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Al^ ^aj] ^ n ^2:^4 -g-i 

[71^^] 
<i> -£- ^ a] c. (prodrug) ^ H ^]Sy0Vlw2]' i£°ll 

J£cf ^-§-^°l 7)^$\ eflHfn|Tj)c 

#^°1 J:4^- ^l-i-^ JL^ iL<>lfe 41 i? #*1?! ^ 
*{| ^ o]o] afl^^o!) ^o]t}. 

<2> 

<3> B)]y]-u]s]H.(Rebami p i de)^ 4i3H§ ^ *1^]S *>-§-£) jl ojji, 
2-(4-#^Stf02:^o}nlt)-3-[2(lH)-^^^-4-(^]HS5x]^Al-o]4. ^ 

^ ̂ ^<3, S£tr ^ ^ <£]$ $\ ^ 

& JL3H- 7}z)±: °1 ^l^r PGE2 #*1*1^ ^7>A]^O_ 
^ iJLsfjI, ^Aj^lH, ^-^1 t5]a«^ ^S^l #<g 

£ SH*1 tilt!: ^ ^ 
# 3*11 SRr ^4. 

<4> 3]-g-7l^l^ 

f^l^ TT^I-TII U-^sl- 2]-§-0l $I°H s 
tij-EH ^ ^-g-^r u}E]-^o.S^ ^91<2^ 

49) ^ 7}X] 4-g~|- -^H 7151 o^_ 251ES zfllM-i: 

^^1 ^.n. ^1^71^ "T- SX^ Dfl^- 5:43^1 ^1-014. °W^I: 
1MH?I ^1- °] •%-?)- *l3-#£ 7fl^£l^A^ ^<$cq 

37], 3.^ efla}n]s]H.oll ^ ̂  ^-gr ^ $i^4-
<5> 

<6> -§-#3°. 5. eflwH^S-Sl 7|S yJ-^c>iq- JL^HSl E)lti>nl^Hl- <£ 

^ woVl^l:0] ^110-0669823J:011^ 2-(4-#S 
^Hfl^o^o>Plil)-3-[2(lH)-^^^-4-^]HS3l-&^>^ ^ n #^7> 7f) 

^l^M Sljl, *f| 10-10326005: ^^-f-°l ^-JI ^^t!: ^l3i^7>S. 

^-5- ^ Ml- ^AH1 99.95%^$) ^l^f-
<T $1^= JL^S. ^11 7flAl£H 9M. 
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<7> 

^ ̂1# £&^ ^4^1 -B-g-®!: JL41- iL^Jl $} 
sflti>T3l5ilH.7]- til^ri: <^14^ 2.4# ^ tilDJ" 

^AI^ a.^ <£o.?]jI M, 4yVu]5i]^.l-• O.JL^H.O.5. S^4^ . *1 

^--g- 7fl^:£|al 9XA. 
<9> 

<io> = ^ tHUgif-ol-nlcofl -g-sfl£H, olllt-ir, oflfbi-^l 4# -g-«fl£| 

q, 1B|5<2} i-oflfe 7^ -g-cfls)*] ^Cf. ^-g-^ -§-3flS.( aqueous 

solubility)^ pH 3<*H 0.0001%(w/v)-ir, pH 7^ 0.013%(w/v)4^ iL 

9.M. ^14^^ ^ 4-^ ^4^S A3# 
4*114 — ^(biopharmaceutiocs classification system : BCS)0!^ Class^. 
^°1 *117^ ^1£4T11 oil 7]$\ ^ £]^1 Qo} A^H-g^ 
(bioavailabi 1 ity)°] 5% ^15. °sve^ 5>j4. o]^\^ yg*. ^^4 -§r^ 

44^ 7Hfe efl«M^Ht 4^ 2^ 
## 7^4^-1] £0] AT-^O.5. 314*14^1- 4-g-^j-c^o]: sl-jr, ufl^ 

oil ^4A] 44l;oi 1-^f- |£4 4qe} 4JL£. ^4^1 «lsfl 4*14711 
§-7^o] U-o> &$4. 0|^ 7gVo] ^ -g-«fl5E.-i- 7>X]^ ^ 

3x °17] 444 A15L5]JI $1^0.^, ^ 

(absorption enhancers)4 5L-5~g- 47-|4, -g-sflSLH- Ir^Al^l 444 ^ 

Ell^ ^-i; 7il2^Hr 7l#l;ol 4^S-H %S>-^, *1110-2004-
0104020Ji°ll A-] ^ ell4nl^H ^1 ^1 °1 e^l tJ>a] sq ^ oj-s 7} q MH E HJ O]^ 

-6-jLA^-f-o.S. thfr*l-fe 4^H 4SH1?]:, 6]^6|) cflsl ^ 
^°1^ ^H^^l cfl^Ai^ ^l^H, °l °l£H -B-JL§}711 

^ T 9X^ 7l#ofl cflSflA^ *1lAl£]*l e>JI 6J4. 
<11> 

<i2> ^4 ^ 4o1^ f^cHl tflsfl -fr^-?}- J:4# $1 
o_4 xfli-l] ^-^-i-o] "^7-j^] sH4ul.^—••5- ;5l':T1^](prodrug)S- ^1141 °11 

i^-§r0l 5)1 uH^—'i yl^ A 25«H ^7>5l efl4Pl3)c ^ n ^3; 
«0>^ ^ -§-£1- 7flAl^4. 

<I3> 

[^^^1 4V^1 ̂  
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[7l#2j 4^11 
<14> 

<15> 

<16> 

<I7> 

<18> 

£ W Alfl- ^W]-Dl3)E. ^^11-
7]] ^4^ Cf| H &Ch 

£ 4# W AoM 5flwH^H. 
i- ^sRr ^ ̂  -g-sit- $14-

[7]^* ^Myo^l 
A ,V7| 44; £. §}7l S^-*H 131 3^1", °}°] 

^•%-7}^ <*, °|A^1, ^ -g^S^i^E-] 

I] 

CK X 
O Y 

<19> 

<20> 

<21> 

<22> 

^71 X ^ Yrr £-^M14 44 £4. 
A 6>7l 4^ ^ ^ o. -|7| JJO^ 4^_g. ^7j j^Al 

111^ s)-^-#4 4-§-AH^ 4311- i^-4^, i^ 7^4^ ^ 

-®r 7fl^tl-4: 
[Sl-^ II] 

0^ ,XH 

<23> 

<24> 

<25> 

<26> 

<27> 

a 
O N 

H 

[W^] ill] 

Y-Z 
AT-7] AI^A], 

X ^ Yfe 44 Z-fe- 4°1^A1, 4U1^, 41?!, 
°1 s"^] (Leaving group)°14. 
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<28> 44 £ 4# rrj-e.} £ o. ^7| 4441" 
i44^r 4^14. ^4 •%<£, 44 4°4 44 42 44^, 4, 44144 4 

p>E]i 44°t4 JL444, Ji^4444, 4^, 44^444^4 <14 BE 4 *1 
£. 4 «14 *1^- ^ <^1241- 7>^]fe 4^143 S4#4 *il444. 

<29> 

[4&I4 24] 
<30> 4 1434 44^1 tfl4 44^14 A]^ f-^ol 4441" 

*114444 4^°l 44. 
<31> 5&4, 4 4^4 4444 A>7j el]H}n]3l]^ 4444 ^4^ 4 

-g-SL# *114444 4€- 4^1 44. 
<32> 44^, 4 4^4 44 44 444 ̂ r °S^r ^44^°-S4 -fp 

^JA£ $444 4444^1 ylsfl 44 i-^r-i:^: 4*144 f^A^o. £.*) 2] 
4 44 44444^ S4X^S 444, ^ 4<£, 44 4°t4 44 4s 4^ 
4, 4, S440T4 444^ 44°T4 ^-414, 4ix, 444 
tfl44^ 44 4# 444 45-§Rr4 4444 444 4 444 4 
3°1 $14. 

<33> 

[£44 444 4^] 
<34> £ 14 5}H4 41°ll4 4AH 4731 31444^- 4444 31444^(2- 4 

4)^4 44-t- 444 441- £.4tb 3H4. 
<35> 

. [^oj ^A||. o]g)- ^Efl] 

<36> 44 4 4^4 Aj-^jg] ^44. 

<37> 

<38> 4 4^4 4^14, 4^444, 44 4^, 44 4s 4^4, 4, 444°J, 
444 ̂  44 <3 44 ^14 4^ 4^4 4444 44 31444^4 444 
1- *11444. 

<39> 

<4o> 444 4EII^I 4^A4 471 444 14 441-, 44 44143 -S-4 
44 <3, 4444,>4# ^ 4^44^44 4^4 4444 4444: 
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<41> i] 

<42> 

<43> 

<44> 

<45> 

O Y 

li ̂  f f ̂  
Y^r CrCe^J, CrCe^S.°sv^, (Ci-C^^DCj-Ce^, (C2-C6°S^^4A1 

)Ci-C6°s^, (CrCe^^^sji^^^DCi-Cet^, (CrCe'M'g#^)CrC6°a^, KlJ-i 

^°E1)CI-C6 <£*3, (^Vl^^Ki-Ce °SVC (Ci-Ce^^lMCrC^zJ, [(CrCVim. 

)(C1-C6<t^)dH£]CrC6°a^, [(C1-C3°av^)(6>l)^qii]Ci-C6^) [(Ci-C3^)(o> 

1 )CrC31M] oj-o] iiCx-Ce^^, [ (Cx-C3°a^) (Sfl n^} 1)*>}*]1 iCrC^ 

= a.^4Dl£)C1-C60av^,C2-C60sv^l<a, C2-C6°sM<?I(il, C2-C6^it?J, C3-CA°)^S.^ 

C (C3-C8A>ol^Soj-2j)Ci_C6oj:^; (C3-C8AH#SlM^)CrC6^, (C3-C8«5A} 

°ltSt^)CrC6t^, [(C1-C3cy:^)C3-C8§ll^SAl-oii-Soa^]c_C6o^^j [K^)crC3 

]C3-C8«fl 31 ̂ }o] ̂ S-^zJCi-Ce^zJ, [ (CrCe^^^-Al 7} 3 ̂  )C3-C8*ll tfl ^}o) # 

[(Ci-Cg^^^-Al^e i^)C3-C8§llBflS.Al-olsS.<y:^]CrC6os^i (C3_ 

M 313*H-#^<£23)Cl-C6t, [(Ca-Cs^^)C3-C8«fl31 ̂ AH <& JCj-Cet 

C (^DCrCe^^, [(C!-C3lM)4t]Ci-C6<M, [(CI-C3<£ZJ^1 )O>^ICrCe^, 

[(O>^^-A1)6>^]CI-C6^21, [(CrC^^H^s 

^wim-Ce^c [(4i^-Ai^sii^)o>i]c1-c6(y:^, (6>i)c3-c6osv^io^, mn 
S^DCrCe^, [(t^^)?^ii^)1^41]CrC6t^, [(Ci~C3 3;^! )C3-C8s)l^1 

S.°}^]C1-C6 a:^, [(C3-C8Al-qi-S.<t^)§llEflsLo}^]c1-c6<y:^, [(^)^l^ls^t 

ttrCe'M, [(CrC^WlS^tlCrC^, [(^HDCj-C^zJ ]§)1 HflS^tCrCe oV 

, (CrCet^A] 7} 5 )Cl-C6^^, [ (C3-M 31 S,A}O) )C1-C6°S^^-*] ?} 
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<70> 

<71> 

f] ̂  ̂ -4- Li) o] E ; 

<66> 11) 2-(4-t-SS^l3<>HM-3-(2-^-l,2-cH«W£-

S.^1 ̂ ^-4-^)H^s] £.tfl°1 B; 
<67> 12) 2-n^iofll 2-(4--tS.S.^l2:^6H^)-3-(2-^-i-1.2-^^^l-olH 

<68> 13) 2-^11 fJoHicoflig 2-(4-l-^S^S^^n|^)-3-(2-^-^-l,2-cfo|5}olH 

S.fl ̂ ^-4-^£.q) o] B; 

<69> 14) 2-40H!0M£°M 2-(4-#5L^afl3:oaoH£)-3-(2-^^-l,2-40l^l-
o] S.S. f] ̂  ̂ -4- °i) H. 3. *\ £. Ml °1 B; 

15) 2-'^Mll<>Mi-l-^l1i-0fl,i 2-(4-#S^te^M£)-3-(2-^-4i-
1,2-cf.o] t\ o] H.S.^1 # ̂  -4-HH5.^ .£. Ml o| E ; 

16) 2-^HO)1^O>P1^O]1^ 2-(4-#SS-»!S^<5]-0l£)-3-(2-4^-l,2-40l^l-

°1 £S.fl sr^-4-sl)£S.aljLMl°1B; 
<72> 17) 2-4°l°l-0l^H^€0l-ul^-0fl^ 2-(4-#S.3.'ffl2:<yoMiO-3-(2-^:i-

1,2-^H)^iLL| o]H; 

<73> 18) 3-cH 2-(4-#S.^^S^^H^)-3-(2-^4i-l,2-40l 
£LS^1 ̂ H-4-0^ )HS.sl M) ol B ; 

<74> 19) 2-H1H 211 ^ 2-(4-€S.S.^|3:^6M^)-3-(2-^-l>2-q-
ol H_S.fl ^5}-4-Ql)^S3Jl oj j= ; 

<75> 20) 2-(«S^ °flf3 2-(4-l-S.S.«flS<i6H£)-3-(2-^i-l,2-q-

°] 3:}o] ^-4-^ )HS.Sj o.t)l ol ^ ; 

<76> 21) 2-(yflS4Am-2-^ 2-(4-#SS«5S^^n]^)-3-(2-

4^-1,2-rq-oi §l-ol £Sfl ̂ -4-^ )5.S.sl ̂ Ml ojB; 
<77> 22) 2-«£S^4U1^°11^ 2-(4-t-^3Lfe'llo}nlil)-3-(2-^-l,2-40l^H 

HS.fl ̂ Q-4-Q )H5.3| jSLi| o] B; 
<78> 23) 2-(4-#SS^S0j6H£)-3-(2-4^-l,2-40l§l-0lH-^fl^-sl-4-

^)S.S-5i|^.t-ll^lB; 
<79> 24) ^B-2-SflH 2-(4-#B^fe^f*lii)-3-(2-^-l,2-tH3'MHSfl 

^^-4-o^)s£3xi_o uflolH; 

25) 3-^)1 ̂ ^-B-2-92^ 2-(4-tS£^i0^<>M i-)-3_(2-^.i-l,2-^H 

26) SS«-2-6J^ 2-(4-#S.£fe^4Dl^)-3-(2-^i-l,2-4°l«HHS 

<80> 

<81> 
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fl ¥^-4-H)H.S-^1 £_M1 °1 B 
<82> 27) '2-^4iHS.l) 2-(4-tSS|5°^}D]i:)-3-(2-AA.ii2-t}o|5}ol£S^ 

^-4-<lDHS2)_2-MHB; 

<83> 28)2-^-^^-1 2-(4-€S.^wfl2i^ol-c|^)-3-(2-^i-l,2-40l^}0lHSfl^ 

^MDHS-SliLMHB; 

<84> 29) AH-fS^l 2-(4-l-SS^lS^^l-nlii)-3-(2-^-i:-l,2-4o]§].o] C^=7] 

^^-4-^)3^31] o_b|]o]B; 

<85> 30) A>o]f-5.«!}4 2-(4-t£S«!20^Hi:)-3-(2-4i-l,2-40]s}0l^Sf] 

<86> 31) 2-(4-#SS.fe^M^)-3-(2-^-l,2-4°l«H 

S-S.fl ̂ ^-4-H )SS3] Ml °1 B; 

<87> 32) A}olt^w|ci1| 2-(4-#S.S.^2;^<5H^)-3-(2-^-l,2-^ols].olH 

S.fl ̂  ̂-4-<H) H3.S} SL Ml °1 B ; 

<88> 33) A>oll-s.«]^il 2-(4-#S.^afl2:<l3o}nl^)-3-(2-4i-l,2-40l^HH-

S.fl ̂ -4-^ )HS.3) Ml °] B; 

<89> 34) AH^S-^B-S-^^II 2-(4-l-S.S.^l2:^o>i3li1)-3-(2-4i-l,2-cfol 

§M HS.fl ̂ sl-4-^)^3-3*1 Ml o] E ; 

<90> 35) 2-(4-€-SS»!IS^^l-Dlii)-3-(2-4^-l,2-40140lH^fl 

^^-4-^)HS5q MHB! 

<9i> 36) 3-"fl14^1 ̂ -3-^i€ 2-(4-#SSfe°^M^)-3-(2-^-i,2-nH 

§H HS.fl )5.S3] Mil O] E ; 

<92> 37) 2-( HI Sl 1-51^-2-^)^11 2-(4-#S^wfl2:^o>nli1)-3-(2-4i-

1,2-Cf<>l HS.fi ̂ ^1-4-°^ )HS.2l Ml o] E ; 

<93> 38) 2-511-21^-1-^-^1 2-(4--tS.S.te^<>H:t)-3-(2-4i-l,2-tMS}-

°1 HS.fl ̂ -^-4-^)5:5.31 Ml ojE; 

<94> 39) MlBi^HHSff^-2-^lli 2-(4--tS.S.'fe<lJ<>HiO"3-(2-4£-
1,2-^H *H HS.fl ¥^i-4-oa )HS.3il Mil °) B ; 

<95> 40) [l,3]cl-0l^^-2-^°jH 2-(4--tSSfe<i^MH)-3-(2-^-l,2-4 
°) # °] H sf ] & -4- °i) B s. z) SL Ml °) B ; 

<96> 41) 2-[l,3]-40l^-^^-2-°^^ll 2-(4-t-SS«!2:^o>D|^)-3-(2-^^-
l,2-4°l§}°lHSfl^Bl-4-^)BS5Jl O_M1^1B; 

<97> 42) l-ilsls|l5ll-2-^Dill 2-(4-tS.S.^l2;^oHiCi)-3-(2-^-l>2-cl-
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O) §1-ol ^^-4-°^ )HS.3l Mil O] E ; 

<98> 43) 1-41^2-(4-€SS1ffl^^6>^ii)-3-(2-^-i-l,2-4 

O] H ̂  ̂5]-4_<£ ) 3 ̂3J| o_til ol E ; 

<99> 44) 2-3)5(1 ̂ 1-1-<H2-(4-#SS-tiilScilc.l:nl^)-3-(2-4^-l,2-q-c)l§].o] 
HSfl^-4-<H)HSsl Mil°|B; 

<ioo> 45) 2-(4-€£Sfe0^}c]:t)-3-(2-4i-
l,2-40l^°lHSfl^Bl-4-^)SS3) o.MlO]B; 

< 101 > 46) 2-[l)3]4°l^-2-<iHii 2-(4-#S.S.^^oHiO-3-(2-4i-l,2-t} 
O) gfol HS.fl ̂ -4-^ )£S^ Ml °] H; 

<102> 47) 2-2.#5l-4-^^H 2-(4-#SS^l^<i]<5l-nliI1)-3-(2-4i-l,2-40l5'l-0lH 
S.fl ^i-4- <£) H.5.S1 Mil °1 H; 

<103> 48)'3-2-#^l-4-^H5-€ 2-(4-#SSa?l^^ol-ul^)-3-(2-^4i-l,2-40l^l-0] 
HS.fl ̂ ^-4-°^ )HS.3|Ml ol E • 

<104> 49) 4-S.l-fl-4-^^-1 2-(4-l-SS.tifl2:^4ul}n)-3-(2-44i-l,2-40l^l-0lH 

S.fl ̂ m-4-°i )O.u]l Ol E ; 

<105> 50) 6-S#s]-4-^^^ 2-(4-#SS.wfl2:^o}nli1)-3-(2-4^-l,2-40l^}0lH 
S.f1 ̂ Q-4-°i)^S5il o.til °1 H; 

<106> 51) (4-^11^1 MM ̂1-1-<11 Hll 2-(4-#SSto^Hil)-3-(2-4^-l,2-4 

o] HS.fl ̂ -4-^ )HS.3l Mil o) E ; 

<i07> 52) 2-(4-siMl -1-11 HI 2-(4-l-SS.yil2:<^f>Dli1)-3-(2-^-l,2-

cfol ̂ .o] HSfl ̂ -4-^ )HSSl Mil ol H; 

<108> 53) 4-[4-(3-#S-Ml^)3l5M^-l-<iJ]Jfl 2-(4-€SS.«!2:0^o}nli1)-3-

(2-4^-1,2-tfol HS.fl ̂ -4-^ )B3.z\ Mil °| H; 

<i09> 54) U-ferf-^l^l^-alslifllsl^-l-lHll 2-(4-"sS-S-^S:^0!-^H 

)-3-(2-4i-l, 2-4°l HS.fl ̂ -4-13 )HS.sq Ml °1 H; 

<11 o> 55) 2-o^il^-l-^ofl^ 2-(4-t-SSwfl^<aol-13l^)-3-(2-4i-i>2-40]^l-0lH 

Sfl ̂ &-4-^)HS.S) til °1 H ; 

<111> 56) 2-(2-4i5xl§5il-i-^)oil^ 2-(4-l-S-Sw11Sl4Dl^)-3-(2-4^-l,2-

4 ol §1-1ol H s. f1 ̂  ̂-4-<£) B S. Si SL Ml ol B ; 

< 112> 57) (2-^-i^r4t5]^-5-°HHI 2-(4-#SS^2:<ao}nlH)-3-(2-^4i-

1,2-4°l *}°) HS.fl ̂ -4-<H )HS.sl Ml °1 B ; 

<1 >3> 58) 4-2.#5l-4-c|l-^/^:-^-B-2-o]l^ 2-(4-t-SS.te<|] o}n| H)-3-(2-4^I-
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l,2-4°l§MHSfl^-4-tll)HS3lMMH; 
<114> 59) 2-(4-#S^ti}!S^o>ul^)-3-(2-^-i 

-1,2-T=f°l HSfl ̂ -4-1 )H^3X) Ml O] E ; 

<115> 60) 5-^11-2-4^-[1,3] 4014#-4-0a^ll 2-(4-#SSHflS^o>^lH)-3-
' (2-44I-1 ,2-4°l «W HSfl^^-4-^ )BS.z\ Mil ol j= ; 

<i 16> 61) 2-(4-#SS'S2:<aol-nl^)-3-(2-4^-l,2-40l§l-0lHSfl^^-4-

<117> 62) 2-(4-l-SSw|lS0^o}nli:.)-3-(2-4i-l,2-40l^l-0lHSfl^-^-
4-^)HSS] Ml°lH ; 

<118> 63) 2-(4-€SSwflS^o]-ul^.)-3-(2-4^-l,2-q-ol§}o|HSfl^ 
^-4-^) = S.3|^.t|lolB; 

<119> 64) 3-^1^0^ 2-(4-#SSaI^<ilo>ul]x.)-3-(2-4i-l,2-40l^l-0lHSfl^ 
^-4-^)5.5-351 Ml °1H; 

<i20> 65) 3,4-4°l^11^^ 2-(4-l-SSwfl2:<ao}plH)-3-(2-4i-l(2-c]-0l^l-c>lH 
Sf1 ̂  Q-4- ) HS3J] £. vil ol E ; 

<121> 66) 2-(4-l-SSwfl^<^o>PlH)-3-(2-4i-l,2-40l^0lH 

Sfl#sl-4-l)HSSl^Mlo]E ; 
<122> 67) 3-#^SHfll 2-(4-®SSy£S^o]-nlH)-3-(2-4^-l,2-40l^l-0lHS 

flfe^-4-^)HSs} Mil°1 :B; 
<i23> 68) 2,5-4°l#^-5-Sti31^ 2-(4-®SSi#2:^ol.T3li1)-3-(2-4i-l,2-40l§l-

°1 HSfl ̂ &-4-<g )HS3X] Mil ol E ; 

<i24> 69) 3-^o}H»M 2-(4-l-SSHflSl0l-Pl^)-3-(2-4i-l,2-4ol^}olHSfl 
^&-4-°i )HS3l Mi] ol E ; 

<125> 70) 3-^BS«1| 2-(4-#SSwfl2:ci]o]-n|ia)-3-(2-4i-l,2-4-ol§l-oltLSfl 
^5^_4-<H )HS3il 0_til Ol E ; 

<126> 71) 4-c]14Al,il 2-(4-#SSte<lloHic)-3-(2-4i-l,2-40l^l-0|HSfl 
^^-4-^)5S3l)^X-ilolE ; 

<127> 72) 3-5114^1^^ 2-(4-#SS^S°^ol-nlic)-3-(2-4i.-l,2-40l^l-0lHSfl 

)5S3Jl .2.til 01H; 
<128> 73) 4-il^3x}lrfil^ 2-(4-#SSte^ol-ulM3-(2-4^-l,2-£H^HH 

. Sfl ̂ 51-4-°^ )HS3ll O,lil Ol E ; 

<129> 74) (4-^114*1 4-[2-(4--I-SSfetaoMi1)-3-(2-4^-l,2-
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4°1 H5.fl )553) Mi) B; 

<i30> 75) (3-211 2-(4-l-S5.»fl^<ao}ult)-3_(2-4^-i)2-4 

ol ^r>o] H5.fl ̂ 1-4-1 )H5.3} Mil ol B; 

<131> 76) M-B 1^-2-1H1 2-(4-l-SS^S^o}nl^)-3-(2-4^-l!2-nf0l^>°l 

H5.fl ̂ l-4~! )B5.3) Ml o] B; 

<132> 77) IBS-} ̂ -9-1*111 2-(4-#55^S^o>Pl^)-3-(2-4i-l,2-4ol«l-ol 
H5.fl^i"4-l)5.5.3} Ml°1 B; 

<i33> 78) 2-3)#-l-lofll 2-(4-#SS^3:<aol-pl^)-3-(2-4i-l,2-nlol§|.olH5. 
fl^^-4-°^)BS3l^-^0]E; 

<134> 79) (2-^4Al4s:e.^)^e}_4-^D]]^ 2-(4-#SSyfl^(^ol-nli1)-3-(2-4i 

-1,2-4°l 4°l H5.fl ̂ ^-4-^) 5.5.31 Mil ol E ; 

<135> 80) 2-^SL^-2-°i^ 2-(4-#SSwllS0Jol-nl}I1)-3-(2-4i:-l,2-40]^}0lH 

Sfl^el-4-^)BS3l^tilolJE ; 

<136> 81) 2-Eli|-3-°^ll 2-(4-#S5.felo}u|ic)-3-(2-44i-l,2-40l«M 

H5.fl ̂ 1-4-1 )BS3} Ml °1 B; 
<137> 82) 2-oHt}^-l-o_]oilig 2-(4-l-5_SwllS<^ol.nli1)-3-(2-4i-l,2-40l«>0l 

H5.fl fel-4~!)5S3) Ml ol E ; 
<i38> 83) 5-4°l-lSHSl-2-^l-2H-3)s|-#-3-lMll 2-(4-l-SSfe!ol-n| 

H)-3-(2-44I-1 ,2-4 °14°1 H5.fl ̂ -1-4-^ )BS3) Ml ol H ; 

<139> 84) 3,5-40Hl0M44#-4-l*)ll 2-(4-f-SSwfl^^ol-plH)-3-(2-4ii 
-1,2-4°lH5f|^-4-1 )BS3l Ml °1 B; 

<140> 85) 2-(5-^l 1-4-511 144#-2-lHll 2-(4-t-SSBfl^^ol-nlH)-3-(2-4 
±-1,2-4°l 4°l H5fl ̂ l-4~! )BS3l Ml °1 B; 

<141 > 86) 2-*H!Blo>^-4-<|Hl1i 2-(4-#SSfe'l]o]-plM3-(2-4i-l,2-40l 

SHH5flfe^-4 1)BS3) M1H H; 
<142> 87) 2-(4-tt)llEl0}#-5-<lD0ll! 2-(4-#SSai2:<llo>nli1)-3-(2-4^-l,2-

4°140lHSfl^5l-4 DBSslMHB; 
<143> 88) 3)511-2-^13111 2-(4-l-SSw!^cilo>nlH)-3-(2-4i-1.2-4-0140lHS 

fl ¥1-4-°^ )BS3) 0_U)1 O] E ; 

<i44> 89) 3)el 1-3-^Pill 2-(4-®S5.fe^o}plt)-3-(2-4i-l!2-4014°lH 

5.-f1 ̂  1-4- 1) B 5.3) £. Ml ol B; 
<145> 90) 31 si 1-4-141 2-(4-€SS4S!o)-PlvI-)-3-(2--£-i-i)2-tH40lH 
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5.fl ̂  51-4- <H ) fcfl O] E ; 

<i46> 91) 2-(4-€SSBfl2:^ol-t.)i1)-3-(2-4i-i;2-4014 
ol 1 ^5}-4-H )3) 0_til o| E ; 

<i47> 92) fl^^-2-^il 2-(4-#S5.w!S^ol-nlt)-3-(2-4i-l,2-4ol40lHS 
fl ̂ &~4-°i )H5.3} Ml ol B ; 

<i48> 93) fl^fl-S-lH! 2-(4-#S5.te^4DlM3-(2-44i-l,2-£H40lHS 
f 1 #&-4- °i )££sl SL Ml °] B; 

<i49> 94) 2-(l-*fl'i-lIH?l 1-3-11 )<*fll 2-(4-#SStf03:^o>p]^)-3-(2-44i-

l,2-4014°lHSfl^^-4-^)HS5l^.Ml0lE ; 
<150> 95) aI^Elol-§-2-o^o]l^ 2-(4-f-S5.wI^0^ol-nl^)-3-(2-4^-l,2-4014 

ol H5.fl-^-4-^)^5.3} MWB; 
< 151 > 96) 2,3-4°140lHSfe[l,4]4014^-2-<lHl1ll 2-(4-#SSfe<Hol-u| 

t)-3-(2-4i-l,2-4°l «W S-5.fl ̂ ^-4-^ )HS3}Ml ol E ; 

<152> 97) 2-(4-®SS>ffl^ol-nl^)-3-(2-44i-l,2-40140lS5. 

fl^-4-H ) 5.5.31Mil ol E ; 
<153> 98) 2-(4--M-£-£.1$2:(£0M^)-3-(2-^r±-l,2-A0l&M — 

5.f] ̂ 5l-4-<H )5. 5.31 SL Ml ol B; 
<154> 99) 2-(4-°lH3)5|l5l-^l-l-^)-2-44iofl^ 2-(4-#SS^S^ol-nlH)-3-(2-4 

i-i, 2-4°l 4°lHSf] ̂ -4-^)^531 Ml olB; 

<155> 100) l-(4-i^3)sll5l-^l-i-7}Si1d)HS^ 2-(4-#SStfOS^ol-Pl^)-3-(2-
4^-1,2-4°l §M H5fl51-4-<11 )SS3l Mil °1 B; 

<156> 101) 2-£t2l-4-<a-24i11 2-(4-#SS*jl 2:11 0HH)-3-(2-4^~1, 2-4 
ol c 5^1 _4_c^ ) 3 ̂ 3] o_^] ol B ; 

<157> 102) 2-(4-tSS42H°MM3-(2-4^-l,2-4 
O] s}0] H5.fl ̂ 51-4-) 5.5.3] M1] ol B; 

<158> 103) 2-i4A14SiL^o]]^ 2-(4-tSSfeHo'MH)-3-(2-4:£-l,2-40l 
H5.fl ̂ 51-4-°^)BS3) Mil ol B ; 

<159> 104) 2-ofl4Al^iL^6lH 2-(4-#S5^2:<ilol-nlH)-3-(2-4i-l,2-4o) 
4°lS.Sfl^5}-4-°_])HS3l£MlolB; 

< 160> 105) 2-^51-4-^-^1 ̂ Al^sji^lll 2-(4-#SS42:caol-n)i1)-3-(2-4 

i-l, 2-4°l H5.fl ̂ -4-H )H5.3) Mil ol B; 

<i6i> 106) 2-£l:5l-4-^111 2-[2-(4-#SSHfl2:0^ol-uli1)-3-(2-4^-l,2-4014 
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o] H5.fl )H5.3*1 M4A] ] «-E] o] E ; 

<i62> 107) 2-(l,3-4-°14i-l,3-4c,14°lHSo>ol^<yf-2-^)^ 2-(4-fSSHfl 
^ of Dl )-3-(2-41, 2-4 °1 4°1 HSf 1 ̂  5i-4-°^) HSsi o. vll o) E ; 

<!63> 108) 4°1 nil ^ 2-(4-#S5.tiilS^o}nl^)-3-(2-4 
i-l,2-4°14°lHSfl^^-4-^)5.SSl^MlolE ; 

<I64> 109) 2-SSI-5}-4-^-^14^14^^4X10)1^ 2-(4-#5S»flS^o}nlH)-3-
(2-4i-l,2-4°l 4°lH5.fl-^-^-4-^)HSSlMil ol E ; 

<165> 110) 2-4^1 °1 MM 2-(4-l"SS«S2:ci4DlH)-3-(2-4^-l,2-cl-0140lH5 
fl ̂ "^-4-^)^5.3)til OlE; 

<166> 111) 2-(3-3lN-8-efl0l£.Hl 2-(4-®5.SaflS^4nlH)-3-(2-4i-l,2-4 
°) 4°1 H5.fl ̂ ^-4-H )553l o] E ; 

<i67> 112) 2-(3-^^-4^1°l£)°fll 2-(4-#SStetg413lH)-3-(2-44i-l,2-cl-
°] 4°1 H5.fl ̂ ^-4-^ )S5S| iMl ol E ; 

<168> 113) 2-(4-#SS»3lS0^413lH)-3-(2-44i-l,2-4c140lHSfl^5l-4-^)El 
5.3*1 

<169> 114) 5-^11 2-(4-l5.Swaa^cH^)-3-(2-4i-l,2-4°14°lHSfl^^-
4- °i) Hi OS 5. Til o_ til °1 H ; 

<170> 115) 5-ofll 2-(4-#SS«]l^<iJ4i;1lH)-3-(2-4^-l,2-4014c>lHSfl^el-
A-°i )B) iH5.5J) Mil Ol E ; 

<171> 116) 2-(4-€SSfe0^4i:,lM-3-(2-4i-l,2-40140lHSfl^€ 
~A~°i )El i5SSl Mil Ol E ; 

<172> 117) . S-^-H 2-(4-#SStiflSoa4nl^)-3-(2-4i-l,2-4°14°lHSfl^el-

4-^ ) H-l iHSSl SL til ol E ; 

<i73> 118) 5-(3-^ll^-l)2-(4-#5.Still^<iJol-cl^)-3-(2-4i-l,2-40140lHS 
fl #^-4-<H) Hi £5.5.33 itil °1 B; 

<174> 119) 5-^1^ 2-(4-€S5.«!Scilol-ul^)-3-(2-4i-l,2-40140lHSfl^^-
4-<H)El.o 5S3I|M1MH ; 

<175> 120) 5-(2-4°H1161-C1H)^1^ 2-(4-#5.Sa|^^ol-nlH)-3-(2-4i-l,2-4 
O] 4°1 H5.fl ̂ ^1-4-°^ )Bl iSSSl £til °1 B ; 

<i76> 121) 5-(2-4°HM°}ulii)i^ 2-(4-l-5-S^2:^ol-DlH)-3-(2-4^-l,2-4 
°] 4°1 H5.fl )Bl SL2.3,s\ iv)l °1 B; 

<i77> 122) 5-(2-4°l0>°liHS^ol-nl]I1)^]ig 2-(4-l-5.5.wflS^ol-nlic)-3-(2-4 
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£-1,2-4°l H5.fl ) £-1 £SS3l £ Ml ol j= ; 

<178> 123) 5-(2-4°H1^°>D1^)^5.1 2-(4-l-SSw31^^ol-nli1)-3-(2-^-^-l,2-

t\-o\ §}oi s-5.fl'¥^-4-^) El iBs^l £M] °1 B; 

<179> 124) 5-(2-«flS^°l-^H)0ll^ 2-(4-#5-Ste'lKpl^)-3-(2--^-l,2-t!0l 

«HH5.f|^-4-oa)HS3}£MHB 
<i80> 125) 2-(4-#5.5.^l2:,aoH^)-3-(2-^-i-l,2-4o}^l.olH5.fl 

^-4-<H )El iH5.sl £M1 °1 B; 

<181> 126) 5-( 2-^2:^*1 HI 2-(4-#SS«fl2:^ol-PlH)-3-(2-^-i-l,2-40l^ 
ol H5.fl)El£H5-3l£M1 ol E ; 

<182> 127) 2-(4-l-5Sfecllo'MH)-3-(2-4i-l,2-tHB-)-
ol H5.fl ̂ -4-H )El £H53j £M1 °1 B; 

<i83> 128) 5-(2-5l]1i^^:^)^H 2-(4-®5.S«Hi^o]-ulH)-3-(2-^-i-l,2-40l^l-
oi H5.fl ̂ -4-H )BS5l °_M1 ol B; 

<i84> 129) 2-(4-l:5.Ste^o>PlH)-3-(2-^-i-l,2-nl-o)§> 

olHSfl^fl-4-^)5S3iliMlolB; 
<185> 130) 5^(2-4^1) 2-(4-#SS»fl2:^O>C1H)-3-(2-4^-1,2-t^-ol 5}olHS 

fl ̂ ^-4-^)El-£BSSl£Ml o] E ; 
<186> 131) 5-(2—T-^101S)°1M 2-(4-#SS«?12:^O1-P1H)-3-(2-4^-1,2-401^01 

H5.fl ̂ r^i-4-^) El iE£3] o] E ; 
<187> 132) N,N-4°H1 S-[2-(4-#5.5.fe$JoHt)-3-(2-^-l,2-40l«HH 

5.f| ̂ 51-4-°^) ] El Ml-aHl ol E ; 

<188> 133) 5-^li 2-(4-#SS4^^°l-DlH)-3-(2-^-^-l,2-nlolsl-olHSfl^^-
4-°i) El iBS^l Ml °1 B; 

<189> 134) 5-JfB-2-<a<^ 2-(4-l-SS^2:^ol-uli1)-3-(2-^-i-l,2-cl-0l§F0lHS 
fl ̂  ̂ -4-°^) El S.H5.S1 £Ml ol B; 

<190> 135) .5-^5.^-2-0]^ 2-(4-€S5-te£HoM^)-3-(2-4i-l,2-tH^"°lH 

5f1 ̂  ̂  -4- <£) El iBS^l £ Ml ol B; 
<i9i> 136) 5-^1-0]11 2-(4-€-SSwflS^o}-ulH)-3-(2-^-l,2-40l§}0lHS 

fl ̂ -4-H) El £HS5) £M1 ol B; 
<192> 137) S-AHt-S^ 2-(4-€SSwJl2:<a4DlH)-3-(2-^-4:-l,2-cl-o]§]-olH5. 

fl ̂  ̂ -4- <£) El £B5.3il £ Ml °1 B; 

<193> 138) #5.551 *>111 2-(4-#5-Stffl2:(llol-nlH)-3-(2-^-i-l,2-nl-0l^ 
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<i94> 139) #5.^1^13 2-(4-t-SSwa^^0>u]2)-3-(2-4^-l,2-cfc.]§}o) 

HSfl^^-4-11)El£HSsl£v11olE ; 

<195> 140) 2-(4-#SS^S0^ol-nli1)-3-(2-^-^-l,2-40l^}0l 
H5.fl ̂  ̂ -4- <£) H] i£S3] £ Ml ol H; 

<i 96> 141) oH-s^B-3-^^)^t 2-(4-tSSBfl5|o}n)i;)-3-(2-^-

1,2-cfol §}ol H5.fl ̂ &~4-°i)El °_Ml ol E ; 

<197> 142) S-4A1^°^1! 2-(4-#SSwfl2i^ol.nliE1)-3-(2-^-l,2-cl-0l^0lHS 

fl ̂-4-QJ) El £H5.31 £M] o] B; 

<i98> 143) 2-(4-l-SSwfl2:<aofplH)-3-(2-^ 

-1,2-tH t}o] H5.fl ̂ ^1-4-^ )El iHSSl £M1 ol B; 

<199> 144) 5-(2-3l#sl^-l-^)^M 2-(4-®SS^S0^o>nlH)-3-(2-^-l,2-rl-
e) H5.fl )E} £BSSl £M1 °1 B; 

<200> 145) 5-[2-(l-"ll€sl#elc|-2-<i)]o]l^ 2-(4-l-5.5.^!2:^ol.pli1)-3-(2-44i 

-l,2-cl-0l^0lH5fl^^-4-^)El£B5.sl£Mlo]E ; 

<201 > 146) 5-([l,3]cl-ol4^^_2-oa)il 2-(4-#5.SB312:^O>P]H)-3-(2-^-4I-

1, 2-nM §>ol H5.fl ¥^-4-11 )Hl £BS3Xl £M1 o] E ; 

<202> 147). 5-(2-[l,3]^-ol4#el-2-<|])^M 2-(4-#SSte<l3 oj-u|^)-3~(2-^±-

1,2-cfol t\o] H5.fl ̂ -4-13 )El iBS^l £M1 ol B; 

<203> 148) 5-(2-sl511 si^-1-^)^1^ 2-(4-®SSte<llol-PlH)-3-(2-^-l,2-t}-

ol *}o] H5.fl ̂ -4-°^ )El £BSSl £M1 ol B ; 

<204> 149) 5-(l-^Msl2l]5lc]-2-^)il 2-(4-€5.5.^!2:^ol.pli1)-3-(2-^-i-

1,2-cl0l H5.fl ̂ -4-13 )El£B5.5i)ol E ; 

<205> 150) 5-4-[4-(4-#S5.5H^)sjMls}^l-l-^]-^-€ 2-(4-tSS«jl2:l3 o}nl H)-

3-(2-^-i-l, 2-4°1 H5.fl ̂ -4-13 )BS3X} £M1 o] E ; 

<206> 151) S-(2-S.^^-4-°d)^^ 2-(4-#SSH!S^ofnlicl)-3-(2-4i-l,2-cf0l 

t\o] H5.fl ̂ &-4-°d) B 5.311 £M1 ol B; 

<207> 152) S~( Ml Bs}§>olHS3l £-2-13 Hf3 2-(4-l"SS>a2:<l3 O}P1 ̂ )-3-(2-4i 

-1,2-4°l *}°] H5.fl ̂ -^-4-^ )El £B5.3X1 £M1 ol B; 

<208> 153). 5-(2-[l,3]-4°l^-2-^)c>lM 2-(4-€SSwa^<|]ol-nli1)-3-(2-4i-

1,2-4°l H5.fl ̂ ^1-4-^)El °_BS3i) £M1 °1 B; 

<209> 154) 5-(2-ol^l^-l-o^)ofl^ 2-(4-€5.S^2i^o}Dl^)-3-(2-4i-l,2-40l 
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<210> 

<211> 

<212> 

<213> 

<214> 

<215> 

<216> 

S-5.fl ̂ -^-4-^ ) E] £Ml O] B ; 

<217> 162) 6,-(2,5-cf°l#^^-Swfl^) 2-(4-#5.5.^,lJ<>Hi0-3-(2-^£i-l,2-4 

ol^olH5.fl^-fi-4-^)El£H5.3l£MlolE; 

<218> 163) 5-C3-1SSWM) 2-(4-€SS42:cilol-nli1)-3-(2-^-^-l,2-40l^l-0lH 

5.fl )E] £S5.31 £M] ol B ; 

<219> 164) S-(3,5-4°l±iS£wi^) 2-(4-l-SSHll^0l-ul^)-3-(2-4^-l,2-'cl-0l 

§1-0] s.5.fl ̂  fi-4-^) Bl £B5.sl £m ol B ; 
<220> 165) 5-(3-Alo>Hwfl^) 2-(4-#5.5.w!^^ol-tilH)-3-(2-^i-l,2-40l^l-0lH 

5-fl ̂ £-4-^ )El £HSSl £Ml Ol B ; 
<221> 166) 5-(4-Alo>Hwfl^) 2-(4-®5-5-WflS^ol-nlH)-3-(2-^-^-l,2-40l^l-0lH 

5-fl^-fl- 4-IDE] £HS3)£L11O)B; 
<222> 167) 5-(3-*11^14^D 2-(4-#SSttflScHo>nl^)-3-(2-^^-l,2-40l^>0lH 

5-flfefl- 4"1DE1 £5.5.31 £Ml°lB I 
<223> 168) 5-(4-*11^1^) 2-(4-#SS42:^ol-nl^1)-3-(2-4^-l)2-40l^>0lH 

5-fl ̂ ^-4-°^ )E-1 £H53l £M1 ol E ; 

<224> 169) 5-(3-sll^llM) 2-(4-#SS42:^O1-P1^1)-3-(2-^-^-1)2-401^}0]S. 
5.fl ̂ -4-^ )E] £BS3| £i-11 °1 H; 

<225> 170) 5-(3-^1^-^145.1^^)4^ 2-(4-®SS4S^o]-nli1)-3-(2-4^-l,2-4 

40I S5.fl ̂ ^-4-°^ ) El £55-31 £Ml o) E ; 

155) 5-(5-i^-2-^-[l,3]4°l^#-4-(liHll 2-(4-1^^42:^4*1£)~ 
3-(2-^i-l,2-4°l 4°1 S.5.fl fe^l-4-^)E]£BS3) £M1 ol E ; 

156) 5-4^ 2-(4-l-SS42:^ol-nlH)-3-(2-^-4i-l,2-40140lS.Sfl^5l-
4_s)E]£5.5-3)£M1 °1 i=. i 

157) 2-(4-#SS42:^ol-DlH)-3-(2-^i-l,2-40140lSSfl^5l 
-4- °i) El £5. 5.3l £ Ml o 1H; 

158) 5-(2-^l) 2-(4-#SS42:(^0>D1H)-3-(2-4^-1,2-401^1-01H5. 
fl ̂ -4-H )E] £^S3] £41 ol B; 

159) 5-(3-^lM4^) 2-(4-#SS42:^O1-D1^)-3-(2-^-4I-1)2-401^>01HS 
f 1 3J-4- ID El £H5..3j £ Ml o) E ; 

160) 5-(3,4-4°H114^) 2-(4-#SS4^^O1-U1^)-3-(2-^-1,2-4014 
ol H5.fl ̂ ^1-4-°^ )E] £HS3l £M1 o] B; 

161) 5-(4-#^-£5.4^) 2-(4-®5.5_4S^O1-C1H)-3-(2-44I-1,2-401401 
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of SH S.S.^} ) &1 £5S3j £ t-fl O] E ; 

<226> 171) 5-(3-5ll^^l ̂ 5.^)^1^ 2-(4-tS.5. ic)-3-(2-^-l,2-
tfol§|-oj ^1 )2-5.31 £M1 °1 B; 

<22i > 172) 5-[2-(4-ofl1iElo>#-5^)^ll] 2-(4-#SSwi^^o}pl^)-3-(2-^.^-

1,2-4°l §}°1 H5.fl ̂ -4-<H) El £HS3l o_ Ml °lB! 

<228> 173) S~{ ^51^-2-^)^11 2-(4-#S5-yfl2:^o}n]H)-3-(2-^-i-l,2-q-ol§l-

ol H5.fl^^-4-^ )El £^5.31 £Ml o) B ; 

<229> 174) 5-(3l5l ̂ -3-^)^11 2-(4-#SSwfl^°iol-nl]x.)-3-(2-4^-li2-40l^l-

0lS.5.fl^-fl-4-^)El£ff5.3l£Ml0lH; 

<230> 175) 5-(3-5ll,i<iJ:^)2-(4-€SSy31S0a0l-clH)-3-(2-^-i-l,2-q-0l§l-0lHS 

fl^^-4-^)Hl£H5.3l£Ml0lB; 
<231> 176) S-°ll4Al-3-^i = Sl 2-(4-#5-S^S0^O]-P1}S1)-3-(2-^>I-1,2-401 

5}0lHSfl^^-4'^)El£HS3l£Ml0lE ; 

<232> 177) °1M [2-(4-l-5S^l2:oaoH^)-3-(2-^-^-l;2-r}c>-|§]-o-lHSfl^^-4-
°i) Hs^i £ ̂  o}ui t] C-HI Ml °1 B; 

<233> 178) [2-(4-lSS^2:^o>T3lH)-3-(2-^-i-l,2-40l^0lHSfl^-^-4-^)S 

S3l o.^o}nlH]oHB^>; 

<234> 179) <^1^ 4-[2-(4-#SS«31Scilol-nlH)-3-(2-44i-l,2-40l^0lHSfl^£-

4-<H )-H5.sl o}ui H] JfEl Ml ol H; 

<235> 180) il 2-[2-(4-#55-^2:^0l-nlH)-3-(2-^4i-l,2-40l^0lHSfl^^-

4-^)HS3| o_^ofn]H]-4-MH €Efii0]l0)H; 

<236> 181) 2-[2-(4-€S5.»!S^0l-ulicl)-3-(2-^-i-l,2-40l^0lHSfl^£-

4-^) = 5.3} £>do>nlic]-3-i^l^ 5L5.31 £M1 °1 B; 

<237> 182) oflt§ 2-[2-(4-€S5.wfl^<^6},:,lii)-3-(2-^i-l(2-40l^}0lHSfl^el-

4-^) 5.5.31 O}P| H]-3-( 1H-O]#-3-^ )i£5.3l £M1 °1 H; 

<238> 183) 40I0IH 2-[2-(4-#S5.«SS^ol-ul}3Z)-3-(2-4i-l,2-40l§l-0lHSfl 

^£-4-^ )HS3l £ ̂o}v] H] j&fbl, 5-tH ol H; 

<239> 184) cfoHH 2-[2-(4-s'5-5.1^!3i sOf^l Jn)-3-(2—^-i-1,2-'cf °] §F°1 H5fl 

^&-4-^)HS31 £^ o>nl H] jg El-1 (5-4ol o_A>; 

<240> 185) 4-t5.5.-N-[l-[2-(3H-olnln).§-4-^)6fl^?l-H>H.^]-2-(2-44i-l,2-cl-

O] t} O] H 5. f) ̂  & -4- ̂ ) 0)11 ] Bfl a OH- O] s.; 

<241 > 186) 4-€-SS-N-[2-(2-^-l,2-4°l^-°lHSfl^-4-(|])-l-(2-3l!5l^-
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HSfl i ̂  ] fec^o] c _ 

<243 > 

<244> s^, £ tcf^ efly}Pl3l)H <g, 

^-g- <*2] ^B)]S A|-g-l ^ Olcf. ^-71.^6.5.^- °-S ^ -g- 7^^ 

-rfe^Kfree acidH 2]§]-oi A} ^7}<*ol #7] 

O.71A>4 J^A^g- Aj-g-^V ^ oM. #71 °H] ^ o}t\i)t ^ 

<&#, 2E##, 4#.^, B 

^f-^h 4-^^ 

£•#-§• 5^4. AJ-7] ^7l^ ojofl T^S]^ ^ o>qi4? o|A>) ti.^-A>j 

%<L> ^ 9\#-$r 5^4. 
<245> ^7l S**H 12] Sf^-1-2] o]^^] Sj-^c i^V 

W. <*111* %°\, 7>^ ^ 5IHH.S R SE^ S 
^ ^i-, 7fl 71] 
°1^23*f|5*1 ^ $i£4, °1 H: S.& "M ^ £- 11-^4 

<246> H 4°HS, sj-t]-^ 12] Sl-^-i-2] -g-nfl3}-# ^3^ ^Efls. £ ^-^2] 
°11 

<247> 

<248> 4# Sf-^M IS S^E]^ ellt)]-n]3l]H §}7l 5^^-

q 112] §>7l 2}-^ 1112] sj-thf-^ y}-g-A]^£s^ 4^ *T S-M. 

<249> [Sl-tV^ Uj 

^ O^ .XH 
O 

<250> 

<251> [Sf^A1 HI] 

<252> Y-Z 

<253> ^3-7] 4 ̂1] X\ ; 
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<254> X 4 Y4 444 44 4^*1, ZTT 4°1H44, 4*1 H, <44, fs.4 
°14?] (Leaving group)°14-

<255> 4 4^ 442] 43A]^E)H4, Z4 4°lH^-A]; -NH2, CI, Br, 44454 

£4 444i444. 
<256> 

<257> 4 4^ 4444 471 [444 lH 5.7|4 ^24 

<259> 

44, °H1 44^14 314 .444. 
<258> [444 1] 

1) Y-OH or Y-WH; 

oVXH /^CC'D""P°Hoe,,eo^ oV-v 

'Si a Y-Ca'" ̂  - fj a' CK^ r^44S °-"= 
° N \.3) Y-OMsorOTs 0 N 

-??I2 
[ SfS}6! || ] [ Sft}i| 11 

<26o> (4-7] 444, X4 4^, 4^ ££4 4 4 4H 44°l4) 
<261> 44 [444 1H4 4444s Af-g-si [44A1 u]^ 4^ 44 

44,578,381^4 7]#4 4^4 ^ $14. 44 [444 U4 S7l4 
•¥-71 4IC]-§-4014±?-401B, ^^-§-4^.40] E( 54^40] 7}jii,]lolEj 

4iL41°lH S4 444^1°1B4 44 -T-4 <07]4 4 4°-H, 4ufl4 444, 
4°H14S444°1H, 4°H1 li4^4oi c_, ^4 44S4°1B44 4 &U, 44 
4 10 44 ioo°c°TI4 1 4*1 244# 44 4834 4 44. 4?1 44444 DCC 
4 4444#S^44S40M4°lH; DMAP4 4-4°l^1 s4*1 £444; H0BT4 1-
4olH.44i3]i^Ee]ci]-^; ^ EDCI4 1-4 4-343-4°Hl 44*1 £5.s4)4i4°l°l 
44E. ^44 £1*14*1, Y-OMs £E4 Y-0Ts4 4i47]s4 44454714 44 
4445471; 5&4 441-^-4454, 444S4 ££4 4-4BS44454714 
44 444^4711- i444. 

<262> 

<263> 47l [4-5-4 I]°fl4 X7> 44 [444 U]$\ 4444 4?1 [44^1 2]2] 
4^34 44 424 4 44. 

<264> [444 2] 
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<265> 

<266> 

<267> 

<268> 

<269> 

<270> 

<27l> 

<272> 

<273> 

SH 

1)NaSH, NCS, 
2)Na2S,EDCI 

4 6#^4 <$o.s A>-g-l ^ ojjr, dtcl-§-^40lS.fe 1 5 

444^ 2 ^1 3 4^4 4~§-- ol 
A*> 4". 4" 4 [# O.A1 2] °114 -g-nflS-4 

0}Ail£u}0]E 

JL, *}-§-£ 10 Ml4 100°C44 1 ifl*| 244# ^*31 °3 
A*> 

o) A>-g-l 
4. 4-71 *>-§-

ol 
AA 

Al 

°1]4 NCSTT N-i 444 4 4-4 44W. 

£ 144 3-fHi-^: 4-44 ^44. ^4-^°ll 4-4- *11 ̂  -

5d4-. 
A 

Y-OH oi Y-NH2 

DCC. DMAP, DMF 

[sl-4-4 11]4 DMF(4-°Hllif-c)>nl-4H, 2I-4-4 II s^-tHi- nMl 
4 8-iowfl ^-4^)4 4-144 ^r4 ^ 0°CS ^#4#4-. 4-4 ^#<4 DCC(4-4 
4-4-1^^4-iL4-444-4H, i~i.5 #%=) ^ DMAP(4-4 *1114-4^4 44, 
0.1-0.3 ^7}^4. $7} ^ M1^-^H7} <#4^4^ I&fe °}DJ(H.2 
4^)^ ^4 4-4 -s^°114 4 44 244# ^, 
444. 44-4-4 444-JL, #<y- 4-4 DMF-S- 444:4-. 4^. 
44s : 4#-i" (9:1. v/v)-§r 4-§-4r €4 HSnf£H£fl4f- ^4"4 ^-4 4"4 
4 [sl-4-4 I]4 W## €-£-4: 4^ 71114-i- ^4:4-. 

MLMJB 

CI 

Y-OH or Y—NH; 

HOBT.EDCI, DMF CI 

<274> 
O" N 

H 
O N 

H 
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<275> 

<276> 

<277> 

<278> 

<279> 

<280> 

<281> 

<282> 

<283> 

[S)-SV^ II]2] DMF(40HHif-°l-40]S., Sl-4}-^ II 

8~10tifl 7>1§H ^ 0°C5. EDCKl-ofll 
-3-(3-t4°l ^>1 1-3 ^ H0BT(1-«HE. 

1-3 #f=)l- ^7> ^ BE 

4^(1-1.5 ^7}^4. AOV7] ^l-§: 4 ifl^l .24*1# 

:f, 
°1^, 

JL*1] #3|sl I] 2} 5^H 

W. 

-r-^i-i- , #<y- Sfofl DMF1- 17^4. 
: ^1## (9:1, v/v)# °l-g-*V HSol-£ziEfl2]l- ^ 

. t=? O -7-

£ 
O,^ XH 

Y—CI or Br 

DMF 

[s^-SH H]S] DMF(4°H^S-§-<>M-0lH., 2}-?]-^ II Sj-tHM 

8-10*11 ^#(1-1.5 #%=) ^ ^71^(1-2 ^)# ^3. ̂ 7}§1-
^ 20~80°C^H 1-24*1# -§-4 l>fAl7J4. y}-g- ^ ^-### 
•^3., DMF1- O]J^ u]]l^l#5.e}olc : (9:1, v/v)-g: 

<>]-%-& ^ 3.S.v}S.~Ml Ao^fl^ [3^*1 1]^ ^ 

D 

Y-OMsorOTs 
WIS.OMF 

n]2] J^IHI DMF(4oiDfl'€if-oMo]- II sj-thi-5! 
8-10*11 ^-3}^) vV] XL 41' 1-1.5 ^^ ¥-71 ̂  (1~2 *H1^ 
7}^H 20-80 t<*IM 1-24*1# ^-§-^44. H>- P O C^3lf§}Or] 

17-1§>JI, #<& DMF1- 17i^4. <5]^: nfli^ (9:1, 
v/v)-i- °l-g-^ -S^l [3^H I]fi] sf-^lr 
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# 4444. 4-S-4 ^4 ll^g# 4*J?!:4. 
<284> 

<285> , 0)4 44 4 4^ 4*H 1132] 444 
)-3-(2-^-l,2-4°]4°]HSf]^4-4-£il)-H]4^4^ A £E4 Bi 
44 4-S-4 go] 4^44 

<287> efl4nl^H 50 g(134.8 mmol)# DMF(4°I44^444°] H) 400 mL<^l 7}<14 
<*j 4°J 4 44£sL ^4*1 ?14. ^71 ^44°il XC(4°]4°ms^4:&40H 
4°lH) 28.1 g(1.0eq, 134.8 mmol)# 7R1 ^ 3044 51444- 47] ^44<>1] 
NaSH(4iC]-g-40|HS^4o]H) 16.0 g(1.0eq, 134.8 mmol)# 7>4 4 44°H4 15 
A]4 44 H444. 4# 4S. 4, 47] 444°}] 4 800 mL# 7>4 4#, 
4 800 mLS- 34 4444. -Mtfofl 44 444^444 7>4^ 424J1 ^44 
-a 444 4#, 444°)] °1]4^4 800 mL# 7>BH 4-£O]]A-] J57444. ^4 
43^14# ^44^- 7d2§M £4^ ai^l^ 54444(42.0 g)# 4444. 

<288> B 
<289> e]]4cls)H 10 g(26.97 mmol)# DMF(40HI4if-44°|H) 80 mLi 7}<£f>} 

O] 44 jy 0»cs ^Z>A]44. AJ-7] 44^] EDCI ( 1-O]| 14343-46M 444 
S€)4Ji40H40lH ^4) 5.69 gd.leq, 29.67 mmol) ^ Na2S(^c]#440]H) 

13.6 g (3.0eq, 80.9 mmol)# 7}4 4 4# 45:11 144 4# 44°fl4 344 S 
444. 44 45- 4, 47] 444°)] 4 160 ml* 7]-4 44, °]]1^4 160 mLS. 
3$ 4444. #7]40)] 44 444^14# 7]-4al 4^4^ ^44^ 444 4 
4, 441H1 °1]4^4 200 mL# 7HH 44°)14 H444. 4^4 ^44# 44 
4^1 4^4°^ ic4^l ix|5] £^444(6.5 g)# 4444. 

<290> 

<291> 44. 4 4^°fl 4# eflaM^S- 444^ 44 47)2] 44^4 4^4^ 
E4) 44 4^1 4 S1A4, °H 44^14 &&4. 

<292> 4^#^ E 
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<294> [444 44 44## 4444444°! — 40H]4S#444Ha4 
SJ-i] Jjo] 5}3~10yB ^-4)4 444- AoV7l ^4#4 444 
444444 114 44#^ 1 440# 7f§l-Jl Jil444 JI^SfAl^ 44 [444 
III]2] 44## ^444-

<295> 

<296> ' 1^4 S}-44> 12] 44#^ 444 444 4^1) 44 
#o] ^6iuf£s, 4444^1- 4444 444, ^4 44, 44 44, 44 4 
2 ^5-, 4, ff-44^ 44°^ 44# <14 4^.4^4 -f}-
444 44€ ^T 44. 44 44£- 4444^-7}- 44 45.4 ^ $1^ 4 

°H ^7fls]o] oj^ ^.O^A], £ ^6) eflt3>ul5£)H 444^r £]]444HiL 
4 ^7l 444 4 Sl4a]0_S 444 4°I4. o]ol]) £. sj-44 12] g\-^ 
% ^ o]2] O.S 447^4 <*# £444r, 444, ^"4 

44 4^, 44 4^ ^3-, 4, #44°^, 444^ 44°^ J£fe 444 
<W 5E±r 4-5-g- 4143 ^4## 7]]-^44. 

<297> 

<298> •& 4^°)1 4^- 4444H 4-4# ZI2] <g2] 444.05 #5:4 4£ 
sj-7}2] T.)]^ lkg 4 0.5 ~ 100 mg/day, 44444^ 1-30 mg/day°14- -3.^4 
Aj-7] 443 #JL4 4£ 44 #44 444 4^, 1^, 4444, 4 
1, ^ 4^ 4 45-44 41 44 344 441 4 $14. 

<299> 

<300> £E4, 4 4^4 4^ 4143 ^4## 47]]4V^ ^-§-7}44 *]7]-1# 
^7}S ^44 ^ 514. 4444 O.5. §]-g-7}^«1;0]^ 444 
JL 4444 -^44 4, -#43°-^ 44 44, 44^4 4£ t^7] 4# Hlrr 
°14 #4?!: 4## s—7] 4 4# ^4 44. 44 ^7>7]]2] 
«^7]] ^ ^ $14. Aov4 4-1, % 4414 6fls.^( 4£ 
a, ^as^, #41-, 44#, 4141, °fl4^1, 141, 4^, 
444°} •S-T-, 144°]S, 444, iisl]0]B, ^il-s. 
2, 41 #514141^^, #, 414°1H^-4^S14H, ss.^44 
^A]afl^]o]E, %H, 4^4# ^444°1H ^ ^#4# # 4^ $14. SE^, 
^41, «J-#41, #€1, ^#4, *&£-, 4sj-1 ^ ^f# ^7}s s.^ 
<T $14. 

<301> SE^r, ^ ^^2] 444^ ^4#^ ^4^14 ^-^4 ^ #4 4^-4 4 
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#, ^ ^1-^M 
^]^S)-€ ^5^4. £DS\ 4^, ^4, °11^^, Al^( <£*) 
^ 44€ ^NL s"5- ^4-8-^, ^ £i>4 ^Efl«^ ^ $i4. 

oo2> ^ t^] 4-i- 4*fl43 ^4, 44, 3nJ] s. 
<*j5] f-.Sfl ^ $1^, ^«o] J=a]^ 3=q ^ W 

^ <2^, ^1, .^f1 ^ 444 f^SE. ^4 4^ 44°ll 44 3^4 Ad^li ^ 
&ul, *]S-4^4 4^ *3 44 f^l tcfs.]- #7j ^oj] G]]yj- ^ *]g. -g-C^ ol 
4^ Sife 44#4 ^-8-44 f-°li T $14. 

<303> 

<304> £&4, £ 444 14 ^•^•1"# °11- €-&-S 4^ 444 ^44^ $ 
-i: S^Hr, 44444 ^ o1«g> oj-^ #, 
^44<£, ^44 ̂  44 <£ ££^ 444 oj]yj- 4^44. 

<305> q-0>7K -£- 4^ 444, ^4 4°^, 44 4°J, 4^ 4^ , 4, 
#44°^, ^44^ 44<>3 gci, tijn]-o} dflHj- £E^ ^lS-1- 44 444 12] s)-^ 
2] -§-£#- 4^44. 

<306> 

[4^4 44 f- 44 ^Efl] 
<307> ' 44 4 4^4 44°fll- 1-4 444 4 ̂ 4^4 44, 4 4^4 ^^7]-

47] 4*HH] 2]«fl 4344 444-
<308> 

<309> *UH l: Bfll- 2-(4-#SS€3:^<:'H^)-3-(2-4i-l,2-cfol^|-olH.5.f]^ 
*£-4-13)^^4-2-MHH4 ^S: 

<310> n 

<311> H434 4^4^ C°fl 44, 31444^- 1.0 g(2.69 mmol) 4 444^44 

— 0.36 g(1.5 eq, 0.40 mmol)4 4444 H-34 ^44 £4444(0.8 g)4 44 

4. 

<312> H NMR (400MHz, DMS0-d6): 11.69(s, 1H), 9.06(d, 1H), 7.83(t, 3H), 

7.55(d, 2H), 7.31(d, 1H), 7.24(dd, 1H), 6.44(s, 1H), 4.79(m, 1H), 3.69(s, 
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3H), 3.47(dcl, IH),, 3.27(q, IH) 

<313> 

<3i4> 2: 2-(4-#5.5.^!l^<^oH^)-3-(2-44i-l,2-40l^-0lE.S.f)^ 

o 

- io 
<315> H 

<316> C°fl 1.0 g(2.69 mmol) ^ «Hii!.£o|^ 

0.62 g(1.5 eq, 4.03 mmol)^ JLSflSl 5. *113^1: (1.0 g)^ £$14. 

<3i7> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.04(d, IH), 7.82(m, 3H), 

7.55(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.24(t, IH), 6.45(s, IH), 4.76(m. 
IH), 4.12(q, 2H), 3.44(dd. IH), 3.28(q, IH), 1.17(t, 3H)> 

<318> 

<319> 3: 2-(4-#S.^^^^Ht)-3-(2-^-l,2-4°l«;l-0lH. 

<320> • n 

<321> C4 ttfe-K l.o g(2.69 mmol) ^ l-*S£-3-

0.60 g(1.5 eq, 4.03 mmol)# #-§-*1'^ ^ 3-4$) 5 *11(0.7 g)-§-

<322> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.04(d, IH), 7.84-7.80(m, 3H), 

7.58-7.50(m, 2H), 7.50(t, IH), 7.32(dd, IH), 7.24-7.21(m, IH), 6.44(s, IH), 

4.77-4.74(m, IH), 4.09(t, 2H), 3.43(dd, IH), 3.29(q, IH), 1.57-1.53(m, IH), 

1.43-1.40(m, 2H), 0.83(q, 6H) 

<323> 

<324> 
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<330> 

<331> 

<332> 

CI 

0^ N 
H <325> 

<326> 4s}, — 1.0 g(2.69 mmol)4 

0.66 g(1.5 eq, 4.03 mmol)# #-§-*1^ ^ S*fl3Hv#(l.l g)# £534.' 

<327> *H NMR (400MHz, DMS0-d6) •' 11.70(s, IH), 9.07(d, IH), 7.82(q, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.23(t, IH), 6.44(s, IH), 4.75(m, 

IH), 4.06(t, 2H), 3.43(dd, IH), 3.29(q, IH), 1.51(t, 3H), 1.19(br-s, 6H), 

0.81(t, 3H) 
<328> 

<329> 5: 2-(4-#SSia^aH:t)-3-(2-^dii-l,2-40l*l-01 

O.V. .OsyNg, 

Aofl life}-, efl4T3]3}H. 1.0 g(2.69 mmol) ^ 2-tf.SS.°114 

# 0.33 g(1.0 eq, 2.69 mmol)# uLSfls] S*H^#(0.4 g)# 

4-
*H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.11(d, IH), 8.03(d, IH), 

7.85(m, 3H), 7.74(d, IH), 7.55(m, 4H), 7.44(m, IH), 7.31(d, IH), 7.24(t, 

IH), 6.47(s, IH), 4.83(m, 3H), 4.52(m, 2H), 3.43(dd, IH), 3.33(m, IH) 

<333> 

<334> 6: 2-*}A] 6)]^ 2-(4-#SS$^4Dli0-3-(2-^-l,2-4-ol 
7))S 

o. 

<335> 
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<336> C°fl44, 1.0 g(2.69 mmol) ^ 2-^.^2-^14 

# 0.50 g(1.5 eq, 4.03 mmol)# 4#*1^ S.*fl^l-(0.7 g)# 

4. 
i <337> H NMR (700MHz, DMSO-de): 11.68(s, IH), 9.03(d, IH), 7.85-7.82(m, 3H), 

7.57(s, IH), 7.56(s, IH), 7.52(t, IH), 7.31(d, IH), 7.24(t, IH), 6.45(s, IH), 

4.88(t, IH), 4.16-4.ll(m, 2H), 3.61-3.58(m, 2H), 3.51(dd, IH), 3.26(q, IH) 

<338> 

<339> 7: 2-(4-#SS^^^413lt)-3-(2-^-l,2-40l^(:>l^ 

0.^ .0. „<X 

<340> H 

<341> C°\] 44, 1.0 g(2.69 mmol) ^ 

0.32 g(1.5 eq, 4.03 mmol)# £^S)-^-#(0.6 

g)# £534. 

<342> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.11(d, IH), 7.83(br-s, 3H), 

7.59-7.51(m, 3H), 7.32(d, IH), 7.25(t, IH), 6.47(s, IH), 5.29(s, 2H), 

4.80(m, IH), 3.56-3.49(m, 5H) 
<343> 

<344> 8: 2-^ll^-AHl^ 2-(4-#SS^l2:^4pl^)-3-(2-^-4i-l(2-40l^0l 

H5fl^€-4-^)HS4-$-1'il0lH^ *11^ 

<345> 

<346> 1143^ c°ll 44, 1.0 g(2.69 mmol) ^ 
v)M oflBfls. o.38g(1.5 eq, 4.03 mmol)# ^ JI^l^ £^5)-^-#(1.0 g) 
_o_ C>| CH rl s c AA l-T • 

<347> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.07(d, IH), 7.82(t, 3H), 
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7.56(d, 2H), .7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.45(s, IH), 4.76(m, 

IH), 4.21(m, 2H), 3.56-3.49(m, 2H), 3.43(dd, IH), 3.29(q, IH), 3.24(s, 3H) 
<348> 

<349> 9: 2-(4-#SSte^oH^)-3-(2-4^-l,2-tH*}-

<350> n 

<351> C^l 4^, 3144^ L0 g(2.69 mmol) ^ 2-1^^1 H 
oflEfla. 0.43 g(1.5 eq, 4.03 mmol)# J1^14 _£*fls)-f-#(0.7 

g)# £534. 

<352> < H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.07(d, IH), 7.84-7.81(m, 3H), 

7.57(t, IH), 7.56(t, IH), 7.52(m, IH), 7.31(dd, IH), 7.21(m. IH), 6.49(q, 

IH), 6.45(s, IH), 4.78(m, IH), 4.36-4.27(m, 2H), 4.19(dd, IH), 3.97(dd, IH), 
3.94-3.84(m, 2H), 3.45(dd, IH), 3.28(q, IH) 

<353> 

<354> 10: 2-aMI^*H€ 2-(4-#SJ5te^4*li0-3-(2-^-l,2-4°14 

o 

<356> ^43^ ^4^ C°H 44, EflaM3]£ 1.0 g(2.69 mmol) ^ 2-#S.S.<^|^ 

4^1°lB 0.49 g(1.5 eq, 4.03 mmol)# 4#*1^ M]s}-^-#(0.8 g) 

a n AA • 

<357> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.07(d, IH), 7.82(t, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.46(s, IH), 4.76(m, 

IH), 4.36-4.29(m, 2H), 4.22-4.18(m, 2H), 3.45(dd, IH), 3.28(q, IH), 1.99(s, 

3H) 
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<358> . 

<359> 41 11: 2-(4-l-S.5.^l2:^^Hii)-3-(2-^-l,2-4o] 

JO. 

<360> 

<361> ci 42-}, 1.0 g(2.69 mmol) ^ 2-t-5.5.<*fl 13 
^4°1H 0.44 g(1.5 eq, 4.03 mmol)# ^#*1^ WJH 3.4 $\ S^S|-^-#(0.7 

g)# £5W. 

<362> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.06(d, IH), 7.84(t, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.24(t, IH), 6.46(s, IH), 4.78(m, 

IH), 4.25(m, 2H), 3.48(dd, IH), 3.29(q, IH), 2.72(t, 2H), 2.07(s, 3H) 

<363> 

<364> 41*H 12: 2-(4-1-SS^!3:^^H^)-3-(2-^-JI-1,2-4^ 

^-4-^)^5.^ 4^ ' 

<365> 

<366> C°fl 4«}nl3]£L 1.0 g(2.69 mmol) ^ 2-t5S°llii 

*1N ^s|-0lH 0.69 g(1.5 eq, 4.03 mmol)# £*fl3HHl-(0.9 
g)# <291^. 

<367> H NMR (400MHz, DMS0"d6) '• 11.71(s, IH), 9.06(d, IH), 7.82(t, 3H), 

7.58(d, 2H), 7.52(t, IH), 7.39-7.30(m, 5H), 7.25-7.18(m, 2H), 6.45(s, IH), 

4.75(m, IH), 4.25(m, 2H), 3.43(dd, IH), 3.29-3.22(m, 3H) 

<368> 

<369> 41*H 13: 2-^l^ofpl^oll^ 2-(4-#SS^lS^.6Hi:)-3-(2-44i-l,2-tl-6l 

^-Sl-4-^ )H3.s| o] S ̂ 4 2: 
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<370> n 

<371> ' B^l 44, e-jl445)H. l.o g(2.69 mmol) ^''(2-nfl^^H 

^H14# 0.24 g(1.2 eq, 3.23 mmol)# ^>#4^ £ *113-^1-(0.4 g) 

-a- ^'214. 

<372> . H NMR (400MHz, DMS0-d6): 11.61(s, IH), 8.84(d, IH), 8.17(q, IH), 

7.91(d, IH), 7.86(d, 2H), 7.55(d, 2H), 7.48(t, IH), 7.30(d, IH), 7.23(m, 

IH), 6.46(s, IH), 4.79(m, IH), 3.44(dd, IH), 3.14(q, IH), 2.90(d, 3H) 
<373> 

O 0;Y0-l-^N^ 

• XO 
<375> H 

<376> <114^ C^fl 44, 1.0 g(2.69 mmol) ^ (2-4°Hll! 
4*I^)°M#^4°I^ 0.57 g(1.5 eq, 4.03 mmol)# ^ 

KA}n^(0.7 g)# £$}4. 

<377> H NMR (400MHz, DMS0-d6): 11.61(s, IH), 9.06(d, IH), 7.83(m, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.46(s, IH), 4.76(m, 
IH), 4.15(m, 2H), 3.45(dd, IH), 3.28(q, IH), 2.43(m, 2H), 2.13(s, 6H) 

<378> 1 

<379> 15: 2-4°H 1144^-1-*11 iMlli 2-(4-#5.5.fe«i344:t)-3-(2-
#i-l,2"4°1 HSfl^-4-11 )H3.4$_^)o)H4 ^12: 
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<381> Bofl AA, 3)H)-u]3i)£L 1.0 g(2.69 mmol) ^ l-n}oHiK 

ul^-2-HS-^-i: 0.33 g( 1.2 eq, 3.23 mmol)# ^1#^ -2*1)^ 
(0.7 g)# 

<382> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.05(d, IH), 7.83(m, 3H), 

7.56(m, 2H), 7.52(t, IH), 7.32(d, IH), 7.22(m, IH), 6.46(t, IH), 4.77(m, 

IH), 4.18(m, IH), 3.94(m, IH), 3.46(dd, IH), 3.30(m, IH), 2.75(m, IH), 

2.15(dd, 6H), 1.16(m, IH), 0.89(q, 2H) 
<383> 

<384> 41*H 16: 2-T^o]6|l^o>nli[16|l^ 
1,2-t}o] 

sY—C jo%> 
O N 

<385> H 

<386> C°fl AA, sflw]-Pls]H 1.0 g(2.69 mmol) ^ 2-(4°HI 

€"5.eHH 0.69 g(1.5 eq, 4.03 mmol)# ^#*1^ 
S^l2)-^-#(0.6 g)# 

<387> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.03(d, IH), 7.83(t, 3H), 

7.56(d, 2H), 7.50(t, IH), 7.32(d, IH), 7.23(t, IH), 6.46(s, IH), 4.78(m, 

IH), 4.ll(m, 2H), 3.49(dd, IH), 3.28(m, IH), 2.60(m, 2H), 2.48(q, 4H), 

0.90(t, 6H) 
<388> 

<389> 41 17: 2-4°l0H^H^;ic:,H^6ll1fi 2-(4-#5.5.^i^)-3-(2-
4db-l,2-nfol^].ol2.5.^1 -^-4-13 A]2. 

K 
X 

<390> 

<391> Ci 4^, 1.0 g(2.69 mmol) ^ 2-(4°l0H 
#5.BME- oixy 0 80 g(!.5 eq, 4.03 mmol)# 
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g)# 

<392> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.02(d, IH), 7.83(t, 3H), 

7.56(d, 2H), 7.51(t, IH), 7.32(d, IH), 7.23(t, IH), 6.45(s, IH), 4.80(m, 

IH), 3.98(m, 2H), 3.46(dd, IH), 3.27(m, IH), 2.93(m, 2H), 2.55(t, 2H), 

0.93(s, 6H), 0.91(s, 6H) 

<393> 

<394> 18: 2-(4-l-5.5.ii2:^6].plt)-3-(2-#^-

1,2-4°l «W o]A]2L 

CI 

O^N' 
<395> H 

<396> B°fl 4^, l.o g(2.69 mmol) ^ 3-40Hlli0} 

0.33 g(1.2 eq, 3.23 mmol)# ^ j7afls] £*11 

(0.5 g)# <£9iA. 

<397> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH) , 7.83(m, 3H), 

7.54(m, 3H), 7.32(d, IH), 7.23(m, IH), 6.45(s, IH), 4.76(m, IH). 4.09(m, 

IH); 3.46(dd, IH), 3.30(m, IH), 2.16(t, 2H), 2.06(s, 6H), 1.66(m, 2H) 

<398> 

<399> 19: 2-HH 511^ 2-(4--i-5.S^lS^c>Hii)-3-(2-#Ji-

<400> 

<401> Bi nfe-K efly>nl5lc 1.0 g(2.69 mmol) ^ 2-Mll2)l1iI 

oM^Hfh# 0.49 g( 1.2 eq, 3.23 mmol)# ^ al^l^ S»l^#(0.5 

g)# 28^. 

<402> H NMR (400MHz, DMS0~d6): 11.70(s. IH), 9.03(d, IH), 7.80(d, 2H), 
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7.73(d, IH), 7.55(d, 2H), 7.51(t, IH), 7.30(d, IH), 7.21(t, IH), 7.13(t, 

2H), 6.70(d, 2H), 6.59(t, IH), 6.43(s, IH), 4.76(m, IH), 4.25(m, 2H), 3.66-
3.54(m, 2H), 3.38(dd, IH), 3.20(q, IH), 2.87(s, 3H) 

<403> 

<404> 20: 2-(tffl^ 2-(4-#S.S^la^4T3lic.)-3-(2-44i-
1,2-4°l ^^-4-^)« SSq ol HO] ^ 

ci 

CK N 
H <405> 

<406> C^l 1.0 g(2.69 mmol) ^ 2-(«M oflTg 
°]-o]ic)<>)]#S.H]-0]H 0.61 g(1.5 eq, 4.03 mmol)-=f ^-§-*1^1 

M^l-(0.5 g)# £$4. 

<407> H NMR (700MHz, DMS0-d6): 11.71(s, IH), 9.05(d, IH), 7.83(d, 2H), 

7.79(d, IH), 7.55(d, 2H), 7.51(t, IH), 7.33(d, IH), 7.27-7.24(m, 4H), 

7.20(q, 2H), 6.47(s, IH), 4.83-4.79(m, IH), 4.22-4.14(m, 2H), 3.56(s, 2H), 
3.46(dd, IH), 3.28(q, IH), 2.69-2.64(m, 2H), 2,51-2.43(m, 2H), 0.92(t, 3H) 

<408> 

<409> 21: 2-(4-#SS^l^<i6]-ulicL 
)-3-(2-4^-l,2-t)-ol^).olHS.^|^fl-4-^)=S.^iL'i4IolH^ 4^ 

<410> 

<411> Ci ^w]-n]3X]£L 1.0 g(2.69 mmol) ^ 

2-<a-(2-#S.5il)^ll o.85 g(1.5 eq, 4.03 mmol)# *>-§-*1?} juafls] 

£«^-#(0.5 g)# 

<412> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 8.99(d, IH), 7.96(s, IH), 

7.75(d, 2H), 7.63(d, IH), 7.50(d, 2H),.7.46(t, IH), 7.33(d, IH), 7.27(d, 

IH), 7.22(d, IH), 7.09(t, IH), 6.95(t, IH), 6.38(s, IH), 4.75(m, IH), 4.41(m, 
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<413> 

<414> 

<415> 

<416> 

<417> 

<418> 

<419> 

<420> 

<421> 

<422> 

2H), 3.83(m, 2H), 3.38(dd, IH), 3.17(dd, IH), 3.14(s, 3H) 

22: 2-^12:^oHJnofll 2-(4-tSS^50^Mt)-3-(2-4i-l)2-4 

ci 

NT 

ON" 
H 

coll tcfs}, 1.0 g(2.69 mmol) ^ 

0.74 g(1.5 eq, 4.03 mmol)# #-§-*1^ 5.^1 ̂ -^-#(0.4 
g)# <2^4. 

H NMR (400MHz, DMS0-d6): 11.68(s, IH), 8.67(d, IH), 8.64(t, IH), 

7.84-7.77(m, 5H), 7.54-7.43(m, 6H), 7.29(d, IH), 7.13(t, IH), 6.43(s, IH), 
4.80(m, IH), 4.38(m, IH), 4.23(m, IH), 3.61-3.50(m, 3H), 3.21(q, IH) 

41 23: 2-(4-tSS^2^6Ht)-3-(2-4i-l,2-4°l 

CI 

CT N' 
H 

C°fl 10 g(2.69 mmol) ^ 
0.48 g(1.5 eq, 4.03 mmol)# *fl/H j7*j)o] S^5)-^-#(0.7 g)# 

H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.06(d, IH), 7.84-7.81(m, 3H) 

7.55(d, 2H), 7.51(t, IH), 7.31(d, IH), 7.23(t, IH), 6.45(s, IH), 5.94-5.84(m, 

IH), 5.32-5.27(m, IH), 5.22-5.19(dd, IH), 4.85-4.80(m, IH), 4.63-4.62(m, 2H), 
3.47(dd, IH), 3.30(q, IH) 

<423> 
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<424> 24: ^-B-2-^n^ 2-(4-#S.S^lS^o>^lt)-3-(2-^-l,2-4(:>l^l-c:,l 

CI 

0^ 
<425> H 

<426> Ci u+e-V, 0)1 t*HS. 1.0 g(2.69 mmol) ^ l-fSS-2-

^ 0.36 g( 1.5 eq, 4.03 mmol)# ^-§-*1?} yJH MlWi-(0.6 g)# £ 

84. 
<427> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.02(d, IH), 7.84-7.80(m, 3H), 

7.57(t, IH), 7.55(t, IH), 7.53-7.49(m, IH), 7.31(dd, IH), 7.25-7.21(m, IH), 
6.43(s, IH), 5.78-5.71(m, IH), 5.55-5.48(m,IH), 4.83-4.66(m, IH), 4.54(d, 
2H), 3.43(dd, IH), 3.29(q, IH), 1.65(t, 3H) 

<42 8> 

<429> 25: 3-^11 2-(4-tSS^2°^Mi)-3-(2-4i-l,2-4 
ol ^ M] <>1 H 

ci 

O N 
<430> H 

<431> Ci 44, 31444^- 1.0 g(2.69 mmol) ^ l-f^i-3-
il-2-JfSl! 0.42 g(1.5 eq, 4.03 mmol)# 4#4?1 ifflAfl ^oj Ml5^i-(0.7 

g)# £84. 

<432> H NMR (700MHz, DMS0-d6): 11.66(s, IH), 9.00(d, IH), 7.84-7.82(m, 2H), 

7.79(d, IH), 7.52-7.50(m, 2H), 7.49-7.46(m, IH), 7.31(dd, IH), 7.22-7.20(m, 

IH), 6.44(s, IH), 5.26-5.25(m, IH), 4.80-4.77(m, IH), 4.60-4.59(m, 2H), 
3.42(dd, IH), 3.27(q, IH), 1.71(s, 3H), 1.65(s, 3H) 

<433> 

<434> <gA}efl 26: HSH-2"?1^ 2-(4-#SSfe^o}pl ̂  )-3-(2-4^-l)2-4<:>lS^ 
olH5.fl-i-?l-4-<iDBS4.£-^-^HH£| ^2-
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<436> Di 451-, ^44^ l.o g(2.69 mmol) ^ 
eflo'lH 0.84 g( 1.5 eq, 4.03 mmol)# £^S)-^-l-(0.7 g)# 

<437> H NMR (700MHz, DMS0-d6): 11.66(s, IH), 9.07(d, IH), 7.84-7.80(m, 3H), 

7.57(s, IH), 7.55(s, IH), 7.51(t, IH), 7.31(d, IH), 7.23(t, IH), 6.45(s, IH), 
4.81-4.76(m, 2H), 3.50-43(m, IH), 3.32-3.26(m, 3H) 

<438> 

<439> >£X\d\} 27: 2-(4-#SSfe<l3 4cli0-3-(2-4i-l,2-4o14 

o 

<440> n 

<441> C°11 44, 1-0 g(2.69 mmol) ^ 1151:514*111!-
0.37 g(1.5 eq, 4.03 mmol)# oj-g-^a) M S^l^tf(1.0 g)# 

£84. 
<442> H NMR (700MHz, DMSO-de): 11.69(s, IH), 9.11(d, IH), 7.84(t, IH), 

7.83(t, IH), 7.81(d, IH), 7.57(t, IH), 7.56(t, IH), 7.53-7.51(m, IH), 

7.32(dd, IH), 7.26-7.24(m, IH), 6.50(s, IH), 4.95-4.86(m, 3H), 3.58(dd, IH), 
3.31(q, IH), 2.15(s, 3H) 

<443> 

<444> 4l'*H 28: 2-(4-#SSte<1144i0-3-(2-4i-l>2-4o14ol 
HSfl ̂ -4-^)^4-2-42: 
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<445> 

<446> Ci ttj-ef, L0 g(2.69 mmol) ^ l-fSi-2-

0.43 g(1.5 eq, 4.03 mmol)# ^ JH^O] 5.4^1-(l.o g)# 
ol ol x± n AA LT-

<447> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.08(d, IH), 7.82(t, 3H), 

7.57(s, IH), 7.55(s, IH), 7.52(t, IH), 7.32(d, IH), 7.25(t, IH), 6.50(s, IH), 
4.97-4.85(m, 3H), 3.58(dd, IH), 3.31(q, IH), 2.47(q, 2H), 0.96(t, 3H) 

<448> 

<449> 29: 2-(4-#SSfe^aM^)-3-(2-#i-l,2-tH^-

„ Ck .0. ^ 

<45 0> 

<45i> Ci ufe}, 1.0 g(2.69 mmol) ^ tSS4°lt 

5.^^: 0.42 g(1.5 eq, 4.03 mmol)# #-§-*]'?} tiJH S^W#(0.8g)# £ 

84-
<452> H NMR (700MHz, DMSO-de): 11.70(s, IH), 9.02(d, IH), 7.83(d, 2H), 

7.81(d, IH), 7.57(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.44(s, IH), 
5.11-5.10(m, IH), 4.71-4.68(m, IH), 3.40(dd, IH), 3.29(q, IH), 1.81-1.74(m, 

2H), 1.65-1.62(m, IH), 1.58-1.55(m, 5H) 
<453> 

<454> -gAjofl 30: 2-(4-l-S5.^!2:,io].p]i1)-3-(2-4i-i)2-n|-olSl-
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<456> C°fl 42}, 10 g(2.69 mmol) ^ 

0.47 g(1.5 eq, 4.03 mmol)# JL^]S\ $Wf(0.9 g)|: 

<457> 2H NMR (400MHz, DMSO-de): H.68(s, IH), 9.01(d, IH), 7.85-7.81(m, 3H), 

7.58(t, IH), 7.55(t, IH), 7.53-7.49(m, IH), 7.31(dd, IH), 7.25-7.21(m, IH), 

6.44(s, IH), 4.75-4.70(m, IH), 3.45-3.37(m, 2H), 3.28(q, IH), 1.75-1.56(m, 

4H), 1.44-1.27(m, 6H) 
<45 8> 

<459> -gUH 31: 2-(4-#SSiaS,ao>plt)-3-(2-^-i-l12-

<460> n 

<461 > C°fl 1.0 g(2.69 mmol) ^ (t5.SDl|f) 

0.36 g(1.5 eq, 4.03 mmol)# ^ ^ £4^1-

(0.8g)# £84. 

<462> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.06(d, IH), 7.86-7.80(m, 3H), 

7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.45(s, IH), 

4.78(m, IH), 3.93(d, 2H), 3.44(dd, IH), 3.28(q, IH), l.lO-l.OKm, IH), 0.51-
0.45(m, 2H), 0.29-0.23(m, 2H) 

<463> 

<464> 32: 2-(4-#S^te'lMnl:t)-3-(2-4i-l,2-401 
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<465> . 

<466> Ai 44, 1.0 g(2.69 mmol) ^ 4°lt-5^-4 

^14# 0.28 g(1.2 eq, 3.23 mmol)# 4#4^ MlSf^tO. 5 g)# 

£84. 
<467> *H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.06(d, IH), 7.84(t, IH), 

7.82(t, IH), 7.81(d, IH), 7.57(t, IH), 7.56(t, IH), 7.53-7.50(m, IH), 
7.321(dd, IH), 7.24-7.22(m, IH), 6.45(s, IH), 4.77-4.75(m, IH), 4.05-4.02(m, 
2H), 3.44(dd, IH), 3.30(q, IH), 2.55-2.51(m, IH), 1.94-1.90(m, 2H), 1.83-

1.79(m, IH), 1.75-1.69(m, 3H) 
<468> 

<469> 33: 2-(4-€££^2:^<>WiO-3-(2-4^-l,2-tJ-

<470> n 

<471> £4^£ 41c°fl 44, 314U14H l.o g(2.69 mmol) ^ 4°1 #5.3)41: 
*114# 0.37 g(1.2 eq, 3.23 mmol)# ^ 3.4^' It 4^1-(0.7 g)# 

£84. 

<472> H NMR (700MHz, DMSO-d6): 11.70(s, IH), 9.05(d, IH), 7.84(t, IH), 

7.83(t, IH), 7.81(d, IH), 7.58(t, IH), 7.56(t, IH), 7.53-7.50(m, IH), 

7.32(dd, IH), 7.24-7.22(m, IH), 6.44(s, IH), 4.79-4.76(m, IH), 3.87(d, 2H), 

3.42(dd, IH), 3.31(q, IH), 1.63-1.55(m, 5H), 1.50-1.49(m, IH), 1.18-1.12(m, 

2H), 1.07-1.03(m, IH), 0.89-0.85(m, 2H) 

<473> 

<474> 41*H 34:-A>6]#3.€B-3-31^H! 2-(4-#SS.€3&^<»Hii)-3-(2-^-
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1,2-4°l^-4-^)*£.$3$) A]dt 

ci 
0^ N 

<475> H 

<476> Di 44, 31444^- l.o g(2.69 mmol) ^ (4°1#S^ 

^-3-^^)^^ 1.02 g(1.5 eq, 4.03 mmol)# 4#4?} £ 

^mv#(0.8g)# £84. 

<477> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.05(d, IH), 7.84(t, IH), 

7.82(t, IH), 7.80(d, IH), 7.58(t, IH), 7.56(t, IH), 7.53-7.50(m, IH), 

7.32(dd, IH), 7.25-7.22(m, IH), 6.44(s, IH), 5.64(s, 2H), 4.77-4.73(m, IH), 

4.02-3.97(m, 2H), 3.44(dd, IH), 3.29(q, IH), 2.53-2.51(m, IH), 2.39-2.35(m, 

2H), 2.05-2.01(m, 2H) 

<478> 

<479> 35. 2-(4-#S£fe^44^)-3-(2-#^-l,2-4°l^-

<480> 

<481> 0E143£ ci 44, 3144^ 1.0 g(2.69 mmol) ^ 2-(fSSi 
lD#44 0.37 g(1.5 eq, 4.03 mmol)# 4#A1^ JI*I14 Ml4^#(0.5 g) 

#£84. 

<482> H NMR (400MHz, DMSO-de): 11.70(s, IH), 9.09(d, IH), 7.81(m, 3H), 

7.57(s, IH), 7.56(d, IH), 7.52(t, IH), 7.31(d, IH), 7.22(t, IH), 6.44(s, 

IH), 5.09(m, IH), 4.80(m, IH), 4.60(t, IH), 4.47-4.31(m, 3H), 4.22-4.18(m, 
2H), 3.47(dd, IH), 3.28(q, IH) 

<48 3 > 

<484> 36: 3-^1^-4^-3-^• 2-(4-#SSfe^44^)-3-(2-#4i-
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1,2-tM z>}0) sm] O) B$\ 42i 

ro 

<485> n 

<486> Di 44, 3144 4 ̂  1.0 g(2.69 mmol) ^ 3-0)11-3-# 
ilHll o_72 g(i.5 eq, 4.03 mmol)# ^#44 anxq jrxflo] 

Sf^-#(0.5 g)# £84-. 

<487> H NMR (400MHz, DMSO-de): 11.70(s, IH), 9.08(d, IH), 7.82(d, 3H), 

7.58-7.50(m, 3H), 7.32(d, IH), 7.23(t, IH), 6.45(s, IH), 4.78(m, IH), 4.36(t, 

2H), 4.21(t, 4H), 3.48(dd, IH), 3.36-3.30(m, IH) 

<488> 

<489> 41 37: 2-(l-^lls11-^^-2-^)^11 2-(4-#5.5.tel3 44^)-3-(2-

^-dt-1,2-rq-o] ̂j-o] ^^1-4-^ ^_vil A] 2L 

<490> 1' 

<491> Di 44, 31444^ 1.0 g(2.69 mmol) ^ Hl-2-4 
#44. °fll i4*lS44H 0.83 g(1.5 eq, 4.03 mmol)# 4#44 -H*H4 
£4^1"(0.7 g)# £84. 

<492> H NMR (400MHz, DMSO-de): 11.69(s, IH), 9.04(d, IH), 7.83(t, 3H), 

7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(m, IH), 6.44(s, IH), 

4.95(m, IH), 4.70(m, IH), 3.41(dd, IH), 3.30(m, 2H), 2.51-2.36(m, 3H), 
2.20(s, 3H), 1.99-1.81(m, 2H), 1.70-1.51(m, 4H) 

<493> 

<494> 414 i 38: 2-3i)l-5l^-l-^-oil^ 2-(4-l-S.S^lS^oHit)-3-(2-4^-l,2-

44 ̂ ^5.^^-4-^)5^-2-^2-
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<495> n 

<496> D4 tcj-eq., 1.0 g(2.69 mmol) ^ 

o\M 0.78 g(1.5 eq, 4.03 mmol)# <£-§-4^ ^A« saflsHj-

#(0.7 g)# £84. 

<497> H NMR (400MHz, DMS0~d6): 11.69(s, IH), 9.04(d, IH), 7.83(t, 3H), 

7.57(s, IH), 7.55(s, IH), 7.50(t, IH), 7.32(d, IH), 7.23(m, IH), 6.46(s, 

IH), 4.78(m, IH), 4.18(m, 2H), 3.46(dd, IH), 3.30(m, 2H), 2.60(m, IH), 

2.41(d, 4H), 1.59(m, 4H) 

<498> 

<499> 41 39: *)lli 2-(4-l-5.5-^!lS^o]-nlic)-3-(2-

<500> n 

<501> 11«H£ C°fl 44, 3l4ul2]E- 1.0 g(2.69 mmol) ^ 2-(fSi1 
^)^lH44°l^-Sfl-4 0.48 g(1.5 eq,. 4.03 mmol)# ^ 3^2) 

^-#(0.8g)# £84. 

<502> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.06(d, IH). 7.85-7.81(m, 3H), 

7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.46(s, IH), 

4.79(m, IH), 4.12-3.98(m, 32H), 3.72-3.58(m, 2H), 3.45(dd, IH), 3.32(q, IH), 

1.93-1.78(m, IH), 1.77-1.72(m, 2H), 1.61-1.49(m, IH) 
<503> 

<504> 4l*H 40: [1,3]4°1 ##£-2-1^111 2-(4-#55^^^4Dl^)-3-(2-#4i 



WO 2014/003424 

44 
PCT/KR2013/005622 

<505> 

<506> 

<507> 

<508> 

<509> 

<510> 

<511 > 

<512> 

<513> 

<514> 

H 

4^4^ C4 44, 1.0 g(2.69 mmol) ^ 
-1,3-4°14#4 0.49 g(1.5 eq, 4.03 mmol)# Jl44 .£4^# 

(0.5 g)# £84. 

H NMR (700MHz, DMS0-d6): 11.68(s, IH), 9.06(d, IH), 7.84-7.82(m, 2H), 

7.79(d, IH), 7.53-7.51(m, 2H), 7.50-7.47(m, IH), 7.32(d, IH), 7.23-7.21(m, 
IH), 6.46(s, IH), 5.07 (t, IH), 4.83-4.80(m, IH)4.17-4.10(m, 2H), 3.90-
3.87(m, 2H), 3.84-3.80(m, 2H), 3.44(dd, IH), 3.29(q, IH) 

4144 41: 2-[l,3]-4°'hM^-2-<iH1ti 2-(4-l-S.5.^lS,ao}nli1)-3-(2-
4i-l, 2-4°l H5.fl ̂ ^-4-^ )5^4 sm) ol 3. 4 '42 

^ ,o 
o. 

4^4^ C4 44, 1.0 g(2.69 mmol) ^ 2-(2-«.S.S. 

4H)-1,3-4°I4#4 0.73 g(1.5 eq, 4.03 mmol)^- 4^4^ ul44 £44 

4#(0.6 g)# £84. 

H (400MHz, DMSO-de): 11.70(s,. IH), 9.04(d, IH), 7.82(d, 3H) 

7.56(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.24(t, IH), 6.45(s, IH), 4.83(t, 

IH), 4.76(m, IH), 4.19(m, 2H), 3.89-3.86(m, 2H), 3.76-3.72(m, 2H), 3.47(dd, 
IH), 3.26(q, IH), 1.88(q, 2H) 

4144 42: 1-4^2144^1-2-^4^ 2-(4-#S.S.^la£^<»H^)-3-(2-^-
l,2-4°l^}°lS-^^^-4-^)HS3ilivilolH4 42 
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<515> 

<516> 

<517> 

<518> 

<519> 

<520> 

<521 > 

<522> 

CI 

O^N' 
H 

Di 1.0 g(2.69 mmol) ^ 1-^^-2-31 
0.83 g(1.5 eq, 4.03 mmol)# M JL*)]S] £ 

4sf^-l-(0.4 g)# 

H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.04(d, IH). 7.85-7.81(m, 3H), 

7.57(s, IH), 7.55(s, IH), 7.51(t, IH), 7.32(d, IH), 7.22(t, IH), 6.44(s, IH), 
4.77-4.69(m, IH), 4.09-4.05(m, IH), 3.45-3.40(m, IH), 3.33-3.27(m, 4H), 2.73-

2.67(m, IH), 2.47-2.44(m, 2H), 1.99-1.91(m, IH), 1.62-1.47(m, 4H), 1.41-
1.38(m, IH), 1.20-1.15(m, IH) 

43: 1-^13)5)1^^-3-^^^ 2-(4-f 
1,2-4°l^-4-^)5^Sm) o]EO| *j]s 

Ci eflw]-nl5x)c 10 g(2.69 mmol) ^ 3-t-S.S.^)^ 

-1-4^^4^^ 0.74 g(1.5 eq, 4.03 mmol)# ^ 8.^$-
tt(0.3g)#^^. 

H NMR (400MHz, DMS0~d6): 11.71(s, IH), 9.07(dd, IH), 7.86-7.81(m, 

3H), 7.59(s, IH), 7.57(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(m, IH), 6.44(s, 

IH), 4.75(m, IH), 4.00-3.82(m. 2H), 3.47-3.40(m, IH), 3.35-3.28(m, IH), 2.58-

2.50(m, 2H), 2.05(s, 3H), 1.77-1.72(m, 2H), 1.63-l:39(m, 4H), 0.92-0.84(m, 
IH) 

<523> 
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<524> 41 44: 2-2^1 ̂ -l-lHll 2-(4-#S.SHS2f^dHii)-3-(2-^-i-ll2-
tj-o]€r]-o]HS^^-^-4-^)5^Sm] <s]S^ 42 

<525> " 

<526> 41"fllHi C4 AA, 1.0 g(2.69 mmol) ^ l-(2-#^S 
4^)^511^^ 0.74 g(1.5 eq, 4.03 mmol)-^ *3^ 

t(0.7g)t ^$14. 

<527> H NMR (400MHz, DMSO-de): 11.69(s, IH), 9.04(d, IH), 7.83(m, 3H), 

7.58(t, IH), 7.56(t, IH), 7.50(m, IH), 7.32(dd, IH), 7.23(m, IH), 6.47(s, 

IH), 4.76(m, IH), 4.24(m, IH), 4.12(m, IH), 3.47(dd, IH), 3.31(m, 2H), 
2.48(m, IH), 2.33(br-s, 4H), 1.40(m, 4H), 1.32(m, 2H) 

<528> 

<529> ^}oj| 45: 2-(4-#S.S^2^^1ii)-3-(2-

.,-0^ 
0 

<530> H 

<531> 4I"f 1H1 C4 AA, slM13!31)^ 1.0 g(2.69 mmol) ^ 2-(fSSl 
l)3lH5-1-^1-^lE5--2H-5]5.> 0.54 g( 1.5 eq, 4.03 mmol)# ^-5-^ g_ 

43^#(0.9 g)# £84. 

<532> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.07(dd, IH), 7.85-7.82(m, 

3H), 7.58(t, IH), 7.56(t, IH), 7.52(m, IH), 7.32(dd, IH), 7.24(t, IH), 
6.45(s, IH), 4.76(m, IH). 4.09-3.98(m, 2H), 3.89-3.86(m, 2H), 3.82(d, IH), 

3.47-3.39(m, 2H), 3.34-3.27(m, 2H), 1.74(br-s, IH), 1.50-1.36(m. 4H), 1.21-
1.17(m, IH) 

<533> 
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<540> 

<542> 

<543> 

<534> 41 46: 2-(4-#SSfe^M^)-3-(2-4^ 

0°y°^y0 

jfV^H I cl ^ if bo 
<535> H 

<536> Ci 44, 1.0 g(2.69 mmol) ^ 2-(2-J15..2L 
°11€)-1,3-4°l0.78 g(1.5 eq, 4.03 mmol)# *>-§-4^ tiJH 3*)}$) 

#(0.8 g)# £84-

<537> H NMR (400MHz, DMS0~d6): 11.71(s, IH), 9.05(d, IH), 7.83(t, 3H), 

7.57(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.45(s, IH), 4.75(m, 

IH), 4.54(t, IH), 4.12(m, 2H), 3.95(dd, 2H), 3.62-3.56(m, 2H), 3.43(dd, IH), 
3.28(q, IH), 1.89-1.74(m, 3H), 1.28(d, IH) 

<538> 

<539> 414 47: 2-2-1-^-4-^2-(4-#^Ste^44i0-3-(2-4^-l,2-4 

O V0^N^ 

I 
H 

N 
~ H 

CI 

N 
H 

<541> 1^3 Si C°fl 44, 314*1^ 1.0 g(2.69 mmol) ^ 4-(2-#SS. 
O3A> 0.75 g(1.5 eq, 4.03 mmol)# ^4 3^)2] S-aflsHHi-

(0.8 g)# £84. 

H NMR (DMSO-ds): 9.0(d, IH), 7.82(t, 3H), 7.53(m, 4H), 7.31(d, IH), 

7.23 (t, IH), 6.44(s, IH), 4.78-4..72(m, IH), 4.26-4.14(m, 2H), 3.74(t, IH), 

3.66(t, IH), 3.46(t, 6H), 3.30-3.24(m, 2H), 3.01-2.95(m, 2H) 

<544> ^4°ll 48: 3-Et^-4-0^S.^ 2-(4-#SS^<il4-4^)-3-(2-4^-l,2-
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<545> 

<546> H44£ Di 4s-}, 31444^ 1.0 g(2.69 mmol) ^ 3-(2. #^-4-

^)5£l 0.90 g(1.5 eq, 4.03 mmol)# 4#44 i*fl4 

£^2f^-i-(0.7 g)# £84-

<54?> H NMR (400MHz, DMS0-.d6): 11.68(s, IH), 9.04(d, IH), 7.81(d, 3H), 

7.57(s, IH), 7.55(s, IH), 7.52(t, IH), 7.31(d, IH), 7.23(t, IH), 6.44(s, IH), 

4.77(m, IH), 4.17(t, 2H), 4.05(t, 2H), 3.53(t, 4H), 3.46(dd, IH), 3.38-

3.26(m, 6H), 1.89(m, 2H) 

<548> 

<549> 6)] 49: 4_2.s.^_4_^w.^ 2-(4-#SSii2^6Hii)-3-(2-^-l)2-4-

<550> H 

<551> H43£ ci 44, 31444^ 1.0 g(2.69 mmol) ^ 4-(4-*. 3.2. 
^f!D2#4 0.89 g(1.5 eq, 4.03 mmol)# ^#44 ^14 (0.7 

g)# £84. 

<552> H NMR (400MHz, DMS0-d6): 11.71(s, IH), 9.06(d, IH), 7.83(d, 3H), 

7.57(s, IH), 7.55(s, IH), 7.52(t, IH), 7.31(d, IH), 7.23(t, IH), 6.44(s, IH), 
4.75(m, IH), 4.13-4.08(m, 2H), 3.98(t, 2H), 3.52(m, 5H), 3.36-3.26(m, 5H), 

1.61-1.54(m, 4H) 
<553> 

<554> 41 50: 6-2.1-^-4-^244-#SSte^44^)-3-(2-4^-l,2-4 
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N' 
>,.~s 
H 

O^N 
LI 

<555> n 

<556> Ci 44, 1.0 g(2.69 mmol) % 4-(6-ks.S. 

^^D-E-ir^ 1.01 g(l.5 eq, 4.03 mmol)# ^ £ *115} ̂ #-(0.6 

g)# £84. 

<557> H NMR (400MHz, DMS0-d6): 11.71(s, IH), 9.05(d, IH), 7.82(m, 3H), 

7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 7.31(d, IH), 7.23(t, IH), 6.44(s, 

IH), 4.75(m, IH), 4.06(m, 2H), 3.54(t, 4H), 3.43(dd, IH), 3.35-3.27(m, 2H), 

2.27(br-s, 4H), 2.16(t, 2H), 1.52(m, 2H), 1.31(m, 2H), 1.21(s, 4H) 

<558> 

<559> 41 51: 2-(4-#S5.€2,a^lic)-3-(2-4^ 
-l,2-40l^°lE-^^^-4-^)HS3t|^lolH5l *11^ 

ci 

cr N 
H <560> 

<561> 41 ci 44, 1.0 g(2.69 mmol) ^ l-fS^li 
-4-p])^5)5))5-1-^1 0.60 g( 1.5 eq, 4.03 mmol)# 

(0.4 g)# £84. 

<562> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.03(d, IH), 7.85-7.82(m, 3H), 

7.58-7.56(m, 2H), 7.52(t, IH), 7.33(d, IH), 7.24(t, IH), 6.44(s, IH), 4.75-

4.72(m, IH), 3.42(dd, IH), 3.30(q, IH), 1.76-1.57(m, 4H), 1.45-1.31(m, 6H) 

<563> 

<564> 41 52: 2-(4-^n^^511MIL 2-(4-#S.S.iffla^6Hic)-3-(2-4 
db-1,2-4°l HS^l ̂ -^-4-^) = S.3^ £.111 o] *112 
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N-S 
Cl^ 

O N 
<565> H 

<566> Ci 44, 1.0 g(2.69 mmol) ^ l-iffl^-4-(2-
5)14^1 o.96 g(1.5 eq, 4.03 mmol)# ^>#4^ UWAA JJ^O} MlJ^ 

#(0.6 g)# £84. 

<567> H NMR (700MHz, DMSO-dg): 11.70(s, IH), 9.06(d, IH), 7.83-7.81(m, 3H), 

7.55-7.53(m, 2H), 7.51(t, IH), 7.33-7.30(m, 3H), 7.26-7.24(m, 3H), 7.21(t, 

IH), 6.46(s, IH), 4.77-4.74(m, IH), 4.25-4.22(m, IH), 4.17-4.13(m, IH), 
3.47(dd, IH), 3.38(s, 2H), 3.28(q, IH), 2.57-2.48(m, 4H), 2.41-2.26(m, 6H) 

<568> 

<569> 53: 4-[4-(3-l-S.S5|l^)5il5)14^1-1-^]^-^ 2-(4-tSS€5^°}i3l 

_ Ox.O, 
"N-^i 

I J H 

<570> 

<571 > Di 44, 1.0 g(2.69 mmol) ^ 4-[4-(3-#5. 
S5)]1d)s]itl]4^1-i-<^] 1.70 g(1.5 eq, 4.03 mmol)# ^#A1 

^ 3ix\)$) £isHv#(0.6 g)# £84. 

<572> H NMR (400MHz, DMSO-de): 11.71(s, IH), 9.06(d, IH), 7.84(m, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.22(m, 2H), 6.91(br-s, IH), 6.86(dd, 

IH), 6.77(dd, IH), 6.46(s, IH), 4.77(m, IH), 4.11(m, 2H), 3.45(dd, IH), 3.56-
3.28(m, 3H), 3.12(t, 4H), 2.40(t, 4H), 2.28(t, 2H), 1.72(m, 2H) 

<573> 

<574> 54: (4-^er^l4Al^^-^^sll4?l-l-^)0llll 2-(4-#5.S.^|2^ 
44^)-3-(2-4i-l,2-4°l^l-0lHS.fl^^-4-^)5S-^^.vilolH4 *\}Z: 



WO 2014/003424 

51 
PCT/KR2013/005622 

<575> n 

<576> Ci 4^, 314*1 1.0 g(2.69 mmol) ^ tert-^l 4-
(2-li^2.i1i)3]5ll5-l-^l-l-7>s4^3]olE 118 g(L5 eq> 4 03 nimoD-i: 4#^ 

tiflAfl J7^|0] j[*fl^i-(0.6 g)# £84. 

<577> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.05(d, IH), 7.85-7.81(m, 3H), 

7.58-7.56(m, 2H), 7.52(t, IH). 7.32(d, IH), 7.22(t, IH), 6.46(s, IH), 4.77-
4.74(m, IH), 4.25-4.16(m, 2H), 3.47(dd, IH), 3.29(q, IH), 3.19(t, 4H), 2.74-
2.50(m, 2H), 2.32(m, 4H), 1.38(s, 9H) 

<578> 

<579> *Ula}| 55: 2-oj-*fl#-l-<iHfi 2-(4-#SSte<ila'MiO-3-(2-4-4i-l)2-4-

<580> n 

<581> ^43£ C^l 44, 3l4nl^E 1.0. g(2.69 mmol)4 2-(«14Dlll^ 
#5.401 H 0.80 g(1.5 eq, 4.03 mmol)# C* 

3.^4] 5*ll3-t]-i:(0.8 g)# £84. 

<582> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH), 7.84(t, 3H), 

7.58(s, IH), 7.55(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(m, IH), 6.47(s, 

IH), 4.77(m, IH), 4.19(m, IH), 4.11(m, IH), 3.47(dd, IH), 3.32(m, IH), 

2.57(m, 4H), 1.47(s, 8H) 
<583> 

<584> ^Hl 56: 2-(2-4^3:il-^^l-l-^)0il€ 2-(4-#S.S.^L2^6l-nli1)-3-(2-4 



WO 2014/003424 

52 
PCT/KR2013/005622 

0 

<586> C^l 44, 314*1^ 1.0 g(2.69 mmol) ^ l-(2-*.3.S. 
°ll€)^#e)^-2-^ 0.77 g(1.5 eq, 4.03 mmol)# 4#^ ^ .nsflsl 

#(0.3 g)# £84. 

<587> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.04(d, IH), 7.82(t, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.24(m, IH), 6.45(s, IH), 4.75(m, 

IH), 4.30-4.17(m, 2H), 3.50-3.45(m, 3H), 3.32(t, 2H), 3.24(q, IH), 2.17-

2.09(m, 2H), 1.86-1.78(m, 2H) 

<588> 

<589> 41 57: (2-4^^1-#^^-5-^)^111 2-(4-l-S5.^l2^f}l:il^)-3-(2-

^NH 

o 

^ 

<590> H 

<591> <H4^£ ^4^ c°fl 44, 3144^H. 1.0 g(2.69 mmol) ^ 5-€^^ll 

0.54 g(1.5 eq, 4.03 mmol)# 4#A1^ MjS)-^-# 

(0.4 g)# £84. 

<592> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.07(d, IH), 7.82(d, 3H), 

7.59-7.49(m, 4H), 7.31(d, IH), 7.27-7.23(m, IH), 6.46(s, IH), 4.84-4.79(m, 
2H), 4.31(d, IH), 4.27(q, IH), 3.62-3.53(m, IH), 3.52(-3.47(m, IH), 3.30-

3.25(m, 2H) 
<593> 

<594> 58: 4-£l-fl-4-^-^-^-H-2-o11<|3 2-(4-1-5.5.1312^ 44^)-3-
(2-#i-l,2-4°l^£-3]^-4-<£)^S.z\M)°1 B4 *112 
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<595> 

<596> C^l 44, 1.0 g(2.69 mmol) ^ 4-(4 
0.88 g(1.5 eq, 4.03 mmol)# 

^tt(0.6 g)# £84-. 

<597> H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.08(d, IH), 7.82(t, 3H), 

7.56(d, 2H), 7.52(t, IH), 7.31(d, IH), 7.23(t. IH), 6.44(s, IH), 5.76-5.62(m, 
2H), 4.78(m, IH), 4.60(m, 2H), 3.52(t, 4H), 3.44(dd, IH), 3.30(m, 2H), 

2.89(d, 2H), 2.28(s, 4H) 
<598> 

<599> ^X\d\] 59: 4-5-1-^-4-^-^^-^^-2-^^ 2-(4-#S5.^2^61-P1^)-3-
(2-#i-l,2-4°l fe^-4-^ ol H^l *)]2 

ci 

<600> H 

<601> ^^£ C°l] 44", 1.0 g(2.69 mmol) ^ 4-(4-J±3.:E-

^^-^-2-^^)2.1-^ 0.88 g(1.5 eq, 4.03 mmol)# £ 

^lS)-^l-(0.7 g)# £84. 

<602> H NMR. (400MHz, DMS0-d6): 11.70(s, IH), 9.07(d, IH), 7.82(t, 3H), 

7.56(d, 2H), 7.50(t, IH), 7.31(d, IH), 7.23(t, IH), 6.44(s, IH), 5.75-5.63(m, 

2H), 4.60(m, 2H), 3.52(t, 3H), 3.44(dd, IH), 3.39-3.27(m, 2H), 2.89(d, 2H), 

2.28(s, 3H) 
<603> 

<604> ^AH 60: 2-(4-#SSii2^^H 

ii)-3-(2-^-l,2-40l^0lS.^^?l-4-^)5^^.v1lolEoi ^2-
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<605> 

<606> c°11 ttJ-Ef, 1.0 g(2.69 mmol) ^ 4-1-^3.^11 

-5-^11-1,3-4^1 ##-2-^ 0.60 g( 1.5 eq, 4.03 mmol)# ^#4^ 3.^9\ 3. 
^11 ^#(0.5 g)# £84. 

<607> H NMR (400MHz, DMSO-d6): 11.68(s, IH), 9.10(d, IH), 7.82(m, 3H), 

7.56(m, 2H), 7.51(t, IH), 7.33(d, IH), 7.20(t, IH), 6.51(s, IH), 5.05(s, 

2H), 4.80(m, IH), 3.47(dd, IH), 3.32(m, IH), 2.16(s, 3H) 
<608> 

<609> 61: 2-(4-#5.5.^l2^c>l.pli)-3-(2-^-lJ2-40l^|-0lH.Sfl 
^^-4-^)55.311 *112: 

CI 

0 N' 
H <610> 

<611> Oil 4s-}, 1.0 g(2.69 mmol) ^ ^ 
°1H 0.69 g(1.5 eq, 4.03 mmol)# ^14 Ml3Hv#(1.0 g)# £ 

84. 
<612> H NMR (700MHz, DMS0-d6): 11.70(s, IH). 9.10(d, IH), 7.84-7.82(m, 3H), 

7.58-7.56(m, 2H), 7.51(t, IH), 7.37-7..32(m, 6H), 7.21(t, IH), 6.47(s, IH), 
5.16(q, 2H), 4.87-4.84(m, IH), 3.50(dd, IH), 3.33(q, IH) 

<613> 

<614> ^UHl 62: 2-(4-#5.5.^l2^loHii)-3-(2-4^-l,2-i=l-c>l^.olH5. 

^^^-4-^)55.^^.vilolH5l *112 
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<6i6> C°fl 44, 1.0 g(2.69 mmol) ^ (l-iL3.2-°\] 

D^M 0.74 g(1.5 eq, 4.03 mmol)# ^ 3z\}$) £*fl^#(0.9 g)# 

£84-
<6i7> H NMR (400MHz, DMSO-de): 11.69(s, IH), 9.01(d, IH), 7.83(t, IH), 

7.81(t, IH), 7.72(d, IH), 7.58(t, IH), 7.56Ct. IH), 7.52(m, IH), 7.31(dd, 
IH), 7.25-7.19(m, 6H), 6.43(s, IH), 4.72(m, IH), 4.39-4.02(m, 2H), 3.44(dd, 

IH), 3.20(q, IH), 2.89(t, 2H) 

<618> 

<619> 63: 2-^11^ *1 2-(4-#S5.^l2^o>uli1)-3-(2-4i-l)2-4-0l^}0l 

^-4-^)53.21-2-MHH^l ^ 

0 
<620> H 

<621> c^l 44, &11444H 1.0 g(2.69 mmol) 2-ofll^^ 
#S-4°lS. 0.56 g(1.5 eq, 4.03 mmol)# *>#4^ 3L*ll3HMir(0.9 g) 
-O- Ol oq r±-
S. TH AA ^ \ • 

<622> H NMR (700MHz, DMS0-d6): 11.69(s, IH), 9.09(d, IH), 7.81(d, 2H), 

7.80(s, IH), 7.57-7.55(m, 2H), 7.51(t, IH), 7.31(d, IH), 7.27(d, IH), 7.25-

7.19(m, 3H), 7.16(t, IH), 6.45(s, IH), 5.21-5.12(q, 2H), 4.84-4.82(m, IH), 
3.48(dd, IH), 3.32(q, IH), 2.24(s, 3H) 

<623> 

<624> 64: 2-(4-#S5-iffl2:^<iH^)-3-(2-4i-l,2-40l^>0l 

H5.fl ̂ -4-^)5^311 ^2-
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<625> 

0 -V" ^ 

•sn 
H 

<626> C°fl 4s->, 1.0 g(2.69 mmol) ^ 

0 56 g(L5 eqj 4 03 mmoi)^ H}-§-A]^ « Jlx|^ 5.*fl3HHi-(0.9 g) 
O. ol oq rt-
s CMH-

<627> H NMR (700MHz, DMS0~d6): 11.69(s, IH), 9.10(d, IH), 7.84-7.81(m, 3H), 

7.58-7.56(m, 2H), 7.51(t, IH), 7.32(d, IH), 7.24-7.20(q, 2H), 7.13-7.09(m, 

3H), 6.45(s, IH), 5.15-5.07(q, 2H), 4.85-4.81(m, IH), 3.48(dd, IH), 3.32(q, 

IH), 2.25(s, 3H) 

<628> 

<629> 65: 2-(4-#SS.^l2^oHii)-3-(2-4^-l,2-t^ 

ol«V<5]H.5.fl^-^-4-^)5.S2l^vi]o]E o} 

<630> 

<631> C^l ttj-e-h 1.0 g(2.69 mmol) ^ 3,4-4°HH 

1-35-1-olc 0 62 g(l.5 eq, 4.03 mmol)# #-§-*1^ JL^ S^S^Ir 

(0.9 g)# £84. 

<632> H NMR (700MHz, DMS0~d6): 11.70(s, IH). 9.09(d. IH), 7.84-7.79(m, 3H), 

7.58-7.56(m, 2H), 7.52-7.51(m, IH), 7.32(d, IH), 7.23-7.20(m, IH), 7.14(t, 

IH), 7.09(d, IH), 7.06-7.03(m, 2H), 6.44(d, IH), 5.11-5.03(q, 2H), 4.82(br-s, 

IH), 3.48(dd, IH), 3.32(q, IH), 2.19(s, 3H), 2.16(s, 3H) 

<633> 

<634> 66: 3,5-4°l^-ll 2-(4-€SS^2^o}T3li1)-3-(2-4^-l)2-4 
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JQT^H'I 
XQ 

<635> H 

<636> £>^H£ 4HHK1 C^l 44, 1.0 g(2.69 mmol) ^ 3,5-4°Hl 
^ t34°]H 0.62 g(1.5 eq, 4.03 mmol)# :n*l]4 

(0.9 g)# £84. 

<63 7> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.11(d, IH), 7.84(d,- 2H), 

7.81(d, IH), 7.57(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.22(t, IH), 6.93(s, IH), 
6.89(d, IH), 6.46(s, IH), 5. ll-5.'01(q, 2H), 4.83-4.82(m, IH), 3.48(dd, IH), 

3.33(q, IH), 2.21(s, 6H) 
<638> 

<639> 67: 2-(4-l-5.5.^l2^o>^ii)-3-(2-4^-l,2-40l 
«W ^*H-4-^) H.5331 SLvil <>] H2 

<640> n 

<641> <H*H£ ^^yoVl^ C^l 44, 1.0 g(2.69 mmol) ^ 
4 t5.e}olE 0.58 g(1.5 eq, 4.03 mmol)# 3*]}°) £*H^-^-#(0.9 

g)# £84. 

<642> H NMR (700MHz, DMS0-d6): 11.69(s, IH), 9.11(d, IH), 7.83-7.81(m, 3H), 

7.57-7.55(m, 2H), 7.51(t, IH), 7.39(q, IH), 7.31(d, IH), 7.21(t, IH), 7.18-

7.14(m, 3H), 6.45(s, IH), 5.23-5.15(q, 2H), 4.88-4.84(m, IH), 3.51(dd, IH), 

3.33(q, IH) 
<643> 

<644> 68: 2,5-4°l#^S^^ 2-(4-€S.5^2^4U1^)-3-(2-#JI-
1,2-4°l o}B£) *112 
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<645> " 

<646> C°fl 44, £fl4D14- 1.0 g(2.69 mmol) ^ 2,5-4°l#^ 
y-34°l^ 0.83 g(1.5 eq, 4.03 mmol)# £-§-*1^ £^2)-^-

#(o.8g)#£84. 

<647> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.08(d, IH), 7.79(d, 3H), 

7.57(s, IH), 7.55(s, IH), 7.50(t, IH), 7.32-7.18(m, 5H), 6.44(s, IH), 5.20(q, 
2H), 4.86-4.83(m, IH), 3.48(dd, IH), 3.29(q, IH) 

<648> 

<649> 69: 2-(4-#5.S^l2^413l^)-3-(2-4i-l,2-40l^0l 

<650> n 

<651> 1M^£ C°fl 44, 5114*1^^. l.o g(2.69 mmol) ^ 2-«l| 

#340lH.3-(li3£Dlll)wfl240lHl 0.79 g(1.5 eq, 4.03 mmol)# 4#^ VA 
q 5.^11 W#(0.7 g)# £84. 

<652> H NMR (400MHz, DMSO-dg): 11.68(s, IH), 9.ll(d, IH), 7.84-7.80(m, 5H), 

7.67(d, IH), 7.60-7.55(m, 3H), 7.53-7.49(m, IH), 7.31(dd, IH), 7.24-7.20(m, 

IH), 6.45(s, IH), 5.18(q, 2H), 4.87(m, IH), 3.52(dd, IH), 3.33(q, IH) 

<653> 

<654> 4!AH 70: 2-(4-€SS^l2^4pl^)-3-(2-4^-l,2-4^1^1-
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<656> Ci 44, 314*1^ 1.0 g(2.69 mmol) ^ 3-40lB3*jl 
*2 0.87 g(1.5 eq, 4.03 mmol)# ^-§-*1 ̂  5*11 ̂  

#(0.9 g)# £84-

<657> H NMR (700MHz, DMSO-de): 11.67(s, IH), 9.13(d, IH), 8.23(d, IH), 

8.18((dd, IH), 7.83-7.80(m, 3H), 7.79(d, IH), 7.66(t, IH), 7.57-7.55(m, 2H), 
7.51-7.49(m, IH), 7.30(dd, IH), 7.21(t, IH), 6.43(s, IH), 5.35-5.28(q, 2H), 
4.88-4.85(m, IH), 3.51(dd, IH), 3.33(q, IH) 

<65 8> 

<659> 4l*Hl 71: 4-^1 s.A]2-(4-§5.5.€2^oH^)-3-(2-^-4i-l)2-40l^-

<660> 

<661> C°fl 44, S114P]3]C LO g(2.69 mmol) ^ ^^ 

#S.40lH 0.63 g(1.5 eq, 4.03 mmol)# ^-§-*1?} £^lJ>)-f-#(0.9 g) 
_o. cH CH xX a d A*. • 

<662> H NMR (700MHz, DMS0-d6): 11.68(s, IH), 9.06(d, IH), 7.82-7.79(m, 3H), 

7.57-7.55(m, 2H), 7.50(t, IH), 7.31(d, IH), 7.26(d, 2H), 7.21(t, IH), 6.91-

6.89(m, 2H), 6.44(s. IH), 5.12-5.06(q, 2H), 4.81-4.79(m, IH), 3.75(s, 3H), 

3.46(dd, IH), 3.28(q, IH) 

<663> 

<664> 72: 3-341^1^1^ 2-(4-#5.S^l2^4i:Ilii)-3-(2-4^-l,2-40l^ 
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<665> n 

<666> C<>11 1.0 g(2.69 mmol) ^ 3-sfl^H 

t-S&MH. 0.88 g(1.5 eq, 4.03 mmol)# #-§-*1^ *Jj^ 3L*\}$) '5.4|^#(1.1 g) 

s c AA l'T • 

<667> H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.07(d, IH), 7.81-7.78(m, 3H), 

7.52(d, 2H), 7.50(t, IH), 7.38-7.30(m, 4H), 7.19(t, IH), 7.121(t, 2H), 
7.03(s, IH), 6.95(d, 2H), 6.93(dd, IH), 6.44(s, IH), 5.22-5.13(q, 2H), 

4.83(m, IH), 3.46(dd, IH), 3.29(q, IH) 
<668> 

<669> 73; 4-^1 2-(4-#S.S.^aa^o>Pli:)-3-(2-^-l>2-t|-
ol BT> O] ^ ̂ -4- gSL T4I-°1 H^l *112 

JQT^H i 
O N 

<670> H 

<671> ^yoVl£ Cofl 4e}, 1.0 g(2.69 mmol) ^ 4-HHB-]o_) 
^ t-Se-Mc 0-69 g(15 e(L 4_03 mmoi)# 

(0.7 g)# £84. 

<672> H NMR (400MHz, DMSO-de): 11.68(s, IH), 9.06(d, IH), 7.82-7.80(m, 3H), 

7.55(d, 2H), 7.51(t, IH), 7.31(d, IH), 7.28-7.19(m, 5H), 6.45(s, IH), 5.11(q, 

2H), 4.86-4.80(m, IH), 3.47(dd, IH), 3.30(q, IH), 2.47(s, 3H) 
<673> 

<674> 41 74: (4-ti(|^^l^i3.^)€^ 4-[2-(4-#S.S.Ha&^'iHic)-3-(2-4 
4i-l,2-tfolSf|.olHS^l^^-4-^)HS.3qii.MlolEs| ^ 
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O 

<675> " 

<676> G°fl i4s|-, i.'O -g(2.69 mmol) ^ ^lH(4-tl3 
0.92 g(1.5 eq, 4.03 mmo!)# vj\q 

(0.9 g)# £84-

<677> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.09(d, IH), 7.96(d, IH), 

7.93-7.90(m, IH), 7.83-7.79(m, 3H), 7.60(d, IH), 7.57-7.48(m, 4H), 7.32(dd, 

IH), 7.23-7.19(m, IH), 6.44(s, IH), 5.30-5.21(q, 2H), 4.88-4.82(m, IH), 
3.84(s, 3H), 3.50(dd, IH), 3.31(q, IH) 

<678> 

<679> 75: (3-5|l^X\2-(4-#5S^!l2^6H^)-3-(2-4^-
1,2-tq-ol s>olH.5.fl-^^-4-^)5.5.3^^.vilol^.^ 

<680> " 

<681> D°l] 44. ell«H^S. 1.0 g(2.69 mmol) ^ (3-5H^#Aj 

4^^)^ *l)4Ufl0lH iai g(1-5 eq> 4 03 mmol)# «]--§-A] ^ a 

«^-#(0.9 g)# £84. 

<682> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.10(d, IH), 8.15(s, IH), 

8.08(d, IH), 7.83-7.79(m, 3H), 7.69(d, IH), 7.58(t, IH), 7.58-7.46(m, 5H), 

7.35-7.26(m, 4H), 7.21-7.17(m, IH), 6.45(s, IH), 5.30(q, 2H), 4.90-4.84(m, 

IH), 3.51(dd, IH), 3.30(q, IH) 

<683> 

<684> 76: 4^1:^1-2-^^1^ 2-(4-#SS^2<^ol-pli1)-3-(2-4ai-l)2-4 
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<686> C°fl , 31,HHS)£. 1.0 g(2.69 mmol) ^ (1-1-5.5.pfl 

0.71 g(l,5 eq, 4.03 mmol)#. >£-§-*1 ̂  ^1^ SWf(0.8 

g)# £84. 

<687> H NMR (400MHz, DMS0-d6): 11.71(s, IH) , 9.12(d, IH), 7.93-7.82(m, 7H), 

7.58-7.45(m, 6H), 7.31(d, IH), 7.21(t, IH), 6.48(s, IH), 5.29(q, 2H), 4.88(m, 

IH), 3.53(dd, IH), 3.32(q, IH) 

<688> 

<689> 77: 2-(4-l5.Siffl^o}pl;t)-3-(2-4^-l,2-4-

<690> M 

<691> c°ll 44, 1.0 g(2.69 mmol) ^ (9-155*11 

ll)£-H4^ 0.91 g( 1.5 eq, 4.03 mmol)# 4#^1?1 a*11 ̂ 1-(0.8 

g)# £84-. 

<692> H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.01(d, IH), 8.71(s, IH), 

8.32(d, 2H), 8.12(d, 2H), 7.70(t, 3H), 7.68-7.45(m, 7H), 7.28(d, IH), 7.08(t, 

IH), 6.40(s, IH), 6.15(dd, 2H), 4.69(m, IH), 3.40(dd, IH), 3.22(q, IH) 

<693> 

<694> 78: 2-531-1-^011^ 2-(4-l55.te^o]-nlic)-3-(2-4^-l,2-40l 
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<696> 44, efl4*14S.' 1.0 g(2.69 mmol) ^ l-(2-y££ 

^H)^# 0.70 g(1.5 eq, 4.03 mmol)# 4#4^ -2^ Ml^KO. 5 g) 
-3- <>) O} 
S d AA • 

<697> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH), 7.83(t, IH), 

7.57(t, IH), 7.73(d, IH), 7.52(m, IH), 7.31(dd, IH), 7.24(m, IH), 6.76(t, 

2H), 6.44(s, IH), 5.93(t, 2H), 4.74-4.73(m, IH), 4.40-4.35(m, IH), 4.33-

4.27(m, IH), 4,17-4.13(m, 2H), 3.37(dd, IH), 3.20(q, IH) 

<698> 

<699> 79: 2-(4-#55-te^44^)-3-

(2-4^-1,2-4°l HSfl ̂ €-4-^ )S54 Sm] ol H4'*|| S. 

<700> 

<70i> 8 C°fl 44, 314*1^ 1.0 g(2.69 mmol) ^ 5-(#5. 

3^11)-2-^44^-4^3l0lH 0.76 g(1.5 eq, 4.03 mmol)# 4#^ 

M^#(0.8 g)# £84. 

<702> H NMR (700MHz, DMSO-dg): 11.67(s, IH), 9.10(d, IH), 7.79(d, 3H), 

7.56(t, 2H), 7.50(t, IH), 7.31-7.26(m, 2H), 7.21(t, IH), 6.71(d, IH), 6.43(s, 

IH), 5.26-5.21(m, 2H), 4.82(br-s, IH), 4.27(q, 2H), 3.45(dd, IH), 3.30(q, 
IH), 1.27(t . 3H) 

<703> 

<704> 80: 2-4-$-^1-2-^2-(4-#S5.^lS^o>p]ic)-3-(2-^-l)2-4 

ol^o]s.5.fl^^-4-^)H5.4^1'il0lB4 ^1^ 
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<706> D°H 44, 4*14 ̂  1.0 g(2.69 mmol) % 2-4 i^oflifj 
0.83 g(1.5 eq, 4.03 mmol)# ^-§-^1^ ^ 

(0.6 g)# £84. 

<707>. H NMR (400MHz, DMSO-dg): 11.70(s, IH), 9.04(d, IH), 7.83(t, IH), 

7.83(s, IH), 7.81(s, IH), 7.76(d, IH), 7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 
7;34~7.32(m, 2H), 7.25(t, IH), 6.92-6.90(m, 2H), 6.45(s, IH), 4.77(m, IH), 

4.37-4.26(m, 2H), 3.41(dd, IH), 3.21(q, IH), 3.14(t, 2H) 

<708> 

<709> 41*H1 81: 2-4-£-^"3-<lM1tL 2-(4-#5.5.fe^o>pj;^)-3-(2-4;£-l,2-4 

<710> H 

<711> £*_H£ Dofl 44, eflti>n]5qs. 1.0 g(2.69 mmol) ^ 3-4 
0.83 g(l,5 eq, 4.03 mmol)# 32.^2] MlW# 

(0.6 g)# £84. 

<7i2> H NMR (400MHz, DMSO-dg): 11.70(s, IH), 9.04(d, IH), 7.83(t, IH), 

7.84(s, IH), 7.82(s, IH), 7.73(d, IH), 7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 
7.42(q, IH), 7.32(d, IH), 7.24-7.21(m, 2H), 7.03(dd, 2H), 6.45(s, IH), 

4.75(m, IH), 4.38-4.26(m, 2H), 3.37(dd, IH), 3.23(q, IH), 2.90(t, 2H) 
<713> 

<714> 41 82: 2-aH4#-l-^6)lig 2-(4-#5.5.te1^o}plil)-3-(2-4^-l,2-
4olsl.o]H.5.fl ̂ -^-4-^)55.311^101^6) ^2-
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<716> A4 45}, 10 g(2.69 mmol) ^ l-(2-«W:E. 
0.45 g(l.2 eq, 3.23 mmol)# *J:#^ «JH 

(0.3 g)# £84-

<7i7> H NMR (400MHz, DMS0-d6): ll/69(s, IH), 9.04(d, IH), 7.80(d, 2H), 

7.73(d, IH), 7.66(s, IH), 7.56(d, 2H), 7.52(t, IH)', 7.31(d, IH), 7.25(t, IH), 
7.18(s, IH), 6.85(s, IH), 6.43(s, IH), 4.76(m, IH), 4.40(m, 2H), 4.28(m, 2H), 

3.42'('dd, IH), 3.21(q, IH) 
<71 s> 

<7i9> 83: 5-^011-5.55.^-2-011^-2^^^-3-<£*\M 2-(4-#S5.^lS 
<^ol-nl^)-3-(2-4i-l,2-40l^0lS.Sfl^?l-4-^)55.3il^.vilolE5l A]2L 

<720> n 

<721 > £«H£ C°fl 44, 1.0 g(2.69 mmol) ^ 
-3-<M-olt-555^-l-Dfl!-1^3qe}-iF- 0.68 g(1.5 eq, 4.03 mmol)# 

S^lS}-^-l-(0.5 g)# £84. 

<722> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.08(d, IH), 7.79(d, 3H), 

7.55(d, 2H), 7.49(t, IH), 7.31(d, IH), 7.21(t, IH), 6.44(s, IH), 5.99(s, IH), 

5.12(q, 2H), 4.80(m, IH), 3.63(s, 3H), 3.46(dd, IH), 3.30(q, IH), 1.80(m, 
IH), 0.81(m, 2H), 0.57(m, 2H) 

<723> 

<724> ^H1 84: 3,5-rif-Till^o]^ 2-(4-#55.^^^ol-nliL>-

3-(2-^-l,2-4olBl-olH5.fi^^-4-^)55.Sl^.v1]olH^ *11 ̂  
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<725> n 

<726> C<^1 44, 1.0 g(2.69 mmol) ^ 4-fSSil 

-3,5-4°]0.58 g(l.5 eq, 4.03 mmol)# 4#^ ^ a 

«t(0.8g)t £84. 

<727> H NMR (400MHz, DMSO-d'6): 11.67(s, IH), 9.05(d, IH), 7.78(m, 3H), 

7.57(t, IH), 7.52(t, IH), 7.50(m, IH), 7.30(d, IH), 7.21(t, IH), 6.42(s, IH), 

4.99(q, 2H), 4.78(m, IH), 3.43(dd, IH), 3.27(q, IH), 2.36(s, 3H), 2.13(s, 3H) 
<728> 

<729> ^}X\6\) 85: 2-(5-*ll^-4-5ll^^>#-2-^ Hli 2-(4~t5.5.ii2:<lJoM:t)-
3-(2-4^"l, 2-4°l )£S3] &$[ °] A]2: 

<731> C°fl 44, 314*1 1.0 g(2.69 mmol) ^ 2-(2-Ji 

^ll)-5-°lll-4-5ll^#4# 1.07 g(1.5 eq, 4.03 mmol)# 4#^ & 
^Sf^-l-(0.6 g)# £84. 

<732> H NMR (400MHz, DMS0-d6): 11.67(s, IH), 8.98(d, IH), 7.87(m, 2H), 

7.79(s, IH), 7.77(s, IH), 7.73(d, IH), 7.52-7.46(m, 6H), 7.30(d, IH), 7.16(t, 
IH), 6.43(s, IH), 4.76(m, IH), 4.38(m, IH), 4.36(m, IH), 3.43(dd, IH), 

3.22(dd, IH), 2.80(t, 2H), 2.25(s, 3H) 
<733> 

<734> £X\d\] 86: 2-cll^40>#-4-^olH 2-(4-€-5.S^|2:<ac,H^)-3-(2-4i-
l,2-4°l«1-0lHS.^|^^-4 - ID -2-^11 °lH^l ^ 
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<736> A°ll 44, efl4c14s. 1.0 g(2.69 mmol) ^ 2-^1^-4-B) 

4^14# 0.42 g(1.2 eq, 3.23 mmol)# 4#^ "Htf S^)^#(0.4 g) 

# £84. 

<737> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.09(d, IH), 7.81(d, 3H), 

7.55(d, 2H), 7.51(t, IH), 7.46(s, IH), 7.36(d, IH), 7.30(d, IH), 7.22('t, IH), 

6.44(s, IH), 5.19(s, 2H), 4.84(m, IH), 3.48(dd, IH), 3.30(q, IH), 2.64(s, 3H) 

<738> 

<739> 87: 2-(4-oll^44#-5-^)ofl^ 2-(4-tS5fe<£44i0-3-(2-4 

<740> 11 

<74I> ^4^8 A°fl 44, 1.0 g(2.69 mmol) ^ 4-^-5-4 
4#°fl4# 0.46 g(1.2 eq, 3.23 mmol)# 3*])$] Ml3Hvf-(0.4 g) 

# £84. 

<742> H NMR (700MHz, DMS0-d6): 11.70(s, IH), 9.04(d, IH), 8.82(s, IH), 

7.81(d, 3H), 7.76(d, IH), 7.56(d, 2H), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 

6.45(s, IH), 4.80-4.77(m, IH), 4.30-4.24(m, 2H), 3.42(dd, IH), 3.24(q, IH), 

3.13-3.08(m, 2H), 2.30(s, 3H) 

<743> 

<744> 88: 4^^-2-^olH 2-(4-l-SS.^lS^4i:Il^)-3-(2-4^-l,2-40l 

-4-^)55.3J)A] 2. 
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<745> 

<746> 4-ef, eflwlP]5i]c li0 g(2.69 mmol) ^ 

0.66 g(l.5 eq, 4.03 mmol)-=r 

(0.9 g)# £^4. 

<747> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.13(d, IH), 8.55(d, IH), 

7.86-7.78(m, 4H), 7.58(s, IH), 7.56(s, IH), 7.51(t, IH), 7.36(d, IH), 7.34(m, 

IH), 7.22(t, IH), 6.48(s, IH), 5.26(s, 2H), 4.92(m, IH), 3.56(dd, IH), 3.32-

3.41(m, IH) 

<748> 

0O^O^/ON 

CI 

O-5"^ N 
<750> H 

<751> 11SH"?! C°fl tya}, 1.0 g(2.69 mmol) ^ 23-(€5.5.^1 
1)^51^ 0.66 g(1.5 eq, 4.03 mmol)# «h§-^ MlSj-f-#-

(0.9 g)# ££4. 

<752> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.09(d, IH), 8.58(d, IH), 

8.54(dd, IH), 7.83(t, 3H), 7.74(m, IH), 7.57(m, 2H), 7.48(m, IH), 7.39(m, 

IH), 7.31(dd, IH), 7.21(m, IH), 6.45(s, IH), 5.21(q, 2H), 4.86(111, IH), 

3.50(dd, IH), 3.33(m, IH) 

<753> 

<754> 41 *H1 90: slel^-4-^113 2-(4-fSSl!2^o}nli:)-3-(2-^-l)2-cl-ol 
^>o]H5.fl^fl-4-,^)H5.3Jl^i-ilo]H5l *112: 
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<755> 

<756> 

<757> 

<758> 

<759> 

<760> 

<761> 

<762> 

<763> 

<764> 

4111 IH! C°ll 45}, 1.0 g(2.69 mmol) ^ 4-(#55^] 

0.66 g(1.5 eq, 4.03 mmol)# ^-§-*1^ 'Jlafl-Sl $^1^# 

(0.7 g)# 

H NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.14(d, IH). 8.55(d, 2H), 

8.54(d, IH), 7.85(t, 3H), 7.58(s; IH), 7.56(s, IH), 7.32(m, 3H), 7.21(t, IH), 

6.48(s, IH), 5.23(q, 2H), 4.93(m, IH), 3.54(dd, IH), 3.38(m, IH) 

91: 2-(s|el1=l-2-<i3H1i 2-(4-#5.5.iiS^ol-nli1)-3-(2-4i-l,2-

ci 

O^N' 
H 

D°fl 4el-, 1.0 g(2,69 mmol) ^ 2-^51^ 

0.8I g(1.5 eq, 4.03 mmol)# 

(0.7 g)# 

H NMR (700MHz, DMS0-d6): 11.68(s, IH), 8.99(d, IH), 8.55(d, 2H), 

8.48(s, IH), 7.78(d, 2H), 7.66-7.51(m, 5H), 7.32-7.20(m, 4H), 6.42(s, IH), 

4.69(br-s, IH), 4.54-4.45(m, 2H), 3.34(d, IH), 3.18(d, IH), 3.06(d, 2H) 

92: fl^-2-^^im 2-(4-#S.^^lS^ol-nli1)-3-(2-4Ji-l,2-40l 
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<765> n 

<766> Cofl 1.0 g(2.69 mmol) ^ 2-(tSS.n)l 

^ 0.86 g( 1.5 eq, 4.03 mmol)# M1^ 

(0.9 g)# £524. 

<767> H- NMR (400MHz, DMS0-d6): 11.70(s, IH), 9.16(d, IH), 8.38(d, 2H), 

• 7.99(t, 2H), 7.88(t, IH), 7.86(s, IH), 7.84(s, IH), 7.78(m, IH), 7.62(m, IH), 

7.58(s, IH), 7.56(s, IH), 7.52(t, 2H), 7.32(d, IH), 7.21(t, IH), 6.52(s, IH), 

5.47(s, 2H), 4.97(m, IH), 3.67(dd, IH), 3.39(m, IH) 

<768> 

<769> 93: fl^^-3-^Pi]^ 2-(4-l-5.S^l2:^o>p]iL)-3-(2-4^-l,2-4c>l 

<770> n 

<771> C°ll W-ef, l.o g(2.69 mmol) ^ 3-(t-55nfl 

<#*}- 0.66 g(1.5 eq, 4.03 mmol)# v^q 

(0.8 g)# £$14. 

<772> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.31(s, IH), 9.15(d, IH), 

8.13(d, 2H), 7.87-7,84(m, 4H), 7.81-7.78(m, IH), 7.75(s, IH), 7.72-7.68(m, 

IH), 7.58-7.77(m, 2H), 7.52-7.48(m, IH), 7.23(q, IH), 7.21-7.20(m. IH), 

6.50(s, IH), 5.39(q, 2H), 4.97-4.91(m, IH), 3.57(dd, IH), 3.37(m, IH) 

<773> 

<774> 94: 2-(l-il-lH-o]l--3-^)oll^ 2-(4-#5S^S^o>nlil)-3-(2-
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<776> B<*t 44, 314*1 ̂ 1^ 1.0 g(2.69 mmol) ^ 3-(2-4°l^-

•^liD-1-4^?]!- 0.56 g(l,2 eq, 3.23 mmol)# ^ 

4 S4Sf^-l-(0.3 g)# £514. 

<777> . H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH), 7.84(s, IH), 

7.82(s, IH)', 7.73(d, IH), 7.57(s, IH), 7.55(s, IH), 7.34(q, 2H), 7.19(t, IH), 

7.13(t, IH), 7.ll(s, IH), 6.99(t, IH), 6.45(s, IH), 4.78(m, IH), 4.40-4.27(m, 

2H>, 3.65(s, 3H), 3.39(dd, IH), 3.24(m, IH), 2.98(t, 2H) 

<778> 

<779> ^X\d\) 95: 2-(4-#^5.^lS^oH^)-3-(2-4i-l,2-

<780> 

<781> C^l 44, 1.0 g(2.69 mmol) ^ 2-(fS^1 

iDfe44t- 0.74 g(1.5 eq, 4.03 mmol)# 4#^ £^3}.^-#(0.8 

g)# £?14. ' 

<782> H NMR. (400MHz, DMS0-d6): 11.70(s, IH), 9.17(d, IH), 8.12(d, 2H), 

8.01(d, IH), 7.88-7.82(m, 3H), 7.56(d, 2H), 7.53~7.46(m, 3H), 7.31(d, IH), 
7.20(t, IH), 6.50(s, IH), 5.59(s, 2H), 4.93(m, IH), 3.59(dd, IH), 3.35(q, IH) 

<783> . 

<784> 96: 2,3-40140lH5.to[l,4]4°l^l-2-<iH1Ii 2-(4-#5.S^lS 

^44^)-3-(2-44i-l,2-401^>0lS.Sfl^^-4-^)55.2]ivilolE^ 
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CI 

cr N' 
H <785> 

<786> ^4^ C<4 45-}, eflw>nl3ilc 1.0 g(2.69 mmol) ^ 2-(JEL5.S.^1 

l)-l,4-wll2:40l#^: 0.92 g(1.5 eq, 4.03 mmol)# 4#4^ &43-

^"#(1.0 g)# 2&4. 

<787> H NMR (400MHz, DMS0-d6): 11.70(d, IH), 9.09(dd, IH), 7.81(t, 3H), 

7.55-7.50(m, 3H), 7.86(s, IH), 7.84(s, IH), 7.78(m, IH), 7.62(m, IH), 7.58(s, 
IH), 7.56(s, IH), 7.52(t, 2H), 7.32(q, IH), 7.18(q, IH), 6.88-6.81(m, 4H), 
6.46(d, IH), 4.81(m, IH), 4.46-4.29(m, 4H), 4.06-3.98(m, IH), 3.51-3.47(m, 

IH), 3.36-3.30(m, IH) 
<788> 

<789> d\] 97: 7T]-H].^_9-^p|l^ t)-3-(2-^-1,2-4 4 

rs 

<790> H 

<791> B°fl 44, 31444^ 1.0 g(2.69 mmol) ^ 9H-44#9-

*114# 0.64 g(1.2 eq, 3.23 mmol)# 4#A1^ 54^#(0.6 g)# 

£^4. 
<792> H NMR (400MHz, DMS0-d6): 11.64(s. IH), 8.85(d, IH), 8.13(d, 2H), 

7.71(d, 2H), 7.65(d, IH), 7.53-7.46(m, 4H), 7.36(t, 2H), 7.29(d, IH), 7.18-

7.12(m, 3H), 6.33(s, IH), 4.64(m, 2H), 3.09(dd, IH), 2.95(dd, IH) 
<793> 

<794> ^A1 cfl 98: tfflig 442.^413 2-(4-€55.te<ia44^-3-(2-4^-l,2-40l 
-^-4-^5^4-2-4^ 
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0 

<795> 

<796> Ci 1.0 g(2.69 mmol) ^ 2-f^£-N-

0.43 g(1.5 eq, 4.03 mmol)# MlW 

#(0.4 g)# £534. 

<797> H NMR (400MHz, DMS0~d6): 11.68(s, IH), 9.09(d, IH), 7.95(m, IH), 

7.84-7.81(m, 3H), 7.55(d, 2H), 7.51(t, IH), 7.31(d, IH), 7.23(t, IH), 6.47(s, 
IH), 4.96-4.90(m, IH), 4.59(s, 2H), 3.58(dd, IH), 3.29(q- IH), 2.64(d, 3H) 

<798> 

<m> 99: 2-(4-*ll€^5ile]-^I-l-^)-2-4^0ll€ 2-(4-#^Sfe<iloMiO-
3-(2-4^-l,2-40l^-°lS-S^lsfl-4-^)55.3Jl^.vilc>lB.^ A)2. 

o 

„jto 
<800> H 

<80i> ci 45-}, 2.0 g(5.38 mmol) ^ l-(2-J±5£. 
6Hl^)-4-^1^3]2lle}^l-l-ol# y^folE 1.40 g(l.2 eq, 6.48 mmol)# 
tiflAj] jraflo] S^)^tt(0.1 g)# £534. 

<802> H NMR (400MHz, DMSO-de): 9.10(d, IH), 7.81(t, 3H), 7.53(m, 4H), 

7.31(d, IH), 7:23( t, IH), 6.48(s, IH), 4.93-4.90(m, 2H), 4.23(t, IH), 3.45-
3.42(m, 4H), 2.71-2.50(m, 2H), 2.29-2.25(m, 4H), 2.12(s, 3H) 

<803> 

<804> 100: l-(4-i^sl5|lel-^l-l-7}si.^)55.^ 2-(4-#SS^lS^oH 
ii)-3-(2-4^-l,2-4°l *H ̂ 5.f)^-4-<H.$>11 °)afla 



WO 2014/003424 
74 

PCT/KR2013/005622 

0 

<806> ^4^4 c^l 44, 3144 4 E- 2.0 g(5.38 mmol) ^ l-(2-iS£ 
^-4^^)-4-^ll3]3ll4^1-l-0l-§- «-54°lH. 1.60 g(l.2 eq, 6.48 mmol)# 4#^l 

^ .JLaflsl S^lWi-CO.l g)# £$14. 

<807> H NMR (400MHz, DMSO-d6) : 9.09(d, IH), 7.81(t, 3H), 7.53(m, 4H), 

7.31(d, IH), 7.23(t, IH), 7.25-7.23(m, IH), 6.48(d, IH), 5.06-4.78(m, IH), 

4.52-4.50(m, IH), 3.33-3.30(m, 4H), 2.60-2.51(m, 6H), 2.16-2.10(m, 5H), 

1.10(t, 3H) 
<808> 

<809> 101: 2-(4-#SS^lS^44^)-3-(2-4^ 
-1,2-4°]4°1 o] 

o 

<810> n 

<811> £4*14 4^34^ c^l 44, 3)444^ 1.0 g(2.69 mmol) ^ l-(2-fSS 
4^1^)2-1-^ 0.66 g(1.5 eq, 4.03 mmol)# 4-§*44 5.*ll5HMi-(0.5 

g)# £534. 

<812> H NMR (400MHz, DMS0-d6): 11.68(s, IH), 9.08(d, IH), 7.83(t, 3H), 

7.58(s, IH), 7,56(s. IH), 7.53(t, IH), 7.32(d, IH), 7,26(t, IH), 6.52(s, 

IH), 4.93(dd, 2H), 4.87(m, IH), 3.65(dd, IH), 3.58(br-s, 4H), 3.44(m, 4H), 

3.29(m. IH) 
<813> 

<8i4> 102: (oil^-4^1^445.^)Tifl^ 2-(4-tS.S.i5°^Mi)-3-(2-^i 
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0 

<816> C^fl 44-, 1.0 g(2.69 mmol) ^ 2-fS.S-N-
Dll-s.Al-N-D|lioHH^l-olH 0.55 g( 1.5 eq, 4.03 mmol)# 4#^ M JI^O] 

a4Sf^#(0.7 g)# £$14-. 

<817> H NMR (400MHz, DMSO-de): 11.70(s, IH), 9.10(d. IH), 7.86-7.81(m, 3H), 

7.59-7.51(m, 3H), 7.33(dd, IH), 7.26(m, IH), 6.52(s, IH), 5.09-4.89(m, 3H), 
3.74(s, 3H), 3.63(dd, IH), 3.29(q, IH), 3.14(s, 3H) 

<818> 

<819> 103: 2-^flTifl^ 2-(4-l-55w1l3:^o}nl^)-3-(2-#i-
1,2-4°1*H ̂ 5^^-4-^)554-2-^ 

o 

<820> n 

<821> C°11 44, 3144 4 H 1.0 g(2.69 mmol) ^ #55 

441314B 0.49 g(1.5 eq, 4.03 mmol)# 4#^ JI^^l £^1^#(0.8 g) 
-S- c>| rl 
a - nMLT. 

<822> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.10(d, IH), 7.85(t, IH), 

7.83-7.80(m, 2H), 7.77(d, IH), 7.57(t, IH), 7.55(t, IH), 7.54-7.50(m, IH), 

7.32(dd, IH), 7.27-7.23(m, IH), 6.51(s, IH), 4.95-4.89(m, IH), 4.81(q, 2H), 
4.16(q, 2H), 3.55(dd, IH), 3.30(q, IH), 1.21(t, 3H) 

<823> 

<824> 104: 2-<W44-sjiL1gH1i 2-(4-€-55^2:<ao].pl^)-3-(2-#i-
1,2-401^01^5^ s^-4-^)H53X)^.v11o]H5l 
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jY^Y 
0 S " 

<825> H 

<826> C°fl ttj-e-K 314*141.0 g(2.69 mmol) ^ ^ 3-1-S 
0.55 g(1.5 eq, 4.03 mmol)# wflxn j7*fo] 

(0.8 g)# £534-

<827> H NMR (700MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH), 7.82(t, IH), 

7.81(t, IH), 7.77(d, IH), 7.57(t, IH), 7.56(t, IH), 7.52-7.50(m, IH), 
7.32(dd, IH), 7.23-7.21(m, IH), 6.45(s, IH). 4.77-4.73(m, IH), 4.34-4,30(m, 
2H), 4.01(q, 2H), 3.43(dd, IH), 3.26(q, IH), 2.69-2.66(m, 2H), 1.13(t, 3H) 

<828> 

<829> ^AH 105: 2-2.1-^-4-^-^2-(4-#S^.€^^o>p]il)-
3-(2-#i-l,2-4°l4°1 SL*11 °) 

<830> n 

<831> C°fl 44, 314*14^ 1.0 g(2,69 mmol) ^ 4-[2-(2-*±S 
2.6M^-Al)ojl^]2.§^-4-ol4 ti.s.4°lE- 1-07 g(1.2 eq, 3.23 mmol)# 4#A1?1 
HjjAq a4Sff-#(0.1 g)# £84. 

<832> H NMR (DMSO-de): 9.09(d, IH), 7.81(t, 3H), 7.53(m, 3H), 7.31(d, IH), 

7.23(t, IH), 6.48(s, IH), 4.87-4.80(m, 2H), 4.23(t, IH), 3.57-3.52(m, 4H), 

3.31-3.25(m, 2H), 3.14(t, 4H), 2.62(t, 4H) 
<833> 

<834> -gAH 106: 2-5.1-^-4-^2-[2-(4-€SSfe^44:t)-3-(2-4^-
1,2~4°1 «W ̂ .5.^1^-4-^)55. si] ̂ .^^-Al ] JfE} 31 °1 H^l A)2. 
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<835> 

<836> ci 4^}, 2.0 g(5.38 mmol) ^ ^ Wr^S. 
1.8 g(1.2 eq, 6.47 mmol )# ' #-§-*1 ̂  ^ aL*H^ i^|^f(l,0 g) 

. O, 
e. TZ. AA • 

<837> H NMR (DMSO-de): 9.09(d, IH), 7.81(t, 3H), 7.53(m, 3H), 7.31(d, IH), 

7.25-7,23(m, IH), 6.48(d, IH), 5.06-4.78(m, IH), 4.30-4.ll(m, IH), 3.61-
3.24(m, 8H), 3.35-3.25(m, 4H), 2.54-2.35(m, 2H), 1.90-1.75(m, 2H), 0.95(t, 

3H) 
<838> 

<839> 107: 2-(l,3-40l^-l,3-40l^l-0lHSol-ol^ois-2-«g)oil^ 2-(4-
t)-3-(2-4i-l, 2-4ol o) )BS.$] £.•$] °1 EO| ^ 

J 

<840> n 

<841 > C°fl 4s-}, 1.0 g(2.69 mmol) ^ N-(tSS_i 
1)51^1-O]B. 0.79 g(1.5 eq, 4.03 mmol)# 

(0.6 g)# £53t}. 

<842> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 8.94(d, IH), 7.82(s, 4H), 

7.76-7.70(m, 3H), 7.52-7.48(m, 3H), 7.29(dd, IH), 7.21(m, IH), 6.41(s, IH), 

4.71(m, IH), 4.48-4.42(m, IH), 4.36-4.31(m, IH), 3.92(t, 2H). 3.43(dd, IH), 
3.15(dd, IH) 

<843> 

<844> 108: 2-(4-#55.ifflS,go]-pli1)-
3-(2-4^-l,2-40l^V°l^Sfl^-^-4-^)H5.3x)^.v11o]3 6] 
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<845> n 

<846> Ci 4^, 314*11.0 g(2.69 mmol) 
4li 0.77 g( 1.5 eq, 4.03 mmol)# ^#4^ jxafl*) 

S4Sf^-#(0.4 g)# £$14. 

<847> H NMR (400MHz, DMSO-dg): 11.66(s, IH), 9.09(d, IH), 7.81(m, 3H), 

7.52(m, 3H), 7.33(d, IH), 7.21(m, IH), 6.45(s, IH), 5.77(s, 2H),'4.81(m, 

IH), 4.53(m, IH), 3.28-3.49(m, 2H), 1.80(m, 2H), 1.63(m, 2H), 1.14-1.51(m, 
6H) 

<848> 

<849> 109: 

4 iO-3-(2-^i-l,2-44^H^^ ̂ -4-11)5^3*) .SLVIHB^ 

<850> n 

<851> C^'^, 31442.0 g(5.38 mmol) ^ 
(2-2-1-^-4-^ HlJ 4-^MB eg A]. 168 g(1>2 eq, 6.47 mmol)# «Jj^ 

JL^lS] S45l-^vi-(0.1 g)# £$14. 

<852>. H NMR (DMS0-d6): 9.09(d, IH), 7.81(t, 3H), 7.53(m, 4H), 7.31(d, IH), 

7.23(t, IH), 7.26-6.95(m, 3H), 6.48(s, IH), 4.23(t, IH), 3.57-3.52(m, 4H), 

3,31-3.25(m, 2H), 3.14(t, 4H), 2.62(t, 4H) 
<853> 

<854> ^UHl 110: 2-B-3l°lH6ll€ 2-(4-#SS^lS^4TIl^)-3-(2-^-i-l,2-40l 
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O 
. A N NH« 

_ H 

H 

O^N' 
<855> H 

<856> C°f| 44", 3]HH^S. 1.0 g(2.69 mmol) ^ (2-J±^H-4 

0.67 g( 1.5 eq, 4.03 mmol)# *]:#44 vj\q S4Sf^i-(0.2 g) 

# £$14. 
<85?> H NMR (400MHz, DMSO-dg): 11.68(s, IH), 9.01(d, IH), 8.64(t, IH), 

7.87-7.82(m, 3H), 7.57(t, IH), 7.55(t, IH), 7.52(m, IH), 7.31(d, IH), 

7.26(m, IH), 6.46(s, IH), 6.12(t, IH), 5.57(s, 2H), 4.81(m, IH), 4.13(m, IH), 

4.06(m, IH), 3.53(dd, IH), 3.28-3.22(m, 3H) 
<858> 

<859> *}X\d\] Hi; 2-(3-^l^--B-3lolH)oll€ 2-(4-t5.Ste<i]4-4^)-3-(2-^ii-
1,2-4-4^-4-^)53.3X)^_til°1H^ 

<860> 

<861> C°fl 44, 31444^ 1.0 g(2.69 mmol) ^ l-(2-«.S.2. 

#314 0.98 g(1.5 eq, 4.03 mmol)# ^#4^ -2-44 
#(0.3 g)# £$14. 

<862> H NMR (400MHz, DMSO-dg): 11.68(s, IH), 9.02(d, IH), 8.60(s, IH), 

7.83(t, 3H), 7.54(s, IH), 7.52(s, IH), 7.49(t, IH), 7.40(s, IH), 7.38(s, 

IH), 7.30(d, IH), 7.21-7.15(m, 3H), 6.88(t, IH), 6.45(s, IH), 6.30(t, IH), 

4.83(m, IH), 4.25(m, IH), 4.13(m, IH), 3.56(dd, IH), 3.41(t, 2H), 3.27(m, IH) 

<863> 

<864> 112: 2-(3-^^-^-3]0lH)°fll 2-(4-tSS^S6^].nli:)-3-(2-4i-

1,2-44 -4-iD55.4^ 
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<865> 

<866> C°fl 4^, 314*14^ 1.0 g(2.69 mmol) ^ l-(2-w.S.S. 

°fll)-3-^^ 1.04 g(1.5 eq, 4.03 mmoD-i: #-§-*1?} ul*I)5} Mi}-^ 

#(0.3 g)# £534-

<867> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 9.03(d, IH), 7.87-7.82(m, 3H), 

7.55(d, 2H), 7.51(t, IH), 7.33-7.17(m, 6H), 6.52(t, IH), 6.46(s, IH), 6.15(t, 

IH), 4.82(m, IH), 4.23-4.17(m, 3H), 4.07(m, IH), 3.52(dd, IH), 3.33(m, 2H), 

3.24(dd, IH) 

<868> 

<869> 113: 2-(4-#SS^lS^o>PliD)-3-(2-4i-l,2-40]^-c5lS.^-^^-

4-*J)ElA]2: 
CK ^SH 

<870> 

<871> A S£^r Bi 4^, £4 £(-^-#(200 g)# 

<872> H NMR (700MHz, DMSO-dg) •' 11.52(s, IH), 8.40(d, IH), 8.22(d, IH), 

7.81(dd, 2H), 7.54(d, IH), 7.52(d, IH), 7.48(m, IH), 7.28(d, IH), 7.22(m, 

IH), 6.37(s, IH), 4.65-4.60(m, IH), 4.11(q, IH), 3.72(dd, IH), 2.93(q, IH) 

<873> 

<874> 114: 5-4^ 2-(4-l-S.S.^lS<^o>T3li:)-3-(2-^-l,2-40l^|-0lS.S 

fl^^-4"^)^^^^^0^^ A2. 
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0' 
<875> H 

<876> C°fl 44, 2-(4-#SSwl2:^o>ul^)-3-(2-^i-l,2-4ol 

^^1-^-4-11)4 2.0 g(5.17 mmol) ^ 1.10 
g( 1.5 eq, 7.76 mmol)-g- #-§-*1^ a4s(-^-#(1.2 g)^r £314.' 

<877> H NMR (400MHz, DMS0-d6)-' 11.65(s, IH), 9.24(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.79(d, IH), 7.60(s, IH), 7.58(s, 2H), 7.51(t, IH), 7.30(d, IH), 
7.23(t, IH), 6.43(s, .IH), 4.97-4.92(m, IH), 3.54(dd, IH), 3.21(q, IH), 

2.28(s, 3H) 

<878> 

<879> 41 115: 2-4^1 

CI 

<880> H 

<881 > ^yov^ C°fl 44, 2-(4-#^S«fl2:(a4nlt)-3-(2-^-l,2-40l 
4°]^S.^^el-4-£)El 0 2.0 g(5.17 mmol) ^ 4°l^£°fl4 1-21 

g(1.5 eq, 7.76 mmoDl" wflxfl j^jo] a^^l-(i.2 g)# £$}4. 

<882> H NMR (700MHz, DMSO-de)-' 11.68(s, IH), 9.28(d, IH), 7.88(t, IH), 

7.85(t, IH), 7.82(t, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 7.34-

7.31(m, IH), 7.26-7.22(m, IH), 6.44(s, IH), 4.95-4.90(m, IH), 3.53(dd, IH), 

3.21(q, IH), 2.86(q, 2H), 1.19(t, 3H) 

<883> 

<884> 116: 2-(4-€S-S^^<a44^)-3-(2-4^-l,2-40l^C)lS. 

^-^-4-<iD4-2-H5.:s|i^110lH4 ̂ 12 
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<885> 

<886> £^H£ C°f| 44, 

4°1 ̂ ^1-^4-4-^)^2.0 g(5.17 mmol) ^ 1 0.95 

g(1.5 eq, 7.76 mmoDl- 4^-A]^ JLSflfi] £4«#(1.0 g)£ £$14. 

<887> H NMR (700MHz, DMS0-d6): 11.65(s, IH), 9.22(d, IH), 7.86-7.79(m, 3H), 

7.64 (s,. IH), 7.62(s, IH), 7.49(d, IH), 7.26-7.22(m, IH), 7.26-7'.22(m, IH), 
6.43(s, IH), 4.93-4.90(m, IH), 3.52(dd, IH), 3.20(q, IH), 2,85(t, 2H), 

1.51(q, 2H), 0.91(t, 3H) 
<888> 

<889> 117: 5-^-1 2-(4-#SSfe^44iO-3-(2-4^-l,2-4°l«W^. 

ci 

<890> H 

<891> <H43£ C°fl 44, 2-(4-#^^ife£4nl^)-3-(2-^-:£:-l,2-40l 
4°| C^1^4-4-£)E1 2.0 g(5.17 mmol) ^ l-]i££^t 1.06 
g(1.5 eq, 7.76 mmoDir 4-§-^ *JH I^l^tf(0.8 g)# £$14-

<892> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.21(d, IH), 7.87-7.79(m, 3H), 

7.58(t, IH), 7.55(t, IH), 7.52-7.49(m, IH), 7.30(dd, IH), 7.25-7.20(m, IH), 

6.43(s, IH), 4.96-4.90(m, IH), 3.52(dd, IH), 3.20(q, IH), 2.87(t, 2H), 1.53-

1.46Cm, 2H), 1.35-1.24(m, 2H), 0.87(t, 3H) 

<893> 

<894> us: 5-(3-O)1€:¥-€)2-(4-#SS^S^44^)-3-(2-^-1)2-4C>14 
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<895> n 

<896> C4 44, 2-(4-#^^HflS£^l-pl^)-3-(2-4i-l,2-40l 

2.0 g(5.17 mmol) ^ 

1.17 g(1.5 eq, 7.76 mmol)# ^ £4Wl-(0.7 g)#r £&4. 

<897> . H NMR (400MHz, DMSO-de): 11.65(s, IH), 9.22(d, IH), 7.86-7.79(m, 3H), 

7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 7.30(dd. IH), 7.26-7.22(m, IH), 
6.43(s, IH), 4.92(m, IH), 3.52(dd, IH), 3.20(q, IH), 2.89-2.85(m, 2H), 1.60-

1.55(m, IH), 1.42-1.37(m, 2H), 0.87(dd, 6H) 
<898> 

<899> QX\d\) 119: 2-(4-#SSfe<i344t)-3-(2-4^-l,2-40]SMH.S 

<900> n 

<901> C4 44, 2-(4-#SSte<H4*|ii)-3-(2-#-i-l,2-40l 
t ̂-4-^) El i a is] ̂  AJ 2.0 g(5.17 mmol) ^ l-tii£auj 1-28 

gCl.5 eq, 7.76 mmol)# #-§-*1?} jL*|)<q iL4^i-(0.6 g)# £514. 

<902> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.21(d, IH), 7.86-7.79(m, 3H), 

7.58(t, IH), 7.55(t, IH), 7.53-7.49(m, IH), 7.30(dd, IH), 7.25-7.16(m, IH), 

6.43(s, IH), 4.95-4.90(m, IH), 3.52(dd, IH)? 3.20(q, IH), 2.86(t, 2H), 1.54-

1.47(m, 2H), 1.34-1.8(m, 6H), 0.85(t, 3H) 

<903> 

<904> 120: 2-(4-#5.^^!S^o}nli1)-3-(2-^-i 

-1,2-4°1*H^^S^"4-1D3£^2|-M01H£) ̂  
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<905> H 

5SS)M 2.0 g(5.17 mmol) ^ 2-(4°Hl lM*l ̂ )°fl 
ojA> l i2 g(l.5 eq, 7.76 mmol)# ^AA 5.4 

(0.7 g)-ir £514. 

<907> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.23(d, IH), 7.87-7.84(m, 2H), 

7.79(d, IH), 7.58(d, 2H), 7.51(t, IH), 7.30(d, IH), 7.24(t, IH), 6.43(s, IH), 

4.95-4.92(m, IH), 3.53(dd, IH), 3.20(q, IH), 2.99(t, 2H), 2.40(t, 2H), 

2.16(s, 6H) 
<908> 

<909> 121: 2-(4-l-S.S.^l^^o}pli1)-3-(2-4i 

<910> n 

<911> C°ll 4e->, 2-(4-#SS.w3l2<ao>Dli1)-3-(2-^-^-l,2-cfol 

5^lH^^l^sl-4-^)E-l2.0 g(5.17 mmol) ^ 2-(4°Hl li li 

1.33 g(1.5 eq, 7.76 mmol)# ^ ̂ 44 S4W1-

(0.7 g)# £534. 

<9i2> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.25(d, IH), 7.87(t, IH), 

7.84(t, IH), 7.79(d, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 7.31(d, 

IH), 7.25-7.21(m, IH), 6.43(s, IH), 4,93-4.90(m, IH), 3.52(dd, IH), 3.22(q, 
IH), 2.97(t, 2H), 2.62-2.58(m, 6H), 0.98(t, 6H) 

<913> 

<9i4> -*UH 122: 5-(2-40l°l-(:>l^HS;i6H^)0ll^ 2-(4-tS5.te<Ho]-p];t)-
3-(2-^i-l,2-4°l 42: 
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<916> C^l 44, 2-(4-#^*l2:^4*1 ̂ )-3-(2-#i-l,2-4°l 

SM;E.^1^-4-^)4£H5.3]£# 2.0 g(5.17 mmol) ^ 2-(40140l.£H5.^l4 
*1^)°11^ #S.4°1^ 1.55 g(l,5 eq, 7.76 mmol)# #-§-*1^ *$q JI^O] s. 

4|<Wl-(0.8 g)# £524. 

<917> H NMR (400MHz, DMS0~d6): 11.65(s, IH), 9.23(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.80(d, IH), 7.64(s, IH), 7.62(s, IH), 7.51(t, IH), 7.31(d. IH), 

7.23(t, IH), 6.44(s, IH), 4.96-4.91(m, IH), 3.52(dd, IH), 3.21(q, IH), 

3.00(br-s, 2H), 2.87(br-s, 2H), 2.51(br-s, 2H), 0.99(d, 12H) 
<918> 

<919> 123: 5K2-4°H1 ̂ 44^)^.3.11 2-(4-i-53.te<iiol.4ii)-3-(2-^-
db-l,2-4°l«H)4£.141 °1 

<920> n 

<921> C°ll 44, 2-(4-t-SSte^4i:il^)-3-(2-#:£-l,2-40l 
5}o]1^-4-°^)^AJ 2.0 g(5.17 mmol) ^ 3-4°l 4li0M2n-l-5. 

^ f-3-4°l^ 1.22 g(1.5 eq, 7.76 mmol)# anxq 5.43-

^-#(0.9 g)# 2$4. 

<922> H NMR (400MHz, DMS0-d6): 11.65(s, IH). 9.22(d, IH), 7.86(t,lH), 

7.84(t, IH), 7.79(d, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 

7.30(dd, IH), 7.23-7.20(m, IH), 6.43(s, IH), 4.95-4.90(m, IH), 3.52(dd, IH), 
3.20(q, IH), 2.88(t, 2H), 2.25(t, 2H), 2.09(s, 6H), 1.68(m, 2H) 

<923> 

<924> £*}<$] 124: S-(2-te^44^)6ll€ 2-(4-tSS^S^4nl^)-3-(2-^-Ji-
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<925> 

<926> <££3^ C1'45}, 2-(4-#^^tfrt2:^^4^)-3-(2-#-i-l,2-40l 
§>o]jE.^fl^5l-4-^)E-l£H^3]^A> 2.0 g(5.17 mmol) ^ N-(2-t-5.^4 l)fe°} 

1.42 g(1.5 eq, 7.76 mmol)# ^Afl ^l^ff(0.5 g># 

<927> H NMR (400MHz, DMSO-dg): 11.64(s, IH), 9.24(d, IH), 8.66(t, IH), 

7.85-7.83(m, 4H), 7.77(d, IH), 7.58(s, IH), 7.56(s, IH), 7.51-7.44(m, 3H), 

7.30(d, IH), 7.22(t, IH), 6.43(s, IH), 4.97-4.91(m, IH), 3.55-3.42(m, 3H), 

3.20(q, IH), 3.ll(t, 2H) 

<928> 

<929> *)AH 125: 2-(4-l-SS.^lS^^l-^]^)-3-(2-4i-l,2-40l§l-

*\)2L 

CK .S. X>, 

<930> 

<931> C°H 4^1-. 2-(4-l-SSall2:^4*l^)-3-(2-#i-l,2-4-0l 
®l-olH.S.fl^-^-4-^)E]2.0 g(5.17 mmol) ^ fSSnlli <« = 
0.62 g(1.5 eq, 7.76 mmol)# *1#^ wflAfl ^#(1.2 g)# 

<932> H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.29(d, IH), 7.86-7.80(m, 3H), 

7.60-7.58(dd, 2H), 7.53-7.49(m, .IH), 7.30(d, IH), 7.25-7.21(m, IH), 6.43(s, 
IH), 5.08(s, 2H), 4.99-4.93(m, IH), 3.54(dd, IH), 3.24(q, 2H), 3.22(s, 3H) 

<933> 

<934> *H 126: 2-(4-#5.S.^lS^4u]^)-3-(2-#4i-
1,2-4°l4^ . 
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<935> 

<936> 

<937> 

<938> 

<93 9> 

<940> 

<941> 

<942> 

<943> 

<944> 

C<^1 ^4, 2-(4-#^fe^}x>l^)-3-(2-#;£-l,2-4°l 
2.0 g(5.17 mmol) ^ 2-1^^11 tei0l 

B 1.43 g(1.5 eq, 7.76 mmol)-!: *1#^ BAAA I^l^tt(0.9 g)f <2^ 

4. 
H NMR (400MHz, DMSO-dg): 11.66(s, IH), 9.27(d, IH), 7.96(s, IH), 

7.94(d, IH), 7.84(s, IH), 7.82(s, 1H)„ 7.72(d, IH), 7.66(t, IH), 7.58(s, IH), 

7.56(s, IH), 7.50(q, 3H), 7.30(d, IH), 7.21(t, IH), 6.42(s, IH), 4.95(m, IH), 
4.41(t, 2H), 3.49(dd, IH), 3.34-3.30(m, 2H), 3.19(q, IH) 

41 127: 5K2-42-(4-®S.S.^S^o>plil)-3-(2-^-

CI 

H 

C4 2-(4-#S^yfl2^o]-nl^)-3-(2-#^-l,2-cf0l 

^HH.S.fl^-^-4"^)^2.0 g(5.17 mmol) ^ 2-tSS<>lli 4 
o t= 0.86 g(1.5 eq, 7.76 mmol)# #-§-*! y^q jiaflo] 5.-4^1-(0.8 g)# £ 

84. 

H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.25(d, IH), 7.86(t, IH), 

7.84(t, IH), 7.79(d, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7,49(m, IH), 

7.31(dd, IH), 7.25-7.21(m, IH), 6.43(s, IH), 4.97-4.92(m, IH), 3.53(dd, IH), 
3.21(q, IH), 3.12-3.08(m, 2H), 2.65-2.49(m, 2H), 2.11(s, 3H) 

128: S-(2-*|^30:*JW^ 2-(4-#^Ste"iJc>).4^)-3-(2-4i-
1,2-4°l ̂ °1 s €-4-^ )HS.^1-$.1-11 o]4^ 
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<945> 

' SHH.3.^'?1-4-<1J)E]2.0 g (5.17 mmol) ^ 2-J^£°11 H ^ 

4°1^ 1-68 g (1.5 eq, 7.76 mmol)# #-§-'*1^ ^ (0.6 g)# 

<947> H NMR (400MHz, DMS0-d6): 11.66(s. IH), 9.26(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.79(d, IH), 7.60(s, IH), 7.58(s, IH), 7.51(t, IH), 7.39(dd, 

2H), 7.33(q, 3H), 7.25-7.21(m, 2H), 6.43(s, IH), 4.98-4.93(m, IH), 3.52(dd, 

IH), 3.22(q, IH), 3.15-3.07(m, 4H) 

<948> 

<949> 41 129: S-(2-ia^g£liWlL 2-(4-#^^tfa^<^o].p]i1)-3-(2-#i-
1,2-4°l «H -^-4-11 )HS3i| o) ^ $] 4SL 

<950> H 

<951> C^l 44, 2-(4-#S^wjl2^o>uli1)-3-(2-#i-l,2-40l 

^>olH^^1^5l-4-oa)E-l£SS3]-&^ 2.0 g (5.17 mmol) ^ 2-#5.^°llli ^ A4 

-g- 1.68 g (1.5 eq, 7.76 mmol)# afl/q' JLT\}9] (0.6 g)# 

84. 

<952> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.22(d, IH), 7.92(t, 2H), 

7.83-7.79(m, 2H), 7.76(d, 2H), 7.70-7.64(m, 2H), 7.62-7.58(m, 2H), 7.53-

. 7.47(m, IH), 7.31(d, IH), 7.21(t, IH), 6.39(s, IH), 4.92-4.86(m, IH), 3.57-

3.47(m, 3H), 3.17(q, IH), 3.07-3.02(m, 2H) 

<953> 

<954> 130: 5-(2-4^JT-D2-(4-1-SS.^12:^O-|-P1^)-3-(2-^-1)2-4<:>1^1-
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olHSfl£ = 3.3*1£ifl oj .jQ'g. 
o. 

JQ^H 
O^N 

<955> H 

<956> C4 44, 2-(4-#3^fe<H4Dl^)-3-(2-#i-l,2-4°l 
4°l^S.^^4-4-^)El 2.0 g(5.17 mmol)4 l-#^S-2--^4£ 0.82 
g(1.5 eq, 7.76 mmol)# CI- °1-g-4<*l MlWl-

(1.1 g)# 284. 

<957> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.32(d, IH), 7.87(s, IH), 

7.85(s, IH), 7.77(d, IH), 7.61(s, IH), 7.59(s, IH), 7.51(t, IH), 7.30(d, IH), 

7.23(t, IH), 6.44(s, IH), 4.96-4.93(m, IH), 3.91(d, 2H), 3.52(dd, IH), 
3.20(q, IH), 2.58(q, 2H), 0.96(t, 3H) 

<958> 

<959> £/>]<$ 131: 5^(2-f3lolH)oil^ 2-(4-#5.^iiS^ol-Til^)-3-(2-4i:-l)2-
4ol§>olH5.fl^^-4-^)4£HS5il£i'11ol3^ 

0 

<960> M 

<961> C<*fl 44, 2-(4-#S^all2:^4*l^)-3-(2-#^-l,2-40l 
2.0 g(5.17 mmol) ^ 

0.95 g(1.5 eq, 7.76 mmol)# 4#^4 -32.^1^1 (1.1 g)# <284-

<962> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.24(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.81(t, IH), 7.60(s, IH), 7.58(s, IH), 7.57(d, IH), 7.51(t, IH), 

7.30(d, IH), 7.24(t, IH), 6.43(s, IH), 6.14(t, IH), 5.51(s, 2H), 4.96-4.92(m, 

IH), 3.54(dd, IH), 3.21(q, IH), 3.17-3.11(m, 2H), 2.93(t, 2H) 
<963> 

<964> ^AHl 132: N,N-4°H1€ S-[2-(4-#5S^lS^ol-tili1)-3-(2-4i-l)2-40l 
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<965> 

<966> . Ci 44, 2-(4-l-.S.3.^2:«ao>nlic)-3-(2-#i-lI2-c]-ol 
o_sSS]^A> 2.0 g(5.17 mmol) ^ 4°Hli 44^ f££} 

°lE. 0i83 g(1-5 eQi 7 76 mmoi)^- y}-g-A]^ ji^oj 5^141-^(1.2 g)# <2 

84-
<967> H NMR (400MHz, DMS0-d6): 11.61(s, IH), 8.95(d, IH), 7.89(d, IH), 

7.86(s, IH), 7.84(s, IH), 7.53-7.47(m, 3H), 7.29(d, IH), 7.21(t, IH), 6.44(s, 

IH), 5.28-5.22(m, IH), 3.28(dd, IH), 3.19(q, IH), 2.96(s, 3H), 2.84(s, 3H) 

<968> 

<969> 41 133: s-QH 2-(4-#SSfe^44^)-3-(2-4:i-l,2-40lSH^3. 

0^ „s. 

<970> 

<971> 4^4^ C°ll 44, 2-(4-#SS^2^4Dl^)-3-(2-#i-l,2-4°l 

2.0 g(5.17 mmol) ^ 0.94 

g(1.5 eq, 7.76 mmol)# ^ 3-A$\ £^2)-^-#(1.2 g)# <284-

<972> H NMR (700MHz, DMS0-d6): 11.67(s, IH), 9.26(d, IH), 7.86-7.82(m, 2H), 

7.79(d, IH), 7.64-7.58(m, 2H), 7.53-7.49(m, IH), 7.32-7.30(dd, IH), 7.26-

7.22(m, IH), 6.43(s, IH), 5.84-5.74(m, IH), 5.29-5.24(m, IH), 5.12-5.09(tt, 

IH), 4.97-4.92(m, IH), 3.57-3.52<m, 3H), 3.21(q, 2H) 

<973> 

<974> 414 °fl 134; 5-^-H-2-^H^. 2-(4-#35te114.4i0-3-(2-Mi-l,2-4ol^-
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<975> 

<976> 

<977> 

<978> 

<979> 

<980> 

<981> 

<982> 

<983> 

<984> 

c°fl 44, 2-(4-#33te<H4ul^)-3-(2-#-i-l,2-40l 
2.0 g(5.17 mmol) ^ 1-^.3.2.-2--?-1.05 

g(1.5 eq, 7.76 mmol)-i: 4-§-Al^ aVI AVI M.*ll3HNi-(l.Q JS. ol oq 4'. 

H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.23(d, IH), 7.86-7.79(m, 3H), 

7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 7.31(dd, IH), 7.26-7.22(m, IH), 
6.42(s, IH), 5.71-5.66(m, IH), 5.46-5.38(m, IH), 4.97-4.91(m, IH), 3.58-
3.50(m, 3H), 3.20(q, 2H), 1.65(t, 3H) 

4LAH 135: 5-£S£-2-°J^ 2-(4-#33.fe<i3o}T3li1)-3-(2-4^-l,2-40l 
H3.^ ̂ ^-4-^)^ £l_B3-V\ Sm] o] A] 2i 

C°1] 44, 2-(4-#33fecH4T3l^)-3-(2-#i-l,2-4°l 
^M^3^4-4-<|])El 2.0 g(5.17 mmol) ^ 

0.92 g(1.5 eq, 7.76 mmol)# *>#4^ MlWl-d.O g)# <284. 

H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.29(d, IH), 7.86(t, IH), 

7.83(t, IH), 7.79(d, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 7.30(d, 

IH), 7.25-7.21(m, IH), 6.42(s, IH), 4.99~4.96(m, IH), 3.72(d, IH), 3.53(dd, 
3H), 3.32(s, 2H), 3.21(q, 2H) 

414 °fl 136: S-*}°] 1-3^1^ 2-(4-€-33.^lS^oHil)-3-(2-^-i,2-4°l 
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<993> 

<994> 

CI 
O N' 

H <985> 

<986> 4e-}, 2-(4-€S^2^M^)-3-(2-#i-l,2-4°l 

2.0 g(5.17 mmol) ^ M:S.^ 

0.81 g(1.5 eq, 7.76 mmol)# ^-§-*1^ i^fl4tt(0.7 g)l: <284. 

<987> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.19(d, IH), 7.85(d,lH), 

7.83(d, IH), 7.79(d, IH), 7.59(d, IH), 7.58(d, IH), 7.53-7.49(m, IH), 7.30(d, 

IH), 7.25-7.21(m, IH), 6.42(s, IH), 4.94-4.88(m, IH), 3.65-3.62(m, IH), 

3.52(dd, IH), 3.19(q, 2H), 2.09-2.02(m, 2H), 1.64-1.55(m, 4H), 1.49(m, 2H) 

<988> 

<989> 

CU .S, 

<990> H 

<991> ^#3^1 C°fl 2-(4-l-S^afl2^o>Dlia)-3-(2-#^-l)2-4^1 
5}olo_£A> 2.0 g(5.17 mmol) ^ iiSSAH 

1.26 g(1.5 eq, 7.76 mmol)# ' #-§-*1 ̂  »J\q (1.3 g)t <284. 

<992> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.20(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.60(s, IH), 7.58(s, IH), 7.51(t, IH), 7.30(d, IH), 7.24(t, IH), 

6.42(s, IH), 4.93-4.88(m, IH), 3.51(m, IH), 3.42(m,lH), 3.18(q, 2H), 1.86-
1.82(m, 2H), 1.64-1.52(m, 3H), 1.45-1.32(m, 4H), 1.19(m, IH) 

41 138: S-*H #5. = 3^*111 2-(4-l-S.S^2^o>Pli1)-3-(2-#i-
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<995> 

<996> 

<997> 

<998> 

<999> 

<1000> 

< 1001 > 

<1002> 

^440] 44, 2-(4-f-35.w]l2i^4i:,l^)-3-(2-#-i-l,2-40l 
4 °|H. 3 ̂ 4-4-^)^-12.0 g(5.17 mmol) ^ (t£Sll)4°lt£i 

0.70 g(l.5 eq, 7.76 mmol)# 4#*1^ iaflSBNHl.l g)# <2 

84. 

H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.24(d, IH), 7.88-7.84(m, 2H), 

7.80(d, IH), 7.61-7.58(m, 2H), 7.53-7.49(m, IH), 7.30(dd, IH), :7.26-7.22(m, 
IH), 6.43(s, IH), 4.95(m, IH), 3.54(dd, IH), 3.20(q, 2H), 0.98-0.94(m, IH), 
0.53-0.48(m, 2H), 0.25-0.24(m, 2H) 

139: 2-(4-#33iffiSl344:t)-3-(2-4i-l,2-
4o|^}ols.S.fl^?a-4-^)4£H33i|£vilo]E^ 

0 

.jy* 
N"" 

C°fl 44, 2-(4-#S.Sw|2:^4Dl^)-3-(2-#^-l,2-40l 
4°1HS^^^-4-^)B]2.0 g(5.17 mmol) ^ (11£^ 

4 1.12 g(1.5 eq, 7.76 mmol)# 4#^ aL*H 5^s)-^-#(1.4 g)# <28 

4. 
H •(400MHz, DMSO-dg): 11.66(s, IH), 9.23(d, IH), 7.86-7.82(m, 2H) 

7.79(d, IH), 7.60-7.55(m, 2H), 7.53-7.49(m, IH)., 7.35-7.30(m, IH), 7.26-

7.20(m, IH), 6.51(s, IH), 4.95-4.90(m, IH), 3.51(dd, IH), 3.20(q, IH), 
2.89(d, 2H), 2.46-2.38(m, IH), 2.03-1.96(m, 2H), 1.83-1.71(m, 2H), 1.68-

1.66(m, 2H) 
<1003> 
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<1004> 

<1005> 

<1006> 

<1007> 

<1008> 

< 1009> 

<1010> 

<1011> 

<1012> 

140: 2-(4-tSS^2°^Hk)-3-(2-^-l,2-

ci 

^3^1 C<*H 45-V, 2-(4-#33a3l2^o>nl^)-3-(2-4^-l)2-40l 
^olHS^l^el-4-^)H]MSSlM 2.0 g(5.17 mmol) ^ 
# 1.37 g(1.5 eq, 7.76 mmol)# -i$q J^O] ^l^ft(1.3 g)^-

H NMR (400MHz, DMS0-d6): lL66(s, IH), 9.22(d, IH), 7.86-7.82(m, 2H), 

7.79(d, IH), 7.62-7.58(m, 2H), 7.51(t, IH), 7.30(d, IH), 7.24(t, IH), 6.43(s, 

IH), 4.97-4.91(m, IH), 3.52(dd, IH), 3.20(q, IH), 2.78(d, 2H), 1.67(t, 4H), 
1.41(d, IH), 1.40-1.34(m, 3H), 1.22-1.16(m, 2H) 

141: 5-(4°l#3^lB-3-<a,^)p|l€ 2-(4-#33^1S^o].n]^)-3-(2-
4^-l,2-40l^°lS-3¥l^^-4-<a)E]£H3.3q£^lolE^l A]2: 

ci 

0 N 
H 

D°T| 4eK 2-(4-#^Sfe<l]*M^)-3-(2-#i-l,2-40l 
2.0 g(5.17 mmol) ^ (4°lS^E-3-^) 

^ 1>96 g(1<5 eq> 7-76 mmoi)# yl-g-A]^ «flAj] 

^-#(0.7 g)# 28^. 

H NMR (400MHz, DMS0-d6)'- 11.38(s, IH), 9.24(d, IH), 7.86-7.84(m, 2H), 

7.79(d, IH), 7.64-7.62(m, 2H), 7.50(t, IH), 7.32(d,.lH), 7.24(t, IH), 6.50(s, 
IH), 5.63(s, 2H), 4.95-4.93(m, IH), 3.52(dd, IH), 3.21(q, IH), 2.93(d, 2H), 

2.46-2.43(m, 3H), 2.00(dd. 2H) 
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<1013> 

<io14> 142: 5^4*1 2-(4-#33iffl^aMi0-3-(2-4":£-ll2-tM 
HS.fl.^-4-g)Hlol 

<1016> C^l Kfe-}, 2-(4-l-33wa2^6>D]^)-3-(2-44i-l,2-40l 
^olc^=7|^^_4_o^)^_o 2.0 g(5.17 mmol) ^ 2-(€3^M)#Aj 

0.72 g(1.5 eq, 7.76 mmol)# #-§-*1^ 3^2) 5^1^i-(1.0 g)# 284. 

<1017> H NMR (400MHz, DMSO-dg): 11.67(s, IH), 9.06(d, IH), 7.83-7.72(m, 3H), 

7.57-7.41(m, 3H), 7.31(dd, IH), 7.24-7.20(m, IH), 6.46(s, lH),5.24-5.20(m, 
IH), 4.96(m, IH), 4.81-4.76(m, IH), 3.87-3.84(m, 2H), 3.45(dd, IH), 2.86(q, 

2H) 
<1018> 

<1019> 41 143: 2-(4-#33^1S^O}P1^)-3-
(2-#i-l,2-4°lS.5.^1 ̂ ^-4-^)B]£i41 °]B^l ^12: 

<1020> n 

<1021> ^^<2 Ml 44, 2-(4-#33^l2i^o].pli1)-3-(2-^-i-l,2-^ol 

2.0 g(5.17 mmol) ^ ^lH440l^^tf°l 
t-^4°|H 0.94 g(1.5 eq, 7.76 mmol)# 3*fts>\ 5^1 ̂ #(1.3 g) 
.O. (>) Oj tJ-s cMn • 

<!022> H NMR (400MHz, DMSO-dg): 11.65(s, IH), 9.25(d, IH), 7.86(s, IH)., 

7.84(s, IH), 7.79(d, IH), 7.64(s, IH), 7.61(s, IH), 7.51(t, IH), 7.30(d, IH), 

7.24(t, IH), 6.43(s, IH), 4.97-4.92(m, IH), 3.89(s, IH), 3.77(t, IH), 3.61(t, 

IH), 3.52(dd, IH), 3.18(q, 2H), 3.09-2.98(m, 2H), 1.97-1.89(m, IH), 1.87-
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1.78(m, 2H), 1.54-1.48(m, IH). 

<1023> 

<1024> 144: 5^(2-3^2-(4-1-33 to ii)-3-(2-^i-

<1025> 11 

<io26> D°fl Kf5}, 2-(4--t33^S^M^)-3-(.2-#i-l,2-t=M 

2.0 g(5.17 mmol) ^ 2-3*1 •& 3 3 oflli nfl^ 
i^oje 1.50 g( 1.5 eq, 7.76 mmol)# ^^. al*^ £^l^l-(0.6 g)# 

<io27> *H NMR (400MHz, DMS0-de): 11.65(s, IH), 9.25(d, "IH), 7.87(s, IH), 

7.85(s, IH), 7.81(t, IH), 7.61(s, IH), 7.60(s, IH), 7.58-7.47(m, IH), 7.30(d, 
IH), 7.23(t, IH), 6.43(s, IH), 4.96-4.91(m, IH), 3.53(dd, IH), 3.21(q, 2H), 

3.01(t, 2H), 2.62-2.50(m, 6H), 1.68(s, 4H) 

<1028> 

<io29> 145: ^[2-(l-^l€^l-^^-2-^)]^€ 2-(4-133 to ^M^)-3-
(2-#4i-l,2-tJ-ol^-4-«])EJiL££S]oj^ 

<1030> " 

<1031> Di 42}, 2-(4-#S.3^02:^ol.nli1)-3-(2-4i-l,2-4dl 
s}olrLS-^l^^-4-°a)Hl£HS-5i]^AV 2.0 g(5.17 mmol) ^. 1-pflH-2-3*1 #5^ 

ofl^ivllolE i.61 g(1.5 eq, 7.76 mmol)# #-§-*1^ *4^ JZ.^2] 5.^113-^1-

(0.4 g)# ^84-

<i032> *H NMR (400MHz, DMS0~d6): 11.64(s, IH), 9.22(d, IH), 7.86(s, IH), 

7.84(d, IH), 7.81(t, IH), 7.59(d, IH), 7.58(d, IH), 7.52-7.48(m, IH), 7.35-

7.30(m, IH), 7.25-7.18(t, IH), 6.43(s, IH), 4.93(m, IH), 3.52(dd, IH), 
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3.20(q, 2H), 2.94-2.80(m, 2H), 2.19(s, 3H), 2.09-2.05(m, 2H), 1.90-1.85(m, 

IH), 1.77-1.75(m, IH), 1.64-1.58(m, 2H), 1.50-1.45(m, 2H) 

<1033> 

<io34> 146: S-([l,3l-4°l^£?!r2-«JHia 2-(4-€3.3.iffl2:«iJ«H;!t>-3-

JQVS 
° „CQ 

<1035> H 

<io36> 44, 2-(4-t33«B2:0i4*1 2)-3-(2-#i-l,2-4°] 
2.0 g(5.17 mmol) ^ 2-1132^-1,3-4°] 

##4 1.30 g(1.5 eq, 7.76 mmol)# ^ 5^13-^l-(0.8 g)# 

£84. 
<1037> H NMR (400MHz, DMSO-dg): 11.65(s, IH), 9.27(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.68(d, IH), 7..61(s, IH), 7.59(s, IH), 7.53-7.48(m, IH), 7.32(d, 

IH), 7.24(t, IH), 6.43(s, IH), 4.97-4.95(m, IH), 4.33(s, IH), 3.92-3.89(m, 
2H). 3.82-3.78(m, 2H), 3.53(dd, IH), 3.21(q, 2H), 3.13(d, 2H) 

<1038> 

<io39> 147: 5L(2-[l,3]-4°14#^-2-^)^€ 2-(4-#33to^44^)-3-
(2-4^-1,2-4°l ^-4-^ )4jSLifl °) 

<1040> 

<1041> ^4^ Ci 44, 2-(4-f-33fe0^M^)-342-#^-l,2-4°l 
4°1^3^^^-4-^)H]_o 2.0 g(5.17 mmol) ^ 2-(2-H£ii)-l,3-

4°l#1tr4 1.40 g(1.5 eq, 7.76 mmol)# 4#A1^ iE ̂ 13}-Id #(0.8 g) 

# £84. 
<i042> H NMR (400MHz, DMSO-dg): 11.65(s, IH), 9.23(d, IH), 7.86-7.80(m, 3H), 



WO 2014/003424 
98 

PCT/KR2013/005622 

7.61-7.55(m, 2H), 7.53-7.49(m, IH), 7.31(dd, IH), 7.25-7.21(m, IH), 6.43(s, 

IH), 4.93-4.91(m, IH), 4.84(t, IH), 3.91-3.85(m, 2H), 3.79-3.74(m, 2H), 

3.53(dd, IH), 3.20(q, 2H), 2.91(t, 2H), 1.86-1.82(m, 2H) 

<1043> 

<1044> 148: . 2-(4-#33to^dMi0-3-(2-^fc. 
-1,2-4°l ^-4-^ )4 O] H4 A3I 

<1045> n 

<1046> " Di 44, 2-(4-l-SSiffl2:^^>Vulii)-3-(2-^i-l,2-4o] 

4°11^4-^4-4-11)^ 2.0 g(5.17 mmol) ^ l-(2-fS£i1)45fle) 
4 £4 1.43 g( 1.5 eq, 7.76 mmol)# 4-§-AH ^4 s.^-^-#(0.9 g)# 

£84. 
<io47> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.27(d, IH), 7.87-7.79(m, 3H), 

7.58-7.48(m, 3H), 7.31(d, IH), 7.21(t, IH), 6.45(s, IH). 4.93(m, IH), 
3.52(dd, IH), 3.21(q, 2H), 3.05(t, 2H), 2.74-2.67(m, 2H), 2.54(br-s, 4H), 

1.52-1.44(m, 4H), 1.39-1.34(m, 2H) 

<I048> 

<i049> 149: ^(1-^1 €4 *114 ^-2-ID *111 2-(4-t-S5.feH4-4iO-3-(2-

<1050> 

<1051> 114^£ Di 44, 2-(4-#5-^to0E1413l^)-3-(2--^ri-l,2-40l 

2.0 g(5.17 mmol) ^ Hli-2-2145]4i1f 
1.61 g(1.5 eq, 7.76 mmol)#. 4-§-4^ 

(0.4 g)# £84. 
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<i052> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.24(d, IH), 7.87(s, IH), 

7.85(s, IH), 7.81(t, IH), 7.62(s, IH), 7.61(s, IH), 7.51(t, IH), 7.30(d, IH), 

7.24(t, IH), 6.43Cs, IH), 4.95-4.92(m, IH), 3.52(dd, IH), 3.32(br-s, 2H), 

3.21(q, 2H), 3.13-3.06(m, IH), 2.74-2.71(m, IH), 2.15-2.02(m, 4H), 2.02-

1.97(m, IH), 1.65-1.47(m, 4H), 1.24-1.16(m, 2H) 

<1053> 

<i054> 150: 5-4-[4-(4--i-S.5.3Jil1d)3il5il^-l-^]-^-l 2-(4-1-5.5.1313^ 

o, 

"N' 

O^N' 
<1055> H 

<1056> Ci 4^}, 2-(4--f55to<lic>M^)-3-(2-^-i-l,2-q-0l 

sW^3?l-i-^-4-^)E]£xE.5.s!£:# 2.0 g(5.17 mmol) ^ [4-(4-l532|]^)s]s)] 

s-l^l-l-^]^-! ti.5n|-o]c 2.57 g(1.5 eq, 7.76 mmol)-§- .#-§-*1^ 3Lx\}$ S. 
^]S^^-^-(0.7 g)^-

<1057> H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.24(d, IH), 7.86(s, IH), 

7.84(s, IH), 7.SOW, IH). 7.59(s, IH), 7.57(s, IH), 7.51(t, IH), 7.30(d, IH), 
7.25-7.18(m, 2H), 6.92(s, IH), 6.86(d, IH), 6.77(d, IH), 6.43(s, IH), 4.96-
4.90(m, IH), 3.53(dd, 3H), 3.21(q, IH), 3.14(br-s, 4H), 2.91(t, 2H), 2.33(br-

s. 2H), 1.73(br-s, 2H) 
<1058> 

<i059> 151: 5L(2-s.l-^-4-^)il 2-(4-l5.5to<i3oM:t)-3-(2-4^-
l,2-rf0l^l-0lS-5fl^^-4-^)H53|£i4l^B^ 

Ck 

<1060> 

< 1061 > ci 42-h 2-(4-tSS«!i0^}pli:)-3-(2-4i-l,2-40l 

^olE.3fl^-fl-4-^)El£H53)^ 2.0 g(5.17 mmol) ^ 4-(2-tSSil)£f^ 
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<1068> 

<1069> 

1.44 g( 1.5 eq, 7.76 mmol)# *>-§-*1^ 5.^1Wl-(0,9 g)# 

84. 

<i062> H NMR (400MHz, DMSO-dg): 11.65(s, IH), 9.24(d, IH), 7.87(t, IH), 

7.84(t, IH), 7.79(d, IH), 7.60(t, IH), 7.58(t, IH), 7.53-7.49(m, IH), 
7.30(dd, IH), 7.26-7.22(m, IH), 6.43(s, IH), 4.96-4.90(m, IH), 3.56-3.51(m. 

3H), 3.32(s, 2H), 3.21(q, IH), 2.12(t, 2H), 2.53(t, 2H), 2.39(br-s, 4H) 

<1063> 

<io64> 152: ^-2-^)^11 2-(4-#3.3.iffl2:^°M:!i:)^3-

0 °-

XN 

CI 

O^N 
<1065> H 

<1066> Ci 44, 2-(4-#SSwfl2:0a44^)-3-(2-^-l,2-40l 
2.0 g(5.17 mmol) ^ 2-(€^Sil)^]B44 

O]£S-2H-314 1.04 g(l,5 eq, 7.76 mmol)# 5.*HsHNi-

(0.9 g)-§- ^84. 

<1067> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.25(dd, IH), 7.87(s, IH), 

7.85(s, IH), 7.79(d, IH), 7.61(t, IH), 7.59(t, IH), 7.54-7.49(m, IH), 7.29(d, 
IH), 7.24(t, IH), 6.43(s, IH), 4.97-4.92(m, IH), 3.84-2.81(m, IH), 3.53(dd, 

IH), 3.33-3.28(m, 2H), 3.21(q, 2H), 3.06-3.00(m, IH), 2.94-2.86(m, IH), 
1.74(br-d, IH), 1.60(d, IH), 1.45-1.40(m, 3H), 1.23-1.16(m, IH) 

153: 5L-(2-[l,3]4°l^-y:-2-^)il 2-(4~i-S.Ste<ll<5H:t)-3-(2-

o.-v ,s. 

<1070> 
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<1071> C°fl 42-}, 2-(4-#SSte^H^)-3-(2-#;i-l,2-£H 

$L¥.3.z\-Z:# 2.0 g(5.17 mmol)4 2-(2-JiS2-i H)-l,3~4 

O1^-A> 1-51 g(i_5 eq> 7.76 mmol)# #-§-*1^ ^1^ i^s)-^-#(0.8 g)# 

<io72> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.23(d, IH), 7.85(d, IH), 

7.83(d, IH), 7.79(d, IH), 7.59(s, IH), 7.58(s, IH), 7.53-7.49(m, IH), 7.30(d, 
IH), 7.23(t, IH), 6.42(s, IH), 4.93-4.92(m, IH), 4.56(t. IH), ' 4.04-3.97(m, 

2H), 3.72-3.66(m, 2H), 3.52(dd, IH), 2.91-2.87(m, 2H), 1.87-1.72(m, 4H) 

<1073> 

<io74> 154: 5-(2-^lt-l"^)1^ 2-(4-l-5.5.^lS^o>p]i1)-3-(2-^-

<1075> " 

<i076> Ci 44, 2-(4-#SSfe°E^'M^)-3-(2-#:^--l,2-40l 
5}o]t?l-4-^)Ej2.0 g(5.17 mmol) ^ 2-(A>x^]^^1 o] 

1 1-5.eMs. 1-54 g(1.5 eq, 7.76 mmol)# ^ JL*H^ iLisH1" 

#(0.7 g)# £84-

<i077> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.24(d, IH), 7.87(s, IH), 

7.84(s, IH), 7.79(d, IH), 7.60(s, IH), 7.58(s, IH), 7.51(t, IH), 7.31(d, IH). 

7.23(t, IH), 6.43(s, IH), 4.95-4,90(m, IH), 3.52(dd, IH), 3.21(q, 2H), 

2.98(t, 2H), 2.67-2.62(m, 6H), 1.56-1.51(d, 8H) 

<1078> 

<1079> 155: ^(5-^11 ̂-2-^-^-[ 1,3]-^-^-4-^)^]2-(4-#SS.to^ 

<>HiO-3-(2-^r4:-l,2-4°l ^-4-<iD4 -2-^5.2)£vil o"| 
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<1088> 

<1089> 

JC/8 

<1080> 

<1080 1^4^ Ci 4^, 2-(4-#SS^^<i^n]i1)-3-(2-^-l,2-q-0l 

' 2.0 g(5.17 mmol) ^ 4-^S^it-5-i 1-

1^-40)4^-2-^ 1.15 g( 1.5 eq, 7.76 mrnol)^: 

(0.6 g)# £84. 

<io82> H NMR (400MHz, DMSO~d6): 11.65(s, IH), 9.29(d', IH), 7.85(s,'lH), 

7.83(s, IH), 7.78(d, IH), 7.60(s, IH), 7.58(s, IH), 7.50(t, IH), 7,30(d, IH), 

7.22(t, IH), 6.41(s, IH), 5.03-4.98(m, IH), 4.06(s, 2H), 3.55(dd, IH), 

3.22(q, IH), 2.15(s, 3H) 

<1083> 

<io84> 41 156: 5-^1^ 2-(4-l-S.S-^lS<io].T:]^)-3-(2-4db-l,2-4c>1§l-c>lHS. 

<1085> 

<i086> ^WC°fl 4 eh 2-(4-#S^»£Sci<5|-n|^)-3-(2-4i-l,2-40] 
2.0 g(5.17 mmol) ^ ^ I£4°lH 1.33 

g(1.5 eq, 7.76 mmol)4 ^ 32^3] 5.^)^1-(1.3 g)-§- ^84. 

<io87> fl NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.26(d, IH), 7.84-7.80'(m, 3H), 

7.59-7.55(m,. 2H), 7.51(t, IH), 7.35-7.29(m, 5H), 7.28-7.22(m, 2H), 6.42(s, 

IH), 5.02-4.96(m, IH), 4.15(q, 2H), 3.56(dd, IH), 3.20(q, 2H) 

157: 2-(4-€SS^2:^o>Tili1)-3-(2-4^-l)2-40l^0l2. 
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<1090> n 

<1091> Ci nj-ej-, 2-(4-l-SSH}!2:^^n]t)-3-(2-4^-l,2-cf0l 

2.0 g (5.17 mmol) ^ ^il 
1.43 g (1.5 eq, 7.76 mmol)-g- yJH aL^l^l (1.2 g)4 <28 

4. 
<i092> H NMR (400MHz, DMSO-de):' 11.67(s, IH), 9.24(d, IH), 7.85-7.79(m, 3H), 

7.62-7.49(m, 4H), 7.33-7.16(m, 6H), 6.43(s, IH), 4.96-4.87(m, IH), 4.34(s, 
IH), 3.50(dd, IH), 3.21(q, 2H), 3.13(t, IH), 2.90-2.73(m, 2H) 

<I093> 

<io94> 158: 5^(2-^1^1^) 2-(4-€33to^*H:t)-3-(2-Mi-l>2-cH 

<1095> n 

<io96> Ci 4e->, 2-(4-#SS.W11^^}D1^)-3-(2-4^-1>2-401 

«VolE.S.fl^^l-4-^)^2.0 g(5.17 mmol) ^ 2-nfl 1*1 
1.44 g(1.5 eq, 7.76 mmol)# ^ ^ JLaflsl £is|-f-#(1.2 g)-g- <£84. 

<1097> H NMR (400MHz, DMSO-dg)'• 11.65(s, IH), 9.23(d, IH), 7.83-7.79(m, 3H), 

7.58-7.54(m, 2H), 7.51(t, IH), 7.30(t, 2H), 7.26-7.19(m, IH), 7.17-7.12(m, 

3H), 6.42(s, IH), 5.02-4.96(m, IH), 4.16(q, 2H), 3.56(dd, IH), 3.21(q, 2H), 

2.27(s, 3H) 
<1098> 

<io99> 159: 5-(3-^ll^l^) 2-(4-#S.^€S^<iH^)-3-(2-4^-l,2-40l 
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<1I00> . n 

<11oi> Ci 44, 2-(4-€SS.»|2:0a4T3l^)-3-(2-^-4i-l,2-40] 
2.0 g(5.17 mmol) ^ tL^4°l^ 

1.44 g(1.5 eq, 7.76 mmol)# $^]^#(1.2 g)# <284. 

<ii02> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.24(d, IH), 7.83-7.80(m, 3H), 

7.58-7.55(m, 2H), 7.51(t, IH), 7.30(d, IH), 7.25-7:18(m, 2H), 7.12-7.05(m, 
3H), 6.43(s, IH), 5.02-4.96(m, IH), 4.11(q, 2H),' 3.56(dd, IH), 3.20(q, 2H), 

2.27(s, 3H) 
<1103> 

< 1104> 160: 2-(4-€-SS^lS<a<:»H^)-3-(2-4^-

0 
<1105> H 

<1106> Ci 44, 2-(4-#^^«!^ca4i:3l^)-3-(2-4i:-l,2-40l 
sMH3fl^-4-(iD3-2.H5.3i)£;A]: 2.0 g(5.17 mmol) ^ 3,4-4°HW*l 

4°lH 1.20 g(1.5 eq, 7.76 mmoDi: #•%-*) ?\ 3^)$ AiW#(0.9 g)# 
<284. 

<iio7> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.23(d, IH), 7.87-7.79(m, 3H), 

7.58-7.55(m, 2H), 7.51(t, IH), 7.30(d, IH), 7.24(t, IH), 7.13(d, IH), 7.08-

7.02(m, 2H), 6.42(s, IH), 5.00-4.96(m, IH), 4.17(d, IH), 4.08(d, IH), 3.56(d, 
IH), 3.20(t, IH), 2.22-2.09(m, 6H) 

<1108> 

<no9> 161: ^(4-1-^5.^1^) 2-(4-l-5.S.ia^^<iH^)-3-(2-4^-l)2-

4O1§]-O1H^-^-4-<|D4-2-^^4^11 *112: 
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< 1110> 

<ini> Ci 44, 2-(4-#^to0a4*l^)-3-(2-#;i-l,2-40l 
15131^ 2.0 g(5.17 mmol) ^ A-^SLS,^ 

°}B. 1.47 g( 1.5 eq, 7.76 mmol)# 4#A1^ *JH 5L%)£\ a^5fft(l.l g)f <£ 

. 84. 
<i112> . H NMR (400MHz, DMSO-dg): 11.64(s, IH), 9.25(d, IH), 7.84-7.72(m, 3H), 

7.74-7.72(m, 2H), 7.68-7.64(q, IH), 7.59-7.48(m, 4H), 7.33-7.30(m, IH), 7.24-
7.19(m, IH), 6.41(s, IH), 5.03-4.97(m. IH), 4.21(d, 2H), 3.55(dd, IH), 

3.21(q, 2H) 
<1113> 

<ui4> 162: 5^(2,2-(4-l-S.S.iiS^44^)-3-(2-4i 

-i,2-4°l*H^-Sfl^-4-,lD4-£-^^4-2.l-lMH4 *\]2i 

<1116> iRH'el ci 44, 2-(4-#^^^^°a40lic)-3-(2-4i-i,2-40l 
^"^-4-^)42.0 g(5.17 mmol) ^ 2,5-4°llrJfL^-5-,?M 

Ji^4°lH 1.61 g(1.5 eq, 7.76 mmol)# 4#A1^ yJH 3*]}$ 5.^1^#(0.9 g) 
_o_ (>) W-
a c AA • 

<i117> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.26(d, IH), 7.84-7.79(m, 3H), 

7.59-7.55(m, IH), 7.52-7.48(m, IH), 7.35-7.15(m, 5H), 6.41(s, IH), 5.03-

4.97(m, IH), 4.16(q, 2H), 3.56(dd, IH), 3.20(q, IH) 

<1118> 

<1119> 163: 5-(3-fS.3.iM) 2-(4-lS.S^S^44^)-3-(2-^-l,2-4 
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o] )E] O] *11: 

CI 

05" T\T 
H <1120> 

<1121> C°fl 42}, ±-1,2-^0} 
2.0 g (5.17 mmol) ^ S-tSSHI w.S-4°l 

— 1.59 g (1.5 eq, 7.76 mmol)# «JH 31*1)2) a^I^-^-i- (1.5 g)# £ 

<U22> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.26(d, IH), 7.84-7.79(m, 3H), 

7.59(s, IH), 7.56(s, IH), 7.50(t, IH), 7.40(s, IH), 7.38-7.28(m, 4H), 7.23(t, 

IH), 6.42(s, IH), 5.00(m, IH), 4.16(d, 2H), 3.56(dd, IH), 3.20(q, IH) 

<1123> 

<1124> 164: 5-(3,5-4°l«S.2-^l^) 2-(4-€^to^Mic)-3-(2-4^-
1,2-4-ol f>}6] HS.fl ̂ -^1-4-^)4 ol E o] *j]2; 

Br 

CI 

N' 
H <1125> 

<1126> °i^9l Ci 44, 2-(4--t^to^°H^)-3-(2-#4i-l,2-4-0l 
«l-^cS_=?^^_4_o^)B| 2.0 g (5.17 mmol) ^ 3,5~^}^S.S-^ H 

5*WH. 2.55 g (1.5 eq, 7.76 mmol)# *>#44 BJH ^14 (1.5 g) 
_0_ &\ oj 
a c M • 

<1127> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.26(d, IH), 7.84-7.78(m, 4H), 

7.59-7.55(m, 4H), 7.50(t, IH), 7.31(t, IH), 7.22(t, IH), 6.42(s, IH), 5.02-
4.97(m, IH), 4.14(q, 2H), 3.56(dd, IH), 3.20(q, IH) 

<1128> 

<1129> 165: S-(3-*W:ti3M) 2-(4-€^S^lS^o}pli1)-3-(2-44i-l,2-4 
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o)^)4"JSLvfl4H4 A2-

<1130> " 

<1131> Ci 44, 2-(4-€S^ia^c^44^)-3-(2-4i-l!2-40l 
4°1 ̂ 3.4 ̂ 4-4-4) 4 ̂ 3-4^:4 2.0 g(5.17 mmol) ^ 3~44^4 #^44 

H. 1.28 g(1.5 eq, 7.76 mmol)# 4#AH oL*fl4 £i44-#(0.9 g)# 48 
cf-

<1132> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.24(d, IH), 7.84-7.79(m, 3H), 

7.59-7.55(m, 2H), 7.53-7.49(m, IH), 7.38-7.30(m, 3H), 7.25(t, IH), 7.21-
7.12(m, 2H), 6.42(s, IH), 5.00-4.96(m, IH), 4.15(d, 2H), 3.55(dd, IH), 

3.20(q, 2H) 
<1133> 

<1134> 414 i 166: 54 4-44iz1i^)2-(4-€-5.S.^lS^4l;Il^)-3-(2-4^-l,2-4-0l 
4-<13)4-£.HS4-£4HH4 

<1135> n 

<1136> 443 4 444^ Ci 44, 2-(4--t3.sto444i4-3-(2-#;i-i,2-44 
4°1 ̂ -^1^4-4-4) 4-£-5.^-^4 2.0 g (5.17 mmol) 4 4-44^4 #S_4°1 
H 1.28 g (1.5 eq, 7.76 mmol)# 4#4^ 44 ^^14 (1.0 g)# 4 

84. 

<ii37> H NMR (400MHz, DMS0-d6): 11.65(s, IH), 9.27(d, IH), 7.84-7.78(m, 5H), 

7.59~7.55(m, 2H), 7.53-7.49(m, 3H), 7.30(d, IH), 7.22(t, IH), 6.40(s, IH), 

5.02-4.96(m, IH), 4.23(s, 2H), 3.54(dd, IH), 3.21(q, 2H) 

<1138> 

<1139> 414 i 167: 5-(3-i^41i;i)2-(4-l-S.S^l2:^44^)-3-(2-^-l,2-44 



<1143> 

<1144> 

<1145> 

<1146> 

<1147> 
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c," 
O N 

H <1140> 

<1141> Si ci 44-, 2-(4-#S^»3l2:^44^)-3-(2-4i-l,2-40l 
4°1 ̂ 3.^4-4-^)42.0 g (5.17 mmol) ^ t-3-4°l 

H. 1.21 g (1.5 eq, 7.76 mmol)# 4#A1^ 3^9] (1.2 g)# 

84. 

<ii42> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.25(d, IH), 7.83-7.80(m, 3H), 

7.59(s, IH), 7.58(s, IH), 7.51(t, IH), 7.30(d, IH), 7.26-7.21(m, 2H), 6.88(d, 
2H), 6.81(d, IH), 6.43(s, IH), 5.01-4.97(m, IH), 4.13(q, 2H), 3.71(s, 3H), 

3.50(dd, IH), 3.21(q, 2H) 

168: 5-(4-p|14Al^l;i)2-(4-#S.S.i€2^6Hii)-3-(2-4i-l)2-40l 

o. 

%N' 

0 
H 

o^tiVajo] Ci 44, 2-(4-#S-S-Wfl2:<i]4T3l^)-3-(2-#i-l,2-40l 

4°l^-Sfl^4-4-cH)4-$-HS3]4^ 2.0 g(5.17 mmol) ^ 4-i4Al^^ #^4°1 

H. 1.21 g(1.5 eq, 7.76 mmol)# 3^4\ £iSj-f-#(1.2 g)# £8 

4. 

H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.24(d, IH), 7.84-7.79(m, 3H), 

7.59-7.55(m, 2H), 7.51(t, IH), 7.53-7.48(m, IH), 7.35-7.30(m, IH), 7.25-
7.18(m, 3H), 6.87-6.51(dd, 2H), 6.42(s, IH), 5.00-4.94(m, IH), 4.10(d, 2H), 

3.73(s, 3H), 3.56(dd, IH), 3.19(q, 2H) 
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<1148> 

<ii49> 41 169: 2-(4-tSSS!20^fn]ii)-3-(2-^-l)2-4 

<1151> cofl 44-, 2-(4-#SSwflS^44^)-3-(2-4^-l,2-4°l 
2-° §(5.17 mmol) ^ 3-2)14^1^^ €3_4-°l 

— 1.70 g(1.5 eq, 7.76 mmol)# l^l^ M14 S*fl^#(1.2 g)# <28 

<i i52> H NMR (400MHz, DMS0-d6): 11.66(s, IH), 9.28(d, IH), 7.84(t, lH), 

7.82(t, IH), 7.78(d, IH), 7.59(t, IH), 7.56(t, IH), 7.53-7.48(m, IH), 7.40-
7.36(m, 2H), 7.32(t, 2H), 7.25-7.21(m, IH), 7.16-7.ll(m,. IH), 7.10(t, IH), 
7.02(t, IH), 6.99(t, 2H), 6.89-6.86(m, IH), 6.43(s, IH), 5.01-4.95(m, IH), 
4.14(q, 2H), 3.53(dd, IH), 3.20(q, IH) 

<1153> 

<ii54> 170: 543-^*17} 2-(4-tSS^S°^Mt)-3-(2-^dli 
-1,2-^H «H ) 4 °1 *11 

<1155> n 

<ii56> C^l 4-4-, 2-(4-#SS«3lS^44^)-3-(2-4i-l(2-4-0l 
2.0 g(5.17 mmol) ^ 4€(3-i±SM)lD,fe 

1.78 g(1.5 eq, 7.76 mmol)# *>-§-*1^ ^ JI^O] S^l^l-(0.8 g)# 

284. 

<1157> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.25(d, IH), 7.94(t, IH), 

7.86-7.79(m, 4H), 7.64-7.56(m, 3H), 7.54-7.51(m, 2H), 7.32-7.29(m, IH), 7.25-
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7.21(m, IH), 6.41(s, IH), 5.02-4.96(m, IH), 4.23(d, 2H), 3.85(s, 3H), 

3.55(dd, IH), 3.32(s, 2H), 3.20(q, 2H) 

<1158> 

<i i59> 171: S-(3-^N4Al?}^-iL1?i)1M 2-(4-lSSfe<i<>'M:t)-3-(2-4 

<1160> n 

<i161> A°ll 44-, 2-(4-#S^to^}4^)-3-(2-4^-l,2-40l 
§>olHSfl^^-4-°^)4^HS2l^A> 2.0 g(5.17 mmol) ^ 2-^>o] 

°H°1H 1.33 g(1.2 eq, 6.20 mmol)# «}#A14 tiJH ^14 a*fl^#(0.4 g)# 

284-. 

<i 162> H NMR (400MHz, DMSO-dg): 11.65(s, IH), 9.27(d, IH), 8.11(s, IH), 

8.01(d, IH), 7.94(t, IH), 7.84-7.79(m, 3H), 7.69(d, IH), 7.59-7.55(m, 3H), 
7.52-7.46(m, 3H), 7.34-7.28(m, 4H), 7.22(t, IH), 6.41(s, IH), 5.02-4.99(m, 
IH), 4.29(s, 2H), 3.56(dd, IH), 3.21(s, IH) 

<1163> 

<1164> 4W1 172: 5-[2-(4-^lH4cil-§-5<^)o|H] 2-(4-lS5.iffl2:-3-(2-

<1165> n 

<1166> 2 B°ll 44-, 2-(4-#S^fe(llol-u|i1)-3-(2-#i-l)2-4-0l 

^-4^^1^-4-11)4^^4-^ 2.0 g(5.17 mmol) % 4-^1-5-4 

0.89 g(1.2 eq, 6.20 mmol)# *}#44 ^ ̂ 14 3-A^ft(0.5 g)# 284". 

<1167>. H NMR (400MHz, DMS0-d6): 11.67(s, IH), 9.25(d, IH), 8.84(s, IH), 

7.83(d, 2H), 7.79(d, IH), 7.64-7.55(m, 2H), 7.51(t, IH), 7.30(d, IH), 7.24(t, 
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IH), 6.43(s, IH), 4.95-4.90(m, IH), 3.50(dd, IH), 3.20(q, 2H), 3.11-2.99(m, 

4H), 2.32(s, 3H) 
1C 

<1168> 

<1169> 41*H 173: 2-(4-€-SS.^l2^o>n]i1)-3-(2-4i-l)2-

<1170> 

<1171 > 

<1172> 

<1173> 

<1174> 

H 

^3 2 C^l 44, 2-(4-#^te<il4*l^)-3-(2-#i-l,2-40l 
4°1 ̂ 4 ̂4-4-^)^1 o.H3l5i)£Ay 2.0 g (5.17 mmol) ^ 2-(#S5*Hl )^ B) 4 

<*!4 1.27 g (1.5 eq, 7.76 mmol)# <1143 2 CI- ^1^1 

£^l3Hv# (0.8 g)# 284-

H NMR (400MHz, , DMS0-d6): 11.65(s, IH), 9.28(d, IH), 8.48(d, IH), 

7.82-7.79(dd, 2H), 7.78-7.74(m, IH), 7.59(s, IH), 7.57(s, IH), 7.51(t, IH), 
7.40(d, IH), 7.32-7.21(m, 3H), 6.42(s, IH), 5.02-4.97(m, IH), 4.26(q, 2H), 

3.56(dd, IH), 3.20(q, IH) 

174: .^(^^^-3-^)^11 2-(4-#S5.^l2^^pli1)-3-(2-4i-l)2-

ci 

<1175> n 

<1176> H43 2 C°fl 44, 2-(4-tsste<l]4*l^)-3-(2-#^-i,2-40l 
40lH^4fe4-4-<H)E]2.0 g(5.17 mmol) ^ 3-(#3.S*)] 1)4 ̂  4 
<*!4 1.27 g(1.5 eq, 7.76 mmol.)# 4#A1^ 5.*ll3HI"i-(0.9 g)# 2 

84. 
<i177> H NMR (400MHz, DMS0-d6): 11.64(s, IH), 9.25(d, IH), 8.55(d, IH), 
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8.45(dd, IH), 7.83-7.79(m, 3H), 7.73-7.70(m, IH), 7.59(s, IH), 7.56(s, IH), 

7.50 (t, IH), 7.36—7 .• 30 (m, 3H), 7.25-7.21(m, IH), 6.42(s, IH), 5.02-4.97(m, 

IH), 4.18(q, 2H), 3.55(dd, IH), 3.20(q, IH) 

<1178> 

<1179> 175: 5^(3-5)1^^:1) 2-(4-#S.S.^S^«>Hii)-3-(2-^-4i-l,2-tl-ol 

f>}°))El5.213^ <m61 H^l 412: 

<1180> n 

<1181> C°11 4^}, 2-(4-#S-^w]lScil0>ul^)-3-(2-#-4i-l,2-40l 

^le ̂ -4-12 )^.£ = 5.3] 2.0 g (5.17 mmol) ^ 

1.52 g (1.5 eq, 7.76 mmol)# (1.3 g)# <28 

4. 
<ii82> H NMR (400MHz, DMS0-d6): 11.66(s. IH), 9.26(d, IH), 7.86-7.80(m, 3H),_ 

7.59(d, IH), 7.55(d, IH), 7.51(m, IH), 7.42-7.40(m, 2H), 7.34-7.31(m, 3H), 

7.26-7.21(m, 2H), 6.62(d, IH), 6.44(s, IH), 6.28-6.23(m, IH), 4.99-4.98(m, 

IH), 3.74(d, 2H), 3.57(dd, IH), 3.23(q, IH) 

<1183> 

<ii84> 176: 5-°ll^-Al-3-4iH^^ 2-(4-l-5.S.^l2^oHii)-3-(2-4^-

l,2-tl-0l«1-0lS.S.fl^^-4-^)EliHS.^iMlolE^ 

o. Y^r0^ i ° 

<1185> H 

<1186> C<*fl 2-(4-#^SBflS^o|.nl^)-3-(2-#-^-l,2-40l 

§>olc^^^^_4-o^)H)_o n^2.0 g(5.17 mmol) ^ <*fll 3-#^^H3.5X] o_ 

Ml°1 B 1.06 g(1.5 eq, 7.76 mmol)# ^-§-A]^ wq (0.7 g)# 

<284. 

<ii87> H NMR (400MHz, DMSO-dg): 11.66(s, IH), 9.24(d, IH), 7.85-7.82(m, 2H), 



WO 2014/003424 
113 

PCT/KR2013/005622 

7.79(d, IH), 7.60-7.58(dd, 2H), 7.51(t, IH), 7,30(d, IH), 7.23(t, IH), 

6.42(s, IH), 4.93(m, IH), 4.06(q, 2H), 3.52(dd, IH), 3.19(q, IH), 3.06(t, 

2H), 2.61(t, 2H), 1.17(t, 3H) 

<1188> 

<1189> i 177: -3-(2-^-1,2-4°! 

<1190> n 

< 1191 > Bi 44, 2-(4-l-3.3.wl!2:^4Dl^)-3-(2-#-i-l,2-40l 

2.0 g(5.17 mmol) ^ #4°1^1 

0.87 g(1.2 eq, 6.20 mmol)# JI^14 5.*fl^-^-i-(1.4 g)# <28 

4. 
<1192> H NMR (400MHz, DMS0-d6): 11.63(s, IH), 8.88(d, IH), 8.67(t, IH), 

7.91(d, IH), 7.87(t, IH), 7.85(t, IH), 7.55(t, IH), 7.53(t, IH), 7.49(m, IH), 

7.31(dd, IH), 7.24(m, IH), 6.50(s, IH), 4.89(m, IH), 4.10(q, 2H), 3.89(t, 
2H), 3.44(dd, IH), 3.16(q, IH), 1.19(t, 3H) 

<1193> 

< 1194> 4l*H 178: [2-(4-#SSiffl2:^413lt)-3-(2-#i-l,2-4°1 4°1 

<1196> [2-(4-#^^«flS^4ul^)-3-(2-#i-l,2-4014°l^-^^1^4-4-^)B 

5.3] 1-0 g(2.19 mmol)# 4°1 *Mif-44°lS. 10 mL°fl # 

0.5 mLt- 7>^r 4# 30^-^V 

4. # 20mLl- 4# ofll 3L# 20 mLilL 3«i ^#484. TM 
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^ cx^4§]-c^ t}# 6fl ^ 

ii^r i^Aflo] jr^jj s)-^-^-(0.4 g)# <284. 

<1197> H NMR (400MHz, DMSO-dg): 11.61(s, IH), 8,86(d, IH), 8.49(t, IH), 

7.92(d, IH), 7.87(s, IH), 7.85(s, IH), 7.55(s, IH), 7.53(s, IH), 7.50(t, IH), 

7.29(d, IH), 7.23(t, IH), 6.49(s, IH), 4.89(m, IH), 3.79(d, 2H), 3.46(dd, 

. IH), 3.14(q, IH) 
<1198> « 

<1199> 4UH 179: 6)1^ 4-[2-(4-#S.S.ii2^<5Hii)-3-(2-4^-l,2-40l^}0lH.S. 

H 0 

0 °YN^^OEt 
N'^i H JL ^ 

<1200> H 

< 1201> Bi 4^,'2-(4-tHS!20^}Dlii)-3-(2-^i-l12-cfol 
^-^-4-^)^5.3]^:^]: 2.0 g(5.17 mmol) ^ °flii 4-°M ±. ̂  31 °1 H 

41 1.04 g(1.2 eq, 6.20 mmol)# S^S)-f-#(1.0 g)# 

4. 
<i202> H NMR (400MHz, DMSO-dg): 11.61(s, IH), 8.77(d, IH), 8.23(t, IH), 

7.92(d, IH), 7.86(t, IH), 7.85(t, IH), 7.55(t, IH), 7.53(t, IH), 7.48(m, IH), 

7.31(dd, IH), 7.23(m, IH), 6.47(s, IH), 4.78(m, IH), 4.04(q, 2H), 3.42(dd, 

IH), 3.13(m, 3H), 2.29(t, 2H), 1.67(m, 2H), 1.17(t, 3H) 
<1203> 

<i204> 41 180: ili 2-[2-(4-#5-S^!l2<^oHii)-3-(2-^-i-l)2-40l^l-0l^S. 

<1205> n 

<i206> H^Sl 4l^yov^ B<*fl 4el-, 2-(4-#SSwflS^6>nlii)-3-(2-#^-l,2-40l 
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2.0 g (5.17 mmol) ^ L-^^I °1M c*x\. 

1.18 g (1.2 eq, 6.20 mmol)# £4|s)-^-# (1.5 g)# <28 

4. 

<i207> H NMR (400MHz, DMSO-de): 11.62(d, IH), 8.77(t, IH), 8.59(dd, IH), 

7.94(t, IH), 7.85(t, 2H), 7.54-7.48(m, 3H), 7.29(dd, IH), 7.22(q, IH), 

6.50(d, IH), 4.95-4.92(m, IH), 4.34-4.28(m, IH), 4.12-4.05(m, 2H), 3.29(dd, 

IH), 3.18(t, IH), 1.68-1.48(m, 3H), 1.16(q, 3H), 0.92-0.87(m, 6H) 

<1208> 

<i209> 181: 2-[2-(4-#S.S^2^6H^)-3-(2-4^-l,2-40l^-°lH.5. 

<1210> ' 

<1211> B°fl 45-K 2-(4-#3.^w]l2:^<5l-T3li1)-3-(2-#i-l,2-40l 

2.0 g (5.17 mmol) ^ sfl 

1.38 g (1.2 eq, 6.20 mmol)# *1#^ vaq jLafls] (1.4 g)# 

<284. 

<1212> H NMR (400MHz, DMS0-d6): 11.61(d, IH), 8.75(dd, IH), 7.84(d, 2H), 

7.55-7.49(m, 3H), 7.31-7.14(m, 8H), 6.46(s, IH), 4.91-4.87(m, IH), 4.60-

4.57(m, IH), 4.06(q, 2H), 3.34(m, IH), 3.09(q, IH), 2.936-2.90(m. 2H), 

1.13(t, 3H) 

<1213> 

<1214> 182: aflli 2-[2-(4-l-SS.iffl2^c>>pli1)-3-(2-4^-l,2-r1-o]^|-olS-^ 

^!^€-4-^)HS.3i|^.^oHii]-3-(lH-Sll-3-<a)HS.^^.i,ilolE^ ^ 
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<1216> H43S1 44, 2-(4-#S^tiJl2:<^413l^)-31(2-#-i-l,2-4-0l 

2.0 g (5.17 mmol) ^ 

1.67 g (1.2 eq, 6.20 mmol)# 4#4?1 (1.1 g># 
<284., 

<1217> . H NMR (400MHz, DMS0-d6): 11.60(d, IH), 9.22(s, IH), 8.77-8.67(m, 2H), 

7.90-7.81(m, 3H), 7.53-7.48(m, 3H), 7.31-7,23(m, 2H), 7.02(t, 2H), 6.62(t, 
2H), 6.45(s, IH), 4.89-4.87(m, IH), 4.51-4.48(m, IH), 4.12-4.02(m, 2H), 
3.16(dd, IH), 2.99-2.89(m, 2H), 2.81(q, IH), 1.16(t, 3H) 

<1218> 

<i2i9> 41 183: 4°Hil 2-[2-(4-#5.5.ii2<^6H^)-3-(2-4^-l,2-40l^>0l 

HS.fl^^-4-^)HS3rli^44ii]^l^:-l)5-40l-2-6il0lB2l 4 3: 
H 

<1220> n 

<1221> H43S1 ^4^ M 44, 2-(4-®^3-yfls^4ul^)-3-(2-#-i-i,2-40l 
4°lS-S4^4-4-°El)H^3xl-&A> 2.0 g(5.17 mmol) ^ 4°H,fH^l 

s O|A> 1-49 g(1-2 eq, 6.20 mmol)# 4#4 ̂  "JH 5.41^1-(1.2 g)# 

£84-
<i222> H NMR (400MHz, DMSO-dg): 11.61(d, IH), 8.79(t, IH), 8.64(dd, IH), 

7.93(t, IH), 7.84(m, 2H), 7.50(m, 3H), 7.31(dd, IH), 7.23(m, IH), 6.51(s, 

IH), 4.92(m, IH), 4.31(m, IH), 4.08(m, 4H), 3.38(m, IH), 3.18(m, IH), 2.43(t, 
IH), 2.35(t, IH), 2.03(m, IH), 1.88(m, IH), 1.18(m, 6H) 

<1223> 

<i224> 4J*H 184: 40Hii 2-[2-(4-#SSfe^44^)-3-(2-^h-l,2-4°l*H 
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H 
N C02H 

1^CO2H 

<1225> 

<i226> 4°Hii 

4-°^)HS5il o_^oj-nl^]^e>-i)5-tfol O_O]1O]H 1.0 g(1.80 mmol)# #7l 4lAHl 

164^ U-B: S.*fl^l:C0.4 g)# <284. 

<i227> H NMR (400MHz, DMS0-d6): 11.62(s, IH), 8.84(t, IH), 8.44(dd, IH), 

7.92(q, IH), 7.84(m, 2H), 7.52(m, 3H), 7.32(m, IH), 7.25(m, IH), 6.51(d, IH), 
4.92(m, IH), 4.27(m, IH), 4.08(m, 4H), 3.40(m, IH), 3.18(m, IH), 2.29(m, 2H), 

2.00(m, IH), 1.86(m, IH) 
<1228> 

<i229> 185: 4-€-SS-N-[l-[2-(3H-6lT=I14#-4-^)®ll^^Ms.^]-2-(2-4^-

1,2-4^1 SH B.s.3] )<*fl n] *f|2 
H H 

CI 

<1230> H 

< 1231> ^*138 Bi 44,2-U-^S.S.^\2.°i^)^)-3-(2-^r±-l,2-r}o) 

SfolHS.fl^-^-4-^)^5.3]^ 2.0 g (5.17 mmol) ^ ^l^Sl 0.69 g (1.2 eq, 
6.20 mmol)# ^-g-^l?l JLz\}$ (0.9 g)# 

<i232> H NMR (400MHz, DMS0~d6): 11.64(d, IH), 8.83(d, IH), 8.729(t, IH), 

7.93(d, IH), .7.86(d, 2H), 7.71(s, 2H), 7.55-7.48(m, 3H), 7.30(d, IH), 

7.23(d, IH), 7.20(s, IH), 6.94(s, IH), 6.62(t,. 2H), 6.48(s, IH), 4.81-4.75(m, 

IH), 3.40(dd, IH), 3.18(q, IH), 3.11-3.00(m, 2H), 1.87-1.80(m, 2H) 
< 12 3 3 > 

<i234> 41 186: 4-#SS-N-[2-(2-4i-l,2-40l^>0l^Sfl^^-4-<a)-l-(2-3l 
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<1235> 

<i236> Bi 44, 2-(4-l-^^^Soa44^)-3-(2-#-^-l,2-40l 
sHs.£flt?!-4-^)£S3l^ 2.0 g(5.17 mmol) ^ l-(2-4Dl^°fll)3l#5]^ 

0.71 g(1.2 eq, 6.20 mmol)# 4#4^ 5:*flW#(0.6 g)# <2^4. 

< 1237> H NMR (400MHz, DMS0-d6): 11.63(s, IH), 8.80(d, IH), 8.15(t, IH), 

7.91(d, IH), 7.87(t, IH), 7.85(t, IH), 7.55(t, IH), 7.54(t, IH), 7.48(t, 
IH), 7.29(dd, IH), 7.24(m, IH), 6.46(s, IH), 4.79(m, IH), 3.41(m, IH), 

3.21(m, 3H), 2.42(m, 6H), 1.64(m, 4H) 

<1238> 

<i239> 187: 4-l-SS-N-[l-(2-SLl-?l-4-^-olll442-<i)-2-(2-4i-l)2-4 

<1240> 

<1241> Bi 44, 2-(4-l-^^wll2:0a4ul^)-3-(2-#4i-l,2-40l 
2.0 g(5.17 mmol) ^ 4-(2-°H i^l €)H#^ 

0.81 g(1.2 eq, 6.20 mmol)# 3^$ a>fl^#(0.5 g)# £^4. 

<i242> H NMR (400MHz, DMS0-d6): 11.63(s, IH), 8.81(d, IH), 8.09(t, IH), 

7.91(d, IH), 7.87(t, IH), 7.86(t, IH), 7.56(t, IH), 7.54(t„ IH), 7.48(t, IH), 

7.29(dd, IH), 7.23(m, IH), 6.47(s, IH), 4.78(m, IH), 3.52(t, 4H), 3.39(m, 

IH), 3.19(m, 3H), 2.31(m, 6H) 

<I243> 

<1244> 188: 2-(£Sf?l-4-^)i^ 2-(4-€5.S^l2^44^)-3-(2-^-
l,2-4°l^-c,lS.^s^-4-^)HS.3]^^lolH #5l#5l]ol3 o] ^ 
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<1245> n 

<1246> H43Si 44, 2-£fs!-4-0^ll 2-(4-tSS«!20^Ht)-

3-(2-#4i-l,2-40140lHSfl^4-4-^)SS3il1 g(2.07 mmol) ^ #5l€" 
0.16 g(2.07 mmol)# 4#^14 ti4Ajl i*TI4 5. *11^1-(0.8 g)# <£$4. 

<i247> H NMR (400MHz, DMSO-de): 11.71(s, IH), 9.06(d, IH), 7.83(t, 3H), 

7.59(s. IH), 7.57(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.47(s, IH), 
4.76(m, IH), 4.26-4.15(m, 2H), 3.50-3.45(m, 5H), 3.35(s, 2H), 3,29(q, IH), 

2.57-2.47(m, 4H), 2.35(br-s, 4H) 
<1248> 

<i249> 189: 2-(S.sf.^-4-«g)oil^ 2-(4-l-SS^l2^44ii)-3-(2-4i-
l,2-40l^°l^S.fl^^-4-^)5.SSl^.vilolE ^12-

o 

(j/V^N'\ ^'0 OH C,XJ H °=< 
ill / 0H 

<1250> H 

<1251> H43S1 E<>1| 44, 2-2. #4-4-^lH 2-(4-€S^1€2:ca4cl^-)-
3-(2-#i-l,2-40140l^-3.fl^4-4-^)H^3J]^t-llol E i g(2.07 mmol) ^ 

0.19 g(2.07 mmol)# aX|^l-(0.9 g)# <2^4. 

<i252> H NMR (400MHz, DMSO-de): 11.71(s, IH), 9.06(d, IH), 7.83(t, 3H), 

7.59(s, IH), 7.57(s, IH), 7.52(t. IH), 7.32(d, IH), 7.24(t, IH), 6.46(s, IH), 

4.75(m, IH), 4.27-4.14(m, 2H), 3.50-3.45(m, 2H), 3.35-3.26(m, 5H), 2.58-

2.46(m, 5H), 2.35(br-s, 4H) 
<1253> 

<i254> 4UH 190: 2-(SL2f^-4-^)«fli 2-(4-#SS^a^«>Hii)-3-(2-44i-

l(2-4°l^l-0lS-^^^-4-^)HS.3Sl^.vilolE *112 
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<1255> 

<1256> 

<1257> 

<I258> 

<1259> 

<I260> 

<1261> 

<1262> 

<1263> 

<1264> 

CI 

0~ £)H 

CT^IM' 
H 

3-(2-^4i-l,2-4°l ̂ ^^1^-4-^)5.3.31.2. MWB i g(2..07 mmol) ^ 

^ 0.29 g(2.07 mmol)# *1#^ ^ Ml 3}-^-§-(0.8 g)# <£&4. 

*H NMR (400MHz, DMSO-de): 11.71(s, IH), ' 9.08(d, IH), 7.83(t, 3H), 

7.76(dd, IH), 7.59(s, IH), 7.56(s, IH), 7.52(t, IH), 7.42(m, IH), 7.32(d, 
IH), 7.23(t, IH), 6.85(q, 1H>, 6.46(s, IH), 4.78(m, IH), 4.32-4.21(m, 2H), 
3.54-3.47(m, 5H). 3.29(q, 2H), 2.78-2.67(m, 2H), 2.54(br-s, 4H) 

191: 2-(S.3#?l-4-^WtL 2-(4-€SS.^l3E:^oMii)-3-(2-^-
lf2-4o]§}o]HSf)^^-4-^)SS3l^.v|lo]H A]2: 

CI 

°Y°H 

HO^O 
cr N' 

H 

^av^o] E°fl 44, 2-2-€^-4-^ofll 2-(4~tS5.i32:-<lJaHiO-

3-(2-#i-l,2-4°l^^-4-^)5^3] _oI|O}E i g(2.07 mmol) ^ 

0.19 g(2.07 mmol)# w}#4^ 5>fl3BM-(1.0 g)# £^4. 

H NMR (400MHz, DMSO-dg): 11.71(s, IH), 9.09(d, IH), 7.83(t, 3H), 

7.58(s, IH), 7,56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.46(s, IH), 

4.79(m, IH), 4.34-4.25(m, 2H), 3.56(t, 4H), 3.49(dd, IH), 3.29(q, IH), 2.87-

2.78(m, 2H), 2.65(br-s, 4H) 

192: 2~CE.s^-4-£[)oflig 2-(4-€SS.^l2^6>4^)-3-(2-44i-
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•N' 
OH 

0 = 
CI"" 

0 = 

H 
ON- 0H 

<1265> 

<i266> Ei 44, 2-2.#^-4-tlHli 2-(4-l-SS^2i^o]-Dlil)-
3-(2-4^-l,2-4°l^l-0l^^fl^^-4-^)BS2]^i-ilolE x g(2.07 mmol) ^ 

0.22 g(2.07 mmol)# £-§-*1?} 1 g)# £$4. 

<i267> H NMR (400MHz, DMS0-d6): 11.71(s, IH), 9.06(d, IH), 7.83(t, 3H), 

7.59(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.46(s, IH), 

4.77(m, IH), 4.24(m, 2H), 3.51-3.46(m, 5H), 3.29(q, IH), 3.19(s, 2H), 2.70-

2.61(m, 2H), 2.51(t, 2H), 2.47(br-s, 4H) 
<1268> 

<i269> 41 193: 2-(2.S^^_4-^)O]1^ 2-(4-lSSte<il413liO-3-(2-4^--

OH 
0={ 

V-OH 

y=c =0 
O^N"^" HO' 

<1270> H 

<1271> Ei 44, 2-2.f5l-4-0^li 2-(4-t^Ste1]ol-D|^)~ 
3-(2-#.i-l,2-40l^°l^-Sfl^5l-4-0a)BS^ o_vilo]E 1 g(2.07 mmol) ^ Ik# 

0.28 g(2.07 mmol)# ^41^ 3.41 sHhK 0.6 g)# <2534. 

<i272> H NMR (700MHz, DMSO-de): 11.70(s, IH), 9.06(d, IH), 7.85-7.82(m, 

3H), 7.59-7.57(m, 2H), 7.52(t, IH), 7.32(q, IH), 7.23(t, IH), 6.47(s, IH), 

4.78-4.75(m, IH), 4.26-4.16(m, 3H), 3.49-3.47(m, 5H), 3.29(q, 2H), 2.63~ 

2.51(m, 2H), 2.45-2.38(m, 5H) 
<1273> 

<1274> 4^H 194: 2-CE.s-3.^-4-03)6|lig 2-(4-#^.^ ̂ 4*1t)-3-(2-4^-

i,2-4°14°ls.^ S?1-4-^)HS-5X1^.^CIH 4^-431°lH2] 412: 
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CI 

<1275> 

<i276> Ei 44, 2-(4-tSS»!20^}Pli-)-

3-(2-#i-l,2-40140l^^^l^^-4-^)5^3]^ti]o)E i g(2.07 mmol) ^ 4^4 
= 0.31 g(2.07 mmol)# 3>fl^l-(0.4 g)# <2^4. 

<i277> H NMR (400MHz, DMS0-d6): 11.71(s, IH), 9.06(d, IH), 7.83(t, 3H), 

7.58(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.47(s, IH), 
4.75(m, IH), 4.29-4.15(m, 4H), 3.51-3.46(m, 5H), 3.29(q, IH), 2.60-2.48(m, 

2H), 2.37(br-s, 4H) 
<1278> 

<i279> 195: 2-(S.sf-^-4-^)ofl^ 2-(4-tS5.te<|344^)-3-(2-^-dE=.-
l(2-40l^l-0l^-S.^fe^-4-^)HS-3i|^.vi]o'lH AS: 

CI 

o Nl ^ OH 
H <1280> 

<1281> E°1] 44, 2-(4-f-^^tiflS^4Dl^)-

3-(2-#i-l,2-4014°l^^i?l^^-4-<a)BS5livllolH 1 g(2.07 mmol) ^ 

0.24 g(2.07 mmol)# 4#^ ^ 3^}$ £^|^-^-i-(0.8 g)# £&4. 

<i282> H NMR (400MHz, DMSO-de): 11.71(s, IH), 9.09(d, IH), 7.83(m, 3H), 

7.59(s, IH), 7.57(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.45(s, IH), 

6.ll(s, 2H), 4.82(m, IH), 4.37(m, 2H), 3.65(br-s, 4H), 3.49(dd, IH), 3.31(q, 
IH), 3.14(br-s, 2H), 2.95(br-s, 4H), 2.51(t, 2H) 

<1283> 

<i284> ^4^1 196: 2-(2.sf-^-4-^)oil^ 2-(4-fSS«l2:^oMi)-3-(2-4i-
1,2-4°l S-S.fl -^-4-lJ Ml °1 H ^431°1H4 *11^ 
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SN' 

CI' 

O^N' 
H HO 

<I285> 

<i286> 4s-}, 2-(4-#S.S.^Il2i^oHii)-

i g(2.07 mmol) ^ 

0.16 g(2.07 mmol)# ^#^1^ ^^]S(-^-l-(0.9 g)# <£^4. 

<i287> H NMR (400MHz, DMSO-dg): 11.71(s,. IH), 9.08(d, IH), 7.83(m, 3H), 

7.59(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.46(s, IH), 

6.12(s, 2H), 4.82(m, IH), 4:37(m, 2H),'3.65(br-s, 4H), 3.48(dd, IH), 3.32(q, 

IH), 3.15(br-s, 2H), 2.96(br~s, 4H), 2.52(t, 2H) 

<1288> 

<i289> 197: 2-(2. = 2-(4-#S.S^0S^^Hii)-3-(2-4i-

l,2-40l^-0l^^a?i-4-^)5.S.2l^.vilolE 

OH 

Hn_ I 
CI 

L, , , J'^O 
<1290> 1-1 

<1291> Ei 4s-}, 2-£f-^-4-<lHll 2-(4-tSSte(H4Dl^)-
3-(2-#i-l,2-40140l^S^lMlO]E i g(2.07 mmol) ^ ^lBS. 
# 0.40 g(2.07 mmol)# a^5)-"t^(0.7 g)# <2^4. 

<i292> H NMR (400MHz, DMSO-dg): 11.71(s, IH), 9.06(d, IH), 7.83(t, 3H), 

7.59(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.24(t, IH), 6.47(s, IH), 

4.77(m, IH), 4.28-4.18(m, 2H), 3.50-3.46(m, 5H), 3.29(q, IH), 2.65(dd, 2H), 

2.64-2.57(m, 2H), 2.51(t, 2H), 2.43(br-s, 4H) 

<1293> 

<1294> 41*H 198: 2-(2.=-l-^-4-^)ofl^ 2-(4--g-^^te<a4°l^)-3-(2-#-i-
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<1295> 

<1296> 

<1297> 

<1298> 

< 1299> 

<1300> 

<1301> 

<1302> 

<1303> 

<1304> 

Ci 04 
0 N' 

H 

ofS°H 

E<*f| 44, 2-2.1-^-4-^0)11 2-(4-#^S.aJl2:^4D1^)-

3-(2-#i-l,2-40140l^^l^-4-<lDSS2ilMHH. 1 g(2.07 mmol) ^ 
0.33 g(2.07 mmol)# #-§-*1*} MlWir(1.0 g)# <£$4. 

H NMR (700MHz, DMS0-d6): 11.71(s, IH), 9.80(br-s, IH), 9.11(d, IH), 

7.84-7.81(m, 3H), 7.62-7.61(m, 2H), 7.60-7.57(m, 2H), 7.52(t, IH), 7.35-
7.30(m, 4H), 7.23(t, IH), 6.45(s, IH), 6.11(s, 2H), 4.89-4.85(m, IH), 4.52-

4.42(m, 2H), 3.89(t, 2H), 3.62(t, 2H), 3.54-3.52(m, 3H), 3.44(t, 2H), 3.33(q, 

IH), 3.15(br-s, 2H) 

199: 2-(S.sS.^_4_^)6il^ 2-(4-#SS.^^^4I:I1^)-3-(2-#-4I-

CI 

H 

Ei 44, 2-2.#^-4-^ofl^ 2-(4-#^S^S°^4I::1^)-
ul 3-(2-#4i-l,2-40140lHS.fl^4-4-^)B^^^mo]B 1 g(2.07 mmol) 

2-ic40l^l°lB 0.39 g(2.07 mmol)# ^#^1^ JLafls] 3E;*ll3HHi-

(0.9 g)# <2534. 

H NMR (400MHz, DMSO-de): 11.71(s, IH), 9.78(br-s, IH). 9.10(d, IH), 

7.84-7.81(m, 3H), 7.59-7.47(m, 5H), 7.32(d, IH), 7.23(t, IH), 7.11(d, 2H) , 

6.45(s, IH), 6.ll(s, 2H), 4.86(m, IH), 4.52-4.40(m, 2H), 4.02(m, 2H), 3.62(t, 
2H), 3.55-3.29(m, 6H), 3.14(m, 2H), 2.29(s, 3H) 

200: 2-(H.s^^_4_<g)6il^ 2-(4-#^S.^S^O]-P|^)-3-(2-^-
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<1308> 

<I309> 

< 1310> 

<1311> 

HCI 

<1305> 

3-(2-#iL-l,2-40140l^^fl^4-4-0^)55.sl^M]olH i g(2.07 mmol) ^ 
0.19 mL(2.07 mmol)# 4#^ (0.4 g)t £&4. 

<i307> H NMR (400MHz, DMS0-d6): 11.69(s, IH), 11.52(br-s, IH), 9.24(d, IH), 

7.89-7.86(m, 3H), 7.57(t, IH), 7.55(t, IH), 7.51(m, IH), 7.32(dd, IH), 

7.22(m, IH), 6.46(s, IH), 4.93(m, IH), 4.60-4.47(m, 2H), 3.87-3.82(m, 4H), 

3.57(dd, IH), 3.60-3.33(m, 5H), 3.12(m, 2H) 

201: 2-(2.s#^-4-^)olH 2-(4-#S5.te^44M-3-(2-Mi-

0 Va 

H2SO4 

^430] Eofl 2-£t?!-4-0^li 2-(4-t-S^fe^o)-nli4-
3-(2-#i-l,2-4014°l^-S4^4-4-^)HSSlitflolE 1 g(2.07 mmol) ^ 

0.20 g(2.07 mmol)# 4#^ ^ jLSfl*) 5.afl£|-#i-(0.4 g)# <£$4. 

<1312> H NMR (400MHz, DMS0-d6): 11.71(s, IH), 9.09(d, IH), 7.83(t, 3H), 

7.59(s, IH), 7.56(s, IH), 7.52(t, IH), 7.32(d, IH), 7.23(t, IH), 6.46(s, IH), 

4.82(m, IH), 4.35(t, 2H), 3.63(s, 4H), 3.50(dd, IH), 3.1(q, IH), 3.05(br-s, 

2H), 2.86(br-s, 4H), 2.55(s, IH), 2.51(s, IH) 
<1313> 

<1314> 202: 2-(S. = l-?l-4-^)oll^ 2-(4-tSStol3ol.nl;t)-3-(2-4i-

^^-4-^)55.siMlo]H 4^ 



WO 2014/003424 
126 

PCT/KR2013/005622 

o ^ 

<1315> 

<1316> 

<1317> 

<1318> 

<1319> 

<1320> 

<1321 > 

<1322> 

<1323> 

H3PO4 

3-(2-#4i-l,2-4ols>o]c^f1^5l-4-^)HS3)^^i]c>lH 1 g(2.07 mmol) ^ °]*> 

0.17 g(2.07 mmol)# ^#^1^ aL*f|s] M]sl-^-#(0.6 g)# <2^4. 

H NMR (700MHz, DMS0-d6): 11.72(br-s, IH), 9.08(d, IH), 7.86-7.82(m, 

3H), 7.58-7.57(m, 2H), 7.52(t, IH), 7.33(dd, IH), 7.24(m, IH), 6.47(s, IH), 

4.77-4.75(m, IH), 4.27-4.17(m, 2H), 3.50-3.47(m, 5H), 3.30(dd, IH), 2.60-
2.57(m, 2H), 2.56-2.50(m, IH), 2.39(br-s, 4H) 

§>7l IS] #7} 'iAjofl 1 ifl^l 202°1H eflti} 

*1^1^ *133:71 X ^ Y-fr §>7] S H 

u 
CK X. 

O V Y 

[£ 1] 
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X Y ^AHI X Y 
1 0 £ Hg 2 0 
3 0 

CH3 
4 0 —~CH» • ' 

5 0 6 0 •—"-OH 

7 0 v^'"' -CH 8 0 
9 0 10 0 r—

1 r 
! O

 >
o
 

o
 

X
 

11 0 'VV^-^S-'CH3 12 0 WO 
13 0 H 14 o 1 

15 0 rr 16 0 

17 0 

X 
18 0 N 

19 0 JO 
1 

20 0 ^co 
21 0 

1 

22 0 

23 0 -"^CH 24 0 
25 0 

CH3 
26 0 

27 0 JL 28 0 0 

29 0 30 0 "O 
31 0 32 0 
33 0 uO 34 0 

35 0 0 36 0 r-o 

37 0 CH3 38 0 

39 0 40 0 o-\ 

41 0 ^g°J 42 0 JO 
£H3 

43 . 0 44 0 

45 0 JO 46 0 

47 0 o 48 0 

49 0 50 0 o 
51 0 J3" 52 0 "^OJO 
53 0 ^v 54 0 •N^N-S 
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55 0 56 0 0 

57 0 —-NH 58 0 

kj 
59 0 60 0 0 

0-1 

CH3 

61 0 uO 62 0 ^X> 
63 0 

CH3 

64 0 JLX 
65 0 fYCH3 66 0 

j~}-
£ 

o
 

X
 

w
 

1 

67 0 ucx 68 0 J? 
F 

69 0 JX 70 0 JX 
71 0 72 0 ^CX0JQ 
73 0 ^aSw 74 0 k. o \ 

75 0 76 0 OX5 
77 0 78 0 

79 0 ;-H'' 80 0 ^yy 
81 0 82 0 "^CN 
83 0 H''N'V 84 Q H3VN sjy 

CH3 

85 0 86 0 

87 0 ^"Yi 
H3C 

88 0 

89 0 JD 90 0 if^N 

•vW 
91 0 "X> 92 0 ^co 
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93 0 94 0 

bnA 

95 0 •JP. 96 0 

97 0 98 0 0 

H 

99 0 0 

kA 
100 0 0 

101 0 0 

o 102 0 0 

103 0 o 104 0 —r0— 
0 

105 0 0 f^O 106 0 0 f^O 

107 0 0 108 0 ^0T°O 
109 0 ^Y^Q 110 0 0 

,ANMf 
H 

111 0 

H H 

112 0 0 

H H KJ 
113 s H 114 s —C H,; 

115 s 116 s ^--X H 

117 s 118 s 
CH3 

119 s 120 s ^N-CH, 
CH3 

121 s 
k:M, 

122 s CH, 
1 

HC-^XH 

123 s CH3 124 s 
— 

125 s 126 s ^XQ 
127 s 128 s WO 
129 s 

0*^ 

130 s 0 

131 s . ~ x 
H 

132 s 0 

tHs 
133 s 134 s 
135 s ^CH 136 s X) 
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137 S X) 138 S 

139 S 140 S 

141 S 142 S .0 

143 144 S -~--Q 
145 S OH3 . . 146 S o-\ 

147 S 148 S _>0 

. 149 S 
6H, 

150 S ^xx, 
151 S 152 S JO 
153 S 154 S 

155 S 0 
oA Oy 

156 S oO 
157 S 158 S 

CHa 

159 S oOk* 160 S ~oc 
161 s ....xr' 162 S xaF 
163 s ^xx, 164 S 

165 s ^xx. 166 S Icr 
167 s 168 S ^cr0™ 
169 , s _X\X) 170 S 

171 s 
^ViQ 

172 S CH, 

173 s •JO 174 S 

175 s 176 S 

177 NH 0 178 NH 0 

179 NH 0 180 NH 0 

C H, 

181 NH 0 

u 
182 NH O 

~Y"^0-""'I H) 
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183 NH 0 r-CH3 -tf —\ f—Chb r° 
184 NH V-OH 

185 NH 0 

VN 
HN <^S* 

186 NH —0 

187 NH o 188 0 ! 0° 
189 0 o 190 0 o 
191 0 o 192 0 o 
193 0 194 0 o 
195 0 O 196 0 o 
197 0 o 198 0 o 
199 0 o 200 0 o 
201 0 o 202 0 o 

<1324> 

<1325> 1 : — 

<1326> 

<1327> 1. 3*?Hd-g-
<1328> 

<i329> 1) MeOH -g-^sl'^2: 

<1330> jijH. £}= 5mg# °ll f^-irCMeOH) 250mL°{| A]^ 

(20000ng/mL)# ^ lOOOng/mL, 500ng/mL, 

200ng/mL, lOOng/mL-H-

< 1331 > 

<1332> 2) Z\)S: 

<i333> 4 MeOH-5)1 H -g-e" 100tiLSf lOOyL, ^H-i-(MeOH)300uL# 
1.5mL^ 5«-^> 5£# 10,OOOrpnH]*} ^ 

200L1- ^ 
<1334> 

<n35> (Blanks MeOH -g-^ cfl^i MeOH# 4#, wH0^ 250yL insert 

4£-) 
<1336> 
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<1337> 2. 42: 

<1338> 4 lOOuLS} MeOH 400 uLI- 1.5mL 5^# M*}, 5^4 
lO.OOOrpm €^2} ^ 200 uL# 41«fl 

<1339> 

<1340> 3. ^*1] 

<i34i> SD(Sprague Dawley) 
<i342> 100fng/kg°l ̂  ^ 

^ 4 ^Alcflofl o]5fl ^4^.0] %o_ loomg/kg 

4. 
<1343> ^ ̂  2*]&°] ^4^- Jpiofl 1^-i: ^fi]4 

<*) 24°C4M 

<i344> £-e]4 l^ofl tflsflA-^ eflwHslH ^£2] tfloi^i^- # 

3iiL5tl4. 

<1345> 

<1346> 4. ^°Jj 14 

<1347> [3L 2] 

^AHl 
efl wj-n] 3] JE. 128.69ng/mL 

1, 2, 4, 6, 8, 24, 26, 30, 33, 34, 39, 61, 
62, 67, 71, 74, 89, 117, 134, 137, 177, 

178 

100~500ng/mL 

11, 13, 21, 31, 36, 40, 50, 78, 83, 86, 
90, 94, 95, 110, 115, 130, 153, 157, 161, 

168. 175 

500-1,000 ng/mL 

15, 19, 38, 48, 51, 55, 58, 82, 95. 103, 
108, 120. 125. 154 

1,000-2,000 ng/mL 

14, 16, 44, 47, 99, 100, 102, 105, 106, 
109. 121. 144. 151. 155 

> 2,000 ng/mL 

<1348> 

<1349> 5- 2-2] ^^141- ^iL1^ J=La}^. ^-f4 £ ^o(| $) 

til^c 4 ^A]a]lf- ^-°o] toj|^ 3lti!n]3]c Jtco] 

* 3)lH>n]4Hl- 2Al^Vo] ^4^ 3=ro] ^fl4 

TT 2|tiH3|H ^-H7> £- 4 ^X|o]]o{] o]sfl Sflylnl5]c 4^1^ 

2*1# ^ IIMI ^U4^ eflwj-nl^s. ^£iL4 ^^^1 ^"4 £. 
4 ^AHHI o]§fl ^4 JIDH^H ^HsL^l i4^§r°l ^-g-^- 33-
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44 T 4$24. 
<1350> 4 444 4 4444 4444 

444 44 ^T^l ## ^r4 444 444l"4 4444^ 
4#4 44°I4^S t ̂  4224. 

<1351> 

<1352> 2 : #1 7H^r*H 4H 

<1353> 

<1354> 1. 44 44 

<1355> 4¥ S.44 44# 37 °C 4#^44 ot lA]^- ^oj- f^A^ 

4444-
<i356> 44 4 44 444 ^xr 4 44ir 10mg# ACN lmL°fl 44 -g-^(stock 

solution)# 42:444- °H 44 4^-§-4(Na2HP04 0.58 g 4 KH2P04 2 g) 

# H20 1L4 44 ^ 750 mLl- ACN 250 mL4 ^4)# #7) 

42:4 ^-g-^j 40 uL# li 2mL7l- 44 4mL ^7R> ^ $44 
sj-ji, 30 rpm^-S. -£.4444. 

<i357> 0, 2, 4, 6, 8, 10, 15, 30, 45, 60, 90 4 120^ 44 200pL4 4## 4 
444 ACN 40011 Ml 44 ^ 1^4 1^4 44^:44 4#, 4^4# 
4^ HPLCS £-4444(4, ^4 4 474 44## 0, 1, 3, 5, 7, 10^-44 
44 £44). ^4, 4nL4#44 s. 4#(4444^-) °-^4 44 4^1- £4 
44- ^44 4441- 4^444. 

<1358> 

<1359> 2. 14 

< 136o> 44 444 14# 44^1 S. 3 4 £ H 44444. S. 3^ 444#4 
4444-^^4 44 44(444)# 4^4 14°14, £ 1£ 5 34 141- -£4 
44 4^-5.4 444 474 4«fl ^1^4 iS-sjn(prodrug)4 4444^ 44*11 
44 ^1444 — (rebamipide)S_4 444## 444tilS £44 % o]c}. 

<1361> 

<1362> £ 14 £44 44144 44 ^4^-S- 4^4, eflwM^) 
— 44*114 ^4 2.57^r°l ^4SI# 4 4444^5. 4°1 4444## 444 
^ 9l9i3, ^444 3^-4 ^44 444 444^4 ^7}t}<q <9 io£o} ^4^ 
# 44^ 44 44 44*14^ 4444 31444^5. 4444## 444 T 
4534. 

3-f 44^#4 
44-^1 s. 4 Ei a 
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<1363> 

<1364> [S 3] 

4#(ti/2) 
^3AH1 14 < 2£-
^UHl I6 < 2£-
^AHI 44 < 2£ 
AUHl 47 2.57^-
^ 4 ofl 99 < 2£ 
^AHI 100 < 2£ 
^M<4 102 < 2£ 
^*H1 105 < 2£-
^ AHI 106 < 2£-

109 < 2£ 
^*H1 121 < 2£ 
^AH 144 < 2£ 
^AHI i5i < 2£ 
^AHI 155 < 2£-

<1365> 

<1366> #7) 5."3°fl Z| ^Alcsflojl o]*|) ^1 ^ ̂  

^ ^-T- 47$ 2.57£-°l n £\$) 

^af|2] 5_^ 2TT- Oliflo] Al^ofl- HV 0]#$] Ofo) ^Ot^-O] ell 

HH5I|H. 2. ^=#^1 &I1 wj-T^l 3^ JEL^ 3*#^ "T ^ 

^^.5. ^ 30£ c-l^oi y>^7ll- ^7H1, ufl 

^a^l3! — *H<>H J1]HH3]£SS] 1 ^JLI-

T 51-S-W ^r 
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1] 

^}7] 3^^ 1^ °1^ '°T3, ^ 

mnq I] 
CK X 

O V Y 

rr^ A N" 
H 

H 
#7} 

X^r li 5E.Tr % # §}<-MiL; 

Y^ CrCetl, CrCe^-^tl, (CrCs^^M KrCs^, (C2-C6°s^^^4 

)C1-C6tl, , (4^^ 

^^)Ci-C6 <£%, Kli^lDCi-CB °SV?J, (CrCe^l^^CrCg^l, [(Ci-Ce^l 

)(C1-C6^l)^Hic]C1-C6<iJ:l, [(C1-C3^^)(6>^)0H^]CrC6^,. [(CI-C3°H)(4 

sji^oj.nlic)c1-C6^l,C2-C60sv^l^, C2-C6^l-^]^, Cz-Ce^QQ, C3-C84°1#S^ 

1, (C3-C840l#S0H)CrC6^l, (C3-C8A>O]^SOS^O^)C_C6OSV^> (C3-C8^1B115.A> 

ol^^^DCrCetl, [(C1-C3^l)C3-C8sil^SAl-ol^S.^^]Ci_C6o^:^) [(o}^)Cl-C3 

0SV1]C3-C8«)]B^A>O1^^OSV^CI_C6OIV^ ( [(C1-C6<i>l^-4^^-^)C3-C8^^^A>ois 

JCrCe^l, [(CrCa^^l 9} = JsHd)C3-C8*H Hfl5LAH#s.<£zj]CI-C6°SV1 , (C3-

'C8«H n SAj-o] )Cl-C6 sT^l °^, [ (Ci-C3<t 1 )C3-C8*11 efl S.A}O) t ̂31 ^ ]Ci-C6°J: 

1, KDCrCe^, [(CrCs^D^tlCrCe^l, [(CrC3t?J4^1)0l"i]CrC6t^, 

[(CrC^i^l 7} = 

M)4!]C1-C6<1M, (°>1)C3-C6<imi, (« 

S.<>m )Ci-C611^1^) 3) n JCrCet 1, [ (CrCa^ )C3-C8^1 
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[(C3-C84c'l€S<tl)^^]S6]-€]C1-C6<tl! [(41)^1^41 

JCrCe^l, [ (CrC3^l)*11 31S.^M]CrC6t1, [ (41 )CI-C31M ] 31 sfl 5.4mCi-C6«£ 

1, (Ci-Ce^^r A1 4^-^ KrCelM. [ (C3-C83l 31 S-4°l ̂ 3-°^ ftrCe^ ^4 ?} 

s ̂  JCrCe^l. (C3-C8«n 31 sLAfo] tst^^i^CrC6t^, [ (CrC3°svl )C3-C8^1 

31 SAj-o] 4 s ̂  ]CrC60H, [ (CrCs^l )C3-C8*)1 31 SAH 

]Ci-C60a^J, [ (C3-C84°l fStD^I Al ]Ci-C6°svl, [ (C3-C8*)] 31 sLAj-o] f-

[(41) (CrC3<M-M4HlCrCet^, (CrCgl^M , [(C3-C8 

31 31^4°1 )4*1±.7}*£.Ti]Ci-Ce<£Q, [ (CrCa'M)C3-C8§!1 31^44 

1 ] 4*1 , [ (Ci-Cs^l) (Ci-C3°av144 )4*1 ̂ 4 = ]Ci-C6^l 

2L tr (^C3-C83| 315LA}oj )C1-C6<y:lo] :a, 

°1 nfl, AOV7) CrCe^C QrQlM^, C2-C6<£4^, C2-C6^^^, C3-C84 

°lt^^,' C3"C83] 3) S-44 # _?_<£3} Q} , Oj-^J HL^- 3131^4 

Ca-Cs^l, ^S.S., ti.S.2., 4°I^H7l, MBS71 ^ A] of 

±7)3, ^0,SA^ 44 0]#0] ^ 

2] 

*)U1M1 $H4, ^}7l2] 4^£l^r 3^#: 
1) pflU 2-(4-#SSfetlMuliO-3-(2-4£-l,2-^°l^HcS^^_4_ 

2) <>11H 2-(4-l"SSw!^cil6l-Dl£)-3-(2-4^-1.2-cf4sl-ol C^=7]^H|_4_ 

1DB5.4-24HH; 
3) 3-^m^-l 244-€SSfe<114*l£)~3-(2-4i-l,2-40140l^^l^ 

^-4-^)^S3l itflolE; 

4) ^ 2-(4-#^Swfl^°^cl-nl£)-3-(2-4^-l,2-40l«}0lH.^l^sl-4-l) 
5.5.31] OLV-flojE ; 

5) 2~JiSS.°fll 2-(4-#5.S«]l2:^0l-4£)-3-(2-^-i-l,2-40140l^S^^ 
fi-4-<iJ)SS-5z]-$-^l0lB; 
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6) 2-(4-€-S^a3l^^^*l£)-3-(2-^-^-l,2-44§l-o] 
fl ̂ ^-4-°J) sm] 4 H; 

7) 2-(4-€SS»fl^lol-ul}ii)-3-(2-^-i-l.,2-q-0l^l-0l^-^fl^^ 

8) 2-oll^-Alofl^ 2-(4-#SS-tiflS^f>ulic)-3-(2-^-l,2-cl-ol§}o]cS^^ 
^-4-^)Hk3|^.v11o]E ; . 

9) 2-UI^^-A]^^ 2-(4-l-^S'ffl^<ao>nl^)-3-(2-^-l,2-q-ol§l-olnLS=?] 

^-4-!)BSsi^3Hn; 
10) 2-CH1^-AHM 2-(4-#SS-HflS^o].pl^)-3-(2-^-l,2-c]-o]§]-olcS 

fl fe^-4-<iJ o_3l o] E ; 

11) 2-^1^4^^^ 2-(4-l-^SHflS<ll^l-T3]^)-3-(2-4i-i>2-cf0l^}0l^ 
Sfl-^-4-<lDHS3]£3HH ; 

12) 2-31 ̂  4 2-(4-W:S.^2:0i^}±)-3-(2-^±-l,2-r\o]t}o}r^ 
5.f1 ¥^-4-°i) HS.S1 Sm o] H ; 

13) 2-nfll^H^ofl^ 2-(4-#^S^2:0a^l-*l£.)-3-(2-^-l,2-40l^l-0l^ 
5.fl ¥#-4-<H )H5.s| SL^} 4 B; 

14) 2-4°Hll°l-i:!l£-0fll 2-(4-#S.Swfl2:lol.nli1)-3-(2-4i-l)2-40l^} 
o] H5.fl ̂ -4-1 )HS.3X) iufl o] B ; 

15) 2-40Hll°l-nl^-l-i:311^-0fll 2-(4-l-S5Lyfl2:^o}ul^)-3-(2-^-^-
l,.2-4°l*M^-fl ̂ -4-^)^5.21 o^]o]H; 

16) 2-nfolofl^6].T3li1ofl^[. 2-(4-#^SW5S1 o>u| k)-3-(2-4i-l, 2-tH 
olHSf] ̂ -4-11)^5^ ; 

17) 2-4°l0M^HSl0M£°llii: 2-(4-#S5.wfl^lol-nli1)-3-(2-^-i-
1,2-cf°l HS.fl -^-4-1) )H5.s} .£31 ol B; 

18) 3-4°Hl!0M£H^l 2-(4-#55.^2:<l3aHt)-3-(2-%4i-l,2-tH 
o] H^ fi ̂  ̂  _4_ <£ ) K ^ $_ 31 o] E ; 

19) 2-H! 31^ 6Hi:)ofl| 2-(4-l-^^^2:0Elol.pl^)-3-(2-^i-l(2-4 
°1 t}o) £S^1 fe^-4-0^ )Z.3.S\ SL^ o] E ; 

20) 2-(«M o}pl^)ofl^ 2-(4-l-SSw3l2:^o>nlt)-3-(2-4i-l!2-4 
ol *}o) H5.fl ̂ ^-4-°^)B3.$ J2.M1 o] B; 

.21) 2-(^2:^1-^-2-^ D(|^ ofn]^)^^ 2-(4-#S5.wjl^^ol-n]i1)-3-(2-
^r±-l ,2-4 °1 ̂ >°l H5.fl ̂ -4-°^ )B3.3) °.3l o] B; 
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22) 2-(4-#S.S.yfl2:^o]-uli1)-3-(2-4i-l,2-4c>]^1-0l 
HS.fl ̂ 1-4-1 )E£^ °] H; 

23) 11 2-(4-l"5^feloHt)-3-(2--^:£:-l,2-40l«HH^f]^-4-

1)5S3)^MMB; 
24) ^fB-2-^1 2-(4-#SS>fe^o]-ul;t)-3-(2-^i-l,2-40l«HHSfl 

^1-4-1)5^3]i^plE ; 

25) 3-0)11-^-2-<211 2-(4-#^^w]lS^o>n]i1)-3-(2-4i-l,2-40l^}0l 

H5.fl ̂ -4-1 )H5.2) ol E ; 

26) 5S5-2-£ll 2-(4-l-SSajl^^o]-nli1)-3-(2-4i-l,2-40140lH^ 

fl ̂ 4-4-1) 55.3] £ Ml O]B 
27) 2-^i5Sl 2-(4-t-^S>fe<llo}ul^)-3-(2--^-l,2-40l«MH^f| 

t?l-4-a)HS.5li^olB; 
28) 2-4^-r-^ 2-(4-#5.5.w}l2:<llo}pli1)-3-(2-^-l,2-4-0l^l-0lHSfl^ 

4-4-1) a. 5.3) ̂ .vilolB; 
29) §5.^ 2-(4~t5.5.igl2:!of^ic)_3-(2-^-db-l,2-4°l^>°1 H5.fl 

^•4-4-1)553) .M0lB; 
30) A}o]#^l 2-(4-l-SS^2:oaol-nl^)-3-(2-^-dt-l,2-cl-0l«l-0lH5-fl 

^4-4-1)5^3) o_tilo]B; 

31) A>olf-^BSl^ll 2-(4-#^SBflS<^ol-nlic)-3-(2-^-^-l,2-40l§l-0l 

HSfl-^4-4-1 )5S3)^ti|olB; 

32) AHl-^iHl 2-(4-#^SfeloH^)-3-(2-4i-i,2-4°l^-0lH 

5.fl ̂ 4'-4-1 )5S3) jSLtfl ol B; 
33) 4°l#^^Hlii 2-(4-#S^2:!ofi3l^)-3-(2--%:£-l,2-40l«l-c>|H 

5.fl ¥1-4-1)5.5.3) SLi-ll °1 B; 
34) Afo]^ 3^-3-$ 1*111 2-(4-l-5S»aSlol.nli1)-3-(2-^-i-l,2-40l 

5}ol H5.4-^4-4-1)5.5-3} _$.tilo]B; 

35) 4 A1 41^12 2-(4-#S^ife!0HH)-3-(2-4i:-l,2-40l^-0lH^fl 
¥4-4-1 )55.3) sm o] m; 

36) 3-ofl 14^14-3-1*111 2-(4-#SS^2:1O>T:1^)-3-(2-^-4I-1,2-401 
H5fl ¥ 4-4-1) 5^3} SL til ol B; 

37) 2-(l-n]l 13) f-Bl 4-2-1H! 2-(4-€S5wI!SloH£)-3-(2-4^-
1,2-4°l4°1 H5fl¥4-4-1)5.5.3) o_til °1 B; 



WO 2014/003424 
139 

PCT/KR2013/005622 

38) 2-3] 1-5]4-1-^-^1 2-(4-t5.S.^l3il6H^)-3-(2-^-4i-l,2-40l^ 
o] s_S.fl ̂ -fl-4-1 )55.sl o_Ml °1 H; 

39) 2-(A-^S.^2i0io\^\±)-3-{2-^r±-

1,2-4°l HS.fl ¥^-4-1 )Z.3.s\ £M1 o] B ; 

40) [ 1,3]4°) ̂ #-2-^*111 2-(4-#S.S.^^lol-n]t)-3-(2-^-i-lv2-4 
o] §}o] ns.fl ̂ -4-1 ^M1 o) H; 

41) 2-[l,3]-4°l^i£-2-<lHl! 2-(4-€S^yflS^o]-nlvcl)-3-(2-4i-
1,2-tHHS.fl^-4-1)5^3j °.M1°1 H; 

42) l-^M^sllsl^^-^olU •2-(4-®S.S.^!2:l6l.nli1)-3-(2-^-4i-l,2-4 
o) o] H5.fI ¥fi-4-1)^ S.til °1 H; 

43) Hi^ifllel^-S-lHli 2-(4-#S.S.^13:loj.nl^)-3-(2-4i-l,2-cf 
o] *}o] HS.fl ̂ -4-1 )5S.sl J2.iil ol H; 

44) 2-3)^1 Si4-1-^^1^ 2-(4-#S.S.wH^lol-nli1)-3-(2-^-4i-l,2-c}0l^l-0l 
H5.f1 ¥€-4-1) HSz\ 2.Ml o] H ; 

45) EflH^HH5.:3l^-2-l*il'ti 2-(4-#S.S.^l2:lol-Tili£1)-3-(2-^-
1,2-cH §}o] HS.fl ¥^-4-1 )H5.3] -2-Ml o] E ; 

46) 2-[l,3]40l^#-2-l°lH 2-(4-l-S.S«il2:lc>>nlH)-3-(2-^-l,2-^ 

o) <5HHS.fl^-4-1 )5.S.3l JS.i-11 olH; 

47) 2-H.-f*ci-4-l0fl1i 2-(4-#S.5.fe<!]ol-ul^)-3-(2-4^-l,2-cH§l-o]H 
Sfl^-^-4-DHS.sl^.vllolE;. 

48) 3-£f?l-4-0^Si 2-(4-#S.S»ISlo>nl^)-3-(2-^-i-l)2-cf0l^}0l 

H5.fi ¥^-4-1 )HS.sl £M1 ol H; 
49) 4-£#^-4-^^-^ 2-(4-l-SSB]l2:(aol-DlH)-3-(2-4i-l,2-cl-ol§}olH 

Sfl^-4-l)55.2)-M°lH; 

50) 6-S.#4-4-^Sl^l 2-(4-#5-Stel0HH)-3-(2--^-l,2-4°l«MH 

S.f1 ¥#-4-1) 5 5. 5H SL Ml ol e ; 
51) U-^^s^-i-lHifl 2-(4-t5.S.^l2:lol-^i^)-3-(2-^-l,2-4 

o] sj-oj HS.f1 ¥*2-4-1)55.3] SLMl ol H; 
52) 2-(4-yfl^3il5llE.l-^]-i-l)oll^ 2-(4-l-SSwflSlo>nlH)-3-(2-44:-l,2-

cf o] §>o] HS.fl ¥fl-4-l )55.s| itfl °1B; 

53) 4-[4-(3-#SS.5|N)3ilj?llel- ̂ -1-1 2-(4-t5.5.te!oHii)-3-
(2-^h-l, 2-4°l HSfl ¥^1-4-1 )HSsl o_Ml ol B; 
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54) 2-(4-#S5.ifeloH^ 

)-3-(2-^-i-l, 2~4°1 «H HS.fl ¥€-4-1 )1S31 £M1 o] H ; 

55) 2-<>Hl^:-l-^6fl^ 2-(4-#5.5.tel6H:t)-3-(2-^-l>2-40lSHH 

5-fl¥€-4-l)5S3]£MHH ; 
56) 2-(2-4^31^5l€-l-lH1i •2-(4-#5.5.te<lJ<>Hic)-3-(2-^4i-l,2-

4°1 H5.fl ¥€-4-1) 55.31 _£M1 ojH; 

57) (2-4^4^5} 4-5-1H11 2-(4-#5.5.€2:loHic)-3-(2-^-4i-
1,2-4°l «W H5.fl ¥€~4-l )55.3] ̂ -Ml °1 B; 

58) 4-S#^-4-l-^/2:-^-B-2-(?311 2-(4-# 5.5. ̂ 12:1 O>P! ii)-3-(2-^4i-
l,2-4°l^}°lHSfl¥fl-4-1)5^3] O,M1°1B; 

59) 4-S.#4-4-l-B^-^-H-2-^l 2-(4-#5.5.'&2:!<>Hic.)-3-(2-3-£ 
-1,2-4°l ̂ °l H5.fl ̂ -4-1 )5S3] o_Ml o] H; 

60) 5-*lM-2-^-[l,3]4014#-4-l^l 2~(4—sSS-^Sil0!-13! H)-3-
(2-^-i-l, 2-4°l «f°l H5.fl ¥€-4~l) 5S3j SL Ml °1H; 

61) ^ 2-(4-tSSfel413l£)-3-(2-^-i-l)2-40140|HSfl¥€-4-
!)55.3)-2.Ml°lH; 

62) $L°\M 2-(4-€SS«3lSlo}nl£)-3-(2-4i-l,2-40140lH5-fl¥^-
4-1)55.31 £. Ml °1B; 

63) 2-nfl^^l^ 2-(4-l-SStf0Slo>4H)-3-(2-4i-l,2-cfol^}olHSfl¥ 
€-4-1)55.3] o_Ml oj E; 

64) 3-^11^1 2-(4-fSS«!2l 4*1 £)-3-(2-^-4i-l, 2-4°l SHH5.fl ¥ 

^1-4-1)55.3) S. Ml °1B; 

65) 2-(4-#5.5.afl^l<5l-*l£)-3-(2-4^-l,2-40]40lH 
Sf]¥ €-4-1)55-3] ̂ Ml°lH; 

66) 3,5-4°!^^^^ 2-(4-¥SSfel4Dl^)-3-(2-^-l,2-4°14°lH 

5fl ¥€-4-1 )55.3) iMl °1 H; 
67) 2-(4-#SStffl^lo>Pli^)-3-(2-^-i-l)2-40140lHS 

f]¥€-4-l)5S3]^MHH; 
68) 2,5-4°l#^S^^ 2-(4-€5.S»H2:!4*|H)-3-(2-4i-l,2-40l«l-

4H5.fl¥€-4-1 )55.3l o.Ml°] H; 

69) 3-40}^^ 2-(4-t^S*ISl4*]i0-3-(2-^-l,2-4o14o|HSfl 
¥€-4-l)55.3)^Ml°lH; 
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70) 3-4B5«M 2-(4-#5.5.iffl2:!4-uj^)-3-(2-^-1,2~44§]-o]c^ 
¥€-4-1)5^3] o,44B; 

71) 4-^^-4^^ 2-(4~tSS*flSl44H)-3-(2-4:i-l,2-4444HSf| 
¥€-4-1)5^4^-4 4 B; 

72) 3-444^1 2-(4-#5.Stf|lSl44H)-3-(2-4i-l,2-4444HSfl 
¥€-4-1)55.31] Ml OjE; 

73) 4-il^3i]-ltifll 2-(4-¥SSfel44H)-3-(2~4^-l,2-4444H 
5fl ¥€-4-1)5^4 o_M] o] e • 

74) (4-011^44^^-1)^^ 4-[2-(4-tSSia2l4Dli:)-3-(2-4i-l,2-

44 §>o] H5.fl ¥€-4-1 )554 O.M1 4 B; 
75) (3-41444^^1)1311 2-(4-¥SSfe!4-n|H)-3-(2-44i-l,2-cl-

o] t}o) H5.f1 ¥€•-4-1)553) 3.Ml o] E ; 

76) 45t^-2-lo111 2-(4-#5.5.^2:!aHiO-3-(2-4dt-l,2-EMS}ol 
H5.fl ¥€-4-1)55.31 £>114 B; 

77) 2-1-431-9-1*111 2-(4~t5.5.tffl2:!4-4iO-3-(2-4^-l,2-44sl-4 
H5.fl ¥€-4-1 )55.3Xl £44 B; 

78) 2-4 #-1-141 2-(4-¥SS«52:144H)-3-(2-4:^-1,2-4444HS 
fl ¥€-4-1 )55.3X] ̂ .Ml °1 B; 

79) (2-ofl44#^-al)^€-4-lol]l 2-(4-tS5.fel44:t)-3-(2~4^ 
-l,2-4444HSfl¥€-4-l)5^4£Ml4B; 

80) 2-El£^-2-141 2-(4-¥S5.afl2:lol-T3lH)-3-(2-4i-l,2-40l^0lH 
5.f1 ¥€-4-1)55.3} O,M14B; 

81) 2-4SL^-3-141 2-(4-I-5.Stel44^)-342-4^-1,2-44 44 
H5-fl ¥€-4-l )55-4 £4 °] B; 

82) 2-444^-1-14! 244-¥^S'fel44H)-3-(2-4£-l,2-4444 
H5.fl ¥€-4-1)55.31 £M14B; 

83) 5-44 ¥5.55l-2-*ll l-2H-3le}#-3-l *111 2-(4-#5.5.^2:14nl 
H)-3-(2-4^-l, 2-44 44 H^f] ¥€-4-1)5^4 £M14B; 

84) 3,5-44 *11!4444ir-4-l4 1 2-(4-¥5.5fe!44H)-3-(2-4i 
-l, 2-44 44 H5.fl ¥€-4-1 )55.3l £4 4 B; 

85) 2-(5-ofl 1-4-4144^-2-1)4! 2-(4-¥SSfe!44£)-3-(2-4 
i-i, 2-44 44 H5.fl ¥€-4-1 )5^3i o_Mi 4 E ; 
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86) 2-^11 2-(4-#5.Ste!oMic0-3-(2-44i-l,2-nM 
S}o]HS.fl^-€-4 1)5^3} o_i.1lojE; 

87) 2-(4-ofllElo].^-5-l)ofl^ 2-(4-#SS^2:^O]-D]XI1)-3-(2-^-4I-1)2-

4olsWH5.fl¥€-4 1)2LS.5*|-2.MHH; 
88) ^e^-2-IHlll 2-(4-#5.5.^l2:loHii)-3-(2-^-l,2-tq-o]§l.o]H.S. 

fl¥€-4-l)5S.^iL^-o]E; 
89) 3] 4 £-3-1^! 2-(4-#S.5.^l2:lol-oli1)-3-(2-4i-l,2-c)-olS>olS. 

Sfl ¥€-4-1)55.3} ̂ t1lo]E ; 
90) 3] 4€-4-1*11! 2-(4-#BSwflS^o>clH)-3-(2-4i-l,2-4°l§l-0lH 

S.fl¥€-4-1)55.3)sm] olB; 
91) 2_( 3] B] €-2_l ) °fl ! 2-(4-#SS«!lScilol-n]^)-3-(2-4i-l)2-4014 

olHSfl^€-4-^)H^3l o^tilolE ; 

92) fl¥€-2-l*fl! 2-(4-#5.5.felo>*lic)-3-(2-4:£-l,2-nH3HH5. 
fl¥€-4-1 )55.s) o_M] ol E ; 

93) fl¥€-3-<lHli 2-(4-#55feloH£.)-3-(2-^-;i-l,2-40140lH5 
fl¥€-4-1)55.s)£t|l ol E ; 

94) 2-(l-o)l!-lH-l¥-3-lHl! 2-(4-#SS.wfl2:^ol-p]H)-3-(2-^-^i-
1;2-cfo] %}o) ££f] ¥€-4-1 ) 55.5*1 o_tH °l B; 

95) ^12:4ol-^-2-ltifl! 2-(4-#S.S.aflS^ol-nl^)-3-(2-4i-l,2-4014 
o] HS.fl ¥€-4-1 )BB3] <m) o] B; 

96) 2,3-4°l^HHSte[l, 4] 4°144-2-^011! 2-(4-#S.S.fel^>nl 

£)-3-(2-^-l,2-40140lHS.fl^€-4-^)HS3l£MlolE ; 
97) #4^-9-1 *11! 2-(4-l-S.5.a|2:lol-uliE1)-3-(2-4i-l,2-cl-0140lHS 

fl ¥€-4-1)55.3) .2. Ml'0lH; 
98) oH!?}^!^! 2-(4-#55feloH£)-3-(2-^-l,2-nH40lH 

,5.fl¥€-4-1 )55.s}£M1 ol E ; 
99) 2-(4-nfll3l5)14-#-l-l)-2-^-£o]l! 2-(4-l-SS«11^1o>nlH)-3-(2-^ 

i-l,2-4014°lH5f| ¥€-4-1)553)£M1O]E ; 

100) l-(4--ofl!3] 5)14^-1-9}2-(4-#SS.BflSlol-uli1)-3-(2-
^±-1,2-4°l 4°1 HS.fl ¥€-4-1 )553) SLtf] ol B; 

101) 2-£#€-4-l-2-4£°fl! 2-(4--tS.S.^2:lol-nli1)-3-(2-^-l>2-tq-

- - ol b-fol H5.fl¥ €-4-1) 55:3) _9.Hlolj :; *• 
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118) S-(3-oll!Jf!)2-(4-!-SS>fe<lMnli1)-3-(2-^-l,2-n}o]sl-olcS 

f] ¥€-4-1) 4-£-5^£tflo]E ; 

119) S-^ll 2-(4-l-SS.wll2:lo1-4^)-3-(2-4i-l,2-401^1-0lHSfl¥€-
4-1 )4 iHS3] £M] °| H; 

120) 5-(2-cfolpj|^ol-n|^)oi]!•2-(4-tSSfel'5}oli:):3-(2^i-l12-cf 

o) HS.fl ¥€-4-1 )4 £5^4 £M] o] E; 
121) 5-(2-nfol6(|!«s]-u]i^)^! 2-(4-¥SS»flSlol-nlt)-3-(2-^-4i-i)2-n} 

ol §}ol HSf] ¥€-4-1)4 O^-fl o] E ; 

122) S-(2-4°l°HiH£€0MiiHl! 2-(4-#SSwjlSlo}nlii)-3-(2-^-

±-l, 2-i=H HS.fl ¥€-4-1 )4 £5^4 £M1 °1 B; 

123) 5-(2-4°Hl!<il-nlH)5Bl 2-(4-¥SS«3l2:loHH)-3-(2-4i-l,2-
4°1 H-S.fl ¥€-4-1 )4 £5S.sl sm o] E ; 

124) 5-(2-«l3:lofolH)^l! 2-(4-t"S.S.'fel<>HiO-3-(2-4^-l,2-tW 
5}c>lHSfl¥€-4-l)HS3l£Ml0l-B 41-^1 °1 B; 

125) S-oll-^H! 2-(4-¥S.Swfl2l4nlH)-3-(2-4^-l,2-4-ol§}o]HS.fl 

¥€-4-1)4£554£M1O]H ; 
126) f(2-l!!2l^l)oil| 2-(4-¥^S-»!2:lo1-n]H)-3-(2-4£-l,2-40l^l-

o] HS.fl ¥€-4-1 )4 £Ml ol E ; 

127) 5-(2-*lM^!Hli 2-(4-¥SS«312:1 o>uli1)-3-(2-^-i-l,2-401 

ol HSf:1 ¥ €-4-1) El £HS.35l £ Ml ol H ; 
128) 5-(2-5Hll€l)°fl! 2-(4-¥SSti11alol-ul^)-3-(2-^-l,2-40]^} 

0}HSfl¥€-4-l)5S3l£Ml0lH; 
129) 5-(2-«Ml^lH! 2-(4-¥SSiffl2:lo>Pl^)-3-(2-^-£-l,2-cfolsl-

olH^fl¥€-4-l)5S.3l£MlolE ; 
130) 5-(2-^-£Jf!) 2-(4-#SS.^l2:loHic)-3-(2-4i-l,2-t^o]5l-olHS 

fl¥€-4-l)E]£HS.3l£M]o] E ; 

131) S-(2--feflolsjoflifj 2-(4--tS.S.'ffl2:lo>nl^)-3-(2-^-lI2-nl-ol§>o] 

HS.fl¥€-4-1)4£HS31£M1O1E ; 
132) N,N-4°H1! S-[2-(4-¥S.5^2lol-Tali1)-3-(2-4i-l(2-40l^}0lH 

s.fl ¥€-4-1) 1 4 -2-4-yH 4 H; 
133) 5-11 2-(4-¥SSwfl2:lo>nlH)-3-(2-4£-l,2-40]§l-0lHS.fl¥€-

4-1)4 £5^4 ̂ MHH; 
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150) 5-4-[4-(4-#^S.5H^)3X]5|1E1-^1-1-1]_W-! 2-(4-t-S^teloj-u| i^)-
3-(2-^-i-l, 2-4°l t}°] ¥31-4-1 )££^ £vi| °1 H; 

151) 5-(2-£#el-4-<il)^l! 2-(4-€-SS»fl2^ol-T3|vc)-3-(2-^-Ji-l,2-40l 
&} ol H S. f) ¥ Q-4-1) 5 5 3] £ >)] o] E ; 

152) 2-(4-t-^5ife!o]-p]H)-3-(2-^-£ 

-l,2-tf'ol^o]HS.fl¥^-4-l)Hl£5.S.3il£Mlo]E; 
153) 5-(2-[1,3]-4-O14A>_2-1)O]]^ 2-(4-¥5^2lo]-n]H)-3-(2-4i-

l, 2-4°l *}°] HS.fl ¥ 31-4-1) EI £55.31 'sm ol H; 

154) 5-(2-oHl^-l-<HH! 2-(4-#£S.all2^o}nlH)-3-(2-4i-l,2-40l 
€\- oj s.s.-f1 ¥ &-4-- 1) El £55 3} o_ tj] o] JE ; 

155) 5H5-^!-2-^£-[l,3]4°l^-4-lH! 2-(4-tS.S.^3:lo].u]jt)-

3-(2-^4i-l, 2-4°l Hs.fl ¥31-4-1) El £553] £vi] oj E ; 

156) 5-^ 2-(4-#5_5felo]-u)^)-3-(2-^-l,2-40l^MH5.fl¥iil-
4-1)1=1£553)£tilolJE ; 

157) 5-€^l! 2-(4-#5.5wfl2lo]-nlj^)-3-(2-^-4i-l,2-40l^}0lH5f]¥^ 
-4-1) El £553) £vJl o] E ; 

158) 5-(2-oll!ti]l^) 2-(4-#SS.wil2:lo}D]jt)-3-(2-4i-l,2-40l«}0lHS 

f1 ¥ fl--4-1) El £55 31 o_ vfl o] JE ; 
159) 5-(3-O]1!H!1) 2-(4-#S.5'i2lo>nlH)-3-(2-^-^-l,2-4o]5l-olHS 

fl ¥3l--4-1 )El £5531 j$.i.il ol B ; 
160) 5-(3,4-nl-olo||!^^) 2-(4-t'5S.fel<>M:!n)-3-(2-^i-l)2-tHs> 

o] H5f 1 ¥ -4-1) E] 0^5 531 £ til o] E ; 
161) 5-(4-#^£5w|^) 2-(4-#55^2!o}n]jt)-3-(2-^;i-l,2-'cH§|-o] 

HS.fl ¥31-4-1 )El £5^3) o_vil °1 H; 
. 162) 5-(2,5-4°l#^£Sl!^) 2-(4-#5^W]12:1O].O1H)-3-(2-4£-1,2-4 

ol §l-o] H5 f 1 ¥ fl-4-1) El £5531 iil o] E ; 

163) 5-(3-tS5^) 2-(4-#5S.wfl2lo]-p]^r.)-3-(2-^-i-l,2-40l^0lH 

5f]¥?l-4-l)El^553l^LilolE ; 
164) 5-(3,5-4°1^3-£,$;i) 2-(4-#55«H2!ofnjH)-3-(2-4:i-l,2-£H 

t}o] H5fl ¥31-4-1 )El £55.3] o_Ml °1 H; 
165) 5-(3-Alo}}r.tifl^) 2-(4-#S.S^l3:lo>T3lJbc)-3-(2-4^-l,2-tfo|§l.olH 

Sfl ¥ 31-4-1) El £553) £ Ml o] E ; 
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166) S-(4-^KiiWjl^]) 2-(4-#S^wfl2<^o]-n]i1)-3-(2-4^-l(2-40l^>0lH 

4-^)E]£5^3l o_i,ilo|E ; 

167) 5-(3-ofl^l^!^) 2-(4-#SS«fl2:<ijo}n]^)-3-(2-4i-i)2-40l^0lH 

4-^)E]; 

168) 5-(4-i^^^^) 2-(4-l-^Sttll2^o]-Dli1)-3-(2-4^-i!2-40l«1-0lH 

5-fl ¥ -̂4-<H )3S_q) o| E ; 

169) 5-(3-5fl ¥A1 ̂ !) 2-(4-t£S2o>4±)-3-(2-^-1,2-4 ̂  §]• o] H 

S.fl¥^-4-°^)El£5^3] £til o] e ; 

170) 5-(3-*H^H4^iL,d),$! 2-(4-€SSa]lS^ol-nli-)-3-(2-4i-ij2-4 

Ol §>o] C ^ £ti] O] E ; 

171) 5-(3-5)l^^H4^Ji!)1tM 2-(4-#S.S.^2:^oHic)-3-(2-4^-l,2-

4o]tf.o]HS.fl ¥^-4-^)£S3lSL^ ol E ; 

172) 5-[2-(4-^lliE]o>^-5^)o1l!] 2-(4-#SS^2(yol-nli1)-3-(2-44i-

1,2-4 ol c^.fl ¥31-4-^ )E] .$.53. s} ii-fl ol E ; 

173) 5-(31^^-2-^)011! 2-(4-#^S^2°^ol-Plicl)-3-(2-^-i-l,2-cf0l^ 

o] = S-fl ¥ fi-4-^) E] o_5S3] £ Ml ol E ; 

174) 5-(3]E1!-3-^)O11! 2-(4-#S.Swl2^ol-ulic)-3-(2-4i-l,2-40]«} 

o 1H. 3.f1 ¥&-•4'- °i ) E| SL 5 3.3E) £ Ml o 1 E ; 

175) 5-(3-s|l ^ <£1 )2-(4-tSS«!2^ ̂ c]i:)-3-(2-4i-l, 2~4°1 E-3-

fl ¥31-4-^)E] £5^31 o_u)i oj E ; 

176) 5-^1^^1-3-4^5^! 2-(4-#^S«fl2tllo}nli1)-3-(2-^h-l,2-cfoj 

§l-ol HS.fl¥^1-4-°^)El £5S3l o_til ol E ; 

177) ^1! [2-(4-#^S»3l20Jol-nli1)-3-(2-4i-l,2-q-o1«}olc^^^^_4_ 

%)5S.3) £^ o}n] ] of^l Efl ol E ; 

178) [2-(4-#3.3.te<iJoful-3-(2-^-^-1,2-4oj^-o]t= Sfl ¥€-4-<H )5 
£3) S.^ oj-nl ^] o}^l E A> ; 

179) . i! 4-[2-(4-l-SSwfl2^ol-nl^)-3-(2-4i-l,2-40]^l-0lH.Sfl¥€-

4-°i) 5S.31 £ ̂  ofnl ^ ] Jf Ej efl ol E ; 

180) °11! 2-[2-(4-l-S-SBjl2^ol-1nl^)_3-(2-4^-ij2-q-0l^0lH-Sfl¥^-

4-^)5S3]£^ol-nl^]-4-Dll! ^E]-icoflo] E ; 

181) 2-[2-(4-l-SSa!2^ol-plil)-3-(2-4i-l,2-40140lH.Sfl¥^-

4-^)5^3) _0_^0]-T=rl ]-3-3)l ^ 5S31.0 MjolE ; 



• to-fk -^-(S to I lY-ia-fS "R"t?-^L^ 

#1^ ^Utv^-ifl -br^-fe-fe'toIII tv-te-t? U{a f-l-^-fe toll tv-fe-ts k{s 
[9 1%-irfe] 

'#£4? ^To {H? -f 
£ &[?M° H-Q&Vo iv-fe Tv#l? 'ivfo ttlt-k U-t°r 

' ta ts tta R t-a-R-"5""Q •£• l^to^to l?"o fa {Y^& 'IYI?^ 'iYa 

'IYWPY^ 'i^prfciklr-t 'iY#ta# 
'iY"E"3-§- '{Y^IRI <-[Y3'lty-lo"S""5"5'-S"t3 "3 '{Y-P'-^ '{Y"S"E" '^YS"4H 

i 'iYlolta^ 'iY^ TY^ '1YR>^ ^U-B- U-t°Y 'Wbtt lb-t%l^ 
[9 

'-i-Hfe 
-§~t£ [QIYU-^ ^15 HY ts "Q~ [Z-^r tv to To lb-fa£t^ 

If 

.•-§&-£ ^ ̂-oSr-k Po?o4^ M^to >(PPE 

99JJ){Yt3~o" "§"t& £?"o"fc-13-io "o"to t^iY 'WbXo tb-f&Zlt^ -=T:S -fellt^ 

IS -feife] 

' H lo{a-lQ^itfl [ ̂  [to (p>-^- ts-^- Url?"H 

to{ato-b-2'T-^%-2)-2-(p)^4n-t^ltb-p.-^-t2#'5-2)-I]-N-^^#-t (Z8I 

jiL '. n to-tdio^pl [ pi tb( tt°_ P>_I 

-pi tal- tr-Z)-I-( P>-t~ [k^-5 Ms to-b-2' I-T-^-Z)-2]-N-"5"5-l-* (981 
•! 3 to{rl{o^|fl [ j^ [to ( p>-^~t^ll H M° [o 

-b-Z'l-^FV-Z)-Z-[^^-tFi4z^tb(p)-^-#-btiito-HS)-2]-T]-N-^^#-t7 (581 

!iY^lo4n-S'l-4a{iM^la4opil!r t£l? is (p>-t7-j^5Ji-

l^HMaMa-Z'I-^-^)-£-(^la4op>^^^^^l--fO-^]-^ ^tbto-b (^81 

i la to lb*cT to4a-S' I-^Ife [^ tQ4opi"o~ (sii iE(p)-!7- ta^ 

l^^Hto4fito4a-2'T-^^-Z)-S-(^Hopo^pi^^#-^)-S]-S pi lb to4a (S8T 

! IT to l(n ~Q" (E 1£ IS (p>-£—1- [o -HI) ~2~ [ ̂  la4o pi "o t^zsf (P> 

-ta^l^"5^to4§lo4a-Z'l-^^-S)-C-(^ta4opo^tSi^^#-^)-2]-2 Bilb (281 

ZZ9S00/£I0ZHX/I3d 
8tl 

fiwmnoz OAV 



PCT/KR2013/005622 
149 

[444 III] 
Y-Z 
47] 444, 
X ^ 414°]] ;§44 44 4°-4, ZTT 4°1—4A1 , 44^, 44, Iks. 
444 (Leaving group)44. 

1^44 7] 
4644 444, 44 Z7} 44H.444, -NH2, CI, Br, 44454 ^ 4 

44544 ^4 44, 4^. 

[^44 8] 
4l4 5E4 4244 4444 4M4il3. 4?fl4, 44 4 <£ , 

44 4°<4 44 42 ^4, 4, 444°t4 444^ 4^, Ji4t4, ^44 
444, 4^, 444^44^4 £4 a] 45] i4 5&4 4^-4 4^144 244. 

.[^44 91 
^]14 S4 4244 4444 4 Ir 4-8-3. 44 ^444 7A 4 54 

44, 44°]]44 4?)14, 44 4^, 44 44 42 4^4, 4, ¥44 
<g, 444 ̂  44°^, ^414, JI44444, 4i^, 444444^4 S4 44 
s] i4 a 4 4^-4^. 

1^44 101 
4?n\ 4-4 4°^, 44 44. 44 42 4^f4, 4, ¥44°,!, 444^ 

440T§, ^414, ^44444, 4i-, 4-4444444 i£4 444 °]14 2E4 
4S-# 44 414 £E4 711244 4444 -§-£. 
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