemaeBiemRYme L TEL,

[MS (ESI)m/z 367. 4 (M+H) +]
EMEFI218 (6— {2—[ (3, 5=y7)z70EYI>V—2—1)L)
Xbh®S] =5, 6, 7, 8—FhSROF/VV—4—-A)} ESTY
—2—A)) X /=)

[TR1] 4—[6— ({[tert—=TFI (AFIL) PVIL] FF>
} XFNL) ESVY—2—q4)] —2—- [ (3, 5=y 74O I —
2—4AJ) A rhF¥2] -5, 6, 7, 8—F Sk ROx/ Y roBE
EHEFI2 1 6DTRTICKELCLFERICLY, (5—7iA0E) YV -2
—AI) XY/ =ILDORDLYIC (3, 5-I7)L40EYIYY—2—-1))
X8/ —IERWT, ERtaYiEiFk,

[T#82] (6— {2—=[ (3, 5=y7i4A0EYYY—=2—1)L) XL
] —-5, 6, 7, 8=FhZkrOF/YV—4—q)L} ESZTVV-2
—qI) A5/ —ILDRE

EHEFI2 1 5DTRAICKELCKLAEICEY, 4—[6— ({[tert—
TFIL (PAFIV) YYN] FF2) AFN) ESDVV—-2—-14)L] —2—
[ (6—TNx0E)YY—2—-a4)) AhFY] -5, 6, 7, 8—Fh
SerkaOF/ )roRkbYIC4—[6— ({[tert—TFIL (VXFIL
) YUN] FFUY XFN) ESVY—-2—a4)] —2—-[ (3, 5—=Y7
Aoy ry—-2—-q4J)) XhF¥¥] =5, 6, 7, 8—-FhZEFOF
J)VvERWT, ERbeERemRYE L TEL,

[MS (ESI1) m/z 385. 4 (M+H) +]

=219 6— ({[4— (6—-APFIESIV—2—-4)l) =5,
6, 7, 8—FbSERAF/YV—2—Aq)] AF} XF)) EYTY
—2—AILKR=BRYJL

EheB1 OBDITR2ICELEFEICLY, 2— (BEVYY—-2—q)LX
h¥s) —4— (4, 4, 5, 5—=FrSXFIL—-1, 3, 2=IFFHK
ASv—2—-4J) =5, 6, 7, 8—F Sk ROF/YVDORHLYICE
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[0047]

— ({[4— (4, 4, 5, 5=FrSAFL—-1, 3, 2-VAFHKRAO
Zv—2—-4J)) =5, 6, 7, 8—FbhSEROF/YY—2—aL] #
FUY AFII) EYVIVV—2—HIKRZMYLE, 3—TOF—2-7)F
A—-5—XFIEYTDRHLYIC2—700—-6—XAMFIESTVEHR
WT, ZEEtEMmEzREmRe LTEk,

[MS (ESI1) m/z 374. 4 (M+H) +]

EWEFI220 4— (3, 4—=Y7)b4707xZ)) —2— (BYIv—=2

— A AbFSY) =5, 6, 7, 8—FbSEbROx/VYY

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
5—XFNLEYVIVORDLYICA-TOE—1, 2= 7)FORVEV %
AWT, ERitemzatlEfe LTExE,

[MS (ES1) m/z 353. 0 (M+H) +]

EHEFI221 4— (3—ABRFTTIxZ)) —2— (BYSv—2—4)L

XbhF¥) =5, 6, 7, 8=—FbSkebROx/Yv

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
5—XFIENVIVORDLYICT —TAOEFE-—3 A PMFIRVEVERWT
ZRbamEaBERs L TEL,

[MS (ES 1) m/z 348. 3 (M+H) +]
EMFI222 4— (A—AFIEYVIY—2—-q)) —2— (E)PV—

2—AJLXNXFY) =5, 6, 7, 8—FhSEROFXF/ YUY

4—yOon—2—- (BYYv—2—-4JLANEY) =5, 6, 7, 8—F
hSeEROF /YUY (100mg) . 4—AFI—2— (M)TFILRYY
) EYYY (139mg) ., Pd (PPh;) , (42mg) IC1, 4—
UAFYY (0. 5mlL) ZMA. HHEEWE~YA/0V 1 —TRIGEE
T160CICTIBERIGLE, REVEGYMEERICE L%, BFEETFIL
EMAHBRL, €54 PTRBL., BETTAELZRE L, BEME Y
ATNAZLOX NI ZT74—TRHEL, ERLLEYW (54mg) ZEE
R E LT/ 7,
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[MS (ESI) m/z 332. 3 (M+H) +]
EREHI223 4— (4—)NAFOEYIV—2—q)L) —2— (BYTYV
—2—AIXIFY) =5, 6, 7, 8—FhSEROF/YY

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
S5—XFLEYCVORLYIC2—/700-4—-7)040E) S VEBAWT
TtEMzaeEKe L TEx,

[MS (ESI) m/z 336. 3 (M+H) +]
224 2— (BEYSV—2—AIXbXY) —4—- (1, 3=F7F
V—J—5—4J)) =5, 6, 7, 8—FhrSkkrkOox/ Y
4—yo0—-2—- (BEYYr—-2—q4ILAL*Y) -5, 6, 7, 8—7
h>eRA*F/YY (30mg) . 5= (MYTFLRHVZ)L) —1, 3
—F7Y—J)L (82mg) . Pd (PPhy) , (25mg) ICDMF (O.
8mL) ZmMA., 100CICTEREARIGLE, RIGEEMEtES A M TE
WL, BETTAEZRELE, BEBWMES ) ATV AZLoOXNIT ST
1 —TRHEL. EEe®w (13mg) ZEBMRME L THL,

[MS (ESI1) m/z 324. 3 (M+H) +]
EMBI225 4— (2—XFN—1, 3—FFV—=)J=5—-AJ)l) —2—
BV —2—A)LAPEY) =5, 6, 7, 8=FhSEROF/UY
1emkiE

EHEHI2 2 21K LBEICEY. 4—XFIL—2— (M) TFLRYY
=) BYTSVORDLYIC2—XFI—-5— (MY TFILRIVZI) —1
, 3=FT7YV—L%E1, 4-2FFHUORDLYICDMFZRAWVWT, 4— (
2—XAFN—1, 3=FF7YV—=IL—-5—-qJ)) —2— (EY)Ir-2—-1)
ANFxY) =5, 6, 7, 8—FhEROF/)U2HEBHIYWELTHE
foo HELEW (68mg) ZEEETFIL (4mL) ITERL., KASTTI
N HCI /Et,0&%& (0. 2mL) £#Mx. 2BEBKATTHEIEL,
Utz RE L, EiEbkEY (65mg) Z2HEBMERE LTEX,
[MS (ESI) m/z 338. 2 (M+H) +]
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EEF226 {(5—[2— (Vv —2—A4)LAbFS) =5, 6, 7
8—FbskROF/ Yy —4—Aq)] =1, 3=FFPV—I—-2—-4)L
} X% /=) EEgiE

2— (BYYv—2—q4XbFY) —4- (1, 3—FFPV—IL—-5-—
A4)) =5, 6, 7, 8=FhrSRkOF/YY (84mg) ICTHF (2
6mL) ZMX, X5IC—78CTT. 1M AFHAFILISSHYY
FoL/ THFEB® (0. 71mL) #MA. O. SHEEEHRLE, TDE
. RIGEEWICDMFE (0. 06mL) ZiA. ISHICTHERELE R
ROREWICK, BRI FILAE A, HMBERELIT o, BHRE % BKREET
NUDLTERL, BBLEE BETCTAELZRELE, BBNEAY
—J)b (2mL) ITBMEL, NaBH, (13mg) ZmMx. 1EEEHLE,
RESBEWICK, BEBTFILAMNA, HMEBRIEEZIT o, BRE% BKHRE
FTMUDALTEEL, RBLEER, BRETTAEREREL, BEYWES Y
ATFNAZ LAY ZT74—THEHEL, {(b—-[2—- (E)Yv—-2—-
AIANFY) =5, 6, 7, 8—FbZErkOx/Yr—4—q)L] —1
, 3=FTV—=I—2—=4)} X5 /=) (19mg) ZEEHRME LT
57, AZILEY (9mg) ZEETFIL (2mL) (TFHL., TN HC
| /Et,0&%K (0. 04mL) ZMA. £ULFEMEZRIRL. FEilks
¥ (4. 3mg) Z2EBMERE LTHE,

[MS (ESI) m/z 354, 1 (M+H) +]
EMEFI227 4—[2— (XAbFIXFI) =1, 3—=FFV—)L—5—
AIN] —2— ()OI —2—4)LXbFY) =5, 6, 7, 8—F bk
KO/ YY

{6—[2— (EYYv—2—q4)LXIFY) =5, 6, 7, 8—FF7
ekOF/Yr—4—aANL] =1, 3=FF7YV—=IL—2—4JL} X% /)=
(10mg) ICTHF (1mL) ZMA. I5ICHKESTFTNaH (60%,
dispersion in oil) (3mg). Mel (0. 0053
mL) ZMA, ERICTAFERELE, RIGEEWES ) ATINVAZT LY
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OvYhNIS74—THREL, EiLEa (3mg) Z2EEMRINE LTHE

[MS (ES1) m/z 368. 3 (M+H) +]

EfEBI228 4— {2— [ (FORV—2—A)FFY) AFI] —1,

S—FFPV=IN=5—-A4)} —2—=- (BEYISV—2—-AJAL£Y) =5,
6, 7, 8—FhoEROF/YY

{(6—-—[2—(EVPYy—2—-q)LAKFY) =5, 6, 7, 8—FT+F
ekOF/Yr—4—aANL] =1, 3=FF7YV—=IL—2—4JL} X% /)=
(39mg) ICCH,C 1, (2mL) , ERKHE (43mg) . PPh; (
36mg) ZMx. ERICTIREERLE, REEEMICK, BBIFIL
EMMA. MR EEZTo L, BREZEKHES N D LTREL, BEL
1%, BETCTREZRELL, BEBWMZL VATV AZLIOYNT ST
41 —THHEL. SonESHRY (10mg) I2-70O//—J)L (2m
L) #mMx. X5ICKATFCENaH (0%, dispersion in

oil) (4mg) EMA, BRICTHREEL L/, BETCTRINESY
DBFEEREL. BREWICK, BRI FILENA. MERFEETo, B
BEEKREFN)DLTELEL, BBLEE BETTAKEREL .
BEWMED VATV AZTLIORNI S 71 —THERL, EibEY (6m

9) EEHMRYE L THEE,

[MS (ES1) m/z 396. 3 (M+H) +]

Emepl229 2—-[2—- (YT —2—q)LAPFS) =5, 6, 7,
8—FbhobbrOox/Vy—4—4q)l] =1, 3=—FFJ—)L—5—HIK
g D%

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
E—XFILEYVYORDLYIC2-TOE-1, 3—F7Y—I—-5-AH)L
A= MYILERWT, EERtEmEzaBaEAKkE LTHE,

[MS (ES 1) m/z 349. 3 (M+H) +]

EmefFl230 6—-—[2— (BEYIV—2—A)LAPFS) =5, 6, 7,
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8—FbokbROF/IYV—A4—-AN] ESIV—2—F—)L
4— (6—/O00OKEZYy—-2—q)) —2— (EYIv—-2—14)ILXL
¥v) —5, 6, 7, 8=FbhZekOx/YY (10mg) . KE&LAHY
i (Bmg) . Pd, (dba) 3 (1. 3mg), t—Bu—X—Pho
s (2mg) i1, 4—=yFFH> (0. 5mL) ., &K (0. 5mL) %0
Z, BREMERS L%, ArFEST. 100CICTIHARHRLE
o RISEEMEZZERICEL., EKME S M) IATEZEL, RALKLE. B
ETTAREEZRELE, BREBWMEZ ) ATV AZL7OX NI ZT7 4 —TH
L., Eilbat (10mg) 2HBMERE LTHL,
[MS (ESI1) m/z 335, 1 (M+H) +]
[0048] =E£MEHI23 1 4— (1 —FAFSREYISVYV-B—-qJ)) —2— (EYY
V=2 —ANAPrXY) =5, 6, 7, 8—FbSkROx/Uv
EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
5—XFIEYIVORDLYICE—-TOEEYIVY 1—-FFYRFREAHAV
T, ERemeRBtEkhe L TEE,
[MS (ESI1) m/z 335, 3 (M+H) +]
EREBFI232 4— (YIS —3—qJ) —2— (EYIV—2—4)L X
h$s) —6, 7, 8, 9—FhSERA-—BH=-Y/0O~T% [b] EVY

vy
[T#1] 4—s00—-2— (EYYr—2—aLAIMFY) —6, 7, 8
, 9—FhZERO-5H-Y7O0~AT% [b] BYIVDHEE
EREGITDOITRTICELEFEICLY, 2, 4—2/0o0-6, 7—-Yk
FO—-5H—->70/R>% [b] EVYYORHYIC2, 2, 4—2700
-6, 7, 8, 9—F Sk RO-5H—-v O~AT% [b]l YTy (f
. Helvetica Chimica Acta, 1944, vol
7, p. 1854—-1858%%MRK, ) =AWV, ERLEeWzEEHRY
ELTHEE,
[RfE (TLCYYAFINTL—KBO0F,5,. BEBE ; A¥H > Bl
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IFL=2:1) :0. 6]

[TFE2] 2— (EVYYy—2—q4)LXb%FY) —4—- (BEYIPVY—-5—
A4I) —6, 7, 8, 9—FbSERO-5H-Y270~T% [b]l EYY
v DEGE

4—yoO0—-2—- (BEYYr—-2—q4ILALFY) —6, 7, 8, 9—7
fZeERO-5H->/0A7% [b]I EYZY (18mg) , EYI Y-
3—A4NROVEE (15mg) ., Pd (dppf) Cl,-CH,Cl, (10
mg) . REEADVIL (26mg) IC1, 4=UFFHY /K (3/1) (
TmL) ZiA. 1TO0O0CICTAREER LE, RISREEMZERICELE
%, BRI FILEMABRL. €54 NTHRBL. BETCTREERELE
o BEBMELYATINASLIORNIZ 71 —THEL., ZRtLEaY (5
mg) ZEBERKE L THL,

[MS (ESI) m/z 332. 3 (M+H) +]
EMEF233 22— (BEVIOV—2—qIAbFY) —4— (EYIT YV —
B—AqJ)) =6, 7, 8, 9=FhSERA-—GH=/O~ATH [b] ¥
)oY 1BERiE

Efl1 2ICELCEAEICLY, 4—-00-2— (BYYr—-2—-1)
ARFY) —6, 7=k RO-5H-=-270RV% [b] EVYVDRD
Yicd—snon—2— (BYYr—2—-AJ)LXAMF¥Y) —6, 7, 8, 9—
ThZERO-5H-20AT% [b] EYVYVERW, ERkEWser
R E LTHx.

[MS (ESI) m/z 333. 3 (M+H) +]
EfEFI234 44— (BESPV—2—q)) —2— (BYI>V—2—AJL X
h¥s) —6, 7, 8, 9—FbSERO-6H=-4a~F¥ [b] EY
vy iEEEE

4—yoO0—-2—- (BEYYr—-2—q4ILALFY) —6, 7, 8, 9—7
fZeERO-5H->70A7% [b]l] EY)ZY (70mg) . 2— (MY
TFILRIVZI)) ESYY (166mg) . Pd (PPhy) 4, (55mg
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) ICDMF (0. 6mL) =Mz, BZKBREME~YM /00 1 —TRIGE
T180TCIKT30ONAERIGLE, REEENEERICE L%, HFEETF
WEMZERL, 54 NTRBL, RETTREERELL, BREWE Y
DATNAZLIAOXNITIZT74—THEEL, 4— (EZYV—-2—-1))
—2—(BVYrv—-2—-q)LX+FY) -6, 7, 8, 9—FhZEFO-
SBH—>sO~A7% [b]l1 EYYY (94mg) &8,

[MS (ESI) m/z 333. 2 (M+H) +]

L AMEFRBRITFIL (3. 1TmL) ISEHEL. KATFTIN HC |
JSEt1,0@A®K (0. 078mL) ZmA. 1RKEKSTTERLE, £LK
YA RE L, BEEa% (23 mg) 2HBHMKRE LTEL,
EZHEFI235 2= (BEYIV—2—ANXbFY) —4—- (EYITV—
5—AJ)) —6, 7T—YERAO-—65H—-/ORVH [b1 YISV -7 —
Z—J GE8IE
[TR1] 4—s00-2— (EYIY=—2—A)LAKFY) —6, T—Y
ErRO-5H->20RKRY% [b]l EYIY 1-FF2 FOHIE

2, 4—>r/onno—-6, 7-YekrfO-5H->/70RV% [b] EYY
Y o 1=FFVR (1g). EVISY=2—A)XF /=)L (0. 521m
L) ICDMF (10mL) ZMA. ArFESITF. I5IKKATTNaH (
60%, dispersion in oil) (274mg) #mMx. 1
BFERIE L, RIGEEWMEZ VATV AT LIOR NI S 714 —TREL
. EilkE (1. 289) 25k,

[TR2] Bt 4-/s00-2—- (BYYV—2—qILXL*Y) —6,
7—YeRO-5H-—>20XRV% [b] EYVIY—T -1 )LOEE

4—yo00—-2— (EYSPry—-2—q4ILAKFY) —6, 7=k RO-
SH—vsaRy%y [b]l EYVYY 1—FF%2 R (1, 28g) ICHEKE
B (15mL) iz, ArFHEST. 90CICT2BEERLE. RIGE
EMEERICEL. BETCTEKEBERELLE BEWIKSTTEt,
O. SAMREEKRS MY D LKBREMA., MUK, Et, 0BV TH
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HgEETo7c, BHEBEERKRERS N IALATEREL, BBLALE. RBE
TCREEBRE L, BEBWES Y ATV ASLIOR NI ST 4 —THRE
L. BEbE& (1. 26mg) 2&HEBHRME LTHEE,

[TE3] 2— (EVYYy—2—q4)LXAb%FY) —4—- (BEYIPVY-5—
1)) —6, 7—-kbRO-5H->720R>4% [b]l EYYY—T7—F—
IV IRRRIBEDELE

EREFIS BICELLFEICEY, 4—00-2— (EYYr—-2—-1J
ARFY) —6, 7=k RO-5H-=-270RV% [b] EVYVDRD
YICEEER 4—/s00—-2— (BEYYY—2—A)LXMFY) —6, 7=V
ERO-5H->70/RY% [b] EYYY—T7—a)L%E, (3—7)I#A0O
7)) RAVEORKDYICE) IV Y —-5—-—(IROVEEZRAWT, 2
- (BYYy=—2—AArFY) —4—- (BEYZIYY—-5—-9)L) —86,

7-YeRO-5H-Y/0ORVy [b] EYTY—=T7—F—)L (95mg
) HBMERE LTHEL, S(LEMERBITFIL (8mL) ITAMR LA,

TN HCI /Et,O&® (0. 3mL) #pnx. O. SHEEELRLEL, &
Ut &RE L. Zxka (93. 4mg) 2ABHERE LTHE,

[MS (ESI) m/z 321, 2 (M+H) +]

EMEF236 2— (BEYVIOV—2—qIAbFY) —4— (EYIT YV~
5—AJ)) =5, 6 =Yk RAO—TH=/ORVH [b1 YISV -7 —

x>

2— (BYYry—2—qIXbFY) —4—- (E)VIPV=-5—-1)) —
6, 7-YeRAO-5H-ys0RV% [b] EYYY—-T—F—)L (3¢
). 1, 1, 1=h)7ErEY—1, 1=YERO-1, 2—-RYZF—
R¥vy—I—3 (1H) =¥ (FR-x—FVHE) (4. 379g) iC
H,Cl, (100mL) ZMx. ArFHEIT. EBRICTRERE®RLE, R
RREWIC/O0ORIV A, BHKREBKRT M) D LKEREMA, HHEEEK
ZREL. BREZ /7 OORVATHERIELE, BREEEKEERTN) Y
LTEZEL, BBLEE BETTAREZRELL, BEBWEZY ) ATILA
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SLOORMIZT74—THEL, ERLE (2. 29) 2RBEHRE
L TF7
[MS (ESI) m/z 319. 3 (M+H) +]
FHHI237 T—AFYFv—2— (BYIV -2 ()X F) —4
- (BYIyv—-5—4)) =6, 7=k RO-5H->s0RV% [b
gy
AXFINYZTZNRRAR=ZILTAOIR (281mg) ICTHF (8m
L) #MNx. I5ICKATFTCKO—t—Bu (90mg) #MA. ArFH
ST 1EEERLE. 20% REBEREMIC2—- (EVYY—2—-1)
XhFY) —4—- (E)XYV—-5—-4aJ) =5, 6—-YkrkO—-T7TH->
2ORVE [bl1 EYVYY—T—4> (50mg) ZMA, ISHICERICT
2EEEER L, RBEAMEERICEL. K. BRI FILAMA. b
EaiTo7lc, BMELZRMBIEKTHRSE L. |KREF M) Y LTEEL,
BELE, RETTAREZRELL, BREBWMZY VATV AZLIOT K
7274 —TREL. ERtkeYw (24mg) 2HEHKRE LTHEE,
[MS (ESI1) m/z 317. 3 (M+H) +]
EfEBI238 T—XFN—2— (BYIV—2—-fJXIFY) —4— (
EYVIYY—=5—Aq)) =6, 7=YERA-BH-=-/7O0RVY [b] ¥

)oY

[TR1] 7—XFIL—-4—- (EVIYY—-5—-4qJ) —6, 7T—-Ik RO

—5H—->/0ORV% [b] EYVYY—2—F—)LOEE
T—AFVFy—2— (BYIU—2—AILA FY) —4— (KYIY

v—=5—4J)) —6, 7T-YeRO-5H-vORY% [b] BEYTIY (
24mg) KA /= (AmL) |, RSYVTARR-IFLVYITIVE

&tk (60mg) &mMA. KRFEAKT. ERICT2HBEERLE, KINE

BM%EtEZ4 FPTRBL, RETTAEZREL, FREkE®W (1 7mg)

5T,

[TRR2] 7T—XAFL—2— (EVDV=—2—)LAIFY) —4— (EY
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IVY-5—-4J)) —6, 7T-YeRO-5H->s0RV% [b] EUYY
v DEGE
T—AFI—4—- (EYIPVY-5—-qJ)) —6, 7T—kRO-5H-—
voaRvy [bl EYVYY—2—-F—)L (1 7Tmg) . 2— (FOEXF
V) EYTy BR{EKFREE (38mg) IChLTY (10mL) | &EEE
(21mg) #Mx. ArFESTF. 100CICT1 OBEERLEL, BE
MEERICR LK. BT FILEMAERL, 54 bTRBL., BET
TRIEAERE L, BRBMAEVYASLAS LA NITST7 1 —TREL
ZbE® (5mg) ZEBHMARE LTHEE,
[MS (ES 1) m/z 319. 3 (M+H) +]
EfEFI239 T -—IFVFv—2— (BYIV—2—q)LXIFY) —4
— (BYIYv—=5—-4)l) —6, 7=k RO-5H=-20XV% [b
gy
IFNLNM)TZIZIRRARZOLTOIR (416mg) ICTHF (11
mL) ZMA, ISICKATT2. 7TM n—TFILYFIL/ THFER
(0. 41mL) ZmMA. ArFHESIT. 1HEREHLE Z20%. RIEE
B2 - (E)OY—2—AILXAMFY) —4—- (EYZIYVY-5—-1)
) =5, 6=YeRO-T7H-=>s0RY% [b]l EYIV—=T—=F> (7
Omg) ZMA. IHICERICT2RER/I LA, RBEEMZE=RICEL
K BERRIFILEMA. HMEREET o, BREZRMBIEKTHREL
EKHEES MY U LTEEL, BALLE BRETCTREERELL, &
BWaES VATV AZLIOT NI Z 714 —THERL, Z&tE® (63 m
9) ZABHMERE LTHEL,
[MS (ES1) m/z 331. 4 (M+H) +]
EHEF240 T-—TIFN—2— (BYIV—2—A)LAPFY) —4— (
EYVIYVY—-5—Aq)) =6, 7—=YERA-5H-7O0RVHY [b] ¥
oz
T—-IFYFv—2— (BEYISv—2—AIAIFY) —4— (EYIY
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v—=5—4J)) —6, 7T-YeRO-5H-vORY% [b] BEYTIY (
63mg) IKXAF /=)L (4mL) | RSYVARBR-IFLVITIVE
Gk (30mg) ZmMA. KRFEKT. BRICTIHESER L, ISR
BTN IV ILRF-IFLYITIVESK (30mg) #EBML, X
SHICERICT I HER® L, RINEEWZEZM4 FTRBL., BRETTHA
WAEREL, BREBMES VAT NASLIOR NI ST 1 —THRERL, Z
itea®w (6mg) Z|EMRME LTHEE,
[MS (ESI) m/z 333. 4 (M+H) +]

[0049] EfEHI24 1 EEfE2 — (KUY V-2 —AIXRFY) —4—- (EKYIY
v=5—qJ)) —6, 7T—yEeRO-5H=-aRVH [b]1 EYI >V —

7—4)L IGFEEIE

EREFIS BICELLFEICEY, 4—00-2— (EYYr—-2—-1J
ARFY) —6, 7=k RO-5H-=-270RV% [b] EVYVDRD
YICEER4 — /o0 —2— (BEYYY—2—qLALFY) —6, 7T-Vk
FO—-5H—-</7aRV% [bl1 EYYY—-T7—a4)% (3—7)40O7x
) ROVEBORLYICEYI VY -5 - ILROVEEERWT, BFEE2
— (B =—2—-AXIFY) —4—- (BEYZIYVY-5—-9)) —86,
7—-YeRO-5H-v/0ORV% [b] EYYY=T7—414J)L (29mg)
EEAHRYE LTHE,

[MS (ES 1) m/z 363. 1 (M+H) +]

WA AERBITFIL (1mL) ISBBLAE%. TN HCI /Et,O0
AR (0. 08mL) #iMA. O. SEREEHLE, £ UARHYEIRERL
Zbd&Y (1 0mg) ZHBMERE LTHEL,

[MS (ES 1) m/z 363. 3 (M+H) +]
242 T—XbF—2— (EVIV—2 -4 XbFY) —4—
(YIS —5—=4)l) =6, 7=V RO=-5H-=>40O0RV% [b]

YTy EBgis
EEHI1 2 3ICELCAEICELY, {(b—[2— (BEYYYy—2—AJ)LX
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h+>) -5, 6, 7, 8—FhZkROF/YV—4—qL] EYDVY-
3—=AI} X5 /=LDRDYIZ2— (EYIV—2—-qILAMFY) —4
- (BYxYyv—-5—-4qJ)) —6, 7—YkeRO-5H->s0RV% [b
1YY =7 —F—LERVWT, ERbeWEaEnEke LTHEE,
[MS (ESI) m/z 335. 3 (M+H) +]
EREHI243 6, 6=VXFN=2— (BYIV =2 A F) —
4— (BYIYVv—=5—-4q)L) =5, 6=YERAO-—T7H=vORVH [
bl VYoV —T7—-F>

2— (BYYry—2—qIXbFY) —4—- (E)VIPV=-5—-1)) —
5, 6-YeRO-7H-Ys0RV% [b]l EYYY—-T7—-%4> (100
mg) ICTHF (31mL) #M&x, I5IC—78CTTM AFHAFI
SUSHYYFIL/ THFARKR (0. 75mL) #mx. A rFEST.
1ERER Lz, TO®%. RIBEEWICMe | (0. 1 1mL) #mMA, =
BICT2EREER L, RINEAWICK, BRI FILAMA, MHERIEET
o7, AHMEEHMBIRKTHEL, BKREBFN) JLATEEL, BBL
1%, BETCTREZRELL, BEBWMZL VATV AZLIOYNT ST
4 —THHEL. EaY (50mg) aREEBRYE LTEL,

[MS (ESI1) m/z 347. 4 (M+H) +]
EEFI244 6, 6=—IAFN—2— (BEYIV—2 AN X F) =
4— (BYIyv—565—4)l) =6, 7=y RO-5H=->s0RVH [
bl BV

6, 6—UAFI—2— (BT V=—2—A)LAIFY) —4—- (EY X
Jv—=5—-4J)L) =5, 6—-YeRkaA-T7TH-ysaRY% [b] YTV
—7—%4>Y (90mg) IKTFL¥F)a—JL (EmL) . ERZTV—K
My (30mg) . KEEEAY DL (29mg) ZIIA. A rFHKT. 1
20CICT 2RI L, RIVEEMICKER{IEHDY DL (100mg) %
BAIL., I5ICT50CICTEIFEER L, RINESMICK, EFEETFIL
EMA, HMEREET o, BRELZRMRIEKTHRSE L. BKFEEF MY

& RE
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VLTEEL, BBLEE. RETCTAREERELE. BEBYWES ) AT
AZL9AYNITZ 71 —THREL. ZEadY (33mg) 2HEHKE
L TF7

[MS (ESI) m/z 333. 4 (M+H) +]

EREFI245 33— ({[4—- (EY)Y>Y—=3—4)) —6,7=-YERO—
BH—2/0ORVY [b1EYIY—2—4)L] FI} XFI) RV
NPI%

[T#&1] 4—s00-6,7—-YRO-5H-Y20RV% [b]l EYY

v—2—A—ILDORE

N, N—=IAFLF7=)v (12, 689g) IcAF¥iEILYY (5. 26
3mL) ZiA, ILHICERTFT, 6, 7—-YebrO-5H->70ORVS
[bl EYTY—=2,4-IF—)L BIZE, Helvetica Chim
ica Acta, 1945, vol. 28, p. 1684—-1690%%
B, ) (5bg) Z22L92ARML. BRICTRERE L, KATTRIER
BMICEN NaOHKBREZMETL, £UAMEMZRERL. ZEELEW
(3. 319g) zABENKE LTHEX,

[T#2] 3— {[ (4—90B—-6, 7-YERO-5H-Y/0ORVY
[b]l EVYY—2—q)) F] XFI} RYYZ M) IILORE
4—40O0—6,7—-kRO-5H—-Y20RV% [b]l] EYSYy—2—
A=) (500mg) . 3= (FAEXAFI) RYYVIJIL (867mg
) . REESE (81 3mg) ICCPME (17mL) #ix. A rSEKT.
TOOCIKTARER® L, RIBEEWEZERICEL., BRI FILZMX
BRLUEE. 514 MNEBL, BETCTRELRELE, BEWEL Y AYT
WAZ LAY RIS 74 —THREL, EitE® (960mg) ZHEEH
K¥e LTiExE,

[T#3] 3— ({[4—-(EYY>Y—=3—=qJ)) —6,7—YrRkO—-5H
—ooaRyy [bl1 EYVZY=2—A4L] #F} AFI) RV =K
L DEE
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3—{[(4=vOo—-6, 7—-YeRO-5H->20/RV% [b]l K
VI —=2—4)) F7F2] XFII} RV )L (43mg) . EYY
v—3—4)ROVEE (18mg) . Pd (dtbpf) Cl, (3mg) .
REHAYSDA (44mg) 1IC1, 4—SFFHY /K (3,1) (1mL)
ZMZ., 1TOO0CIKT2EERE®R LA, RISEEMEERICEL., HFERTF
WEMZERLUEE, 54 MEBL, BETTAEEZRELE, BEWE
SVATNAZ LAY NI Z T4 —THREL., ZRLE®W (25mg) %
HEHmRE LTHEL,

[MS (ESI) m/z 328. 6 (M+H) +]

EFl246 5— {2—[ (3, 5=)040BYS>—2—AJ) X
b1 -6, 7=kbRO-5H->saRV4% [blEYY>V—-4—4
I BTy —2—HIR=FY

5— (2—-%00-6, 7—-YeRO-5H->s0RV% [b] EUYY
V=4 —q)) BYSU—2—AILR=ZMYIL (47mg) . (3, 5=
A0Sy —2—4)) AF /=)L (32mg) . t—Bu—X-—-P
hos (19mg) . kKt 9L (180mg) ., Pd, (dba) 5-C
HCIl; (11mg) IChILIY (1mL) A#MA, HXEAWERST L%
. ArFESKT. 100CIKTAREER LE, RISREEWMZZERICEL.
BT FILAMAFZRLULE., 2514 FTRBL, BETTRELREALL
o BHEBYMECH,C I, (2mL) ITFFEL. ArFESIT. KATFTHY T
FLF7IY (0. TmL), TFAA (0. O05mL) #mx. KAFICT
CEEEE Lz, RINEGYICERBET 7L, SBHIREEKFRF M) D LKER
EMA, HMEREET o, BRELZRMRIEKTHRSE L. BKFEEF MY
TLTEBREL, BBLEE BETTAELZRELE, BEWMEZ ) AL
AZLoAINIZT4—BLTCV A INDBRTVEEI/OYNITIZ T4
— (BADHITE (%) LC—9201) THEL, Eka® (27m
9) EEHMRYE L THEE,

[MS (ESI) m/z 365. 3 (M+H) +]
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247 4—[ ({4—[5— (EROFIAFI) YTV —3—
A)N] =6, 7=k RO-—5H-20ORVHY [b] EVI>V—2—4 )L}
X)) XFN] RV Y
[T#21] 4—- {[ (4—%90BO-6, 7—YERO-5H-Y/0RVY
[b]l EVYY—2—q)) F] XFI} RYYZ M) IILORE
4—-/0O0—-6, 7-YeRO-5H-Y20RV% [b]l EYI-2
—Z4—) (200mg) . 4— (FOEAFI) RYYYEMYJ (300m
g) . kBESE (325mg) IChILTY (10mL) #MMA, 1T00CICT
2EEHER Lz, RIGEAMASRICEL., BRI FILAMARIRL 14,
74 MNEBL., BRETTAEZRELE, BRBWEZL VAT ILAZLYO
YNhTZT74—TREHEL, ZEikEY (343 mg) ZHBERKE LTHEE

[T#22] 4— [ ({4—[6— (EROFIAFI) EYIY-3 -1
1] —-6,7-YeRO-5H-y20RY% [b]l EYVYY—2—-q)L} F
V) AFN] RV ZKNYILOBGE

4— {[(4=200-6, 7—YeRO-5H=->Ys0RV% [b] E
VOV =2—4)) ZFV] AFL} XYY (25mg) . [5—
(4, 4, 5, —=FKrSAFJI—1, 3, 2—-UFFHRO5Sv—-2—41
W) BV —=3—=A4)] A% /=)L (31mg) . Pd (dtbpf) C
l, (3mg) . KEEAHY DL (36mg) IC1, 4—-UFFHY K (47
1) (ImL) ZmA, SXREMERI L% ArFHEKT. 100TC
ICTC2BEIR®E L, RISEEMZL ) ATV AZL2OXNIZT74—T
BEL, EREw (19mg) 2AGBENKSE LTHEL,

[MS (ESI) m/z 358. 3 (M+H) +]
EREFI248 (5= {2—[ (A—0AORVYII) FV] —6,7—
JeRO-5H=-ORVS [b] YV —4—-q)} BEYIV—3—
AIVXE )=

[T#R1] 4—v00-2—-[ (4—-704dORYIIL) £F¥] -6, 7
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—YeRO-5H-Y2ORVY [b] BYIVDELE

RG24 TOTRTICELCKLBERICLY, 4— (FOEXAFIL) RVY
YEMJILDOKRHLYIZT — (FOEAFI) —4—20F7ORVEVERVT
TtEMzaeEKe L TEx,

[T#82] 56— {2— [ (4—704ORVVIL) %] —6,7—YENR
O—-5H—=->20RY% [b]l EYIY—4—q)L} EYVIY—=3—q)L)X
5 ) —ILDELE

RHEGI24 TOIR2ICELCEAERICLY, 4— {[ (4—2O00O0-86,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} RV ZMN)ILOKDYIC4—s00-2— [ (4—2)4ORVY
V) %] —6, 7T—-bRO-5H—-20RV% [b] EVYVER
WT., ZFELEWeatB8ite LTEx,

[MS (ESI1) m/z 351, 3 (M+H) +]
EMFEI249 (56— {2—- [ (3—=2)a0NVII) #F2] —6,7 —
JebRfO—-—BbH-—>70RVH [bl1 EYSY—4—-4q )} YT >V—3—
AIN) AH /=L

[TR1] 4—s00-2—- [ (3—7)4ORVIN) #F] -6, 7
—YeRO-5H-Y2ORVY [b] BYIVDELE

RG24 TOTRTICELCKLBERICLY, 4— (FOEXAFIL) RVY
YEMJILOKRHLYIZT — (FOEAFI) =3 —7047ORVEVERVT
TtEMzaeEKe L TEx,

[TF#E2] (56— {2— [ (3—7i4ORVI)) #F2] —6,7—-Vk
FO-5H—->70ORV% [b]l EYIV—4—q)L} EYSY=-3 -1l
) A5 —ILDBE

RHEGI24 TOIR2ICELCEAERICLY, 4— {[ (4—2O00O0-86,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} RV ZMN)ILOKDYIC4—s00-2— [ (3—7)4ORVY
V) %] —6, 7T—-bRO-5H—-20RV% [b] EVYVER
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[0050]

WT., ZEbawrsatEls L TEk,
[MS (ESI)m / z 351. 3 (M+H) +]
EHEFHI250 6— ({[4— (5=—oia4aO0EEYI V-3 —-4JL) —6,

7—bRO-5H—->7ORYH [b] BT V=2 A )] FHF} X

F)) YISy —=3—=HILR=ZNYJL

[T#&1] 6— {[ (4—%90OBO—-6, 7—YERO-5H-Y/0RVY
[b] EVDYY=2—qJ)L) FF] XFI} EYI V=3 —-HIKR=KY
I DOBGE

RG24 TOTRTICELCKLBERICLY, 4— (FOEXAFIL) RVY
YEMJILDORDLYIZE— (FOEAFI) EYVDY =3 —-AIKR=b) I %
AWT, ERtEamERERHRE LTHE,

[T#2] 6— ({[4— (B—7/40OKE)PY—-3—-9J)L) —6, 7—
JeRO-5H->70RV% [b] EUSY—2—A4)] F2} AFI
) EYYY=3—HLKRZKNYIILDOEE

EHEFI24 TOIR2ICELEAEICEY., 4— {[ (4—vDOD0-6,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} RN LORDYICE6— { [ (4—2O00-6, 7—-Yk RO
—5H=Y70RV% [b] ENVYV—2—q)) F] AFIL} EYY
v=3—-HIKR=)I%E, [6— (4, 4, 5, 5—=FKrIAFIL—1,
3, 2=UAFHYROZIY—-2—4J) EYTY=3—AI] X5/)—ILD
Kbylc3—7)40-5— (4, 4, 5, 5—=FrSAFIL—1, 3, 2
—IFFHROZV-2—-4)) EYVIUVERWT, EELEMEBEMRK
& LTE~,

[MS (ESI1) m/z 347. 3 (M+H) +]

G261 33— ({[4— (2—2)740YTY >V —4—4)l) —6,

7—bRO-5H—->7ORYH [b] BT V=2 A )] FHF} X

FIL) RV MYJL

EHB2450TIRIICHELAEICLY, EYIY—-3—aIIROVER
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ORbYIC2—7)40—-4— (4, 4, 5, 5—FrSAFIL—1, 3,
2—IFFHROSV-2—4)) EYPUVERVWT, EERLEMEEEH
K& LTiEk,

[MS (ESI) m/z 346. 3 (M+H) +]

EREFI252 6— ({[4— (2—7)AOEYIV—4—4)) —6,
7—2bRO-5H—-270RVY [b] EYIV—2—A)] AF} X
FI) VOV =3 —HIKR=FYI
EHEFI250DTR2ICKELCLFERICELY, 3—7)40-5— (4, 4
, 5, B=F K SXFI—-1, 3, 2=UFFHHROSV—-2—-1J) EY
UVORbYIL2-T)A0—-4— (4, 4, 5, 5=FT IAFIL—1T,
3, 2=UAFHYROZV—-2—4)L) EVIVERAWVWT, ERibEWea

R E LTHx.

[MS (ESI1) m/z 347. 3 (M+H) +]

Efef253 33— ({4—[5— (EROFIAFII) EYT V=3 —
AN] =6, 7=V RA—5H->70RVY [b] EVI>—2—4)L}

X)) AFN] RV =b Y

EREM24 TOIR2ICELCERERICEY, 4— ([ (4—2D00O-6,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} ROV M) LORDLYIC3I— {[ (4—90B—-6, 7—-YERO
—5H-=->70RY% [b] EVIY—2—4)L) FF2] XFII} RVY
ZM)ILEAWT, ERtbEmEaeERf s LTER,

[MS (ESI) m/z 358. 4 (M+H) +]
EHEfFl254 6— ({[4—- (KYZIYV—-B—4q)l) =6, 7T-YER
O—5H-=-ORV4 [b1 YISV —2—A4N] ZFI} XAF)) EY
Jv—=—3—HIKR= Y EEEE

EHEGI1T 1 OTR2ICELEAZICEY, RYZILTZILIA—ILORDYIC
6— (EROFUAFI) EVYY—=3—hHIKR=Z )JL%E, NaO—1t —
BuofbYilikBEt v oxAWT, 6— ({[4—- (EYXYVv-56-—
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AI) —6, 7T—YkbRFO-5H—-Y70RV% [b]l EYVZY-2—-9)
1 ZF2) XFL) EYIY—=3—-ALRZbM)LEXREBEK (54mg
) &ELTHEE, StbEMEEBIFIL (10mL) [TBE@EL. KSTTI
N HCI /Et,0%&% (0. 164mL) #iMA. 0. LIFEKATTIE
BLl, ELMEMZERL. FiRbed® (44mg) ZHEMARELT
B,

[MS (ES 1) m/z 330. 4 (M+H) +]

TEOMHIE CieH sNsO-HCI1+0, 2H,0&LT

SHEE (%) C:61. 77 H:4, 48 N:18., 96

=RIE (%) C:61. 59 H:4, 30 N:18. 70
EMEF255 2—[ (3, 6—=y7)14z0EYIV—2—-qJL) XbF

1—-4— (BYIY>—=5—q4)) —6, 7=V RA-5H-=->40°_>
4 [blEYSY

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(3, 6=yo7)4A0BYYY—2—q)L) X% /—)L%, Pd, (dba)
;- CHC I ;0bYICPd, (dba) ;5, NaO—t —BudffbVIC
REEtES D LERWT, ERLEMEREENMRE L TR,

[MS (ES 1) m/z 341. 3 (M+H) +]
EREFI2566 2— [ (2—XFUEYTIV—4—A)) XbFP] —4—
(YIS —5—=4)l) =6, 7=V RO=-5H-=>40O0RV% [b]
gy

EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(2=AFNLEYIV—4—A)L) X5 /)—=)%, Pd, (dba) ;- CH
Cl,oRbYILPd, (dba) ;ZAVWT., ERLEWEEHEMKRE LTE
7=

[MS (ESI)m/z 319. 5 (M+H) +]
EEHI257 2—[ (4=NFORVIIIN) FF>] —4—- (BEYIY

v—5—4)) —6, 7T—YJkRA-—5H—=—0RV4 [b] YTV
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EHEGI1 1 OTR2ICELCEAZICLY, RYZITZILIA—ILORDYIC
(4—70407x=)) A9/ —)L%&, Pd, (dba) ;- CHC | ;0
HYICPd, (dba) ;Z2HAWT, NaO—t—Bud&bYyic) VEEH
U LAERWT, RRbEMEREREGRE L THEE,

[MS (ESI1) m/z 322, 2 (M+H) +]

G268 4— ({[4—- (KYZIYV—-B—4q)) =6, 7T-YER
O—5H—=320ORVY [b]1 EYIY—2—A)L] ZFT} XAFI) RV
i DY

EHEFI2 4 TOTR2ICKELCKAERICEY, [6— (4, 4, 5, 5—F
MSXAFIL—-1, 3, 2=UFFHROSV—-2—q4)) EVZV-3—4
W] A9 7 —LORHLYICEY I VY -5 -/ )LAROVEEEZAVWT, ZiEk
aMmE ) —LeEEKE LTER,

[MS (ESI) m/z 329. 4 (M+H) +]

EEFI259 55— [2— (EVIV—=2—)LArFY) =6, 7=VER
O—5H—-320RY% [b]1EYYY—4—ANIEYITV—2-F3
v fEEse

[TE1] 4—- (2-7048EYIIY-5—-1)) —2—- (E)IV-
2—A)XRFY) —6, T—YERO-BH-YoORVH [b] EYY

v DEGE

M)W ABAIVRIKRVE2— (EYIV—2—4ILAKNEFY) —6
, 7=YbRO-5H->70OXRV% [b] EYIYY—4—4)L (83mg
). 2=7)0740-5— (MUXFILRIFTZIL) EYITY (69mg)
. Pd (PPhy), (38mg) ICNMP (2mL) A%, 100CICT
ABREERLL, RISEAMAEERICE L%, K BRI FILEMA. H
HBEET o7, BRELZK, BHNERKTIERGE L%, |KRES b
VO LTEIEL, BBLAERK. RETCAEERELE. BEBYWES ) HYT
WASLIAR NI S 74 —THEL, ZERta (53 mg) 2ABEK
& LTE~,
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[T#E2] 56— [2— (EYYVy=—2—A)AKFY) —6,7—CERO-
SH—>aRY% [b] BEYYY—4—-A )] EYZIVY—-2-TIY
IREIE DRI

4— (2=7040KEYIPY-5—-1q4)) —2— (BEYTr-2—-41)L
ARFY) —6, 7—bRO-5H-=-Y20RY% [b]l1 EYYY (20
mg) ISRZVEZT7 /A5 /—IERKR (1mL) ZmA, 50CICT3RF
BER L, RISEEMAEERICR L%, BETCTREEZRELL, BE
Ma VATNAZ LA NI Z T4 —BLC VA VIR TIVEEY
OvbhJ574— (BRI (%)) LC—9201) THHEL., 5-
[2— (E)YY—=2—q4)LAMFY) —6,7-YrRO-5H->50OR
8 [bl EYVYY—4—q )] EYIYVY-2-F73IY (8mg) ZHE
MERE LTHERE,

[MS (ESI) m/z 320. 3 (M+H) +]
LELEMEFRBR I FIILICEHEL, KB TFTIN HCIEt,0 % (
0. 164mL) ZmMA. £UAEMERIL, ZEilbat (5mg) %
HEHmRE LTHEL,

[MS (ES1) m/z 320. 3 (M+H) *]
EREFI260 2—[ (4A—JNAOARVII) FdF2] —4— (2—XF
WEYVIYY—-B6—q)l) =6, 7—-SkRO-5H->/70RV4% [b]
gy

2—o0O0—4— (2—XAFNWEYZIYV-5—-1J)) —6, 7T—YENR

O-5H->70RY% [b] EYYY (50mg) . (4—7)407x
=) A% /)—J) (51mg), t—Bu—X—Phos (21mg) ., P
d, (dba) 3 (19mg) ., NaO—t—Bu (39mg) IChILTYV (
2mL) ZMA. HZBEEMZHRI[LEE. ArFHSIT. 100TCICT6
BREREIER L, BETFTCREAHMOBEERE LK. BEMES ) AT
WAZLo0O%NIZT74—THHEL, ERELE® (21 mg) Z2ABHK
& LTE~,
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[MS (ES 1) m/z 336. 3 (M+H) +]
[0051] ZfEfl261 4— ({[4— (2—XFNE)VIIV—-5—-4)V) —6,
7=y RA-BbH=-2aRYY [b] EVIY=2—-A)L] #F} X

FL) Ry b

EREGI2 6 OICELEAFZEICLY., (4—Ji4A0T7T=)) X% /-l
ORHLYICA— (EROFIAFIV) RV ZNMN)IWERAWT, EREEY
ERBEKRE LTHEL,

[MS (ESI) m/z 343. 3 (M+H) +]

EREFI262 2— [ (2—XFAEYTIV—4—A)) XbFP] —4—
(2=—AFNEYITV-—B—4)l) =6, 7=k RO-—5H=0~

vy [bl EVIY

EREGI2 6 OICELEAFZEICLY., (4—Ji4A0T7T=)) X% /-l
DERHLYIC (2=AFLEYIY—4—A)L) X5 )—=IERNT, Z&k
aMEEamRYE L TEx,

[MS (ESI) m/z 333. 6 (M+H) +]

EMEFEI263 5= {2— [ (3=0AORYII) XS] =6, 7=V
ERA-—BH-Y/ARVA [b1 YTV -4 -} EYITV—2 —

7Iv
EHeFHI249DTR2ICELEREICLY., [6— (4, 4, 5, 5—7F
MSXAFIL—-1, 3, 2=UFFHROSV—-2—q4)) EVZV-3—4
W] X9 J—ILOKRHYICE— (4, 4, 5, 5—FhSXF)L—1, 3,
2—IFFHAROZTY—2—a)) EUYUIDUV-2-TIVERWT, &
temezatEKRe LTER,

[MS (ESI) m/z 337. 3 (M+H) +]

264 4— ({[4—- (2=F7I/EBYVIYV—-5—-4)) —6,
7—2bRO-5H—-270RVY [b] EYIV—2—A)] AF} X

FIL) Ry =ZKNYJL
EHH24 TOITRR2ICHELAEICLY, [6— (4, 4, 5, 5—F
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MSXAFIL—-1, 3, 2=UFFHROSV—-2—q4)) EVZV-3—4
W] X9 J—ILOKRHYICE— (4, 4, 5, 5—FhSXF)L—1, 3,
2—IFFHAROZTY—2—a)) EUYUIDUV-2-TIVERWT, &
temezatEKRe LTER,

[MS (ES 1) m/z 344, 3 (M+H) +]

EfEfloes 33— ({[4—- (2—-F7I/)EYIYV—5—-4)l) —6,
7=k RO—bH—->/70ORVY [b] EIVITV—2—A)} AX) X

FL) Ry b
EHeFI245DTRIICELERFERICELY., EYVD V-3 —q)LFR0OVER
DRHLYICE— (4, 4, 5, 5—FF SAFIL—1, 3, 2-UFFHR
AOSYv—2—-4J) BYUIIV-2-TIVERWVWT, ERteawsratE
KeLTHERE,

[MS (ESI1) m/z 344, 4 (M+H) +]
EHEFI266 2— [ (3—JNAOARVII) FdF2] —4— (2—XF
WEYVIYY—-B6—q)l) =6, 7—-SkRO-5H->/70RV4% [b]
gy

EHEGI2 6 OICELEAEICELY., (4=-T)407x2)L) A9 /—)L
OROLYIC (3=7)4dB7x=)L) A4/ —ILERWT, Eibtemsg
R E LTHx.

[MS (ESI) m/z 336. 3 (M+H) +]

EHH267 2— ({[4— (2=—XFIEYIIV—B5—4)) —6,
7—2bRO-5H—-270RVY [b] EYIV—2—A)] AF} X
FI) =1, 3—AFHBV—I—4—HIR=bYI

[T#1] [ (4—s00-6, 7—YRO-5H->20°V% [b]
EVYv—2—1)) #%2] BT FILORE

RG24 TOTRTICELCKLBERICLY, 4— (FOEXAFIL) RVY
YEM)LOKHLYICTOEEBIFILEZAWT, ERtemesagEiks L
TE
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[T#2] [ (4—700-6, 7—YkRO-5H->70R>% [b]
)Yy —2—4)) %] BrBRORIE

[ (4—v0@O—-6, 7—YeRA-5H-Y/aRY% [b] EYTY
—2—q)V) #F>] BT FILAETSY/—I)L (4mL), K (4mL) T
BEESE, KBERIEF M) ULKBEREMA., SO0CICTIREEKHLE, R
INEEMEERICE L, BERZIMA. BEMEIC LR, K BEEIFIILZM
Z. MEBREEIT o, AREEZHENMBIRKTHRRE. BKREBFN) YA
TEREL, BBLEE BETTAKZREL., RELEYW (203 mg)
ZHBEKE LTEL,

[TE3] XFI N—{[ (4—70O0-6, 7—YRO-5H-7
aRv% [b]l EYTY—=2—a)) #F2] 7EFIL} ) F—FNORE

[ (4—v0@O—-6, 7—YeRA-5H-Y/aRY% [b] EYTY
—2—Aq)) A#FT] B (200mg) . DL-TYIUAFILIRATIE
B2 (205mg) ., HOBt (118mg) . PUITFILFTIY (0. 1
84mL) ICCH,C |, (8mL) ZmMAL®E, ILHIKT—IFIL—-3— (
S3=UAXAFLTI/TOLCL) ALVRIALAIR (204mg) ZA. BR
ICTRERR L, RISEEMICK, BRI FILZ2MA. HMEBEETo
. BREZHNMRIBKTHESRE. BKREBY I/ ROV LTREL, BBLE
%, BETCAREZRELE, BBWES VATV AZLIORNIZT4
— TR, Exat (242mg) 2EEBEKSE LTEE,

[T#24] 2— {[ (4—40BO—-6, 7—YERO-5H-Y/0RVY
(bl EYVYY=—2—9)) F2] XFI} —4, 56—k RkO-1, 3
—Z ¥V —I—4 —HILRVEEXFILOEE

AF)I N—{[(4—s0B0-6, 7T—YERAO-5H-Y/ORVY
[bl EYYY=2—aN) #F2] 7EFL} £V F—F (240mg)
ICCH,C 1, (6mL) ZMA. HBZEEMERI LR, A rFHIT,
—78CICAIL, =Z7vHEIN, N=SIFILF7I/FHEE (176mg)
ZMA. —7 8CICT 1 IFEIRIE L7z, HEEEMICKEED ) V4 (151
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mg) ZMA. RLAICERICFEL, BRICTREER L, RWDEEWIC
K, BERT FILAEMA, HEERIEEZIT o, AREEZHEMBIRKTHREL.
BKRBE~Y /x> UV LTEZRL, BBLEE, BETTAEREERE L. &
BWaES Y ATV AT LAY NI ST 4 —THREL. ZEbat (147
mg) ZHRFEBRYE LTHE,

[T#5] 2— {[ (4—90B0—-6, 7—YERO-5H-Y/0RVY
[b]l] BEYYY—2—qJ) AF2] AFII} —1, 3—FFHY—-IL—-4
—RIVRVEAFILORE

2—{[(4—-vOm—-6, 7-YebrfO-5H->0/RV% [b]l K
)OU—=2—4)) FY] AFII} —4, 5—-YkerkO-1, 3—FFH
V—I—4 —HIRVEEAFI (140mg) ICCH,C |, (4mL) %0
A, ISICKASTTT, 8=yF7HELs0O [5. 4. 0] —7—-9VF¢
¥ (205mg) ., ZOEMY27O00X%>Y (11 6mg) ZMA. KETF
ICC2BFEIHR L, RISEEWICERET M) D LAKAEREMAHE. K
EBRIFILEMA. MEEREET o, AREEZRMRIEKTESL. &
KRB~ I x2 D LTEZL, BBLEE, BETTAEREERE Lz, BE
MESD)ATIVAZLIOX NI S 74 —THEEL, EELEW (72mg
) =HBEKE LTHEL,

[T#26] 2— {[ (4—%90OBO—-6, 7—YERO-5H-Y/0RVY
[b]l] BEYYY—2—qJ) AF2] AFII} —1, 3—FFHY—-IL—-4
— IR VEEDBLE

EHEFI26 TOTR2ICKELCKLAEICLY, [ (4—v0O-6, 7-Y
ERO-5H->70ORY% [b] EVIV—2—-1)L) F2] BFRgTF
LoRgbyic2— {[ (4—v00—-6, 7—-YbERO-5H-Ys0ORY
5 bl EYVYY—=2—A)) FF2] AFI} =1, 3—FFHV—IL—
4 —HIKRVEBAFILERWT, FERteWeatBle L THk,
[T#27] 2— {[ (4—90B0—-6, 7—YERO-5H-Y/0RVY
[b]l] BEYYY—2—qJ) AF2] AFII} —1, 3—FFHY—-IL—-4

& RE
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—HWIRFHI ROEE

EHEH26 TOIRIICELLAEICLY, [ (4—200-6, 7—-Y
ERO-5H->70ORY% [b] EVIV=—2—1)l) FF2] BFEEOK
byic2— {[ (4—700-6, 7—YeRkO-5H—y20R>% [b
1YYy =—2—4)) #F2] XFI} =1, 3—FFHY—IL—4-—7
WRVE%E, DL—E)YAFIIZTI BBRIEOKRDLYICELE7VEZ
D LRAWT, ERtEMERBEGKE L TEE,

[T#28] 2— { [ (4—40OBO—-6, 7—YERO-5H-Y/0RVY
[b]l] BEYYY—2—qJ) AF2] AFII} —1, 3—FFHY—-IL—-4
—HIVER=Z M) IILDORE

2—{[(4—-vOm—-6, 7-YebrfO-5H->0/RV% [b]l K
)oY —2—4)) #FT] XFIIL} =1, 3—FFHYV—IL—4—-HILAK
FHIR (35mg) ICCH,C 1, (4mL) A, ISHITKATT, b
JIFILFTIY (0. 066mL) ., TFAA (0. 022mL) AMZA.
KATICTIBEER L, RESEAWICK. BRI FILAMA. MBRE
EiTo7, AHMBEEHEMBIRKTHREL, BKREBY /XU ATREL.
BB L% RETTHREEZRELEL, BBHES VAT ILAZ LAY
J574—TREL. ERtkeYw (29mg) 2EEBEHKE LTHEL
[T#29] 2— ({[4— (2—XFLEYIYY—-5—-1)) —6, 7—
JeRO-5H-270RYy [b]l] EUDY=2—4)] FF2} LAFI
) —1,3—FFHY—)L—4—-HILKR= M) IILDEE

RHEGI24 TOIR2ICELCEAERICLY, 4— {[ (4—2O00O0-86,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} RV M) LORLYIL2—- {[ (4—90B—-6, 7—-YERO
—5H—vo0ORYH [b]l EVYY=2—4)L) AF] XFIL} —1,
3—FFHYV—-I—4—-hLKR=M)L%E, [5— (4, 4, 5, 5—F b
SAFI—1, 3, 2=VFFHAROSV—-2—-94)L) EYIV-3—-a)
1 X597 =LOROYIC2=AFIL—5— (4, 4, 5, 5—=FKIAFIL
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-1, 3, 2=vFFHROSV—-2—1q4J) EYVITVHWT, ZRBLE
MaEHEEkRE LTHEE,

[MS (ESI1) m/z 334. 4 (M+H) +]
268 {6—[2— (YT —2—A)LAPFSY) —6,7—-VER
O—5H-20ORVY [b1 EYIV—-A4—-AN] ESTV—2—4)L}
X4 /=) EEEE

2— (B)Yy—2—AXrF¥Y) —4— (4, 4, 5, 5—=F KX
FIL—1, 3, 2=YAFHROZ>—2—-4J)) —6, 7T—YkRKkO-5
H—vsa~Rrv4% [b] EYYY (100mg) ., (6—v0BOESY Y-
2—AN) X% )—)L (49mg) . Pd, (dba) 5 (13mg). S—
Phos (23mg) IC1, 4=YAFH> /K (3/1) (4mL) =M
Z. BEREMERSILEE. ArFEST. 100TCICT2EEHLE
o RIGEEMEZERICEL., K, BBBIFILEMA. MERIEEIToE, B
BEEZ KRBT N) VATREL, RALLE. BETTREEZRELE
RBME Y ATNAZ LA NI ST 4 —BLC VA 7 ILRERT IV
BEI/OAYNIZ 74— (BASHIE (k) LC—-9201) THHEL

{6—[2—(EVYY—-2—a4XIMFY) —6,7—-YERO-5H-
voaRvEH [bl1 BV Y—4—qL] ESVV—2—A)L} X5/ =)
(63mg) 2HBMAE LTREL, YK ELEWEREBIFIIL (5mL) I
BEEL, KATFTTIN HCI /Et,O0&%® (0. 21mL) #mx. O.
SRFEIKA T CTIE#H L, £ U ZRI L., RiEkEa® (53 mg)
EREHERE LTHEL

[MS (ESI1) m/z 335, 3 (M+H) +]

TEDPHME C,eH;sN,0,-HCI+0. TH,0&LT

SHEE (%) C:61. 24 H:5, 19 N:15, 04

FHfE (%) C:61. 24 H:4. 98 N:15, 07

EHEFI269 (66— {(2—[ (5=—)iAO0EEYS =2 —4)) A KF
¥] =6, 7=V RA-BSH=-ARVY [b] EYIV—4 ()}
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ESS>v—2—4)) X5 /=)

[T#1] 4—/s00-2—- [ (5—27/)40EYY Y —=2—-94JL) Ab+F
v] —6, 7=YERO-5H-ys0RV% [b] EYYYDHEE
EHEHI4 4DTR2ICELEAEICEY,. (3, 5—Y7)40F)TY
—2—4J)) XF/—=ILDORDLYIC (5—T)74AEYI Y —=2—1)L) X
5/ —IERWT, ERbameatmEis L THEx,

[T#E2] 2— [ (6—2NAOEYYY—2—1)) X EFY] -6, 7
—JeERO-5H-270RV% [b] EYVI V-4 —F—)LORE
EHEH4 4DTRIICELEAEICEY., 4—v0o0—2—-[ (3, 5—
vonAnE)Irv—2—4)) AhFY] -6, 7T-YERO-5H-Y
saORVEy [b]l EYYyvoRbYic4—sOO0—-2—- [ (5—27.040FE
)ov—2—4)) AbFY] —6, 7T—kRkO-5H-Y70RV% [
bl EVIVERWT, ERLEMERBEMKRE LTHE,

[TF#E3] MY 7LAOXe Y 2NKVEE2— [ (5—7/40E) DY —
2—4)) AhFY] -6, 7T-YERO-5H-270RV% [b] EY
-4 -1 DORE

EHEfl4 4 DTRAICELEARICEY, 2—- [ (3, 5-Y7iF0OK
)ov—2—4)) AbFY] —6, 7T—kRkO-5H-Y70RV% [
bl] EVYY—4—-—F—)ORbYIL2—- [ (5—7)40EYIY—2—
A1) X RhFP] —6, 7—2EERO-5H-70RV% [b]l EYDY
—4 —F—ILEAVT, ERttawaE,.

[T#24] 2— [ (5—71W4A0EY)DY—2—1)L) AMFT] —4— (
4, 4, 5, 5—F K SAFIL—1, 3, 2=-SF4FHROSVY—2—AJ
) —6, 7—YkebRO-5H->70RY% [b] YT VDE
EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy—2—AIXKFY) —6, 7T-YRO-5H-Y/ORY
4 [b]l] EVSY—4—ANLDORDYICKN) Z0A0OXS 2V RIVRVEE2 —
[ (5—=Ti740EYY Y —=2—-q4)L) AFL] -6, 7T—ERO-5
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H—>sORv% [b]l EYSY—4—A)LERAVT, ERLEWESBT,
[T#5] (6— {2—= [ (5—7.a40EYY Y —=2—1)L) X MF]
-6, 7-YbRO-5H-vORYY [b] BUYTYv—4—qL} ES
Iv=2—=4)) A8 —IDOBE
2— [ (5=7740EYIY—2—-a)L) AbF2] —4— (4, 4, 5
, 5=F b IXFI-1, 3, 2=-IFxFHROZV—-2—-1J) —6, 7
—JbeRO-5H->70RY% [b] EYYY (37mg) . (6—70O
AESYY—2—AJ) x5 /—J)L (16mg) ., Pd (dppf) Cl,-
CH,Cl, (8mg) . kBEHYDL (42mg) IC1, 4=VFFHY/
K(3/71) (I1mL) A, BKEEMWERT LE. A r FESIT.
BOTCICTIRMEIER Lz, RINESWMZERICEL., K EFEERITFILZM
Z. MEBREEZIT o, BREEZBEKHRET N) JATREL, KALLE
BETTABREZRELE, BBWME VATV AZLVOR NI ST 14—
THHEL, BRaY (22mg) #HBEIKE L TEL,
[MS (ES1) m/z 353. 1 (M+H) +]
EMFEI270 3—[ ({4—-[6— (EFOFIAFI) STV -2 —
AN] =6, 7=V RAO—BH—-/ORVEY [b] ENVI>V—2—4)l]
X} AFI) RV Y)
[T#&1] [6— (2—%O00-6, 7-YkbRO-5H-Ys0RVH [
bl EUIY—4—q)L) ESTYV—2—A)L] x5 —=ILDOEE
RHEGHODITRSICKELLAERICLY S —TOEEY VY —2—-HILKR=
M)ILDORDLYIC (6—208EZYY—2—A)L) X5/ —ILERAWVT,
=RbaMEaBEEFE L THEL,
[T82] 4—[6— ({[tert—=TFI (AFL) VL] AF>
} XFL) ESVY-2—-4a)] —2—-490O0-6,7-YRO-5H->
sORvE [b]l EVIVDEIE
EREHI161TDOIRTICKELLFERICLY, (6—-7OFEEYYY—2—
1) A5/ —ILORHLYIC [6— (2—/0O0—-6, 7—YkRO—-5H
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[0052]

—2o0RV4 [b] EVYY—4—q)L) ESTYV—2—A)L] X5/ —
WERWTERLEMEREHKRE LTEE,

[TE3] 3— [ ({4—-[6— ({[tert—TFIL (XFI) 2
W] FF2) XFIW) ESVV—-2—q4)V] —6, 7T—2kRFO-5H-Y
JaRVE [b]l EYTY=2—q)} ZFY) XFN]I RVVZRNJILD
5

4—[6— ({[tert—=TFIL (AFI) ZVI] FFI} XFI
) ESYry—2—qJ)] —2-9/00-6,7-YeRO-5H-Yv0ORY
% [bl EYYY (30mg) . 3— (EROFIAFI) Ry ZMYL
(16mg)., t—Bu—X—Phos (7mg)., Pd, (dba) ; (4
mg). NaO—t—Bu (15mg) IC1, 4—YAFHY (1mL) %
MA. HBEREEWEMILEE. ArFESKT. 100CICT 20EE®RL
o RIGREWEZ)ATNVAZLIONYNI S 714 —TREAEL. ERLE
# (16mg) Z\|EHMRYE LTHEL,

[T#24] 3— [ ({4—[6— (EROFIAFI) ESTVV-2—-1)
1] —-6,7-YeRO-5H-y20RV% [bl EYVYY=-2—-q4)L] #*F
U} XFII) RV ZMNYLOEE

3—[({4—-[6— ({[tert—FFI (FAFIL) YYL] £**
U} AFL) ESTVY—-2—-4A)] -6, T—-YEeERA-5H-YORY
5 bl EYVYY—2—AL} ZFY) AFII XYY ZM)J)L (15mg
) #THF (0. 5mL) (CAfEL. 1. OM TBAF /THF (0. O
5mL) ZMA., ERICTIHERR L, RINEEWZS)ATILAT AL
sO~YMNIS74—THREL, Eiibat (10mg) 2HEBEHKE LTE
7=

[MS (ESI) m/z 359. 3 (M+H) +]
EEFI27 1 4— (VYT —3—A4)) —2— (EYVSv—2—4)L

AbEY) =6, 7T=YERO-BH=-7ORVS [b]I EYVIY

EHASOIR2ICHELAEICLY, 5—JOFEYSYy—-3—7F—I
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ORHLYICMNY 77045 ANEKEVEBE) DY -3 1)L (B2,
Tetrahedron, 2009, vol. 65, p. 8969—-898
0%25R) zAWT, EiRlbEMzaeMmKRE LTEL,

[MS (ESI1) m/z 305. 3 (M+H) +]

EEFI272 2— [ (3—=04QEYIY—2—4)L) AbFS] —4
— (BT —=3—q)) =6, 7=V RAO-5H=v0ORV% [b
gy

[T#1] 2— [ (3—7.4A0EY Y —2—1)L) AMFT] —4— (
4, 4, 5, 5—F K SAFIL—1, 3, 2=-SF4FHROSVY—2—AJ

) —6, 7—YkebRO-5H->70RY% [b] YT VDE
EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy—2—AIXKFY) —6, 7T-YRO-5H-Y/ORY
4 [bl] EVYY—4—-—q)LDRDYIC4—rO00—-2—- [ (3—7)L740O
BYYY—2—a4)) ArhFY] —6, 7-YRO-5H->s0ORVSH
[b] KYTvhi, Pd (dppf) Cl,-CH,C Il ,0ffbYICPdC I
» (PCy3) »,ZRWT, FRlbeekatmikme L TExL,

[T#2] 2— [ (3—=70740EYIY—=2—1)L) A bFT] —4— (
Y4 —-3—-4J)) —6, 7—YeRO-5H->0/RV% [b] E

)oY pEE

EREGHI2 7T 1ICKELEAEICEY, 2— (BYTY—2—A)LXA KFY)
—4— (4, 4, 5, 5=FFSAFIL—1, 3, 2=UAFHROSV—
2—4J) —6, 7—YkRO-5H-Y70ORV% [b] EUSVORD
YIZ2—= [ (3=7048EYIYY—=2—q)L) A r*>¥] —4— (4, 4
, 5, B=F K SXFJI—1, 3, 2—-UFFHROSv—2—9JL) —6
, 7T—=YkRO-5H-Y/0Rv% [b] EYTVERAWT, ERLEY
EHBMERE LTEL,

[MS (ESI) m/z 323. 3 (M+H) +]

EfEF273 44— ({[4—- (BYFIV—3—4q)) =6, 7T—-IER
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O—56H-20ORVY [b]1 EYIY—2—A)] AF} XFI) RV
i DY

[T#£1] 2—/s00—-4— (EY¥F2r-3—-4J)L) —6, 7—Yk RO
—5H—-2/0ORV% [b] EYVIVORIE
EREGAIODIRBICELLAEICLIY, 5—TJOEEYIY—2—-HILK
ZhDILDRHLYIC (M) TLAOASI VAR VBEY S -3 -1
(BxiE. Tetrahedron, 2009, vol. 65, p. 896
9—-8980%8KR) #. 1, 4—-IFFH2 /K (3/71) OKHLYICT
HF /7K (3.1) BLWT, ERtbtewzatBEke LTHk,

[T#2] 4— ({[4— (BU¥YY-3—-q)L) —6, 7T-YEkrO-
SEH—220RY% [b]l EVYY—2—4)L] FT} XFI) Ry
NI DELE

EREMI26 1ICELEAEICEY, 2—s00-4— (2—AF)LEY X
Jv—=5—-4J)) —6, T-YeRA-5H-YaORY% [b] EYIV
ORHLYIC2—-s00—-4—- (E)F2r—-3—-a4J)L) —6, 7T—Yk RO
—5H—->/70ORV% [b]l] EYVZVAE, Pd, (dba) ;ORHYICP
(dba) ;- CHC I ;ZBWT, ERtE&MEatkie L THL,
[MS (ESI1) m/z 329. 6 (M+H) +]
EFI274 6= ({[4— (1 =AXAFIN=—1TH-ESYV—IL—-5—-4)
) =6, 7=k RO-5H=3s0RVHY [b]1 EYIV—2—-q)L] &
FI} AFN) BV =3 —HIRZbY)
EHEFI250DTR2ICKELCLFERICELY, 3—7)40-5— (4, 4
, 5, B=F K SXFI—-1, 3, 2=UFFHHROSV—-2—-1J) EY
SVDRHLYICT —AFIN—5— (4, 4, 5, 5—=FKrSAFIL—1, 3
, 2=IFFHROZV-2—-a4)I) —TH-EZYV—ILERVT, &t
amezaeEmiRe L TEx,

[MS (ESI1) m/z 332. 3 (M+H) +]

EfEBI275 6— ({[4—- (KVFI>V—3—4)) =6, 7T—-YER
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O—5H—->2aRY4 [b] EBYTIV—2—-A)l] A%} XFI) EY
=3 —HNKR=_BFYI

EHEFI2 7 3OTR2ICELCKLFEICLY, 4— (EROFVAFIL) R
YYVZM)ILDORDLYICE— (EROFIAFIV) EYI V=3 —-RIKR=
MJILERWT, EEtEMEzAEMmERE LTHE,

[MS (ES 1) m/z 330. 3 (M+H) +]

EHH276 6—[ ({4—- [6— (EFOFIXFII) YTV -3 =
4] —5,6,7,8=—FTbokebOXx/Y>—2—A)} FF) XFI]

Y V=3 —HNR=BRYI

[T#1]16—- {[(4—»0O0B-5, 6, 7, 8—FrSkkOox/Jv
—2—4J) FFT] AFN} EVI V=3 -HIR=ZNYIORE
EREH250DITRIICKELEAEICLY, 4—408-6,7-YE RO
—5H—-vo0ORVH [b]l EYYY—-2—-F—)LOKRbYIC4—r0O0—
5, 6, 7, 8-FhZERAF/IVVY-2-F—)LZAVT, RLLED
ERBEKRE LTHEL,

[T#22] 6— [ ( {4— [6— (EROFIAFI) EYIY-3 -1
1—-5,6,7,8=Fr 3ROF/Vr—2—-q} FF2) XFIL] EVY
TV —=3—-HRILRZN)IILDOELE

EHEFI24 TOIR2ICELEAEICEY., 4— {[ (4—vDOD0-6,
7—-YeRO-5H-Y70RVHY [b] EYTY=—2—A)) F] X
FIL} RV M)ILoRbYIC6— {[ (4—-OBO—-5, 6, 7, 8—
ThIeEROF/ U —2—-4)V) FFT] XFI} EYD V=3 -HILKR
Z MY ERWT, ERLEMERBERE LTHEE,

[MS (ESI) m/z 373. 5 (M+H) +]

EREHI277 2—[ (3, 6=o70A0EYTV—2—q)L) A F>
l]—4— (KYIYY—-5—-4)l) =5, 6, 7, 8=—FhSkrOx/Y

A

EHEFI 15 0ICELAEICKY, 6— (EFAOFTAFIL) EYD V-
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S—ANKR=ZKMIVILOKRDLYIC (3. 5—-I704d0EY)DY—-2—-1))

X5 )= =BWT, BRILEMERFEBMARE L THEE,

[MS (ESI) m/z 355. 4 (M+H) +]

EfEfI278 4— ({[4— (KYSYY—5—4J) =5, 6, 7, 8

—ThobebROF /Uy —2—AN] X2} XAFI) XV =h )L
2—-s0o0—-4—- (EYxYv-5—-4J)) -5, 6, 7, 8—Fh3k
ROox/1Y> (560mg) . 4— (EROFIAFI) RV ZKRYJ (5

4mg)., Pdy, (dba) 3 (19mg) ., t—Bu—X—Phos (21

mg). NaO—t—Bu (39mg) ICMNLIY (2mL) #MA. %X
BREMZRILAEE. ArFESKT. 100CICTIHEEBERLE, RIGE
EYMEERICEL. BFBITFILAMARBIRL 2%, BBL. BETTHES.
BRELE. BBMAS U ATV AZLZOXNIZ 74 —BLTC U171
PRTINVEEIONNIZ 74— (BADHIE (%)) LC—9201)
THEHEL., EREEE" (16mg) 27 —LBHKRE L THEL
[MS (ESI) m/z 343. 3 (M+H) +]
Emple79 3— ({[4—- (FPYIY>—-5—4)) =5, 6, 7, 8
—TFhobebOFXF /YUY —2—AN] XD} XFI) XV
EREFI2 7 8ICKELEAEICLY., 4— (ERAFUAFI) RV h
DILDORHYIC3 — (EROFIAFIL) RV MY IILERAWT, FEEL
EMERBRERE LTHEE,
[MS (ESI) m/z 343. 3 (M+H) +]
EREH280 2—[ (4—NFOAORVIIIN) FF>] —4—- (BEYIY
v—5—4J)L) =5, 6, 7, 8—FhSkkrkOoFx/ Y
EREFI2 7 8ICKELEAEICLY., 4— (ERAFUAFI) RV h
JILDORHBYIC (4—70F07T2)) A9 —=ILERWT, ERRLEY
0 —LBEFE LTHEE,
[MS (ESI) m/z 336. 3 (M+H) +]
[0053] EMEMFI281 2— [ (3—2NAORVYII) FFT] —4— (EYIY
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v—5—4J)) =5, 6, 7, 8=FhSkROx/J>

EREFI2 7 8ICKELEAEICLY., 4— (ERAFUAFI) RV h
JILDORHYIC (3=70F07TZ)L) A8 —ILERWT, ERLEY
ZHBEKE LTEL,

[MS (ESI1) m/z 336. 3 (M+H) +]
EEfFlo82 4— ({[4—- (KYISYY—-65—-4J) =5, 6, 7, 8
—FThoSEROF/ V=2 —A)] AR} XFI) BYSIV—2—-H)
il %

[T#1]14—- {[ (4—»0OB-5, 6, 7, 8—FrSkkOox/Jv
—2—4)) FFL] AFL} EVIV-2-HIR=ZKNYIORE
EHEH2 7 6DITRIICELEFEICLY, 6— (FOEXAFIL) EYY
V=3—=ALRZFYLORDLYICA— (FOEXFIL) EYIV—2—-H
IWR=Z MY ERWT, EREMEREEBENKRE L THk,

[T#22] 4— ({[4—- (KYXYY—-5—-1)V) =5, 6, 7, 8—F
foeERAF/UY=—2—AN] FF2} AFI) EYTV—-2—-HIKR=
NI DELE

EEfl2 5 8ICELLAEICLY, 4— {[ (4—/00—-6, 7-Yk
FO—-5H—-70ORY% [b]l EYTY—-2—A)L) FFI] XFII} N
vZhyLoRbyicda—- {[ (4—»DOOo-5, 6, 7, 8—F 5k
FOFx/ )r—=2—4)V) ZF2] XFI} BV =2—-HILKR=ZKJIL
ERAWT, ERbemeEamRe L TEL

[MS (ES 1) m/z 344, 4 (M+H) +]

EMEF283 55— {(2—-[ (6—2)a40EYT>V—2—-qJL) XbF
l1—-5,6, 7, 8=—FbtzkbrOx/Jv—4—q)} EYITV—2—

TV g

[TFE1] 2—- [ (6—7)AOEY Y —2—4)L) XbFP] —4- [
(4—APFIRVUN) £FV] =5, 6, 7, 8—F bk rkOx/Y)
> DEE
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EREGI2 7 BICELKEAFEICLY, 2—/00—-4— (EY3IYv—-5—
1)) =5, 6, 7, 8—FhZkbkOx/YvoRbYiIc2—-s00—-4
— [ (A=A bPFIRVINL) %] -5, 6, 7, 8—FrhZkrO*
JV vk, A— (EROFIAFI) RV ZRMJILDORDYIC (6—T L
FAEY IV —=2—4)L) A5/ —ILEBWT, EZtEmEREEKE L
TE
[T#E2] 2— [ (6—2A40OEYYY—2—aJ)L) Xh*2] -5, 6
, 7, 8=FhZEROF /Y —4—F—)LOBE

EReFI1 9O TDIRIICELERERICLY, 2— [ (3—7)A40EYY
v=2—=—AN) AbFV] —4-[ (4—APFIRVIL) £F2] -5
, 6, 7, 8=FhZekrkOx/)roRbYiZ2—- [ (6—7)40KEY
DU—2—A)) AbFV] —4—- [ (A—APFIRVIN) FFP] —
5, 6, 7, 8—FbhZEROF/YVERWT, ERLEMEABHERE
L TF7
[TFE3] MY ZLAOX Y 2NKVEE2—- [ (6—7)40E) DY —
2—AJ) XhF*Y] -5, 6, 7, 8—=FrSkROF/Yv—4—4a)
DY

EHEGI1 9 1OITRAICKELCKLFEICLY, 2— [ (3=7.A40EYY
v—2—4J)) X FY] -5, 6, 7, 8—F Sk kRkOx/Yrv—4—
F—ILDORHYIC2—- [ (6—7074d0EYYY—2—a)L) A RFI] —
5, 6, 7, 8-FhZERAF/IVV—-4-F—ILZAVT, RLLED
EEARRTE L TR,

[T#84] 56— {2—= [ (6—7040BYYY—2—a)) A RFT] —
5,6, 7, 8—FhJebAF/)r—-4—-AJ} EVIVY-2-713
v IRRRIREOELE

EREHT1 9 1TDIRSICKELALFERICLY., MU TILAOXY Y RIEY
B2—- [ (3—7.4aEBYYY—-2—aJ)) X+*xv] -5, 6, 7, 8
—FhSEROF/VY—4—ALDRDYICNY ZILAOXE Y ZIKY
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22— [ (6—2)l4OBYYY—-2—aJ)) X *xv] -5, 6, 7, 8
—FhZErFOF/ V-4 —ANLERAVWT, EERLENZEEMRELT
B,

[MS (ESI1) m/z 352, 3 (M+H) +]

LROHE Ci9H gFN;0O-HCI+H,0&LT

StEfE (%) C:56. 23 H:5. 22 N:17. 23

=RE (%) C:55. 90 H:4, 76 N:17. 11
Ehef284 3— ({[4—- (2 XFNEIVITV—-5—q)l) =5,
6, 7, 8—FbSERAF/IYV—2—A)] FFI} XF)) Ry
NUpI%

2—/00-4— (2—XFLEY)IYY—-5—-1)) —5, 6, 7, 8
—FhZEROF/YY (50mg) . 3— (EROFIAFI) RyY=
NJJ (51mg)., Pd, (dba) ; (18mg) ., t—Bu—X—Ph

os (20mg). NaO—t—Bu (37mg) ICh)LTY (2mL) %
MA., HZEEMERILEE. ArFEKT. 100 CICTIRKEBEHRHL
7o BETTRIGEGYOBEARE LR BREBWMES VATV AS LY
OvYNIST74—THREL, EEILEY (57mg) 2HBHRYE LTE
7=
[MS (ESI) m/z 357. 3 (M+H) +]

EEFI285 4— ({[4— (2—XFIEKYISIV—5—4J)l) —5,
6, 7, 8—FbSERAF/IYV—2—A)] FFI} XF)) Ry
NPI%

EHEFI2 8 4ICHLARICEY., 3— (EROFIAFIL) RyYZ b
DILDORHYICA— (EROFIAFIL) RV MY IILERWT, FiEEL
e EREaEKE L TEL,

[MS (ESI) m/z 357. 3 (M+H) +]

EfEFI286 2— [ (2—AXAFNEYIV—4—q)L) XbFP] —4—

(2—AFNEYZIIV-5-—-4)) =5, 6, 7, 8—Fh5EROXx/
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>

EREH2 84ICHELLFERICLY., 3— (EROFTAFIL) RV K
JILDRDHOYIC (2=AFILEYIY—4—A)L) 25/ —ILERWVT, &
RbamEEREHRYE L THE,

[MS (ESI1) m/z 347. 6 (M+H) +]
EHH287 4— ({[4— (2—XFIEYZIIV—-5—4)) =5,
6, 7, 8—FbSERAF/YV—2—Aq)] AF} XF)) EYTY
—2—AILKR=BRYJL

EHeFI282DTR2ICELEREICLY, EYIZYY-5—-—1q)KROY
BORHLYIC2—XFI—5— (4, 4, 5, 5—=F b SAFIL—1, 3,
2—IFFHROSV-2—9)) BEYITUVERWT, BERLEMERSE
R E LTHx.

[MS (ESI) m/z 358. 4 (M+H) +]

EEFEI288 6—[ ({4—-[6— (EFOFIAFI) ST -2 —
AJ)] —5,6,7,8—FTbobbfOXx/Y>—2—A)} FF) XFI)]

EYYY—3—HIR=bYJ

[T#1]16— ({[4— (4, 4, 5, 5—FrSAFI—1, 3, 2—
JAxHROSv—-2—-q4J)) -5, 6, 7, 8—FhSbkOx/Yv—
2—AN] X} XAFI) EYVDY =3 —HILR=Z M) IILOHEE
EREGIS DTRTICELLARICLY., M)A 0XF Y ZRILKVEE2
— (BYYy=—2—AAKFY) —6, 7-YERO-5H-Y/ORY
4 [b]l EYVYY—4—a)LDROYIC6— {[ (4—HOO—-5, 6, 7
, 8=FhSErROF/YVY—2—q)) FFL] AFL} BYI V-3 —
AIR=ZRMYJI%E, Pd (dppf) Cl,-CH,C I ,0fRbHYICPIC |
, (PCys) ,ZAWT., ERbLEMERT,

[T#22] 6— [ ({4—[6— (EROFIAFI) ESTVV-2—-9)
1—-5,6,7,8=—Fh3ROF/Vr—2—-A)} FF) XFIL] EVY
TV —=3—-HRILRZN)IILDOELE
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EHeFHI26 ODTERSICELEREICLY., 2— [ (5—7)A40EYY
V—2—qJ)) ANFY] —4— (4, 4, 5, 5—FKSAFIL—1, 3
, 2=IxFHYROSV—-2—-4q4J) —6, 7T-YkRO-5H->/70OR
v [bl EVYVORDLYICE6— ({[4— (4, 4, 5, 5—FT KX
FIL—-1, 3, 2=-YFA*H¥RO>>v—-2—-4J)) —5, 6, 7, 8—FF
SeROF/)r—2—-A)] FF2} XFII) EYD =3 -hIKR=Zk
JIL%E, Pd (dppf) Cl,-CH,C Il 0 bYICPd (dtbpf)
Cl BWT., ERttemeatmRe L THEL
[MS (ESI) m/z 374. 4 (M+H) +]

EMEFI289 4— (BYVFIV—3—A)) —2— (EYIv—2—-4)L
Abh*>) =5, 6, 7, 8—FhZkROx/Y>

EHEFI1 0 8DITR2ICKELLFEICLY, 3—7JOE—2—-7/)LA0O—
BE—XAFIENDYORDLYICNY ZILAOXS VAWK VEBE) Y —
33— BAIE Tetrahedron, 2009, vol. 65, p

8969—-8980%&8MR) A, 1, 4—-IUAFxH>Y /K (3/1) OR
HDYILTHF K (1./1) AWT, ERLamsE&E&hRkme L THL,
[MS (ES1) m/z 319. 3 (M+H) *]

[0054] XERBI1 mG | uR 5 DTAIKILAETES

ErmG Il URSEGFEF VYA Z—XNLRY—FREMEE (CHO-K
1) ICEBALERERRMAEZTMEICHA W, BiEEM (1 0%IEELF B
S (CCB, Cat. No. 171012).,. 2mM glutamax (

GIBCO, Cat. No. 35050) EBEMEM—a (s i gm a#tt,
D8042)) ICHl@EZBEEL., 1T7T)BY 100, O00@EERBLD
CEREBBEAREDIC VIS L — MIBELE, BE1 BRICERKEE 1
MOALY I LBEEERF luo—4 AM (RA{CIE2HEMR. F312
) RUOBRKKEEO. 0145%MPluronic F—127 (Sigm
att, P—2443) 28THEHK (0 / AFEHBHEAR (HBS SEER
) (20mM HEPES, 2. 5mM Probenecide (MyHt
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[0055]

® 165—15472), TOXHBSS (Gibco, 14065-0
56) #10EFHKMLEED, pH7. 4) ) ICEHRLI7CTI1RHES Y
FIAR—L3VFTBIETFluo—4 AMEHA~ER LA,

RWT, HBSSRBRERT2E%%E L. BIEHIAUUBREREZMA L, 2
ODBICEREA V) —=V A5 AL (FLIPR TETRA, Mol e
cular Devicestt) ORICEL, MIEROC a2HREFEEDOE
ez RE L7,

T, BAN—RTA VZAELEE. HRYE., BEED6 —AFIL—
2— (7zzZ)LTFZI) EYYY (T, TMPEP] &V, ) (B
RE1TOuM) | XIFEFKEMALLS, 20BRNUEET>/, TDHE
L=TWsIVEE (REEETOuM) ZRMLAAS, 1 2ERNAE
mEREL &,

L—JILIIVBICLYERBINDHNEEEZ100%, MPEPHFHRET
TL=JLIIVBICLIYERBINIHNABELZO%E L. &BEDHRE
MEETTL-JILIIVRICLYERBINIHAEENSE hmG I uR
5ICF Y 2B EEMZHMML. IC50EZOVRAT Y IRLYKHEL
7= (SASYRATL) , TOMREREKR1~K2IIRT,
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200

WO 2014/034898

[£&1]

IC50(nM)

t b mGluR5 @
EERBEREER

3 7.

20.

153
13.

161
7 0.

123

148

26
26
36
3 6
1.

2 4.

1

170
9 3.
56.
24.

144
3 6.

4 3
230

9 3
3 6.

346

125
131

4 7.

2 5.

102

5 2.

36.

304
2 8.
10.
4 1.

3 4.

23

24

kR E
(1)

165
167
168

169

173
176
182

183

1.856

186
187
191

194
195
196
197

198
199
200
201

202

2014

205
206

207
208

214
223

224
225
226

227

231

232
233

234
2.37

238
240

1C50(nM)
15.

'k mGluR5 @
SZEKBEEER
4 1.

152
16.
4 0.

7 5.

4 2
5 6.
2 3.

5 1.

51.

8 1.

6 8.

98.

133
206
72.
58.
24,
45,

9 9.

95
3 8.

19.

74
176
19.

2 2
19.

6 3
439
4 4.

316
280

333
253

152
359
27.

%%%E

8 6
89

9 2
9 4
95
96

13

16

(SEJE 41)

G

101

110 2

104
1107
1

115

1

120

122

112.3

12 4

1125

126
1138
143

144

145
146

147
1148

149
150
151

152

153

115 4
15 7
15 8

116 0
1161

116 4

E N mGluR5 O
SREBEER
1C50(nM)

144

26

12.

147

105

39

36
6 0.
7 3.

104

31

15
5 8
71

79
45

122
7 8
30

166
207

72
95

176
1.

1

20
3438
495

5 5.

5 9.

297
108
9 2

94
16.

153
16.

12

1

1738

wBYE
(FEHEH1)

18
23
24
25

26
28
32

34
35
36
37

3 8
39
4 0

41

4 4

46

48

49

50
53

54
55

56

58
6 3

6 4
6 6

6 8
69
7 3
8 2
8 3
8 4
8 5

[0056]
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[%2]
s | Ch OGRS D | e | E P mGluRs O
1050(nM) 1C50(nM)
245 39 266 71
246 42 26 7 55
247 52 269 6 7
248 95 270 186
249 53 271 92. 0
250 10. 6 272 117
25 1 94. 3 273 5
25 2 13. 5 274 6 1
253 8 0 275 82. 0
256 62. 8 276 28. 0
25 7 63. 5 278 3 7
25 8 10. 1 2709 108
259 27. 3 280 g2
260 79 281 9 4
26 1 6 4 2 8 2 66
26 2 8 2 28 6 95
26 3 111 287 146
2 6 4 126 28 8 119
265 46. 8 |

[0057] EBRGIT ICEEDEBY . AEBLLEMXITETOERLFBEINDIEE,
ELmG | uRSMBEEFEMETRT,
[0058] EAERGI2 HI v VEEF YD REETENCN T HEH
4 —6BMDOHEMES | ¢ : ICRY VR (HAIZZRI LY —HKARHH)
AL, YO RICEAIIHRYE (1mg ' kgXiEF3mg 'k g)
EEIRAES L. TOERICT %IEE5%HRILY) V20wl a2 T XAHE
RORBRHEICE TS Lz, ZD%. YO RZRPHMIBERRAT—YVICAN,
6 P DEFEREETE (GERRICNT 2D, WAHITE) FEOAET (7))
ZRIEL. REOERBEEETEREOTSEEZER L,
WERME DEEBEERAOBREIL. EARSHOERBEDETHREAOEIES
A, WRYEKRSHEORBEETEREOFEEEBE LD (A-B)
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/SAX1 00 TEHEINZEERETHRBEOMEER (%) THELE, £
DIERERIICTT,
[0059] [3R3]

) E -, #z 1 v ! b3
@iﬁﬁ I~ %ﬁ%@T%ﬁﬁ@ﬂﬂ+
2 1% 47. 0 *!
3 1% 25. 1 *1
9 5 % 39. 1 *!I
12 1% 66. 8§ *!
15 5% 64. 0 *!
2 3 5% 47. 9 *1
26 1% 71. 9 *!
8 2 1% 59. 8 *2
90 5% 54. 3 *!
163 5% 37. 2 *2
164 1% 42. 2 *1
165 1% 52. 3 *!
173 5% 65. 4 *!
187 5% 59. 4 *!
198 1% 24, 7 *!
214 5% 55. 3 *1!
216 5 % 41, 2 *1
226 1% . 26. 8§ *!
227 1% 25. 6 *!
231 5% 66. 1 *!
233 1% 59. 5 *!
238 5% 7T7. 9 *1
246 5% 292. 8 *!
257 5% 51. 1 *?
26 0 5% 4.2. 9 *1
26 8 5% 53. 9 *!
272 5% 40. 5 *!
277 5% 60. 9 *!
283 5% 38. 8 *!

* 1 . HBEYWEORGEN 1 meg kg
* 2 WRWEOKRSGEN3Imeg kg

[0060] EHE&BIS IO RRTI7IR (CP) FHRSMUEMK YD X DEEEET

CP (300mg./kg) 24 —5BDHMES l c: ICRYD2X (H
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AIZTILY—HASHR) ICEEREZS (20mL kg) $§32&IC&
YERKINDERMAICH D NBRR RIS T 2 HBRENOIEREZRETL
7=e A"EEIE,. European Journal of Pharmac
ology 676 (2012) 75H—-8O0EICEEHDAEICELT
727
CP#&E5IRMRBICHRME (1mg kgXiE3mg "k g) Z#HIKKN
5L, BERMS 1 50BEOERICLIBRERCETARBRE 21T, BIR
ICEBEETIH, 4IREORERETH (BOEE, 29<EY, B5IET
Y, BERBEITED) ZUTOEETEZNRZTN I O&AMaE LTRI7{bL T,

-BORE (FEE: 0&, BABLDEAIEHBEICAS : BR BLIKHL
%5: 108, )

- 3FCFEY (FHE:0R, BaOF<ED: 5M, FEAEDERD T
FoTW3: 1084, )

- B3IETY (EF: 0= B5IETY : 10, )

- HEERBEITE) (EF : OR. HERIFICRZEDLES : 1 04, )

T, ETFZ2B4E L. EHRABEOIRDTEIOON = EmAETEI & LT
UTORETI ORiEmRE LTRAATL,

- IR EBEOIKDHITE) (OE~3E: O&., 4E~10[E: 5&. 1 1@
E:108, )

5L, EFFHEBLEL. BRLEAOHREE (BERE) 2ho > bL.
BERENREDIEE S LT,

BREHOERBEREGCTEHRI7 (B M%7 :&ARK50R) R,
TRIEEA~DBEROE BERE) OFHELE KD,

WERME D C PEFKNEREICN Y 2EEIFRADOMREIL., BERSHOER
FEETEBAI7OFEEEEZ A, RBRDERSEOERBERETEX I 7D
EEBELERD (A—B) /AX 100 TCEEINZEBEEETHRAIT
DINEIZE (%) THMEL 7=,

Fro. WERYMEDC PEFMERICK S 2 58 RINGIEFR DR T EAE 52
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DEREIFDFEGEZ C. HBRNERSEHOHKOKDTEZED & Lk
@D (C—=D) /CX1O00THEINZHREKDIMNEIZE (%) THML
o TORRERAIITRT,

[0061] [5R4]

HBRYME | ERBEETHAI7ONE % | HRE%K O NH %
(S B1) (%)

9

b

~~
~—

* 1

* *
N =t

* 2

* 2

* 2

* * *
[\&] [av3 [\+)

* 2

SRR
S| UT|W ||

*
—_

)

* 2

* 2

* 2

* 2

* * * * *
oo [\ no Do Do

* 2

* 1

T %| *
|

* 1

® 2

* 2

* 2 -

* 2

* 2.

N (WD W|W( U N [fwNo | fw W |wlor|w
O[NNI WIN[F NN [WE—=]~J]| O

* * * * * *
no no N [ael o) [\e]

* 2

DO DD [ DD | DN DD b=t | bt | b | bt | bt | bt ] et | |t

ENEES IS PR T I ol Kol Kool Ko o] Ko o« J IENT NG IELNG VAN

oo |ool—|~|w(to|w]|co|~]|w

B leoleo ol i [ro o eo|ro| o | e lon ol el o | o

o= |o|lo|IMd|No|w|u|v|Nbhl—lo|lolw

oW oo |o|ojw|Nco| | olR|od| ol
‘ X

b |hj—lwiolo|oNN|o|o=|~u|cjw|w|w|w|®

* 2 * 2

)
N

T HBRYEORSEN 1Imeg kg
BB OREEN3Imeg kg

* *
o =

[0062] Z45H4)1
feE (RERSE)
K 18E80mg th

EHef) 1 OARFEBRIEEY 5. Omg
N EODOYEMD 46, 6mg
HEmtIlo—2X 24, Omg
XFILEIO—XR 4, Omg

ATT7) VBT IR A 0. 4mg
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CDEEDREREBEDHKICE YITEHERF LRREE T 5,

EX ORI AT

[0063] AHBALAMRIETZTOEELHFAINDIEIE. mG | uRBEEEEZT
TEAD, BIC, FE (B SME BEE. KEMRRE. WRES
Mk, EERR. BUEERR. 7074 7. REMBRIBICK SERE.
SEMMEREIC L 2%E. THMREBXISEERICE T SEE. XIEHER
) o FOERE. FEHERERERSE L I THREES, BREERE (GER
D) . —BMTHREBENGME (TLESR) L/ BEEMERE. XL
PIREHRERERDFHFIXILAEERE LTERATH S,
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[E5KIR1]

EEROEH
RO—ER [1] TRINZEYVVBEUREZTOEELHAIN
BiR

[{E1]
R1
R4 | X
R;za R3b ” O/\Rz
[1]

[K. RUE, 7z AV [d] [1, 31 oFFV YL,
XiEAT7AT7Y)—L%ERL, RUFEEZATOTY —ILE, BEDK
RRFTHEL, RUKRDZ 7=, ~vY [d] [1, 3] %
FVYIN, ATATY) =G, BRABGERDOMET, (i) /NO

gy, (i) 7P/, (iii) eroxy, (iv) —ZbOoo (
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8—FhZeROF/)U—2—A)L] FTF2} XFI) RV}
)b,

(86) 2—-—[(4—-7irA0RyII) FF2] —4— (E) X
Jv—-5—4J)) =5, 6, 7, 8—F Sk krkox,/ v,
(87) 2—=[(3=7040RVYIIIL) FF2] —4— (EY X
Jv—-5—qJ)L) =5, 6, 7, 8=FrhSkROx/Y v,
(88) 4— ({[4-(EYxYv—-5b—-aJ) —5, 6, 7,
8—TFhZEROF/YV—2—aI] ZF2} AFIN) EYD V-
2—HIKRZ YL,

(89) 55— {2—=[(6=7)La40EBYYVY—2—-AJ) XIF
¥]1—-5,6, 7, 8—FhkzkbrOx/)r—-4—-4a)} EYVIY

v—2-7

1

R
(90) 33— ({[4— (2—AFNWEYZXZYY-5—-AJ) —5
, 6, 7, 8=FhZEROF/VY—2—4)L] FF} XFI)
Ry Z MY,
(91) 4— ({[4— (2—AFWEYZYY-5—-9J) —5
, 6, 7, 8=FhZEROF/VY—2—4)L] FF} XFI)
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(92) 2—[(2=XFLEYIY—4—q)) XbFP] —4
- (2—-XFMEYZXTYY-5—-9J)) =5, 6, 7, 8—FhFk
KOF/ Y

(93) 4— ({[4— (2—AFNWEYZYY-5—-aJ) —5
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YISy —2—=-RILEKR=ZKJI,

(94) 6-—[({4—-[6— (EFOFIXFI) EZDV-2
-] —5,6,7,8=—FbZROF/YV—2—-9)} FF>
) XFNL] EYYY=3—=—hIKR=ZMY

(95) 4— (EY)¥YY—-3—q4)) —2—-(BYYv—-2—4
IWAKRFY) =5, 6, 7, 8—=F Sk rOx/ )Y,
BERIET~TTOWTRMIRICEHOE ) P VFERXIEZDOEER
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ICERE D FBAFIX (S SA A,
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ICHIT2EE. XIMERERBERFEICET2EETHD. FKIR
1 8 [CEEHED FRAFI I A A,

EEN, REMEETHD. FBKIE 1 5 ICREDFIHE UL ARSI
RIEMEES, B O FICHDER. XIEEMHESEICHE D &
BTHD. ERE2 0 ICBHDFRAEIXIE AR

EED, HRESHEETHD. BERIE 5ICEHOFIHFIXITAR
#l,
FRREENEEREDS. EXERE SREDSRSIRE. FEERERENE
HREEICHIEE. XEPAZ 12— ORF—ICHEIEETCHD, B
RIE 2 2 (IZEEH D FBhHI I A EH,

EEN, THERBENIEEERICSITEETCHS, BFKRE 5ICEH
D F BFI X LA EHE,

TERPREE IS ETERR ICH 1T DEED, MEMERERE A IS D B, HE
MERERE R ICHE D BB, XISBRBEREICSIT2EBETHD. BKRIEA
2 4 |[CEEE DT BFI XIS AR,
FERKEI~TTOWThNMTIRICEEOEY) O VFERITZEDEE
LEHFBAINZEEAENNSE LTERT S, E2FEEOFHEIXILA
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FERKEI~TTOWThNMTIRICEEOEY) O VFERITZEDEE
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BRIEE O F B I X 3 BH,

TERREBEIR X (G TERIRERFEE L, $BIRTH D, FBEKRKIFE2 7 ICEHD
FBHFI AL a5EH,

TEREER IS TEREES % X T HREN. BERIEN. HEE
BEBt A, RIEMEREBtA. NITBRBERBETHD. BERE27XIF2
8 ICERE D F B X 13T BH,
FERKEI~TTOWThNMTIRICEEOEY) O VFERITZEDEE
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XIFaEHAl,
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