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LWZLaAXPIS08, JyHRETZILFLOORLSVE, 7VHRLETILE
IWPZILAXRDISUE AFHAFILOOSHUOEDD LT S UIEEPH
Bifonhd, REVEFTRET ZHICIE, EBEIOREEAYUVH
O, FSAYTHUELTHLL ZILHLARTH D,

[0092] F1-, AWER NS VDR EEALI-RICE, RTFERETH-HIC, A
WEBEFNS VORI LICREBEERRT S EMNFELL, ChIZKY, A
BEBErS VORI ERIDOERTHIENTE, ERERINSVDOX4S
DFEDBETEINZ S ENTREE G D, £, BREERISVPX20DL
([CEEBN T HRRT/NA REBHT HHEIC, REEICEI>T, RRT/NAR
DHETRERICLKIEREBRELNS VORIADEELBRTHIENTES,

[0093] REEZWRTHAEELELTIE, HIRIE, ARERINSVOX8%, UVIEE
{bHtiE. BVELBIERIEEMDS i ONXETHN—FTB3HENBEFOND
o RREDEHEDRMICITSLOICIE. ARBEF SO OR2EFELT
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[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

MORERZMAT HSIETHOIREZ, KRICHEIT &4 BIRE, TZRL
ERFEKF, BZEHRT) 75 EM/FELL,

RIC, ARAELTBRRFOFELEEBEICOVNVTHRAT S5, ARLELER
FTFORKRHGBLDELTIEH, LEDKS T, RKEBEEMOLEELUUYLBH S,
K8l iFELEREMEOKBGELE R EAMERTHD, H8ITTTA
[FEMm200(E, ER1&, ERT1EICHBEhE-FE10EE7 ab, #1
DEET7 a LITHBEIN-FERILEVEERT HLARBEN 54 5EEE
2¢, FHEEB2LICEREN-FE20EEB7bé., ZHADLDTH 5.
AEEM200IZHEVTIE,. B10EB7 aRUE20EBB7 b D—AHITE
AR IGFZEHAOEEEAND, BEMBLELTIE, FILS=UL, £ R,
W, PILHUERE. PILH)ITEEBEFOEEL., ThoDFERE, EH
BEREAVDIENTED, EBMAIE. BLRAKEEEZRL-HIT. &
1TDEW7 abF2NBW7 b EOLFBHROENKEL LGS &S ITEIEN
HBIEMFFELL, £, FHERB2HRICEAREEZSTOL-OICERTRER
BEREEIEERMLTHEED, EM1ELTE, DU ER, H7RER
ITIRFUIEBREERANSCENTES,

ok, F1EEHRICRIA LUV ERIEXNERITHS, HIITERT
FtoH300F, HIR1E, ER1 EICHEEIRE-E10EE 7 a b, &
1DEB7 a LICHB SN -FEEILENEERT HARBEN 54 55EH
B2b, FEB2LICHBSN-ERMRERES L, EMRBLEES LIS
N-FE20FWB7be., 2HADILDTHS,

F-. B10&, F2EBBRICFES LV HOBRAKERTHS, B10
[SRTHEHI 10K ER1E, BER1ECHASA-E1DOERLT7 a
ELFB1DEBT7 a LICHBSN-ERREE8 L, EMRLERE S LITHA
SEN-FERILEMEERITIARBEN L LHEEE2 L, FHEE2 LIC
MREN-E20BE7be, 2B25EDTH D,

Sl @1 1&, EIXEEHEICELILALVVOEXMERTHS, 1
TITRTAEVUH320(F, ER1 &, ER1 LICEEEINE-E10OER7

NN
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[0100]

[0101]

[0102]

[0103]

[0104]

al,. E1DEE7 a LICHBB SN FAEERLENEEET T AARBIENS
HAEME2L, FHB2 LICHBIN-E20EB7b L. 2HEZLL0D
THd,
FE1~FEIEMBEICEDIAEUHICENTIE, E1DOEB7 aRUE2D
BERB7 bD—AICEARFIFERADCEBEANS, EBMBELTE, 7L
SO L &, R R, TLAYER, TILH)TEEEEOEERUZTN
LNFEAR, BRBERZANDSGZENTED, EMRERE SITHFRIN
LTERMERETDHETHD, £l-, FEE2HITE, ABREEZEHLH-H
[CH v ) TRES, BREASEAMLTE LN, 51T, &M1& LTI,
SYIVER, AZRER, T3RFVIEREERNDIIENTES,
UL, RERAEZZOEBERECEDOTEHMICHALEA, AERATLED
EMBEICBRESNSGLDTERL, AEADEE £&M L HVEETHKRA
HRERDARETH D,

S it 451

LT, AEAEERHICE Y BICERBIZHRAT 0, AEHAE QSO
EEHIRE SN D LD TITALY,

LB E &4 ]

UTOEBBIRUEEFICENTIT EEOIMEOEHLEFT, T/
Hb, T, BEIAE (NMR) ARY kLiE, BAEFHEDJINM—
GSX—400FAWVWTRIE LT, AZLVOR N T4 —RHITEITS
D)ATIE, MAMEIRHHEOTII—7ILC—200ZFH I,
Ay OHRIILE AR —E, AIEEEELELTE— - I— - TAKAR
#t (BASH) HoEsas TCv—50W] #FAL. EAEBELTBA
S#HHEP t B, MEEELTP tiR,. SHBEEEL LTAgREAVWTARE
Lfze CORIERDIREEEEI00mV #, EEESMEHIFO~1. 2
VTH-oT-, BILERIE, {tEWE3IXx10°mo | /L, XHFEEMELL
CT S TFLTUOEZDLAFYILAORRTI7—+ (TBAPF6)
O. Tmo | /LZEDYOOAZ VBEICEEICABSETAEL-,

NN
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[0105]

[0106]

[0107]

[0108]

[0109]

BRLEA (E' 20 x) (&, BILEDIL B EMNYERE LTRDHIz, HOMO
(BEBEESFHE) LRALEI7z Ot EREEE (B{bBhi—0. 2

1V, BZREMMNS4. 8eV) ELET1RIEERMELYKRDT, %5 (U
V) IRIRARY MLiE, BIEEEE L TEERERMHEOERE TUV—2

500PC] R, t&WE/OOKRILLIZE X1 0-MDBEITHEMS
HFTAE LIz, TRILF—/NY FF¥vy TIEUVRIUGRRICE YRDT-,

AFVERT oI viLid, BRHAFEHASHERIPABEFIALEE (AC
—2) FALT, BHRAI ALY —— REFHRER 20BEEITOv b
L. AEFHREHRMNIALBEEASBHALIRILF—E LTRDT=,

[FEELEYMDER]
<EEfHl 1>
(BEBIT : 3= 00—-N—AFFI=—N—AFIAVY [b] FA4Tx
V—2—ALKRFHYI FOERK)

TP, HEFEHTHD 33— 00RVY [b] FATzrv—2—-h)LKR=
Loy RE, BEXH (T. Higa, A. J. Krubsack, J.
Org. Chem., 1975, 21, 3037) OEEHEESBLTERK
L7=.

RNT, ThEANT, 3—200-N—AFFI—N—-—AFILRVY [b
] FAIzo—2—HNLRFHI FEEHEL, T40H5, £F, 50mL
NDFAT7ZRAIT, LBETHE3I—v0ORVY [b] FAT7zr—2—7
JLARZIHY A KE462mg (2. Ommo |) . N, O—TAFILER
OFX LTI UEMEZ215mL (2. 2mmo 1) . RUIFILTFTIY
#489mg (4. 8mmo |) ( /0O ARHE10mL, ZNENM
2T, TNHEERTA4RHMEY LI

RIGEDBRET—TILTHEL., BRES M) VLTRRSE-&, BiExE
BELz. TO#%, I FILEZ3EENESUANF YU ZERABE LT LY
DATFNASLYAI TS T4—IZKUBEEL, BMETSH3 - 00—
N=ARES—=N—AFIARDY [b] FATTU—2—AILRFHIF (
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[0110]

[0111]

[0112]

[0113]

TERX (A) TRENBHILEWA) &2, EREEK (388mg, INET 6
%) DIREETHT=,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDClg,) ;6 (ppm) =7. 97—7.
91 (m, 1H), 7. 84—7. 79 (m, 1H), 7. 52—7. 46
(m, 2H) , 8. 72 (s, 3H), 8. 40 (s, 3H)

[1k13]

i
Y}
N-Q_ (A)

Cl

(BEEBl2 : 1— (3= 0ARVY [b]l] FATzo—2—4a4)L) FUT
Ao—1—-F2DERK)

20mLORGHEIC, LETHELNT-ILEMAZ300mg (1. 2mm
ol) . RUFT+SEFRAISY (THF) #5mLEFhFhMmAZ, Zhic
Nn—KRTVLITARODLTOZROTHFAK (0. 50M) #12mL
(6. Ommo |) . YUVLERAWVWTEAL, ERT2HMEE] L.
REEDBRICHFEREIALTREERTIE-&, BFERTF/LTHEL
C SHICHEES P DL TEBIETHLBREEEERLE. TDH®, B5h
ERIEME. BT FILE 1 E2RECAFXTYUEREABELT IOV AST
WAZLIAT RT3 T4 —IC&>THEI LI EITEY, BHETSH 1 —
(83— 0ARVY [b]l FAT7zo—2—4)) PUTHY—1—-F2 (
TERX (B) TRENHLEMWB) %2, EREEK (213mg, IRFE49
%) DRETH-.
BoON-BHHO ' H-NMROAIEHERIIUTOREY THoT1=,
TH—NMR (400MHz, CDClg) ;68 (ppm) =7. 97 (d,
J=8. OHz, 1H), 7. 82 (d, J=6. 8Hz, 1H), 7. 5
5—7. 46 (m, 2H), 3. 15 (t, J=7. 2Hz, 2H), 1.
84—1. 72 (m, 2H) , 1. 46—1. 20 (m, 18H), 0. 8
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8 (t, J=7. 6H=z, 3H)

S @)
/
: { CiHas  (B)

Cl

[0114] (BEHIS : B3—KTYILRVY [4, 5] FI/ [3, 2—b] —2—7F

A7 VAILRUBIFILOER)

20mLOKRIGHIC, LEETEHELN-{LEMBEZ21383mg (0. 58m
mo | ) . FASTYI—/LEIFILET77. Omg (0. 64mmo l) .
REHJILET160mg (1. 16mmol) . N, N=UAFJLRILL
72K (DMF) #3mL., ZhZhMR, ThHZEEET 1 SHEERL
f=o ZD&. KELFT F)DLDOITR/—LiEHER (0. B5M, 0. 4mL)
EMZT, 512 2 BREH LT,

[0115] CORIGHDBEREI—T/ILTHEL, FESF MY DLTEBRSE-%.. &
WEBELz, ZD%. Bon-RE#&EE, BFBIFILEZ0. 5EE%EL
ANXYUERBRBEETEVVATILASLIAR IS T 4 —THRETS
ZEITkY, BMETBEI—KRTIUILRLYY [4, 5] FI/ [3, 2—b
] —2—=FATzUAILRVBIFIL(FRERX (C) TREIILHILEMC) %
. BBER (224mg, IXEI0%) DRETH,

[0116] BoN-BHHO H—NMRDAIEEZRIILTORY THo1-.
TH—NMR (400MHz, CDClg) ;6 (ppm) =7. 90—7.
84 (m, 2H), 7. 46—7. 38 (m, 2H) , 4. 39 (q, J=
7. 2Hz, 2H), 3. 18 (t, J=8. OHz, 2H), 1. 80—
1. 70 (m, 2H), 1. 46—1. 20 (m, 21H), 0. 88 (t

J=7. 2Hz, 3H)
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[0117]

[0118]

[0119]

[0120]

[1£15]

S (C)

(ERBI4 : B—FFTUILRYY [4, 5] FI/ [3, 2—b] —2—7F
T UhILKRUBDER)

100mLDFRTZARIC, LRBTHELNELEMCE294mg (O
6 8mmo |) ., KEEIEAUDLET114mg (2. 04mmo |) | K
ZimL, IH8/—J)LE5mL, ENENMZ T, 100°CT8FMHIIEHL
T=5
CORBEDBFENSTR/ —ILEBERELI-%, FEBZMI THE LzE
K&, BEIPBICE>THEELT, BHETEI-RKTUILRVY [4, 5
1 FIT/ [8, 2—=b] —2—FAT7zHILKRUE (FiExX (D) TKRS
h3ta#D) %, AREKR (240mg, IRE88%) & LTHET,
BonzBEMNHO ' H-—NMROAIEHEREIUTOEY TH> 1=,
TH—NMR (400MHz, CDCly) ;6 (ppm) =7. 94—7.
89 (m, 1TH), 7. 89—7. 84 (m, 1H), 7. 48—7. 40
(m, 2H) , 3. 23 (t, J=7. 6H=z, 2H), 1. 85—1. 7
4 (m, 2H), 1. 46—1. 20 (m, 18H), 0. 87 (t, J=
7. 2Hz, 3H)
[1L16]

S Ci2Hos

\ / \ OH
S (D)
@)

(BHBIS : 38— FKTFUIRUY [4, 5] FT/ [8, 2—b] F4 7=z
YDER)
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[0121]

[0122]

[0123]

[0124]

50mLDFTRIFZRIIT, LETHELNZILEYMDE220mg (0.
55mmo |) | fAH%E35mg (0. 55mmo ) . ¥/ 1J2%3. 5
mLEREAMAZ, ChoZERFEKT. 26 0CTARMEIEH LT,
CORBEDBFREI—TILTHRE L%, AREEHRET L) VL TER
SE, BICBEZEEL-, Bonf-BEME. AT YU ZRRABEET S
DURTNAZLYIOIRI T T —TRETHILIZELY., BMETSH3
—RTFIURVY [4, 5] FT/ [3, 2—b] FA47xz> (FEX (E
) TREINBDHILEYE) £, EEBENRK (192mg, IEI98%) &LT

N

S1-.

BoON-BEHYDO H-—NMRORIERFREIUTOREY TH->T1=,
TH—NMR (400MHz, CDCl,) ;6 (ppm) =7. 84 (d,
J=8. 4Hz, 1H), 7. 82 (d, J=7. 6Hz, 1H), 7. 0
9 (s, 1TH), 2. 75 (t, J=8. OHz, 2H), 1. 82—1.
71 (m, 2H) , 1. 46—1. 20 (m, 18H), 0. 88 (t, J
=6. 8Hz, 3H)

[{E17]

S C12H2s
S (E)

(EHBI6 . 2—TOE—3—KFTVIARDY [4, 5] FI/ [3, 2—
bl FAT7z 2 DERK)

100mLMDFRITZARIC, LRTHELNELEMEZ192mg (O
54mmo )  N—JOFERXRY U142 F (NBS) #127mg (O
72mmo |) . DMFZ5mLZNENMA, ERTS5EMEEHL.
CORBEDBFREI—TILTHRE L&, AEEEZRYEL. ChEHE
FTRUDLTEHRESE-, TO%. BEZEELTELNEEREYE. ~F
HYUEBRRBELET AV UNTLASLYOT NI ST —THRELT, B
MEd52—TOE—3—FTUILRYY [4, 5] FI/ [3, 2—b]
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[0125]

[0126]

[0127]

[0128]

FAT7zr (Figxk (F) TREINBILEMF) %=, HBEK (199mg
. X8 4%) DIKRETH,
BoON-BHHO ' H-NMROAIEHERIIUTOREY THoT1=,
TH—NMR (400MHz, CDClg) ;6 (ppm) =7. 82 (d,
J=8. OHz, 1H), 7. 74 (d, J=8. 8Hz, 1H), 7. 5
2—7. 46m, 2H), 7. 32 (dd, J=7. 2Hz, 1H),K6 2.
76 (t, J=7. 2Hz, 2H) , 1. 77—1. 68 (m, 2H) , 1

50—1. 20 (m, 18H), 0. 87 (t, J=7. 6Hz, 3H)
[{k18]

S C1oHo5
/)
<::§;Z;§\Br (F)

(AEfFl7 : 5, 8 —ER (83— FKTFYILALY [4, 8] FT/ [3,
2—b] —2—FIZ)) —2, 2—EFFTzUDER)
20mLDOFARITZRIT, LETHELN-ILEYMFE86mMg (0. 2
Ommo l) . 5, 5 —EX (n—krJTFILREZL) —2, 2" —E
FAT7z%62mg (0. 083 mmol) TrSHFX (FYyTZxz=)L
RRT4Y) 185V L%12. 1Tmg (0. 01 1mmol) . DMF#%
2mL, MLIVE2mL, TRENMAT, 85°CT2 4FMHEEHLT -,
CORBEDBERE MLIUTHE L&, BREBELUASIVIZET L
[C&kYPBLIz, PBEOAREINS MILIVEBELIR, BEVET
FoTHEL, SHICMLIV—AXHUZANTERERT A EITLY,
BHET EHEBRIELEYMTHS. 5, 5° —EX (3—KTFTIILRVY [4
5] FT/ [3, 2—b] —2—FI=J) —2, 2° —EFA+Tz> (
Tk (G) THREINBHILEMG) ZBEEAK (4 1mg, IRFEE60%) D
KEETHBI=,
Bon-BHYPD ' H-NMRDAEHERIILTOREY TH-oT1=,
TH—NMR (400MHz, CDClg) ;6 (ppm) =7. 86 (d,
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[0129]

[0130]

[0131]

J=8. 4H=z, 2H), 7. 81 (d, J=7. 6H=z, 2H), 7.
2 (dd, J=7. 6Hz, 2H) , 7. 835 (dd, J=7. 6Hz,
H), 7. 21 (d, J=8. 6Hz, 2H), 7. 14 (d, J=3.

N o N b

Hz, 2H), 2. 98 (t, J=7. 6Hz, 4H), 1. 86—1.
7 (m, 4H) , 1. 50—1. 41 (m, 4H) , 1. 40—1. 20 (
m, 36H), 0. 86 (t, J=7. 2Hz, 6H)

[1£19]

C12H2s =
S S S (G)
Ho5C12

IEEMGDUVIRIRARY MLEYRDI-IRILF—/ND FXy v TlE, 2
6eVTHOT= Ffei YAV UV IRILE VA M) —KYRDT-FE 1./
FE2MLERMIE. 0. 59.70. 89V THY., F1BLEMLYKRDI-H
OMOLANJIE, 5. 18eVTHolze Ff=. AC—2TROFzA4F 1L
RToivLliE, 5. 4eVTHoT=,
< EfEfl 2 >

(BRfBI8 : 2, B—ER (83— FKTYIARVY [4, B8] FT/ [3, 2
—b] —2—FIZJ)) FI/ [3, 2—b] FATTVDER)
20mLOFARAT RN, BBl 1 EAKRIZLTHEON-LEMFZ9
Omg (0. 21mmol) ., 2, 5—EX (n—=hkUYTFILAZZL) F
I/ [38, 2—b] FA7xz2%63mg (0. 09mmo ) . TrI*
A (M) TZZZIRRT42) N5V LET1T2. Tmg (0. 01 1Tmm
ol) . DMF%Z2mL, MLIV%E2mL, ENEFNEMAT, 85CT
2 ARFFERH LT,
CORBEDBFRZE ML OTHRE LR, AREZ U ATILTHBELTE:
o PBEDEMENS MILIVEBREL-ER. BEYWET O THREL.
ELHITMLIY, AXYUEFRAVWTERRET A LICKY., BHETEHFE
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[0132]

[0133]

[0134]

EILEMTHD2, 5—EX (3—FTUILRVY [4, 5] FT/ [83,
2—b] —2—FIZ)) FIT/ [3, 2—b] FA7z> (FEkX (H)
TRINBLEWMH) %, HEEWK (44mg, INES57%) DRETE:
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
"TH—NMR (400MHz, CDClg) 6 (ppm) =7. 87 (d, J
=8. OHz, 2H), 7. 83 (d, J=8. OHz, 2H), 7. 42
(dd, J=6. 8Hz, 2H), 7. 37 (s, 2H), 7. 36 (dd
J=6. 8Hz, 2H), 3. 00 (t, J=8. OHz, 4H) 6 1.
87—1. 78 (m, 4H) , 1. 50—1. 41 (m, 4H) , 1. 38
—1. 22 (m, 36H), 0. 86 (t, J=7. 2Hz, 6H)
[1£20]

S C12H25
S S
N N\
\ | l \“4§:>

H25C 12
IEEMHDUVIRIRARY MLEYRDI-IRILF—/ND FXy v TlE, 2
7eVTHT= Floi YA UV IRILE VA M) =K YRDT-FE 1.~
FE2BILERIIE, 0. 67.71. O7VTHY., FI1EILERKYKRDI-H
OMOLANJIE, 5. 26eVTHole Ff=. AC—2TROFzA4F 1L
RToiv)LlE, 5. 6eVTHoT=,
<=7 3 >
(BEEBIO : 1— (3= 0ARVY [b] FATzV—2—4)L) TAY
—1—F—ILOERK)
100mLDFRIZARIIT, 3—oOBARVY [b] FAI7zV—2—
AR (600mg, 2. 80mmo |) | ¥ (178mg, 2. 8
Ommo |) . RO, £/ 1> (5. OmL) #mz, EXFHEKT. 26
O CTSHMIEH L=, RIGEDBEREI—T/ILTHEH LAEBRTHRELT
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[0135]

[0136]

[0137]

%, BREEREBES N VLTERSE, BEEEEL, BEYE. ~*%
HUOERMABEETDHLIATLNATLIAI NI ST —THETEH L
[Z&Y3—o00ORDY [b] FATIU5BEREAKR (470mg, UE9
9%) & LTHT-,
20mLMO=2075R3l2, 3—400ARVY [b] F47z> (260
mg, 1. 54mmo |) ZAN, THF (5mL) IZEMLTF, &IZ, Z
D=DATFRAIHADKAKREZERTERL., — 7 8CITHA LTz, LT,
Nn—TFIL)FIL (1. 5TMAFHUER, 1. TmL, 1. 7mmo
1) ZM&x. 1REE#HLE, Z0®, THF—IIL (266mg, 1. 7m
mo | ) ZMATBIZEL=#%. SHIC3HMERLE, REEDEBEKET
—TIILTHEL, FEBRTHREL-E, ARBERES N VLATRZRESE
THREEBEL, BonBEMES U ATILTABLT, 1— (83—
AARYY [b]l FA7zo—2—4)) TAY—1—F—)L (FERX (I
) TRENDZELEW]) 2BEEALRK (310mg, IRE62%) EL
THE-,

BoON-BHMO " H-NMROAIEFZERIILUTOREY TH -1,
"TH—NMR (400MHz, CDCl,) ;6 (ppm) =7. 81—7.
76 (m, 2H), 7. 46—7. 35 (m, 2H), 5. 32—5. 26
(m, 1TH), 2. 23 (d, J=3. 83Hz, 1H), 2. 00—1. 8
O (m 2H), 1. 55—1. 18 (m, 14H), 0. 87 (t, J=
6. 9Hz, 3H)

[1£21]
| S OH
/
CoH1g (1)
Cl

(BEBI10: 1— (83— OAaRYY [b] FATzv—2—4IL) TH
O—1—F2DER)
20mLORGEIZ, TOHIEHERANTHES Y AHSIL (323mg) IC
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[0138]

[0139]

BEFSE-/0070LBE)DOZJL (323mg, 1. Emmo |) &
. 2oo0pARy (5mL) ITEESE-LERETELNIEE®I (310
mg, 0. 96mmo |) ZMA, EETSREEH#HL-. REEDAERZ
o4 FABL, BoM2ENOBEEEE Lz, BEVELVHTILT
ABFTBHEICEY1— (3—HOORVY [b] FATzVv—2—4)L)
THh—1—F2 (FTRAX (J) TREIhHLEMY) ZHEREK (258
mg, INE8 3%) &L THI,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDClg) ;6 (ppm) =7. 95 (d,
J=8. OHz, 1H), 7. 81 (d, J=7. 8Hz, 1H), 7. 5
4—7. 45 (m, 2H), 8. 14 (t, J=7. BHz, 2H) ,h 1.
83—1. 73 (m, 2H) , 1. 47—1. 20 (m, 12H), 0. 8
8 (t, J=6. 8Hz, 3H)

[1b22]
|S O
{ CoHis (D)
Cl

(BEHI11:83—/Z)RoY [4, 6] FT/ [3, 2—b] —2—F
I UHNLRUBIFILOERK)

20mLORGEHIC, EEETHELONLEMIY (200mg, 0. 62m
mo |l) . FASJYa—/LEETFI)L (82. Omg, O. 68mmo |) .
mEEHYDL (86. Omg, 0. 62mmo |) . RU', DMF (3mL
) EMA, EET1 8KMEEBH LI, £DOR, KEIEFF)VLOTR/ —
JLiB® (0. BM, 0. 4mL) #MA. S5IZ2FMBRLE, RISERD
BRETI—TILTHHEL, BREES F D LTHIESE, BEZEBEEL-, &
TE. BT FILEO. SEENELAFXYUERABHELETESUHST
WAZLIOT RIS 74—IC&YBERTSHIET, BHDO3 -/ ZLRY
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[0140]

[0141]

[0142]

v [4, 8] FT/ [8, 2—b] —2—FFT7zHILRVEIFIL (F
BEBR (K) TREINBHIEAEYK) ZHEBENK (220mg, INFEI1%) &
L T#HE=,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDCl,) ;6 (ppm) =7. 89—7.
82 (m, 2H) , 7. 45—7. 36 (m, 2H) , 4. 38 (q, J=
7. 3Hz, 2H), 3. 18 (t, J=7. 8Hz, 2H), 1. 80—
1. 70 (m, 2H) , 1. 45—1. 20 (m, 15H), 0. 87 (t
J=6. 9Hz, 3H)
[1£23]

S CoH1g
L N okt
S (K)
O

(BEHI12: 83—/ Z)RVY [4, 5] FT/ [38, 2—b] —2—F
FI7TDERK)

100mMLMDFRISRAIT, LRBTHLNIEEHMK (200mg, O

51mmo |) . KEIEHYDL (85. 8mg, 1. Emmo ) . K
(1mL) . RU, T2/—JL (4mL) ZMZ. 100°CT8HEHERL
tzo RIGEDBBENSITR/ —ILEEEL, FIEBEMR -&HTH L-ER
Z|REIABETBHEITKY, 3=/ )RV [4, 5] FT/ [3, 2—
bl —2—FFT7zUANLRUEEZEBER (140mg, RET76%) &
L T#HE=,
50mLNFRIZRIIZ—/ )RV [4, 5] FIT/ [3, 2—0b
] —2—F# Tz hIKRUEE (300mg, O. 83mmo |) . ¥ (
50mg, 0. 83mmo ) . RV, ¥/ (5mL) ZMA, BEFRF
ERT. 26 0CTA4RME#HL-. REEDBAERZI—TILTHEL-%
. AREBERE T ) ULTHESE, BETBEEL-, BEYE. AFY
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[0143]

[0144]

[0145]

VERBBEETEVINTSLASLIOR M 574 —THRETBHILIC
&Y, 3—/Z)LRVY [4, 5] FT/ [3, 2—b] —2—FFTzV
(FEERX (L) TRENHLEYL) ZBEEAER (257mg, IREI98%
) ELTHT-,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDCl,) ;6 (ppm) =7. 85—7.
79 (m, 2H) , 7. 42—7. 28 (m, 2H) , 7. 08 (s, 1H
), 2. 75 (t, J=7. 8Hz, 2H), 1. 82—1. 72 (m, 2
H) , 1. 483—1. 20 (m, 12H), 0. 87 (t, J=6. 9Hz
3H)
[{k24]

S CoH1g
S (L)

(EffI13:2—TOE—83—/Z)LR>Y [4, 5] FI/ [38, 2—
bl —2—FA Tz DERK)

100mLMDFRTZARIC, LRRTHELNLEML (80. Omg,
0. 25mmo ) . NBS (58. Omg, 0. 33mmo |) . RU,
DMF (5mL) ZmMA, EETSRHEEBH#HLE, RERDBEEZETI—TIL
THHL-%, AREEIMYH LRES b D LTEBRSE, BEEZEEL
o BON-BREVEANXTYUERRABELTHSV AT ILAZ LI AT
5 74—THRELE-ER, BMO2-J0E—-3—/Z)LRVY [4, 5
1 FIT/ [8, 2—=b] —2—FF 7z (FEX (M) TRINBLEY
M) ZBBHEAE (93. Omg, INEI 4%) DKETH,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDClg) ;6 (ppm) =7. 82 (d,
J=8. 7Hz, 1H), 7. 74 (d, J=7. 8Hz, 1H),K 7. 4
1—7. 30 (m, 2H), 2. 76 (t, J=7. 6Hz, 2H) ,k 1.
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[0146]

[0147]

78—1. 67 (m, 2H) , 1. 43—1. 19 (m, 12H), 0. 8
7 (t, J=6. 6H=z, 3H)
[1£25]

S CoH1g
N\ / \
S Br (M)

(BHfBI14:5 5 —EXR(3—/Z)IA2Y [4, 5] FT/ [8,
2—b] —2—FIZI) —2, 2° —EFFTzUDER)

20mLMOFARITZRIC, LETHELN-LEYM (130mg, O
48mmo l) 5, 5 —ER (MJTFILREZ)) —2, 2" —EF
#2zx> (100mg, 0. 20mmo |) . TFSFR (MY TzZIE
RIT42) N5V IL (27. 7Tmg, 0. 024mmo |) . DMF (3
mL) . RU, MILIY (3mL) #MZ, 85CT24KMEE\EHLE. K
BHROBEE MLIUTHEL-ER, AREZSUYATILTAHEL, 218
BOABENS MLIVEBEREL-ER, BEVET U THEL, 512
LIV AXHURGSBENOEIERI A EICEY, BHDS, 57 —
EX (3—/ZIR2Y [4, 5] FI/ [3, 2—b] —2—FI =)L)
—2, 2" —EFAT7zY (FiEkX (N) TREINBHILEYN) ZREEK
(44. Omg, INZE23%) &LTH:,
BoON-BHMO " H-NMROAIEZERIILUTOREY TH-T1-,
TH—NMR (400MHz, CDClg) ;8 (ppm) =7. 85 (d,
J=7. 8Hz, 2H), 7. 81 (d, J=7. 83Hz, 2H), 7. 4
83—7. 831 (m, 4H), 7. 20 (d, J=8. 6Hz, 2H), 7.
13 (d, J=8. 6Hz, 2H), 2. 98 (t, J=7. 8Hz, 4H
), 1. 86—1. 76 (m, 4H), 1. 50—1. 40 (m, 4H)
1. 40—1. 20 (m, 20H) , 0. 86 (t, J=7. 2Hz, 6H
)
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[1626]
CoH1g =
(N)

H19Cg

[0148] {EEMINDAC—2TRO-AFERTUIYILIE, 5. BeVTHoT:

[0149] <ZE#EfI 4 >
(BEiBI15: 2, 5—FXR (3—/Z)LRVY [4, 5] FT/ [3, 2
—b] —2—FIZJ)) FI/ [3, 2—b] FATTVDER)

20mLOFARATZRIIT, EffBI3 LEAKRIZLTHELONILEYM (9

Omg, 0. 21mmol) ., 2, 5—EX (FYTFIREZ)L) FIT/

[83, 2—Db] F47zxz> (683mg, 0. 09mmo ) . TFIFR (
FUTIZURRT4Y) 185994 (12, Tmg, 0. 01 1mmo |

) . DMF (2mL) . RU., FILIY (2mL) #MX. 85°CT2 48
gLz, RIGEDBERE LIV THE L%, AREES U HSILT

B@ELI=, PBABRODEREMNID MLIVEBRLEER, BEWETELUT
FEL, EHITRLIV, AXYUERBENCEBRET A EICKY. B
D2, 5—EX (3—/Z)LRvY [4, 58] FT/ [3, 2—b] —2
—FI=)) FT/ [8, 2—b] FA7zxz> (T (0) TERINDIE
E¥O) #EBEMK (85. Omg, INE46%) & LTEL,

[0150] Boh-BHMO H—NMRODAIEEZRIILTORY THo1-.
TH—NMR (400MHz, CDClg) ;8 (ppm) =7. 86 (d,
J=7. 8Hz, 2H), 7. 82 (d, J=7. 83Hz, 2H), 7. 4
5—7. 31 (m, 4H), 7. 36 (s, 2H), 2. 99 (t, J=7

8Hz, 4H), 1. 88—1. 77 (m, 4H), 1. 50—1. 40
(m, 4H), 1. 40—1. 22 (m, 20H) , 0. 87 (t, J=6
9Hz, 6H)
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[1£27]
S CgH1g
S S
N N\
G/LS @—ws o)

H19Cg

[0151] {EEMODAC—2TRO-AFUERTUIYILIE, 5. BeVTHoT:

[0152] [4F145F 4]
< EJEfl 5 >
(AREBE RS VORE 1 DEERVZED b5 2 DX 2 FEO )

F—rEBLLEIEHEEICF—TSnizp B oV ERORTIC, #iF
BLigdT ) I VBILRERELICEY 300 nmBRLI-EREERKLE
o AREVa—4—FLIZZOEHRZEY ML, B—TxxFI L) DORLS
Y/RLIY (100puL 10mL) BREBTFL, REVLT, ¥V
VEMLEREDORELEEIT o1,

[0153] =il 1 TEBMLILAEYMGE, o— PV OORVEUITHEMEIHE, BEO

SEENDEMBEAR L, LEORARE LI-ERLIC, BHEEE
TL, REVLT, LEMGEELHAMBEEZR L. Bon-ARER
ZEZRF. 60°C, SONEM7Z—ILMEB L%, AHEELIC, ETRE
EICKY, ZBIEEYTTY (15nm) SAu (50nm) hibHbdY—
ABBRUOFLA VERB (FYyRILE/ FYRIE=20um 2000y
m) ZHAELT, AMBEFSOOX2 1 2RI,

[0154] Bon-BAHER NS VOO RX2 112, EEHRTY—FEEVEEZO0~—60
V, V=—RA—FLAUVBEEVsdZ0~—60VHML, FZ2PX424%
HERAETSE, RIFGERLAVER—F7—FEE (1d—Vg) HHENG
bhtz, COELEEDHEEE6. 8x10-23cm2/VsTHY, LELMEE
EEF—16VTHY, A2/ FTHIE7x104THo1z. 2O EMBL, b
EMGERAVEERERE NS VX211, pRAKNSVCRAE2ELTEH
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[0155]

[0156]

[0157]

HERET S AR ST, - ARBERIN S VU211, BRYKR
LAIELTHREICEMELT=,

<=7 6 >

(ARBE S VR 20EERVEZED b5 2 DX 2 FiEO )
EiEf 3 TAEML-LEYMNZE, EfHl 1 TERL-LEMGITRATH
W= &L, EEFIS ERBRICLTHEBEENS VU2 2% E8LT
Bonf-AHREEINSVORXF2(C, EERTY—FEEVEEZO0~—60
V, V=—RA—FLAUVBEEVsdZ0~—60VHML, FZ2PX424%
HERAETSHE, RIFGERLAVER-F7—FEE (1d—Vg) HHENG
bhfz, COEZDBHEE6. 5x102cm2/VsTHY, LEMEE
ElEF—18VTHY, A2/ /FTJLiF1. 5x105THoz. THDIEMDL
IEEMINZRW-EREERE NS O OR 2%, pBE#IS VDR AEL
THMIHEET S AR SN, -, ARBERINS VU2 21F, #
YR LAIE L CTHREICEE LT,
fFEDH5HA

1Bk, 2---FHER, 2 a--FHEE. 3---EEB, 47— FEB, 5
Y—REB, 6 FLAVEB, 7a-F10EB, 7b-F20NEH, 8
- BEFEERB., 100 F1EEBRERICERIARBZERELNFSVUXE, 110
E2EMHEICHRLIAKERINSVOURA, 120 B I3EMBREIZHZRD
EWEEFNSODRE, 130 FA4EMBEICHRDIAREEN S VORS
140 EoEBBREICRIAHERINS VOXE, 150 -FE6EER
BEBICRIARBE NS VOCAE, 160 F7EEHEICRIAREELS
VURXB, 200 -EEMEICFZESIAEZEMR, 300--F 1 EEBEIZED
XtoY, 310 -FL2EMBRERICHESL LY, 3205 3EMEREEIC
RodxtH,
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[FERIE2]
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REOR D&
X (1) TREIND, FEELED.
[1E1]
X11_Ar11_x12 (1)
R11 A 12 X13
aw
X4 |/ (1a)
R12
R14
R13 A 13
r/ | |/\ (1b)
X15 X'Ié

[ (1) B, Ar'1E FBEREEAXNRUX 12& EHITHE
BEZHETHAEEZRL. X TRUX2[E, EREFAMIIZ, K (
1a) XIFK (1b) TEHRENEEZTT. X (1a) RUK (1b
) B, Ar " ZRUA r 181E, FRAENMEIIC, REBE6LULDES
fERibKFREERL, R, R'2, RRUR &, ThENIHIL
(2, KFERF. N"OFURERFRIF1T@EDEETRL, X138, X114, X!
SRUXT8[E, ZNEFNMILIC, BRRF,. RERTFXIEELVETF
R, ]

Ar i K (2) TREINDETHD., BHRE1EHOAEK
L&EM,

[{k2]

At AR H AR —

[ (2) B, Ar27) Ar22RUA r23[E, ZRENMILIC, &
BEFAELTOVDTHLIVRFHE U LEDOFSTRRILKFRE, XiE, &
BEFHELTOVTHLIVRFHAULDERREEEZTRL. m. n kU
pld., TNENMIICO~B6DEHTHO>T,. m+n+pld1~10
DEHYPTH D, ]
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[FE3RIE3]

[FERIE4]

[FE3RIE5]

[FE3RIE6]

[FERIET]

[FE3RIES]
[FERIEI]
[FE3RIE10]

X1BBRUX 4DV EL ELE—FAMRERFTHY., X' 5RUX 16
DVHELEL—ANRERFTHD. BHRE 1 XIF2BHOFEKRIL
k7B

Ar 2BUAr 30N, JzZULEREFTIFILETHS, BFKRIE
1~3DVWINM—BICEHDOFEERLEY.

X138, X114 XTSRUXTHARARFTHY., Ar 1 2RUAr 13
MIIZLNETHDH. BFRE2EHOFTEEILED,

Ar2l'  Ar22RUAr23@M35M0P7<EH 100, BRES
BELTWTHEEWFA T VA LERTEREEZRELTOTE KL
FL/FATIVDANETHS, HERE2~50LVThH—IEIZEE
HOFERILEY,

ERE1~6DVWThAh—BIZRHEOFERLENEED. BHE
iR,

BRET7REROEAWERZEA D, ARBERT.

BERB7ESOERSEELZHFERS. ARERNSVURS,

BRE7REROAWERERA S, AHALEEBRRT,
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