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shebA 1

RB\N/R

R'= 3-oleldsly, 3-namsyd, 34-tE2eadd E 3-22a4-Z202-9d 1%; 3-Zzz-4-12
SA-Ad, 3-FRE2A4-[(3-ZFzZ2-HA)SA -, 4-(Id-3-I&AD)-Ad, 4-[(6-WE-Tgd-3-2)%
All-3d, 3-uE-4-(Fd-3-d=A)-dd, 3-dE-4-[(6-vE-T 2 d-3-d)SA |-, -FZ=2-4-(IFd-
3-d2A)-Hd B -FE24-[(6-vWE-Tgd-3-Y) A ]-dHd T1Fo]aL,

R 3914 mx 49)xolq 2% R-N-Rol o8] 23s Aoj2zad 28[c]7]4, R'E $4 94, fg £
g 1EolT, R 44 94, Wg, oluwAude, wdolnwrindid tudol sl due, 0
gd-1-d7trddd, ddd-1-d7teddd, gaezl-1-d7ided, 4-vdaaezl-1-dsinded, =
2EA-4-Ahdde, 2-(REEU-4-I-hud)dd EE -(R2EU-4-d-stnd) e 0F; dd, =2
g, 2-slo]l=FAoY, 3-foluFAZaY 2-wEAE, 3-vEAZRY, 2-(FESAITIE Dol )0 "
2-obma=el g, 3-opm w2, 2-(obEolu]i)d |, 3-(opotn )2 d, o-(drtn ol w)d |, 3-
(g7t dopr )2 2-(Z2FslRdolnm)od | 3-(Z2F7trdolni)z 2l 2-(odoln| m7lrd
ofrli)oll e, 3-(oopr] gt doln )22 2-(Huojn] gt dotn| ) d | 3-(T)v|Eoln| 7t r o}
M) 22d, 2-(EEEY-4-UtRdolun)dE | 3-(REEUA-YIlRdeln )T 2-(HEdxd)old,
-(EAyd)zad, o-(dEdEd-ohun)de Ei -(EAdTdolu ) T2 1F; 2-(2-S4-9 S
S1-)eld, 2-(2-S 2 E-1-)old, 2-(3-S - REEA-4-A)ol ", 2-(2-S -0 E d-1-)ell g,
2-(2-a-3-mE-elntEYd-1-d)dd, 2-(2-Fa-rsto| =2y gnd-1-A)od EE 2-(2-Ah-3-vd-
gapstol=muErd-1-e)eld 25 3-(2-Fh-vEdd-l-d) 2R, 3-@-FavsHd-l-d)ed, 3-
(-SA-REZ2Y-4-9)T2d  3-(2-Sx-ongEed-1-d)Za2d | 3-(2-F42-3-vd-olndEgd-1-d) =
29, 3-(2-Fx-FAslelmr2ygud-1-a) T2 EE 3-(2-Sa-3-WE-FAstel 2y g d-1-9) T2 g
O%F; dEdxd, dEdxd, -EFREI2dArY, 2-(REZU-4-Y)-dEddyd T -(REZU-4-U)-
TRAAYY 0% Z2IELARY ki REeaginyg 08, ¥28, oNE, JEvind, Zzdslnyd,
HEAONE, (2-WEAE)7IHY, G-WEAZZE)7tRd, HEZslo|m2FA-2-dIlRd, HEZslo|=
23 #-4-d7tnd, opu|wolE, el ol e, UuEoln| ol E, REE-4-YolyE, [2-(REZH
-4-)oe7lRd, [3-(REZI-4-DZ2I 7Y T vEgdxdolde OF, Alolx, oluwylrd, o
dopn|igtn g, fudoin|egtnd | odoln|igtnd, rlojdoin| gty Tzdoln| Tt (2-H5A]
deE)otr]=7lrd, N-HE-N-(2-HEAE)-oln]=7lRd, (3-HEAZZH)oln| w7t N-HE-N-(3-1 &
AZzzE)-oln w7t ddoluyind, YEd-1-d7tnd, ¥ d-1-dstnd, REEd-4-97tEd,
-EREEYA-A7tE T, 2,6-UEREEU-4-A7tEd, SREEEUA-ATIE, 2-SA-5-0pA-H] A}
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F2[2.2.11FE-5-L7IHY,  3-ZA-8-olx-H|A}O|Z 2 [3.2. 1] S E-8-U7IHY,  8-FA}-3-olA}-H|ALo|F =2
[3.2.1]LE-3-d7tnd, 4-dEdygazl-1-d7tnd, olnxdxd ddolnxAdzd rudoln|-AHxd
E mEZY-4-ddxd ot 399 Ei 49 H T1F Rl o8] AT Ao| 2z 1E[0]7]A,

Ko 29492019, 2-829M200-1-2, 3-52-R2Fa-4-9, 2-Sa-ojuriEalt-1-9, 2-8 4%
3-vlg-olu B -1-9, 2-Sa-SAbste| S B uE-1-d Ei 2-%-3-v|U-SAkste] = 232 v wl-1-4)

]
gt 1946 18 Rl o AsE FEev-3-9 &[], R= elA Aot ukst #r]; 19
Aol 1% Rl o8] AeE FAA-3-9 1F[]7]4, RE oA Aot wke} 2H]; 19K M 1% R
o oa AFH FAU-4-9 TE[A7]A, RE oA A vpe} 2r}]; HEslo| =R Fe-3-9, HEe}
stolm g P-3-o i HEGSo| =2 Pd-4-d 1Fo|1
R 52 921 B4, OZ202uEA BE ogdSa] 18; 29X 18 R & R o8 89 o
SA] aR[7)A, RS gellA Aol sl 231, RS Slo|=EA] HlEA], o] EA], ofu]n T]Weolu|n T
ldopr]te, W 2a-(2-mFA =)ok, v Eed-1-d, dd-1-d, F2Ed-4-4, iEEE%%—HQ,
2-8 A} -5-0kA-H| Ao ZFR2[2.2. 1] E-5-Y | 3-A]-8- o}x} H Aol 2 2[3.2. 1] E-8-9 | 8-S A}-3-0}x}-H] A} o]
E2(3.2.115E-3-9, 9y gd-1-4, 4-vEdaed-1-9d == 4-d gl aid-1-d 15; EE ol Eoln
daztndopr]y, TeAsndoluy, Restndoly, HEAololnn, FESAH Yol o

o wshndolu) e tludotn] wrtndoln) e WS v-1-dstR ol 95 e wl-1 ymaom =
_a:%a—zx—ovw_ao}uli WedEdoln e, dgdEdolu Eix Rudzdolun T1Fo|th]; 3964
9% R OEE R 98 AsE 2AA] 2E[d7]4, R 2 RS delA golah upel 2] miE 4924
% R OEE R 98 AsE RE%A] (o714, R 2 RS oA geolsh upel grilo|a

g AFE e 3, QoA AF3 4 aFe A48 £ EXEY 5 o
AT 4
A3l oA,

R7F 44 97tolm

HERAY, 34-0EFeRdd, 3-FRR4-ZF2-9d E& 3oEddd 1§ T 3-FRE4-
1-9d, 3-FERZA-[G-EZFLE2WAD)EA -, 4-(FHD-3-L&A)-Ad, 4-[(6-mE-T e d-3-
/\H Ad, 3-vld-4-(Fd-3-L A -3 e, 3-wEd-4-[(6-r -T2 d-3-2) SA -3 e, 3-F22-4-(5]
—A5AD-HE B -2 RE4-[(6-E- g d-3-) S ]-Hd o],

R7b 3915004 ofmle, opddopulie, 33-F A 7badoln e £ Wddz ol Fol o8] X@e AL
olFEAA g AAA opvie, wdotrl, eldotuli, Hudobn]ie, ofv Tl drdot]a, vEo}
o eshu v glebvl e, el slobvsbu v dobvl e, e E R4 dleetel e, (3.2 Fe-4-2lhn
Dzzdlope, [2-(LdAE D)ol e, [-(MEAzdI2doluw Ei [2-(MPAEdobr] )0
dlotu]e gl o X@E AolFRaA IF; 49X oA [2-(2-& - EYd-1-) ] obrl e, [2-(2-%
3l E-1-) A d]op] e, [2-(2-Fa-ovrkE d-1-h) e g ]obv) i, [2-(2-S2-3-vE-o]v|thE ] ©l-1-
Dydld]opr e, [2—(2—%i—@446}°15?a§4Elulﬂ—l—%l)oﬂ%]okuli EE [2-(2-52-3-vE-Atte| =2 ]
vje-1-ehel Dot el o) Afke Aol FRAA TF 49104 [3-(2-Sa-v s d-1-d) 2R o}
M, [3-(2-SavEd-l-d) Led]ohrl e, [3-(2-Sh-ondE e d-1-d) TR A ]obv) i, [3-(2-5 237
doolmnEeld--ehzea]ot e, [3-(2-Fa-HAtsto|mr e d-l1-d) T2 fopul e B [3-(2- 4
-lE-siatsto| mm vl rd-1-eh) 2 g ]obul . Tl ols) AfkE AlFRAY A5 4914 opAlEo}
M, N-(opAE)-mdobte, opvlmmdrtrdobrt, mdotr gt dopr] e, - obr] e 7hnd
obe, BEE-4-Avdrtndotul e, wEA oAb, N-(HFA AR -w ot 1, B Egtsto] =Ry
d-d-d7kE o), N-(HEteto| =2 e-4-d7tnd)-vdotr| e, 33-FeSA 7ol e, N-(35-+

SAFME ) - ob e opul bR d o), Wid o] b dobr e, N-(A - obr e ) -r o] T
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mowmﬂnaomi N-(el v g obv b ) obr s, N-(3] 2 Wl-1- 7k d)-e Ropv] e, 5 E -
b, W(RRER4 QIR AU B ¥ AL G e 1
o olsf Age Ao 15@1@1 SF AR S B E-1-9, 2-S29 A E-1-Y, 3-Sh-meE-
1, oS Aol ulThERl1el, 25 -d-olg-ol v ThEe B0, 2% a-olbelol S sl ejrEi-1-0l i
-Sa-3-dg-dastolcEr e -1-9 g o8l A@E AllZESd aF 4974

]
dEdzdopr)e, N-(dEddzd)-vdobue, dedzdop|n, N-(lddxd)-vidop|, Hrdopn]n
rdoplte, N-(HHdon i dyd)-rdoln| e, H2EFA-4-ddydopnx, N-(RE2Zd-4-ddxd)-wdo}
Hli—s—%iizi%*‘g%éowh [2-(RE2Ed-4-d)-cd]dxdol|e B [3-(REEd-4-d)-2=2d]4
Zdop|e- Tl e AgE AbelF RN T HEAY-3- T 1904 )
9, 3F-FESATNEE, REEd-4-dvtnd Ee dddyd el os)
2d-3-2 s 191XelA HE, obAlE, mlE AR, 3E-FESA7R Y,
dxd o agel o8 Agkd diEd-3-d . as 1A d", ", ZEa, olhxa,
2-sfol=F Al Y, 2-v|EAoE, 3-vEA LR, 2-(MEdEd)-od, 3-(MEdxd)-Z=d, 2-33-7°
SAFHEE o e )-o ", 2-olm| el e, 2-(opAEolr| ), 2-(elE7tH dolr )0l d, 2-(ZRd7tnd
ofji)-el e, 2-(eldopm vt dotn] ) -od, 2-(Hdopu] erb dopr|ie)-o e, 2-(E2EFH-4-A7hud
ofls)-el e, 3-(ebAdotrlie)-22 g, 3-(d7tidobu)e)-22 g, 3-(Z2 A7t dopu|e)-22 g, 3-(°]
dopr| e dopn|te)-2 2 3-(HHdotu et dopr]e)-2 2 g, 3-(REFH-4-d7tHdon|n)-2 2y,
e-(Egdxdopr))-old, 3-(dEdxdopr|)-22d, (oprrtrd)vd, (deotv ezt d)d, (¢
Aot et ) dE, (v Eed-1-d7bd) e, (B %—% AR, 2-(REEA-4-U7tEE) -l

g B 3H(REEUA-A7MEE)-22E T o) 1 H e d-4-d 25 19A] A 2-(2-5 4T E T
d-1-e)-old, 2-2-Sauud-1-2)-old, 2-(-FaR2Ed-4-d)-od, 2-2-Fh-ouuEd-1-9)-
e, 2-(2-Sa-3-md-olrtEe|d-1-a)-old, 2-(2-Fa-Asto| maverd-1-2)-old Ee 2-(2-Fa
“3-E-SAtstel E 2 vl d-1-d) o’ Tl ojs] A ghd ummm—z;—ow T 19ACA 3-(2-Sa-vE
ge-1-9)-Z2d, 3-(2-Fa9ud-1-9)-22d, 3-(3-FAREI-4-U)-22d, 3-(2-Si-o|vthEY
d-1-9)-2 g, 3-(2-Sa-3-vd-oEed-1-d)-22g 3—(2—%_/&—@1/\%}0]534E]U]‘%l—l—"a‘)—Ei%
Ee 3-(2-Sa-3-vE-gAtstol mR v e d-1-¢)- 22 g 1f°ﬂ ola) Age A d-4- 255 1A eA
zad, ofdE, wEA MY, (2-FEACE)7tEE, G-vSAZRE) ﬂié A E oA, ofr]mobA]

g, deoiuolME, (Yudoln]i)oldd | (REZYU-4-A)olAE, [2-(REZTU-4-I)-oE]7tRd, [3-

d-4-d)-Z23|7tRd, HEgsto|E2Fd-2-d7tid Ee HEgso|ER2Id-4-dstrnd  TFol
o3 AgE A HT-4-A IF; 1A A Aok, ofuxmgtEd | wdoln|tRd, oEHoln|mgtrd | (2-
HEZAed)otu 7t d . N-E-N-(2-mZA| o e)-oln 7k, (3-WEA|ZEd)olu| 7R d, N-mE-N-
B-vEAZE2F)-olu eyt d, oAaZRIolu|ylHd, Fdon|ylHd, oWdoln| vl d, o "ol
wrRd, JE2Ed-1-dytnd, gdEd-1-dsind, REaZd-4-dstnd, 2-WEREZ23a-4-dvtRd, 2,6-
OMeEraZd-4-dJl8d, TREEZHUA-UIIRY | 2-2A-5-0olA-H|Ao| ZFE[2.2. 1] E-5-D7tRY, 3-%

Ap-g-ob4-HIALo| 2 (3.2, 1] 4 E-8-A7hd | 8-S Ah-3-okA-H] Aol F2[3.2.1] S E-3-A7kud, 4-vE w5}
A-1-97hnd, ol2ZEASAtud EE 3H-PESA T g od) A8E A H-4- 1F; 1914
ol WEAEd, oYaTd, [2-(REEA-4-9)-od]8EY, [3-(REEU-4-9)-Zed]8nd, ofnwni

Y, o2y, Sltol Ty S5 2agdaddzd ool o Add e 2
Fi EE HEAS LR FR-3-9, HEdeo]mwy @3-

A= WEA], HEFEYEA EE ESA OF; 2-(FEE
) FE A 15 3-(HuEeln )22y
) Z2EEA] L 3-[H] A (2-HEA] 1%) ofp ]2 KA], 3-(FH-1-d) T2 I KA,
ZA-1-) 22 A Ee 3-U-dEdued-1-9) Z2I A OF; H(ZREEZEU-4-Y
(2-SAb-5-0bAl-H] ALo] 2 [2.2. 1] E-5-)-Z2 A LA, 3-(3-SA-8-0kA-u| AL F2[3.2.1]-%
RHGA EE 3-(8-SAF-3-obA-H AL FR[3.2.1] S E-3-) -2 AL 1F; 2-(2-54-9]F ¢
g8, 2-(2-229 g d-1-)-oE A, 2-(3-FAREZUA4-Y)-oEA], 2-(2-S4-o|n g d-1-
) - A, 2-(2-FAh-3-HE-o & H-1-d)-dd KA, 2-(2-F-dAlste] =2 v gnd-1-)- &
Al B 2-(2-Fa-3-vE-gasto| s a2 g nd-1-d) -l E A T 3-(2-Sa-vEEd-1-Y)-2 R Jé%f\
3-(2-S 29 u-1-U)-Z2 A 3-(3-FAREZUA4-U)-ZRIAZA] | 3-(2-ZL-o|utEEH-1-9)-
23

)_
)_
2%, 32523 Dol hE U-1-Q)-ERAG A, 3-(2-%&-SAbsol SRl n B-1-9)- 2 2
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AR 3-(2-% a3 E-Batetol SR u H-1-9)- X2 RS A 1F; 2-(AEAD)-NYSA, 2-BH-PES
AFbR o] )= B8], 2-(oh] i )-of | A, 2-(obARobv] i )-of A, 2-(el B 7hadobul o) -o] @54,
2-(LBAR Doy )oY 5 A, 2-(o] 2P AT dov] ) -0 54, 2-(wEAlobA oty i)l PG Al 2-
(N Gobrlerhn o] )-o A, 2-( i Bobrlserbn dobv]ie)-o & A], 2-(3] S 9-1-A7ha Do) )
NGEA, 2-(3) e H-1- Qb dobrl i) - B84, 2-(W2 EA-4-A7b Dol ) B84, 2-(gHEY
bl g A 2%, 2-(lPAEel )l DgA E o-(PRAEol ) USA] TF; EE 3
(B3-S AR o} 1) -2 ARG A, 3-(oh]xe)-Z2 UGN, 3-(ohAFopr]i)- T2 RS A E= 3-(Y
Edobr)i)-E 2RS4 1Fola,

=

H
o

X7F Az QAR Beka) 1o nixol Y sHRAlol 2 s Ei oo 4.
ATE 5

A3kl Ao A,

K7} 4 Ao,

R7} 3-222-4-220e-dd 1§ E 3-deddd 180w,

K7k 39151014 vl obdEotnls:, 3-8 S A7t dov] i St g A dotu]s g o5 A A
FEAY TF: 4NN b, wEotuli, tldopu]i, obEotnli, N-(obAE)-HHopr] ke, HEA
bRk i, N-(AHA ) - Dotu] e, B Eehsho] = 23] fh-4-7br doul e, N-(ol Eekalo] = 23 -4
Aohd)-vo] e, 3F-RESA R Db, N-(3F-FE S A ) - Fobulie, N-(o] Bobr b d)-
slgobe e, ceote] b dobrl e, N-(el v obul ebrd)-v Fobul e, N-(3) e -1~ 7k ) o}
M, W2 E-4-obu el N-(REEU-4-dskud)-wgol) e, N-(4-w D3 el 1-0 b ) Y
obie, WY AE ol , N-(ARHED) - Do, o IHE Dol i, N-(DHED) - Do, g

ofr = Edopr i, N-(H e g ot e d sz d)-mdopr) REdd-4-ddzdop] e,
[e)

N-(REaEFd-4-dAdxd)-vdotns, -SRI ddT ol EE [3-(RE3d-4-d)-Zed | dxdotr]
= ol ofel AgE Aol R 5 AEYd-3-Y IF: 1A AN 3HE-FESATIEY e vEds
d aFel od XFE FJEYU-3-9 15 AHEd-3-2 1F; 1AM 3F-FESATIEY B wddy
d el os) Agd dHgd-3-2 255 AddE-4-d 25 1AM dE, (ebrmrird)dd, (T
dopn gt d)md, (REEd-4-d7t )M, 2-BE-FESA 7t dotrm)od, 2-ofnxod, 2-(o}A
doprjm)eld, 2-(MEdxdotrm)old, Aok, ofAE, wiEAoAE, (Hudetr|m)otAd, (REEH-

1-)otAE, HEDS OS2 T B-4-Urtnd, ALolulwrind, olaZzHopulstud, ot mrtn,
dulgellesbng, teldelulebiy, NEU-1-9shid, -l 9sted, BeEu--dstnd,
p-id R EEA-4-stnd, 2 6t Y REEA-4dstnY, SREEEA-4-ostnd, 4o de s e-1- )
ud, oaZedSARY, 3F-HESAtud, Mgand, dudelndry £E mel ~
S8l o8l AgE HeH-4-9 F; B HEdSe|E 239, HEdelolmwyg-3-9 £ b
s =23 @-4-9) 1F o],

K7 5 94 i5A mE 894 2§ 2-(RESU-1-) 9S4, 3-(REEU-4-9) TR A8 E
2

1-(REFA-4-D RIS TF 2B E-2-S Aol 2R 3 e pd-1-9D)-o S A T 2-(H5A) -]
"SA, 2-BE-FESATIR ok ) B84, 2-obu o IS, 2-(obaFou] - WA i 2-(v]E
AEDolr ) BSA IF; EE FGF-PUSATRLol )-SR B, 3-olr -T2, 3-(obA

dopr] )2 2P SA] = 3-(MEdE o] ) -2 20 S A] Z%O];,
X7b Az ARl ek [9] nlate] 2y sH ALl S Y shghE H olo] 4.

7% 6

A3l QolA, wEe] shetA 19 3 B oo §.

(a) 4-[(3-FR2-4-FF L 2-7d)obr| 1= ]-6-((S)-H Ee}eto] =R F A-3-U 5 A])-7-H FA - L&+,

(b) 4-[(3-FE2-4-ZF 2 2-dd) o] = ]-6-(H Eg}slo] =2 3] @-4-A S A )-7-H| ZA-F U E-
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(0) 4-[(3-FREA-ZF22-7d)ol]-6-((R)-HEH3 | =2 FA-3-A A )-7T-H| EA - }EH,

(d) 4-[(B-ZFEEZA-FF 2 Z-7d) o] . ]-6-(EM2=-4-olr] e-Ato] SR IA-1-Y A -7T-H F A -F| E |
(e) 4-[(3-FRR-4-FF L 2-vd) o} = ]-6-(E W 2-4-vHd L opw] \e-Ao] S R & A-1-U & A])-7-1 FA] -]
U=

(1) 4-[(3-FRE2A-ZF22-7d) ol e ]-6-(IF g HD-4-L A )-7T-H A - }EH,

(2) 4-[(3-FE2-4-ZF 2 2-7d)o}r] = ]-6-(1-v e T -1 9 ] d-4-L S A -7-v| ZEA - A=

(h) 4-[(3-FR2-4-FF 23 d)op| = ]-6-(A 2-4-{[3-(R2E-4-d)-Z 2P | X Jo}r| 1 }-Apo] S 234}
“1-dSAD-T-H A -F =,

(i) 4-[(3-FER4-ZF 2 2-dHd) ol = ]-6-(F| Eg}slo| =2 u] &-3-L & A -7T-HEA-AUYEH

(k) 4-[(3-FR2-4-Z2F 2 2-vd)oln]]-6-(ERNA4{[3-(REZA-4-Y)-Z2F A FJo}n| - }-Alo]| Z 2 3
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R R, RS, R 2 X 9Jeld golg npel g,

A, wASIE 2aw 9 olxT A
HEAl, dE =9, Eaﬂlaicwmﬂa O}iﬂﬂ delol 9] EAlstl, ALAL §ul, oS

B BEedols, SMEED, dEGOlS LW, O, B Tt daaza 2 s
WA 1501, vhgFA el 20 WX 80T o) SxmelA SaEth,

(b) 43k2) Ve BHAES shsba) Vel shghEa) weAA, 8312 19 R[4, R'E flelA AF8 e

2 Ay AANSA 1F F sboltH e Azshs w
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[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]
[0087]

[0088]

[0089]

[0090]

S=50dl 10-1064530

3pepe] IV

RQ\N/R"
XX O\R°
U
N O—H

3petd v

Z2-RY

o] s}ata] 1V 2 Vol A,

R, R, R % X 9lolM 4ol nhe} 2,

R Cor2? 2%, 1 U1K 3709 B4 94 o8 A1g8 wWg 2%, 1 WA 5709 22 Aol os 2ge
AY 2%, 2§ R EE Rl o8 N8E -2 2F(d7)4, R R RS SlolA Aeld uhel ge}), 191
A 1F Rl o8 NE wseud, Ay £ sRadgod age o8 AaW (-2 1F,
i 49X 1§ Rl o8] A meZeld g o8] Y G2 LF(o7)M, RS 242 golA
Aolg uke} 2ol

’ ’ ’ -1

olg 1Fo]l 2 A}, o EYW, d4, HE EE Q0E A T IZAMTISA Ex oldHIHEA
T, dE EW, AEAEdEA B pE A EdSA 259 A, whe2 vigtAss 771 EBe 5
97), dE BW, @ARE, $4%UEF wE Ndg-volazedene] EAstd $RH.  o)F gl
stol=sA] a5 A, e @A, wEHsle 229 Y kxRl fEA, ¢dE 5W, Eg
23/t E ozt glE Aol EY EA) 5t FlH Tt

(o) 313H4) VIol shHES gmyel, 4gshe, dolz AT Bopwl, Lol we olv siHE, T
olgel Hgsl o we FEA, olF EW, REEAS WA, R7b, JeR AE opvi, Aol Ei
ol T, Ei ovkda S T A%d, delE Afd dEEAtelF3Y el o) Ak,
el A dASA 2F T st sehA 19 SghE s Alxshs 9

Ra Rp
\N/
(0]
X7 \Rc
L
N O0—(CH,),,—23

S19] 8hsh VIel A,

RY, R, R 2 X&= SJolld golat wpo} zbar,

bl
2
Ll
il
fE
i)
fru
g
dg
)
2
Ll
il
2
Jal%
[
t
rlr
(z
alil
dg
)
b
rlr
e
ke
e
do
>
I

o

2
Ll
il
g
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[0091]
[0092]

[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]
[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

3}ep4] VIl

Ra Rp
~ N ~
(0]
X7 ~ Re
.
N Re"

FebE/Be} e Zuje] EAse Y@

0 UlA 100C, wgEAsAIE 20 WA 60T F9

)

39 Y EE i ags, dF B9, 4, dF Bo], EYEFLRNE
SAY, do= MEd FReel=, v, Mes T td o =e) 2
g3 Agoan Fadrt

=

o

s}epd] VIIT

Ra Rp
\N/
XX O\ Re
L
N Rd

$¢] 3}ska] VIIICNA,

R, R, R 2 X&= 9JelA Aot npel g,

& Re 2ed A4 948 e

ofvlie, ofrl = ol I5e] i FHel BRI IFE, dF §W, X=

AR, AISEAIZREE, SE-FEATIRY, WdSATtRd, W, vSAWE s

ofvl: el tis) g o] Uk 4 givk

o 35E, o8 89, 74 89, dE 59, &, ohxEde/E, oME
U/ SollA Ak, dE 59, EYEFoRoMER, 4 me i, B
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[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

S=50dl 10-1064530

S, WA, EANd s AR 35S, dF 59U, BeE/2E 2o S s 43

& g0, B EW, S, AR, Y opAEHelE EE WA &4, 0 hA 100T, HFHsAE 20

4 60T F9 SE 2 1 WA Thar, HHEAAE 3 WA 1 gast e Be oz A

ste], dlg R, Fash @A FaRtEAREon RaAt. e, 2 40BN 1Fe neas)
A ool EAse] EERozobMEM Lol BalHct,

~ =

| oo

3 Y EE 3 FESAZRY 2§ nEHaE, ), oF 5o, EXZToRoEs EE Lur

AL, Jol® wed FRelel=, TSk, HWEe EE EM]% Aelzsl 2o Guje Algstel g

23 Aoz HaErct.

EZ2o golye a2 ulAaAE, 50 WA 12004 Aoz ol EALY e guje] ZA st AF, 4
Sof, 4 AZSAY, 0 U 50TAA Slelm blEdsle|mrFen g fule] EAsel FashE

# g9ow Augonn paut

2 W
_YEEL’

gy a5 A, 20 WA 50TAA S, % SW, e, dEe, oArEge BT/E E
S oUS Sol M FEerl EE 1 oW, o E 59, vdelul, ooyl Ei n-PHolule] EAlst] wald

oo MY @ EE FEA, A% 5W, LIUR WA, K7 Qo2 A obvlw, ol Ei
Dol 1F, EE Ak 94E Si A9E, Qo2 ARW duzAelZY F o8 A8 44 1
F& gHEE B 19 BFES Azt gy

R Rb
'
(e}
N SRe'— 73
L
N Rd

21l skerA] IXel A,

R, R R % X SlolA gelgr vhsh g,

2 owo] webd, ofvlw, ol Ei olulw 1FS FHIE AAA 19 PRl £HHE 5, ol
ozt Aokt i Asdalel sl Aga S 19] obd, Ao mi AT e A8 5 o
W, ohdstAE, B EW, N N-7hddelntE, NN -t 2R g A uLolu = B 0-(REe ol E-
DNNN N -HESE 25l =g EForndol 2o ge BYFAT 2E olilohlloE, Fuprd
Zetols, AR Fehol=, RN P5E W AR m, MU HEY Ferolsolm, Aloksl

A= ol w B RAolglo]1/0]A

Z
me
Z
T
w
ol
I
>
l
Y
3
)
o
N—
(o]
S
=)

SR X ERAE/REIE (e Iy v ¢
o 19 shEe] A5HE A%, o 4 AT HH, 98 mh SeErezeblEise Add
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[0128]

31 S ol
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[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

SS=50dl 10-1064530

g (A2 59, 38k IV = VI 2 VIILY S5 938 59 4 ).

oA olm] AFH niel Fo], B wgo] w2 gleha] 19 3E 2 Aoz HEHE ol 9L {83
okglgty 54, 53] 33 A% AA FEA(EGF-RA 2o FHE As A= gt JA a35 7FAH,
o, dE W, = AF, FEA olFAs T B2l ZlyolAl AAE ATz HFHE 4 At
T3, 0L ol YAF= AEERY AF Ado] =" = v,

HYoh([#2: Nature 309
A&, duAe vpFznt

AbEre] EGF-8A] 7)uolAle] A
(1984), 418]el ¥l 9=

AEA B2 7ol Goe Agale] 2%
A o
olel WA A2 ALGS] GST

F HE e 664 WA debd 1186). ©l&
& T AR A Sf9 2 Al FEoA LA H AT

B4 B E A g4 o) Al sEEe EA4 e FASt] SHEJT. SIMAZRRE F5E FEA
pEY(4:1)7F 71d &4 ALEH ATt wle]l Bl sk pEY(bio-pEY)7F F4AF 7]ARA H7FEAG. ¥ &9
100¢8+= 50% DMSO Fo] AANAl 106, 712 &<H(200mM HEPES pH 7.4, 50mM wl2uls ofAlElo]E, 2.5mg/ml #
2l (EY), 5p8/ml bio-pEY) 20t H FA AA| 20pE FHatdivt. &4 ¥HEE wladles EF2d0|= 10md 59
100 uMe] ATP &9 50 F7Fsto = A=A, &h AA AL biopEY %9 EAHO|ES &
A 7ba G0 okdl] od] Mao] HEE AL, FA AAE 20mM HEPES pH 7.4, ImM EDTA, 130mM <,
0.05% Triton X-100, 1mM DIT 2 10% SAHZ o A=},

mO_u

Fh BAL 308 AXA FY XA FIHgon, A &H (20mM HEPES 49 250mM EDTA pH 7. 4) 50
£ Hrtele] ¢4aFATE. 100wE ~EREM|Y J&5H vlo]g2ElolE I ol YAIAI7|AL, F9 2ol A
605 Zob wjekslgitt. o & S AHA 200.0(50mM Tris, 0.05% Tween 20)= A|H&}4t;. HRPO-2-2= g

anti-PY @A 100u0(PY20H Anti-PTyr: @A =9 232 os] A|zZ¥ HRP, 250ng/ml)S 713k & AAZ 60
ot stk o] %, mlo]ARELO|H e MF A 200w= 33 AFHIT. o] ¥ AlRE TMB-H KA

(A:B = 1:1, Kirkegaard Perry 234) 100t vlgstitt. 102 5, WS AX3ATE. ODisoml
A ELISA 5&7]& AM&sto] astE SA4s8lt. BE Ads 38 SAHEHUY.

dolEe+= 7PHEA Hill pitchEs AFE3Fe] SAE =4 (Graph Pad Prism Version 3.0)of thdl £ =z 138 AL
|3t HkE Alibel 93] HEHAT. AdE EE QR dlo]EE 0.9 oY AAAFE T, A9 g
|9} &lgkx]= 5 o]l lxk HYE YERNSITE.  50%(ICs) ol &3] EGF &4 7lvolAle] BHEE AAst=

e
oX,
i
iy
off
k1
)
df
X
(o
fru
-z
An)
o
k1
i
32
)
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[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

theel At 5
il e EEEEE
ICsq [NM]
1 0.13
1(1) 0.12
1(2) 2
1(3) 1.1
1(4) 0.6
1(5) 0.6
1(6) 0.69
1(7) 1.6
2 4.5
2(1) 0.16
2(2) 0.22
3 0.9
3(1) 0.14
3(2) 0.22
3(7) 0.7
3(8) 0.6
3(9) 0.2
3(11) 0.1
3(15) 1
3(16) 1
3(17) 0.3
3(18) 0.4
3(20) 1
3(21) 0.4
7 0.41
4(1) 0.16
7(5) 1
WA, 2 owgel we shek 19 SRS Alel BGF #8419 ANdel o8 4%
tobdlo] g A5 FAEJES odAsta, mebd, €2 ekl sohisdel ol okbrlw

3]
[s]
BAE AR e o5E, dE Su, P4 mE by £, 59l 4w o

240 FbobAlel] olgt Aol e ofrlsE o))
b W 18N, 24 A e

A AT,

A=
\_

Ak, ek 1o SR W ARgHoR HeH: od de R
9 SeA (), ¥ AGA SAFIRE), 95 99, wep) A,

7)volAle] ol
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[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

SS=50ol 10-1064530

olgel AEEA B4 olfw, B Wi fE FFEL, dF 5u, FFaydd, dAdey i 7| gt
AmAh FA, % BW, FrolAsAs JAA (A NEEAZ), FAHED A (ol MBehAR), St
Fazgehs shehE(el: Ala-Etd, Al REAm| s ofmgojuloldl), TEE tiA (o] BREAED,
gt el oAl 5FU ), Aol ERI(d: AEFAR), B 53 2 dEow ALSHAY 7|E ok sy
24 seed o AHEE 4 v 7l AfS ARS8, ols eEd dRoR AREAY, 7E
1= A8Al, oE W, (el FBEEE, N-opEA=HRD), VBA(: FLERZHE EE o|IHERF T
v HxHE, AEHE, dFEE) /EE A 2404 Hedd ke SFIAIEHI0|E)S e 2dd)
A AREE ¢ v A 999 dEE ARs] s, ols SeEd B dRoR FouAY, &%
EE P anE 2 243 @ Feld S Aok olE wWEEe BAd FouAY sAor R S
AT

efAlety =5 &, ¥ el wE sged dwtdor 2d HFEE, 53 Abdel glolA AlFe 0.01
WA 100mg/kg, BHASHAE 0.1 WA 15mg/kge] FogFoz ARgdT. Foshr] ffal, ol skt o4
Tl EdA A B/E= Y, dE Y, & AEA, dEA, FFAA, vAZAEE AERs, v
ZHol ol E, ZYHdd S, ANEER, gagalt, &, E/ds, E/2HAE, &/a20E, /&
g1 2dE, Z2dd S9E, Ao dF, AHEAMEAERs B AW 24, 8 841, 42 AN =
= o5l ARe =3 A T Aok AA, dE W, EuUd E== A, He, BE, dEY, &9,
2 A shE

A e T

4-[(3-F R EA4-ZF 2 2-dd) ol e ]-6-(H Eg}sto]| =2 9] e-4-A KA -7T-Wl A A -FF-slo| =2 S = e}
o|=

O|AZEFE 300ml £ 4-FRZ-6-(HEFs) =20 HF-4-AHA])-7T-MHSA-FUEH 10.84g7 3-FT 22~
4-EFQ2oldd 4.50g72] EFES AN B FFAZ F, A 9 2ZelA AAAZI. A" HA
25 &9 onsta, olaTawegw AHsta, WEeke 150mleF wRket,  Fedls F9 Lmox F7kE 30
T Et H A

« =
bk 5 FY oA, HY AolaE MgeR kaste] AHstal AN,
=2

-

$-3
Re gk: 0.27 (Agj7h A, Afo]2 2SR/ o d oAlHo]E = 1:1)

Aek ~AEA (ESI): m/z = 478, 480 [M-H]

thgel s3HEEel AN 19} fA18A S5 Eh

(1) 4-[B-EFR2R2A-ZFL2-9d)olv = ]-6-((S)-H Egslo] ERF 2-3-UFA])-7-HA LA -F }EH-3lo]| =
2E2 o=

Ry #k: 0.34 (A7} A, Ape]F 2/ E oM EHo|E = 1:1)
Aer ~AMed (BSI): m/z = 466, 468 [MH]"

(2) 4-[B-E2EA4-EF2-dd)oh =]-6-(1-EEF 2ot E-T o g d-4-Ld SA)-AUE--slo| =23
Zfol=
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[0161]

[0162]

[0163]

[0164]

[0165]
[0166]

[0167]

[0168]

[0169]
[0170]

[0171]

[0172]

[0173]
[0174]

[0175]

[0176]

[0177]

[0178]

[0179]
[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

S=53 10-1064530
Ry 3k: 0.17 (G o2 AxH TLC F (E. Merck), SMHEYEH/E/EZSZFQZIAELE = 50:50:1)

Aer ~#ed (BSI): m/z = 469, 471 [MH]"

(3) 4-[(3-F2EA-EFLZ-Hd) o =]-6-(I-EYEF L EZ A D - H 2 D-4-L KA -T-o N FEA-AHE -
Slo|lerFg2gol=

Re #k: 0.70 (A7t 2, wWad: S2efel=/mete/Zg 4 Yo}l = 90:10:1)

o ~=E (BSI1): m/z = 527, 529 (W]’

X

(4) 4-[(3-El - d)o}m] = ]-6-0o}A| ZA]-7-H EA] - JE2
Ry #k: 0.59 (He7F A, od olAgo]E)

A ~dee (BS1): m/z = 334 (W]

A 11
4-2 2 2-6-(H Edslo| =29 g-4-U A -7-1l A S A -F 5

B exolA oHEUEY Fo| NN-TIMLE ol se] EAste] 6-(ol Eetsto] B wy dh-4-A $A))-7-1 S
NS ER-4-2g Bod FReolus wgAoRA AxH,

Re k: 0.90 (2egj7h A, old opAlH ol E/mE-E = 9:1)

tao steEsol Al 119 FASHA 5 E
(D) 4-F22-6-((S)-HEZteto| 2 Fe-3-A &) -7T-1d 5 -7 &7

Re gk: 0.85 (gj7h A, old opAlH ol E/mghE = 9:1)

l

(2) 4-2R2E2-6-(I-EfEFozopg-ogd-4-Ld SA)-F &=
Ri gk: 0.92 (Hegf7h A, ol opAlH ol E)

(3) 4-FREE-6-(1-E 2] H5- 2ol &-] 9 2] 9-4- 2 S A)-7-opA Z A - A} £

AAA 11T
6-(B = 23k o] = 23] h-4-U S AD-T-W ANl A L E A -4- 2

T o EHE 250ml &9 2-opr] =-4-Hl A S A -5-(E| Egelo]| E 2T @4~ U S A] ) -4 15, 08g%L Eolud o}
]‘3 OlE 14.40g# 9] E3ES WA SFAIY. Wd4dd dbE E3ES E 250ml 9 wigeie). A JAE
S &9 AgHsta, 70CoAA AR HKBRE(cupboard) ol A AxEA 71T,

10.00g (o] &X]2] 65%)

T
p #600.40 (F7e= Axg TLC & (B. Merck), oMHIEUEH/E/EdEFLEOAEAL = 50:50:1)

% soEd (BSI): n/z = 353 D)’

i

ool setEsoe] Al 1113 FAkeHA 5¥th:
PANCIPY

(1) 6-((S)-HlEe}slo] = 2F e-3-A LA -T-H A 5| -31-F| & -4-2
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S=50dl 10-1064530

[0187] Ry #k: 0.60 (G4 oz Azxw TLC & (E. Merck), oIHNEVEH/E/EQZFLREAEA = 50:50:1)
[0188] A 2oEd (BSI): m/z = 339 [MH]

[0189] (2) 6-[1-(3F-FE A7} d)-3) o 2] F-4- 2 S A ]-3H-A Y S 2 -4-&

[0190] Re ak: 0.48 (A7t A, ol oM H | E/WEE = 9:1)

[0191] Aer ~#Ee (BSI): m/z = 346 [M+H]

[0192] (3) 6-[1-(3F-FE2A7lRd) -9 d g d-4-I & A |-7-8}o| =EZ2A]-3H-HA U} = -4-&

[0193] R %k 0.35 (g7} A, Wgal S2ato]=/mers = 9:1)

[0194] A ~oEd (BSI): n/z = 362 [MH]

[0195] AAA IV
[0196] 2-ot] 4=l S A -5- (B E g} sl o] = 2 9] gh-4- A S A])-mll 24)
[0197] 2-HEZ-4-WlASA-5-(F| Edteto| 29| -4-A S A]) - 22t 16.40gS, o] &9 F47F 552 w7k, 55T

o WlEFE 800ml Fol Al ehlle] UA 1.64gel EASel FABANG. FulE ofusta, ojnEe Tl
W, BHshs Aol Agsher),

[0198] & 15.08g (o] &X19] 100%)

[0199] Ry #k: 0.60 (94 o= Azd TLC & (E. Merck), SHHNEYEH/E/EZZF LR EA = 50:50:1)
[0200] 29 ggeEo] Al IVe} fAleHA 5 R

[0201] (1) WA 2-o}m L A-5-((S)-H Egtslo| E 2 FEe-3-g 2 A] )-Hl X o] E
[0202] Ry #k: 0.70 (Hg]7} A, Ao]F 2 /o E olHEo]E = 1:1)

[0203] A ~AEe" (BSI): m/z = 420 (W]

[0204] (2) 2-ou| =-5-[1-(3u-FE A 7h ) - d g d-4-L S A] | -Hll =4

[0205] Re %kt 0.43 (2E7 A, wgd F2go|=/mweke = 9:1)

[0206] A% ~AEed (BSI): n/z = 337 [WH]

[0207] (3) 2-ofm]i-4-3}o] EHA|-5-[1-(3H-F- B 7hR ) -] | 2] I -4- L S A |-l 24k
[0208] Re ak: 0.23 (A7t 2, vl S2ol=/vEE& /ol EA = 90:10:1)

[0209] A Ae] ¥

[0210] 2-HE 2-4-Wld S A]-5-(F| Eg}slo] = 2 9] gh-4-A S A]) -l =4k

Y
[0211] HEE FolA FY XA wWlA 2-UEZ-4-uMlFLA]-5-(8| Eg}slo| & 1)

r XH
4;
m2
Ao
>
&
N
=2
o
(m
S
—
=
o,

[0212] Ry %k 0.20 (942 A

s}
)—]
r&ﬁ
=
=
@
—
o
z
o
o
)
i
e
.y
e
g
i)
il
il
to
il
o
°
By
[
2
I
o
S
o
S
Z
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[0213]

[0214]
[0215]

[0216]

[0217]
[0218]

[0219]

[0220]
[0221]
[0222]

[0223]

[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

SS=50dl 10-1064530

A ~dee (BS1): m/z = 374 (W]

E4-A S A -5 (B Evfelo] =R -y g4~ 5] ) -Hl Zof o] B

AE-3H-FEAIE 42.60gs WEHOR WU NN-HHEdEFopu| = 228n] £o] B Ef}slo] =R -4~
& 38mle] 743}, EIRES Fo LxoA 147 EoF wuld & -y ER-#Z[1,3]02&-5-7} 224
0gS 7hetth.  1.5A17F &, wrse k= guleadyld wel gasa, WdB2ele]s 28 9nlE W&

22.9
o YAAZ|IWA A7l ¥he EFES F9 LA wRAl wukstal, 10% A EZAF 100ml$F wHEElaL,
T4 22Xl F7tE 1Y §o wNkst, o] & vk EFES FFE ] 60TolA TAIZIAL, WS 800ml el
kgt A S oE oMAEHCER FEeta, wigtE FEES B xsh ASiUER &40 AFHsaL,
kvl o R ARA7AL, TEANY. ZFRES old oEE2 whltsla, 2-UEZA-#WA A -5-(HE
gpalo| ER I T-4-A S A ) -l 24 FAMERA ARSI, o] oJFstal, AFdES FEAIY. o F
2 *M@%—a— A —HEE—AI—‘%HE%N—S—(EﬂEE}"G}ﬂEi—ﬂ%—4—%%*1)—‘%1JZ‘_°11°1E°1U4, oli= F7ke] AR

tgel sgtEsel A VT fAeA S5 Eh
(1) W2 2-UE=-4-32 9 A -5-((3)-F| E g}l o] =2 F eh-3-21 & A])-Hl 2] o] E

Re 7k 0.75 (27 A, Apo]Z =Y/ old ofAlH ol E = 1:1)

% 2#Ed BS1): iz = 450 )’

)

(2) 2~ E2-4-5}0] 2 HA5-[ 1-(3-F Y S A 7hR )~ 9] 2] W -4-2d S 4] | -wl 4
g W WA Hevlel=sl 3 FHHA e

Re %k 0.40 (ZE7k A, vgddl SReol=/mehZ /o EAL = 90:10:1)

Ak ~AEA (BSI): m/z = 381 [M-H]

A Ao VII

(32 REA-FF9 2-5D) ob] 1= ]-6-{1-[2- (37~ FS A FR oo 30) o & -9 o ] -4 S 4] ) 7-) %

A-AER

NI EEOb = Snl 49] 4-[(3-FEZ-4-FF-9.2-5'0)obv] = |-6-(5] 9 2] H-4-2 S A)-7-v] B A3 1}
-Hatol =2 SR ool = 410mg, N-(3H-FE5A7Fd)-2-B 2 R-odol] 240mg R THAHZAHE 360mge] 3=
WA 9 SR waR. o F, 7R N-GE-FESAIRY)-2-He w-olgeltl 8ongd 7,

LA FAAR 4N B wwan, FALN] A8, o8 B HNstm, I of

FEUth MY 71 3L Za GIEE S0 AHsn, P aEoR AxA L,
ARES §eNozA oY ohuHolE/HEL(95:5 A 90:1)E AHgetel Helst A A

=

Z g
N

R

13|
=
al

- = r&‘i
olo
!
(ot
e
il
o
N
o

T8 370mg (O] &X]2] 79%)
Re #k: 0.33 (94202 AxH TLC & (E. Merck), oMHNEYUEH/E/EZZFQ 2ol EA = 50:50:1)
Az ~HAEZ (EST): m/z = 544, 546 [M-H]

cheel kel AAdl Vs fAkshl S5
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[0232]

[0233]

[0234]

[0235]
[0236]

[0237]

[0238]

[0239]

[0240]
[0241]

[0242]
[0243]
[0244]

[0245]

[0246]

[0247]

[0248]
[0249]

[0250]

[0251]

[0252]

[0253]

[0254]
[0255]

[0256]

SS=50dl 10-1064530

(1) 4-[(3-FR2E2A4-FF2-vd) ol = ]-6-{1-[2-(3F-FE A 7} d o} .o ) -of & | -] o 2] 4~ & A] -]
Uz

Ry k: 0.38 (o2 AxH TLC F (E. Merck), SMHEUEH/E/EZSFLZIAELE = 50:50:1)

A ~dee (BS1): m/z = 516, 518 [M+H]'

A VITI
4-[(3-F 224~

ﬂllH

23 4) 0} 1 ]-6- (3] 3] 2] W-4-91 A )-7- vl BA-F £ AT so] =2 F R oo =

1-{(3-8 2 2-A-F 7.9 2o ) o] e |- 1-(H - B ARSI AR oA S Ao S - s g T
9 emelM B Fo AP GO xmmiw LESEY

Re #k: 0.53 (974 o2 Azxd TLC & (E. Merck), SMHNEUEH/E/EZEFLZIAELE = 50:50:1)

o ~#EF (BSI): m/z = 403, 405 [MHi]

)

oo setEse] A VIIIY fAeHAl 5
(1) 6-(F| 2 H-4-LFAD)-3H-F & H-4-&
e SFreto]= Lo EfEFoRMEAT A FPdn

X2 EZEFLLROAMEA

A ~oEd (BSI): n/z = 246 [MH]
S E1-4-21 & A])-7-5Fo) ESA-G- A FE -4
wHEd SFR2Eo|= SHo|lH EEF QRO EAY 7 3 H ).

Re %k 0.60 (Ao 2 AxH TLC & (E. Merck), oMHNEYUEH/E/EZZFQ 2ol EAL = 50:50:1)

Ao ~#ee (BSI): m/z = 262 [M+H]

AAd X
4-[(3-2 R R4-FF 025 ) obv] 1] -6-[ 1-(3F- 3 H A h ) -] 2] 4= § A |-7-o) A7) 1} 52
e FRekol= 100nl ol CoE olzuslRAelE 7.80mle] §& F9) LEoA WA FRol=

400ml %o] 4-[(3-FRZ-4-FF=Z-7d )O]-U]J_ 6-5Fo| == A -7-v| EA-F1}E= 10.00g, 1- (3\:1 BIRSENAE
Hd)-4-sto|=FA-dHgd 9.40g % EgdEAd 12.40g0 Ed=l Z7P§hﬂr deelS 9 20X
39 wb amkgk § F4 044’}5]":} olat=Es A7, GEldowA vdd 2= E}O]E/Uﬂ‘é}%(%ﬂ 7]
95:5)& Argste]l Azt A Afs F& ARvEINIAIY. F5E 2 AdES Holazazdd 2 v

statar, whAl wykstar, 59 AFAI7Ia, AZAIZIY.
0 5.34g (o]EX]2 34%)

£
R #k: 0.46 (A7t A, o€ ofMEHo|E/mErE = 9:1)

A ~oEd (5SI1): n/z = 503, 505 [M+H]

PPN o X
4-[(3-ERE-4-EF e 2-dd)obn| = ]-6-(Fl Edtéto]| 23| gh-4-U S A))-7-(4- B 2 E-F L SA)-F =

NN-E R EEOIE Bnl 4o] 4-[(3-FR24-TF0 23] o}u d]-6-(ol E2kafo] E2 3 Bh-4-A 9 4))-7-5}
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[0257]

[0258]

[0259]

[0260]
[0261]

[0262]

[0263]

[0264]

[0265]

[0266]
[0267]

[0268]

[0269]

[0270]

[0271]
[0272]

[0273]

[0274]

[0275]

[0276]
[0277]

[0278]

[0279]

S=50dl 10-1064530

I3

at. FAAN A,
oﬂ§]_L}_Ef— _Q_OHOE_ /\ﬂ —{5}
27}a A7),

& 650mg (o] =49 97%)

Bl shgEEel MAlel Xab FASI £S5

(1) 4-[(B-FE2E2A4-FF22-9d) o1 = ]-6-((S)-HEZS o] E2 F&-3-A & A )-7-(4- B2 R-FE S A)-F| 1}
=9

Re gk: 0.84 (2gj7h A, old opAlH ol E/mEhE = 9:1)

(2) 4-[(3-E2 24~

mlu

L 2-dd) o ]-6-(1-Eg & F L 2ot e -v] #| 2| d-4-A 5 A])-7-0| 52 -F =7

% ~=ed (5SI1): m/z = 513, 515 [WH]

i)

(3) 4-[(3-ERZA-FF2-dd) ot =]-6-(1-E& EF 2 2o E-T] | 2] d-4- L §A)-7-(2- ¥ FA| -0 FA] ) -
AE™

Re #k: 0.38 (Ag7l 2, fgddl Fz2gol=/weE = 9:1)

Aer ~#MEd (BSI): m/z = 543, 545 [MHH]"

A Ald XI
1-(2-5}o] £ 4]0 &)-3-wi B E e} 5}o] = 2] ] v wl-2-&

F9l ol viEke GolA B4 BE ) WebEe EAstel 1-(2-ME S A -0 )-3-md-H £l =2
ud-g-£& At Falgoms Az,

R %kt 0.23 (A7t A, od oAl ol E/mMerE/Xg 44 tE1o} = 90:10:1)

Aer ~#ee (BSI): m/z = 159 [M+H]

AAd XIT

1-(2-W1 4 5 A)-ol &)-3- &-v] Ee}aho] = 2 3] 2] v] el -2-&

9 ZEolA NN-HuEEFopm = Kol A ZE-3u-F-5Arol =] st 1-(2-HE 5] d)-H Ee}sto]
RSt 288 WE BOTHE WEADSZA ALHL

Re gkt 0.62 (g7t A, e opAle| o] E/mgh&/X1% =73

sl

FR o} = 90:10:1)

Aer ~#Med (BS1): m/z = 249 [MHH]'

1-(2-918 5 4]0 &) Bl E et o o] = 2.5 2] v] ¥l-- &

1-(2-MASA-&)-3-(3-F2Z-Z2D)-82F 79 SR NN-UMGEFh|= o] BF-3F-1-5Ato]
=g Augozs Az,

Re gkt 0.42 (Aegf7h A, old opAlH o] E/mgh-&/X1% =4 dh=yo} = 90:10:1)
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[0280]

[0281]
[0282]
[0283]

[0284]

[0285]

[0286]
[0287]

[0288]

[0289]

[0290]

[0291]
[0292]
[0293]

[0294]

[0295]

[0296]
[0297]

[0298]

[0299]

[0300]

[0301]
[0302]
[0303]

[0304]

[0305]

S=50dl 10-1064530

Aer ~#Med (BS1): m/z = 235 [MHH]'

1-(2- 114 % 4]0 &) - E et ho] = 23] o] v] wl-2-&
2R GA ol oyl & H Bl SR F e ol 3-FRR-wry o] sAlok|o] Ee WA oM AxF,

R %t 0.73 (A7t A, od oAeo|E/mMerE/Xg 4 tE1o} = 90:10:1)

Lol XV
3-(3F-F A TR Do) i) -Ale| R &

3-otr]i-Ate] 2SS 50TAA HSsi/=(2: D)9 EFE Folld Egjodetnle] EAste] v-35-F4 7
Z7 R o] E9} HhgA 7] o

Re %k 0.34 (ZEj7k A, wgddl Smeol=/merE/33 44 kYol = 90:10:1)

Aek ~AES (ESI): m/z = 214 [M-H]

U] shgheol Aalel Xveb Akl 5T

(1) AlZ==~4=[N-(3F-FESA 7R ) -N-r g -0} 1 | -ALo] S = 3 4k

z
oo
flo

MEE oA dofd,

Ri gkt 0.70 (2egj7k A, ol opAlH ol E)

Aer ~#ee (BSI): m/z = 230 [M+H]

ERE BN
6-(1-E8 EF-0 Zobd 8- 2] 1l-4-0 S A))-3H- A hEA-4-2
6-(SNoA 2 B-4-A &AL EA4-2 X2 EPEFO A ENS HESSo| SR F Y Sol Eejoldoln

o) EAst] EREF LR EA F4ET) vkgA I o2 AzH)

R #k: 0.48 (A7t A, o€ ofMEHolE/mErE = 9:1)

A ~dee (BS1): m/z = 342 (W]

el sgmol Axel XVIT §AEA 45 R
(1) 6-(1-E 2] H79. 2 0bA 935 2] 9-4-2 $ 4] )7-3 o] = ZA|-3H-HA L} A-4-2
MEE SoH AV I(lnig) G719 EAF] WY S EFo ol H ol Est G SR

Ry #k: 0.80 (M7t A, wWEd#d F2gfo|=/vekE = 4:1)

% soEd (BSI): n/z = 358 D)’

i

_30_



[0306]
[0307]

[0308]

[0309]

[0310]

[0311]

[0312]

[0313]

[0314]

[0315]

[0316]

[0317]
[0318]
[0319]

[0320]

[0321]

[0322]
[0323]

[0324]

[0325]
[0326]

[0327]

[0328]

SS=50dl 10-1064530

A Ao XVII

2-UER-5-[1-(33-Fd A7t d)-3 7 ) Y -4-g & A] |-l 2 AL
ZE-3T-F5A = 21.00gS Waow W2 A 71 A N N-tHE Z Eoln = 120ml 49
-BE-FESA7hR ) -9 A2 d-4-& 25.14gell WA Ao 7stal, 2EE 10T oldt=z fFAARIT.  E3E
S WEoF YAAFIEA FIIRE 307 e ke & 5-FF 0 FZ-2-YEZ-glEA 11.60gS 7HSet. FUE
A F, WS EFHES Eof FolRa, HE AAS ARSI pH 12 ZAS A, oE olAH o ER FE3)
g §7] Ae H2 AEZA gd07 AHsta, sibeladlgoes dxA|a, SEAY. FFES Y
old oel29 s EAsta, Y AFATI, AZRAIY. AAES D A7E 5 AN F ABRER 4
Agsta, ols LI 9 o¥sta @zAZI
& 9.58g (O]ZX]9] 42%)
Ry #k: 0.43 (Hg7F A, vd&dl F2eto]=/meS /ol ELL = 90:10:1)
A ~dee (BS1): m/z = 367[MHH]"
A el XVITT

4-[(-EF224-ZF 2 Z2-Hd) ol = ]-6-(1-BFolAEd-a F g d-4-d SA)-F & 2 [(3-ZF==4-

S w-#d)ohr =]-6-(1-F R 2ot E-9F g d-4-L A - A=

4-[(-EF224-ZF 2~ d) ol = ]-6-(FH 2| d-4-Ld FA)-FAUEA S 9 2ZdA HEGSo|l =25
oA Y @719 EAste BEROIAEL F2eto|mgt HbSAIP o2 AlzxEY., HE U 94 35tE
o EgEo] FEut.
Ry ak: 0.43 (A7l 2, veddl F2efol=/mEere = 9:1)
A ~AEY (BSI): m/z = 493, 495, 497 [M1+H] 2 449, 451, 453 [M2+H]
the9o] #gtEo] Are XVIIIFH FALeHA 5%
(1) 4-[(3-F22-4-ZF o 2-Fd) o} =]-6-(1-F2 2o E-3) 7 2| J-4-U & A ) -7-W EA-H U} Z=Y
e FrRolY FR2go|=9 A dojut),
e 0.59 (A7 A, g oA E o E/ ek /X 44 Yol = 90:10:1)
Ak ~AEA (BSI): m/z = 477, 479, 481 [M-H]
AN e XIX
1-HE-3-[([1,4] A A F-4-L ) 7} B d ] -3H-°o] vt} &-1-0] 2-R. o t]| =
3-[([1,4]A A1 F-4-) 7R D ]-3H-0|nt}E£S ¢ 2% oMHAEYER Fo| vEd Q2 =3E3 v-3A7]

oA Azdd. = AdES F71e AAglel WA,

theel SRSl A XIXsh fFAeA FEEh:
(1) 1-719-3-[ (4222, 6-0] M| & -2 2 B 1-4-91) 7h3.d ] -3f-o] v] t} - 1-0] §-0. o.r] =

R %t 0.12 (A7t A, od opAldo|E/mMerE/Xg 4 tE1o} = 90:10:1)

(2) 1-Mg-3-[(2- W &2 2 9 -4-2) 7hR g ]-3li-o] vt} - 1-o] §-p.00] =



[0329]

[0330]
[0331]

[0332]

[0333]

[0334]

[0335]
[0336]

[0337]

[0338]

[0339]

[0340]
[0341]

[0342]

[0343]

[0344]

[0345]
[0346]
[0347]

[0348]

[0349]

[0350]
[0351]

[0352]

[0353]

SS=50dl 10-1064530

Ry #k: 0.02 (27t A, od olAEo] E/vebS /8 =4 4 F o}l = 90:10:1)

A A4 XX
3-[([1,4]SAHAIF-4- ) 7} R d | -3H-°] v T} &

(1415 59 emold HEdsolEaFed ol Eeoldolvie] Elstl NN -7hwdleo]nhEs
gAY mn Axas.

=

Z] &

AaAn o

Re %k 0.30 (AE]7k A, e opAH ol E/me&

~

A dE Yol = 90:10:1)

Aer ~#ed (BS1): m/z = 196 [MHH]'

ol&te] 3gEEo] AA o XX} FAH =5EH:
(1) 3-[(N=-2,6-tHE-R2Z3-4-) 7} B d ]-3H-o] v]t}=
Ry #k: 0.46 (HeEl7t A, o€ ofMHo|E/Mer&/Zs 4 gy ol = 90:10:1)

(2) 3-[(2-HE-RE2Zd-4-9) 7R d]-3l-°] 1|} Z

Re #k: 0.43 (A7t 2, a4 oM e ol E/mgtE /2% 4 Yo}l = 90:10:1)

AN e XX1
(322 2-4-E 7L 2-7)obr] 1 |6-(1-E ] 5 2 ZobA P-3] o 2 ¥l-4-2 S A))-7-3ho] = S A-F| L} & 2
(322 2-4-EF L 2-7)obv] 1= |6-(1-E ) &5 2 2obA Y-3] o 2] ¥l -4-2 A ~7-obH F A -7 L& 215}
omzFzetl =g F9 LRolN WEE %e) X3 HASLUEF Solow AuFgord Axfrh. HH3
= AAE o9, 4-[(3-F224-ZF 2 2-dd)olv = ]-6-(FH 2| d-4-L FA])-T-3}o| EFA-F|JE- o] &
3 arEEA ReE,

¢ B 0.20 (HEF A, Wad F2elol=/veke = 20:1)
Aek ~AEA (ESI ): m/z = 483, 485 [M-H]

o9 SEEol AAd XXIZ FAFEH F5HTH:
(1) 4-[(3-ellEld-gd)o}n| 1= | -6-3} o] =F A -7-W| ZA|-F| L} E -
olghe &ollA 40% TSt EF &H7 I FHEt.

Ry #k: 0.32 (HE7F A, og olAgo]E)

A ~dee (BS1): m/z = 292 (W]

A Ao XXTT
6-(1-E 2] 5 % 0 2ol Y-3] o 2] 9-4-2 S A)~7-0bA 5 4|3l L} A -4- &

6-(1-Eg| 2F 2ol E-T o 2] tl-4-U & A )-7-3} )| EFA-3H-F YEH-4-& 80TCelA F2d Fo F of
A EAL Al o2 Az},

Re gk 0.60 (2Ej7h A, vgd=ll S2eol=/meE = 9:1)
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[0354]

[0355]
[0356]

[0357]

[0358]
[0359]

[0360]

[0361]

[0362]

[0363]

[0364]

[0365]
[0366]

[0367]

[0368]

[0369]
[0370]

SS=50ol 10-1064530

Ak ~#Ed (BS1): m/z = 400 [MHH]'

Z]Z §].‘o‘1— 4 ;(ﬂ
A A o 1
4-[(3-FRR2-4-Z T2 2-3D) o} e ]-6-((9)-H B3t = 2 F 2-3-U 4 A )-7-1 B A7) 1} 57

Cl

NH
0.,
O
(2
N
CH,

SPHNEYEH 6ml %9 4-[(3-FR24-FF2=-9d) ol ]-6-3l o] EEA]-7-H| FA-F}EH 300mgS (R)-3-
ﬂﬂtﬁﬂ—ﬂEﬂﬂﬂE F 114w 2 EYEdE~ 370mg¥ wigtetch. o] §, tlold ol b el
E 234uE 7feta, wg E9E §HW1T4LA.M1ﬁ%%ﬂ-<$ﬂﬂééhlﬂﬂ,ﬂb—iﬂ“°°%%k
STHANG. 2 BPES S HORA o oMo E/WEE(95:5)S AREste] AE

, AIES {%5}01]
ﬂ%ﬁﬁaé)v1 AZ2utE e ofs)] A A gt

& 53mg (o]EX9] 15%)
A ~oEd (5SI1): n/z = 390, 392 [M+H]

ool shaEsel AAd 13 fAH FEE:
(1) 4-[(3-2 R E-4-FF 2239 o}v] e |-6-(B| Ekoho] = 23] fh-4-20 S A)-7-m| H A -1} £

Cl

L
NH
N7 ©
m Pz o
e
CH,

Ry #k: 0.54 (A&7t A, od olAelo]E/vetS = 9:1)

Aer ~HMed (BSI): m/z = 404, 406 [MH]"

(@) 4 [3-FRR-4-FTF LR D)ob0] ] -6-[ A Z-d-(3F-F DS A 7k ofv] 1) -Aho] F 2 HA-1-2 8 4] |-
- EA- AU S

Re ak: 0.70 (A7t A, olg oM H | E/weE = 9:1)
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S=50dl 10-1064530

[0371] Ag ~Aed (BSI): m/z = 517, 519 (M)
[0372] (3) 4-[(3-F22-4-ZF 0 2-Fd)o}n =]-6-((R)-H Eg}slo] E 2 Fe+-3-D LA )-7-H| EA]-F L} =1

Cl
F\@
NH
Q.
“‘é@[ e
L
N
CH,

[0373]
[0374] Ry %k 0.64 (A7 A, ¥ oA E/HEE = 9:1)
[0375] ek ~ded (BSI): m/z = 390, 392 [MHI]
[0376] (4) 4-[(3-FrE4-ZF o &-Hd)oln x]-6-[ EN2-4-(3F-F-E A7t d o} 1 )-Ato]| F 2 8 A-1-U LA |-
7-w S A - R
Cl
hel
NH
SOHO!
kN/ ? NH
CHs o’&o
H,C
H,C” CH,
[0377]
[0378] Ry #k: 0.65 (H&]7F A, od olAeo]E/vetS = 9:1)
[0379] A ~9Ed (5SI1): n/z = 517, 519 [MH]
[0380] (5) 4-[(3-2R2-4-Z 50 23] obn] e ]-6-[ 1- (37 F- 2 £ A 7159 )~ 7 2] ©-4-91 & A] |-7-w] B A -F 52
Cl
.
NH
SONG
LN/ ? NYO
CH, O.__CH,
H,C
[0381] CHs
[0382] A 184°C
[0383] A% ~AEed (BSI): m/z = 503, 505 [MHH]
0384]  (6) 4-[(3-FRBA-ZFQ2-3]W)0lv] 2 ]-6-(B| Ee}a o] =2 eh-3-2 % A))-7-v] H A~} £
Cl
F
NH
S
Lo o
[0385] CHy
[0386] Re 3t: 0.52 (Ag7 A, Wadd F2go|=/meks = 9:1)
[0387] A% ~AEed (BSI): m/z = 404, 406 [MH]
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[0388]

[0389]
[0390]
[0391]

[0392]

[0393]

[0394]

[0395]

[0396]
[0397]

[0398]

[0399]

[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

[0414]

SS=50dl 10-1064530

(7) 4-[(3-F22-4-ZF o Z-Fd)o}n = ]-6-(1-WE-1 3 g D -4-L & A] ) -7-W| ZA|-F L} =
F

: : “NH
N7 °
I
N
kN/ 0 “CH,
CH,

Cl

Ak ~AED (BSI): m/z = 417, 419 [M+H]

(8) 4-[(3-FR2-4-ZF 2 Z-7d)oln =]-6-[(S)-1-(3F-FE A 718 Y) -9 Z 2| J-3-L S A |-7-W EA -}

Wl Freols golA tojazed ozt cet g s,
gk 0.51 (Hevt A, vgal Zzeol=/Wee = 9:1)

A ~dEd (BSI1): n/z = 489, 491 [M+H]
(9) 4-[(3-FRE-4-E 50 2919 ohv] 2] -6-[1- (35 -HD A 71 W) -] 2] ©-3- 2 1| -7-o] % AL} 5
e FR2alo]|= So| A rlo]AX 2 H olustE Ao Ee} 7 ),

Re #k: 0.56 (Hg7F 4, HEd#a F2gfo]=/vetE = 9:1)

Ak ~AEY (BSI): m/z = 501, 503 [M-H]

(10) 4-[(3-FR2-4-ZF 2 2-¥d) ol =]-6-((S)-El Egsto]| = ZF ¢-3-A &) )-7-[2-(3-W| & -2-5 4~ 3 A} 8}
o= 2y gud-1-)-o| HA -7 }EH

e F2Eo]= Sol|A tolaX2H olxystE A o] Ee} & 43w},

$d: 235C

A% ~AeY (BSI): m/z = 516, 518 (M)’

(1D 4-[(3-FRE-4-EFQ2-5D)0b0] 1e]-6-[3-(33-F B A 7 obr] ) -ALo] F 2 8 4-1-2 4] |-7-v] %
A-AER

HE @l SReol= oA tolihx g ofxu|Hi Ay ol | FalETt,

Re gk: 0.68 (2gj7h A, old opAlH o] E/mghE = 9:1)

Az ~#AEH (ESI): m/z = 515, 517 [M-H]

(12) 4-[(3-F224-FF 2 2-¥d) o} = ]-6-{A] 24~ [N-(3F-F-E A 7R D) -N-t| & -0} .- ]-ALo] F 2 &l 4~
1-DE A }-7-H EA - =

e FRetols SolA Tolaxzd ojzriznAdcl=s) g Faut,
Re k1 0.37 (227} A, e Szeol=/Mere = 9:1)

Ak ~dee (BS1): m/z = 531, 533 [M+H]'

(13) 4-[(B-FR2E2A-ZF2-Hd) ol = ]-6-{ EWN-4-[N-(3F-F-E A 71 ) -N-H & -o}n| | -ALo]| S 2 &)
A-1-L A J-7-H EA - UEE

o]

i)

@ Fzebols o)A tolazed okzdstRddelEs 37 FaH

nZi

4 231C
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[0415]

[0416]

[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

[0423]

[0424]
[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

A ~9Ed (5SI1): n/z = 531, 533 [M+H]

AN 2

4-[(F-FRRA-ZFO
9 ol M EA

2-3d)obr] =]

el BgEEel AAd 25k GASI S5

2-vd) ob] 1 ]-6-(A] Z2-4-ofw] le-Afo]

[A]&-4-(3H -4

oA wiE eii‘rﬂc HolM E

SS=50ol 10-1064530

FEAN-1-A AT EA-AED X 2B

)5 ) 7k o] ) - Aol -2 4k 1-91 4] |71 5
EfoRoELo R Aoz Azt

(1) 4-[(3-F22-4-ZF 9 2-Fd) o} = ]-6-( E & 2-4-0}u] e-Alo]| SR AA-1-2 2 4] )-7-1| EA|-F| L} =

X

(2) 4-[(3-F224-ZF o 2-#d)o}u| x]-6-(F F g

A ~oEd (5S1): n/z = 403, 405 [M+H]

o ~oEed (BS1): n/z = 417, 419 [wH]
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[0431]

[0432]
[0433]

[0434]

[0435]

[0436]

[0437]

[0438]
[0439]

[0440]

[0441]

[0442]
[0443]

[0444]

[0445]

[0446]

[0447]

S=50dl 10-1064530

4 [(3-FRE4-FF 229 d) o} 1]-6-(A] 2-4-P EHA o} e Afo] 22O 1-91 4] -7- o] B A -] L} 5
F

: : “NH
o
COrCL
S<
kN/ o NI CH,
CcH,

Cl

H ©

4-[(3-F R 2A-FF9 23D oh o] 22 ]6-(A] 22 d-0}v] temAbo] E 2 H2-1-21 A 7-H| H A7
FOROAEAS F9 LEolH HEDSIERED SolA AT @r)e] EAGe] WEAED
WSAPOoRA Azt

iy
it Y
X
[m
n

Ry 2k: 0.77 (g7t A, od olAHo|E/mMEL/Rs 4 ¢kr]o} = 40:10:1)

A ~dEd (5SI1): n/z = 495, 497 [M+H]

(1) 4-[(3-FRZA-FF 625 ) obr] 1] -6-(E A 22-4-] §HH F W ofv] 1AL o] FZ AR 1-01 S A )-7- 7] HA]-3)

Re 3k: 0.20 (AEl7F A, og oM H o E)

o ~AER (BSI): m/z = 495, 497 [MHi]

X

(2) 4-[(3-F22-4-F7 2 2-5)d)obr] 1= ]-6-(1-v ¥4 £ -] ol &) W-4- 2 S A))-7-o] A - A L}

NT ©
L~ N. 0
N 0 .S

| 71
cH, Ocw,

Ry Zk: 0.59 (Ag7F A, od olAHo|E/mWEL/23a 4 ¢Fr]o} = 90:10:1)

Aer ~#ed (BSI): m/z = 481, 483 [MHH]"

(3)

o[22 2-E 59 25 ) obr e -6-(A] 2-4-[ (3- 2 2 22 2.9 A dobn 1 |-Abo] 22 8 2h-1-91 $.A] -
7-v A -7 L}

il



[0448]

[0449]

[0450]

[0451]
[0452]

[0453]

[0454]

[0455]

[0456]
[0457]

[0458]
[0459]

[0460]

[0461]
[0462]

[0463]

[0464]

[0465]

S=53 10-1064530
Ry #k: 0.79 (Hg]7F A, od olAEo]E/vetS = 9:1)

A ~FEH (BSI): m/z = 555, 557, 559 [M-H]

(4) 4-[(3-E224-ZZ292-Fd)olH| |6 {EWA-4-[(-F22-T 2 D) H ¥ Jolu| - |-Alo| E 2 A a-1-YJ =
A=T-w B A - YE -

éﬁo

29z FRge|=st P dejdtt.
R #k: 0.42 (27} A, o& olAlgo] E)

F

O;U?—_-O

NN

g0 3-Fa

[

A ~9Ed (5SI1): n/z = 557, 559, 561 [MHI]'

(5) 4-[(3-FREEA-EF 2 2-5D) ok 1e]-6-(1-W B 7h 0 A3 o €] D=4~ L S A))-7-W] BA - AL S

NH
N7 °
L
= N (o]
e Sy
CH, CH,

E

NS R4 opMEAN) B dojut,
F4: 216T
Aer ~Hed (BSI): m/z = 445, 447 (W]

(6) 4-[(B-2E22-4-ZFe=2-dd)oh=]-6-{1-[(H Lol =) 7t d |-3) 3| 2] -4- L S A }-7-H| S A -F| =

)

LT

CH

NS

3 H,C” CH,

-2 N N-tashuted S 2ol =9 s dojut},
Ry #k: 0.28 (94 o= Azxd TLC & (E. Merck), oHHNEYEH/E/EZZF LR EA = 50:50:1)
Aer ~# el (BSI): m/z = 474, 476 [MHH]'

(7) 4-[(3-FREZ4-ZF22-¥d)ol = ]-6-{1-[(RE2ZH-4-A) 7R d -3 ¥ 2] D -4-L A }-7-W B A -F| =
2

pud
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[0466]
[0467]

[0468]

[0469]

[0470]

[0471]
[0472]

[0473]

[0474]

[0475]

[0476]
[0477]

[0478]

[0479]

[0480]

[0481]
[0482]

[0483]

SS=50dl 10-1064530

WS opEUED SolA (REEd-4-d)7hrdZRetolnel 3 dojyith,
o

Aoz Az"E TLC T (E. Merck), oMHNEYEY/E/EFZZ o Rl EA = 50:50:1)

Aer ~#ee (BSI): m/z = 516, 518 [MHH]'

(8) 4-[(3-F224-FF 2 2-dd) ol = |-6-{1-[(HFA HE) 72 d |-F F| 2| -4~ L KA }-7-W| FA]-F L&

FJ@
Cl NH

LT

9
CH,

3-8 W EA|L A EAL S Relo]mo} 317 dojdr),
Re 3k: 0.80 (Ag7l 2, vgdadl F2gol=/wES = 9:1)

Aer ~AMed (BS1): m/z = 475, 477 [MH]

(9) 4-[(3-2 2 2-4-F79 Z-31d) oh] 12 ]=6-(1-A] o7 2] ©1-4- 2§ A))-7-] 5 A -7 1} 52

il

2gol= oA BRRAoL-AT} A dojutrt.
Ry 3k: 0.40 (Ao 2 A z% TLC & (E. Merck), o HHEYUEH/E/EZZFQZolAMEAL = 50:50:1)
Ak ~Aed (BSI): m/z = 428, 430 [MHI]

(10) 4-[(3-FREA-EF=2-vd)opv] e ]-6-{1-[ (v D otr| =) d 32 d |- o 2 -4- LA S A }-7-W| 5 A -] =&

HES-2 oA EYEY Zo A NN-tHedamdE2eto| =gt g7 dojdr),

Ri gk: 0.24 (FFoz Alzd TLC & (E. Merck), SHIEHER/Z/EEFLROMIEAL = 50:50:1)



[0484]

[0485]

[0486]
[0487]

[0488]

[0489]
[0490]

[0491]

[0492]

[0493]

[0494]

[0495]

[0496]

[0497]

[0498]

[0499]

[0500]

[0501]

[0502]

[0503]

[0504]

[0505]

[0506]

[0507]

[0508]

S=50ol 10-1064530

A ~dee (BS1): m/z = 510, 512 [M+H]'

(1) 4-[(-EFR2A4-EF 2~ o =] -6-{1-[(RE2Zd-4-DH) AT |- H g d-4-L SA| }-7T-H 5 A -F L}

d FETo|Eeh I dofett.

Aoz AzH TLC T (E. Merck), oMHNEYUEY/E/EFZZ o Rl EA = 50:50:1)

b
il

Mg oHIEUEY o4 (REEA-4-A)AE
[ez]
l

Az 2AEY (BSI): n/z = 552, 554 [H]'

(12) 4-[(3-E22-4-5F e 2-vd)otr] = ]-6-(1-v e d X d-9] 9 2] D -3- L 5] )-7-v| F A -F 57

Ry %kt 0.33 (Fd oz Azxd TLC & (E. Merck), MEUEH/E/EEFQLZAEAF = 50:50:1)
A 2@Ed (BS1): n/z = 481, 483 [HH]’

(13) 4-[(3-2 224259 2-54)ob] e ]-6-((S)-1- A B £ -] 2] 9-3-20 5 A )7 =47 £ 2
SA: 249°C

Ao ~A ey (BS1): m/z = 467, 469 (W]

(14) 4-[(3-222-4-Z 52 2-3]d) o] =] -6-[ 1-(2-w] B 3 o} om0l &) -3 o 2] W -4-91 & A | 7] 5-A] -]

Ry 3k: 0.49 (o2 AxH TLC F (E. Merck), SMHEUEH/E/EZSZFQLZIAELE = 50:50:1)

Aer ~HMed (BSI): m/z = 524, 526 [MHH]

(15) 4-[(3-2RR-4-FF 2 2-30)o}v] ke ]6-[ 1-(2-obA P obv] o] &)~ ] 2] 1 -4-2d S 4] 1-7-vl| 54 -7 L}

B

=3

& B4 bl A} 3 oyt

Ry #k: 0.51 (94 oz Azd TLC & (E. Merck), oHHNEYEH/E/EZZF LR EA = 50:50:1)

Ao ~# el (BSI): m/z = 488, 490 [MHH]'

L[-FREA-EF 220 obr ] -6 EdlA4A-[(H i ohr] =) d 2 d opr] s | -Abo] S R A-1-A £ AT ) -
7‘”“%}\]_%1/}'2 gt

HHS-2 oA EYE™Y ZoA NN-tjHEdandEzao|=e} g dojdrt,
Re #k: 0.69 (A7} A, g olMEo|E/mgtE /g 4 IEYol = 90:10:1)

Ay ~dee (BS1): m/z = 524, 526 [M+H]'

(17) 4-[(3-F224-ZF0 2-Hd)olr| = ]-6-{EAA-4-[(REZU-4-Y) 7 o} = ]-ALo] SR I AF-1-2 =
Al =7-w EA - E-

WEe opEYED oA (R2EU-4-9)studIzetelme ) Qojdth,
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[0509]

[0510]

[0511]

[0512]

[0513]

[0514]
[0515]

[0516]

[0517]

[0518]

[0519]

[0520]

[0521]

[0522]

[0523]

[0524]

[0525]

[0526]

[0527]

[0528]

[0529]

[0530]

[0531]

[0532]

[0533]

[0534]

[0535]

S=53 10-1064530
Ry #k: 0.38 (27} A, od olAelo]E/v et = 9:1)

A ~9Ed (5SI1): n/z = 530, 532 [M+H]

(18) 4-[(3-F224-220299)ohu) ] 6-(Edzs4-[ (L2 E-4-0) A x dojn) ] -Afo| Z 210 %
A }-7-m A -7

HFS2 oA EHEH oA (REEFU4-U)AXd F2etol=9) s dojuit),

$4: 237°C

Ak ~AE (ESI): m/z = 564, 566 [M-H]

(19) 4-[(3-F22A4-FFL2-¥d)oh]| =] -6-(3-r & Z dopr| lm-Afo] S 2 A-1-A S A])-T-H| 5 A -7 L} &=

R #k: 0.66 (A7t A, o€ ofMHo|E/mErE = 9:1)

Ak ~AEA (BSI): m/z = 493, 495 [M-H]

(20) 4-[(3-F22~4-F %9 2-3d)o}v] = |-6-(B| Eehs}o] = 2 3] F-4-21 S A )~7-(2-0k A W oy re—ol] 54 -] 1}

WS PEUED %ol 4] opEZzzkolme} A Aot
g4 2247
Aer ~#ee (BSI): m/z = 475, 477 [MHH]'

(21) 4-[(3-FRR-A-EF 0 23] d)0bv] 12 ]-6- (e B2} 0] =2 3] 2h-4-2 §A] )~7-(2- | R4 2 o] 2ol HA]) -

WS obEUED LolA opiE ol se} B dojurh. Ax- @ Eds-olgAE Aes A Ay 4
SRIEEECED EE EECIE R

A
Re #k: 0.43 (A7t 2, Wgda S2efel=/mete/Zg 4 Yo}l = 90:10:1)

A ~Aed (BSI): m/z = 459, 461 [M+H]'

(23)  4-[(3-FEREA-ZF22-9d)okn] ] -6-(E W 22-3-ob A Fopn] s Apo] F 2 8 ab-1-2 & A])-7-w] 5 A7 1}

WS oLEUEY &olA opEZRelolne} 3 dojdth, Ax- @ Eds-oldAlE At A Aw 4
RIEEEEEE EE RS R

A
Re %k 0.49 (ZEj7h A, wgddl S=eol=/mehE/3gk 4 kYol = 90:10:1)

Ay ~dee (BS1): m/z = 459, 461 [M+H]'

(24) 4-[(3-FRE4-FF9 2-5d)o}v] ]-6-(o] E}s}o] = 2.3 4= 54 )~7-(3-ob A Wo}v] - L2 B G A))-
Ak
g opgERetel st @7 dojwir,

S3: 225C

o
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[0536]

[0537]

[0538]

[0539]
[0540]

[0541]

[0542]

[0543]
[0544]

[0545]

[0546]
[0547]
[0548]

[0549]

[0550]
[0551]
[0552]

[0553]

[0554]

[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

[0561]

[0562]

[0563]

[0564]

S=50ol 10-1064530

Aer ~#Ed (BSI): m/z = 489, 491 [MH]"

(25) 4-[(3-2RR4-FF 9 2-5d)olv] 1] -6-(H Eesho] = 23] 2h-4-A G A)-7-(3-r e E do}v] -T2 &
A)-ArtEd

71 222C
A 2HEY (BST): m/z = 525, 527 (W]’
(26) 4-[(3-FEEZA4-FF L 2-d)oh] =] -6-(1-v et - v o] ] el -4- A 5 A])-F| &=

Re 3k: 0.44 (Ag7F 2, fgadl F2gol=/WeE = 9:1)

o ~#Ed (BS1): m/z = 451, 453 D]

()

(27) 4-[(3-F224-ZF 2 2-¥d) ol = ]-6{1-[(REZH-4-U)7IH - H g d-4-L A }-FUE=-
W3-8 ol EYUED oM (REEZH-4-U) 7R d IR eo] =9} 3 dojutt),

Ry #k: 0.40 (A7l 2, vddl F2efol=/mwEerS = 9:1)

o ~AEZ (BSI): m/z = 486, 488 [MHi]

X

(28) 4-[(3-ER224-ZF 2 2-¥d) ol =]-6-(1-otA d -] F &) d-4-L A -FA L} =™

T

e T4 obAEAb) 7] dojue,
Re gk 0.50 (A2)7h 2, sl€el Fmeto]s/mere = 9:1)

A ~dEd (5SI1): n/z = 415, 417 [H]
(29) 4-[(-FREZA4-ZTFZ2-Hd)otn = ]-6-{1-[(Fuolr )7l R d |- d 2| d-4-D A }-FAEH
whg2 NNl e m R o s ) dojui,

Ry ak: 0.47 (A7l 2, veddl F2efol=/mErS = 9:1)

Aer ~#Eel (BSI): m/z = 444, 446 [MHH]'

(30) 4-[(3-FRR-4-ZF2 2-dd)oln =]-6-{ Ed2—-4-otA|do}n| -Abo] F R FA-1-A S A }-7-H| E A -7 1}

WEe T4 opEA G dojuith,

Re #k: 0.50 (Ag7F 2, fegdl Fz2gol=/weE = 9:1)

Ak ~dEe (BS1): m/z = 459, 461 [M+H]'

(31)
4-[(3-ERE-4-EF -9 ohn| = ]-6{ Ed 2-4-[ (Hm Dol i) 7F R opn) i | -Ao] S R 3 -1-U 2 4] -
- SA-FYER”

&2 N N-tiH et R G2 bl =o @A ot

Ry ak: 0.40 (A7l A, veddl F2efol=/mErS = 9:1)

Aer ~# el (BSI): m/z = 488, 490 [MHH]'

(32) 4-[(-FREA-EF2-7d) P e ]-6- [ EWH2-4-(2-T| FA] oA ofm] i ) -ALo| F 2 I AF-1-D S A ] -
7‘”“%}\]_%1/}'2 yu
W WS AlOPHE SRl e} gl dojyir),
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[0565]

[0566]

[0567]
[0568]

[0569]

[0570]
[0571]
[0572]

[0573]

[0574]

[0575]
[0576]

[0577]

[0578]
[0579]
[0580]

[0581]

[0582]

[0583]
[0584]

[0585]

[0586]
[0587]
[0588]
[0589]
[0590]

[0591]

[0592]

[0593]

[0594]

[0595]

S=53 10-1064530
Re #k: 0.35 (Ag7F 2, fgadl F2gol=/weE = 9:1)

2 ~ded (BSI): m/z = 489, 491 [M+H]'

()

(33) 4-[(B-FR2E2A-ZF2-Hd) oM = ]-6-[1-(2-H EA] oM E)-T H 2| d-4-L A |-F L} =4
HH-S-o W EA|OLA EA S Relo] =9} 3 Aol
Ry ak: 0.41 (A7l 2, vedl F2egfol=/mwEere = 9:1)

o ~#Ed (BSI): n/z = 445, 447 [wH]'

)

(34) 4-[(3-E224-Z2F 2 2-Hd)o}H] = ]-6-(1-0| AZ 2 A LA 7} B J-T H 2] 1 -4-Y 2 A ) -7-W| EA-F| L} =&

s

o[o

axzg guezevels $ Jojyl,

Ry 3k: 0.67 (Ag7F A, og olAeo|E/MerE /73 =4 Yo} = 98:2:1)

Ak ~dEe (BS1): m/z = 489, 491 [M+H]'

(35) 4-[(3-2 R 2-4-FF 2 250y ]-6-(1-A] o3 o 2] -4~ S 4D~ 1} £

3
oo

o Hgd ZFR2dole EoA BREEAolxA 3 dojdt},

Ry ak: 0.49 (A7l 2, vddl F2efol=/mErS = 9:1)

g A~ EH (ESI): m/z = 396, 398 [M-H]

)

(36) 4-[(3-2EE-4-FFe=2-dd) ot e]-6-{1-[ (v Dolr ) A xd -3 A 2] d-4-A S A }-F &3
g2 OPHEUED Holl M NN-trEdaindIaetol=st F7 dojdt
Re #k: 0.34 (Hej7h A, vl S2efo]=/veE = 9:1)

A ~dEd (BSI1): n/z = 480, 482 [M+H]
(37) 4-[(3- 22 2A4-ZF2-Hd)oln = ]-6{1-[(REZA4-I) A T |-T H 2| d-4-L A }-FA U=
HFS2 oA EYEH oA (REET4-U)A¥d F2etol=9} g dojuit),

Re gk 0.15 (g7 A, Apo]Z =Y/ old ofAlH ol E = 1:1)
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g2 oPMEYEY ol R olMEaty} g dojut},

A ~oEd (5SI1): n/z = 458, 460 [M+H]'
(39) 4-[(3-FREZA-ZF2-Hd)olr| =]-6-{1-[(Ho|Holn =) 7t R I |- ¥ g -4~ S A }-7T-H| BA|-F =

&2 N N-tlgrintrd gz eto|=o @A ot

Re gk: 0.40 (Hef7h A, ol opAlH o] E/Wd&/X7 4 dRyol = 95:5:1)

Aer ~#Ee (BSI): m/z = 502, 504 [MHH]'
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[0609]

[0610]
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o

W3-8 (| gd-1-) 7R dEFReto] =9} A Lot}
Re #k: 0.51 (A7t A, dE ofMElo]E/me&/31e 74 R} = 95:5:1)

AeF ~MEH (ES] ): m/z = 512, 514 [M-H]

(41) 4-[E-EREA-ZFL2-d) ol x]-6-{1-[(FEed-1-) 7t d |-9] A 2 D -4- L S A| }-7-H| 5 A] -7 o}

WS (922 9-1-) st d 2R elol s} gl Yol

Aer ~#Ee (BSI): m/z = 500, 502 [MHH]'

(42) 4-[(3-FE22-4-ZF e 2-Hd)olnx]-6-{1-[(4-W -3 F 2 -1-L) 7t R d ]-9 # g P -4-L 2 1] }-7-H| &
Al-FAUEH

W (4-vg- | epxl-1-d) 7t d SR eto| =-ste| s w Fm efo| =of 3 dojdtt.

Ry #k: 0.28 (Hgj7F A, vdadl F2efol=/mebS /38 =4 dEyo}l = 90:10:1)

Ak ~AEA (BSI): m/z = 527, 529 [M-H]

) 418224 BF2 2 AWl )61 24 (AT N Aok I ERAL IS AL-

Hhee " SReols HollM dojrttt.

Re gk 0.71 (2gj7h A, old opAlH ol E/mgh-E = 9:1)

Ae ~AMed (BSI): m/z = 509, 511 [M+H]'

(44) 4-[(3-BR24-ZF 9 Z-3d)o}n] = ]-6-[ A]| Z2-4-(N-o} A D -N-1]| & -0} 1] 1 ) -A} o] S & 3N Ak-1-2 & A] |-7-7]
%j\]_ﬂb}'a gt

A ~dEd (5S1): n/z = 473, 475 [H]

45)  A-[(3-FRE-A-FF Q251D obv] 1] -6-(A] 2d- [N-(2- ¥ 5 A|-ob A )N F-0}r] 12 ] -Apo] 2.8 41
1-21 941} =7-5 % A - £ )
WS WSROI B 2Reolmeh A Qojyit,

o) o] 1L}
Re 3k: 0.40 (A7t A, olg oM H | E/veE = 9:1)

Aer ~#Ee (BSI): m/z = 503, 505 [MHH]'

(46) 4-[(3-FE2Z-4-ZF 2 2-Hd)oln 1=]-6-[A] 2~-4-(N-g] #| & o} 1] =7} B I -N-v| & - o} 1] 1= ) -A} o] F &2 ) Ak-1-
AEA]-7-H| EA-F =

NS N N-Tiv e bt S 2 efo] =9f 37 dofdr),
Re #: 0.51 (Ag7F A, ole ofAleo]E/MERS = 9:1)
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[0629]
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[0635]

[0636]
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2 (REZI--4-A)7tRd SR eto| =9 37 dojudtt.

Ry #k: 0.50 (27} A, od olAeo|E/v et = 9:1)

Aer ~#Med (BSI): m/z = 544, 546 [MH]

(48) 4-[(3-EBREA-EFFL2-7d)obr = ]-6-(N 2-4-{N-[(REZH-4-d)d Fd |-N-v|&-o}r] .= }-Ato] F 2 3]
A-1-Q 8 AT HA - E R

WSS oM EUEY HolA (REZH-4-d)Axd F2eto|=e} 3| dojdr},

Re #k: 0.24 (94 o= Azd TLC & (E. Merck), SHHNEYEH/E/EZZF LR EA = 50:50:1)

Aer ~#Ee (BSI): m/z = 580, 582 [MHH]'

(49) 4-[(3-2RZ-A4-ZF0 2-5]d)ob ] 12 ]-6-[ A] 22 4-(N-T] o Edo}w] 1o A 0 -N-w -0} m] xc) A o] 2 8411
QG A |77 % AL} E R

W3-8 ol EYEZ Zo| A N N-tredgrdZaalo|=e} ghA dojtr},
Ry #k: 0.53 (Z&7F A, og olAgo]E)

A ~oEd (5SI1): n/z = 538, 540 [M+H]

-[(3-FRE4-Z2F o 2-Fd) ol = ]-6-( EWA—4-o| BFA E J o)1 -Ao]| F R AN A-1- LX) )-7-H| EA]-
NS W F2gtol= HolA o ghdEA SR eol=9} g dojudt,

Re 3k: 0.41 (A7t A, ol€g oM H o E)

Aer ~#ee (BSI): m/z = 509, 511 [MHH]'

(51) 4-[(3-EREA4-Z2F22-dd) ol =]-6-{1-[(REZH-4-U) 712 |- d 2] d-4-L S A }-7-ol| EA]-F L}
W (REEd-4-9)shndEneleme) g dojut,

Re 3t: 0.48 (Ag7 A, Wadd F2go|=/meks = 9:1)

A ~oEd (5SI1): n/z = 530, 532 [M+H]
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Re gk 0.50 (ZE7h A, vgd=ll S2eol=/meE = 9:1)

(52) 4-[(3-E 224~
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(53) 4-[(3-F22-4-Z 20 2-7d)oln| = ]-6-[ 1-(2-W| EA| -0} A & ) - 1] o] 2] T -4-0] & A] |-7-0| EA|-F L} ==
WS-o wEAOH EA SFRlo| =9} &7 dojudtr),

Re #k: 0.40 (Ag7l 2, vgadl F2egol=/meg = 20:1)

Ay ~dee (BS1): m/z = 489, 491 [M+H]'
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=
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[0657]
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(56) 4-[(3-FRE-4-ZFR-Ad)otn| = ]-6-[1-(2-w| FA| - &) -] | 2] d-4- L G A |-7-(2- | FHA] -0 FA] ) -
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Re %kt 0.48 (A7 A, wgd F2go|=/meke = 9:1)
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W S ob A} 7 Aoty
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Ae ~AMEe (BSI): m/z = 459, 461 [M+H]'
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WS WS Ao EA Fmeto ) g dojur,
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(32 R 2-4-FF L 2-5D) ob0] 32]-6-( A 2= (N[ (315 2] ©-1-91) 7110 9 |-N-vl o} e }-Af o] F 2.
108 AT FA - E R

S-S (FHEd-1-9)7tRd S 2 ete] =9 37 dojdtt,

Aer ~# e (BSI): m/z = 542, 544 [MHH]'

(60) 4-[(3-FRE-4-FF L 2-3d) ot =]-6-(A| Z=~4~{N-[ (4-v&-] | 2}31-1- ) 7h . D | -N-wl| & —o}m] e }-A}
o1 2R I-1-2 § )T B A - U 5

e (-85 A-1-9)Fhu A F 2 efol E-stol SR Eetol =5} 7] Yoyt

A ~oEd (5SI1): n/z = 557, 559 [M+H]

(61) 4-[(3-F B R~4-F 72 25D 0bv] = |-6-[ A 22~ (N~ § 4 F D -N-vi| F-obv] 1) -Apo] 2 2 8 21-1-9 $:4] |-
- EA - E

B2 MER SRefoln KoM e dEt FReto]=el ) dojdt),
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A ~dee (BS1): m/z = 523, 525 [M+H]'

(62)  4-[(3-ZR2-4-FF02-3)obr] ] -6-(A] 2-4-[ (L2 FA-4-9)7h dopu| ] -Apo] F 2 1-1-9 &
AT 5 A - A S

e (REEd-4-d)7tRd I 2dte| =9 g7 dojdtt.

Re #k: 0.33 (94 o2 Azxd TLC & (E. Merck), SMHNEUEH/E/EZSZFFLZIAELE = 50:50:1)

Aer ~#Ee (BSI): m/z = 530, 532 [MHH]'

(63) 4-[(3-FREA4-ZF o 2-HY) ol = ]-6-{A| 2-4-[(REZH-4-A) A Edo}n| = ]-Alo]| F 2 A-1-U =
AN-7-HEA - Y&
WSO Ol EUEY Zo|A] (REZd4-A)HTY Faeto|=e) 3 dojdt).

Ry #k: 0.81 (A&7t A, od olAelo]E/vetS = 9:1)

A = (BS1): n/z = 566, 568 [MI]'

(64) 4-[(3-01 B -3 o}v] 1 ]-6-(1-0 A & -] 2] W14~ ;4] )-7-v % Al L} )
G opH =R @l oyt

R %t 0.30 (A7t A, od opAeo|E/mMerE/Xg 4 tE1o} = 90:10:1)

1

Aer ~#ee (BSI): m/z = 417 [M+H]
(65) 4-[(3-olEld-Hd)otr] = ]-6-[1-(2-H FA| -} & )-T] H| 2| -4~ L S A] | -7-W| A -F| L} &
WHSE W|E Ao EA ZRetolEsh ] dofuith,

Ry 3k: 0.37 (A7l 4, Wedl SF2go|=/werS /3 4 =Yool = 90:10:1)

Aer ~HMed (BS1): m/z = 447 [MHH]'
(66) 4-[(3-olE]d-sld)om| =]-6-(1-H g £ U -3]

g4
Re gk: 0.59 (Hegf7h A, old opAlH o] E/mgh-&/X13 =4 =Yoo} = 90:10:1)

é

4GB A - E R

Aer ~#Ee (BSI): m/z = 453 [M+H]

(67) 4-[(3-elEld-sd)olr] e ]-6-{1-[(R2EA-4-)7tRd]-vH S -7 EA - U E >

Ry Zk: 0.43 (Ag7F A, og olAHo|E/mMEL/2a 4 ¢Fr]o} = 90:10:1)

Aer ~HMEd (BS1): m/z = 488 [MHH]'

(68)
4-[(3-FREA-ET 0 2-5') o] 1] -6-[ £ 9 24— (N7 ¥ T I -N-5 Go} ) 1 )AL o] F 2 A AH-1-91 S 4] -
-5 A -5

Ry #k: 0.50 (A7l 2, vedl F2efol=/mErS = 9:1)

Ae ~AMed (BSI): m/z = 509, 511 [M+H]'

(69) 4-[(3-FR2-4-ZF 2 Z-Fd)oln =]-6-(EWA2-4-{N-[(REZH4-U)7tH D |-N-H|D-o}n] = }-ALo]| F 2
A1 A -7 F A -F 1} E R

S o
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~
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[0709]
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Ry #k: 0.54 (Ag7F 2, fgdadl F2gol=/weE = 9:1)

Aer ~#ed (BSI): m/z = 544, 546 [MH]

AN 4

1-[(3-F22-4-EF Q25 )obr 12 ]-6- (N 2-4-{ [3- (R EFA-4-9)-T 2 A4 opv] i - Apo] F2 8 -
1= 5 A))-7-H A - A L
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A QO}HliJ—AM%i@m—l—%‘%MH—uﬂ%kl—%%é% 6omgoll 7}alaL, Wk EFEL whA BF A7
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© 18mg (o] &9 27%)
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Re 7k 0.36 (2E7k A, wigd=ll S2dol=/meE = 9:1)
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i

ol sighesol AAld 49k frAfsiAl 5
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o
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o
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F
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AtEd

100ColA N-mg o Ze]= SollA BAUEF 9 8 =stUER EAste] Fad.

Re 7k 0.18 (A7 A, g opAeo| E/mghe /XI5t 24 ¢FE Yo} = 40:10:0.5)
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)
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[0740]
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Ry #k: 0.32 (Hg]7F A, dd olAH o] E/v e /X3 =4 dro} = 80:20:1)
A ~oed (5SI1): n/z = 517, 519 [M+H]
(4) 4-[(3-22E2A4-ZF2-Hd) ol = ]-6{1-[(REZH-4-A) oA g |-T H 2| D -4-L A }-FA U=
T4 XA HEZGSI|ER2FE FolA Y 7] EAlstel s HT).

Ry #k: 0.30 (Hg7F A, HEda F2gfo]=/vetE = 9:1)
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)

(5) 4-[(3-F22-4-ZF 9 2-Fd)o}n = ]-6-(1-T W & o}n| ol & -3 7 2] J-4- L LA ) -FH L} =
T2 2ZoAM HEZSlo|mZEY Lol Y A7) EAS FaE .
Ry 3t: 0.11 (A7l 4, Wedl SF2go|=/were /3 4 =Yool = 90:10:1)
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(6) 4-[(3-2RRA4-F 70 231 obv] 1 ]-6-(1-] o Do ] s} A B3] 5] 2] ¥l-4-9) 5 A -7-] 547 L} )
29 exoA HEo|=RFd LolA] FL 1 A9 EAstel SFAH,

Re gk 0.19 (27 A, A opAeo| E/mghe /XI5 4 ¢FEYof = 90:10:1)
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A A o 5
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s
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X
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A ~AEH (BSI): m/z = 417, 419 [M+H]
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sto|=ERF 2ol =
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A ~dEd (5SI1): n/z = 433, 435 [M+H]
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U-tlstol = 2 F R etol=

HE gl SFRepol= oA o] rxes AAHG-6M) 3 A FaETt
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(6) 4-[(-FERA-FFL2-vd) o] e ]-6-[1-(2-opr] oo &) -T] o F-4-A S| |-F|}EF- - sfe| R I 2
ol =
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RS T

HEd SRepol= oA o] rxes AAH5-6M) 3 §AA FaETt.

Ry #k: 0.35 (9o z Azd TLC & (E. Merck), oHHNEYEH/E/EZZFLRAEA = 50:50:1)

Aep ~#E (BSI): n/z = 431, 433 DW+H]
(8) 4-[(3-elEl -3l d)obr e ]-6-(I] A 2] D-4-L A -7-v| ZA-F pF ol -t] sto| ER G fo| =
Had Frglols HolA o] AZRIE JAA(G-6M) I A FyE .

Ry 2k 0.50 (FFo=z Az% TLC & (E. Merck), SFHEUEH/E/ETEFQLZIHEL = 50:50:1)

A ~dE (BS1): m/z = 375 (W]

(9) 4-[(3-2 22 4% 0 231 o}n) 1] -6-( = W 2sd-| & o] 1o Ap o] 2 A4k 1-2) & 4] )7l 54 -] L} 52
-gilelE2ER2 o=

7 251TC

Ao ~#eel (BSI): m/z = 431, 433 [MHH]'
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[0783]
[0784]

[0785]

[0786]

[0787]

[0788]

[0789]
[0790]

[0791]

[0792]

[0793]

[0794]

[0795]

[0796]

[0797]

[0798]

[0799]

[0800]

[0801]

[0802]
[0803]

[0804]

[0805]

[0806]

SS=50ol 10-1064530

A 6
A-[(3-FREA-FF L Z-vd)opv] e ]-6-(H Eg}sto] = 23] ¢h-4-A 5 A])-7-8} o] =5 A =T} &7
4-[(3-ERE-4-ZF2L2-9d)olH = ]-6-(H Egsto)| =23 e-4-d SA)-7-MF KA -FUFd-sto| =2 F 2 &}

[}

I

o~

= 9.00g¥ EEFQ RN EAM 50mlte] EFEE 1543 ¢ 100CE 73t o] ¥, wg EPE
=] 1=

ZHA 7|, FFES oAEYEY 10ml o] SFANY.  Za] f4S AHeA wukslA A ¥3} ehat

EF &9 100mlel H7pggk. 1.543F 3 AAE HAES T A7, BE S 3] AFIY. = A
B2 tolg oeEet g wnkslal, F oA, AZAZITH

8 5.90g (o]ZX¢] 87%)

Ry #k: 0.21 (He7F A, og olAgo]E)

Ay ~dee (BS1): m/z = 390, 392 [M+H]'

th&-o &gtEo] AN 63 FAHA F5HH:

(1) 4-[(3-FREA-ZF22-9d) oM ]-6-((S)-El E&}to] E 2 F&-3-U & A])-7-3lo]| =2 A -7 U= -

Re gk: 0.44 (2gf7h A, old opAlH o] E/MEE = 9:1)

2 ~#ed (ESI): m/z = 376, 378 [M+H]

)

AAd 7
1-[(3-FRE-1-EF 025 d) o] 12]-6-(6l Eehsho] © 23 eh-4-2 S A))7-[3-(2 2B -4-9))- L2 B8 A] |-
A=+

N N-TH R EFolm = 5ml 49 4—[(3——%1&— EFE-vd)otr] 1 |-6- (Bl Eg}sto] = 2 3] @-4-% & A])-7-3}

r2dF2 o= 130mg E BAHEE 530mge] E£FES 80Tl A
HhA) - aLRkghe), fxmwl %’46}1, Hh-g %@%% 26ml 2 A eta, oY ofAH el ER FErt.  wiFE
r Heta, amlavgoR AxAT|a, FEATIY. JFRES UAddE

o
I
Jfu
>
£
L
W
"
w
(]
o
=]
OQ
00
?u
mm
e
0
©
e
K

E

&% 205C

Aer ~#ed (BS1): m/z = 517, 519 [MH]

theel SRSl AN 73 A FEEh

(1) 4-[(3-2224-FF-0 25 D) obv] 22 ]-6-( 6 E 2} ho] = 23] h-4- & ) -7-[2-(2 2 F 1 -4-21) o] 4] -
e

Re 7k 0.33 (ZE7k A, oE opAeo| E/mghe /X7 4 ¢FEUo} = 40:10:0.5)

2 ~#ed (ESI): m/z = 503, 505 [M+H]

)

(2) 4-[(3-FE2E2-4-ZF 2 Z-vd) o} =]-6-(H Eg}slo]| =2 3] &-4-L 2 A])-7-o| EA-FAUZ=

Ry 2k: 0.76 (g7t A, olg olAHo|E/ e /2a 4 ¢kr]o} = 90:10:1)

Aer ~HEd (BSI): m/z = 418, 420 [MHH]"

(3) 4-[(B-FE2A-FF2-9d) ol =]-6-((S-H Edsto]| E2F-3-A 5 ) -7T-[3-(LE2EU-4-U)-ZT =7
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[0807]

[0808]

[0809]

[0810]

[0811]
[0812]

[0813]

[0814]

[0815]

[0816]

[0817]

[0818]

[0819]

[0820]

[0821]
[0822]

[0823]

[0824]

[0825]

[0826]

[0827]
[0828]

[0829]

[0830]

S=50dl 10-1064530

A7t EY
Re gk 0.20 (Hel7h A, A9 opAlelo] =/ mge/A% #4 grLlel = 90:10:1)

2 ~ded (BSI): m/z = 501, 503[M-H]

X

(4)
4-[(3-2 R R4-E72 23 oh] 2] -6-((S)-Hl Eek3ho] = 2 Fe-3-A S A)-7-[2- (R 2 FW-4-2)-o| HA] |-
Az

Ry 2k 0.19 (Hg7F A, od olMeo| E/vetS /8 =4 4 =E o}l = 90:10:1)

A ~oEd (5SI1): n/z = 489, 491 [M+H]
(5) 4-[(3-BR 2B 5225 0}0] ] -6-(t] Eeh 5ol = 23] gh-4-21 § 4] )-7~(2-5] 5% Al o 5 A -7} 5

Ry #k: 0.57 (Hg7F 4, WEd#a F2go|=/vetL = 9:1)

)

@ 2AE (BSI): m/z = 48, 450 [MHH]

6) A [B-FREA-FFLE-3E) ot = ]-6-(E| Ee}eo] B 23] -4~ A EA)-7-[2-(3F —F- - 5| 7R ofv]
) FA - E Y

R #k: 0.64 (A7t A, o€ ofAEo] E/metE/Xe 424 o} = 95:5:0.1)

A ~oEd (5SI1): n/z = 533, 535 [M+H]

(1) 4-[(3-FREA3
wmzna Al AEY

mlu

2-dd)obn e ] -6-(H| Ed}slo] = 23] gh-4-A 5 A))-7-[3- (3w -F- 25 A 7k d o

Re gk 0.74 (2E7k A, A opAeo| E/mghe /XI5 4 ¢FEYo} = 95:5:0.1)

o ~=E (BSI1): m/z = 547, 549 (W]

)

A 8
4-[(3-2RE-4-ZFZ-Hd) ot e ]-6-(F A D-4-LI KA - A&

WEee 35ml £9] 4-[(3-FE2E2A4-FF L 2-dd)ol=]-6-(1-E EF 2ol E-ad g d-4-L A -F| =
d-slol=2F2go]= 4.55g9 §NE (3N) FABUEF &9 13mlot wigsla, F9 X0 oF 30% ok
Akt FA s fdl, W EEES BE F4sta, o oM EHolER FEIh. uidd f7] 4
Z3} dUEF gdow AH }1 Framtadig e R dxA7aL, SEAIG. ARES g odH =9 3

7l wgksta, 59 AFAI7 I, AZAIZIY
&1 3.00g (o] Zx]2] 89%)
Ry #k: 0.48 (FFo=z Az% TLC & (E. Merck), SMHEUEH/E/ETEFQLZIHEL = 50:50:1)

A ~oEd (5SI1): n/z = 373, 375 MH]

el sgEEel AAdl 83 FASIA FEH:
(1) 4-[(3-FRZEA-EF 0 2-5'D) o} o] 12]-6- (3] o 2] D-4-L S A))-7-0] A - AL S

Re #k: 0.20 (A7t 2, wWgda S2efol=/mebe/Zg 4 Iy o}l = 90:10:1)

o ~#Ed (BSI): n/z = 417, 419 [wH]'

)



[0831]

[0832]

[0833]

[0834]

[0835]

[0836]

[0837]

[0838]

[0839]

[0840]

[0841]

[0842]

[0843]

[0844]

[0845]

[0846]

[0847]

[0848]

[0849]
[0850]

[0851]

[0852]

[0853]

[0854]
[0855]

[0856]

S=50dl 10-1064530

(2) 4-[(B3-FRE4-FF L 2-d)or] 2 | -6-(F] 2| 2 4= 5 A])-T-(2-H S Aol A -7} &=
Re #k: 0.10 (He)7h A, vgddll FRefol=/viehE/3g 4 ¢hEyol = 90:10:1)

Aer ~AMEd (BSI): m/z = 447, 449 (W]

1-[(3- 2R E-4-EF-9.2-5D)opv] = -6-(1-[ (N Aov] 1) 7h 0 d |- o €] 4= L S A }-7- W] BA - AL S

© 239 obi] e ]-6-(7 7 2] D-4- S AD-T-| EA-FEAL 9 Lol HEs ]
| ol rlobilel Eat Ao 2 AL

4-[(3-EFE22-4-3
ERF %9 o

o mlu

R %t 0.53 (Agj7t A, od opAdo|E/mMerE/Xg 4 tE1o} = 90:10:1)

Aer ~# el (BSI): m/z = 474, 476 [MHH]'

g shEsol AAel 99 fAkEHA S5 Eh
(1) 4-[(3-ZRR-4-ZF 0 2-dd)opn = ]-6-{1-[ (o] 2 Z ZHo}w] 1) 7} d |-5] 7 2] T -4-L 2 A] }-7-1] EA] -]

A2k ~AEA (BSI ): m/z = 486, 488 [M-H]
(2) 4-[(3-2RR-4-FF 2 2-5d) obv] 2 1-6-{1-[ (S D obv] 1) 7h d 1-5] 5 2] ©1-4- 2 S A }-7-vi] 5 4] - 7] 1} 2%

Ry 3t: 0.70 (A7} A, og oM EHo|E/WErL /38 &4 ¢kr]o}l = 95:5:0.1)

o saEg] (BSI): m/z = 522, 524 W]’

e

(3) 4-[(-FREA-FFL2-dd) o] = ]-6-(Al 24— {N-[ (el D opr 12) 7k d ] -N-r | -o}v) 1 }-Apo] S = 34k~
1= A -7-H| FA - hE =

Ry #k: 0.38 (Ag7l 2, vgdl Fz2gol=/weE = 9:1)

Ay ~dee (BS1): m/z = 502, 504 [M+H]'

2 A6l 10

L322 2B 50 2o W) obv] e ]-6-(1-[(T] ol Elobv] xc) 7 ol €] o) 2] 614 S 4] -2 )
S[(3-222-4-E7 0 25 ) o}o] v |-6-(7) 2] -4-2 S A )-ALpEAG F9) Lol A N N-rju D L Hopo]=
Eol| A gatEEe] EAS] 2-F 2 2-N N-td ol Eoln| =9} qtEA| o2 Az,

Re t: 0.24 (A7 A, Wadd ZF2efo|=/mEE = 9:1)

A ~AEd (BSI): m/z = 458, 460 [M+H]'

oheel Sl AAd 105 fAaHA FEA:

(1) 4-[(B-ZFREE2A-FFZ-vd) o] e ]-6-{1-[(LE2EFH-4-) 7t I g |- A d-4-I S A - A&

Ry %kt 0.42 (F4 o2 Azxd TLC & (E. Merck), MEYUEH/E/EEFLZAEAF = 50:50:1)



[0857]

[0858]

[0859]

[0860]

[0861]

[0862]

[0863]

[0864]

[0865]

[0866]

[0867]

[0868]

[0869]

[0870]

[0871]

[0872]

[0873]

[0874]

[0875]

[0876]

[0877]

[0878]

[0879]

SS=50ol 10-1064530

A ~dee (BS1): m/z = 500, 502 [M+H]'

(2) 4-[(B3-FR22A4-ZFZ2-FHd)otv = ]-6-(1-o}v] =7t R W & -] 3 2] D -4-L KA ) -7-H| F A -F =7
S 251TC

Ak ~Aed (BSI): m/z = 460, 462 [MHI]

(3) 4-[(-BFRE-4-EFL=2-3d) ot e ]-6-{1-[(FlvDolr o) 7hR d v & |- 9] 7 2] Tl -4- L 5 4] }-7- 7| H A -]

A ~oEd (BSI1): n/z = 488, 490 [M+H]

(4) 4-[(3-2RR2A-F 702 obr] 1] -6-{1-[ (2 FA-4-0)) 7h1 o & ]3] 9 2] ¥ -4-9) & 4] }-7-14]5:4] -]

Ak ~AMed (BSI): m/z = 530, 532 [MHI]

AAe] 11
4-[(3-FRRA-FF9 25 o} 1] -6-(1-[ (8] E 23ho] = 2] @-4-91) 7h | |5 s 2] €l -4- L 5 A] }-7-7] 54
Az

1-3fo] =ZA-1H-H 2 EgolZ 90mg U 2-(IH-HEETo}Z£-1-9)-1,1,3, 3-HEGME ¢ EF-HEH S FLEH
JolE 250mgS N N-UJHEEZEoln|= 5n] £9] 4-[(3-FR22-4-ZF 2 2-d)o}n| = ]-6-(IH g Hd-4-L 2] )-
7-HEA-AUEd-tstel =R SR ete] = 300mg, HEZSIo| =29 d-4-7HR 4% 82mg B YA 97] 0.54ml
YE g W EFES FH 2xdA A ﬁLE&E} —?iﬁ]o}ﬂ A3, o1& MY olAH O E 25ml
oF wigsta, &, 10% ©AZE &9 3 ¥x3} sl EF 89 AFes. {7 A4S SAtavgeR A
ZA 713, SEAIY. AFRES 2% dE olMEH ol Ee} & 1 Wskal, 9 o FAl7]aL, A=A

Lo

8 250mg (o] EX]9] 77%)

Ry 2k: 0.43 (Ag 7t A, od olAHo|E/ e /2a 4 ¢kr]o} = 90:10:1)

A ~dee (BS1): m/z = 515, 517 [M+H]'

el sgEEel AAd 113 FAS FEH:

(1) 4-[(3-2RE-4-EF 0 2-9d)on e ]-6-( = h-a-[ (B Eeh el o] = 23] -4-2)) 7k dofm 1 ]-A o] F 28]
1= S A 7 B A -

Re gkt 0.44 (A7t A, old opAlH o] E/mgh-&/X13 =4 dh=yo} = 90:10:1)

2 ~ded (ESI): m/z = 529, 531 [M+H]

)

(2) 4-[(B-FREA-SF2-Hd)obr] = ]-6-(A 2-4-{N-[(H Ed}slo] E 23] ¢-4-<) 7} R d | -N-vf| -0} ] 4 }—
Abol F R EA-1-A 5 A]) -7 FA - LhE 7

Ry #k: 0.31 (Hg7F A, od olAeo]E/m et = 9:1)

Ak ~#Med (BSI): m/z = 543, 545 [MHH]
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[0880]

[0881]

[0882]

[0883]

[0884]

[0885]

[0886]

[0887]

[0888]

[0889]

[0890]

[0891]

[0892]

[0893]
[0894]

[0895]

[0896]

[0897]

[0898]

[0899]

[0900]

SS=50ol 10-1064530

A 12

4-[(3-FREA-EF2-9d) o = ]-6-{1-[([1,4] SAIA T-4-L) 7} |- A g H-4- L S A }-7-¥| F A -] 1}
=9

4-[(-FR2E2A-FF22-7d) ol =]-6-(FH 2 d-4-LZA)-7T-H EA-FUYZEH-t]lo| =2 F 2o = 4 E
gogolwl 1.05mE wWEd F2gol= 10ml 9 1-wWE-3-[([1,4] A #-4-L) 7} B |-3H-o] v] t}&-1-0] &
-22Yx= 900mgoll 7}etcl. A FHELNS F9 SToA] oF 24A7F Fob btk T Esky] Y8, kg
ZES vugd F2eo)lt 50mle miEdsta, B 9 10% AEEAeZ 23t f7) A4S x3 d3hVER
gooz AHeta, vtavlgoz AxAY|L, FLALG. A2 gdozy Wdd FRelo|=/v
B8 /73 tRUolE Algsle] AEgt A A9S 3 ARuEadAth. EHstE AHES fodg oY
29} g7 wwtela, FY A7, FARAL

8 800mg (o] ZX]<] 80%)

Re #k: 0.30 (Hejzh A, vl Szefo]=/vehS/0g 4 Yol = 90:10:1)

A ~dee (BS1): m/z = 530, 532 [M+H]'

ool saEEol el 125k AAH FEE:

(1) 4-[(3-FEEA-FFE-Hd) oM e ]-6-{1-[(N =-2,6-HHE-R2EH-4-4) 7t d -9 | g d-4-d %

Re gkt 0.41 (HAegf7h A, old opAlH o] E/mgh-&/X13 =4 dh=yo} = 90:10:1)

o ~=E (BSI1): m/z = 544, 546 [WH]

i

(2) 4-[(3-FRE2A4-ZFo2-Hd)o}n =]-6-{1-[(2-WE-EEZU-4-Y) 7R -1 #| & P -4- Y 2 A] }-7-1| ZA]
—FuE

Re #k: 0.50 (A7} A, g olME el E/mgtE /g 4 IEYol = 90:10:1)

A ~oEd (5SI1): n/z = 530, 532 [M+H]

1-[(3-F2REA-EF 25D o}r] 12]-6-(1-W B3] 5 2] 94~ S A )70 A7} 22

2w £89 By W HEF EelobAS ARt Setols 1o HESIER T Inl %9 4
[(3-2 2 2-4-FF 0 2-5)ohv] e |-6-(31 3 2] D-4-A & AD-T-o) SA-ANER 175mgel b, Wg EGE
& 9 eRoA oF 4Nz Bk wwdth. FALR) A, Za GAFIUEF 89 mlE ekn, EFE
% 93 wwdd. o F, oW okl amlE Astm, #4 4L BAAAL. #7142 B 2 =g
QSIEF Golow AHsE, Ak IUFOR AXA7IE, FRAUG. AFEL volaTedeld=st F
A s, F9) elsAlzla, AzA,

&
Re #k: 0.80 (Helzh 4, wlgal 22ebol=/Mere/Ad +4 Fwulok = 60:10:1)

Aer ~#eel (BSI): m/z = 431, 433 [MHH]'

t}&9] 3etEEo] AAd 133 FAEHA FE5ETH
(1) 4-[(3-2R2-4-FF 0 2-7d) o] 1]-6-(1- D=3 9 2 D-4-L & A7 (2- W A - FA) -7 5
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[0901]

[0902]

[0903]

[0904]

[0905]

[0906]

[0907]

[0908]

[0909]
[0910]

[0911]

[0912]

[0913]

[0914]

[0915]
[0916]

[0917]

[0918]

[0919]

[0920]

[0921]

[0922]

S=53 10-1064530
Ry k: 0.85 (A7l 4, vedl SF2go|=/werS /3 4 =Yool = 60:10:1)

A ~oEd (5SI1): n/z = 461, 463 [M+H]
(2) 4-[(3-AEld-dld) ol =]-6-(1-HE-FH HD-4-L A -7T-H EA-FYZ-slo| =2 F 2 o] =
Re #k: 0.26 (A7t 2, wWad: S2efol=/mebe /g 54 Yo}l = 90:10:1)

% soed (BS1): n/z = 389 (W)’

)

(3) 4-[(3-FERA-EFE-vd) ot ]-6-(EM2-d-t] Dol 1-Ato] S 2 - 1-A S A )-7-v| 52| -F =
2

pud

Ry #k: 0.80 (At3tdFujgE, ded F2go|=/meE = 9:1)

Aer ~HMew (BSI): m/z = 445, 447 (W]

AAld 14
4-[ (3~ €l -5 D) o} 12 ]-6- [ 1- (35— © S A1 7k d) -] 3 2] W-4- 1 S 4] | -7- v -3 )

N N-t v & 32 F-obr] = 30ml ’\4 4-[ (3ol E] d-3d) o} 1 ] -6-3} o] =FA] -7 F5 A
E‘iﬂﬂi‘é)—ﬁl—(p EFSAEI A - 4.50g R TP 2.90g9] E9ES 601
3t T2 2lst7] 98, %%‘ & old obAlHlo|E 200ml 9} wigElal, &=

% fNow AFsta, Frvtadlger dxA7lal, FEAIYG. = AdEs
=/mge /A% Gy okE ARgete] dejrh A Ad el M AAAIH

D
=)
T
-
S M
e
X
(o]
oo
o 0
oft 7
o —~
w
ELJ
|
E_{E

o,

[m

o

)

& 3.25g (°]&A9] 67%)

¢ Bk 0.25 (Aelrk A, Wgdl SRdgel=/meE /e =4 bRy ok = 95:5:1)

% A=Y (BS1): n/z = 475 D)’

X

th2o] stgtEo]l AAld 149k FALSHAl 5 ETH
(D 4-[(3-cllE)d-od)obr) = ]-6-(H Edteto] =2 9] &-4-A 5 A [-7-H 5 A -F 54
Re %kt 0.40 (AEj7F A, vigdl S2eol=/verE/3g 4 o} = 90:10:1)

A ~de (BS1): m/z = 376 (W]

AAre 15
A [(3-FREA-ZFE2-3d)obr] ] -6-{1-[2-(Ba-FE A 7h d opv] 1) -0 & | -] of| 2] -4~ S A }-7-vl| 5
Al=FIUER

NN-tHEEEoln = 5ml 49 4-[(3-FR2-4-ZF L 2-3d) o = ]-6-(¥ ¥ 2] d-4-
Hd-yslo| =2 g 2etol = 410mg, N-(3F-FESA7tRE)-2-B2R-o|do}ql 240mg H &%

S FY Lol WAl Wkt o] ¥ FUtE N-(BF-FESATIRY)-2-H 2 R-o "o
flacy

AD-T-wHEA-F U E
ZF 360mge] E3HE

W 80mgS 7hslaL,

rf _1}0

]—\__
e THES T8 2X0lAM FUER 4AZE st wnkdy. A Eshy] ffal, olE &2 FAstal, old oA
HolER F&3v. wighd #7] A& 23t AsvER &dow AFHsta, vtadges AxAr|a, F
HAIG, FRes S o A oY opAE o] E/mehe(95:5 WA 90:1)S AbEete] vt A AdS F3
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[0923]

[0924]

[0925]

[0926]

[0927]

[0928]

[0929]

[0930]

S=53 10-1064530
Ry #k: 0.33 (FFo=z Az% TLC & (E. Merck), SMHEUEH/E/ETEF QL ZIHEL = 50:50:1)

Ak ~AEA (BSI ): m/z = 544, 546 [M-H]

el sharEe] el 155k FAEH F5E

(1) 4-[(-F22A-FF0 25 D) obv] 2 ]-6-{1-[2- (35— & & A 7h do}o] 1) -0l & ]-31 4 2] 1l -4- 2 241}
e

Ry #k: 0.38 (9o z Azd TLC & (E. Merck), SHHNEYEH/E/EZZF LRI EA = 50:50:1)

Aer ~#Ee (BSI): m/z = 516, 518 [MHH]'
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