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(57) Abstract: Provided is a polymerizable UV-absorbing
colorant monomer which exhibits excellent stability under
alkaline conditions and which is for a polymer that is use-
ful as an intraocular lens material. A compound represen-
ted by general formula (1) is used as a polymerizable UV-
absorbing colorant monomer for a polymer for an intraocu-
lar lens material. Formula (1) (In general formula (1), R! is
a hydrogen atom, a hydroxy group, a carboxy group, an al-
kyl group having 1-8 carbon atoms, an alkoxy group hav-
ing 1-8 carbon atoms, a sulfonic acid group or a benzyloxy
group, R? is a hydrogen atom, a hydroxy group or an al-
koxy group having 1-4 carbon atoms, and R® is represented
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hydrogen atom or a methyl group. In addition, R® is a
single bond or an optionally substituted alkylene group
having 1-4 carbon atoms).
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—3—(p— (N, N=Y (X%) 72904V F>ITFILTI/)) 7
ZWTYV) Ry I)v, 2, 4=k ROF¥Y—-5— (p— (N, N—
U (AF) 7oAV XRVIFILTI)) JIZNTY) RO )
V. 2, 4—=YeROF>Y—3— (o= (N, N=v (Xx%) 7o2yO4
FRVIFITI/) 7222 F7YV) Ry /v, 2, 4—YEROF
v=5— (o= (N, N=2Y (X%) 724 )IVIFIVTX/)) 7=
7)Y RvYIxz IV, 2, 4—=TeRkaOFT—3— (p— (N—IFI—
N— (X&) Z2)AQANFIFIIFILTI)) J22ZUT7YV) RV T
Jv. 2, 4=2ebrOx>¥—-5— (p— (N=IFIL—N-—= (X%) 77/
DAANAFSIFINTI)) 722UV TYV) RoVTT IV, 2, 4=
ErOF>—3— (o= (N=IFI—-N—- (X¥%) 7oyaqL4t+>T
FILTI)) 22ZUTY) Ry I /v, 2, 4=k ROF —5-—
(o— (N=IFIL—N— (X%) 72)OQMLAF>ITFILTI/) 7
ZWTYV) RV IV, 2, A=Yk ROFY—-3— (p— (N—IF
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[0061]

W=N—= (X%) 72URANTI)) 72T Y) Ry Tx /)0, 2
, 4=k ROFY—5— (p— (N=IFI—-N—- (X%) 72)O( Il
TIJ)) 7xZIUTY) RV I/, 2, 4=YekRkOxy—-3—- (o
— (N=IFIL—=—N—= (A%) Z2UOALTI/) 7Z2ZLTY) RVY
Jx/v, 2, 4—=YeROF¥—5— (o= (N=IFJIL—N—- (X%)
POYVAAINTI)) 22U TYV) RV IT I VEORVYY T/ V%
EAMKAREINERY. 2-EROF>—4— (p—RFL/T7V) B
BRI ZNFOREERRESHRMERINEBRENZETLONS, Thb
FEMTRIF2BULEREL TRV ZENTES,

e, AREBAORY) v —DOHREEORICRBER ZEBEE LY, HEETE/
N—& LTHTFRIC2ZEULEOEEHEZE TS Y I/0E/ Y—ZRHWEY
THEIEILLY, BONBR)T—RICZRTRBBEEEKT 5 ENT
XD, ThiZLY, R)T—OBHMIBEPEREZALIERLY, R)~v—
NoE/v— (RRAOEBRLELEMEZET) OREZIMFILEY THI LN
TED, F. ARBEORI) v—%2HBDE D ICRAL » XAMBICHT B
BaIl., —CTERATEADBRVWARZEICEBNRRAL Y X%2B5IENT
Y, BAL Y XICHAMY (MRS, WEME, mEEN) 2684507kY
T5IEHTE D,

REBRPYIOE/ N —%2EBET 250, TORAISRETORESE
JN—EBEWM1 00EEEHY., 0. 01 ~1 0E=FDEISDEHHEANT
FRTHZIENTFELL, 0. O1EEMRBETIEZDOMRAELNICLL
ERTOEEREBADEBONDIR) Y — I Q2 EANH B,

Frz, LREOELOIBRTIOE/ =& LTE BIZAE, TIdy2oF—Y
(X&) POYL—b, ITFLYFYA—=LY (X¥) POYL—b, VI
FLYI)A=WY (X%) 7OV L—bh M)IFLYTYO=Y (X
&) 7o) L—bh, FOELYSY)O=LY (A%) 7UYL—b, 70O
ELyZ)a—Ly (X%) 7O2YL—k IT7YILT73L—b, 7Y (
X&) 7OV L—=b EZIL (X%) 7o) L=k MNUXFO—TON
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[0062]

MY (X&) 7O L—b X500 NLFTFIIFIVL (XF) T
L—hk, YEZRVYEY, STPYLTHIL—b POEVEBITYIL,
DTZIVIIAVITR—b a—XFLY—N—-EZ)EQl) kv, 4-FE
ZIRYII (AF) TOYL—b, 3—EZIURVIIL (XF) 7L
—bh 2, 2-EX ((X%) 720040 FF>T7T2)) NFHFTIF
O7anRy, 2, 2—EX ( (X%) 7o)a4i4®>7z=)L) 7l
.1, 4—ER (2= (X%) Zo0aq4 LA FRoAHT0F04Y T
AE)L) RyEY, 1, 3—EXR (2= (X¥%) 72904t FIAFY
JiFAOq4yFagl) Ry, 1, 2—EX (2— (X%) 72yoAq
WA FIOAFHI)A04YTOEL) RVEY, 1, 4—ER (2— (X
&) 7ouOq4 x4y TOEL) RyEY, 1, 3—ERX (2— (X
&) 7ouOq4 LA FA4VTOEL) RyEY, 1, 2—-EZ (2— (X
&) 7oNOANNTFRIAYTOLEL) RYEVENRBSF LN D,

e, BEGHEBEEGE/ v—ZBIRL T, AEBAORY v —ICFHE~ DHEE
HEHE5THIEEHETED,

AFERORY v —ICBREBEZMNE5T HHEIE. HEEE/ v—& LT
v)avas (X%) 77U L—hE Y)IVEBRAFLUVESEHREESD
V)AVEEBE/X—RIVRSETILFIL (X¥) 7U7)L—NESER
RInEL W,

RI)T—DBREZEOHLYBEZAMLLY T8 HEEGE/ v—
ELTTILFERIL (XF) POUL—MNEPRFLYZEDRAFL VEEK
HEid (A9) POULBEERRTNIELW,

HEAE/V—&ELTI7YREETILFIL (A8) 7o) L—hEPT Y
REBAFLUVFEREZFO 7 vREFE/ V2B RT I BEDOLD
ICAFRBEOR) Y —%ZBAL Y TAMBE T 558 ICMEESREENMTS
INEHEDETDEIENTES,

AFERORY v —ICHKEEZNET 25HBGIF. HEGE/ v—&LTENR
OF> (X%) PUVYL—bME., (X%) POVIT7IRNE 7I/7)LF
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[0063]

[0064]

W (X5) 7O)L—KrE. (%) 79YL—b N=EZILSI9LEE
ZOHKEEEZETZE/ Y- 2BRINIEL L, BBOL D ICAFEBADOR

)X —%BRAL Y ZAMEET E2BEICEKEOEFHRLBAL Y X585
ENTED,

HESGE/ V& LTHFBEEREEEIDIE/ v—. flaid. AFL VR
E/N—RFERRER (X¥) 7U)L—MEEEZERINIE, FAFBAD
RYS—%2BBFROL Y AP ET DI ENTE S,

LEDEDICEAFEBPOR) v —IlFEX DKM EZHE T 2-OOHRESE
IN—EERLTEET 2501, 2TOHESGE/ V—EEM100&E
BWICKH L THFELLIEO0. O1E=MMUE, JYUYFFELLIFE0. O EEE
REEL, FEL2TOHRESE/ VY—EEMW1 O0EEIBICH L THFFLL
XS EEMMUT, JUYFFLLESEERUTELARDLDICEEREY 2,

IR D & D ICAFBAOBRIEEYIE. BAEE CER3 80 nmllTF) &
UEBHEE CER380~500nm) OXRRINEEEET 57D, AH
BADRY ¥ — RN 5B L RUOFEEBHAOBRELR L DI ENTED
o BHMIZIZE 00 nmfhifd Y HIRFEBFEMNFEL L., 400 nmELFTIE
HRBREAO%ERDIENMFFE LYV, ISHITHFFEL K. EBATHRIX
AR MNIVEAETZDEFYy—bDIIBEAYNE420~500nmdYIC
Yy —FICBN, REOBRLEY (BMACE) LYW HK4H - HEREEIC
BT DHEEBIMFEEICEND, I5ICIE. 400 nmUTORRENEBB
IEAVEDHIC, HORMERINFIZFERT S ENFELWL, #>T. #

MO LS ICRAL Y ZAMBE LBEIC. RICHT 2HBOBHELINMA
5ZENTED,

AFEAORY v —ICBVWTR, AEBOBRILENIHESICIYRI Y
—HICEREES T D7D, ARBORY Y —rS5ARKBOBRELEMHNAETH
THIENRY, TNIE40CHDITY ) —ILICKFREBADR) v —% 2 4 55/
FE LA THABREREDIRY MUILEEIPE LRV ETHRIRT S
ENTED,
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[0065]

[0066]

e, AIRO LD ICAKBOBRILENICEVWT, EEUHEEBRIBAL
EDORSTINEERTIVAYEET BIAFEpHT 28 E) THRETH
7, AERDOR) v —DoBRMAUNMRBEST 5 2 &R0, TDER,
RERODIRFIEEEET DBERILENERAVEHEGHRTIIZ LI o,
TIVAYRETTOREMEDSERIEIN, ZPILA)REBEOR)T—IZBEWNT
HEWHRENEE A #IT T 5, INhid. 4 NOKER{EF MY D LKERIC
AERAOR) v —%2ERTTA4FRARELELRD, FERICE T DHAIEER
ENRENICTO0ONTHEIETHIRTDIENTES,
<3 >AHEHADERWNL v X

AFEBAOR) v —lE, BRRL Y XAMPETEIENTES,

—MICBRELEDE, RUT—ICHMLEBSICEDOEREZ LEIFTLED
ET D, ARBAOBRILEMIEEHMEICBND D, AFEBEORY) v — %R
WL Y ZAMEE LTRWTHRF LIcARBORRL v XIdEEHME 5 RET
5 ENHFETE, BMEBEOIIRWARS &4 5,

e, AEBAOR) v —F, APLERFIBIMEERL, BEES
mL. R)Y—DHBRBANMBET 2 &0, Z2ErEL. B
BYEEDORVL., BNERAL VX %G5 ENTES,

ZFOMIC, AFRBAORYT—IEAHR, ¥V ISR, A5 MLV XHE
OMBETDIEHTE, T, BRVCEMFICEFERATES,

T, AFEBEORY v—I&, (LEZMICRELRBRBUZELTEY., BRE
ZEP o HEESHBLWI EAFRINZFAPBELBETTHHEML
HRTHIENTES,

AFEAORY v —%RAL Y XAMEE T 2HBEE. RAOAEICE YK
BeaIenTED, FIAITELYRBEREIBERPTEARBEITV. BIK,
70y 7R WRIRORY v —%F7%, YHINI. HEINTEO#EmMIMNT
ICEYURMEDFRICIMI LY., H2WIEFMEORRICHIS LB OHRTE
BREEIT> TR Y —RFEMER"E. BEICIH U THEmMICHEFNnT
LY TEIFENFEITOLND,
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[0067]

[0068]

[0069]

[0070]

[0071]

T, BRAL > XOXHFEEZ, BRL Y X EERICER L TEMSEY
FTHERVWL., RAL Y XERABFIC (—HMIZ) BELTEEIZ IR,
FEAORY -5 LTRRAL Y XET2EA. LY XOKREEHK
LT 57Dl BEICHRUTERERELEBEZELTH L, T XNE
FFREMRICLDINEAFELL, JOFRELE, JO—HELEE
FRMR VU REBALYFE LWV, TOBROUBEERCUESREE L
TlE. RN LHONTWEIBEDEEBERVEEZRAWVWS I ENTES,
E
<EAMTI/T7)—ILENOER 1>

AFEPAOBREEMEART DICELTAVEZEGET I/ 7Y —ILiLE
MOERFUCBWNWT, PI/ 7= baasBEME S L TRWE %L
TICRTY,

[ERf1] N—[2—[4— (tert—ThFYHLRZNLTI))
7] TFIV] AZ V)T I ROEEK
[1£24]

o) N HOzC( %/O\H/H o
:ﬁ/ Eg w[:j\v/\NH WSC © T::]\v/\NJkT7
N

2

2—[4—(tert—FKrFVAHALRZNL) 7zZ0] TFLTIV (
3. 549g) EXFUYEE (1. 579g) 2/00KILA (80mL) IC
BEEL., KB TKBAMAILRIAIR (2. 889) Z#lMAk, BEWz4
CTTI1BME. ROUTERT—HREBRL., BEREE Lz, HBE% 5 %K
RAYT L, BHKREBKERSTN) UL, BNREKTHEEL. BKFHE~Y S
XYV ALATRELTREREL, BohEEZ)ASIVAZL7OT N
TS74—ICTAFHY—FBIFIL (FFELE. 2 1 1) ROTAFH Y —
EEEA T FIL (RFEEE. 1 : 1) ZBVWTAHL. BMYWEABHRKEE LT
87 NEIF2. 92gTHho7, FTONLELEMIIOVWT, 'TH=NMR (
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400MHz, CDC ;) DARI MLT—H%TT,
§:1,. 52 (s, 9H), 1. 91 (s, 3H), 2. 80 (t, 2H,
J=6. 8Hz), 3. 54 (g, 2H, J=6. 8Hz), 5. 28 (t
, TH, J=1, 4Hz), 5. 59 (s, 1TH), 5. 76 (br. s,
TH), 6. 46 (br. s, 1TH), 7. 12 (d, 2H, J=8. 3H
z), 7. 31 (d, 2H, J=8. 3Hz) .

[0072] [&mfEI2] N—[2—[4— (tert—TFrFYAILRZILTI))
7IZ)V] ITFIV] PUVYILT I ROERK

[0073] [{t25]

[(0074] 2—[4— (tert—7r*x>HALKRZIL) J2=Z)0V] ZTFILT

1

> (
2. 369g) E7ZYL (0. 84g) #AMMT ERABICRIGSE, B
MEAEIREE LTEE, IN8IF2. 02 g ThHho7%k, BohibEWIC
D2WT, 'H=NMR (400MHz, CDC |, OARY MNLF—4%RT
§:1. 52 (s, 9H), 2. 80 (t, 2H, J=6. 8Hz), 3.
57 (q, 2H, J=6. 8Hz), 5. 51 (br. s, TH), 5. 6
2 (dd, TH, J=10. 5Hz, 0. 9Hz), 6. 01 (dd, 1H
, J=17. 4Hz, 10. 5Hz), 6. 26 (dd, 1H, J=17,.
4Hz, 0. 9Hz), 6. 45 (br. s, 1TH), 7. 12 (d, 2H
, J=8. 2Hz), 7. 30 (d, 2H, J=8. 2Hz).

[0075] [&FHI3] N—[4— (tert—TrFIHIRZILTI)) R
W] A5 0YLT I ROERK

[0076]
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[0077]

[0078]

[0079]

[0080]

[0081]

[1£26]

5 H HOZC\( o H
T w1 DL
O

4— (tert—T7bFYHILRZLTI/) RYIULTIY (5. 38
g) &EXFOVIIL (1. 89¢g) ZEHAHIT EAKRICRIGTE., BEMNYMEB
BHRREELTEL, REIIE4. 159 THok, BoNELLELAEMIIOWVT
. "TH=NMR (400MHz, CDC ;) ®ARY MLTF—4%TT,
§:1.50 (s, 9H), 1. 96 (s, 3H), 4. 43 (d, 2H,
J=5. 4Hz), 5. 32 (t, TH, J=0. 3Hz), 5. 68 (s
, TH), 5. 96 (br. s, 1TH), 6. 46 (br. s, 1TH), 7
. 21 (d, 2H, J=8. 8Hz), 7. 32 (d, 2H, J=8. 8H
z) .
<EEUTI/T)-IIELEMOERK2>

ARBPOBRILEWEEHRT 2ICELTRHWEEGET7I /7)) —ILiLE
MOERFUCEWT, = a7 ) —ILLEMEHFEMEE L THAWHIZLL
TICRTY,

[&RBI4] N—[2— (4= /7x=)) TFIN] A9 0YILTX
KDERK
[1£27]

)H(Ci
OzN \©\/\ o OzN\©\/\ 0 Fe, NH,CI HaN \@\/\ o
—_——— Y
NH; - HCI NJkW/ NJKW/
H H

2— (4—=—bO7zZ)b) ITFILT7IVIERIE (1. 729) &REK
FFhUYL (5. 00g) A#K (25mL) I[TAEML. BRI FIL (25
mL) ZMA. KBRTEEZIT o7, FIIX, X o0040780) K (
1. 799) ZFFL, 1 00EIRHE. BT FILTHEZITL. KK
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[0082]
[0083]

URIMBIEKTHRE. MBS MY D ATERETV. R 2B TEES %
BRELc ANFTVEHBRIFIORMAEZAVNT, BfaR%zTo7%, N
—[2= (4—=hO7xZ) ZFIL] A9V VILTIREEABOHES
ELTHEBE, WBIE1. 25 g (63%) THolk, BohiLAIIOV
T. '"H=NMR (400MHz, CDC |;) ®DRRY MLF—F%5RT,
§:1. 93 (s, 3H), 2. 99 (t, 2H, J=6. 8Hz), 3.
60 (g, 2H, J=6. 8Hz), 5. 32 (t, 1H, J=1., 2Hz
), 5. 61 (s, TH), 5. 82 (br. s, TH), 7. 37 (d,
2H, J=8. 6Hz), 8. 17 (d, 2H, J=8. 6Hz) .
RANT, N=— [2— (4—=hrE71Z)) TFIL] XFIVILTIR (
1. 20g) %, T#/—JL (15mL) &K (5mL) IC8RIE~, &
k7vEZVL (364mg) &8 (933 mg) ZMMX 80 CT4AER
BRAETo, #MMESBML, O—% Y —INKRL—9—ILTEMBEITo -
o KBESLUHBIFINZMA, HMEREELTV. KRUBENBIRKTHRE%E
1To7, WEEFT M) I LATRIEL, EIRF%E 2EE, RERELZITVL. BH
WERFEORRME LTEL, NEWE1. 019 (97%) THo7, B
Shfciba&®WicoWwT, 'H=NMR (400MHz, CDC ;) AR K
WTF—5 %Y,
§:1. 91 (s, 3H), 2. 74 (t, 2H, J=6. 8Hz), 3.
51 (g, 2H, J=6. 8Hz), 3. 61 (br. s, 2H), 5. 2

1

7 (t, TH, J=1. 4Hz), 5. 59 (s, 1TH), 5. 76 (br
s, TH), 6. 64 (d, 2H, J=8. 3Hz), 6. 98 (d, 2

H, J=8. 3Hz) .

[ERHI5E] N— (4=FI/NVIN) A9TYLTIRDEK

[1b28]

JI\"/CI
OnN o O2N H Fe, NH,CI HoN
NH; + He————> N YU\ - O\/Hﬂ/u\
0 0
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[0084]

4——baRVIUIITIVIERIE (1. 519) SREBKRFMITL (
4. 13g) K (25mL) ITANML. BFEETFIL (25mL) ZMA.
KABRTHEEZITo>/, EIIT, X4 2)O4o0Y K (1. 269) %
BT L7, 1 OoRERE, BRI FILCHEEITV. KRUBHNREKT
Bk, MBRT M) UL TEREEITV., BB 2B TRERERE L, O
B AFHUVEERBIFNIORNAEZRAVWT, Bfi®%1T>7%. N— (4
—ZhEARVIIL) AFTVIILTIREERBORRE L THL, NE1
. 05 g (60%) THo7, BONLEESMIDOWVWT., 'H=NMR (40
OMHz, CDC I3 DARY MNLF—4 %R,

§:2. 01 (s, 3H), 4. 61 (d, 2H, J=6. OHz), 5.
41 (t, 1H, J=1. OHz), 5. 76 (t, 1TH, J=1. OHz
), 6. 29 (br. s, TH), 7. 45 (d, 2H, J=8. 8Hz)
, 8. 17 (d, 2H, J=8. 8Hz).

RANT, N= (4—=bORVINL) X5 T)ILT7IR (81 1mg) %
IZ/—=) (12mL) &K (AmL) ITEREIE, BIET7VEZV A
(183mg) &8 (573mg) #MA80CTARRAEREIT>
S#aEZ2EL, O—%)—INRL—9—ICTEfiEE1T o7/, Kb L OBFEE
IFIVEMA. HBERELZTV, KRUCEMBIEBKTREEZT o>k, RET
NUDLTERL, ZRHI%E 2E%. BRERELITV, BYEZRAEOH
KeELTHR, NEIZS580mg (89%) ThHho7, BoNLEMIC
DWT, 'TH=NMR (400MHz, CDC |;) ®ZARY MNLF—H%ETRT
§:1. 97 (t, 3H, J=1. 3Hz), 3. 67 (br. s, 2H),
4. 37 (d, 2H, J=5. 6Hz), 5. 31 (t, 1H, J=1. 4
Hz), 5. 68 (br. t, TH), 5. 92 (br. s, 1TH), 6.
65 (d, 2H, J=8. 3Hz), 7. 09 (d, 2H, J=8., 3Hz
) .

[0085] <EAMRMRBINRERDEK>
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[0086]

[0087]

[0088]

FEROEDICERLEZEGHETI /7 —ILbEWERBW. AEBOES
MERAMERINEREEM L, T, EREFI1~12& LTRY,
[EReFI1] 2, 4—YEROFY—-5—-[4—-[2— (X5 YILTZ
R) TFIL] 2z=Z07V]I RV T/ Y (BF. HBZ—PHMODOBEHR
ZHAW3) DEK

[1£29]

HO OH
OH
H
H/OTN\@/\ o HCVEtOAC NaNO, O\/\
0 ﬁj\( 1M HC EtOH/aq. Na,CO;3 J\(

N—[2—[4— (tert—TMEYAHLARZNLTZT)/) 7zZ)0] T
FI] AZIVITIRK (609mg) A#BEEETFIL (2mL) ITABRL.
4 MIBILAKRDOEFBR T FILIAR (5mL) ZMAk. BREMEERTL409
BRI E. REBME L. CORMERELZ 1 MR (4mL) IFMEL. K
AT THMEERSMN)UAL (145mg) OK (10mL) ARZEFL., 4
ORE4 CICTHE®BL, 7V ZULEBERHE L, RVWT2, 4—-YENR
OFoNyY 7/ (428mg) ZT4H/—J)L (20mL) ITFMEL.
RKEEFN)DL (423mg) DK (20mL) BREZMA T, ZDREEW
ICHAT. IO 7Y Z 0 LABESUARERE T Lz, BEWME4CT
B, RWTERTAFERBRIL. AMIBBZETL T HZ6ICREIL
o COREEWITK (40mL) ZIA., ¥ %a 2EL. KTHRELE,
OB AEEBRIEZ A< /O0FRILVAISERL. BKEBY IR D
LTEBRIE, BERELE, COREBREICAY/—LEMXAT4TCTT—
WHEB L%, ELAEENERER/RRE LTHRL, INEIF326mg (
38%) THo7/co BONIELEHIOWVWT, 'H=NMR (400MH z,
CDC ;) AR MLT—8%RT,

"TH-NMR (400MHz, CDC I, &:1. 93 (t, 3H, J=1,

OHz), 2. 94 (t, 2H, J=6. 8Hz), 3. 61 (g, 2H,
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J=6. 8Hz), 5. 31 (t, 1H, J=1. OHz), 5. 61 (t
, TH, J=1. OHz), 5. 80 (br. t, 1TH), 6. 58 (s,
TH), 7. 33 (d, 2H, J=8. 8Hz), 7. 56 (t, 2H, J
=7. 2Hz), 7. 64 (tt, 1TH, J=7. 3Hz, 2. 4Hz),
7. 73—7. 76 (m, 4H), 8. 23 (s, 1TH), 12. 89 (s
, TH), 13. 94 (s, 1H).

[0089] [EMEHI2] 2—-bkOF>—5—-[4—-[2— (X9HVYILTIR) I
FIL] 2zZT7VIRYY T/ (BUF, NBZ—-PHMOBEH%ZAW
%) DERK

[0090] [{k30]

HO
HO
H
>|/OTN‘©\/\ o HCIWEtOAC NaNO2 O\/\
© H)Y IMHCI | EtOH/aq. Na;CO; J\{

[0091] EMFI1 &EKICN— [2— [4— (tert—TrFIALRZILTX
J) 7] TFII] AFOYVILTIRK (609mg) ABRMLIBODEICY
TPYZULEEL, 2-—ROFIRYYTI/Y (396mg) EVTY
hy TV T%TV. B ERERERE L TEE, RERE630mg (7
6%) THo7z, BoNTELEWIOWVWT, 'H-NMR (400MHz, C
DCly) DARI MT—F%TT,

"TH-=NMR (400MHz, CDCly &:1. 92 (s, 3H), 2. 9

3 (t, 2H, J=6. 8Hz), 3. 61 (g, 2H, J=6. 8Hz)
, 5. 29 (t, TH, J=1., 2Hz), 5. 61 (s, 1TH), 5. 7
9 (br. t, TH), 7. 20 (d, TH, J=8. 8Hz), 7. 32
(d, 2H, J=8, 3Hz), 7. 57 (t, 2H, J=7. 3Hz),
7. 66 (t, 1TH, J=7, 3Hz), 7. 77—=7. 81 (m, 4H)
, 8. 15 (dd, 1TH, J=9. 3Hz, 2. 4Hz), 8. 26 (d,
TH, J=2. 4Hz), 12. 44 (s, 1H).
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[0092] [EMEHIS] 2-kbROFS—-5—-[4—-[2— (X947 YLTINKR) T
FI] 722UV TV] —4—ARFIRVYY T/ (UF, MBZ—-PH
MOBEF =AW 2) DERK

[0093] [1£31]

HO OMe
? OMe
H
H/OTN\Q\/\ o HCI/EtOAC NaNO2 \@\/\
0 NJ\( IMHC EtOHfaq. N32003 JY
H

[0094] EFEHI1EBBIN— [2— [4— (tert—ThFIHILRZILTI
J) 7] TFII] AFOYVILTIRK (609mg) ABRMLIBODEICY
PYZOLELEL, 2—EROFY—4—X RFIRYYTIIT /Y (456
mg) EVFTVAY ) IEITV., B EEREERE L TERL, NEIF
553mg (62%) THo7, BS5NILEWMIOVWT, 'H-NMR (4
OOMHz, CDC |3 AR MLT—H %Y,
"TH-=NMR (400MHz, CDCly &:1. 92 (s, 3H), 2. 9
2 (t, 2H, J=6. 8Hz), 3. 60 (g, 2H, J=6. 8Hz)
, 4. 09 (s, 3H), 5. 29 (t, 1H, J=1, 4Hz), 5. 6
O (s, TH), 5. 76 (br. t, TH), 6. 71 (s, TH), 7

29 (d, 2H, J=8. 8Hz), 7. 53 (t, 2H, J=8. 8H
z), 7. 61 (t, 1H, J=7. 8Hz), 7. 71 (d, 2H, J=
6. 8Hz), 7. 76 (d, 2H, J=6. 8Hz), 8. 03 (s, 1
H), 12. 91 (s, 1H).

[0095] [EmH4] 4—TbhFP—2—-bbrlOF>—5—-—[4—-[2— (X4
DIVFPIR) ZTFIL] 72z=0T7VI RV T2/ (IR, EBZ—PH
MOBEF =AW 2) DERK

[0096]
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[0097]

[0098]

[0099]

[1£32]

HO OFt
| ? HO oa
>rO\TrN \©\/\ o HCI/EtOAC NaNOz \©\/\
o HJK]/ 1M HGI EtOH/aq. Na2003 J\f

EREGIT EABKICN— [2— [4— (tert =T MFIAHLRZIILTI
J) 7] TFII] AFOYILTIRK (609mg) ABRULBOEICY
PVZULAEEL, 4—ThFU—-2—kbROFIRYY T/ (485
mg) EVFTVAY ) IEITV., B EEREERE L TERL, NEIF
652mg (71%) THo7, BoONLEMIOVWT, 'TH-NMR (4
OOMHz, CDC |;) DARY MLTF—H %Y,

'"H-=NMR (400MHz, CDC Iy &§:1. 59 (t, 3H, J=86.
8Hz), 1. 92 (s, 3H), 2. 92 (t, 2H, J=6. 8Hz)
, 3. 60 (q, 2H, J=6. 8Hz), 4. 33 (q, 2H, J=86.
8Hz), 5. 29 (t, 1H, J=1. 2Hz), 5. 60 (s, 1H)
, 5. 77 (br. t, TH), 6. 68 (s, 1TH), 7. 30 (d, 2
H, J=8. 3Hz), 7. 53 (t, 2H, J=7. 3Hz), 7. 61

(t, 1H, J=7. 3Hz), 7. 71 (d, 2H, J=7. 3Hz),
7. 78 (d, 2H, J=8. 4Hz), 8. 03 (s, 1TH), 12. 9
0 (s, 1TH).

[EfEFIS] 56— [4— [2— (ZO2VLTIR) ZTFN] 227 Y]
—2, 4=vekOoFoRyY7x/Y (LUF. HBZ—-PHAODOHK%EH
W3) ODEK

[1£33]

HO OH
OH
H
>ro\n,N©\/\ o HCI/EOAC NaNO, \@\/\
0 NN 1M HCI EtOH/ag. NasGOz J\/
H
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[0100]

[0101]

[0102]

[0103]

N—[2—[4— (tert—TMEYAHLARZNLTZT)/) 7zZ)0] T
FI] PHYILTIR (581 mg) HEMEE T &EBICERULEDRICS T
VZOLEBEL, 2, 4—TEROFIARYY T/ (428mg) &V
TVAY )T &7V, BMYWERE, REIFE313mg (38%) TH
>, BontAaMIcOVWT, 'TH=NMR (400MHz, CDC ;) ®
ARY MVT—H %R,

§:2. 94 (t, 2H, J=6. 8Hz), 3. 64 (g, 2H, J=6
4Hz), 5. 56 (br. t, 1TH), 5. 64 (dd, 1TH, J=1
0. 8Hz, 1. 5Hz), 6. 03 (dd, TH, J=17. 1THz, 1
0. 8Hz), 6. 28 (dd, 1H, J=17. 1THz, 1. 5Hz),
6. 58 (s, 1TH), 7. 33 (d, 2H, J=8. 3Hz), 7. 54
—7.59 (m, 2H), 7. 65 (t, 1H, J=78Hz), 7. 73
—7. 76 (m, 4H), 8. 23 (s, 1TH), 12. 90 (s, 1H)
, 13. 94 (s, TH).
[EfEHI6] 65— [4—[2— (PVYITIR) TFIL] 72T Y]
—2—beROF -4 A bFIRYYT/Y (UUTF. MBZ-PHA®
B A AW D) DA
[1£34]

HO OMe
OMe
H
%OTNG\/\ 0 HC|/EtOAc NaNOz
o NN WG EtOHiaq NazcOs \©\/\ N
H

EREGIS EABKICN— [2— [4— (tert =T MFIHLRZIILTI
J) 7xZN] IFN]I FOVLTIR (581 mg) AEBMEBORICYT
VZoLBEL, 2-EROFY -4 —XPFIRYY T /Y (456m
g) EVTFVAY T TETW. B ESKE, NEI1Z510mg (59
%) THo7, BoONIELEWIIOVWT, '"H=NMR (400MHz, CD
Cly) OARY MLTF—H%TRT,
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[0104]

[0105]

[0106]

§:2., 92 (t, 2H, J=6. 8Hz), 3. 62 (g, 2H, J=6
8Hz), 4. 09 (s, 3H), 5. 56 (br. t, 1H), 5. 6
3 (dd, TH, J=10. 2Hz, 1. BHz), 6. 02 (dd, 1H
, J=17. THz, 10. 2Hz), 6. 26 (dd, 1TH, J=17.
THz, 1. 6Hz), 6. 70 (s, TH), 7. 29 (d, 2H, J=
8. 3Hz), 7. 53 (t, 2H, J=7. 3Hz), 7. 61 (t, 1
H, J=7. 8Hz), 7. 70—7. 76 (m, 4H), 8. 03 (s,
TH), 12, 92 (s, 1H).
[EREFIT7] 65— [4—[2— (POVYITIR) TFIL] 72T Y]
—4—-IhFv—-2—-kRkOFoRyYI7z /Y (LF,. EBZ-PHA®
B A AW D) DA
[1£35]

HO OEt
OEt
H ;
H,OTN\Q/\ o HOVEOAC  NaNO, _ \©\/\
o NN MHCL . EtOMag NagcOs I
H

EREGIS EABKICN— [2— [4— (tert =T MFIHLRZIILTI
J) 7x=0] TFN] FHUYLTIR (68 1mg) 2BAEORICTYT
Voo ntElEL, 4—IhFP-2-bROFIRYYTT/Y (485m
g) EXTVAY ) IRV, BHWESK, NEIE583mg (66
%) THo7, BONIELEWIIOVWT, '"H=NMR (400MHz, CD
Cly) OARY MLTF—H%TRT,

§:1.59 (t, 3H, J=7. 1Hz), 2. 93 (t, 2H, J=6

9Hz), 3. 64 (g, 2H, J=6. 9H=z), 4. 33 (q, 2H
, J=7. THz), 5. 52 (br. t, TH), 5. 63 (dd, 1H
, J=10. 4Hz, 1. 3Hz), 6. 02 (dd, 1TH, J=16. 9
Hz, 10. 4Hz), 6. 27 (dd, 1TH, J=16. 9H=z, 1. 3
Hz), 6. 68 (s, 1TH), 7. 29 (d, 2H, J=8. 5Hz),
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[0107]

[0108]

[0109]

7. 50—7. 55 (m, 2H), 7. 61 (t, 1H, J=7. 4Hz)
, 7. 69°7. 72 (m, 2H), 7. 96 (d, 2H, J=8. 3Hz
), 8. 02 (s, TH), 12, 89 (s, 1TH).

[EREHFI8] 65— [4—[2— (POVYILTIR) TFIL] 72T Y]
—2—kekrkOFoRvYI7z/Y (LLF, NBZ-PHADKHEZREW3)

DEBK
HO
HO
NaN02 ?

[{b36]
o_N
>( g \©\/\ o HCVEtOAC N . m o
° Nt IMHC!  EtOH/aq. Na,COs N
H H

EHEF S ERABICN— [2— [4— (tert—TrF2HALRZLTZ
J) 7xZNV] ZTFN] PUVYNLTIR (68 1mg) ABAEBOREICTT
VZosElL, 2—ROFIRYY I /Y (396mg) EVTYH
v YTV, B ESKE, NEIE525mg (66%) THol,
BonadMIcoWT, 'H=NMR (400MHz, CDC ;) MARY
MLTF—4% %Y,

§:2. 94 (t, 2H, J=6. 8Hz), 3. 64 (g, 2H, J=6

8Hz), 5. 56 (br. t, TH), 5. 63 (dd, 1H, J=1

0. 3Hz, 1. 5Hz), 6. 02 (dd, TH, J=17. 1THz, 1
0. 3Hz), 6. 27 (dd, 1H, J=17. 1THz, 1. 5Hz),
7. 20 (d, 1H, J=9. 3Hz), 7. 32 (d, 2H, J=8. 3
Hz), 7. 57 (tt, 2H, J=7. 3Hz, 1. 5Hz), 7. 66
(t, TH, J=7. 8Hz), 7. 77—7. 81 (m, 4H), 8. 1
5 (dd, 1H, J=9. 3Hz, 2. 4Hz), 8. 26 (d, 1H, J
=2. 4Hz), 12. 45 (s, TH).

[0110] [EmEHIO] 2, 44—k rROF>—-5—-[4—-[2— (X% IVYITFINR

) IFN] Jxz=T7VI RV 72/ (HBZ—PHM) O&K
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[0111]

[0112]

[1£37]

HO OH
J\( 1M HCI EtOH/aq. NaZCO3 JY

EHEGI 1 CIFERBUTOARET, HBZ-PHMEZERKL 7,
N—[2=[4—-—FI/7z2=Z)L] ITFNL] X92YILFIK (930m
g) &, TMiEEE (15mL) ZMA. AT THEEBFN) VAL (355
mg) MK (5mL) BREFETL 1BE4CICTRREL, D7V ZULE
HRE LU, RWT, 2, 4—YEROFIRYYT72/Y (975mg)
HIH /=) (40mL) (L. KT R)DL (970mg) DK (
40mL) BREMA e TOREWITIKEST, BIRDOL 7YV =V LIEE S
BREZMT L, REWMZ4CTIE. RWTERT2HEE®RL. 4
MERZE T L CpHZGICARI L, TOREMICK (40mL) ZMA
. M %EBEL, KTHFEL, RREIEARICI/OORNVLISERIE
CVVATNICREIE, BRI FILTAHSLION KNI ST 14 —%1TWE
B, BEBOERER, CORRICAY /—ILEMAEREZITWVL. ERT
—MBEL. WEL-ENYERERERAE L TERL, NEET774mg (4
0%) Tho7. BONIILEWMIOWT, 'H=NMR (400MHz, C
DCly) DARI MT—F%TT,
§:1. 93 (t, 3H, J=1. OHz), 2. 94 (t, 2H, J=6

8Hz), 3. 61 (g, 2H, J=6. 8Hz), 5. 31 (t, TH

, J=1. OHz), 5. 61 (t, 1TH, J=1. OHz), 5. 81 (
br. t, TH), 6. 58 (s, TH), 7. 33 (d, 2H, J=8.
5Hz), 7. 56 (t, 2H, J=7., 2Hz), 7. 64 (tt, 1H
, J=7. 2Hz, 2. 4Hz), 7. 72—-7. 76 (m, 4H) , 8.
22 (s, TH), 12, 89 (s, TH), 13. 93 (s, TH) .
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[0113] [EMEHI10] 65— [4—[2— (XFVYILTIR) XFIL] 7z=)
7V] =2, 4-TYekrOoFoRvyTz/v (UF. HBZ—-BZMO#g
MEBWD) DB

[0114] [1£38]

HO OH
OH
o_N
HCIEIOA
roph g, e O,
© N 1M HCI EtOH/aq. NasCOy
0

[0118] N—[4— (tert—FhFVALRIILTIV) RYINL] X529
IWF7IR (581mg) WA ERAKICBUEBDORICT 7Y =7 LI
L. 2, 4=YEeROFIRYY I /Y (428mg) &£97VhRvTY
VU ETW, BHYESL, REIEF470mg (57%) THo7z, B5N
Ae&EMICOVWT, 'H=NMR (400MHz, CDC |y) OARY MLT
— 5 %RT,
§:1. 99 (s, 3H), 4. 56 (d, 2H, J=5. 9Hz), 5.
37 (s, TH), 5. 73 (s, 1TH), 6. 13 (br. t, 1TH),
6. 57 (s, TH), 7. 25 (s, 1H), 7. 41 (d, 2H, J=

8. 8Hz), 7. 53—-7. 57 (m, 2H), 7. 63 (t, 1H, J
=7. 3Hz), 7. 72—=7. 76 (m, 4H), 8. 22 (s, 1H)
, 12. 88 (s, TH), 13. 89 (s, 1H).

[o116] [EMEHIT1 1] 5—-[4—-[2— (XHTVILTIR) XFI] 7227
V] —2—efaxy—4-ArFIRvYT7x/v (UF, MBZ—-BZ

MO ZRW5) OEK
HO OMe
S
NaNO,

[0117] [{k39]
OMe
H
O_N HCIEOAS N
>‘/ \g OVHT(R 1M HCI EtOH/ag. Na,CO5 ¥ @\/ 7‘/&
[¢]
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[0118]

[0119]

[0120]

[0121]

EHEHTOEARIN- [4— (tert—TrFPHALRZINLTI/)
RUIN] A9 YILTIRK (581 mg) #BUEBORICS TV ZULE
ftL. 2—EROFY—4—XA I FIRYY T/ (456mg) EVT
YAy T T%TW. BMYERE, REIFES511mg (59%) THo
=o BoNEMITOVWT, 'TH=NMR (400MHz, CDC 1, @R
Ry MVTF—H %R,

§:2. 00 (s, 3H), 4. 09 (s, 3H), 4. 56 (d, 2H,
J=5. 9Hz), 5. 37 (s, 1H), 5. 73 (s, 1H), 6. 1
O(br. t, TH), 6. 70 (s, 1TH), 7. 39 (d, 2H, J=
8. 8Hz), 7. 51—=7. 55 (m, 2H), 7. 61 (t, 1H, J
=7. 8Hz), 7. 69—-7. 72 (m, 2H), 7. 78 (d, 2H,
J=8. 3Hz), 8. 03 (s, TH), 12, 92 (s, 1H).
[EfEfFI12] 56— [4—[2— (XF0VITIR) AFI] 22207
V] —2—bROx> —4—-XA b FIRYYTI2/Y (HBZ—-BZM) O
B
[1E40]

HO OH

HaN \©\, H NaNOz \@\/
Nj(g 1M HCI EtOH/aq. N32003 W/k
o)

EEGl 1 1 IFRBRBUTOREET, MBZ-BZM%EZEM L7,
N—[4—FI/RYIL] AHIYILTIR (574mg) IZ. TMiE
B (9mL) ZMA. KATTHEMHEEFM) DAL (210mg) OK (3m
L) BR&E#ETL18E4CICTHRPL, STV U LBERM L, RW
T2, 4—SeROxoRYY 71/ (637Tmg) 2T9/—J)L (25
mL) AL, REEF MDA (644mg) DK (25mL) AREM
Alce TOREBWITIKAET. BIBEDY 7Y O LBESUBRREB®T L,
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[0122]

REWMEA4TCTIRBE. ROWTEERET2RKEEBHL. 4MEREZETL T
Hz6ICRET L7, COREMICK (25mL) ZMA. fTHM%E BEL.

KTHESE LT, BRI BARIC/O0RLVAISARBELIE, V) AFILICE
EXH, BRI FILTHSLYZOX NI Z 714 —%2TVWEEL, BEDOES
18T, CORRICAY /—IEMABREZTWV. BET—BREEL. il
LB EzRERRs LTER, NEE370mg (29%) THo7,

Bonkbad®wicoWT, '"H=NMR (400MHz, CDC |;) ®ARY
MLT—4% %Y,

§:2. 00 (t, 3H, J=1. 1Hz), 4. 57 (d, 2H, J=6
. OHz), 5. 38 (t, 1TH, J=1, 4Hz), 5. 73 (br. t
, TH), 6. 16 (br. s, 1TH), 6. 57 (s, 1TH), 7. 41

(d, 2H, J=8. 5Hz), 7. 56 (t, 2H, J=7. 4Hz),
7. 63 (tt, 1H, J=7. 3Hz, 2. 4Hz), 7. 71—-7. 7
8 (m, 4H), 8. 22 (s, 1TH), 12. 88 (s, 1TH), 13,
89 (s, TH).
<EGMEMEIBRNBREMOEEHME/ v — & DODHEEHI>

ERFITHEONEESHREARBRNEREZMOEEHE/ v —EHEEGT
w7,

[ZEHEI1 3]

EHEf 1 ICTR/ONESHRMAERINER (HBZ—PHM) 0. 03
BEI, PIUILE2-71/F I FIL60EBEE. 7IUVILBIFILL
OB=E#. 2, 20 —FPVER (2, 4=IUXxFinLo=rY) 0. 5
BEMAH—ICEEA L. 80CT404BEATIE. EX 1T mmDARY) v—
—NEERE L, BonkR)Y—V—baH U TFILELT, ER220
~800 nNnmODMIFEEBREXEEZRE L, BFREKTICTT,

IS, TOHYTLELOCHDIY /—ILIC2 4B5ERE L TAHALE
ZiTo71%. BE., MEEBEZAELLEI D, BHLERIRTARYS &
WEFEE LGN o7, 2D EIF. EEHEMAMRRINERI M AHICEHN
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[0123]

[0124]

IKEE L TWB I EZ2RLTEY., ARPAOEBRILEY % fth DL AKRRINF
EHALTRIYYT—EBRICAWVWTE, EARITAHT I IRV &0
BT, BB, HIREREDAEICIEERA TR HAEESTERA W (LI
Bl
<EGMENBERINER EGEAMBENAS LI CHOEEHE/ v —ED
HEGH>

ERAIC TR SN EGHERMNERINERE MO ESHERIMRRING & &
HICHhOESHE/ v —EHEALI B,

[Ehefl 1 4]
EAREINEIELT2—- [27 —eROFY—-5" — (277 —Xx549Y
O/ LAF>IMFY) =3 —t—TFL7xZ)V] —5—XAF)L—2H
— RV NP —ILBEEISIC0. 1 5HBEMEE LUMNTERGT1 3 &
BHKICR) Y —>— 2R L, Bond—hEaH Y TILELT, EhE
Bl1 3ERFRITTER220~800 n mDABREBREERAE L, TOHER
B 21T, AHLERIETONBREBREDIRY MULIELET. FF
BROEGHENMERNERZMOESHRMEBRPNF EHALTH, HES
HTERDE L TESRBICRYAEFN, EERICEHT 2 &IERVWT EHHE
BMTET,
<TILHYEETTOREMELE>
EHGI1ICTESONEHBZ—PHM (1E8%) &XA5 7 JILEBAFIL
(26EFEM) &, JAFHY (52EEE) . N, N=IAFILKRILLT
SN (22888 RCGK (20FE5P) DREBEARICHAHA, 2, 2 °
—T7VER (2, 4=UAF)ALOZMYIV) 2. 4EEWEMA. 7L
IVFEHAKT75CTE5REEALT. HBZ-PHMHAESKEE~,
WERFAlE LT, HBZ—PHMICKRA THREFXH 6 (E2006—-29
100652%) OERA1TICHEROFIBICHVWERLE2, 44— RO
Fo—5—-(4— (2= (N=2—=X42)Q4NLFF>ITFI) AILNE
ANAFY) TFLT7ZATY) Ry 7x/Y (BMAC) #BHWTH
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[0125]

MRICEEREETTW. BMACHEAGHKAES,
BONLEEHEEGHROMEKREZIY /—IILTI1 2@V 7L —HE L%
D, MAR)Y— (200mg) ZFhEhId¥/—J)L (5mL) ICREL
. 4N—NaOH (6mL) ZMATERTA4EBH L, BB, D&
XOHBARIE, pHRABE TP HI12~14THBIEERLTWE, B
BIRTH, AN—HC I THHMLILICTH/—JL (15mL) ZMAT,
FEMEZELTCHAREBRELZEZSD, HBZ-PHMHAEAKTIZESR
ZERTH->%, —A. BMACHEEGHTIE., 2RITEBICEEBLL, 5
I, ZRETNDOBRDER220~800 n mOKIZBEBEARE L-ER
AE3ICRY, BMACHEAKRODO7ZIL A ) REBEDDRIIBMACHES
RERBRDOERFENRS —VERLE, 2D &E, BMACOBREMA T
WAVRBICEYREEHEIOMRBEL - & 2B LTWS, — A, H
BZ-PHMREESEHKDOTILA) RBEDHHRIEWVTNORRONLES FE
L. ZIVAYREBIZE>TpHT 2UEOFHICLEZBTHEHRHEGHKRDLHE
ERONBEHE T, TADLEBMACHEAKRLY S p HELICH L TRE
THY, IHICPpHELRICH L TIFEAEREEZITRVWI ENERINE
EXRLOF ARk

AFERICENIE PILAVFRETTHEERELREGHERMEIRINERE ./~
—EREIND, ARBFOBRLEWIE. TODFRIC, KIMRRINEEE %
BRI/ VER SEREEARNGEEET 27 YRV EVER
BIUCEEHELZETHDT,. HOEEME/ Y —EHESELTR)Y—%
BHIENTE, ZRYY—WRAL Y XFOMBE LTHERTH S,
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[E5KIR1]

[E5KIR2]

[E53KIR3]

[E5K1R4]

[E53KIR5]
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&a K DELE

TR—%K=X (1) TRINDZ{LEY,
[{E1]

HO R?

ol N

VY e

/ A
R'— |

x

(==X (1) B, RUE, KREF. e FOFTE DILRFIE

RFBHT~B8DT7IFILE, KREFEHT1~8D7)NaFTE, RIK

VBEFLREINVIULAFOETHY., RUIKFREF. e RkOx
B, FEERRB1~407NLIFVETHY., RIE FiEkX (2
) TRIN, )

[12]

(—&=xt (2) B, RUIKREFETFELZREAFILETH S, F/. R®
FEFEAXEBREABL TV TEHLIVWRER 1 ~40T7L* LV E
ThHd, )

RIWKREF. XFILEXIIIFILETHZEKIE 1 ICEHDE
a4,

RZWNKREF. e ROFIE, AMFIHE, FAEIEFIMNFIET
HD, FRIE1 X2 ICEHDELEW,

BERIE1T~30WIFhM 1IRICEHDLEME, LOEESHE/ <
—— X ZEUEEEHEELTRBIR) v —,

FEKRIEA ICRBEOR) Y —ZHK L TRBRAL VX,
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