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(7) BN, X(ID)THRINZETH2LEW.

(8) BB, H(III-a) 7/ IEK(III-b) THRINDZETH B{LEW,

(9) DEBN, EBHEATOT ) —LTHDLEW.
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(10) DIRA, BBRASERATOT ) —IE LLEMBESRAEERAT
07 ') —ILTERINZ{LED,.
(11) DIRD, SIAECEBDRBAEZRRATOT Y —ILTHDBILEY.
(12) DIRM, bE-SEMELRASIERANTOT ) —ILELIISE-6EIEE
ZBASERATOT Y —ILTHDBILEY.
(13) DR, 41 XIHFVFT7IT7VYIIL, EYVDN, EYVIIYZIL, X,
FTFRHTTVYILTHBEEW.
(14) DI'EAA T4 V[2,1-b][1,3,4]1F 77V I ILTHBILEY,
(15) RA, RN FLIFIRXV) TRINBIETHBLEY.
(16) RADERS, BBRABHNTOBREFZIFBEBATHNATORE
TH 2LEM,
(17) REDERD, EBHRATOZ/7O07ILFILTHSZILEW,
(18) REDERN, 6EOEFEBRATOL7O7ILFILTHBILED.
(19) REDEEAN, 1,2,3,6-F S ROEY I, ERSIZJIGE
RYINTHDEEW.

[0035] (2 0) RHDEfGRD, FERATOL7O7ILFILTHSLED.
(2 1) REODEFGIRN, 6EDEZFREANTOL/O7ILFILTHBILEY,
(2 2) RePDFGIRM, o/ OF7IWFIELIET) —ILTHBILEY,
(2 3) R'AS, -NH,, -OH, -NHCH,CH,NH,, -NHCH,C(=0)OH, (&, -NHCH(OH)C(=
0)OHT % 2L &Y.
(2 4) Rk, -S(=0),0H, —CH,CH(OH)CH,0H, —CH,C(=0)OH, &M 7 I FI, X
iF. HCH BB,
(25) MDY, H ERFZILFIL. BR7ZILFL V-NH,, —EFKT7ILFL -0H
 ERTIVEL -0-ERT IV FIL, BERTILF L 2 -C(=0)0H, KR 7L
F L -S(=0)0H, -C(=0)0H, -C(=0)0—-E#KZR 7L F I, -C(=0)- KK ILFL >
~NH,, -C(=0)CH(NH,)CH,0H, -CH(CN)-NH,, —CH(~{E#&R 7L ¥ L > -0H),. XIZ.
SoO7ILFILTHBEE.
(26) XM, BfgETHBILEW.
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(27) LA, BfES, BR7ILFL Y, -0, Xk, -0-ER7ILFL -T
» L&,

[0036] (2 8) LAY BfES. -CH,LH-, -0-, XiE, -0-CH-TH B{LEYD,
(29) RA, ~EBRT7ILFL V-0H —CEO-EJ/RTILFLU-NH,, >20O7
WFIL, BRT7ILFIL, XiE, HTH2{LEW,
(30) ReAY, . -CH,CH,~OHT & 2t &4,
(31) R, XFILTHBLEW,
(32) RA, -NH, THBLEW,
(3 3) Rt -S(=0),0HXIE X FILTH B LEW.
(3 4) RAY, -S(=0),0HTH B1LEH,
(35) RA, HTH BLEY.
(36) £5 (1) ~ (35) DILEMIRINEED I LU LEOHEAE
bETHBLEW,
AFEBICEBEIND2EHRNEEMOHIE LT, UTOIEY (37) H5
(84) XIFZFNLDHEREMICHFRINZENEIT LN S,

[0037] (37) (3) DLEMIRINLE, LV (10) OEEMITTIINE
ETH2LEM,
(38) (4) DibEMITRINALE LT (10) OEEYITTIINE
ETH2LEM,
(39) (5) DLEMITRINALE. 8LV (10) OEEYITTIINE
ETH2LEM,
(40) (3) DbEMITRINALE. LT (1 1) OEEYITTIINE
ETH2LEM,
(41) (4) OIEEMITRINERE LT (1 1) OEEYICTIINE
ETH2LEM,
(42) (5) DILEMITRINALRE LT (1 1) OEEYITTINE
ETH2LEM,
(43) (3) DIbEMITRINALE LT (12) OEEYITTIINE
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[0038]

ETH2ILEW.

(44) (4) DIEEBITINEE, 8LT (12) OEEWIITINE
ETH2ILEW.

(45) (5) DILEWITINEE, 8LT (12) DEEWIITINE
ETH2ILEW.

(46) (3) DILEBWMITINLE, (7) ODLEEMIIRTINEE, &
T (10) DIEEMIITINETHBILEY,

(47) (4) OILEWITINLE, (7) OLEEMIITINEE, &
T (10) DIEEMIITINETHBILEY,

(48) (5) DILEBWMITINLE, (7) OLEEMIIRTINEE, &
T (10) DIEEMIITINETHBILEY,

(49) (3) DILEWMITINLE, (7) ODLEEMIIRTINEE, &
T (11) DIEEMIITZINETHBLEY,

(50) (4) DIEEWMITINEE, (7) OLEEMIIRTINEE, &
T (11) DIEEMIITZINETHBLEY,

(51) (5) DILEBMITINLE, (7) ODLEEMIIRTINEE, &
T (11) DIEEMIITZINETHBLEY,

(52) (3) DILEBWMITINLE, (7) ODLEEMIIRTINEE, &
T (12) DIEEMICTZINETHBILEY,

(53) (4) DIEEWMITINLE, (7) ODLEEMIITINEE, &
T (12) DIEEMICTZINETHBILEY,

(54) (5) DILEWMITINLE, (7) ODLEEMIITINEE, &
T (12) DIEEMICTZINETHBILEY,

(55) (6) DILEWMITINLE, LY (10) DEEWIITINE
ETH2ILEW.

(56) (6) DILEBWITINLE, LT (1 1) DIEEWIITINE
ETH2ILEW.

(57) (6) DILEBWITINLE, LT (12) DIEEWIITINE
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[0039]

ETH2ILEW.

(58) (6) DILEBWMITINLE, (7) ODLEEMIIRTINEE, &
T (10) DIEEMIITINETHBILEY,

(59) (6) DILEWMITINLE, (7) ODLEEMIIRTINEE, &
T (11) DIEEMIITZINETHBLEY,

(60) (6) DILEWMITINLE, (7) ODLEEMIITINEE, &
T (12) DIEEMICTZINETHBILEY,

(61) (7) DILEWMITINLE, 8L (10) DIEEWIITINTE
ETH2ILEW.

(62) (7) DILEWMITINEE, 8L (11) DIEEWIITINE
ETH2ILEW.

(63) (7) DILEBWMITINLE, LT (12) DIEEWIITINE
ETH2ILEW.

(64) (3) DILEBWITINLE, BLY (15) DIEEWIITINE
ETH2ILEW.

(65) (4) DILEWITINLE, (7) OLEEMIIRIINE, (1
1) ODIEEMICTINERE, BLY (15) OEEMIIRINLETHB1L
a4,

(66) (4) DILEWITINLE, (7) OEEMIIRIINEE, (1
1) ODIEEMICTINERE, BLY (18) DEEMIIRINLETHB1L
a4,

(67) (4) DILEWITINLE, (7) OEEMIITINEE, (1
1) DIEEMICTRINE, 8LV (21) OELEMITTINEZETHBIL
a4,

(68) (4) DILEWMITINLE, (7) OEEMIIRIINEE, (1
2) DIEEMICRINEE, 8L (15) DILEMIIRTINALETH S
a4,

(69) (4) DILEWMITINLE, (7) OLEEMIIRIINE, (1
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[0040]

[0041]

2) DILEMIITINEE, 5L (18) DEEMIITIINIETHD L
a¥,

(70) (4) DIEEWMITINEE, (7) OEEMITRIhEE, (1
2) DILEMIITRINEE, 8L (21) OEEMIITIINEETHD L
a¥,

(71) (4) DIEEWMITINEE, (7) OEEMITRIhEE, (1
3) DIEEMICTINEE, 5L (18) DIELEMIITIINLETHD L
a¥,

(72) (4) DIEEWMTINEE, (7) OEEMITRIhEE, (1
3) DILEMICTINEE, 5L (21) ODEEMIITIINEZETHD L
a¥,

(73) (4) DILEWMITINEE, (7) OEEMITRIhEE, (1
4) OIEEMITHRINZE, 8LV (18) OEEMIIRINEZETHZL
a¥,

(74) (4) DIEEWMTINEE, (7) OEEMITRIhEE, (1
4) OIEEMITHRINZE, 8LV (21) OEEMIIRINEZETHZL
a¥,

(75) (6) DILEWMITINEE, LY (9) DIEEMIITINE
TH2{LEW. »

(7 6) RA-NH, TH Y., RA-S(=0),0HTCH Y., ABMI,2,3,6-F kSt KO
EYZI-4-1AILTHY. XBBEFETHY., BRAXNIID TRINBZIETHY
. RRHBHTH Y, RABHTH Y, DIERD A 4 V[2,1-b1[1,3,4]1F 77V )L
CBUSIL, BYIVZL, RiE 1,2, 4-FFHITYYILTHY ., KV
JTRINBZETHY, BERD. ERSZVZIRIFERYILTHY, LA, -C
HCH-THY ., FgENT7 T ZITHBLEW,

(7 7) RA-NH,TH Y., ReA-S(=0),0HTH Y. AIRN1,2,3,6-F bk KO
EYSI-4-4ITHY., RRO-CHLH-OHTH Y., XHBBEFEETHY. BRARA(I
DTRINZETHY, BHPHTH Y., RRBHTH Y, DIEM A I 4V [2, 1-b][1
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[0042]

[0043]

LAIFTOTY VI, EYVDIL, BEYI YN, XiE 1,2,4-FFHITY
DILTHY., REKX(V)TRINBZETHY ., EERD. ERZTIZIRIFERY
JITHY, LA, -CHLH-THY. FgRMN 7 T I TH BLEW,

(78) RA-NH,THY. R2A-S(=0),0HTH Y. ARN1,2,3,6-F bk KO
EYZI-4-1AILTHY. XBBEFETHY., BRAXNIID TRINBZIETHY
. RRAHTH Y., RAHTH Y., REX (V) TRINBZIETHY., ERAPERSY
LTHY, FgRA 7T ZILTHBEEW,

(79) RHA-NH,THY., R2A-S(=0),0HTH Y. AIRMN1,2,3,6-F b> kKO
EYIII-4-4ILTHY., RRO-CHLH-0HTH Y., XBBEFEESTHY., BRAK(I
DTRINZETHY., RPHTH Y., RAHTH Y, RAR (V) TRINBET
HY., ERPERY DL THY, LABREESTHY, FgRNSI7OF7ILFILT

# BILEW,

(80) RA-NH,THY. R2A-S(=0),0HTH Y. AFRN1,2,3,6-F b> kKO
EYIII-4-4ILTHY., RRO-CHLH-0HTH Y., XBBEFEESTHY., BRAK(I
DTRINZETHY., BHHTH Y, RHPHTH Y, DRI AFHI 7V Y I

THY., REKXV)THRINBZETHY, ERDPERY IILTHY . LH-CH,LCH,-
ThY, FgRN> /a7 ILFILTHBILEY,

(81) RA-NH,THY. R2A-S(=0),0HTH Y. ARN1,2,3,6-F b> kKO
EYZI-4-1AILTHY. XBBEFETHY., BRAXNIID TRINBZIETHY
. RRBHTHY, RASHTHY, DRAAFHI TV IYLTHY., RHBKX(V) TR
INBETHY., ERDPERYIILTHY., LIBESTHY., EfgRAERS
CUFERIFER) IV THBILEY,

(82) RA-NH,THY. R2A-S(=0),0HTH Y. ARN1,2,3,6-F b> kKO
EY)II-4-AILTHY, RREXFILTHY, XBBEIFSGTHY. BERARA(II)

TRINBZETHY, RRPVHTH Y., RHOSHTHY ., DEAEY IV THY

. REKXVI) TRINBZETHY., LA-0-CH-THY., EfgRA 7 =)L TH

21L&,

(83) R'A-NH,THY. R2OMeTHY., ARM,2,3,6-7 > ROEYY
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[0044]

W44 L THY ., XBEFEETHY., BRAX(II) TRINDETHY. RHH
THY., RPHTHY, REKXV) TRINBZETHY., ERHPERY IV T
HY., LABFETHY., FgRA> 7 OF7ILFILTHBEEY,

(84) RHDP-NH,THY. RAOMeTHY., AIRS1,2,3,6-7 bk RkOE) Y
W=4-1JLTHY., RRPHTHY ., XHPBRFETHY . BRIX(II) THRINZE
THY, RPHTHY, RRPHTH Y, DEAFEY I THY., RAK (V) TR
INZETHY, ERBPNERZ I THY, LA-CHLH-THY, FgiRA 7 T
—ILTHBIEEW,

AEBICEEINIEHRNELEYOFIE LT, LTFD (85) A5 (88
) IKRINBIEDPLBIRINDELEMXIEETOREZNICHFREINDENE
Fonsd,

(8 5) HrEE/kFR5-{(2R)-2-[ (2R, 6S, 9S, 11R, 14a$, 153, 16S, 203, 23S, 25aS) -2
0-LR)-3-7 X /-1- ROFI-3-AFv7OE)N]-2,11,15-F )y FOF
v-6-[(1IR)-1-& kOF>TFNI-9-B-[1-(2-E kOF> T F))-1,2,3,6-
ThZerOE) V-4 )V]-4-{2-[4-Q2-T 2 ZIIIFN)ERFT I V-1~
AN 242, 1-b1[1,3,4]1F 77V —I-6-4 )L}, -ET7 = =)L ]-4-
HILRFH I R)-16-X FJL-5,8,14,19,22,25-~FH A XY F hSOHE R
O-1H-rronol2, 1-c:2’, 1" -11[1,4,7,10,13, 16I~ FHF7HFooOA> 4 3
2 U-23-4)]2-E ROF LI FIII-2-E FOF T ZIVI XTI,

(8 6) HrEE/kFR5-{(2R)-2-[ (2R, 6S, 9S, 11R, 14a$, 153, 16S, 203, 23S, 25aS) -2
0-LR)-3-7 X /-1- ROFI-3-AFv7OE)N]-2,11,15-F )y FOF
v-6-[(1IR)-1-& kOF>TFNI-9-B-[1-(2-E kOF> T F))-1,2,3,6-
ThZerOE) V-4 )V]-4 -{5-[4-Q2-T 2T FIN)ERZT I V-1~
ANIEY I U-2-4 L1,V -ET7 2 Z)L]-4-HIKRFHI R)-16-X FJL-
5,8,14,19,22,25-~FH A Y5 b>OH%k KO-1H-E¥OO[2,1-¢:2", 1" -
L101,4,7,10,13, 16]AFH7PH o oOAY 4O »-23-1)L]-2-E FOF >
IF)L}-2-E ROFY T ZIIRT I,

(8 7) ErEEkFR5-[(2R)-2-{(2R, 6S, 9S, 11R, 14a$, 153, 16S, 203, 23S, 25aS) -2
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[0045]

[0046]

0-L(IR)-3-7 X /-1-E ROF>-3-F %V FOEN]-9-{4 -(5-{4-[(4,4-¥
AFIoanFIIVNAFIIER) D U-1-AJU}-1,2,4-F FH 7=
3= )L)-3-[1-(2- ROF> T FI))-1,2,3,6-F S ROE) Y v-4-4
VI,V -E7 22 ]-4-AIRFH I R}-2,11,15- 8 ) £ ROF2-6-[(1R)
-1-E ROF Y ITFII-16-X FI-5,8,14,19,22, 25-~FHAFYF NS4
b RO-H-ronl2, 1-c:2", 1" -11[1,4,7,10,13, 16]"FH 7Ho O~y
A3 0-23-1)L}-2-e FOF T FIN]-2-E FOF T ZIT XTI,

(8 8) N-{(2R,6S,9S, 11R, 14a$, 153, 168, 208, 23S, 25a8)-20-[ (1R)-3-7 X /
-1-E ROFo-3-AFY 7FOEIL]-2,11,15- ) £ ROF2-6-[(1R)-1-k K
OF T FIII-23-LR)-1-E FOF-2-(4-E ROF-3-X hF2T1 =
W) T FILI-16-X F)L-5,8,14,19,22,25-~FH A4 FYF N> %k KO-1H-
sronol2, 1-¢:2', 1" -11[1,4,7,10,13, 18] F 4 7Ho sOAv 4 T3 -9
- W}-4 -(5-{4-[2-(4-Z "R F L 7T IFIIERZ I V-1-1 L} EY)
IUV-2-14)-3-(1,2,3,6-F b RO Dr-4-4)L)[1,1-ET7 =
WI-4-HIKRFH IR,

A(D)DEEMICIE. BREDEHICE > T, #AEUEIEELD D,
AEMEED. X1 DIELEMIERFEO—FHEBOATREHINDIIEHH D
A AFEREF. TRLUAOEMEGKLIEE L. EEKODBEIhEZED, HD
WEZNSDEEMEERT 5,

g, XD DEEMICIE., FERBRFPHAEFEET HHE1HY.
CNICEDSAZEREIEFEL D 5, AR, X(1)DILEYORZER
MEODBHINLED, HEWITNODREANEEET 5,

I, AFEBIE, X TRINDEEMORESZNICHFRINS SO
KRSy T76£8ET 5, MEZNICHFEIND SORS v JEid. IAES
ICE Y ITEB2HEHET T, 7I/H, KBE, ALRFVILESICER
INS2EEETHLEYMTHD, 7ORSY TEHKT 2EE LTIE A
ZIE, Prog. Med., 5, 2157-2161(1985)%. [EZEFORER] (E/IEE. 19
WFE)FETE DFRET63-18ICEHOEIZEITSND,
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[0047]

[0048]

[0049]

g, KD okEMOEEIF. R(1)DEENOHEZNICHEREIND
BTHY, BREDOERICL>T. BAMEXIZREEDREMKT 5356
NHd, BAEMICIE, B RIIEKERE., 3 VKRR Wi, HER )Y
B DEMER . YER. BFER. JOEA VER. P avBk vOVER O/1\Y
BB, 7<IEE < LA VBE. HEE. ) UOBE. YUTIE. BAREE ANV
VAIWEBERE, JMNLAANVEREE. VT VB A VRIVEKRVE TH Y
ANKRVEE, RVEVZRIVEVE, p- MV IV RNK VB, PANRNSF VB
VI I VBEORRBEDOBEMINE. FRYUL, AYDAL TRy
D, AN TL, TIVIZOLEOERIBEE, AFILTIV. TFILTI
V. IHI=LVTIV, YDy, FNZFUOEOEREBEREDE. TEFIL
04 VEDRETI/BRUT7I/VBEFEREDOEYTVEZDVLEEDN
Bifohs,

IS, AERAR, X)) DEEMRTZE DIFEDRIED KM IAENY

. RUOHERSFOMELTET 5, £/, ARBIE, B2 OBITHEXIEIER
FMRMATIRILINLAMEEET 5,

(BHE%)

XD DIEEMRCZEDIEBIF. FORAEEH D WISEREOEIEICED
<HEHHBZEMAL, B2ORANOEREZERL TRHETSIENTED, %
D, ERREOERICL > T, HZXEREZFERRD)SPEBAEDSERET
B RARER (B ICHREREICERETRELR) ICBEZIMATEL I EAH
ERMT ENRWRIZGEDH D, TOLDRREEE LT, AIAE 7y U(
P. G. M. Wuts) Rt*7!)—> (T, W. Greene)ZE. [Greene’s Protective Gro
ups in Organic Synthesis(Z84fR. 20065)) ICEEHDRERFAEIFH &
ATE, INLGORIGEHICHE L TEEERLTAVRIELW, ZOLO%
FETIE. SEREBEZEALTRBZTR>LH &, BEICIH U TRER
ERETDIEICIY, FMEDILEMERBZIENTE D,

g, KD okEMoTORS Yy Jid, LRFEREEAK. BREMSH
BARANEZELZIERETHEEOEEZEA, H5WEHELNEX()DEEYZRWL
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TILHICRMETRI I ETHRETES, RIGNIBEBEOIZRTFIVE, 7R
fb. BekE, HEFIIAMOAEZERTEIEICLIYTIENTES,
DR, R OILEMORKRWBREEEEHAT 5, SRIEIE. HEXEHHA
I LESEXMEZSRBLTITOIIEETES, 4B, AFEPFOREEITE
TICRUZBICIFBREI AL,  (—RRAELKT)

[1E6]

RA

P ©
;ig; e

RiFEDE

) R13Z0iE

[0050] AFBLEESWM(1)IE. ELEWQ) EEEMP-NEDORBICLIYEETES

o ARG, (ELEWMQDO7 I/ EEHWIET B (P-1)DHILKRVEEE DIEER
ISTH D, ARRBTHE, EEWQ) &LEMP-NNEe2FEELLIE—F %R
FHERAW., INODOEEYMEZBEFRIOBFEET. RIGICHEEAREH, S
THSMEBAT, 1 LIF-20CH560C T, 0. 1BEREANSOHBEHT 5, 3
HOFlE LTE. BIREIEINBRWD, BEKRKIEKZRE(MNLIVELIE
FoLUFE), NOFERIEKFRE(BIZIEDCM, DCEE L < IE/oaRib A
), T—FIEGEALE, SITFLI—FI, THFEERIAFH0%), *
70 b o MEEE (F % &, DMF, DMSO, EtOAc, MeCN), Xid. K. RU'Th
DREBEN BTSN D, MEEFDHIE LTIE, BOP, HBTU, EDCI, DPPA, #
FUBR) UDRBIFLNEDN, ThSIREINZ D TRV, A (4l
ZIFHOBtE) Z AWV D Z EARINICIFE LWHED H 5, BHRIEE (I X IELTEA
. DIPEAZE 7= ENMNZE), ZF 7z I3 IR E (B 2 1E, K,C0;X 7= IFKOHE) DFEET
TRIGZTI &N, RIGEMABIEITIE 2 ETENRGZENH 5,

[0051] &7z, L&MW1 EEWMP-)ZRIGUFEHRE L T—EERLEIC
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AEEMQ) ERBIETEZIIEHTEDS, HILKRVERKRP-1) DRSS
BHEoflE LT, N"aF AR BIZAEA F 28R v, BIEFAZILE)
ERIGLTHELONDZEANOT VLY. 700FBA Y TFILFERKBLTHE
SNBREMEKY. XiF. HBtFELHEE L TRONIFERI AT ILENE
Fonzd, LEaYEP-1) & RISUZESHE ORIGIE. DMF, /~O5F U {bR{bK
R, FEBRRIEKFRE T-TUVRFORBICAERLAE D, SHANTH
SMET., FELLIE, 20CH560CTITITENTE S, BH. RIGICE
L CHEE (B AIE. NMM, TEA, DIPEA, DMAP, BT Y, EOUY, LFIV
Z)DEFETICRISIEZDA, RISZABICETIES ETENRBZEDH
%, ¥, EVIVIRBAEEFNDIIEEHTES,
[>zmk]1S. R. SandlerZTUW. KaroZZ. [Organic Functional Group Preparat
ions| . $B2kk. 1%, Academic Press Inc.. 19914
BAbFERE [ERICFEBEE(SB0M) 1 1655 (2005%F) (&)
(—RRB9SIE2-1)

[0052] [{t7]

HO  OR®  (p-2) R

OH (1-1)
HO OR? XIEFDIE
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[0053] (K, RMF-CH(-R' )R’ ZEKT %, R"XIEIR" &, E—XIFEML>TH =
T SERTILFINZEBRT B, BLURME, -CH(-R" )R’ EhDEFRREIF1
NHOHETH D, )

AFERESHA-DIEE, LEPEP-2) EEHCP-3-NEERITICLIYEFED
ENTE D,

CORIGTIE, EEWEP-2) EEWMP-3-1) & 2FEE L K E—H =B
ERAWV., INOoDEREEME. EXHOFERET. RIGICHEEWBSES, -45C
NOMBERT. FELIFOC~ERICEWT, BH0. 1I5E~SHEIRHE T
5, TITHVLWOHSNDBAEDAE LT, FHICREINARWA, MeOH, EtOH
FOT7INI-NVER JIFLI-TIEFEOI-TIVER MR nOF Rk
KFERRUVINOLDEGHHAET O N D, EH & L TIL NaBH(OAc)s, NaBH
N, NaBHZEDZEIFSN B, LEWP-3-1)DHlE L TiE, —MEA0=C(-R")-R’
'TROLINBTITE RS b, 1,4-IFFH0-2,5-0F — L%
ERAVWDIENTED, ELF2F7——TXAEDORKH, XIFACOH, BEE
FAZOLANA Y TARFY REREFEOBEET TRIGZITY J EH'F
FLWHEEDNH D, RISICE > TIE LEYW(P-2) £{LEH(P-3-1) & DiEE
WKEYAIVPRERL, RELGHENRE LTHBETE 2551 HD5, TDL
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XIFBEDT T AT LAY —BICEL RRERILEY. FIILHFTLFEZRHL
00X NI 74 —F)ICLYBLN, T, BHRAZERLRMEEY
MOBRETEIEETED,

() DILEMOEEFEEIE, LUTORRBRICEL YR L &,

BB 1 : C. glabrata; Echinocandin fiftésk, A2 24 - 5 T75—4(Ca
ndida glabrata)FP21358kIC Xt g 2 B2 MSRIE

20mM-HEPESHR BT (pH 7.3) TRRE L & MIB 2 HBRIEARE L THW A M
ERAETREICL 2T, £ NIBEHROMIC(R/IEERE) 2K 7=, HHRELI106
&/mLDRBR A MBRFTEIR TR L. MEHK5x103~2x104E/mLDFEEH 1 X
il ¥4 707 — M%5%C0,FEK F37CT2URMEA v Fa— ML
o AFRICH T HZMICITBIEATRICHIEINTVWEHBREEMORERE S L
TESELE, EHFINTUWLBEchinocandiniE(Caspofungin, Anidulafungink
UMicafungin) DARKICK 3 BMICIZLT>64 wg/mLTdHh > 7=,

HERBI2 : PARILFILR - 73 H—Y X (Aspergillus fumigatus)¥RIZxT g
2 R MOAIE
PARVFIR - TIA-YRRWT, HBRANERAKRISAE L7,

AEBFOEOHADRIRMEEMIIOWT, LIBHERG 1 OHBRER%E Tk
TICR L, KRB, EXZERAIBFSZT L, ElE HhoPd - I5T5—
% (C. glabrata; Echinocandin M#M#R) (Cx9 ZMIC, ZARILFILR - 7
TH—Y R (A fumigatus) IFERFRZBERR3HR (A. fumigatus 20030, 20024,
B r200293%k) (Cxtd BMECOMEFEFEHESE L TR LT,
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[2R1]
Ex C.glabrata FP2135 Aspergillus
pg/mL pg/mL
32 4 0.25
36 4 0.2
126 4 0.25
155 8 0.4
183 8 04
289 8 0.25

[0073] EA%R6I3 : & MIMERDOMEEFIRSMRE
20mM-HEPES}EE MR (pH 7.4) THRE L/ & M ZHEBRIEARE LTRAWSH
EREEFEICEL 2T, b MIBEROMIC(R/NEEEE) & Ked7, HIREER107
&/mLDRBRE MIRFTER TR L., MEH2. 5x103~2x105@E/mL D FEEFEH A
A%/l 4707 — Na5%C02FHK T37CT2UR/FM[A v FaR— K
L7, CandidaBICH ¢ HMICITIBTEA TRICHIEINTWSEHRIEEM DR
EBE. AspergillusBICH 9 ZMECIEFHEBE I Y b O—JLICLERFEL ICIBIED

WMESINTWIEHRELEMOREBEREE LTEEL X,

Bix. hvo¥ - 757T75—% (C. glabrata; Echinocandin Mi¥tE#k) « 7
VI - PIEHVR (Calbicans FP1943) AV U4 - XS5TvO—v R
(C. parapsilosis 20001) DERFRZBEMKIEMRICK T HMIC, 7 ARILFILZ
- 7XIH—Y R (A. fumigatus) (ZERERDBERR3FE (A. fumigatus 20030, 200
24, FeU200293%%) 1ICxt 9 BMECOMEFEREHLESE L T L7,

[0074]
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C. glabrata | C. albicans C. parapsilosis A. fumigatus
Ex FP2135 pg/mi pg/mi ug/ml
pe/mi
13 8 05 3 0.5
16 4 0.5 4 0.32
17 4 0.5 4 0.32
23 4 0.5 4 0.4
25 8 0.5 4 0.2
32 4 0.5 8 0.25
36 4 0.5 4 0.2
37 4 0.5 4 0.4
41 4 0.25 4 0.13
43 8 0.5 3 0.2
47 4 0.25 4 0.13
49 8 0.5 8 0.25
52 8 0.5 4 0.32
55 4 0.5 3 0.32
64 4 1 8 0.4
65 4 0.25 4 0.32
79 2 0.25 4 0.32
100 8 0.5 8 0.25
107 4 0.5 4 04
114 8 0.5 8 0.25
118 8 0.5 8 0.2
126 4 0.25 4 0.13
128 4 0.25 4 0.32
131 3 0.5 3 0.2
137 8 0.5 8 0.32
144 2 0.25 pi 0.25
155 8 0.5 4 0.4
156 8 0.5 4 0.4
157 8 0.5 4 0.25
164 8 0.25 2 0.16
170 8 0.5 8 0.25
178 8 0.5 8 0.2
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[#3]
C.glabrata | C.albicans | C.parapsilosis | A.fumigatus
Ex FP2135 pg/mi pg/ml ug/mi
pg/ml
183 8 1 8 04
186 8 0.5 8 0.25
187 8 1 8 0.5
190 4 0.5 8 0.25
193 8 0.5 2 0.25
206 8 1 8 0.32
217 8 0.5 8 0.5
218 8 0.5 8 0.63
222 8 0.5 8 04
224 8 0.5 8 0.32
230 4 1 4 0.32
231 8 1 4 0.32
233 8 0.5 8 0.2
239 4 0.5 4 0.4
240 4 1 8 0.63
242 8 1 8 0.25
248 8 1 8 0.5
263 8 1 8 0.4
272 8 0.5 8 0.32
273 8 0.5 8 0.4
275 8 0.5 8 0.32
285 8 0.5 8 0.2
289 8 0.5 8 0.25
290 8 0.5 8 0.16
fbamA >32 1 >32 2
&9 B >32 16 >32 32
fea#C >32 >32 >32 >32
L&D >32 4 >32 3.18

[0076] RhDILEMIELULTDESY TH 5,
L&Y A LK E R 5555696462 D EFEFI19D L&,
{b&¥BI&. W098/236375 DERMEHFISDILEYD,
LA C I, W096/112105 D EHERF100DLEH.
{E&¥IDIE. W099/40108= DEFERFI4DILEYD,
LREOBHBRDER. RICAINERKNLAD) DLEMIMEREEZE
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B THDIHEICEI>THERIEIND B,

Foo KEAME. EZE6, REARVRERFICEVNT, UTOBSZH
Wb ZEDH D,
Ag,0=F2{bER. AgOTf =R N1 Z)A O X% > R J)LiRx— b, BINAP=1,1"-E
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T 0-2,2 -4 IVER(TTZIRAT 4 V), BOCXIEboc=tert-7
FINAFTAIVRZIL, BOP=AFHIIILA) VEERVY N T —L—1—
ANTFIRNY)R(AFIVT I ))KRARZ D L, Boc,0=ZjRkEE T tert-TF
U, Bn=R> <)L, DBU=1,8-Y 7H S - 0O[5.4.0]10 5 h-T-T >, CHCL,
XFDCM=T s o0 x4y v, C0=—f{bix%. DCE=>- O00xI 4 >, DIPEA=N
N-U4y 7oL ITFILTIY, DMAc=NN-U A F L7 K7 I R, DMF=N
N-FAFIEILT IR, MI=1,3-UXFI-2-4 51T />, DUSO
=URXAFINANEKEFY R, DPPA=Y 7 =)L) VEE7Y K, DPPP=1, 3 —
EX(PT7xZIVKRR 74 /)70, EDCI, WSC=3-TFI)L-1-(3-Y XA FIL
PO ANKRI A IR, EtN=hYITFI T I, EtOAC=FEFfE T F
b, EtOH=T 4 / —J)L, FMOC =7 LA L ZIL A FILA £ HIKRZ)L, HBTU
=0-RVYY KNY)TPYV—=I—=NNN ,N-FhSAFI—DOZTL—~"FH7
WAORZRZ7z— b, HBt=1-E ROFIRVY M) TV =), Hex=~FH
v, KPO=KYRESILRZAT7z— b, KOAC=EFEEH ') 7 L, LHMDS=1) F
DLERRNYAFILDYIT IR, MeI=XFILTA A5 A4 R, MSBA=FL F
15—V —TR3FVITARO—L, MeCN=7+1 k= kYL, MgS0,=EKHR
BB TRy, NISSN—F—RKRI2 243 K NMM=N-X FILEILRY >
« NMP=N-XF)LEOY Ry, NaBHCN= 7 U bKRIERIERF M9 L, Na
BH(OAc);= h) 7tz bF2KFEFTFRF MY DA, NaBH,=KFZILETHRF
MY DL, NaS0=F ZFRER T M) o L, Na,SO=#E/KERERF M ') 7 A, NaBH(OA
c)s=FbUDALMN)TEMNFIRONS K54 K, NaHCO,=jkERKZRF M)
7 L, NaOtBu=7 k1) 7 Ltert T hF T R, Pd/C=/X5 T LjrkFKR. Pd,(dba),=
N)R(SRYSYFU PR RNY)UIRSTYH 4L (0), PdCL,(dppf)CH,CL=T, 1 -
ER(CT7TZIKRRAT 4 /)7 zAY-R"SToa(1D)vsa) R 20
AX4&>aAYFLy IR, BBAI=F NS TFILTVEZIDLTAZTTA R, T
EANILEt.N= MY T FIT7 I, TFA=NY Z)LA OFEE, THF=7 bk KO
S, TfOH=RY) 2 A O X FILZILRVEE, AcOH=BEER. brine=f3FIRIEK
. nBUOH=/ L= ILTH J—Ib, n-=/)L< )L, sat. =f83F, tert-=4—%
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[0089]

[0090]

[0091]

[0092]

v!)—,

T, BFIBERICBWT, UTORSZRAWSZ ENH D,
BOC=4—> v =T MFTHILEZI, Bn=RY I, Et=TF )L, FMOC=7
WAL ZWAFILAFS AR, Me=XF )b, OMe=xX hF, 0Bn=~RY
INAFT, OBt=T hF, OMe=X bF >, 0iPr=a4 YV FORF >, OnBu=/
WRIVTFILAFS, OnPn=/ LS IRV FILAF, OnPr=J )L< )L 7 OR
F,0tBu=y =% )—=TFNAFFD, Ti=MN)7)AORXEY Y RIVRF—
b, Coz=RYIIAFIHAIKRZI, iPr=4 Y TEEI, nBu=/ LTI TF
JU. nHep=/ L IANTF I, nHex=/ L ILANF I, nOct=/ I~ IF JF
e nPn=/ )L IILRYFIb, nPr=/ )L )L7OEN, tBu—=9—> %) —TF
o
TR, (HCOIXEBIEE L CRBELZE52TT,

SLEHI 1

6-oO00-2-[4-(F hZ e RO-2H-EZV-2-4 LA F>) 7 =)L ]-1,3-R
YIFTV=(0.501 9D MILT V(5 mL)BRIC, 4> AANFIIL-4-X
¥ PRI (343 mg), Pd,(dba); (66.3 mg), 2'-( 4 OOAFT LK
AR I)NN-FXAFIET TZ)L-2-7 X > (42.7 mg) R UNa0tBu (0.195 g)
EMMZ. ¥4 09 x—7d, 160CTIBEEL Lz, REEAYHRIC, 0.1
M HCLZMA THoBEBH Lz, BHEEIL. brineTHRF L. MgSO, TEZHE L 7=
%, BRETEBHELEZ. YUATLASLIOXY NI ST 14— (GAHAKR; Hexan
e:CHCL; = 50 : 50A 530 : 70F T)THER L., 6-4->/O~NFI)-4-X b F
TERYIV-1-4L)-2-[4-(F bZERO-2H-EZV-2-/)LFFP)7 =
WI-1,3-RYVF 7 =)L (734 ng) 2187,

BEFANOFEERABRICL T, BRERICTTEER-1HSEEF-TOE
MaEBE LT,

HIEH 2

XFI A -{2-[4-2-T 2= IVIFN)ERZ T U-1-4 LA 2T 5 YV[2,1-b]

[1,3,41F 77V —I-6-14I}-3-(1,2,3,6-F hSE RO Y v-4-1)L)
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[0093]

[0094]

[0095]

[0096]

E7xZ)L-4-HIEF L — (201 mg) % CHLCL,(4.26 mL) &MeOH(2. 13 mL)
DREEBEICAE L, KATTLAVFFH2-2,5-F—)L(79.8 mg)., NaB
H(0Ac);(140 mg) =N %. ERTIREE® L7, RIEKRIC., 0°C Tsat. NaHCO;
KBRZMA. CHCL, THIE L7z, BH#EITbrineTH% L. MgS0, THZIE L =
%, O BETEBELE. B5N/EAENCINTHE L. XFI 3-[1-(2-k RO
FUIFIV-1,2,3,6-F S ROECY Vv-4-A)L]-4 -{2-[4-(2-7 =z =)L
IFIL)ERSTIU-1-4 )14 T4 YV[2,1-b1[1,3,41F 77V —IL-6-1 JL}
E7xZ)-4-HAILEF L — (164 mg) # QEEEKE L TE,

BEFR2OFEERARIC L T, BRI T EER2-1H 5 8EFI2-480D 1L
EBYEREL I,
51513

2-70%F-6-(4-7O0FE7z=V)A 24 VI[21-b1[1,3,4]1F 77V —L(5
4 g)MDDMAc (840 mL)BHRICI-(2-7 T ZILIFI)ERS T (34.3 g). EtN
(36.5 g) &AL, /NRRIOC TIRFEBIR L, RINEEMZBUS L 21E.
BFEEHE L. BoNMEMEKICEEBE L TAEL., fiHMEK, DEDMe
CNTHEL, 6-4-TOET7z2)-2-[4-2-7 22T FIV)ERZ T V-1~
ANI4 2 HYV2,1-b][1,3,4]F 77V —IL(64.7 9) &157=,

BB 3 DFEEERKICL T, REXRICTTEIER3-1H0 5 HEF3-40D1L
EBYEREL I,
KI5 B4

3-70F-5-(4-7aE7x2I)-4,5-Y RO-1,2-FF 5V —)L(4.70 g)
DNMP (70.5 L) JBRICERS T V(2,66 g) #INA130CIC T\ L
o RIGHICIK, EtOACZIIA THBE L, BHEZbrineTHRF L. BETIE
L CHERMESR, BA% CHLLICARR L. EtN(2.58 mL), Boc,0(4.37
OEMAERTER L, RIGESYICK, EtOAcEMA THH L. BETE
ML, BonrEEEZIVATINVAZ LAY NI 57 14— (CHCL;:Et0Ac
=98:2) ICTHER L., tert-TFIL 4-[6-(4-TOET7zZ))-4,5-Yk KO-,
2-F XYYV — -3 NIERS I U-1-HIKRF L — ~3.3 9) 5B,
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[0097]

[0098]

[0099]

B45E1515A

6-(4-7OET7xoN)2-[4-2-7 22V ITFN)ERS I V-1-1L]1A X
&12,1-b101,3,41F 77V —I (20 g). {3-[1-(tert-T hF T ALK
—)-1,2,3,6-F hZE ROBY U V-4-A JL]-4-(A NFTALKRZL) 7 x
ZIIARAOVEE(23.1 90D T A FH (600 nL) RUIK (60 mL)EEIARICKPO,
(22.69). 1,2,3,4,5-RV & 7z Z)b-1"-(T-tert-TFIKRR 74 /)7 O
Y (1.58 g) D BEMAERTEM Lz, Pd,(dba); (488.7 mg) ZMMA. B
ERAEZRBEICLTERTER L, BRFEIT. BEYW%100C T4/
B L, REBRERS L. EME 2B L7, S5 % K (500 nL
JIICRBIE TSR L, BOoN=ABHKREZMCN(300 nL) ICEEBI HMEE
R0 EH L, BS L, MEMEZBL. PEOT7E M= N IILTHRE
L. tert-7FI 4-[4- (A RF S HIARZIV)-4 -{2-[4-(2-7 =z Z)ILTF L)
EXRSIV-1-4)L]14 245 V[2,1-b1[1,3,4]1F 77V —IL-6-1 )L} ET x
ZI-3-1J)L]-3,6- e ROEY O U-12H)-AIKRF L —Kh(25.3 9) %15
7=

SHEFISAD F A ERRRIC LT, BRERICH T RIEHISA-1H 5 BLEFISA-47D
LeEmaERE LT,
L5615 B

4,4,4 ,4 ,5,5,5 5 -F 58 LAF)I-2,2-E-1,3,2-TUFFHRO5 (1.2
g9). KOAc(750 mg), tert-TFJL 4-{[(~) ZIAOXFI)ZRIK=ZIL]1F
Fo1-3,6-C RO DU-12H)-AILKRFLL— (1.6 g)IC, BERT2
0B L7 A0 ML) ZMA T, RIGRAIE., BRTIEELL %,
RIBFZRAIC, Pd(dba)s(68 mg), ¥y ONFII(2,6-IX MFIETT
ZW-2-A V)RR T 4 (245 mg) EMA, BE. RERAZZEZRTIOELL
foo RIGEEYIF1NI0C (RRIST) TIFMBH L, BRICEL. A FIL 2-
sO00-4-(FhZERO-2H-ESV-2-1)LFF )RV IT— K~ g). KPO,
(750 mg). H0(2 mL)ZMMA. 110°C(PRRITC) TAFEBH L, RIGEEY
ZEtOACTARIR L 728, KEMAKE L7z AEEEDBL. brineTHEL
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[0100]

[0101]

[0102]

[0103]

. MgSO, TRIE%%. BETRMELE, BoNEERE Y AS VAT LAY
hT3 74— (Hexane/EtO0Ack) THER L. tert-TFIL 4-[2-(X hF 7
WRZW)-5-(F bZE RO-2H-ESV-2-1 LA FL)T7x2=)L]-3,6-VE R
OF Y IU-1CH)-ALEFIL—h(.3 g)aF LY IBHRHELT
57,

SHERFISBD FEERBRIC LT, BRERICH T RIEHISB-15 5 BLEFI5B-15D
LeEmaERE LT,
SLEHIS C

1-[3-(4-7OE7xZW)-1,2,4-FAFH I 7V —IL-5-1 JL]-4-[(4,4-T X
FIoaAnFIIVFFIIER) Y (243 mg), {3-[1-(tert-T hF> 7
IWRZIL)-1,2,3,6-F S ROEY I V-4-A JL]-4-(X MF T AIKRZIL)
ZIZLAMROVER (223 mg), KP0,(356 mg), /RSUHLT7ETF— (12,6
mg). MU OOANFUIKRRT 4V (15.7 mg) D7 F4 2 (4,86 mL)-7K (1.
22 mL)REBRREERT1RERH LA, RIBKICEIOAcE KEMAE, =
4 MNEBLE, pREDELT, B¥EZbrineTHREF L, BHEEIIMISO,
THIRE, RETEMRELE, SOoNERAEZS VATV AZL7OXNTS
7 4 —(Hexane/Et0AcR) THER L. tert-TFI 4-[4 -(5-{4-[(4,4-I X F
Lo oanEy))FdF 18R I U-1-A )L}-1,2,4-F FH I 7 —)L-3-
AI)-4-(A MFLAIRZIII)ETZ T ZI-3-04)L]-3,6-Y ROFxo Y
V-1CH)-AIIRFL L — K~ (220 mg) =z BBEHE L THE,
BHEBISCOFEEBRKIC LT, BRERICTTRIEHISC-15 5 BEFISC-27D1k
aYERIE LT,
L5615 D

tert-7FI 4-[2-(X FTHILRZIL)-5-{[(M) Z)LA DO X FIL) X)L
RZN]FAFPI7zZ)]-3,6-e koY D V-1CH)-ALKRF L —b (4
41 mg), 4,4,4,4",5,5,5 ,5 -4 U H X F)-2,2 -E-1,3,2-TAFH RO
V(277 mg). MY T7TZJLRR T 4 (33.3 mg), KOAc(279 mg), 7 FH v
(5 ML) DEEME ANTERBBRDRANERBEIC L TEREH L7, PdCL,(PP
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[0104]

[0105]

[0106]

[0107]

hy),ZMMA THBEZRRE#EL., NZR100CT20ERELE, RIGEEY%
ERICEL. KEMA T, EtOAcTHItE L7, BHEZbrine TH& L. MgSO,
THIRE, RETEMRELE, SOoNERAEZS VATV AZL7OXNTS
74 —TREE ULtert-TFIL 4-[2-(X ¥ HILKRZIL)-5-(4,4,5,5-F 5
AFI-1,3,2-IA XY ROSV-2-4)L) 72 =)L]-3,6-Vk kOEY -1
CH)-AhILRF L— K~ (480 mg) &157=,
BLEFISDD A & BRRIC LT, HBERICT T ELERLD-15 5 BERFISD-60D1L,
aYERIE LT,
SLEHIS E

4-{5-[4-2-T NI FN)ERS D U-1-4JLIEY T T V-2-1 )L} 7 T
ZIL MU ARXS YRR —K (2.1 g), [3-700-4-(X M7
IWRZIL) 7 =)V IRa VB (1.1 g), 2.0M Na,CO, 7KK (5.4 mL), T~ 3
FRAMN)TIZIWKRRT 4R850 4(0), DME (21 mL)ZREL. BER%
REAATZHE. MBEFRT CTHFEEBR L, RISKREKICHITEIC, £L
B %EAE L. K. MeCNTH%E L, 0CTRETEELTAFIL 3-700
-4 -{5-[4-2-7 2 ZIITFI)ERS I VU-1-4 JLIEY I I V-2-1 )L} ED
TZI-4-ANLERESL—h (1.95 9) 2B,

BLEF SED AR ERBKIC LT, HREERICT I EER 5 E-1H 5 B FI5E-29
DILEYERE LT,
SLEHIS F

4,4,4 ,4,5,5 5,5 -4 05 AF)-2,2-E-1,3,2-FFFH KROS5 (0.1
25 g). DIPEA (0.16 mL)B LU tert-TFI 4-[3-(A PF P HILKRZIV)-T-
{LCRY ZUNABAXFIV)ZIVKZINFAF ]G F2}-2-F 7 FI]-3,6-P R
OEY YY-1CH)-AILRFT L —~(0.228 g)IZ, BE R TS LY
ZFRH2@ml)zMAk, RIERARIE., BRTIEE#LRL . RIERRARIC,
E7TZ0-2-4)b(27a~NFVIV)RRAT 4> (0.032 g), Pd(0Ac),(5 mg
)EMA, BE., RISRREZZRTIOEER L, RINEEYZ80C TIRFEE
L7z, BRICEL. K (0.8 mL), KPO, (0.28 g). kU oOAFUILK
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[0108]

[0109]

274 (0,025 g), Pd(0Ac), (B mg)B LT 1-[3-4-TOET7=I)-1,2,4
~FF Y I TV =M N]-4-[2-(4-T7 A 0T T ZIW)IFIIERST T Y
(0.19 g)ZMA, 80CTHREBH L, RINEEWZCHCL;(30 mL) THIRL 7%
%, KQ0 mL)ZEmMASESE Lz, BRELZDBEL. NgSO, THRIRE, RE TRNE
L7ize BoNEEREEZS) ATV ASL7AOY NI 57 14— (CHCL;/MeOHZR)
TRHEL., tert-TFI 4-{7-[4-6-{4-[2-(4-T 04O 7 =)L) T FI]E
RSIV-1-A)V}-1,2,4-FFH TPV —)L-3-14)L) 7 T =IL]-3-(X b F
HIVRZIV)-2-F 7 F)}-3,6- e RO D U-12H)-AIKRF L — K (0
074 mg) = EBEWE L THE,
SLEHI5 G

BRFHKT. tert-TFI 4-AFLVERYIV-1-HIERFS L — M (2
40 mg) DTHFAR(1.20 mL)IC0.5M 9- RS ES - O[3.3.11/ + Y THRAR (5. 0
0 mL) = MABFEMEBER L7ce RIGRICAFIV 4-o00-2-{[(~M) 7IF
OXFIV) ZIVEZW]IFF IR Y T— (323 ng), K;PO,(538 mg), PdCL,(d
ppf)CH,CL,(62.0 mg), 7K(0.845 mL) %N Z80°C TI2BFMEIRIE L /= RISHRIC
K%M ZEtOACTHIH L7z, brineTH#% L. MgS0, TEziR1%:, JREILIEMEL.
BEBEV)ATNAS L0 NI ST 14— (Hex : Et0ACR) THER L. tert-
TFIV 4-[6-700-2-(X bFIAINRZNWIRY ILIERY D U-1-HI)LK
FL— (184 mg) = FHEHMRY & L THEE,
H4E45 6

tert-7FIL 4-[6-E ROF-2-(XA MFTHILRZI) T T Z)V]-3,6-
EROEY D Y-1CH)-AIERFL—b(5.339), 1,1,1-8) Z)LAO-N-
ZTZI-N-L(MN) A OXAFIL) ZIKRZIVIA GV 2KV T 2 K(6.30
g). XRUDIPEA (d=0.742, 8 mL) DDMF;AR (50 mL) % =58 T 6 BEEIRIE L 7,
RIGHRICEtOACZ INA THitH L7z, BHEIE. 7K. brineTHk# L. MgS0,TH
12, BETEREL. SOoNEREEZYYATIVASLIOXRNT ST 14 —(
Hex/EtOAcR) THEB L. tert-T7FIb 4-[2-(A RF P HIARZIL)-5-{[( K
ZULAOXFIV)RIINEZN]IFF 27 Z)L]-3,6-F KOEY ¥ >-1(2H)
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[0110]

[0111]

[0112]

[0113]

[0114]

—ALRFOL—R(6.7 g)eEEBRYE LTR/E,

SHEH) 6 DHEERBRIC LT, BERICHTRIER6-1H 5 RIEHI-26D1L
B EBLE L7,
SLEHI 7

-[4-2-7 T ZINIFN)ERS T U-1-A V]-1,3-F 7V —=IL-2-7 I (
475 mg) RU2-7OE-1-(4-JOF 7z =))IT 4 /> (460 mg) %n-BuOH(6
mL) FOOC TR L7, RINEEMEERETHS L. EtOH(5 mL)
EMATHENE 2B L, E5NEKREZEIOHTH%E L, 40CTRETEIE
L. 6-(4-7 07 x2)-2-[4-2-7 2T FIV)ERZ I V-1-1)L]1A
2412, 1-b1[1,3]1F 7V — L (731mg) & LEER & L TR,
H4E451 8

-7)A0-2-[4-(F Sk RO-2H-ESV-2-1 LA F)T7 =LY
TIV(7.20 g)DDMSO(72 mL);BRIC 1-2-T7 T ZIITFI)ERS T (9.93
mL) RO K,CO05(7.26 g) =N A 140C T0B5EBH L7z, ERETHAE. R
IEEYICAK(100 ML) ZMA, £URNBE DL, BONEMAKRZIPET
e LRIC, BRETACT—REELT, 5-[4-2-71ZILITFIL)ERS
JU-1-A)L]1-2-[4-(F Sk RO-2H-ESV-2-1 LA F)T7 =LY
YV (10.06 9) %187,

BLEFIBD AL AKIC LT, RERICTHTEEFS-1- 5 81EHI8-26 D1t
B EBLE L7,
B854 9

-7)A0-2-[4-(F Sk RO-2H-ESV-2-1 LA F)T7 =LY
3T (500 mg) DNMP(2.5 mL)&EMRIC (2R)-2- X FILERS > (547 mg) KUK,
CO; (1.26 g)ZMNA140CTORFEIREHE L, IHIC. (R)-2-AFILERTY
> (547 mg). K,00;(1.26 g)ZiBAN L. #&EB#H L7, RISKICbrine(10 mL)
. KO0 mL) =hiA. EtOAcT3EME Lz, BHEIE. brineTAEZESFE L. Mg
SO, TEzIR1%. RETEMEL L, BONAEKED CHLLA®RB.5 nL)IC7 =
W7 7T E R(Q245 wl), NaBH(OAc); (502 mg) ZANZ T, ZE T
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[0115]

[0116]

[0117]

[0118]

WP L7, RISHRICsat. NaHCO, KB AW > < Y &MNA.  CHCL, T2E1E L
Tco BHEEIIMGS0, TEZIZE L., B 5N 7-FE% (Hexane : CHCL; : EtOAc=1:1: 1
H50:70:30FT)THRELS-[BR)-3-XFIL-4-(2-7TZLIFIL)ERS
JU-1-A)L]1-2-[4-(F Sk RO-2H-ESV-2-1 LA F)T7 =LY
I (600 mg) B,

SHEFIODHEERERICL T, BERICHIREFN-1DLEMEREL
5515110

3-[1-(tert-F M F T HIARZI)-1,2,3,6-F S ROEY P U-4-1 )]
-4 -{2-[4-(2-T7 2 Z NI FIW)ERS T U-1-1 L1414 T4 V[2,1-b]1[1, 3,4]
FPITI=I-6-A NI ET T Z)-4-HIKRVEE(1 g). BOP(768 mg), DMF
. DIPEA(d=0.742, 662 wl)DEEYZ=RET 1 EEIRE LA, EFELRW099
/401082 DEFEGIZFS169DLEW(1.50 g) & NA, TETREEHELE, K
JEARICEL0AC (100 mL) Z N A % Uiz 2HLL, RET. 3BFMERIE L 7,
T DR % B (MeCN = H0=1: 1)(TFME L7, M NaOHZKAR & N 2 T
LAMNSKTHERLE, COBRKREDSHELS LIVOXY NI S 714 —%5HW
THRR L% REREL, REGA0DLEW(.76 9) &8k,

BEFNODFEEERKICL T, RERICHTEEF0-1H510-24RVEHE
BI10-26H° 510-33DILEM = HIE L 7=, FIEHI10-251F, HERNCE LT
ETHRERBZT 2706, ROTRIEAIBODFEICELCTRILIETEL
EgE BRI i, 2Rk, 8@2EIOY NI ST 1« — (A I1E0DS
ASLIAR KNI Z 71—V )V AFVAZLIORMNIS 74 —)E. EF
DILZRERUOABRMEDOEERE L < EERBAICKEEHDOFE. Fidzh
ICELCEREDI S, LEMICELAEAEZEERL TiTR >,
LSBT

S5 FI33-24D &1 (451 mg), BOP(328 mg). DMF(6.77 mL), DIPEA(d=0.7
42, 282.0 wL)DEEMZERT 1 RERER LA, RINESYICEREARIW09
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[0119]

[0120]

[0121]

9/401082 DEFEHFS169DLEH (642 mg) 2 MA B TREEIL LE, R
JSARICEL0AC(300 mL) 2 MN A &£ Ui & 2E L 72, 5 ERY DMeOH-H,075 7k
ICPd/C(225.5 mg) DMeOHFR Z MM A . HFEKHP TOREIRIE L, I HICKR
ISEEWICPA/C(90.0 mg) ZBML T 7 REEHLE, RBEEZEZSA L3518
(H0 : MeCN =1 : N THWI AL, PHBZBIRETEELEE. EohkEA
AITH,0 : MeCN=80 : 20 & 1M NaOHZAARZM A, ODSHS LI AR NI ST 4 —
(H,0 : MeCN=80 : 20520 : 80F T) TR L. REHN1DILEY (356 mg) %15
7=
S5 H12

2-(4-7oxEE)Pr-2-4))-1-[4-(F hZE FO-2H-EZV-2-1 )L X *
)7 TZNITH )Y FF L (1.6 g)D CHCL(16.0 mL)R%&RICDIPEA(d
=0.726, 1.71 mL)ZMNA. KB TFTFAA(d=1.49, 865 uL)&@ T LA, RIGE
EB¥ETC~10 CTIB/E, KA T C25RBM L7, RIEES0 nLd KTk
B U1k, BHE%R. MgSO, TRZIRE., BETERMWLE, VAT NAZTLY
A~ ~J274—(CAHMR ; Hexane:Et0Ac=80:20) TR L. 4-70E-2-{3-[
A~(FhZEROH-ESV-2-4 LA F2) 72 Z)]-2H-TP L v-2-1 )L}
B (1.38 g) & mkME S L THE,
SEHI13

ERFHESTT. 5-70F-2-[4-(F b5k RO-2H-EZV-2-1 LA F)
JIZNLIEY T V(.20 g), 4~ oONFUIN-4-X NFIERY T VIR
1= (1.26 g). Cs,C0,(5.26 g)D ML T AWK (12 mL)IZPd(dba),, (413 mg), BI
NAP (671 mg) = =R TMA e RIVARIE, MERERL, ERITTHAL
. RIGHRICCHC LK Z N A THB L 7=, BHEEIXbrine T L. MgS0, THz1E
%, BETEHEL. B8oNEHRIZIPEICEBI B, 09BBH LA, Bk
IPETHERUMAKRIEL, 5-(4-> 2O~ FII)-4-X NFER) D V-1-4
W)-2-[4-(F FSE RO-2H-ESV-2-/ LA F2) 72 =)LIEY) V(632 m
9) AR BEEKE LTEK,
LS 5114A
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[0122]

[0123]

[0124]

tert-T FILA-{4-(X RF L ANRZW)-4 -[6-(EXRZ I V-1-1 L) EY)
TUV2-AMNIET T34 )-8, 6-Y e RO Y Y U-1(2H)-A IR F
2 L— b (400 mg), 1-(2-7OEFIFIV)-2-AFILRVE (215 mg), K,C0;(1
99 mg), NaI(162 mg), DMI(13.3 mL)DR&Y% 140°C C20RERAEBIE L1z, %
%, EtOAcTHIRL. sat.NaHCO, KA THiFE. MgSO, TEz MR L7z, BAE%
BETEER. BEEVVASLASLIOX NI ST 1 —GEHMR ; CHCL;
Et0Ac=100 : 0/ 53 : 1EXT) THRE L. tert-TFI4-[4-(X MF T HILKRZ
W)-4 -(5-{4-[2-(2-AFIN 7z ZIW) I FNIERS T U-1-/ LIEY I TV
2-M)ETZ7zZ)-3-14)]-3,6-k RO P U-1CH)-AILERF L —
k(160 mg) =137,

SHEFITAAD FEERRRIC L T, REBRICT T EBEEHI14A-10 5 HIEHI14A-1
bDbaaRE L, B, BRI, Hd. 25lERk. &EsE 07 b
TJ274—BIZEDSHAZLIOR NI S T4 =) AT VAT LIOX
NTS74—)%F. BEOLCZRERVAPMEOEENE L  ETEEHICE
BOHE FLEFNCELLBED> S, (CAMISELAAEEBERALT
T8 >7,

45151148

KAEFT. MV R-4-[3-(4-TOEF7 2 ZI)-1,2,4-FFH 27V —)L-5-
ANI¥ o anFH /=)L (200 ng). CHLL,(2 mL), AgOTf(310.06 mg), 2,6-
Ttert-FFILE) £ (d=0.870,306.2 ul)DEESWHICI-T— RTO/8U(
d=1.743, 109 pulL)ZMA. 109¥EH Lz, BRICE LIRFEER L. RIK
BEMEtE T4 MEBLE., 2K %Z 1M BEEK. sat.NaHCO7K, 7K. brineT
B L. MgSO, CEIREBETRMB L, BBEEY VAL LASLIOR NS
574 — (AR ; EtOAc/Hexane) THER L3-(4-TJOET7 = )-5-(hS ¥
Z-4-FORFLLoONFUIN)-1,2,4-FFH STV — )L (168 ng) & F
B & LTHEE,

SHEFITABD FEERARRIC L T, REBRICTT BIEHI14B-10 5 HEHI14B-4
DILEMERE L T,
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[0125]

[0126]

[0127]

[0128]

5 15114C

NSV R-4-[3-(4-TOF Tz ZI)-1,2,4-FFH I 7V —)L-5-1 )]V P
OANFH/—)L (200 mg) E1.0MD NY TFILAFY 9L FS57)040
RAL—hDToOO0xy VAKRAN L) DREMEERTRERER L, KRG
WICKZ MM AEtOACTHIE L7, BH#E%. K. brineTHE& LMgS0, THZIE L
=, BRETEBBLBONEKEEZSY AN AZLIOR NI ST 1—(A
7R ; Hexane/Et0AcR) THER L BMIS-(4-TOET7 2= )-5-(h 5 R-4
~TRFIIIONFUI)-,2,4-FFHTTYV—)L(173.2 ng) Z HEBEK &
L TF7
S HI15

tert-7FI 4~ ROFTERY I U-1-HIIERFT L — (300 mg) DTHF(
3.0 mL)ARICOC TAG,0(690 mg) MM A, 6-TOE -3,3—IYXFLrON
Ft (640 mg) DTHEARZMA Tz, ERTHREEBHRLALEZ2BL., 2KR%EL
OAcTHRF L7z, BHEIEbrine THF L. MgSO, TH IR, RETIEHEL 7=
SYRTFINIATNT ST 14— (ALK ; Hexane/Et0ACR) TR L., tert-7
FI 4-[(4,4-OXFILooanFo-2-T-1-4JL)FF]IERY I U-1-
HILRFL L — (121 ng) Z MEFRREKE L THEL,
51516

tert-7FIU 4-[4-(tert-T MF L AIRZWN)-4 -7 ) ET 2 Z)-3-1
L1-3,6-Ye ROy Y v-12H)-ALRFIL—b (3.2 9), e ROFIIL
7 X ViEREIE (1038 mg), NaHCO, (1751 mg) & U*MeOH(48 mL) DR & %80°C T
GREFRIIEIE Lze RIVRICKZIN A, EtOACTHIE L7, BHEEA. /K. brine
THH% UMgSO, TRZME L7218, RETRML. tert-TFJL 4-{4-[7X/(k
FOF2 A4 I /)AFIV]A-(tert-T MERTAILRZI)IET 2 Z)L-3-1 )L}~
3,6-k RO IU-1CH)-AILARFL L — (3.2 g)xABEKE L THE
7=

BE16DHEEBERKICL T, RERICTHTEER16-1H 5 HBEFI16-30D1k
aMERE Lk,
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[0129]

[0130]

[0131]

[0132]

SERFIT

1-[A-(RV2FF2)T722)]2-TOEIY > (2.48 g), b-7OE-2-
BTy 730 (165 g), RU95% EtOH(20 mL) D RItE &Y % RIS
I5IC60C TSI LT, BUS LR, EME BEL., 2-[4-(RVY
WAF2)71Z0]-6-7T0FA4IFYV[1,2-a]EY IV (2.76 g)&EKE L
TE
£E15118

4-70%F-N-({[4&-4-7007z2)L)>2O~NF VW) AVRZIIAF
IRVEVHIEFS A4 IH I K(862 mg) RUDMAC(8. 62 mL) DEESH%120C
TORFEHRR L, RISHEERICE LKEMAI0DEE Lz, s 2E
L7té, BERZEL, 3-4-JO0E7x=)0)-5-[4-4-2y007 =) > s
ONFIIVI-,2,4-F %GV T7V—)L(732.9 mg) ZR—I 2 BOHKE LT
57,

SLEBNBD AR EEMRICL T, BRERICTTRIEH18-1H 5 EHEHI18-220
bEMess L,
4519

BRFEKT. 4-70F-2-3-[4-(F+Z RO-2H-EZV-2-1 LA F2
)7 T ZIIV]-2H-FP2 L u-2-4 )L} EY 2> (1.36 g) DMeCN(13.6 mL)&M®IC F
eCl,(46.1 g) Z M A A (60°C) T2RFEMBUBH LT, =R X THHAIER. MeCN
ERETEMLI, BoN/=FEEACHCL,(200 mL) IC3ARE L. 7K (100 mL) %N
Zlco E34MTHBLT. NAYERW, 2ROBEEEZIBHL. KE
%CHCL;(50 mL) THIE L7z, KR EH O, MgSO, TEIEME, SEMERNIEL
oo DR, 2REBEEEBEL, MEBMZEY ) AT IVAS Lo O7 b
7574 —(AHK ; Hexane : CHCLy= 2:1) THRL., -7 0F-2-[4-(T +3
ERO-2H-ESv-2-1 LA *>) 7z )]1EZ V001, 5-al€Y > (860 m
9) 157,

[0133] &LE45120

4-TOF-N-[(FSVRA4-AFIONFIII)AILARZILIRY YV ER
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[0134]

[0135]

[0136]

SR (300 mg), P,S;(216 mg) RUTHF(6 nl) DR REAY) % 50°C ThES R
U7, RIGHRICIK, M NaOHZKER (420 wl) ZERM A, ERTI5oHEH
L7co £z 2B L. BETELEL. VATV AZLIOXNT
S 7 4 — (AR ; CHCL; : Et0Ac=20 : 1) THHE L. 2-(4-7OE7 T =)L)-5-(
NS YZ-4-AFNSoO~NFII)-1,3,4-F 77V —)L (223 ng) 5 (A
Bk & L TE 7,

SLEF0D AR ERBRICL T, BERICTHTEEF20-1DILEESE L
726
BEH21

4-7OF-N-[2-(4-> o anFUI-4-X hFTERY I U-1-A/)L)-2-F F
YIFLNIRYZIF7ZIRA.679), EYT(16.7 nL), P,S(1.70 g) DEESY
Z100°C CORFEEH L7c, RIGRICKZIMA, 1M NaOHKAR TIREEM S L
T, 150\ L, RISKE%E CHCL,THH L. 1M HCLZKT2[E], K, brineT
MR %% L. MgSO, TEZIRHE. RETRME L 2. F5NEEICMeOH% 1N A AT
EH%E DI L7z, FHABEMeOHTHA ., RETREL, 1-[2-4-T0ET
ZIV)-1L,3F TPV = ]-A-2 JAanFUIb-4- X M F I ERY DU,
25 g)ER—IaBEKRE LTEE,

S5 15122

JO—T7Ry VAR, BRIMFCRELAZZEIAN R THEKCCL; (7
62 @) BN B Lz, ZRAMRYAESTO—TERY JADSEY H L.
RAETILITVTEBR L, JRVHPICEKTHF 20z, RISEEY%.
FRETREHLCBR L, RISRAIC, -RYFIAI TR LTORA
RD2.MDY TFILT—FIERA5.5 nl) #1093 MFTMA T, KEERW
TRBRZICCLUTICR >, RIGEEWIEERTIHFEBIT L, tert-TF
WAV ER)DU-1-AIKRFI L— MO THEAKRE RIGEEYIC159
MFITHRML, KBERWT, REBEIOCLUTICR> 7, RINESWIL, 4T
TI.OEEE®R L, RINEEWHIC. 10% Bz >< UYMA. RIVEEY
([ZEtOAc 2O L7, BHEIZ, KEbrineTHi% L., MgSO, TEIEX B/,
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[0137]

[0138]

[0139]

[0140]

2%, EREBETERBLE, BB, 2UATSILVAZLIOCNI ST
14— (YAHFI 120 g: AR ; Hexane : Et0Ac = 95 : 6575 : 25F T) T
FBELL tert-TFI 4-E ROFU-4-RUFILERY S U-1-AILKRFY L —
h(5.16 )z BBEKE LTHE,

SHEFI22D FEERERIC L T, RERICH T BIEHI22-1H 5 BE6122-4D
LeEmaERE LT,
£iE 15123

2-(4-7OE7x=I)-1,3,4-F XY TV TYV - ILOEBARICEF R (251.8
wl) ZZFRTIODAMFTTINA L, ERTI.OEEY L, RIGKZ, 50°CIC
SRLUILOEFEEH L, RFR%Z(114.5 pwl)EML. 50CTOR@EIBIHR L, K
IRICRFZRZ (114.5 wl)&NA50C CHRSEBR L, RISEEZERICEL
« 1M NaOHZK;A#R (200 mL), Et0Ac(200 mL)%=fNA 7=, BMEZDBEL. M N
aOHZAGER (100 mL) THe3%E L7, 10%Na,S,0.7K8 MR, K. brine THE51%. MgSO
JCERWEBEL, BETERBLTIEONLEREZY VATV AZ LAY NI ST
4 —(Hexane:EtOAcR) CHEEIL., 2-7O0%-5-(4-JOF€7x=))-1,3,4-7%
FHITV—IL(404 mg) e HEEKE L TE,

BLEFI23D AR EERKIC LT, BERICTTEERI23-1H 5 BiEFI23-20
LeEmaERE LT,
£iE15124

FPILIVFEREST. 4-4-70F7x=)V)-1,3-F F4%—)L (787 mg) &TH
F(17.3 nL) DEEYICHE-65~-60CT LHMDS (4.7 mL) #89AMF T F L
Tz RIGEEGY%EMCN/ RS A 74 R/INReh, WR-43CTIOEHE L, ~
FHoOOTHv(1.66 Q) ZMATERICHRE LIEEER L, RISKICELD
AcEKAENMAT, BHEEADEE L. 0. IMEEE/K, brineTiEE L 7=, MgS0,TE
BLUEBHELZ, BBEYUASNAS LAY NI ST 14 —THEE L (Hexane
/Et0AcR) 4-(4-7OE7 x=)L)-2-/00-1,3-FF %Y —)L (630 mg) =8
BEKE LTHx.

[0141] SHERI25



WO 2012/115159 53 PCT/JP2012/054301

[0142]

[0143]

[0144]

OCICTI-RYIN-4-[3-(4-7 AT 72 =)WV)-1,2,4-F FH T 7 —)L-5-
ANIE) =9 AT O R(1.24 g) DMeOHE KB ICNaBH, (198 mg) &4 L
TOMATz, BERORIGEBERZFRRTIRERBRELE, RIGESYHICERK
DONHLCLZI A, BETAEZEE L, BAICKZMA, EtOAc:THF=4:1DF
WERBWTHHIREET 7. BMEAbrine T L. MgS0, TEIRE. SBE
TREL, BEEYASILAS LAY NI ST 1 —(GEHR; Hexane:Et
0Ac=80:20h" 560:40F T) THHEL, 1-RYII-4-[3-(4-TOET T =IL)-1
L2, 4-F X7 —I)L-b-1JL]-1,2,3,6-F RSk ROE) T (0.39 g) %
BEEBRYME LTHEL,

45515126

5-70%-1,3,4-F 7TV —I-2-7I(26 g), 2-70F-1-4-70%F
J7IZIV)ITH ) V(401 g) Dn-BuOHMDREER (780 mL) % 125°C T20B5 R 1B
L7ze RIESYDIE. BUS L724ELOH(1600 mb) (T3 X, 2BSEIBHE L /215,
W LEWH%E 2Lk, BREELOHICTHE#EL2-70E-6-4-70FE7 =
VA ZFYV2,1-b][1,3,41F 77V =L EAE#HKR(38.3 9) B,

B H127

BRJFEST. 2-[(6-7OE-1-2700-2-F7FI)AFV]1F Sk RO-
2H-ES > (54.5 g, RIBENY AV 7O (44 mL), THF(550 mL) & BE
H7c, 2.76M n-BuLi D-~F4 &K (69.4 nL) % PE-65~-60°C T304 HMIF
THETL. EBRICFRELANS 1BIFERE Lz, RIGHKRICMeOH(30 mL) Z 10 A
TBSREREH L7, brine(400 mL) ZANX. 1MREE/K TpH=4ICFREE L 7=, EtOAc
(1000 mL, 500mL) THIH L7z, BHE%Dbrine(400 mL) TH%E L. MgSO, T 4R
%, BETEHEL TELBREICAFY (600 nL) X THHEME 2B L
%, BEREL. [5-700-6-(F bZ RO-2H-EZ V-2-1 LA F)-2-
F7FNIROVEE(46.7 9)x ABERKRE L THRE,

5515128

EROFSH—RVAIVv Y 7031 K (5.00 g) DDMF(25 mL)iBR

IZ. BCTI-7OE4-EZIRVEV(5.41 g)&MNA. #E\LTNaHCO0;(6. 16 g)
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[0145]

[0146]

[0147]

KBEREHET L, BEEHR L, RIBEEWICKEZMA, EtOACTHHEL, &
MEZRBRETEMELL. SoNEREBEE ATV AZLIOYNTZ T4
— (AR ; Hexane:EtOAc= 90:10) THEL., 3-7O0F-5-4-7O0FE7xz=)L
)-4,5-T b ROq4 YV FHY—)L(7.14 g) %187,
SEH5129

BIATREEF MY T L(957 mg) EEEER T >~ = L (345 mg) DIKAMKIC te
rt-7FI 4-[2-(X R F 2 HIRZIV)-5-(4,4,5,5-T b T A FIL-1,3,2-
FFHAROSV-2-1I)7=Z)V]-3,6-k FOEY OV-1CH)-AILKRF>
L— bk (1.32 g) DEtOACER A M A CIARHER L, #THEM% 25 L TELOA
CTHEF LTz, PREXFRZEDOETHRL. BHEE %5%Na,S,0,7K AR, bri
neTHH L. MgSO, THIRE L, IBMETIRMEL /218, MERYMEF. HEHRY
EVYATNAZ LA NI ST 14 —GEHI ; CHCL;:MeOH=100:0 A 590:
10FTHCTHREL., 3-[1-(tert-T hF T HLKRZIL)-1,2,3,6-F hSER
O Ov-4-A4)L]-4-(X MF2HIKRZI) 7 2 ZILROVER(860 mg) %
57,

FLEFRID R ERBRICL T, BERICTTRERN2- 10L& EEEL
7=
£1E 5130

tert-7F I 4-{3-[4-(6-7OO-6-{[( M) ZILABXFI) RIVKRZI]1F
FUI-2-FT7FN)T7 TN, 2,4-F FH I T —I-5-A LI ERT T V-]
-AILRFS L — (850 mg), DMI(56.7 mL), Pd(0Ac),(34 mg), Et,N (d=0.7
26, 935 wl), 7ANRV-1,3-VAIER(ZTTZIRR T 14 (125 mg) K
UMeOH(22.6 nL) DRISEEM%E., —BILRFTRELL, REEYIE. —
Bk REHET T CoRESC T Lz, RINESMEAERETAAML. K
(200 ML) ZMNZ 7o RIGSEEWZHBL., BONERZKTHESELL, E
K& CHC LICRR S B/c, BB NS0, TEIR%E. SBRETEME L, REEY
Jasnoaxw NTS5 714 —GaAHAKR ; Hexane:CHC 1;=50:50A" SEt0Ac : CHCL,
=16:75F T) THER Ltert-TFI)L 4-(3-{4-[5-/00-6-(X hFHILKR=IL
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[0148]
[0149]

[0150]

[0151]

[0152]

)2-F 7 FINIT TN}, 2,4 A F YTV — -5 ) ERS T V-1-A
WiRF S L — (440 mg) zABEHKE L THEX,
5515131

tert-7FI 4~ ROFT-A-RUFILERY TU-1-HILKRF> L — K (59
0 mg) & THFIZ3ARR L. K35 TNaH (60%MMERRE, 130 mg) Z AN x. ZBTIRSR
B L, RBEREZKSL, 3—RKXA45>2(0.925 g) & MATHRER# L.
IHIC, ERTOHFEMIE LA, RIBRICKZMA, EtOAcE K THEL. K
EB%ZEtOAcT2EME L7c, EEDBHEZbrineTHE L. MgSO, TRZIE L =
%, BETBEL. tert-TFI 4~ X MFI-4-RUFIERY I V-1-H)L
REDL— M50 mg) = MEFBHHRME & L THEX,

SERBTDAEEBRRICL T, BERICTTRIEHI31-1H0 5 REHIS1-5D
bEMess L,
41545132

6-7t hF-2-F T FILEE(5 g). TBAI(12 g) %R U'Pd(0Ac),(500 mg) CDDMF
(100 mL)ARHICNIS(S 9) MM A7z, RIGARZASTTFERH L7c, RIV
SEEYWHICNIS(S )& MA, 45°CTI2BRIBH L, RIGEA®PIC, NIS(5
9) R U'Pd(0Ac),(100 mg) ZhNZ. 20B5REIREI%,. Pd(0Ac),(100mg) K TNIS(5g
JEMA, A8BEREEBIT Lz, REVEGHMEZOCETRAL. KLO:EMA T, R
JISERHBIC, MelZzMA T, ERTINEEBR L, RINEEGW%ZEt0AcTHR
Lo BB ANa,S,0, AR, M NaOHAGER, H,0. 0.05M HCL 2@, HO, N
aHCO, KB MR, brine T4 LNa,SO, TR IR BRET R L=, BohicEE%.
SORTNAZ LAY ST Z 74— (AR ; CHCL;, Hexane/EtOAc) THEH
L. XFIL 6-7ErF2-3-3—R-2-F7 hIT—b(6.37 9) =R HYPDEX
YOEBERE LTHE,
SLERI33

AFII 3-[1-2-e kOF>PTFII)-1,2,3,6-F b ROy Jv-4-4
W14 -(2-[4-2-7 2 Z VI F V) ERS T U-1-1 L]1 T4 VI[2,1-b][1,3,
AFTPIT) =61 IIETZ T ZI-4-ANEKRF2 L — (164 ng) DT 7 F
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[0153]

[0154]

[0155]

2 AT IM NaOHZK 2GR (2. 52 mL) % /N 2 100°C THRERIHEIE L/, RIS %
ERETHAMLEE, BRETEMEL. K. IMIEKEMAHEZIE Lic, #7
H%E ALk, BonBRIFIPETHAE L, 3-[1-2-E FOF> T FIV)-
1,2,3,6-F Sk ROEY S v-4-A L]-4 -2-[4-2-7 2= LI FL)ER
SIOV-1-A NI 2 H V2, 1-b1[1,3,41F 7TV —=I-6-1 LI ET T =)~
4-H IR VEE(151 mg) 2187,

BLERIIBD TR EBRRIC L T, BERISRTEERS3-1H 5 EHERI33-135
DILEMERE L, AL, HEFI3-250LEMIE, BEFIS3OHEICEL
THKD R, RIBBICKZMAE it ziBE L TE 7k,

EgE BRI i, 2Rk, 8@2EIOY NI ST 1« — (A I1E0DS
ASLIAR KNI Z 71—V )V AFVAZLIORMNIS 74 —)E. EF
DILZRERUOABRMEDOEERE L < EERBAICKEEHDOFE. Fidzh
ICELCEREDI S, LEMICELAEAEZEERL TiTR >,

5515134

0CT2-3-4 v AaRF> 7T =I)TH J—IL(200 mg) DCH,LLIEMR (2 mL
Y, TR-Y—F 2 R)LI—TIF(56b mg) = MMA., ERT2SEERL L
o RISBEYIC, sat.NaHCO, KA (5 mL), sat.Na,S,0,7K&7 (5 mL) & Hn &,
CH,CL, (5 mL) C2EHIH L7, BHEE ZMgS0, TEIRME, BMETRMEL 2, &A
EOVATNASLIOXY NI ST 4 —(CAHK ; Hexane : Et0Ac=90 : 10/
570 :30FET)THREL, G-IV 7ORFI7zZII)7EMZILTERATS

mg) & | EHIRME & L TR,

SLERIBAD TR ERRRIC L T, BERITRTELERS4-1H 5 BERI34-30D
temaEsE Lk,

SLEHI35

DMF (2 mL)eh, EHFEFI161D/LEY (110 mg), BOC,0(19.9 mg) & UDIPEA(d=0.
742, 31.8 ul YOREEME2SC TASEER L, RISEEYZEL0AC(2
0 nL) THIRYT 2 EMBMAEL, 2EM UK, BONIEHREZEIOACTIREL
THIERFI3DIL &P (102 mg) & 1572,
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[0156]

[0157]

[0158]

[0159]

[0160]

555136

CH,CL, (65 mL)dh, XFJL 2-/O0O-4-E ROFI Ry I— K (8.73 g),
3,4~k FO-2H-EZ > (11.986 g) R U'PPTS(4 g) DREW % =R T 188+
B Lk, RIWEEGYZEtOACTHIRME. sat. NaHCOKBAR THAE L7, DB
L7=BEHE%=brine THE L. MgSO, TRzIR1E., IRETEML. BonREE%E
S)ATNAZ LY AT k(Hexane:Et0Ac=9:1)THEH L., XFI)I 2-/00-
A~(F S RO2H-ESV-2-M LA FI)RYYIT—K(10.6 g) EFEEMIR
& LTHE,

SLERI6D A EERRIC L T, BEERICT T RIEHI36-15 5 BLEHIS6-3D
bEMess L,
SHEFI37

KAET, NIV R-4-[3-(4-TJOFET7x=)-1,2,4-FFH 27V —)L-5-
AN sanFH s —)L(410 mg), RV 2,2,2-")ysO0Td A=
7 — ~ (545 mg). CH,CL,(6.15 mL) DEAHIHICTIOH(0. 0553 mL) &M A /=, 2
RICFR L2ESEEHR Lz, RIGRAZEtOAcTHIR L., sat. NaHCO;7K A& % A0 A
T=o BHEE%brineTH%E L, MgSO, TEIEL /=18, BETEMRL. BEEY )
ATNAZ LAY NI ST 4 —(CAHR ; Hexane : Et0AcR) TR L. 5-[
NSV R-A-(RUINFFI)oONFII]-3-4-TOFET7=)L)-1,2,4
~ZFFHITYV—IL(293 mg) EABEEKE L THE
41515138

2-[A-(RV I NAFV)T7 2 ZIIV]-6-[4-2-T 2 Z LI FI)ERZ T V-1-
A1 24YJ[1,2-a]E1) ¥ (270 mg). 10%Pd/C(294 mg), MeOH(8.1 mL)
. THE(5.4 nL) DREMEI[EDKRT. ERICTHREREBR L, BAEEZR
ETFEMEL., 4-{6-[4-2-7 VI FII)ERZ I V-1-1)L]I1 T4V, 2-
al]E ) I v-2-4 )L} 7/ —)L(194 ng) ZREBEKE L TH,

BLERIBBD AR BRI L T, BERICRTEEHB-10LEMESLE L
7=
SERHI39
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[0161]

[0162]

[0163]

[0164]

EEKERFHIT. RVIIL bSURA4-G-XFILTrFV)vrOnF
o AILRFS L — M (700 ng), EtOAc (19.5 mL), RKRTPA/C 10%(50% wet 7
0 mg) DREMEERTEIFEE® L, RIEREEZ A k558 L TPJ/CERR
EL. RERETEEL., bSUR-4-B-AMFTThFU)oONFY
YHIVR V(470 ng) Z HERER & L THEL,

SHEFI3OD FEERERIC LT, RERICHA T BIEHI39-1H 5 HHEHI39-3D
LeEmaERE LT,

HE5140

tert-7FI 4-[4-(A RFTHIRZIL)-4-{2-[4-2-7z =T FIVE
RSIV-1-4 V1A 24 YV[2,1-b]1[1,3,4]F 7T/ —=I-6-1 L}ET =
L=-3-4]1-3,6- e RO IV U-1CH)-AILEFT L— K~ (287 mg) & %
FHYQGH L) IARR L. MHCL/ VA FH > @B.5 ) EMA, ERTIRHE
B L7z, RINESYWEZIPETHRRL, hB¥%E 2B L TIPETHE L. RE
TICEIE LTz BONTMARICCHLLE M X 72, BHE IENaHCO;, brine THti%
L. BEEZRBRETERL. XFIL 4-{2-[4-2-7 2= ILIFIL)ERSY

=AW 14 24 VI12,1-0][1,3,41F 7 7/ —IL-6-1JL}-3-(1,2,3,6-F
fSeEROEY V-4 ET T ZI-4-AILEFT L — K (201 mg) %15
7=

BLEHIA0D iR EBERRIC LT, BERICT T RIEA40-1H 5 ELEHI40-230
LeEmaERE LT,
SLHEHIA0-21FHLERAICE L TRIEZTo72DbE. RIGEEMZRETICRE
L. BEOMEKE LTHEL,

SHEHIA0-1D 540-23DLEDIE. REFIAICE L TRIGZT272Db. 1EEE
BOLEMITRERA0-2ICE U/ FETLEMEZEREL., ZDOMHOELEMIE
BLEGIA0ICE U AETILaY % Bl L TR,

SEHI4

tert-7FIU 4-{4-(tert-T hF T HIRZIL)-4 -[6-(NSVR-4-T hF
AR, 2,4-FF YTV —I-3-4)LIET T Z)-3-1JL}-3,6-¥
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[0165]

[0166]

[0167]

[0168]

EROEYIY-12H)-BILRF L — b (135 mg) RT4M HCL/EtOAc (3 mL)
DEEYEERT2RBEET Lz, ILICSRFEER LA, RELELEE
I, A FH T, 2M NaCO KRR (0. 41 mL), H-T LA L v-9-A1 L X FIJL

200A—Rx—M(55.7 ng) ZIMAERTAREELE L, REBKRICKZD
Aleo M EFEKTeH=2IC3EEE L, EtOACTHIM L7, RIBHEIL. 7K. brine
TH%S L, BHBE%NGS0, THIR%E., RETEMRLL -[6-(FZ5 v R-4-T
Foooankiv)-1,2,4-FFH 27V —)b-3-14)]-3-{1-[(H-7 /L7 L
V-9-A LA NFED)AIIKRZII-,2,3,6-F NS ROEY Y v-4-( L} E
7 T2 -4-HIVRVER(150 mg) = BHEIBIRERK & L TH 7,

SERATDFEERRRICL T, BERICTTRIEHA1-10 5 BEHI4-20
bEMess L,
55142

BUEF10-20D {6 S (2. 38 g) DMeOH/H,0(23. 8 mL/23.8 mL)AMKICPd/C 10%,
50% wet (1.19 g)Z=hiA. H,E#: L T7BSAEIRE LTz, RISEEZEZZ M4 b 38
L7 2REBBEBE L. 85N ARICH,0:MeCN=80:20;A7% & 1M
NaOHZKATR AN A, 0DSAHS ALY M5 7 1 —(H0 : MeCN=80 : 20 520 :
80FT)THRELL, BEM 7SI 3>y OMelNEBETEE L, FEiEE

B L. SER20{EEW (470 ng) 2157,

SHEFIA2D FEERBRIC L T, REKRICH T BIEHl42-1H 5 BEH142-4D
beMaERE Lk, BB BRIE. Hl. 25ERE. 82 07N
Z74—(DSHAZLIAYKTIZ 74 —F BTV ATNLIOXNITZT4
—%)%, BEOLCERERVCAPMEOEEFE L  (EEREFAICEHOHE
 FREEENICELCEFEDOO B, CEMICELESEEZERL TiTR >
515143

tert-JFILERS I U-1-HILRF L — ~(17 g)DCH,CL,(340 nL)BWRIC
Et:N(15.3 mL) &2-= b ORYEY LRz o O1) K(22.3 g) &IKATICH
ATCEIRETISD, ERTAIEER L, RIFNEEMICOTTK(150 mL) %
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[0169]

[0170]

[0171]

[0172]

A, EtOAcT3mimtE L, BAEAHHHE T, brineTHE L. MgS0, TE IR
L7, BEARBETICEREL, BEEY)AXINL 0O TS 7 14— (Hexane
: Et0Ac=70:30 7520 :80TAE)THHE L, 777 avERETICE
L., BAZIPETHRIEL T tert-TFIA-[2-=bOT7 ) RIKZ
WIERS T U-1-HILRFT L — M(31.89) 2177,
515144

tert-7FIL 4-[4-(X b F P AHIKR=ZI)-4 -6-{4-[2-=+OT =)L)
ZIWRZIIIERS S U-1-A JL}-1,2,4-F FH <7V —IL-3-1 L) ET T =
W=3-4L]-3,6- kb RO L U-12H)-AIILKRFS L — (22,5 g) ZDMF (2
25 mL)IZAAR L. KL0,(12.8 g), 4~ AFIRVEVYFA—)L(4.59 g) &I X
TERBT—RE#R L, REGEAYICKEMA. CHCLT2EHM Lk, Ak
B K, brine Tk LMgSO, TEIR1E., RIETIRHME L 7=, RAEZEtOACKIILIC
SBER L. 6EIKEE. brineTiHi% LMgSO, TE 2%, BETEMBLL, BE%
RESYATINVAZ LSO NI ST 4 —(CEHIKR ; Hexane:EtOAc=1:1, JRIC
. CHCls:MeOH=95:5) THEBI L. tert-TFI 4-[4-(X MF T HILKRZIL)-4" ~(
5-ERS I U-1-AJ-1,2,4-FFH I TV —IL-3-1 L) ET T =)L-3-1 JL]-
3,6-Yk ROEY I Y-1(2H)-AIKRF L — b (16.0 9) & KEBEERME
ELTHEE,
5151145

5-[4-2-7 T IFN)ERS I U-1-4 JL]-2-[4-(F h Sk RKO-2H-E
SU2-ANFF)T7ZINIEY I TVU(10.05 g)D T A FH 2 (100 nL) K
BRICKST. oM IREE(18.8 nL) 2N A, ERT2HEBIE L, RISEEY
AT, IN NaOHZKAR TpH=8IC L 7= 1%, £ U7Ek% BEX, MeCNTHi% L
A 5-[A-2-T7 2T FERS I V- NVIEY IV V-2-( )} T T
J—IL(8.06 g)= V) —LBMKRE L THL,

BLEFIASD A ERARRIC LT, BEERICTA T BEH45-1H 5 BEFI45-19D

bEMess L,
4155146
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[0173]

[0174]

[0175]

[0176]

tert-7FIL 4-[2-(X M E P AIKRZI)-5-(F b Sk FO-2H-EF >-2-
ANAFV)7zZ)V]3,6-2 RO Y U V-1(2H)-AIKRF L — b (2.65
9). AFIRYEY LR VEE(328 mg), MeOH(27 mL) DEEH % =R T3
BRI H L, RIGEAYAK(90 L) dISEE, EtOAc(45 ml) THiM L7,
KEICbrineZ AN A, EtOACTHEME Lz, BMEZHHE ThrineTHEFL
. MgSO, THZIE L 724, SBETEMEL. tert-TF I 4-[6-£ ROFS-2-(X b
FOAWKRZIIV) 7 zZ)L]-3,6-2 ROEY P U-12H)-AILRFS L — K
(2.04 g) Z2157=,

BLEFA6D R & ERRIC LT, RERICTRT BIEMI46-10 5 BEHI46-50
LeEmaERE LT,
SEH47

6-{4-[5-(RVINAFV)EY IV V-2-4)L]7 = Z)L}-1-yO0-2-F7
FIL MY TZLAORXY Y Z)LRE— (200 mg), Pd(0Ac),(8.0 mg) & UDPPP(
15 mg) (ODMSO/MeOH(16 mL/4 mL)3&RICELN(d=0.726, 150 wl) =B THX
7o COFESRT. 90C TARFEIBI Lz, RISEMICKZMA THEY % HHL
LTKBEL, REZBEITVHEMKRESL, MEKRE VA5V AZ L0
Y NT5T7 4 —CAEAR ; CHCL; : MeOH=99: 1) THER L., X FIL 6-{4-[56-(RV
IUINFFI)EYITV-2-(/L]T7 zZ)-1-s00O-2-+7 hIT— (143 ng
) &S T,

BLEFATO R EBRRIC LT, RERICR T EIEHAT-15 5 8EHI47-30
LeEmaERE LT,
£iE15148

XFIV A= (T hZERO-2H-EZV-2-M LA F )XV EV(1.37 g).
A-TOFE-2-AFILEY T (1 g)DTHF(20 mL)IAMRICIKAS T 1M LHMDS (11,6
mL) ZNA, ERTREEBH L, REBRICK, Et0AcZ A THEB L, &
BEL, MgSO, T IR, RETRMEL. BohKEEESVATIVAT LY
OY~JZ574—THHRL, 2-4-7O0EY I V-2-1)-1-[4-(F h3 L
NO-2H-ESv-2-4 )LAF2) 7)1 /> (1.91 9) 587,
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[0177]

[0178]

[0179]

[0180]

[0181]

SEH149

SLEFHIS DL A (180 mg) D MeOH/DMF (1.8 mL/1.98 mL) DIERIC (P A b
FOAFI)IIAFNTIV(.63 9)EMATe, RISEEY%Z25T TI8HFA.
ACCOREREBIL Lz, RIVNESHICIM NaOHKEKR (698.7 wl)&Mx. i
BEMITERBTREERR L, RISKRZHML, K100 nl) THIR L. 0DSH
SLY7AY NI 57 14— (pH6.8 buffer, JKTHiEE. 50%MeCN) TIEH L.
BETIRME L2 RIOREEZIE L. REF49DIEEW (157 mg) 2157,
451150

tert-7F IV 4-[(4,4-U XA FIN7ONFR-2-T-1-1)L)FFT]ER
) -1-AIIRFUL—K (810 mg) DMeOH(8 mL)AMKIC10% Pd/C (50% we
t . 50 mg) ZMATKRIGET. ERCHFEEMBETAIT oL, RIGKEE
T34 h2BLTHEZSRHL. 2RZBRETRMEL T, tert-TFJL 4-[(4
AT AFN T oONFUI)FFIIER) D U-1-A)IRET L — b (500 n
9) = EEMKA & L TR,

SNEFISOD AR ERFRICL T, BEBRICTRIEEFS-10LEMAESEL
7=,
BEHI51

4-7O0F-2-700%REBEEL (15 g), DIBOC(16.7 g), DMAP(390 mg), THF (
230 mL), t-BuOH (75 nmL) DBE&Y % =R TAFBEH L7z, RIEICsat. Na
HCO7K = AN A, Et0Ac(300 mL) THiE L7z, BB Z. 7K. 0. IMEEE/K. brine
TR L. MgSO, TRzZIE L 7= RITRIE TR L. tert-TF I 4-TOE-2-
sOaRYYI—N17 Q)%d LYV EOHRYELE L TE,
= i

-{1-LOH-TNA L U-9-1A I A NFI)AIKRZI]I-,2,3,6-7 hFER
A o-4-A)L}-4 -[6-(RSVR-4-A VT RFEI T oAONFIIL)-T,2,
b-F FH T —I-3-4 JLIE T T Z)L-4-H LR VB (402 mg), HBTU(221,2
mg). DMF(6.00 mL), DIPEA(0.237 nL) DEEWM = =R TI0HER L, EIF
AFAW099/40108 5 DR FEFIE S 169D L5 (578 mg) % Il 2 =38 THRFEIHE
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[0182]
[0183]

[0184]
[0185]
[0186]

L7ze TLOICHEWT, JEMIRFTILINER L %2R L, EXRY I V(T
09.3 mg) ZMAERTIORIEH L7c. RISKRICELOACZIMN A £ Ui % 2
ER L7z, KICRRBSIH 1M NaOHKZ BT 2 X TMAT, ZDREYW%EOST
WBEIOKTEBH L0ST ) A4IL80 mLICF v+ — L1, 10, 20, 30, 40%
MeCNJK TERFERIICIA L) L7 RRFEEIE L. ERfTDLEW (472 ng) 2B HE
MERELTERL,
EheFI2H S56DIEEWIFE. ERANDAEERRICL THELE,
EHEBI7

SLEFI42-1 DAL S (50 mg) DDMFIFEHR (0. 75 mL)IC 3-X b F IRV X7
7k F(14 mg), AcOH (5 wL), NaBH(OAc);(15 mg) =Ml A. BRFHK . =
BT OIFEIRE Lz, RIGRICEtOACZMAE UEEMAE 2B L7z, 35
NIREEYICOC T, TFA0.5 mL) &N %, [EIRTO. 5B L7z, M NaOH
KA (6.7 mL)-H,0 (200 mL) (TS T, RISREP > Y EMA, TDOFEF
DSHSLZOYNTS574—(H0 : MeCN=80:20/ 520 : 80% T) TR L /=,
BN 7 50 3 > OMeCNEFEBE L2k, Riafk/E L. ERflTots
M%7,
EheFI8H 532D EMIE. ERAITOHEERKRICL TERIEL %,
EHEFIS3MN 536D LEMIE. BIEFN0DHEERRRICL TRIEL 7%,
EHEHI37

3-[1-(tert-F b F 2 HIAKR=ZIV)-1,2,3,6-7 bSO I v-4-1 )]
-4 -{2-[4-(2-T7 2 Z NI FIW)ERS T U-1-1 L1414 T4 V[2,1-b]1[1, 3,4]
FFPITI=I-6-A NI ET T Z)-4-HI KR VBEL(10.6 g). BOP(8.14 g), D
MF(212 mL), DIPEA(d=0.742, 7.01 nL) DEEWAEZ=RET 1 BFEEHL -,
PR/NFEN099/40108 5 D EIEHIF S 169D (L& (15. 967 g) &I A 38 THREIE
L%, EtOACBL)RICRIGREMAE Uit %& 2ELL, IPEICTHE% L.
BET 3BSEEZIE L7z, KA T, TFA(d=1.480,130 mL) ICIE 5 N=HMKRMA, 2
BRI L7, KA TFTRBRIC CHCL(1 L) &%, EtN(d=0.726, 320.8 mL)
Z, RIB IBCLUTICRBHRICBRERLWP K Y EFE T L, RISREZRBETIRE
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[0187]

[0188]

[0189]

ML, BoNAAAMILEISTEBIELARA S, M NaOHAKER (30 nL) 2 ST
KCALICIMA Tz, I 5I1C, M NaOHZKAER (20 mL) % fMOA. pH=11IC L7, &
DBEREDSHZLIOXMTZ 74 —(HOTHE L. MeCN:pH7 ZHELEENA
=204 H42% L T)2AWTHRE LE, BMMZ3L 77023 vaKILE
FRU. M NaOHZKGER AN A CABRI B, ZOBRKREDSHS LIOX MY
Z 7 4 —(HOTH% L. MeCN:H0=4: 1) ZFAWVWTHIIE L. SRETEML. &G
BrIRIC & Y REFISTOILEY(16.89 ) 87,

EHeFHI38H 51638 L V295D b EWIE. EMRBISTO A EHZERBRIC L TELE
L7,
K HefEl154

BLERI3SDIEEY (100 mg) & &71) 7 % 2 JLERKFHI (30 mg) EMS3A (300 mg
)&DMF (1.5 nL) ICEBI B, REEBTE# L, MeOHTREREFIRL,
MS3AZ BRI L. MeOHTHESH L7, DRE MR EHHOERETIRMLLRER, &
BICEtOAcZ A, T LK% 2E L, EtOACTHEE L7, MERAE IR
. CHCLICREBIE, KET. TRAZMA L, ERICEERLANSIFEBITL
o KABT, Et.NZIIZ, REREZEFELEIEE, BETERBL TELONhEEREAEIC
KEMA Tz, I 5IC, ZORERICIMNAOHKER, 10%-MeCN/H,0% N X A/R X
B, ZOREYMEZODSIER (KM : DS ) A15 L, F+—I1%, buffer, 1
0%. 20%. 30%. 40% MeCN/buffer TIAH L7 (&10R), 750> 3 v % kg
%, HOTHIR., Fr—I% CEHMR ; H0, 10% MeCN/H,0, 50%MeCN/H,0DIE)
A L7, EEERZIE L BAOH(45 ng) A HEHRE L TEL,

E 155

S5 533-55D 1 &4 (50. 0 mg), HBTU(30.2 mg), DMF(750 wl). DIPEA(d=
0.742, 37.2 ul)DEEWEERTIFEER LA, EEQRN003/0683075
DOELEFI20D L&Y (63.8 mg) % H1 A =R TORFEIRIE L2, RISHKRICELOAC
EMAEC7tie B L7z, BERE L THEZEKRZ, KaT. TFAH(
=1.480, 2.00 mL) (CHN A 3BFMEIEIE Lce RIGHR%ET%MeCNK (100 mL) A (T3
L. ZOREWMEIDST Y A5 LoOXKNITZ 714 —THRHLEZOKTE
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[0190]
[0191]

[0192]

[0193]

L 7=0DS> ) A4 L20 mLICF +—f%, 0, 5, 10, 15, 20% pH2. 0DIEEEK
: MeCNR TERBERIICIA L 7). RIERCIE L REFIS5D b &Y (47.3 mg) & #&
BEKE LTHEL,
EhEFI156D 5 164D EMIE. EREBIODTEERMKRICL TRIE L 7%,
E 1165

EHEFISS DL &Y (60mg) DDMF (450 wl)ARICTFIL -7 OETOEL %
— N (5.45 wl ), #KKCO; (11.6 mg) RUNal (6.3 mg) AMNAZ. FERT4
HEHE®R Lz, RIGRICEtOAcZ A E LWz 2L, I FILIRT
VPR E B EHRBL.3 ng) & LTHRL, IFILITRAF Ik %K (600
WLISERR L. M NaOHZKIRHR (420 wl) ZNA, R T2REEHEH L, M
BEETHIZ, DS ) AFZLoOx b TS5 7 4 —TRELEGEHE ; MeCN
: pH6. 86 buffer=27.5:72.5), BHMWEEL TSI a v a2EHKTH2
BICHRLER, DSHZLIOYKNTIZ 74 —ICLYRRIE L., MeCNZIRKET
BE L7tk R L. EHEANSDIEY(15.0 ng) EHBTELT 7R
& LTE~,
= HEfI166

EEGISSDIEEY (100 mg) MDMF(750 wl)FRICT, 3-TO/8v 4L k(9
mg) % A A 55 TR0 L=, 1,3-70/8vH L b2 (9 mg) &5BH0 L.
EIREH20E L. X 5I21,3-F0/V )L b (9 mg) ZBIIL 72 7%. 50C
ICHEL. SHEER®E LA, RISRZERE TBRSHE. KGO mL)Zi0A, 0DS
SYRATNIOAR T ST 4 —(GEHIR ; MeCN : pH 6.86 buffer=25:75h"52
7.5 : 72, 5FT)THHE L, BRMZEEL 7372 a3 v aEHKTHAUSIC
BHIth, DSHSLYVAOX NI 571 —THIEL. MeCN%RE TiRMER. &
EEIE L. ERFI66MDIEE(8.46 mg) 2HBTFEIL 77 A& LTEK,
Ehef167

SLEFIN0-190bEY (115 mg) ICTFAZ I A TER FIBFEIRF L. KBS TFT
Et.NEZIA T, REBARZBRETENMRL. 200MeCNKFRZMATZEZ B, B
BRICI D78, M NaOHKAMRZ A TpH 9. 52 IC L, BLRIABRIE
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[0194]
[0195]

[0196]
[0197]

[0198]

Teo TDKBHRZODSHZ LAY NT ST 4 — (ALK ; MeCN:pH 6.8 buffe
r = 20:80 »580:20F T)THRE L, BONLKBREBENDSHS LI O
RNhNTZT74—%1722&IC&Y, BERE, LLBEZNCINTEHRL %,
BONARERETEBL, Bo7/cKBAREREEIRT D 2 & THIEAHI167
D&Y (89 mg) ZHABMAKE L THEX,
EhEGI1680 5178 L EMIE. EEMI6TOAEERERICL TREL &,
EHE51180

EHEHISTDIL S (50 mg) DMeOH(1.5 mL)3AMKRIC10% HCL/MeOHASR (1.48 m
LEMAZEBBLE, RIGEAMIIEERTE®RLE, RIGESYWERET
imiE L. BONEERZEtOACZ A TMARIE L7, EEY % AEX L. EtOAc
THFE, BIE L. EREAFI180DIEEM (29 ng) 257,
EREFNTIRTIBIDILEMIE. EfBII80DTE & RMKRICL THRIE L %,
= HEf182

EHEFI6MDIEEY (50 ng), H-ES YV —IL-1-HILRFH I T ViBEIE (1
2.9 mg), DMF(250 wl). DIPEA(d=0.742, 24.6 wl)DBEAY% =R TKRKE
L7, RIGRICKEMAAEST 2 TMeCNEMNMA 7=, ZDREEY A0S )
ATNIORNTST74—(ODST ) AHIL15 nL, A ; 0%H 565% pH2. 0
DIREEIK : MeCNR)FER L7z, HRIEEIRE L. EHEGIN820D(LEY(34.2 mg) &
HEHmRE LTHEL,
= HEfI183

EHEFISSDIEEY(103mg), 1,4-2F ¥4 >-2,5-T A4 —)L(17.3 mg), CHCL,
(3 mL), MeOH (1 mL), MS3A (154.5 mg) D3E&#)ICNaBH,CN (10 mg) &AcOH (
14 ul)ZzMA7c, BREWZZEERTIHFEMIE L, MSBAZ A5 L TRIETIE
ME L7z, FREZMeCN : HO=4#91 : 100DAMRICEB L. 1M NaOH%E FH LN TpHB™9(p
HEABRHE) ICEREE LIARES B, COBRRKREZMSHEHLZ LAY NI S T4 —
(3565% : MeCN : H,0=1: 9, MeCN : (pH 6.86 ZHEEIAR)=1:9, J&H : MeCN
: (pH 6.86 ZERZEIAR)= 1:4, DN ZEAVWTHERLE, B ESL TS
92 avEEDTHOITHLMEICHERL, DSHELZ LAY NI ST 14 —(
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[0199]

[0200]

[0201]

HiER : MeCN : H0=1:9, ;AR ; MeCN : H,0=4 : 1) Z VTG - BETIE
Ml BMMEETL 7572 a v ARETICEHBL., KESORELY RE
B0 L CRMEAIS3DILEH(73.8 mg) ##R & L THE .

EhEf1840 524D EMIE. EMRBIBIOAELERICLTERE L, &
D6, EFINITEER L TRIEIEE LT,

LR DEMBEHIIGEEFDFHEERAKICL T, RERICTY RREGROHR
EHOIEENERE LT, HEALENS L TEBAILEMICOVWT. Th
Th, BiE YELEENT -9 RUOREEER L, X, PridRiEfES
. EXIEEBAIEFESZRT, Ref-PridSEBIC L THETEIREANFESZRL
. Ref-ExiZBEICL TRIETE 2EMOAITFES 2RI, /=L, Ref-Prrhil,
BEILLTHETZZ2XRBAES AR I EEHY. TOBHEITIE. Ex
BSTRRHL TWB, Ref-Exfil, ZEICL TRETI IREHNBES ZiLH
$52&EHY. TOHAICIE, PrESTEHLTVWD, STROMICITHEIER
2=k LTW3, DATOMIZ. H-NMRET/XIEMST—4 Z 58 L 7=, NMR1 = d¢-
DMSOF T3HIRE L 7= 'H-NMRD 4 X LS 7 ME(S ). NMR2 = dg-DMSO+D,0e G fll
E L7 H-NMRD4 X A7 ME(S ), NMR3 = CDCL3H THRITE L 7= "H-NVR(D 4
THALYT ME(S)%ETRT, ESIRVELIE, ZhZFhIL I bORTL—AF
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Pr Ref-Pr | DAT

1 1 ESI+:507.3
1-1 1 ESI+:501.6
1-2 1 ESI+:484 .4
1-3 1 ESI+:604.4
1-4 1 ESI+:530.4
1-5 1 ESI+:354.2[M+Na]’
1-6 1 ESI+:489.1
1-7 1 ESI+:483.3

2 2 ESI+:649.3
2-1 2 ESI+:693.2
2-2 2 ESI+:693.2
2-3 2 FAB+:679.2
2-4 2 ESI+:675.3
2-5 2 ESI+:6879.2
2-6 2 ESI+:689.3
2-7 2 ESI+:689.3
2-8 2 ESI+412.1,414.1
2-9 2 ESI+675.3
2-10 2 ESI+.674.4
2-11 2 ESI+:659.3
2-12 2 ESI+:674.3
2-13 2 ESI+:694.3
2-14 2 ESI+:704.4
2-15 2 FAB+:704 .1
2-16° 2 ESI+:718.3
2-17 2 ESI+:553.3
2-18 2 ESI+:561
2-18 2 ESI+:718.3
2-20 2 ESI+:549.3
2-21 2 ESI+:604.3
2-22 2 ESI+:708.4
2-23 2 ESI+:503.3
2-24 2 ESI+:830.3
2-47 2 ESI+644.3
2-48 2 ESI+:842.3
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[£<82]
2-25 2 ESI+:658.3
2-26 2 ESI+:678.3
2-27 2 ESI+:628.3
2-28 2 ESI+:644.4
2-29 2 ESI+:656.3
2-30 2 ESI+:642.3
2-31 2 ESI+:692.3
2-32 2 ESI+.642.2
2-33 2 ESI+:678.3
2-34 2 ESI+:656.3
2-35 2 ESI+:628.3
2-36 2 ESI+:656.3
2-37 2 ESI+:690.3
2-38 2 ESI+:418.4,420.4
2-39 2 ESI+:416.2,418.2
2-40 2 ESI+:297.3
2-41 2 ESI+:618.3
2-42 2 ESI+:574.4
2-43 2 ESI+:720.3
2-44 2 ESI+:664.3
2-45 2 ESI+:668.2
2-46 2 ESI+:684.2
3 3 ES51+:468.1,470.1
3-1 3 ES1+:460.1,462.1
3-2 3 ESI+:499.1
3-3 3 ES1+:484.2,486.1
3-4 3 ESI+:352.3
4 4 ESI+:410.2,412.2
5A 5A ESI+:705.3
5A-1 5A ESI+672.5
bA-2 5A ESI+:594.4[M+Na]”
5A-3 5A ESI+:418.2
5A-4 BA ESI+722.4
5A-5 5A ES|+:633.4
5A-5 5A ESI+.716.8
5A-6 5A ESI+:683.1

[0280]
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[3R83]

5A-7 5A | ESI+:690.2

5A-8 5A | ESI+:650.2]M+Na]*

5A-9 5A | ESI+:600.2[M+Na]*

5A-10 | 5A | ESI+7454

5A-11 5A | ESI+:596.3[M+Na]’

5A-12 | 5A | ESI+:580.3[M+Na]’

5A-13 | 5A | ESI+709.9

5A-14 | 5A | ESI+:384.2

5A-15 | 5A | ESI+666

5A-16 | 5A | ESI+:704.3

5A-17 | 5A | ESI+735.3

5A-18 | 5A | ESI+:696.6

5A-19 | 5A | ESI+:721.3

5A-20 | 5A | ESI+:698.9

5A-21 5A | ESI+:610.3[M+Na]"
NMR-CDCl4:8.50(2H,s),8.42(2H,d,J=8.0Hz),7.96(1H,d,J=8.0
Hz),7.73(2H,d,J=8.0Hz),7.63(1H,dd,J=8.0,2.0Hz),7.50(1H,d,J

5A-22 | 5A | =2.0Hz),7.28-7.35(2H,m),8.93-7.05(3H,m),5.69(1H,s),4.07(2
H,m),3.87(3H,s),3.55-3.75(4H,m),3.28-3.35(2H,m),2.39(2H,m
},2.00-2.18(4H,m)

5A-23 | 5A | ESI+671

5A24 | 5A | ESI+:6525[M+Na]*

5A25 | 5A |ESI+649.3

5A26 | 5A | ESI+:700.3

5A27 | 5A | ESI+:708

5A28 | 5A | ESI+:533.3[M+Na]’

5A29 | 5A | ESI+592.4

5A-30 | 5A | ESI+577.2

5A-31 5A | ESI+:476.2

5A-32 | 5A | ESI+:698.3

5A-33 | 5A | ESI+461.3

5A-34 | 5A | ESI+572.4

5A-35 | 5A | ESI+696.1

5A-36 | 5A | ESI+681.2

5A-37 | 5A | ESI+665.3

5A-38 | 5A | ESI+650.3

5A-39 | 5A |FAB+674.4

[0281]
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[£84]
5A-40 | 5A |ESI+6744
5A-41 | 5A | ESI+6564
5A-42 | 5A | ESI+:700.3
5A-43 | 5A | ESI+667
5A-44 | 5A | ESI+ 676.1, 678 1[M+Na]"
5A-45 | 5A | ESI+6534
5A-46 | 5A | ESI+:624 3M+Nal"
58 5B | ESI+:440.4[M+Na]"
5B-1 | 5B |ESI+660.4
582 | 5B | ESI+:6953[M+Na]"
583 | 5B | ESI+:694 5[M+Na]'
5B-4 | 5B | ESI+:679.3M+Na]’
5B-5 | 5B | ESI+:6784M+Nal"
NMR3:1.51(9H,s).2.39(2H. brs),3.67(2H.m),3.88(3H,s) 4.07(2
5B6 | 58 | H,brs)5.13(2H,s).5.59(1H,brs),7.07(2H,d.J=8.8Hz), 7.32-7.48(
6H,m),7.56-7.69(7H,m),7.96(1H,d,J=8.1Hz)
5B-7 | 5B | ESI+679.3M+Na]’
5B-8 | 5B | ESI+:690.3
5B-9 | 5B | ESI+6743
5B-10 | 5B | ESI+:699.2
5B-11 | 5B | ESI+:820.1
5B-12 | 5B | ESI+:711.2[M+Na]"
58-13 | 5B | ESI+6182
5B-14 | 5B | ESI+:649.3
5B-15 | 5B | ESI+:477.1
5C 5C | ESI+6715
5C1 | 5C |ESI+7036
5C2 | 5C |FAB+710.4
5C3 | 5C | ESI+499
5C4 | 5C |ESI+612.0
5C5 | 5C | ESI+643.4
5C6 | 5C | ESI+:588.3M+Nal"
5C7 | 5C | ESI+580.3M+Na]"
5c8 | 5C |ESI+6453
5C9 | 5C |ESI+:604.4
5C10 | 5C | FAB+7313
5C-11 | 5C | ESI+4992

[0282]
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[3R85]
5C-12 | 5C |ESI+6435
5C-13 | 5C |ESI+6315
5C14 | 5C | FAB+650.3
5C-15 | 5C | ESI+:5801
5C-16 | 5C | ESI+:5801
5C17 | 5C | ESI+:594.1
5C-18 | 5C | ESI+6333
5C-19 | 5C | ESI+6575
5C20 | 5C |ESI+6333
5C21 | 5C | ESl204.1
5C22 | 5C | ESI+:269 2]M+Na]
5C23 | 5C |ES+717.6
5C24 | 5C | ESI+:655.4
5C25 | 5C |ESI+:654.3
5C26 | 5C | ESI+480.3M-BOC+H]"
5C27 | 5C |ESI+6595
5D 5D | ESI+:466.1[M+Na]"
5D-1 | 5D | ESI+444.2
5D2 | 5D |ESl+.494.4
5D-3 | 5D |ESI+4833
5D4 | 5D |ES+:533.1
5D-5 | 5D | ESI+:526.4
5D-6 | 5D |ESI+:516.2 [M+Na]
5E 5E | ESI+5133
NMR3:3.96(3H.5),5.13(2H.5),7.08(2H.d,J=8 9Hz).7.32-7 48(5
SET | 5E | H,m),7.56-7.59(3H,m), 7.65(4H,s),7.73(1H,brd,J=1.8Hz),7.94(
1H,d,J=8.2Hz)
SE-2 | 5g | ESI+425.1
5E-3 | 5E | ESI+2752
5E-4 | B5E | ESI+:548.2.550 2]M+Na[
5E-5 | 5E | ESI+5253
5E-6 | B5E | ESI+5254
BE-7 | B5E | ESI+532.3,534 2[M+Na]
5E-8 | B5E | ESI+:5314[M+NaJ
5E-9 | B5E | ES+:346.1
5E-10 | 5E | ESH+3913

[0283]
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[5:86]
56-11 | 5E | ESI+:537.3[M+Na]’
5E-12 5E ESI+:604.7
5E-13 5E ESI1+:403.2
5E-14 5E ESI+:522.8
5E-15 5E ESI+:330.1
5E-16 5E ESI+:474.2
5E-17 5E ESI+:599.2
5E-18 5E ESI+:565.2[M+Na]”
5E-19 5E ES|+:483.2
S5E-20 5E ESI+:502.3
5E-21 5E ESI+:362.2
5E-22 5E ESI+:544.2
5E-23 5E ESI+:545.1
5E-24 5E ESI+:384.1,388.1
5E-25 5E ESI+:591.3
5E-26 | B5E | ESI+:336.1[M+Na]'
5E-27 5E ESI+:409.1
5E-28 5E ESI+:386.1[M+Na]’
5F 5F ESI+:718.3
5G 5G | ESI+:390.1[M+Nal"
6 6 ESI+:488.0[M+Na]"
6-1 6 ESI+: 499.1
6-2 6 ESI+:493.1
6-3 6 ESI+:466.1
B-4 6 ESI+:555.2
B-5 6] ESI+:548.2
6-6 6 | ESI+:545.0[M+Na]'
6-7 6 ESI+:533.4
6-8 6 FAB+: 653.3
8-9 6 ESI+:653.5
6-10 6 | ESI+:544.2[M+Na]"
6-11 8 ESI+:578.1
6-12 6 ESI+:537.9[M+Na]"
6-13 6 ESI+:531.3
6-14 8 ESI+:486.0
6-15 6 ESI+:638.2

[0284]
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[3R87]

6-16 6 | ESI+:480.1

B-17 6 |ESI+410.1

B-18 6 | ESI+:581.1[M+NaJ"

B-19 6 |ESI+524.1

6-20 6 | ESI+:531.1

6-21 6 |ESI+:5251

6-22 6 | ESI+:507.2

8-23 6 | ESI+507.2

6-24 6 | ESI+:5706

6-25 6 | ESI+:490.1 [M+Na]’
7 7 | ESI+:467.3,469.2,[M+H+2]"
8 8 | ESl+: 4452

8-1 8 | ESI+420.2,422.2

8-2 8 | ESI-435.1,437.0

8-3 8 | ESI+419.2,421.1

8-4 8 | ESI+420.1,422.2

8-5 8 | ESI+:420.1,422.1

8-6 8 | ESI+:359.2,361.1

8-7 8 | ESI+:447.1,449.0[M+Na]’

8-8 8 | ESI+:497.2[M+Na]’

8-9 8 | ESI+289.1

8-10 8 | ESI+437.0

8-11 8 | ESI+432

8-12 8 | ESI+: 408.2,410.2

8-13 8 | ESI+408.1,410.1

8-14 8 | ESI+434

8-15 8 | ESI+412.4,414.1

8-16 8 | ESI+409

8-17 8 | ESI+406,408

8-18 8 | ESI+494.0

8-19 8 | ESI+:408.0

8-20 8 | ESI+480.2

8-21 8 | ESI+:466.0

8-22 8 | ESI+406.1,408.1

8-23 8 | ESI+:394.2,396.1

8-24 8 | ESI+1422.2,424.2

[0285]
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8-25 8 | ESI+:434.3,436.3
8-26 8 |ESI+419.2,421.1

9 9 | ESI+459.3

9-1 9 | ESI+:459.3

10 10 | ESI=1577.4

10-1 10 | ESI+:377.4[M+Na]"
10-2 10 | ESI-:1559.00[M-H]-
10-3 10 | ESI-=1561.6[M-H]-
10-4 10 | ESI+:361.1,363.1[M+Na]’
10-5 10 | ESI+:361.1,363.1[M+Na]’
10-6 10 | ESI+:341.1,343.0
10-7 10 | ESI+426.1,428.1
10-8 10 | ESI+:383.1,385.1
10-9 10 | ESI+:411.0,413.0
10-10 10 | ESI=1541
10-11 10 | ESI+:371.1
10-12 10 | ESI+:347.0,349.0
10-13 10 | ESI+:385.2
10-14 10 | ESI+:361.1
10-15 10 | ESI+:604.0
10-16 10 | ESI+:361.1,363.1
10-17 10 | ESI+:375.1,377.1
10-18 10
10-19 10 | ESI=1579
10-20 10 | ESI+:670.0
10-21 10 | ESI+:676.6
10-22 10 | ESI-1513.7
10-23 10 | ESI=1515.8
10-24 10 | ESI-=1579.2
10-25 10 | ESI+:680.4[M+Na]"
10-26 10 | ESI+434.9,437.0
10-27 10 | FAB-1562.8
10-28 10 | FAB-1548.6
10-29 10 | FAB-1526.6
10-30 10 | FAB-1498.6
10-31 10 | ESI+:414.1,416.1

[0286]
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10-32 10 | ESI+:320.0,322.0
10-33 10 | ESI+:459.1,461.0
11 11 | ESI-1482.1
12 12 | ESI+:373.3,375.1
13 13 | ESI+:451.0
14A 14A | ESI+674.4
14A-1 | 14A | ESI+:608.4
14A2 | 14A |ESI+:607.3
14A-3 | 14A | ESI+341.2,343.2
14A4 | 14A | ESI+:326.2
14A-5 | 14A | ESI+1163.3
14A-6 | 14A | ESI+:264.0,266.0[M+2+H]"
14A-7 | 14A | ESI+:625.3
14A-8 | 14A | ESI+:445.1
14A-9 | 14A |ESI+591.3
14A-10 | 14A | E1:535.4
14A-11 | 14A | ESI+:592.2
14A-12 | 14A | ESI+:592.2
14A-13 | 14A | ESI+591.3
14A-14 | 14A | ESI+:591.2
14A-15 | 14A | ESI+:392.2,394.2
14B 14B | ESI+:365.1,367.1
14B-1 | 14B | EI+:276.1
14B-2 | 14B | ESI+:327.2]M+NaJ"
14B-3 | 14B | EI290.2
14B-4 | 14B | ESI+:311.2[M+Na]"
14C 14C | ESI+:351.1,353.0
15 15 | ESI+:332.2]M+Na]’
16 16 | ESI+:494.4
16-1 16 | ESI+:391.1,393.3
16-2 16 | ESI+:232.1
16-3 16 | ESI+:502.2
17 17 | ESI+:379.1,381.1
18 18 | ESI+:417.0,419.1
18-1 18 | ESI+:321.1,323.2
18-2 18 | ESI+:323.1,325.0
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18-3 18 | FAB+:408.0,410.0
18-4 18 | EI:392.2,394.3
18-5 18 | ESI+:353
18-6 18 | ESI+:674.3[M+Na]"
18-7 18 | ESI+:329.0
18-8 18 | ESI+:321.1,323.1
18-9 18 | ESI+658.4
18-10 18 | ESI+:367.1
18-11 18 | ESI+:343.1
18-12 18 | ESI+:608.3[M+Na]"
18-13 18 | ESI+:409.1,411.1
18-14 18 | ESI+:343.1,345.0
18-15 18 | ESI+:343.0,345.0
18-16 18 | ESI+:357.1,359.1
18-17 18 | FAB+:396.1,398.1
18-18 18 | ESI+:302.0,304.0
18-19 18 | ESI+:369.1,371.1
18-20 18 | ESI+: 697.3
18-21 18 | ESI+:699.4
18-22 18 | ESI+:623.3
19 19 | ESI+:373.0,375.0
20 20 | ESI+:337.1,339.1
20-1 20 | ESI+:381.1,383.1
21 21 | ESI+:435.1,437.2
22 22 | ESI+ 272.3
22-1 22 | ESI+:344.3
22-2 22 | ESI+:330.3
22-3 22 ESI+: 300.3
22-4 22 | ESI+:258.2
23 23 | ESI+:325.0,327.0[M+Na]"
23-1 23 | ESI+318.0,319.9
23-2 23 | El:256.1,258.1
24 24 | ESI+:256.9,259.0
25 25 | ESI+:396.2,398.2
26 26 | ESI+:350.1, 361.1
27 27 | ESI+: 329.1[M+Na]"

[0288]
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28 28 El:304.9

29 29 ESI+:362.1
29-1 29 ESI+:412.2

30 30 ESI+:549.3

31 31 ESI+:286.2
311 31 ESH+:358.3
31-2 31 ESI1+:344.1
31-3 31 ESI+:286.3
31-4 31 ESI+:272.2
31-5 31 ESI+:300.3

32 32 ESI+:371.0

33 33 ESI+: 835.3
33-1 33 ESI-644.3
33-2 33 ESI-:657.4,659.3
33-3 33 ESI-:856.3
33-4 33 ESI-6415
33-5 33 ESI-:640.5
33-6 33 ESI-:656.5
33-7 33 ESI-:560.3
33-8 33 ES1-:556.5
33-9 33 ESI+:708.3
33-10 33 ESI-:641.5
33-11 33 ESI-674.3
33-12 33 ESI+:619.3
33-13 33 ESI-499.1
33-14 33 ESI-: 656.5 [M-H]
33-15 33 ESI+:701.3
33-16 33 ESI+:669.5
33-17 33 ESI+:685.4
33-18 33 ESI+:808.6
33-19 33 ESI+:691.3
33-20 33 ESI-673.3
33-21 33 ESI-673.3
33-22 33 ESI-612.3
33-23 33 ESI-562.2
33-24 33 ESI+:731.3

[0289]
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33-25 33 ESI-.558.4
33-26 33 ESI-542.3
33-27 33 ESI-678.4
33-28 33 ESI-694.5
33-29 33 ESI+:652.0
33-30 33 ESI+:679.3
33-31 33 ESI+:665.2
33-32 33 ESI+:661.3
33-33 33 ESI+:665.2
33-34 33 ESI+:675.3
33-35 33 FAB-:638.3,640.3
33-36 33 ESI+675.3
33-37 33 ESI-1577.6
33-38 33 ESI+:683.3
33-39 33 | ESI+:610.3[M+Na]'
33-40 33 ESI+:707.3
33-41 33 ESI+:690.3
33-42 33 ESI+:635.3
33-43 33 ESi+:604.4
33-44 33 FAB-:572.3
33-45 33 ESI+:696.3
33-46 33 ESi+:684.4
33-47 33 ESI+:721.3
33-48 33 ESI+:661.3
33-49 33 ESI+:660.4
33-50 33 ESI+:686.3
33-51 33 ESI+:633.0
33-52 33 ESI+:645.3
33-53 33 ESI+:660.3
33-54 33 ESI+:680.3
33-55 33 FAB+:690.3
33-56 33 ESI+:639.0
33-57 33 ESI+:680.5
33-58 33 ESI+:657
33-59 33 ESI+:653.3
33-60 33 ESI+:638.4[M+Na]’
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33-61 33 | ESI+:635.3

33-62 33 | ESI+:704.6

33-63 33 | ESI+686.6

33-64 33 | ESI+:694

33-65 33 | ESI+:704.3

33-66 33 | ESI+:704.3

33-67 33 | ESI+:598 2[M+Na]*

33-68 33 | ESI+:563.2

33-69 33 | ESI+578.3

33-70 33 | ESI+:660.3[M+Na]"

33-71 33 | ESI+682.1

33-72 33 | ESI+684.3

33-73 33 | ESI+629.4

33-74 33 | ESI+:577.2
NMR-CDCly:8.13(2H,d,J=8.8Hz),7.97(1H,d,J=8.0Hz),7.69(2H

2375 sy | 0=88H2).7.53(1H,d.J=8.0Hz).7.45(1H.5),7.20-7/35(5H,m),
5.61(1H,s),3.95-4.09(2H,m),3.65-3.52(2H,m),3.29-3.19(4H,m)
2.48-2.34(2H,m),2.14(1H,brs),1.45(9H,s)

33-76 33 | ESI+6314

2577 5 ES!+:56+6.3
[IM+Na]

33-78 33 | ESI+:611.1

33-79 33 | ESI+667.3

33-80 33 | ESI+651.3

33-81 33 | ESI+:590.3

33-82 33 | ESI+685.4

33-83 33 | ESI+590.4

33-84 33 | ESI+588.3

33-85 33 | ESI+578.3

33-86 33 | ESI+577.2

33-87 33 | ESI+577.2

33-88 33 | ESI+:578.3

33-89 33 | ESI+694.3

33-90 33 | ESI+:604.3

33-91 33 | ESI+609.3

33-92 33 | ESI+:594.4

33-93 33 | ESI+593.2
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33-94 33 | ESI+:658.3[M+Na]’
33-95 33 | ESI+:667.2[M+Na]"
33-96 33 | ESI+636.3
33-97 33 | FAB+660.4
33-98 33 | ESI+:660.3
33-99 33 | ESI+:560.3
33-100 | 33 | ESI+630.3
33-101 | 33 |ESI+628.3
33-102 | 33 |ESI+5844.3
33-103 | 33 |ESI+664.3
33-104 | 33 |ESI+614.3
33105 | 33 | ESI+:650.3

| 33-106 | 33 |ESI+654.2
33107 | 33 | ESI+:670.2
33-108 | 33 | ESI627.5
33109 | 33 | ESI+:639.2][M+Na]*
33-110 33 ESI+: 588.3 [M+Na]+
33111 | 33 | ESI+:602.3[M+Na]’
33-112 | 33 | ESI+:630.3
33-113 | 33 |ESH:6423
33-114 | 33 | ESI+:628.3
33-115 | 33 | ESI+:588.2[M+Na]’
33-116 | 33 | ESI+678.3
33-117 | 33 | ESI+:643.3
33-118 | 33 | ESI+:664.2
33-119 | 33 | ESI+:642.3
33120 | 33 |ESI+614.3
33-121 | 33 |ESI+642.3
33122 | 33 |ESI+628.3
33-123 33 ESI+: 191.1 [M+H]+
33-124 | 33 | ESI+:619.1
33-125 | 33 | ESI+619.2
33126 | 33 | ESI+:592.1[M+NaJ’
33127 | 33 |ESI+676.3
33-128 | 33 | ESI+:689.5
33129 | 33 | ESI+703.5
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33-130 | 33 | ESI+:679.2[M+Na]*
33-131 33 ESI+:708.3
33-132 33 ESi+:641.2
33-133 33 ESI+:639.4
33-134 33 ESI+:642.3
34 34 El+:178.1
34-1 34 El+:162.1
34-2 34 El+:148.1
34-3 34 El+:160.0
35 35 | APCI/ESI- : 1543 [M-HI
36 36 ESI+:293.2,295 1[M+Na]"
36-1 36 ESIi+:357,359[M+Na]"
36-2 36 ESI+:363.0,365.0[M+Nal”
37 37 ESI+:413.1,415.1
38 38 | ESI+:399.3
38-1 38 ESI+:487.1
39 39 | ESI+215.1
39-1 39 | El+:186.1
39-2 39 El+:200.1
38-3 39 El+:200.1
40 40 ESI+: 605.2
40-1 40 ESI+.212
40-2 40 ESI+:186.1
40-3 40 ESI+:172.1
40-4 40 ESI+:308.1,310.1
40-5 40 ESI+:272.1
40-6 40 ESI+:398
40-7 40 ES[+:567.2
40-8 40 ESI+:560.2
40-9 40 ES|+:186.2
40-10 40 ESI+:444 2
40-11 40 ESI+:445.1
40-12 40 ESI+:200.2
40-13 40 ESI+:574.3
40-14 40 APCI/ESI+:389.2
40-15 40 ESI+:530.2

[0293]
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40-16 40 | ESI+212.2
40-17 40 | ESI+:258.3
40-18 40 | ESI+:244.1
40-19 40 | ESI+:308.0,310.0
40-20 40 | ESI+:197.3
40-21 40 | ESI+:306.1,308.1
40-22 | 40
40-23 | 40 |ESI+:2554
41 41 | ESI+:746.4]M+Na]"
NMR-CDCl,:8.20(2H,d,J=8.5Hz),8.09(1H,d,J=8.2Hz),7.72-7.7
9(4H,m),7.58-7.66(3H,m),7.47-7.51(1H,m),7.28-7.44(4H,m),5.
41-1 41 | 57-5.69(1H,m),4.41-4.50(2H,m),4.27(1H,m),4.05-4.12(2H,m),
3.62-3.69(2H,m),3.04(1H,m),2.32-2.50(2H,m),2.12-2.22(2H,m
),1.84-1.94(2H,m), 1.67-1.80(3H,m),1.30-1.50(3H,m)
41-2 41 | ESI+:746.4]M+Na]*
42 42 | ESI=1425.19
42-1 42 | ESI-=1427.7
422 42 | ESI+:555.3
42-3 42 | ESI+:556.2
42-4 42 | ESI+:939.3
43 43 | ESI+: 394.1M+Na]’
44 44 | ESI+:546.5
45 45 | ESI+:361.3
45-1 45 | ESI+:367.0
45-2 45 | ESI+423.3
45-3 45 | ESI+:334.2
45-4 45 | ESI-=519.2
45-5 45 | ESI+:400.3
45-6 45 | ESI-437.2
45-7 45 | ESI+391.3
45-8 45 | ESI+:390.2
45-9 45 | ESI+448.1
4510 | 45 |ESI+:348.0
45-11 45 | ESI+:353.0
4512 | 45 | ESI+:399.3
4513 | 45 | ESI+:278.1
45-14 | 45 | ESI+:392.2
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4515 | 45 | ESI+:375.3
4516 | 45 | ESI+:375.3
4517 | 45 | ESI+:416.1
4518 | 45 | ESI+:520.4
45-19 | 45 | ESI+163.1
46 46 | ESI-334.3
46-1 46 | ESI+:507.2
46-2 46 | ESI-425.1
46-3 46 | ESI+:392.2
46-4 46 | ESI+488.4
47 47 | ESI+:480.9
471 47 | ESI+:563.3
47-2 47 | ESI+:491 2[M+Na]*
48 48 | ESI+:376.1,378.1
49 49 | ESI=772(M-H)/2
50 50 | ESI+:312.2
50-1 50 | ESI+:442.3 [M+Na]'
51 51 | EI+:290.0,292.0
33-135 | 33 | ESI+: 637.2
5A-47 5A | ESI+: 651.1
47-3 47 | ESI+: 370.1
6-26 6 | ESI+: 460.1
46-5 46 | ESI+: 328.1
5E-29 5E ESI+:412.4
36-3 36 | ESl+: 310.1
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Ex ie: DAT
1 1 | ESI-1386.6
2 1 | ESI=1386.7
3 1 | ESI+:1338.8[M+Na]*
4 1 | ESI+1467.3M+Na]*
5 1 | ESI-=1499.4
6 1 | ESI+:1502.2[M+Na]*
7 7 | ESI-1446.6
8 7 | ESI+:1476.2
9 7 | ESI=147856
10 | 7 |ESI-14855
11 7 | ESI-1486.1
12 | 7 |ESI14294
13 | 7 |ESI:14303
14 | 7 |ESI:14443
15 | 7 |ESI~1444.4
16 | 7 |ESI=1464.4
17 | 7 |ESI=14605
18 | 7 |ESI~14303
19 | 7 |ESI~1464.3
20 | 7 |ESI-1450.3
21 7 | ESI-1446.4
22 | 7 |ESIH14346
23 | 7 |ESI=14586
24 | 7 |ESI1450.4
25 | 7 |ESl-1434.4
26 | 7 |ESI14483
27 | 7 |ESl-1461.4
28 | 7 |ESI-1522.3
29 | 7 |ESI1508.5
30 | 7 |ESI-1461.4
31 7 | ESI-=15224
32 | 7 |ESI+15195
33 | Pr10 | ESI+:1512.3[M+Na]+
34 | Pri0 | FAB+:1468.9[M+Na]+
35 | Pr10 | ESI-1495.3
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[£197]

ESI-:1520.6
NMR2;0.98(3H,d,J=6.4Hz),1.08(3H,d,J=6.0Hz),1.48-2.48(9H,m),2.6
36 | Pr1o | 4-4.44(38H,m),4.82-4.90(2H,m),5.68(1H,m),6.71-6.82(2H,m),6.98-6.
99(1H,m),7.18-7.37(5H,m),7.49-7.56(2H,m),7.70-7.74(3H,m),7.90-7.
92(2H,m),8.40(1H,s).
37 37 | ESI-1475.8

38 37 | ESI-1519.6

39 37 | ESI-1419.8

40 37 | ESI+:752.4[(M+2H)/2]
41 37 | ESI-:1486.6

42 37 | ESI-1454.5

43 37 | ESI+:1471.1

44 37 | ESI+:1591.8

45 37 | ESI-1469.5

46 37 | FAB-:1425.7

47 37 | FAB-14236

48 37 | ESI-1443.4

49 37 | ESI-1442.3

50 37 | ESI-1427.5

51 37 | ESI-1426.8

52 37 | ESI-1442.3

53 37 | ESI-1346.3

54 37 | ESI-1342.4

55 37 | ESI-1430.3

56 37 | ESI-1348.5

57 37 | ESI-1427.3

58 37 | ESI-1493.7

59 37 | ESI-1404.2

60 37 | ESI-1460.3

61 37 | ESI-1444.4

62 37 | ESI-1398.2

63 37 | ESI+:1468.3[M+Na]’
64 37 | ESI-1463.3

65 37 | ESI-1344.4

66 37 | ESI=1328.3

67 37 | ESI+:1473.2[M+Na]"
68 37 | ESI-:1463.40

69 37 | ESI+:1462.1

70 37 | ESI+:1469.3[M+Naj"




WO 2012/115159 262 PCT/JP2012/054301
[0395] [$198]
71 | 37 |ESI+:13747
72 | 37 |ESI+1484.3[M+Na]’
73 | 37 |ESI1474.7
74 | 37 |ESI-1388.7
75 | 37 |ESI-1481.1[M-H]
76 | 37 |ESI+:1469.4[M+Na]’
77 | 37 | ESI+:713.5[(M+2H)2]*
78 | 37 |ESI=143756
79 | 37 | ESI+:761.6[(M+2H)2]"
80 | 37 |ESI-1358.7
81 | 37 |ESI-1419.6
82 | 37 |ESI-1474.9
83 | 37 |ESI-1470.7[M-H]
84 | 37 |ESI+14196
85 | 37 |ESI+:1498.2[M+Na]"
86 | 37 |ESI+:14907
87 | 37 |ESI+:1490.6
88 | 37 |ESI+:1424.2[M+Na]’
89 | 37 |ESI+:1512.1M+Na]"
90 | 37 | ESI+:7605[(M+2H)/2]
o1 | 37 |ESI+14735
92 | 37 |ESl14227
93 | 37 |ESl-1347.6
94 | 37 |ESI+:1363.3
o5 | 37 |ESI-1362.7
96 | 37 |ESI+:1448.2[M+Na]"
97 | 37 |ESI-1337.6
98 | 37 |ESI-1361.6
99 | 37 |ESI+1468.2[M+Na]’
100 | 37 | ESI=1469.8[M-H]
101 | 37 | ESI+:1444.3[M+Na]’
102 | 37 |ESI-1362.7
103 | 37 |ESI-1362.9
104 | 37 |ESI=1361.2
105 | 37 |ESI+1363.2
106 | 37 |ESI~1350.6
107 | 37 |ESI:144438
108 | 37 |FAB+:1395.38
109 | 37 |ESI+:1438.3M+Na]"
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[0396] [#199]

[0397]
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110 | 37 | ESI+1436.4M+Na]’
111 | 37 | ESI+:1452.5[M+Na]"
112 | 37 |ESI=1377

113 | 37 | ESI+1402.1]M+Na]*
114 | 37 |FAB-14487

115 | 37 | ESI+1453.3M+Na]*
116 | 37 | ESI+1437.3[M+Na]+
117 | 37 |ESI~1402.2

118 | 37 | ESI+1422.3[M+Na]*
119 | 37 |FAB+:1416.8

120 | 37 |FAB-1426.6

121 | 37 |FAB-14127

122 | 37 | ESI+:1388.2[M+NaJ'
123 | 37 | ESI+:1374.2[M+Na]’
124 | 37 | ESI+:1374.2[M+Na]"
125 | 37 | ESI+:1451.3[M+Na]'
126 | 37 |FAB+1414.6

127 | 37 |FAB-137638

128 | 37 | ESI=1441.6[M-H}-
129 | 37 | FAB-1450.4

130 | 37 | ESI+747.0[(M+2H)2]"
131 | 37 |FAB-1426.7

132 | 37 |ESI-=1464.3

133 | 37 |ESI=1506.6

134 | 37 | ESI+:1493.1

135 | 37 |ESI-1467.8

136 | 37 |ESI-=1468.9

137 | 37 |ESI-1466.8

138 | 37 |ESI-=1436.6

139 | 37 |ESI=14528

140 | 37 |FAB-1421.0

141 | 37 | FAB-14035

142 | 37 | FAB-1403.3

143 | 37 |FAB-14385

144 | 37 |ESI=1480.4

145 | 37 |ESI~1329.8
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[£200]

146 37 | ESI-1426.4

147 37 | ESI-=1434.7

148 37 FAB-:1454.3

148 37 FAB-:1480.7

150 37 FAB-:1473.5

151 37 FAB-:1487.7

152 37 ESI-: 1501

153 37 | ESI+:1376.0

154 | 154 | ESI-1517
ESI+:1410.5
NMR2;0.97(3H,d,J=6.9Hz),1.08(3H,d,J=6.1Hz),1.32(3H,t,J=6.9Hz),
1.74-4.50(46H,m),4.01(2H,q,J=6.9Hz),4.78-4.92(2H,m),5.73(1H,m),

155 | 155 | 6.58(1H,dd,J=1.4,8.1Hz),6.65-6.72(1H,overlapping),6.68(1H,d,J=8.1
Hz),6.91(1H,d,J=8.7Hz),7.22(1H,d,J=8.7Hz),7.48-7.62(2H,overlappi
ng),7.74-7.82(1H.m),7.84(2H,d,J=8.5Hz),8.41(2H,d,J=8.5Hz),8.71(2
H,s)

156 155 | ESI+:1378.6

157 | 155 | ESI+:684.0[(M+2H)/2]+

158 155 | ESI+:1481.8

159 155 | ESI+:1421.3

160 | 155 | ESI+:683.7[(M+2H)/2]+

161 | 155 | ESI+:691.1[(M+2H)/2]+

162 | 155 | ESI+:701.1[(M+2H)/2]+

183 155 | ESI+:1405.5

164 | 155 | ESI-1410.2

185 | 165 | ESI+753.1[(M+2H)/2]"

166 | 166 | ESI+:778.1[(M+2H)/2]"

167 | 167 | ESI-1479

168 | 167 | ESI-722[(M-1)/2)-

169 | 167 | ESI-:1441

170 | 167 | ESI-:1413.8

171 | 167 | ESI-: 14157

172 167 | ESI+:1417.8

173 | 167 | ESI-:1478.7

174 167 | ESI-1477.5
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175 | 167 | FAB-1462.2

176 | 167 | FAB-1448.6

177 | 167 | FAB-1426.5

178 | 167 | FAB-1398.5

179 | 180 | ESI+:1441.4

180 | 180 | ESI+:1397.4

181 | 180 | ESI+:1392.4

182 | 182 | ESI+711.0[(M+2H)2]
ESI-1474.4
NMR2:0.98(3H,d,J=6.8Hz),1.08(3H,d, J=5.8Hz),1.70-4.60(47H,m),4.
82-4.92(2H,m),5.65-5.72(1H,m),6.74(1H,d,J=8.2Hz),6.80(1H,dd,J=1

183 | 183 | g8 9Hz) 7.01(1H,d,J=1.8Hz),7.16-7.34(5H,m),7.51(1H,brd, J=8.0Hz
,7.59(1H,brs),7.74(1H,brd,J=8.0Hz),7.84(2H,d,J=8 5Hz),8.38(2H.d,
J=8.5Hz),8.61(2H.s).

184 | 183 | ESI-1376,5

185 | 183 | ESI-1486.4

186 | 183 | ESI-1456.4

187 | 183 | ESI-1392.4

188 | 183 | ESI-1456.4

189 | 183 | ESI-1486.6

190 | 183 | ESI-1444.4

191 | 183 | ESI-1458.4

192 | 183 | ESI=1501.4

103 | 183 | ESI-1530.3

194 | 183 | ESI-1514.3

105 | 183 | ESI-1484.3

196 | 183 | ESI-1490.4

197 | 183 | ESI-1529.3

198 | 183 | ESI-1508.1

199 | 183 | ESI+:1465.1

200 | 183 | ESI-1442.3

201 | 183 | ESI-1493.9,1495.9

202 | 183 | ESI-1493.9,14959

203 | 183 | ESI-1507.9,1509.9

204 | 183 | ESI+:1527.3[M+Na]"

205 | 183 | ESI+1513.3[M+Na]"

206 | 183 | ESI-1416.8




WO 2012/115159

[0400]

266 PCT/JP2012/054301
[£:202]
207 | 183 | ESI-1507.50
208 | 183 | ESI-:1503.50
209 | 183 | ESI+:1456.4[M+Na]*
210 | 183 | ESI-1550.6
211 | 183 | ESI-1504.8
212 | 183 | ESI-1508.6
213 | 183 | ESI-1488.8
214 | 183 | ESI+:1533.4[M+Na]*
215 | 183 | ESI+:1528.4[M+Na]*
216 | 183 | ESI-1512.4
217 | 183 | ESI-1482.3
218 | 183 | ESI-1489.7 -
219 | 183 | ESI-1518.8
220 | 183 | ESI-1514.7
221 | 183 | ESI+:1542.1
222 | 183 | ESI+:1556.2[M+Na]”
223 | 183 | ESI+:1556.2][M+Na]*
224 | 183 | ESI-=1430.8
225 | 183 | ESI-1444.7
226 | 183 | ESI+:737.1[(M+2H)/2]"
227 | 183 | ESI-:1504.8
228 | 183 | ESI+:1556.3[M+Na]*
229 | 183 | ESI+:1516.4
230 | 183 | ESI+:1548.4[M+Na]*
231 | 183 | ESI-1481.9
232 | 183 | ESI+:1497.3[M+Na]*
233 | 183 | FAB-:1470.8
234 | 183 | ESI+:1490.4[M+Na]*
235 | 183 | ESI-1437.7
238 | 183 | ESI-1391.6
237 | 183 | ESI-1362.6
238 | 183 | ESI-1406.6
239 | 183 | ESI-1376.7
240 | 183 | ESI-1361.5
241 | 183 | ESI-:1480.7
242 | 183 | ESI+:1461.1
243 | 183 | ESI+:1461.2
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[203]

244 | 183 | ESI+:1424.4[M+Na]*
245 | 183 | ESI-1386.9

246 | 183 | ESI-1468.6,1470.6
247 | 183 | ESI-1405.5

248 | 183 | ESI=1375.7

249 | 183 | ESI+:1352.3 [M+Na]*
250 | 183 | ESI+:1512.3 [M+Na]*
251 | 183 | ESI-: 1406.7

252 | 183 | ESI-: 1406.3

253 | 183 | ESI+:1454.3 [M+Na]*
254 | 183 | ESI+:1424.4 [M+Na]*
255 | 183 | ESI~1376.7

256 | 183 | ESI-1375.4

257 | 183 | ESI~1375.3

258 | 183 | ESI-:1405.6

259 | 183 | ESI+:1547.1 [M+Na]+
260 | 183 | ESI-1405.7

261 | 183 | ESI-:1488.9

262 | 183 | ESI+:1482.4 [M+Na]*
263 | 183 | ESI+:1481.3 [M+Na]*
264 | 183 | FAB-1513.1

265 | 183 | FAB-:1473.0

266 | 183 | FAB-:1492.8

267 | 183 | ESI+:1466.3 [M+Na]*
268 | 183 | FAB-14216

269 | 183 | FAB-1457.7

270 | 183 | FAB-1391.5

271 | 183 | FAB-11392.6

272 | 183 | FAB-1470.9

273 | 183 | FAB-1456.7

274 | 183 | FAB-1471.8

275 | 183 | FAB-1506.7

276 | 183 | FAB-:1471.4

277 | 183 | FAB-1442.6

278 | 183 | ESI-1469.5

279 | 183 | ESI+:1469.0

280 | 183 | ESI+:1418.3 [M+Na]*
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[0401]

[204]

281 | 183 | ESI+:1442.4 [M+Na]*

282 | 183 | ESI+:1469.3 [M+Na]*

283 | 183 | ESI+:1367.4

284 | 183 | FAB-:1408.5

285 | 183 | FAB-11394.7

286 | 183 | FAB-11456.4

287 | 183 | FAB-:1471.6

288 | 183 | FAB-11420.5

ESI+ 14875
NMR2:0.89(6H,m),0.98(3H,d,J=6.8Hz),1.06(3H,d,J=6.4Hz),0.93-4.4
289 | 183 | 6(50H,m),4.75-4.95(2H,m),5.68(1H,m),6.72(1H,d,J=8.4Hz),6.78(1H,
dd,J=2.4,8.4Hz),6.99(1H,d,J=2.4Hz),7.85(2H,d,J=8.4Hz),8.02(2H,d,
J=8.4Hz),7.20-8.8(7H,m)

290 | 183 | FAB-:1494.8

291 | 183 | FAB-1534.5

292 | 183 | FAB-:1470.6

293 | 183 | ESI=1441.7

294 | 183 | ESI=1375.7

205 | 37 |ESI- 1421.8
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