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TR gl glel oel] Alxd 4 glk S o & 5o A43E Sl i) Sy (Raney)-Y 72 B B FEhE
o EAlstell 4 7IAE Aol F3E § Ak b 7Hed S WS T2 T o] 984 (ID(SnCly-2H,0)S
70C WA 80T 9] 2E oA AHE-3kE S %H[Tetra/yedron Lett. 1984, 25, 8391l 715 ve} o)), wi= ga] 34

Bl F3#pd &vll, A2 DMF, DMA B3= NMP S5ol A dejs o= §17], o5 5o J2|d B Egddetnl 59 &
Astell 0T =] 80T 9] 2r=oll A AH-8-3 }_ Aoltt. v A B P S, dE 5ol = B olEEaolA
At E EAstel 20C WA 80T 5ol A ofd 2 &-& AR-shi= Zoltt. 884 119] 7h7ho] 8} gt=oll gk g odt

27 49 FRoIA WA 5 k.

O

(0

P 01_?.

R27b A% 8 whsh 2 3hah4] Vel SHEe A AA R2) #55E ol @t J = o) Axd 5 Ak
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w4 C
NO, i) [ NO, 1 NO,
—
|: | —_—
ct NH,  NaOAc/ ¢t N
HOAS H, A ci NHBoc
ol = Al B Bl
A
GPB, % a: CIZEAA | EtOAg, 77 °C; | ¥ t-BuOH
GPB, uty b:Boc,O, Cs,CO,, 2-FEH= | 52 °C
GPB, uty c:i) Boc,O, DMAP, THF; if) TFA, DCM, 0 °C
R‘l
o qu—
IZ
R NH, . NHBoc
B
v Vib
R=CIl, F R=C|LF

HH-3-2) Col] A Hle} 7ho] | 3l5tE Bl1& A H oz 473 5-F22-2-UEZod A O ZRE Q2 =3} 23
A S0A AlS 53, AR o] 2 BEAA e Bl1S =53 98] AlxE 5=

223 A= o 5o UEF olAE|o]E EA)3}) oA EAlF o] AP 0 =5 AL-g3lo] =3id = Q) vk
o 2 E9] 20T WA 80T 9] & OM e 4=

obuli= Zg7)o] BE = v A Ao R YUt it B e el Roko] @zt &) A E 3tgtEl A&
wo] 51312 VII(AF XE v Aol RIS A4y npe} re)9] A4Sats 2-UE R AL A28 5 9} o] Wil
& 3}8H2] VIbe] 4] SHAS =y, By ol] Alg-w = 22t e] 31gHEof i3k A Ee 2 g FEo A vre
4 ok

bl 8719 WET AT & TP e
g-7tE o] E 9t vk-g-A]7] = Zlolt), whg
H ‘l”ag = ‘/l: )\}\dr

52 S A E e 979 &4k o -tert.-
e BEE S 28 T4 guj=o A 20T WA 60T &%

g2, obn) e 259 BEE 3182 VI 3ltE S tx A
2& v GRSl A 0T WA 100TCoAA A2 gkl o3|

EgFEade £ 1 2-tF 22 ey 2o fujFo A 20T
2] VIbA A48 SRt ES 55l o& @AddE =

o, Mg s o g opAlH ol E Ei 1,4-t] $4k3}
713 o] A ol B A 23 -, A7) o] 24 ol o]
C U4 8509 LEolA tert. EHE R A 2l3ho] 55}

37) BE WAE BYSE T G E YU E s34 VIS 35S DMAPS] EAste] Bl Eekstol SR ¥ @ 3t e
M A Ui FOI A Ol -tert. P E-7hRVO| ER 4@ F, UFRRue, FRERF T 12-0F 220} 2
o WA ulFelA 0T U4 20C 8] Lo 4] T TRASH g& nAXEEato 2 A ste] ©e BOC- 1%
S

Aoz AAFe =N gk VIbe] H4 k= 3tdha S 755k Aol 2% H-BOC 3= 2] T34 @Al

ukS 2 Doj| whE W Rlo] A4k ne} o] §Joj A o g X3ty ¥ E-1-do|1, X7} &Y AFo]al Ro] Fxelo]=4] 3}

kAl VIIY] 3132 23 [ ) Heterocyel Chem. 1988, 25, 1003]¢l 7<% vl¢} o] 3R H 5-F22-2-ERZ-] 4-
HdAlt)ol I [CAS-No. 26196-45-2] 0. = H-¥] 3}8-2] VIIIe] 433t x|8t% 2 5-UHEAH Eglslo| =2 F TS ALE-
gk 4-oln| -1 70 AEA S ol ol Alx=d o Tt
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HA A= A A, ol E 5o o}xﬂE*} wt ﬁiﬂ%& S04 40T WA 100C ) %o A S8 h.
3k
H

318k V(o] 7] RE, RP € Re= w21
9 2,5-tH S A B eS| =R F R 4}
208 G J8 e A A = 3l wobe] SR FAH AP nEI\2 el H o ws =
et 9 ae 4 olFol BdE 5 Ak 28 £t FHE MeOHF oA AL, dldd] -35CNA BE3} whg
A7 F, 947), o8 5] Eoldoldl § i e F T B S0 A s Ao ol sol At A
€ She VII71 4 RS RO SRS & &4l vhoh 28)8 2% 2.5 Nejstol =2 ZufH 5223k €3,
HHEA S = MeOHF A ol & So] ¥ Behf iz eh-ua S} 2 52 ALg-ste] fl o] shaba VI
E”*”25QﬂiﬂﬂEﬂ&ﬂE FAS AR 5 ek o] 2419 & o= B[ Tetrahedron 1971, 27,1973~
1996014 25 <= Slrt.

1-< spetEol ok bz Ql Fol M d&d vk 25)
HH oz F{7bs sk A, WA Eoll Al | whel o]

2 e
oft

o,

ﬂ

)

-

st

lo

i,
%
%2
)
+
2 i
r

|
o
=,
it

B4 E
t3 3 b e b <
R R Br,, MeOH R R H, . R R
7\ -35°C = PG EE= 2hul -Ni
2, ———— - 5
R ™o NEXF] MO~ o ~OMe MeOH MO~ [No” TOMe
x Vo

L I g3 Ah AAE Fate] ¥-2H = 5184 Vied] shgE-2, 384 VIbe]
& A QQE 14 7H”3 5“* = *‘?é -‘?501]*1 uha] A 2= Qluh-2IE] A3k 7)o A5kl AE opulzle] M X
e

)

WEE A F
R‘I\ R!_ L] H'l
X NO, oot = X NO,
X — X
R NHBoc Et,;N/DMSO R NHBoc
A
Vib Vie
R= Cl, F ol bh ™ X} R2= NR'R"
c
S8 npek 25l = gid 5ol = N-vE-v S8 E T gud AZajol= T3} 7.8 A u A x}A gl S0l
A A = 9 tert.—F-5Alo] =9

Sk @71 Bl Polus ge QAH o ob¥l Eiz FY L A7, hE
@ AFAol =, B UEF So|mefo] =9} P Solmetolmw e Ha 5
g2} 20C WA 110C 9] %o A 3= 5 9t}

fass Uim
=

I

>~

>

o

]
o} wkgo A E shg 33HE) u)
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A G
Ar—==
PACL,(PPhy),, PPh, 1 1
iﬁmz Cul, BN F‘\xj@tqo2 SACly7H,0 R\xj@:m-xz
e —————
TH 2 EIOH 2
R NHBoc 60 °C R NHBoc 70°C R NHBoc
v S Vid SITEE n
Ar—X J, 4 p
o PACL(PPhy),, PPh,
Me,Si———== Cul, E{:N ol M A}
PdACI,(PPhy),, PPh, THE H
Cul, ELN 80°C
THF, 50 °C
oy Ea h
H N NO,
e 2
NaOH, MeOH R NHBoc
X

Hks-2) Goll w2, 818k [1(0]7]4 RIS X7} Al ’le] Y 2591 318Eo tis)] 7148 vhel 29)9] 815t E 2 R 2 R29)
dde) wpet 8 E-3HtE (V)T Aol sk A 2ol ofa) Al = Atk W32 Goll LA H v} o] Bigke o & 59
the3} o] e 4 glvk
a) 237k 2HSonogashira)® AZHS S8 513H4] Vol 513t Eo RI-L T A-X A S 14 2231o] 318+ VIde]
SRS YT F UER 15 BIN o8, i
b) WA Ejue Aol gl S AZGAIA 3812 Ve sietES Ak, MeeFo FASYER R g d st
F FHA XE $58aL, ol F o] & AP g8 R R -Br £ RI- osozcgﬁi Al 2 2wt AZHE 59
3}eh2 VIde] shetEo] M EF WEsta, UER I5S A A 332 119 HA45= =S 538t 294 &Ax7)
Alets AZP ol o3
77te) szl g3k Aoe 24 A9 HEAA YA 5 oY
Llacaa !
. MoCl, ELN
Y m S R
Yz Wy p) 2 X Yz
)LOBu‘ ?@'31':’72?%
IVa
5:3::‘3?. OMe, OEt  arey o) Me,S10,C._CO,SMe, 1) LiBY, EtN, CH,ON R =H, Et, But
EE 2)Bul B0 Y =CH,N
ol b &}
K
o)
B ~ com o a) (g%%‘iglgoummz a o><
Y s e b) TFAA, TFA, OfME R S NS0
Yz
Iva ol H} ® %
R'=H, But A A v
Y =CH,N Y=CHN
HEE- 2 Hell pE, 3182 IV 9 [Vag 2= HS5A e 2 B-AE d 22 Uy 552 33 2ofe] sz} Al 34| ¢
ol o3 458hs AR AN fEA RI-COR, 5 72 4, vl mi= o) o 282 3 2} ZReto| =2 i Axd 4
ATk F5sh= ggtEo] ek et 21-S AY HFolA vt 4 o
oFet A o & 3] g7t sst S AoE HFE SgtEe] dES aHste] 1 AAE FAE e wef o)Al Alxd
Atk ol Eo] GAk, BESFAAL T, A, QA E AESA, EEA, FOHEA, WA, ob A B4, SA1A, B e
ZAh weAd E4 p-EFAEEL T 22 U] e 7] Abe] 3hekA 19] 71 EHetE ] ofstH o= 8Tt o
o @4l = st



sheha] 19] 3hetE B 19 ofetA o' S| 8Tt d A2 AL SFEIOIE 8 A AR Alolal 5 B/ v Al
detA Ao, Az Aol d, ANEE, dxstolmry, A Aol R 719 o] A5 Ee= ool A8 5

S A8 AT 3] g B ol om I AR ¥ Ve, M2 2 9 v, A &, T &4, Al
o2 A7 AraT, A R AdZToltt. 7k A8t ed e 94 2 WA 55, AP E F =W, ALS, AIDS
= QI A, QbR B4, e S, S8 9IS s AR IR 9IE, B SR E ol E-AY] VoS ek
24, ddd 5 49, 471, AFe, 84T, URE T5, offl T, B 7R, &l % aFolv

s1514 19 SHHE R 19 A O H 5T G A o5 A FeR FARA AHER ek oFSF AL
9 g4, O, 49 2 AF ek A, S, f3je) m Anele) YUz AT R Folg & vk
g o AL g Fejs w PP ol oA 5 k.

51512 1o] S W 9] oFg
Ask @) h3E 5 ek g

d QA9 AZE 98] Ao BAY F7) B 7] @
2 L= S
9 A, o4 2L A A

A
A, &4, AEolEA i 119 9 Fo] dE Eo] A,

Aas s A2 o Ak A ASE Aas Al 49 GA= = =01 A=
J =9
(e}

=, AR

G, oFe AAE BEA, THESHA, RA, A, A, AEIA, FAA, FIA, AFG DS A, 9F 0, vha
A s ASA A S G5 5 Tk oFt Al B8 E O ARH 0w 7 :

A&d upol gol, 844 [0 852 i 9] A oR HErbed 9 4 AnA BY FIAE Fheks A E
g ¥ g o] mAo)a, g 3hea 19] sh o) abe] SR w19 obshA o 3 §obsd o W upekE A9 st of
dol g2 A F5H 02 VAU E EAS S o)t A5A B8 G I B4 Fo JHIL HES e A
i3 ok
-

FolFe FUAT WANNA M 5 Qov] BE 21210 T Ao A a7 RFo At AnHOR AT
AT R 8 5990 Fol@e 0.01 A 20me/ke/A ol 1L, /]S E Pl tl8) 0.1 A 10me/kg/2 )
ool nhgra steh, T0kg AFe] HS A5 19 Folgke npebd] 0.7 U4 1400me/D ol 3L, whgral s 7 v 4

Voo wg opAl, 53 A% H £ 4 WEE v AR golof Alo] i dlg2 918 kAl o] AlxE 9
s15h4 19] BHgE B 9] SH 07 587k Bl Sl #ik Aol

w29 3ghee I I mGlu 5841 A@Alolt). A7) 3hgh=-& at7] AR 543 23} 10uM ofsh, dg 4 o=

7] T A S PR AN 54 Kighe Hehd

[& 1a]
g2 K, mGlu2 (uM)

3-(8-CIOIE 00l =-4-SA-7-HE N EIL-4,5-CIot0l| =2 -3H-# = [b] [1,4] CIOtAMl | 0.030

2,3-LIERQ2-HY)-7-CIH0t0l =-4-(3-[1,2,3] E2IOtE-1-2-H Y )-1,3- | 0.070
Ol=E2-HIZ[b][1,4]CIOHMIE-2-2

8-S Z2-7-[(2-HSAI-0E)-HE-0t0l = ]-4-[3-(3-HIZ-0I AL E-5-2 )-H L ]- | 0.025
1,3-Cl6t0I=2-H=X[b][1,4]CIOt M E-2-2
8-222-7-CIH = 0t0| -—4-[3-(2-0| & -2H-T| 2t =-3- )-HI < ]-1,3-CI5t01 =2~ | 0.023
Bl [b][1,4]CIOLHIBlI-2-2
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8-222-7-CIHE 00| =-4-[3-(4-0l0O| ES Al E-E| 0tE-2-2 )-H ¥ ]-1,3-Clot | 0.030
Ol=2-#1Z[b][1,4]CIOLMIEI-2-2
8-(2-EF22-HY)4-[3-(3-HE-0|SAMEH-L)-HL]-7-(2,2,2-ECEF822 | 0.03
-0 S Al)-1,3-Clot0lE2- X [b][1, ]EIO Ml -2-2
8-222-7-CIHE 00l =-4-[3-(4-0l 0SS AIHE -2 AL E-2-2 )-HIZ ]-1,3-ClaF | 0.039
01E2-#IZ[b][1,4]CIOLHI E-2-2
-2 2-7-(HE-Z2Z-010l)-4-[3-(5-Bt0I =2 Al E-[1,2,3] ECIOtE-1- 0.030
2)-H< ]-1,3-ClotolE2-8I = [b][1,4]CI Ot K B -2-2
8-2=2=2-7-(CI0IE-0t0] = )-4-[3-(5-6t0I == AIHIE-[1,2,3] ECIOIE-1-2 )-H | 0.044
g 1-1,3-Clatol==2-HIZ=[b][1,4]CIOtHI EI-2-2
8-222-4-[3-(5-0I0IE=SAIHE-[1,2,3]ECI0IE-1-L)-H L ]-7-IIE219-1-2 | 0.019
—1,3-Clot0l=2-HZ[b][1,4]CIOt NI EI-2-2
[¥ 1b]
SIE S K, mGlu2 (uM)
B-S==2- 7( OI22Z22 -0 E-0t0] = )-4-[3-(5- S AMHE-[1,2,3]|0.16
EC|0tE-1-)-H L 1-1,3-CIot0l =2~ “‘i}_[ 101, 4]EIO}X1|“| -2-=2
8-222-7-CIHE 00| =-4-(3-Tl 2t E-1-L-H < )-1,3-Clotol =2-H = [b] | 0.11
[1,4]CIOtHIE-2-2
7-CIHE 00l =—4-[3-(3-2 2 Zl4-2HE-0IZSME-S5-L)-HE]-8-E2IE | 0.125
S2Z2MHE-1,3-Clol0I=2-H X [b][1,4]CIOLMIE-2-2
7-CIHE 00| =-4-[3-(2-HIE &E ML -0| DI CHE-1-Y)-HLY ] -8-E2IE822 | 0.019
H&-1,3-Clotol=2-IE[b][1,4]CIOFH B -2-2
4-[8-(AOI 2222 HE-HE-0I0lL)-4-SA-7T-ECIER222H E-4,5-Cl | 0.005
o0l E2-3H-#HIZ&[b][1,4]CIOFMIE-2- ]-L| 2| H-2-IIELIEE
4-[3-(5-AOI2Z2ZZ2Z 00l =HE-[1,2,3]ECIOIE-1-L)-HE ]-7-CIHE | 0.049
Ot0|=-8-ECIZR22ZMHE-1,3-LIot0I=E2-H X [b][1,4]CIOFMIEI-2-2
4-[4-54-8-(2,2,2-ECIERLZ-HSEA)-7T-ECIERLZHE-4,5-CI5t0 | 0.004
C2-3H-H & [b][1,4]CIOF M El-2-L |-T| 2| H-2-IIELIEE
3-[7-HE-8-(HE-Z2Z-0l0| £ )-4-=A-4,5-Clot0| E2-3H-I = [b][1,4] | 0.025
ClOtHI El-2- |-HI Z LI EE
8-222-4-[3-(5-5l0| =2 AIHE-[1,2,3]ECIOIE-1-L)-HE ]-7-(0I1 A8 | 0.02
E-HE-0t0l)-1,3-Clotol E2-IZE[b][1,4] CI Ot M| El-2-2
8-CIOIE 00l =—2-[3-(3-DIE -0l HAIE-5-L)-H L |-4-=24-4,5-CI5t0| =2 | 0.009
—3H-#I X [b][1,4]CIOtMI EI-7-2IELIEH
[¥ 1c]
SEs K, mGlu2 (M)
4-[3-(5-OLNMIEIE-1-20IE-[1,2,3]ECI0IE-1-L)-H< ]-8-222-7-(HE- | 0.015
T 22-0t0|=)-1,3-Clot0lE2-H X [b] [1,4]CIOFMIEI-2-2
8-222-4-[3-(5-0l0I==SAHE-[1,2,4]ECIOIE-1-L)-H L |-7- (0| A2 E -] 0.089
HE-0t0l = )-1,3-ClotolE2-IZ[b][1,4]CI OFHI El-2-2
7-(HE-Z22-0t01 = )-4-(3-[1,2,4] ECIOIE-1-2-H Y )-8-ECIZEF 2220 | 0.027
g-1,3-ClotolE2-8IZ[b][1,4]CI Ot E -2-2
7-(0lAEE-HE-0t0l = )-4-(3-[1,2,4]ECIOIE-1-L-HIL)-8-ECIEZ2Z | 0.012
HE-1,3-ClotolE2-IZ[p][1,4]CI Ot EI-2-2
8-2=2=2-4-[3-(4-6l0IES=2 A HE-EI0tE-2-2)-H L ]-7-(0| A2 E -0 E-0t0] | 0.003
L)-1,3-Clotol=E2-H =X [b][1,4]CIOFMIEI-2-2
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8-222-7-CIH 00l -—4-[3-(2-0l 2 0t 0] =-E| 0t B4~ )-H < |-1,3-CI 50l | 0.48
=2-HX[b][1,4]CIOFHIE-2-2
7-CI0IE 010 =—4-[3-(5-5I0I| ES AIBIE-[1,3,4] EIOICIOFE-2-Y)-HI L |-8-E| 0.017
dlZzezHe-1,3-Cl6t0l =S 2-# X [p] [1,4]Cl Ot K| EI-2-2
7-CIHIE 00| =—4-[3-(2-DI E-5-E2 H-S AL E-4-2)-HIY ]| -8-ECI ZES 220 | 0.046
gl-1,3-CI5t0lE2-# =X [b] [1,4]Cl Ot R EI-2-2

4-[3-(5-0t0I S 2 AIHE-[1,3,4]EIOICI OFE-2-)-HIL |-7-(H E-Z 2 Z-010/ | 0.008
L )-8-EREZRZME-1,3-CIGH0IE2-MZE[b][1,4]CIOLHI EI-2-2

mGlu2 EAW2=AHE CHO A ¥ A B aare] [ 3 H]-1Y354740 A3

Bz W AE Y

pBluescript 159 # mGlu2 &4 gz L ol 553l cDNAE o A&, Y7FYAI(S. Nakanishi) 25(dE nE)ZH
B a1, 8] EZ A (Invitrogen)(NV Leek, The Netherlands)2] X84 && WE] pcDNA [-amp & A HF 233} t}.
Chen & Okayama(1988)el 2]3)| 7<% H3] ArbZdFHd 93], o] #E T4 E(pcDImGR2)S vl vfo]al WA S 913
FAAE Q7Y 8= psvNeo Z2F2 =9} 317 CHO 22 F-EdAAAANAYG, AEE 7429 L-2FENEAF &
%= 2mM) % Gibco BRL(Z= 9] 2 vpA) = FE] 0] 10% FA1 % Blo} Fobx] o] A= Ewlae] Wd o= w4
(Dulbecco's Modified Eagle medium)Z ol FA A A tF. G-418(1000ug/ml & %)¢] &4 3}te] A3t} Sug A A
RNASQ] & HA}, o] % 60T A 18 Fot ojdF3lar, 72Tl A 30% &k AAA7]aL, 95Tl A 18 Fek AN 7] = AL
o2& 308 WHE-ahE Al 60mM Tris HCI(pH 10), 15mM (NH,),S0,, 2mM MgCly, 25%+¢]/ml Taq %2 ¥ 24 % 2]

mGlu2 48 Eo]4 »xeo] 5'-atcactgcttgggtttctggcactg-3' 2 5'-agcatcactgtgggtggcataggage-3'S A8l
PCRell oJ3l S&5 &els3ith

B ) 9] A=

o>

}7) 9} o] wiekE M EZE F8sla Y PBSE 33 M eta -80CE 5438tk #ElS 10mM EDTA(pH 7.4)& &+
= W 20mM HEPES-NaOH &5 el AdEA 7101, Z2 EE(2=9 2 2 EFS- 24 71vlvbE] 7} ofAl(Kinematica, AG))
2 10% 5¢F10,000rpmol A # A A A TE 4Tl A 308 ot A2 e 5 AZS 5U dFNo 7 13] A Z s,
.1mM EDTAE g-f3h= W 20mM HEPES-NaOH ¢+ (pH 7.4) 0.2 13] Attt 9 &S 4~ 3 4577
¥ F0 2 AF45= g o] A (Pierce) WA (29~ 27 233 (Socochim))S o] &3to] =435t}

ol

to © |o

[ 2 H]-LY354740 2§

205, AEES 2mM MgCl, % 2mM CaCl, & 33t ¥ 50mM Tris-HCl £+ 9 (pH

EAZT A EF] WEHlY] HF FEE 25 B E/mIglch g TEo] AlE o3 o] shgE o] EA5te]

100M [PHILY3547403% 7 2ol A 1417 5t Fexjeld RS o gate] oA A& Fasic). L4z
5

%, WB NS FENHWhatmann) GF/C 2] A ZE gl o st W A3 ez o2 53] Al Z3sk3lth 10uM DCG

Vel &8t = v Eol4 Aol SAHHAUT. SEvl-F= 4433 A (Ultima-gold scintillation fluid)(Z=$ 2~ 3 2] 3],
7= (Packard)) 10mlE #-3h= 2128 vlo]ldWlZ S E &7 %, Tri-Carb 2500 TR 7h-H (29 2~ H &3], &

Fh=)oll A A A adell o8l WAbes SA s

Ho)E 4]

A ABE 47 sefv e A2 2o v¥ste] Kigk 2 AHil) A& #5383t

ERE

ol gl x%;zt A
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2-UE=Zold=e] @ T3} 23 4-2 0 E-2-UEZold=l o] A Z(F¢[Wilson, J. Gerald; Hunt, Frederick C
Aust. J. Chem. 1983, 36, 2317-25]9 u} &)

4= NaOAc(93-103 g, 1.125-1.25 mo)E 3-f3+= HOAc(500 mL)F 9] 2-YEZo}d & (1.0 mol)] nlrky &l
HOAC(SOO mL)5 2] 4932 0 =(59-66 mL, 1.125-1.25 moD)ZE 60+ A= A7}t vt a2vtE 289 (tle) 7}
=0 2o ehdd AeE A f7A] e EgEE oI SRR JFAShaL 23T oA F7EE 30 E]F wwnkgh
H,0(1000 mL) & A 41 3] 8|4 ate] A0 AAES LelE FRAIZ T ks 1A 58 ASA 7|3 B ES oMo}
a1, HOAc7F §L=5 Al 8tar A g5l A 60Tl A A At

A Al
5-F22-4-09E-2-JEZ-3|dolul
A :@M%% 5-F22-2-UEZolda o 2 HE dul A} Ad whe} HOAc/NaOAcE 2] 4938tz 8 9 E3AA

AZSFHTHE0T). 2 AA A mA 24 58T

MS (EI) 298 (M) 2 300 [(M+ 2)* ]; mp 202-203C (dec.).

Q] v}k x4j|: B

2-UERoldYowRH o Q-UE=-d )7} tert.—H-9 o ~H =29 A%

W a@-YEZold @ 0 21 E): EtOAc(40 mL)%2] HE271(4.1 mL, 34.1 mmoD<] &l 0Tl A EtOAc(200~
500 mL)5 9] 2-HERobd#(45.5 mmoD) 9] &5 H7bstal, T¥ES 1843 &<t &7 7Hdsiditt. & & g5l
A AAG ] A IAE F7]aL, o] 5 L2 #ALH200 mL) o= A skt A EEE o] atar of of & st %
gto] &g 2-HERZA ol Aot o] ES 4 1A =A F58H3 T o] B4 CH,Cl, 5] ## 9 tert.-BuOH®| &9
oA 2,547 St SFAIAT &l & AASEe] F2 QAMA N 1A S AL/EOAcRE AE 7 A Ay aRntE Y
glo] ofs) AAste] (2-UER-AD)-714t tert.-H 8 o 2E| 25 A nA A 5313

W bC-HERoHA S 2 HE]): 2-FEF=(740 mL)F 9] 2-HEZold 7 (142 mmol) ¥ B4 4#(55.5 g, 170 mmol)
o] £ 2-5E=(170 mL)F <] Boc,0(37.8 g, 173 mmoD 9] &9 A 7bstar A E E3+=S 50T WA 80T A
terh SHA g A e A A3k WA wakstleh, Sl WEE A A7, HALE H,0(240 mL) ¥ MeOH(240 mL)

o EFER ALk AHEE00 ML) 2 FEAALE. £UE Ak S8 GRQO0 ML AR WE 59 5 )

= 32T RE 2E A4 52 MaSO, PN ARAN R, kst S B3N A5

AN NAE F5 3, o] & AA/EOACE A AZrHE TS0 o3 GAste] (2-1 - D)-FPHE tert.-F
CEECEEE 2EL

W c@-YE=zopdal o w1 H): THF(1000 mL)F 2] 2-YE&obd 11(550 mmol) 3 DMAP(1.22 g, 10 mmol) ] &<}
of 23T A 708 o]dlel THF(500 mL)F <] Boc,0(246 g, 1128 mmol) ] &9 A 7Fslar 23T oA 758 &<t A%
wRkekdt), A EFES T8 ARA 7| adF st AZRAA A 12 E 53590 o] 48 DCM(1100 mL)
o &3A17]aL, 0C & W¥7}skal TFA(84 mL, 1100 mmoDE 47183tk EqE-S 0CellA 241 3F F2F ankslar, vy
E35} NaHCO4-8- 9ol 331, DCMO. & F5&3}baL, Q42 A3 skar MgS0, ol A AZAAT s AFZFo A AA s
of oFaA A E #5350l & A7t A Aol ] 538ta FM/EOAcE A7t A Ay ARutE vl o5 A Al st
C-HEZ-99)-7hikt tert.-F© o ~H 25 34 1A ZA 53130

I d2-UEZop Eotd gl = 2 BE): THF(100 mL)% 2] 2-4 E Zohal Eobd 2] =(100 mmol) 2 DMAP(122 mg, 1
mmol) ] el 23C oA 154 o] ule] THF(100 mL)% <] Boc,0(22.92 g, 105 mmol)¢] &4-& #7}skar 23T oA tle
7F s A EE AA S w7k A] AL wdkekgdnh WA EES S AR 7|3 23 F sl A AZRAIA FA A b
A A FEsh o] 48 THF(200 mL)oll 38147132 25% NH,OH(77 mL, 500 mmoD) & 4718ttt E3d&&
23CoNA tic7F A3 H-S A A8 W) 71A] wukalar, IN HCl-& <ol 311, EtOAc® F&38t1L, f7] 55 3}
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Sahgon], o)t AWACE Frhe] MBS A TR 2 AL, Do o) A7 A Y
EtOAcZ A7t A A7 a=zvtea g o8] AAlste] 2-UEZ-dd)-7H4t tert. -5 o
A 53,

NaHCO;-& ) 2 @42 4253, MgSO, Aol A A% ek, gl 45504 A7 ste] 24 ]
ERLEEEEL
| >~

2o Bl

G-F22-4-20=-2-UEZ-HI)-FI8A tert.-FE o ~H =2

A

— —
az
hYA

YA 3FES dut AxF B a)oll el 5-F22-4-2 ¢ 5-2-UEZ-FJo}l(AA ¢ A1)(7.0 g, 23.45 mmol) 2.
AAloldl o] EE 31| with EtOAC(30 mL)ZF 9] T2 2701(2.12 mL, 17.6 mmol) &2 A g ¥, CH,Cl,(100

mL)Z9] tert.-BuOH(100 mL)Z 28] 8Fe] A x8+g ) 82 A 24 589 tHT7.1 g, 76%).

MS (ED 398 (M™) 2 400 [(M+2)*]; mp 82-84C.
2 A o B2

45-tFe2e-2-UE= -7 d)-7Hu} tert.- 19 o ~H =

7Vsd 4 5-TFR2-2-UE=Ro}ld#(15 g, 72.5 mmol) ¥

A SRS Auk A2 BeR ol w4314
i o], o] % CH,Cl, 59l 2 eq. TFAR A g3to] Al xak3qnt. 2

=
Boc,0(32.4 g, 148.5 mmol) =4-F] di-Boc-3}
A 1A 2A F5SETH21.63 g, 97%).

-
5

LR

o=
El
=

o

MS (ISN) 305 [(M-H)"]; mp 68-73TC.

A1x14] B3

G-ZF2-2-UER-4-EZFF o 2ud-dd)-FIH} tert.-FE JAHE

B ool We} 5-2F Q0 2-2-HERZ4-EgZF o 2rd-sHdolyl [FHH oz +Y7s
STLRHNXEYEF ol =RTE 23TA FFAF2 Ac,000 9] OM]E@} 10 W#] 23TCofl A
100% dAts A}%@ A3} 8 50CA THFF 9 2N NaOHE A3k 2obal el st of 8] Al %% 1(5.21 g, 23.2 mmol)
% Boc,0(10.6 mmol) &8 t-Boc-3}§&S Fall, o] 5 CH,Cl, T°l 2 eq. TFA?L A2l she] Az} v

Lo A A 2 A #%6}911:}(6.33 g, 84%).

CJJ
,p
OO
\]

MS (ISN) 323 [((M-H)"]; mp 104C.
A4 B4

[4-8 0 -2-UEZ-5-(222-EZFF o2 - FAD)-dd -7t} tert. - H- & o »~H =

BA 3ES At A3 B o)ofl el 4-2 0 = -2-HEZ-5-(2,2,2-Eg ZF L Z-o| 5 A]) -3 d o} [DMSO(60
mL)F9Y 5-F22-4-2 05 -2-1EZ-Fdol (A A A1)(8.95¢g, 30 mmol), 2,2,2-E&] Z5 9 2 o] &--2(30 mL)
3! KOH(4.36 g, 66 mmol)E 23Cell A 359 &<+ mwtalo] Al x5 1(10.41 g, 29 mmol) B Boc,0(12.87 g, 59 mmo) =

8 H-Boc-3t¢&S F3, o] F CHyClyw 9] 2 eq. TFAR A g]sto] Al inh. F4 uA|2A =581 0H(13.34 g,
100%).

MS (ISN) 461 [(M-H)"].

A A1 B5
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%53 10-0566171

G-F2Z-2-UEZ-4-EZL 0 2 E-#Hd)-FHi} tert. - FE o ~H =

EA 3 ES A A BOYH o)ofl mel A Ao s 7k s 5-2 22 -2-HER 4-EEF 2 E -7
[CAS-No. 35375-74-71(22.61 g, 94 mmol) % Boc,0(42.06 g, 193 mmol) 24-¥ H-Boc-3}gH&5 §3ll, ©] %
CH,Cl, 59 2 eq. TFAR A &]sto] Al Zsklch 34 1424 5313 H31.82 g, 99%).

e,

o].u

0

MS (ISN) 339.1 [(M-H)"] ¥ 341 [(M+2-H)"]; mp 113-1157C.

21114 B6

GC-F22-4-ZF2-2-UER-HI)-FIA} tert.-HE o ~H =

BA 3HES I A BOYY d)oll mhEl AdH o s FUtes 3-ER 24 -FF L2 -6-HERoM Eold =
[CAS-No. 81962-58-51(59 g, 254 mmol), % Boc,0(58.13 g, 266 mmol) &-E t]-Boc-33 &S 53l o]+
NH,OH(25%, 77.5 mL, 507 mmol) & A &3t Azttt A A 24 55334 tH73.53 g, 100%).

MS (ISN) 289 [((M-H)"] % 291 [(M+ 2-H)"]; mp 73-74TC.

214 B7

[2-HEZ-5-(222-FEeEFew-oSr)-4-Ee]=Fo wud-3d]|-IP} tert. -8 o 2=

EA SEES gt 47—<]'B(“ H ool el 4-2 2 5-2-HUEZ-5-(2,2,2-ET ZF 22 FEA])-#Hdo}71 [DMSOF 9
hb—-E22-4- -2~ L] Z-gdolHl(dAd Al), 2,2,2-EZ|ZF 0 2o &2 2L KOHE 23T A 32.5¢ s alyt
dlod A = ] L BOCZO 8 H-Boc 385 Fall, o] % CHy,Cl,T 9 2 eq. TFA®R A g]ato] A8t} &4 A =

A 4538 tH(18.955 g).

MS (ISN) 403 [(M-H)"].

21114 B8

(G-Frm-4-vWE-2-UE=-3d)-7H} tert--8 o 2H =

A e S AR A BOTH o)dl et Ao ® 97tse 5-F 22 -4-wd-2-HERed ™ (10.0 g, 53.6
mmol) 3 Boc,0(23.9 g, 109 mmoD) =B H-Boc 8HgHE+ §3ll, ©]F CH,Cl, T2 2 eq. TFA® A g 3sto] Al %313
o A9 F2etE a9 (EFd/o oA ol E 19: Dol o &l 4 1A(14.6 g, 95%) ZA] 531 T

MS (ISN) 285.1 [(M-H)"].

21 A1 B9

(A-Alope-5-FF 2-2-UER-#Jd)-FH} tert-F& o] ~H =

A SheheE A A BOSY o)l whet 4-AJofe-5-FF 0 2 -2-1 ERold©(24.9 g, 137 mmol)[Ohmori et al. J.
Med. Chem. 1994, 37, 467-475] % Boc,0(61.5 g, 282 mmol) &4-E] t]-Boc 3} &S &3, ©]F CH,Cl, %9 2 eq.
TFAR A glsto] Alzstgltt. A ARvtE 19 (/oA e o] E 4:1)ell o) af 82 4] 1A(14.5 g, 39%) 2 A
TEEAT

MS (ISN) 280.1 [(M-H)"].
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%53 10-0566171

ol g} x%;zt C

5-N- $hgl-(2-U =2 -5l ) -7huHt tert. W o 2= o) A%

G-FER EE -ZF02-2-UEZ-dd)-7hHt tert.- 78 ol 2H 25 543t ofnl 9 9 9j 4 2 & DMSO, DMF,
DMA, NMP ¥+= THF %/%1= DIPEA B+ Et;N¥} &7 23T W] 130ColA tle7t SR e = Hi= %—-Ero Zhol =9 9}
ﬂ?ﬂ A}E}ﬂ S A w7hA] ankshlth whSES 23T 2 WAstal deEel B, A ES ofFsta, == AlF s

ol DA B Eo]l FH=o] ofd g, EFES EtOAcE FE3HaL, & B 5= Al h Na,SO %l
H 741*1%1@ o st Gl & WNFFolA Ao 24 =S F55AL, o] & B AN/EOAcE AE7F A A
# ARntE gl o) FAste] =5 A SHihES

A4 Cl

U-Sz=2-5-yudoeinw-2-UEZ -3 d) -7}t tert -9 o] AF| =

A4 33IES DMSOB5 mL)FY (4,5-t|F22-2-UEZ-Fd)-7}2F tert. - € o 28| 2(A A ¢ B2)(3.0 g, 9.77
mmol) ¥ tlH|€ell(EtOHZ 5.6N, 8.7 mL, 48.8 mmol) ©. 2 5-¥ 23T A duk A=} Coll ule} 2| x5kt 32 117
24 53 TH2.81 g).
MS (ISP) 316 [(M+H)"] 2 318 [(M+ 2+ H)*]; mp 136-1387C.

2 A el C2

G-y gopre-4-80 =-2-UEZ -3 )7}t tert -9 o] AE| =

A4 3 ES THFE mL)FY 5-F22-4-2 2 5-2-UEZ-HJ)-714) tert. - & o 2= 2(A Al o] BI)(399 mg,
1 mmol) @ tH Eol(EtOHS 5.6N, 0.36 mL, 2 mmol) & 255 dut &2} Cofl U}E]‘ 65T A 18217t Tt HE-w
ol A Al z=std . A A 24 53813 tH386 mg).
MS (ED 407 (M+); mp 120-1227C.

2AA o C3

4-S22-5-[@-vFZA-ceh)-rE-oln = |-2-UEZ-3#d} TP} tert. - & o ~H =

A4 3HES DMSO(20 mL) 59 (4,5-YEFE22-2-UEZ-99)-7}AF tert. - 58 o 2H| 2(H A4 B2)(3.07 g, 10
mmol), N=(2-H[Z A &) e}¥1(2.43 mL, 23 mmol) % Et;N(4.2 mL, 30 mmol) & 2F-E] 23Tl A ¥k H x4} Coll wh

ef Al zskdnt. 24 e d2A 5383 TH(3.57 g).

MS (ISP) 360 [(M+ H)* ] 2 362 [(M+ 2+ H)* 1.

2A o] C4
G-t Eonwx-2-UEZ-4-EgZZ 0 2 u|el -7 d)-F}A) tert 8 o AH 2
®A 33ES DMSO(10 mL) %Y b-ZEFL2-2-UEZA4-EZZF o2 E-dd)-7I4t tert.-F & o ~H 2(&

Al el B3)(1.62 g, 5.0 mmol) ¥ tH"o}vl(EtOHZ 5.6N, 4.47 mL, 25.0 mmol) & 25§ 23 coﬂd HJ A Coll w2}
Azt gk, A A=A F53HTH148 g).

MS (ISN) 348 [(M-H)"]; mp 110T.
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A4 C5

[4-S= 2 -5-(E-rg-oln»)-2-E 2 -5 |-t} tert-9 o] ~H =2

¥4 313HES DMSO(35 mL) 9] (4,5-tF22-2-UEZ-3d)-714k tert. -5 o ~H Z(A A <] B2)(3.0 g, 9.77
mmol) ¥ N-o| - Elo}7l(2.89 g, 48.8 mmol) &2 H-E] 2l oA Al Az} Cof| ufe} A Z3 v, A 244 114 2 A
T53ATHE.21 g).

MS (ISP) 330.3 [(M+H)" 1; mp 94 C.
2 Ao Ch

[4-S2z2-5-(d-Zwgd-oluw)-2-LE R -3 |-TIF tert=19 o ~H =

A4 33IES DMSOBO mL)FY (4,5-t|F22-2-UEZ-Fd)-72F tert. - € o 28| 2(A A ¢ B2)(3.0 g, 9.77
mmol) @ N-#e-Z 2 F-0}7(2.50 g, 34.2 mmo) . 25 A0 dul A=z} Col| wp} A %3 th. Adh 24 114
24 531 TH3.58 g).

MS (ISP) 344.3 [(M+H)" 1; mp 68C.
A Ao C7

[4-S 22 -5-(Hog-olnw)-2-UEZ -gd | -IMHF tert -7 & o ~H =

A4 33IES DMSOB5 mL)FY (4,5-t|F22-2-UEZ-7d)-7}2F tert. - 58 o 28| 2(A A ¢ B2)(3.0 g, 9.77
mmol) & tlol€-o}1(3.57 g, 48.8 mmol) . ZF-E] 60T oA Aut Az} Coll ulg} A Z3}A )t 34 1A ZA] =55
t}h(2.63 g).

MS (ISP) 344.3 [(M+H)"1; mp 95C.

A C8
(4-Z22-2-Jez-5-dZad-1-A-5 )-8} tert. 79 o =H 2
A 32 DMSOF 9 (4,5-H 22 2-2-HER-3H)-7t tert. -4 o =HEZ(E A ¢ B2) ® v Zgd o2 5
Bl 23TellA dnk A Cofl mep Alzstdet, &4 A=A 535 0H6. 65 g)

MS (ISP) 342 [(M+H)* ] &2 344 [((M+ 2+ H)*]; mp 157-1587C.
2 Ao C9

[A-Z=w-5-(AlolgFesrad-vyg-olnw)-2-UEZ -3 |-7PH} tert. - 79 A ~HE

¥A4 3H5HES DMSO(30 mL) 9] (4,5-tF22-2-UEZ-9d)-714k tert.-5F-8 o ~H (X Al o] B2)(3.07 g, 10
mmol) B Afo] E R R -mg -o}nl sto]=w Fweto] =(3.22 g, 30 mmol) & Et;N(6.97 mL, 50 mmol) &2 5-F] 23T
ol A Aut Az} Coll whel A %3k A uA 2A =5HTH3.25 g).

MS (ISP) 342.2 [(M+H)"] 2 344 [(M+ 2+ H)* ]; mp 104-106C.

AAef C10
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=53] 10-0566171

@Q-UE=-5-vFad-1-U-4-EZF 0 2 &l -s )T} tert. - & o ~H =

FA $3HES DMSO(70 mL)F 9] (-2 2 2-2-HER-4-EEF e 2vd-7d)-7H} tert. - 72 o 228 2 (A A]
o B5)(6.81 g, 20 mmol) ¥ ¥ E#] ¥ (8.27 mL, 100 mmol) & €] 23T el A Ank A3} Cofl whe} xﬂ#%}e;u}. A a1
A=A 7583 H7.35 g).

MS (ISN) 374 [(M-H)"]; mp 138-1417C.

AAlef C11

G-dugeinve-4-2 20 2 -2-UEZ -5 )-7}RH} tert.—H-9 o ~E 2

A 3FES DMSOB5 mL)ZEY -F22-4-ZF 92 -2-UEZ-#49)-7}149F) tert. -
(4.94 g, 17 mmoD) ¥ Me,NH(H,0% 40%, 7.9M, 10.9 mL, 86 mmol) Z-E 23Tl It

A A ZA FESFATHA.93 g).

e o 2 2 (2 A< B6)
A

Ap Coll whe} A 238} 3 e

MS (ISP) 303 [(M+H)"]; mp 144-148<C.

AA e C12
U-Zz2z2-2-UEz-5-9fdd-1-A-d| DI}t tert. -8 | AH =
B A 33ES DMSOFY (4,5-tF22-2-UEZ-7d)-71H4) tert.-5-E o ~HZ(Q Ao B2) ¥ FHggdoz i
E] 23Coll A Luk A=} Coll whe} Al z=aksit. 34 nA 24 53 TR, 173 g).

MS (ISP) 356 [(M+H)* ] 2 358 [(M+ 2+ H)*]; mp 132-133C.

Ao C13

ulkl

U-FFe2-2-UEZ-5-9=2d-1-A-FD)-II} tert. - 79 o ~H =

¥ A 3TES DMSOU0O mL)ZY -F22-4-ZF 02 -2-UEZ-Hd)-71H2) tert. - 52 o 2 H Z (A A 4 B6)
(5.81 g, 20 mmol) 2 3] =2 (8.27 mL, 100 mmol) &2 X 23Col| A Ak A=} Col w}a} xﬂ;&fﬂu} A 1A 2 A
TE3ATH6.42 g).

MS (ISP) 326 [(M+H)"]; mp 188-193C.

A Ao Cl14

G-olAEd-1-YI-4-F2 2 -2-JEZ -5 d)-IHA} tert.— P E 2=

FA 2GS DMSOU0 mL)E2] (4,5-t] 222 -2-UEZ -7 d)-7Ht tert.~ 5 € o 28 2 (2 Al o] B2)(6.14 g, 20
mmol), o1 €] 1(2.33 mL, 34 mmol) 2 Et3N(8.4 mL, 60 mmol) ©. = 5E 23Tl A Qut A2} Col uel Al x81hh &
A A A 2 A 555 THE.85 2).

MS (ED 327 (M") 2 329 [(M+2)"].

A Ao C15

(G-oAEA-1-d-2-ER-4-E] =0 v d-#d)-7W4} tert. - H-9 o] 2 =
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S H 53] 10-0566171
#A 3gES DMSOF ] (5-222-2-UERZ-4-EZF o2 d-vd)-7h4t tert. -8 o 28] 2(2 A o] Bb),

ofAlEId B Et;,NO 25 23Tol A Udxtk Aap Coll whe Alzshglvy, 4 aA = 4535130 tH6.925 g).

MS (ISN) 360 [(M-H)"].

A Ao C16

[6-(AtolE 22 el-mg-oln )2 ER-4-EZF0 2ud-sd | -T2 tert —F & o 2~H =2

¥4 35S DMSOGOmL)F2 -F2&2-2-UEZ-4- EF/]% Q2 E-Hd)-7Fat tert.—H-E o ~H| 2 (A A
d B5)(5.11 g 15 mmol), Aol F 2 X2 AW e - g -0}l dlo|= webo] =(5.47 g, 45 mmol) H Et;N(10.5 mL, 75

mmol) & 2 EE] 23°Co A Ayt Ax} Coll upa} A x=st9 ). 34 EZJ]EH TESATHG.73 g).
MS (ISN) 388 [(M-H)"]; mp 51C.

A C17

[5-(lolZe e vd-olw)-p-Ueg 4-EelZF o guel-sd] Iyt tert.- P& o 2=

A 3 DMSOG0 mL)F9] (5-F22-2-UER-4-EgZF 0 2 d-5d)-7}H) tert.-5-E o ~H 2 (2 A]
o B5)(3.40 g, 10 mmol) @ Alo]E 2 X2 d-Hgd-o}ql slo|=2F =28} =(3.22 g, 30 mmol) & EtSN(6.97 mL, 50

mmol) O Z 3] 23Co|A] Auk Az} Col| upg} A 2513}, A uA 24 553519 0H3.74 g).
MS (ISP) 374.2 [(M+ H)™].

Ao C18

@-tu ol e-2'-F 20 2 -5-UEZ-uHd-4-9)-F} tert. - & 1 H =

ZA 3FES DMSOB7 mL)ZF9 2-F22-2-Z2 ¢ Z-5-1EZ-0]dd-4-)-7}2F tert. -5 o 22 H Z(
¢ D3)(9.568 g, °F 26 mmol) ¥ Me,NH(H,0% 60%, 12 mL)Z 55 23CellA] duk dxt Coll whe} FHLLO} I

Az 5a0H4.54 g).

MS (ISP) 376.3 [(M+ H)"].

Ao C19

G-tvgotn e —4-weE-2-UE=Z -3 d)-FIiHt tert- 38 o g =

¥A 33FES DMSO35 mL)F9 G-F22-4-vEd-2-JEZ-7d)-712F tert-5-€ o ~H (A Al o B8)(3.5 g,
12.2 mmol) ¥ vl golwl(11 ml, EtOHZ 33%, 61.0 mmol) & 2 5-E] 50°Col|A] duk A=} Coll wha} A %3t v). A 1
A ZA 53R TH3.50 g, 97%).

MS (ISP) 296.3 [(M+ H)"].

Ao C20

(4-Alot-5-tugolr»-2-UEZ -#| ) -F}5H} tert- 58 o ~H 2
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BA 3FES DMSO(30 mL)Z9] (4-Ao}e-5-ZF Q0 2 -2-UE Z -7 )7k} tert—-5-8 o 2 H Z (2 A o] B9)(2.0
g, 7.11 mmol) ¥ T &ol7(6.3 ml, EtOHZ 33%, 35.0 mmol) & 2 F-¥] A& A] Aut A} Co wpa} A x5t c), I
FAZA F53FATHL.87 g, 86%).

MS (ISP) 307.3 [(M+ H)™].
2 Ao C21

[4-m&-5-(de -2z A -ofn|1)-2-EZ-3d | -7} tert-4-C o ~H =

EA 3HHES DMSOB35 mL) %9 5-F22-4-vgd-2-UEZ-5d)-7P2 tert-5-€ o] ~H Z (A Al ¢ B8)(3.5 g,
12.2 mmol) @ N-"& Z2Fo}(6.5 ml, 61.0 mmol) . ZF-E| 55T oA Lyl Az} Col] wha} A F3tgct 8 o A=
A =539 tH3.89 g, 98%).

MS (ISP) 324.4 [(M+H)"].
2 Ao C22

[6-( g -mg-olr)-4-wE-2-EZ-5d | -T}W} tert-FE o ~H=

F#A| 5322 DMSO(35 mL)F 9] (5-F22-4-vEd-2-HE=-5d)-7h3t tert-& o 262 (2] <] B8)(3.5 g,
12.2 mmol) ¥ N-o&w|&o}ltl(5.5 ml, 61.0 mmol) &2 FE] 55Col| A Axt A=} Cof] wha} A 28} t}. 82 313 2.4
53 TH3.58 g, 95%).

MS (ISP) 310.3 [(M+ H)"].
2 A4 €23

[4-Z22 5 (limed vd o) 2 Uez sd] ekt tert-2d o se]=

A4 3ES DMSOGGO mL) 59 (4,5-4yEF22-2-UEZ-H)-7HAF tert.- 58 o 2H 2(2 A 4 B2)(5.0 g, 16.3
mmol) @ N-o]AZ 2 -weo}7l(5.95 g, 81.4 mmol) . EXE] 75ColA At Ax} Coll whe} AlZxst[ Tt 3 m A=
A 53 TH4.07 g, 73%).

MS (ISP) 344.3 [(M+ H)"].
2 Ao C24

[4-Z2F-5-(c]afd-vg-oln)-2-UEZ -5 d | -F}5H}F tert-F & o =g =

FA 3HgHES DMSO(G0 mL) 5 9] (4,5-HF22-2-UEZ-3d)-71iHt tert. -2 o 2~H 2(2 A4 B2)(5.0 g, 16.3
mmol) ¥ N-o] 238 -u & o}w1(7.09 g, 81.4 mmol) S 2 FE] Aol A uk Az} Coll whe} A28k}, 24 © Az A
FEFATHE.79 g, 99%).

MS (ISP) 358.2 [(M+ H)"].
2 A ] €25

(4=Alope-2-HER-5-9] Zad-1-A -5 )T} tert-FE o ~H =
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BA 3FES DMSO(30 mL)Z9] (4-Ao}e-5-ZF Q0 2 -2-UE Z -7 )7k} tert—-5-8 o 2 H Z (2 A o] B9)(2.0
g, 7.11 mmol) & 3= 9(2.94 ml, 35.6 mmol) & ZF-E A -L2o|x Adut A=} Coll whe} A 2} 3 uA2A =5
3FATH1.97 g, 83%).

MS (ISP) 331.2 [(M-H)"].

Ao C26

[4-Alo}re-b-(HF-Zw g -olu|)-2-UE -3 |-TIH tert =19 o ~H =

A 33ES DMSO(20 mL)F 9] (4-Alofe-5-ZF 9 2 -2-UE 2 -#d)-F}IHA} tert-5-8 o ~H 2 (2 A4 B9)
(1.95 g, 6.93 mmol) @ N-"e&-Z 22 o}%(3.72 ml, 34.7 mmol) &2 2E] Ao dul Ax} Col| wha} Azt 3
A LA A FESHATHLT5 g, T5%).

MS (ISP) 333.3 [(M-H)"].
Ao C27

(4-Alot-5-to ol -2-UEZ -#| D) -7} tert =58 o ~H 2

A 33ES DMSO(20 mL)F 9] (4-Alope-5-ZF 9 2 -2-UE 2 -#d)-FIHA} tert-5-8 o ~H 2 (2 A4 B9)
(1.95 g, 6.93 mmol) @ N,N-t]o]| &o}%1(3.60 ml, 34.7 mmol) &2 F-¥] A Lo A] duk Az} Coll wpe} A %3}, 34
A ZA FEIATH.78 g, T7%).

MS (ISP) 333.2 [((M-H)"].
A Ao C28

[4-Alot-5-(o]Aax a2 -wE-ou|)-2-UEZ -7 d | -F}8H} tert-5-& o = =

¥ A 33ES DMSOB0O mL)ZEY (4-Alo}wm-5-ZF ¢ 2 -2-JE Z-7d)-7}149FA) tert-5-8 o] ~H 2 (2 A] ¢ B9)
(1.95g, 6.93 mmol) ¥ N-o]|AZ 2 -N-#=&o}(3.60 ml, 34.7 mmol) &2 H-E] 2 oA Lt &z} Cof| upz} A %3}
ar) FA aA2ZA 53 TH1.84 g, 79%).

MS (ISP) 333.3 [(M-H)"].
A Ao C29

[4-Alobw-5-(o] A -wEd-olm)-2-UEZ -5 d | -F}HH}F tert-F & o ~H =

FA 3}eES DMSO(20 mL)%F9] (4-Alope-5-ZF 0 2-2-1EZ-3d)-7HH) tert-F-E ol ~H 2 (2 A] o] B9)
(1.95 g, 6.93 mmol) @ N-o] 23-&-N-w=o}71(3.02 g, 34.7 mmol) & Z5-E] - 2o] A uk &A=} Col wha} #2842
oh A LA =A F5EATHL8T g, TT%).

MS (ISP) 347.4 [((M-H)"].
A Ao C30

(4=Alope-2-HERZ-5-9dg -1 -U -5 )T} tert-FE o ~H =
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BA 3EES DMSO(20 mL)Z9] (4-Alo}e-5-ZF Q0 2 -2-UE Z -7 )7k} tert—-5-8 o 2 H Z (2 A o] B9)(2.0
g, 7.11 mmol) ¥ 3] ¥ 29 (3.51 ml, 35.6 mmol) & ZF-E A oA At A=} Coll whe} Al 23}t A nA 2 45
3FATH1.94 g, 79%).

MS (ISP) 345.3 [(M-H)"].

Ao C31

U-S=2=2-5-olafEoln v —2-UEZ-Hd)-FPA} tert-F- & o] »H 2

A 33IES DMSOR0 mL)FY (4,5-t|F22-2-UEZ-7d)-7}2F tert. - 58 o 28| 2(A A ¢ B2)(3.0 g, 9.77
mmol) ¥ o] AF-Elo}7l(3.57 g, 48.8 mmol) S ZH-E] 55Co| A Aut A=} Coll wpe} | 23}tk 2N 1A 24 5351
tH2.26 g, 67%).

MS (ISP) 344.2 [(M+ H)"].

Ao C32

[5-( -5z -olrli)-2-UER-4-Ee] 20 av]g-sd] It tert-H8 o ~¥ 2

A 35S DMSOB0 mL)F9] (5-F22-2-UER-4-EgZF ¢ 2ugd-#d)-71a) tert-5-8 o ~H 2 (A A 4
B5)(4.00 g, 11.7 mmol), N-wl&-Z 2 H-0o}1(1.89 ml, 17.6 mmol) ¥ Ego€o}wl(5.73 ml, 41.1 mmol) ©.Z5-E] 2]
2ol A Auk A=} Col| wpe} A 2T FA uA 2A 25389 0H4.04 g, 91%).

MS (ISP) 378.3 [(M+ H)"].

A Ao C33

[6-(o] e -mE-oln)-2-HER-4-Ee| ST o wrel-dd | -7} tert--8 | ~H =

¥4 35S DMSOBO mL) %9 G-F22-2-UEZ-4-EgZF 29 E-9d)-74t tert-F-E o 2| 2 (A A o
B5)(4.00 g, 11.7 mmol), N-o] &AF-e-we-o}7(1.54 g, 17.6 mmol) & E& | Eo}¥1(5.73 ml, 41.1 mmol) & 2 H-E]
A2 A] Ak Az} Col| whe} A 2T A nA 2A 5389 vH4.18 g, 91%).

MS (ISP) 390.3 [(M-H)"].

A Aof C34

[6-(o]Aaxm-mE-ojnm)-2-HER-4-E]ZF0 v d-ud |-IPWi} tert-Fd o ~H =

A4 35S DMSOBO mL) %9 G-F22-2-UEZ-4-EgZF 29 d-9d)-74t tert-F-E o 2| 2 (A A o
B5)(4.00 g, 11.7 mmol), N-o] A X 23 - & -0} 7I(3.67 ml, 35.2 mmol) @ Ego|E&o}1(5.73 ml, 41.1 mmol) &. =&
E] 50Co A ddt A=} Coll upe} Az}t A A 2A 53R H3.27 g, 74%).

MS (ISP) 376.3 [(M-H)"].

A Ao C35

[6-(o] e -mE-otn)-4-wH-2-UE = -3 d |-FPF tert-H-9 o] 2 =
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74 33IES DMSOBO mL)FY G-F22-4-Hd-2-UEZ-#H9I)-714} tert—F-8 o] ~EH 2 (2 A ¢ B8)(3.01 g,
10.5 mmol) @ N-o] 2Re-ueol7l(4.56 g, 52.3 mmol) &2 FE] 55T A Ldut A=} Cof| upg} A%t} 4 2
2M 53R T(1.84 g, 52%).

MS (ISP) 336.3 [(M-H)"].
Ao C36

4-vd-2-UE=-5-9=ad-1-A -9 ) -7t} tert -8 o 2H =

EA4) 35S DMSOB0 mL)F9] 5-F&2&2-4-vd-2-UEZ-#d)-7P2 tert—5-€ o 28| Z (A Al ¢ B8)(3.01 g,
10.5 mmol) ¥ 3 =29 (4.33 ml, 52.3 mmol) . Z5-E 55Col| A Lut A=} Cof upa} A 231}, A 13 24 =53
ATH3.27 g, 97%).

MS (ISP) 320.3 [(M-H)"]; mp 145C.

Ao C37

U-SZz-b-olhxwgopnie-2-UE 2 -3 d)-FHAF tert-H-9 o] ~F =

ZA 33ES DMSO35 mL)FY (4,5-YEF22-2-UEZ-7d)-7}34) tert. -5 € o ~H 2(H A 4 B2)(5.0 g, 16.3
mmol) @ o] AZ 2o} (7.0 ml, 81.4 mmol) & ZFE] 55T oA dut Ax} Col| wha} A s}t 2 a2 A 5351
ATH3.95 g, 73%).

MS (ISP) 330.2 [(M+ H)"].
2 A 9] C38

(G-olARgoln e —2-UEZ-4-EZLQ 28 -Hd)-FIHH} tert-FE A ~HZ

A 33ES DMSOB5 mL)EY (5-F22-2-UEZ-4-EgZ2 0 2 e -3 d)-FIibat tert-38 o 28 2 (A A 4
B5)(5.00 g, 14.7 mmol), ©] A¥-€-o}wl(7.36 mL, 73.4 mmol) & & F-E] Ao A Ak Ax} Col ule} A x38}9ith. gAy
HAZA F53FATHE.39 g, 97%).

MS (ISP) 376.3 [(M-H)"].
ol A 72|: D

Ol HEAS AEF (4-2 0 E-2-UEZ-H )W tert.—H-E A AE| 20 AH AZI|-AZ ] o3 (4-o}FH -
2-HE 2 - )-89t tert. 1'?— dAHEL AZ

~

ot lo

4-8 2 =-2-YER-39)-7HHt tert. -7 8 ol 2 HZ(3.0 mmol), oFE BE4H4.5 mmol) 3 PdCl,(PPhy),(2 mol%)
E3ES tert aottol =) sk AE-S AT Wj7hA] 1,4~ %4H25 mL) 2 2M Na,CO4~8 (7.5 mL)F ol A
CH = 2] DME(30 mL)E 9] 1M NaHCO,—&<1(7.5 mL), LiCI(6.0 mmol) % (Ph,P), Pd(3 mol%)¢t $H7;
100°C el A DMF(10 mL)%<] Et;N(9.0 mmol), Pd(OAc),(3 mol%), PPh4(6 mol%)= AESE AR VhE] 28R
W Zu) 71 2 %7]51, Hy0(25 mL)E H7etal A ES o8 2 E= EtOAc(3X30 mL) & F=33ith 234 #7]
(50 mL)E Al A 3FaL Na,SO, 3ol Al A=A AT &l & A Aske] 244 ALE $538101, o] & Alo]|Z & a1/
L= Abo] S22 FAYEOAcE Ael7t A Ajl ARvtE 2 u]o] ofs] AA|ste] FA 33ES 53k

AR

R

o\ o
o M

=

v)

I
214 ef D1
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@C-tEgeln=-2'3-tEFe 2 -5-JEZ -0 d-4-)-F9H} tert.-F-E o ~H 2

K=

FA gttES G-vrdotre-4-2 0 E-2-YER-Hd)- 7P tert. - & o SH E(HA] A C2) R 2,3-HEF=
AR 2oy Adnt HAp Doﬂ uhe} Az}l 1:‘r A aLAl 24 =583 HH(3.096 g).

MS (ISN) 392 [(M-H)"].

2 Ao D2

[2-ZFQ2-5-UER-2-222-EZFF o= - SA)-HlaAld-4-U |-} tert. - F 9 | ~H =

FA S ES [4-8 0 5-2-HER-5-(2,2,2-EEF L 2-ol| SAD-#dd | -7t tert. -7 & o = HZ(H A< B4)
R 2-FFLLEY léii*POETEi Ak A} Dol whet Alz=shgleh. A A 24 58 TH(1.39 g).

MS (ISP) 491 [(M+H)*]; mp 73-75C.

21 A1el] D3
(2-F22-2-ZF 072 -5-LEZ-H Y J-4-)-FHA} tert —FEl o AHE
B4 AES G-FREEZ2-4-02 5 -2-UER-3d)-7}4) tert. -39 ol ~”H 2(A Ao B1)(30 g, 75.3 mmol) 2 2-

Z2o2ddRE2H13.82 g, 98.8 mmol) & ZFE] Aut A2} Do w}E‘r xﬂ&é}iiv‘r. A H o g A F£5FFTH1.39 g).

MS (ISN) 365.0 [(M-H)"].
olul A ;‘<|: E

HEeEYyEee) e 5 AR (4-8 0 =-2-UEZ -9 d)-7pHt tert - E o] ~H|20] A=7]-7F 7] 5l o] 59
of shefol= ool wh-g Oﬂ olgt (4-otH-2-YE=Z-# )74k tert. -7 & Oﬂ/“EﬂEA Az

1,4-H52H25 mL) 9] (4-2.2 =-2-HER - H)-7H4t tert. - F-& o 28 2(2.0 mmol), M &I E)H 22
(2.2 mmol), KOAc(6.0 mmol) % PdCl,(PPh,),(3 mol%)<] Ef&%v— c7b o tpol=of hd S A A1 v 7hA]

100Cell A wnkat QTR A [ Tetr. Lett. 1997, 38, 3841-3844]1 %), o} &e}e] =(4.0 mmol), PACL,(PPhy),(3

mol%) % 2M Na,CO,~8-N (7.5 mL)] 7} o] F, EFES tlc7h F3HA| BEAL of| =¥ 29] b &t [ 3hS A A& w7}
% 100TelA antaigict, EgES Bl 2 7)o &7]a, H,0(30 mL)E H7hstar &S o 82 ®i EtOAc(3X50

mL)Z FE8AT 29E 7] T& F5(100 mL)E A F8kaL Na, SO, el A ARAI R Suij& A7 sto] 24 TALS

FE3BLIL, o] & Ate]ZR I/ H 2 = Alo] S RIYEOAc O Z A7t A A ARwtE g o8 GAlste] &

Al sihES 5kl

[eZ]
=4
T

=

Q] v}k x4j|: F

25-CH ENEHEdS |2 FH S AE3 5-FE22-2-LUEZR -] 4-gdat]olwlo] 3o 23l 5-F2F-2-LJER
-4-9E-1-d-wdol o] A F(F3[J Heterocycl Chem. 1988, 25, 1003-1005] =)

HOAc(150 mL)F 2] 5-F22-2-UE=Z-1 4-dd A t]o}71(4.69 g, 25 mmol), 2,5-T W EA g E g} slo] =2 F (26~
32.5 mmoD) 2] EFES tic7t Al @t]olrle] e st M-S A A& wf7h2] 60-120TC A wRks}itt, 23 CE Y7hsh
% E3ES 99500 mL)ol 3L EtOAc(3X200 mL) & F&3 k. 2849 #7] 52 95(300 mL) & Al & &FaL
MgSO, ol A AxAZ . & & AlASI 24 FALE 5310, o] & Ale] 2= AL/EOAc o= a7t A Ae] A =v}

Eaeue] ol AAlste] 4] sHeheS 553
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ol gl x%;zt G

MeOHZ©] F7ho] B FZ3}o] o|gt 2 65—t EA|t]sto] =R Feko] A X(F3 [ Tetrahedron 1971, 27, 1973-1996] 3

z)

o

-35C2 FA1E ¥4 o8l 2(54 mL) % =4 MeOH(79 mL)2] &35 2] F2(177.5 mmol)2] & MeOH(105 mL)
%9 BE(10.0 mL, 195 mmoD& w{HIAA Atz H7tstdet, v EFES 308 Bt wwkstal, 71A4 NH, 2 pH

8744 ESFAI 7] AL, 23C7HA] 72 A AT Dol ZaL, o Bl 2(3X400 mL) 2 F=38kal, A= Al 8kaL, Na,SO, 7l
N AZAAG SE RN A G A E F55T, ol AT TR 8 GAlste] BASTES S5
[SARSI 3| 72|: H

ol L@ A shetES ALES (4-8 0 w-2-ER - d)-IIHF tert. -8 o] A 2 0] AwTpA|dt-AZE o] O] g (4-
o7 d-2-UEZ - d)-IHHAE tert. -8 o] AE| = o] A%

E g o} gebol

Iy

2 AHE T (4-ol Bl d-2- U E2 - D)~ tert. -8 o 2] 29] AsbAleh-A S

THF(12 mL)Z 2] &2}l =(3.0-4.5 mmol), kA2 &l 7] 8§ (3.0-4.5 mmol), Et;N(13.5 mmol), PdCl,(PPhy),(5
mol%) % PPh4(2.5 mol%) ] E3& [ B84 42 49 DMF(12 mL ©|3h& H7e  AF]E& oh2Tow Ay

Al 71 A 23Co A 208 B2t wukalA Tt Cul(1.2 mol®w)E A7FstaL 60T oA of 22 B 7|5k tic7F A% A E o] &
A ABE AAE w7A] AL wersld thE & [J. Org. Chem. 1998, 63, 85511 #F=). 16‘%9«& @rqmg 7
I, 5% A EZAH50 mL)S F7betal A ES EtOAC(2X100 mL) & =39 th. =3 =

\II74

(50 mL) % 94+(50 mL)& Al H & -, MgSO, el A A=A AT Sl & A Aske] 334
EtOAc® Ael7t 2 A7l AazvtE v ofs) AAlstar/stA a4tk == 424 EtOH= x1 Abstel %4 31828 5
st Tk,

AAle H

(5=stol=Z A H e -2-HE 2 -4-9|d Bl -5 D) - T4} tert. -8 o ~H =

EA ES G-grdolrn-4-2 2 E-2-YEZ-3d) -7} tert. - 58 o 2| 2 (2 A ] C2)(386 mg, 0.97
mmol) ¥ FH oA E & (149 mg, 1.46 mmol) &= F-E Awt A=} Holl e} A2kt QAR A n A 24 =535t}
(370 mg).

MS (ED 381 (M*); mp 141-149C.
Q] v}k zJitJ

@-HE=Z-dd)-IpHit tert. =78 o ~H=o] Shelo] o 2-olr - d)-IINHAt tert.—HE o ~H =] A%

W ar Zvj) A8

MeOH ¥3= EtOH¥} THF(1:1 °F 20m0)F 2] YE R 3}3E(1.0 mmol) @] Z¢E[F= 0.2 Waks: F2glo]| =2 93t
EtOAc] % EF2AF 10% ZeFE(20mg), Y -Ni(20mg) T 5% FHEAF M8 23T A A 40 B9 78 A ticrt S st
A8S A S w7 2] AE5HA wHbsER Y, 2 & o] Astar, MeOH H+= EtOH 2 THF(1:1)[®+= EtOAc] = A 3}HA
A A star, gulE HFstoll A AASI 1A SHEES 535, o= IHtd o R F7h Wy Fid] oA R, 85t
g a2 dito 2 i A4stE 4 T

olr

M b: SnCl,2H , 0% AL& S 39l
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YEZ 3}3H(1.0 mmol) # SnCl,-2H,0(5.0 mmol) ] &gH2-5 70 =] 80°Cell A EtOH(30ml)F ol A wukst 7L}, =

2715 23T A o2 917180l A tlc7F A e A 3h-S X A] g wj714] 3] 2]d(3ml) 2 DMF(12ml)soll Al nLRks}Sl
U "Tetr. Lett. 1984, 25, 839" #x]. vh-3 & ?};%—3— Z 8} NallCO,-%S d7hske] pH 82 3tar, EtOAc(2 X 100

0
I

~

=

2 FESAL FAK 47 TS R AHSD NayS0, Aol A AEA A §u1E Al As] 4 1AS FEsv,
g sta- vt A 2y aEvkEoegsld os) gAdE 5 Ak

o

rr

i
riz

3 c: Zn 2 NH Clﬂ/‘} st 3l

EtOH/THF/33} NH,Cl-&(1:1:1, 30m0) %] UE= 3}3H=(1.0 mmoD) 9] E3H-E el ok B 2E(3.0 mmol)E 3 7}ehaL,
EFEL T0TAA op2 Z9)7)8tel A tie7 A7 A E-E A A& wj7hA] ainbatgiet. B boll 7] vpe} o] =4
FA 5 s

A A4 J1

@-otr=-4-F w2 -5-tudoju| -3 )T}t tert ~ Y o] AE| =

A S EES Auk A IO byol whet (4-2 2 2 -5-T] s D opu] -2
Alddl C1)(2.76¢g, 8.74 mmol) =¥ SnCl 5 2H,0% SAAA A =3 .

E-2-YEZ-Hd)-7HA tert.-FE o ~EH 2 (A
S LA A 31 A ZA T?O}oﬂﬂr@ 3g).

MS(ISP) 286 [(M+H)*] 2 288 [(M+ 2+ H)" ]; mp 96-101C.
2 Ao J2

@-ctvr e -5-tudoln v —4-g o ] -5 D) - FHeHAF tert. —FE | AHE

FA ek Ank AARI0EE bol whet G- Eopr] m-2-YER-4-s ol B d -3 d)- 74T tert. - o 2]
2 (A e HD 25 SnCly 2H,0%2 F-AAA A28tk 24 a4 24 553131 tH1.927g).

MS(ISP) 352 [(M+ H)* 1.

A4 J3

(5-otre-2-tugoln -2 3 - Tl E2 0 2 -n]Hd-4-9D)-F}HH4} tert. -9 o] ~H =2

i S A

=3 AAFICEH bell wheh (2-tlH "ol =-2'3'-T & F L 2 -5-H ER-H|Fd-4-)-7FAT tert. -
g o AHE=(EA o D)2 FH

SnCly-2H,0 % A A A z=ak3iet. 2.7 h A2 5383 TH2.206g).

MS(SP) 364 [(M+H)"].

2] J4

{2-one-4-F 2 2 -5-[Q2-mEA - E)-vEg-o}n| = |-FHd } TP} tert. - € o ~H =

EA BhehE S (3.46g, 9.62 mmol) AWF A JOTH b)el| wet {4-F 22 -5-[(2-mFA -l &)-mEd-opr| ] -2-H E
27D -7H tert. - ol 2B 2(H Al o]l C3)ZF-E SnCly 2H,02 SHAA A A 2akiet, 4 A4 24 F53H]
th(2.25g).

MS(SP) 330 [(M+H)*] % 332 [(M+ 2+ H)"]; mp 112C.
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A4 J5

[G-ofm| =2 =F 20 R -2-(222-E|FF 0 w-o| EAD-H]#d-4-U | -7} tert. -9 o] ~H =2

—ol 5 A)-H] 3 d-4-9) ] -7}

A i}?}%“—%"ﬂ&é 2F IO a)oll whe) [2-EF QR -5-UER-2-(2,22-Eg|ZF o=
(A Ao DA A S5 THL.17g).

HEAF tert, - 58 o] 2 EH E(A A DZ)ETH 10% Pd/C& G=2=3tA| A A Z&} T}, 3]~
MSSP) 401 [(M+H)* 1.

A4 J6

-olre-5-tugoln e —4-EZ 0 wuE-dd) -7ttt tert. -7 E o ~HE

FA sHES A AAHJOE a)oll wek (G-yHgetr) m-2-YER-4-EgZF o 2| - d) -7t tert. - 7€
ZH 2 A o C4H)RF-E 10% PA/CE F23AA Azt vAdd 4 S22 F5381300H1.349).

MS(SP) 320 [((M+H)* 1.

2] J7

2-otne—4-F 2w -5-( g v ot )3 | -FHAY tert. - 58 o ~H =

A Bt e Ak A b)ell me} [4-F 2 2-5-(o 2 - e -ohr] ) -2-H EZ-¥d -7t tert. - E o &
Bl 2 (2 Al ¢ C5)(3.0g, 9.09 mmol) 25-E] SnCl, 2H,0% SAA A AZzsActh, Ak 244 s 24 55359 0H2.64g).

MS(ISP) 300.3 [(M+H)"1; mp 81C.

A4 I8

[2-otme-4-S e -5-(ME-Zegd-ori)-dd [ -7}t tert. -8 o AE 2

BA 3ES dut Ax}F JOIH b)o| W [4-FR2-5-(HE-Z2F-o}u-)-2-
2H 2 (Ao C6)(3.15¢, 9.16 mmoD) ZH-E] SnCl,-2H,0= 1A A zﬂ;é} =3

(2.58g).

YUEZ-Ad -7t tert.-H-€ o
Az 7

E
& 24 A A S5 e e

MS(SP) 314.3 [(M+H)"1; mp 92C.

A4 J9

[2-otm|e—4-S 22 -5-(Ho " -otre)-sd | -FPHAF tert. -9 ol SH =

FA SRS Ak AR JCTH bell whet [4-F 22 -5-(H g -obr e)-2-H ER-Hd |-7HT tert. - E o 2H =
(Aol C7)(2.25g, 6.54 mmol) ZH-E SnCl, 2H,02 A A AZith Ll w4 2 A 55389 th(1.55g).

MS(ISP) 314.3 [(M+H)"]; mp 1107C.

A Ao J10

(2-olvlie-4-22 2 5-5Zeltl-1-9 -5 d)-sht tert. -3 o ~E|=
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FA SRS A dAF IO bl whe -BRE-2-UER-5-9 52 d-1-Y-9d) -7t tert. - E A 2H =
(Aol C8)ZN-E] SnCl,2H,0% FUAA A Zskodth A 14 2 A 553891 tH4.80g).

MS(ISP) 312 [(M+H)"] 2 314 [(M+ 2+ H)"]; mp 136-138TC.

A Ao J11

2-ofne—4-FR e -5-(Ate|F R e - el -ojn]w)-Hd |-FPHAE tert - A AHE

EAAUEE Y8 YA 0] 4 [4-B22 5 (o T 22 opsl) =2 A
o 2=

3| 1/]5
tert.— HZA A4 C9)(3.2g, 9.36 mmol) Z5-F SnCl, 2H,0= SHAA A Az A DA ZA 53519

l:‘r(Z.OOg).

MSASP) 312 [(M+H)* ] % 314 [(M+ 2+ H)" 1.

A J12

(2-obvte-b-vFeld-1-9-4-E I T2 g -vd) -7t tert. — 7 E A AEH 2

FA gt S Ak AT a)l me C-UER-5-d 52 d-1-A-4-EgEF e 2" - ) -7t tert. -
o =8| 2 (A Ao C10)(7.35g, 19.75 mmol) &8 10% Pd/CR F243hAIA Alz8klch. B QA4 LA 5A] qu}
ATH6.752).

MS(ISP) 346 [(M+H)* ]; mp 101-103C.

A A4 J13

(2-olr)ie-5-r ol e 4- 220 2w d) - tert -2 o] v

FA stetES A JOER a)el weEt (G-yHEotrm-4-EF o 2 -

2- Hd)-7HFAk tert.-5-E o ~H 2
(A Ao C11)(4.88g, 16 mmo)EH-E 10% Pd/CE +A23}A| A A X3S ).

UE=Z-
=4 A=A 58 TH4.552).
MSSP) 270 [(M+H)"1; mp 120-123TC.

A J14

(@-otvlw-4-2 2 2 -5-slseltl-1-A-sd)-shF tert -9 o ~E|=

FA SeHE S Auk AR ICEE b)ol whet (-FRE-2-UER-5-9H 2 - 1-4 -3 E) -7t tert. - ol 2H| =2
(A Ao C12) &2 SnCly2H,0%2 F-AAA Alzsholch 32 24 a4 24 5533 tH747mg).

MS(SP) 326 [(M+ H)*] 2 328 [(M+ 2+ H)* ]; mp 149-151C.

A1 J15

(2-olv]w-4-2 207 -5-v|Belvl-] - -5 d)-THPAF tert. B o 2H]=

A4 3ES duk Az JY a)dl el 4-EF L R-2-UER-5-¥EZd-1-4-9d) -7t tert. -3 E o AHE
(A4 C13)(6.37g, 20 mmol) 2F-E] 10% Pd/CE A3AA A Z3tG ). 3 1A 2 A 4551 THG. 92g)
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MS(SP) 296 [(M+H)"1; mp 75-76C.

A A1 J16

(2-olre-5-clAlHH-1-U-4-F 2 2 -5 D)= I} tert. -7 | ~HE

FA ek Ak AR I a)ol we (5-obAE H-1-U -4~ —2-HEZ-AE)-7AE tert. - o ~EH[ =
(A Ao C14)ZHE] 5% PY/CR 23t A A Al 23ttt WA 34 24 53131 th(3.664g).

MS(ISP) 298 [(M+H)"] % 300 [(M+ 2+ H)"1; mp 176-179TC.

A J17

(2-olre-5-olAlHH-1-U-4-Ee]EF 0 2 g - )-7}uH4} tert. -9 o] ~H =2

Q] -

FA sheha S Auh =AY a)ell whet (5-okAlEl g -1-4

-1-9-2-UER-4-EgZF 2 E-#d)-7A) tert.-F-€
o| ~E| 2 (A A C15)ZHE 5% Pt/CE FA23A| A A 25t} WA

Al li*i 53 tH5.173g).

MSSP) 332 [(M+H)"]; mp 166-167C.

21X 4 J18
[2-oln]=-5-(Alo] Fmx g A e - El-olu|\)-4-Eg]ZE 0 el -3 ]|-F}IuAt tert - HE o AHE
¥A 3gES A At J( b)ol whe} [5-(Alol SR 22w -HE ol v)-2-UEZ-4-EZZF 2 vd -5
d]-7ht tert. - HE ol 2~ 1 (A C16)(5.66g, 14.5 mmol) ZF-E SnCl,-2H,05 AH-&-3F ghelel] o] 3] #] 3} 3t
A A ZA 53R THA
MS(ISP) 360 [(M+H)*]; mp 56C.

2 A4 J19

2-ofn e -b-(AolF R F e -ojn|w)-4-EEF 0 2 g s d | -TPHA tert. -8 o 2

A SES A H 3
Fh4t tert. - F-E l E

AZA 53130 0H2.00g).

FH boll w2t [5-(ApolF 222 d-vE-oln|n)-2-HER-4-EgZF o 2vE-#d]-
(A

03
12 (A4 C17)(3.74g, 9.96 mmoD ZH-H SnCl,-2H,02 $-AA A A3kl ch, QA=A wka1

MS(ISP) 346.4 [(M+H)"].

A A of] J20

(5-olulie—2-rlu|gojv] e F2 o @ wsd-4-9) Fh tert -3 o] ~E] 2

FA ek Ant A I0EY a)el we -HHEon|e-2'-FF L2 -5-HER -1 A d-4-<)- 7Pt tert. -5
of 2 (A Aol C18)(4.54g, 12.1 mmo) ZH-E] 10% Pd/C& F23tA A A2 QAth. ¥He 24 A 24 553190tk

(3.324g).

MS(ISP) 346.4 [(M+H)"].

_82_



%53 10-0566171

A A4 J21

[2-olre-5-(222-Ee| 5T m - SA)-4-EEF o w v e -dd |-FIWF tert.-F & o] ~H =

A 51}?%”% Aut A x
1=

ZF I a)dl uhe) [2-UEZR-5-(2,2,2-EFZF L2 - EA)4-EZZFoE2dE-Ad -7}
LA tert. -5l o & (A AT

= ol BT)ZFH 5% Pt/CE FastA A A% }0 th S A 2 A 5 vH(17.374g).

MS(ISP) 375 [(M+ H)* 1.
21X 4] J22

(2-otm=-5-vudojrn] -4 -m & -3 )T tert -8 o AH =

FA ek Ak AR I a)l whe (G-HH " opr| ke —4-v"d-2-YEZ-3d) -7t tert. ~ - o SH 2(H A
o C19)(3.22g, 10.9 mmo) & 5-E] 10% Pd/CE =431 A Azttt 314 sz 24 =532 th(2.05g, 58%).

MS(SP) 266.3 [(M+H)"]; mp 78C.

A A14 J23

(2-olv i —4-Aol-5-t]Eolu v~ ¥ )T} UL tert.~H-E ol 2 2

HEZ-3d)-7hH4k tert.-F-E o 28 2(4

A SHHES Ank Aap JOT boll whet (4-Alofre-5-t " opr| -2
ATh gk 2 A=A 5359 TH2.05g, 58%).

Ale] C20)(3.9¢g, 12.7 mmol) &F-F] SnCl,-2H,0% SFAA|A A 238}

MS(SP) 277.2 [(M+H)* 1; mp 120C.
2 A o] J24

[2-o}r]=—4-m e -5-(Hd -2 A -ofn|)-sd | -7FRHA} tert —H-E o] ~FH| =

FA seE S dnt AR I0EY @)l whet [4-mE-5-(ME -2 2 -0l n)-2-HEZ-Hd | -7 tert. - E o] &
B 2 (Al o]l C21)(3.59g, 11.1 mmoD ZH-E] 10% Pd/C& F=43A A Az it A=A s A 24 53811 th(3.23g,
99%).

MS(SP) 294.4 [(M+H)" 1.
2 A o] J25

2-otre-5-(ll g -m gl -ofr] ) -4 -v & -H J | -F}PHAY tert.— € o ~H 2

FA ShehE S ARk A ICEE a)ell whel [5-(ol e -mE -opr| k) ~4 - -2-YEZ-sd ] -7pat tert. ~ - E ol 2~ H|
Z (Ao €22)(3.28g, 10.6 mmoD) ZH-E 10% Pd/CR F43kA1 A A £38k0 vk, A4 LA A %z‘s °ﬂn}(2.94g,
99%).

MS(ISP) 280.3 [(M+ H)™].

A A4 J26

g-obvly-4-F@-5-(o] 4% e e vg o] w)-s d | -FHHAY tert,~ P E of e =
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jxﬂ SHES AUk AA JOH b)oll Wt [4-2 22 -5-(o]AX 2 -wE-o}ln|w)-2-UEZ-7d | -7} tert. -5
g ol ~g| 2 (H Al C23)(4.07g, 11.8 mmoD)&EF-F] SnCl, 2H,0% $HAAIA A28kt gk 24 A 24 53131

tH(3.08g, 83%).

MS(SP) 314.3 [(M+H)*1; mp 116C.

A A4 J27

2-ofne—4-F 2w -5-(o] AR E -w el -oju] ) -Hd | -FPHAF tert. = E o AHE

BA stHES Ak A IR bell wet [4-F 2 2-5-(o] A E-vd-oln| n)-2-HEZ-7d | -7k tert.-
of =8| 2 (A Al o]l C24)(5.55¢g, 15.5 mmo) Z4-E] SnCl,-2H,0& S-AAIA A3kt dek 244 13 2 A T;«o}OﬂrJr

(3.98g, 78%).

MS(ISP) 328.3 [(M+H)"].
2 A o] J28

-ofn|e—4-Aofre-5-3 Fe)d-1-A-F D) -7} tert.- 79 J~H =

BA S3ES duk A3 JOUH b)oll whel (4-Alofe-2-HEZ-5-9 &g d-1-d-dd) -7t tert.-F & o ~HE
(A A el C25)(1.82g, 5.48 mmol) Z4-F] SnCl,-2H,0% SHAA A Al sk ieh. Qg 24 31A] = A T?O}Oi ljr(l 27g,

77%).

MS(ISP) 303.2 [((M+ )" ].

A A4 J29

[2-otm|te—4-Aope-5-(WE -2 e g -ofr]te)-dd [ -7}t tert. -8 o 2E 2

BA 33ES duk A JOUH b)oll whet [4-A]oe-5-(HE -T2 F-olv] x)-2-YEZ -3 d |- 74t tert.-F-E 9]
2H 2 (A Ao C26)(1.64g, 4.90 mmol) =-F] SnCl,-2H,0% %‘r‘ﬂ’\]ﬁ A Z3F T A 2 AR A 55 TH1.24g,

83%).

MS(ISP) 305.3 [((M+H)™].

A A4 J30

(2-0bv] -4 - Ao -5-t] o opu] s - ) -FPybat tert -2 9 o] e

A sHgtee Ak A JOE b)oll whek (4-Alopre-5-t o " opr -2 D)-7HHAE tert. - -9 ol =H 2 (2
Al C27)(1.66g, 4.96 mmol) Z-E SnCl,-2H,0% SHAA A Azt 3148 W WA w3 24 553519 th(1.38g,

91%).

MS(SP) 305.3 [(M+H)*1; mp 151C.

A Ao J31

2-ofn| -4 -AJobre-b-(o] AT A v e —olr] ) -3 d |- T tert, ~ 58 | 2H| =
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A S-S A AR IOEY ol weh [4-Aobe-5-(0] 2 2 d v D -opv] 1) -2- U E 2 -3 d | -THHAL tert.— -
el o ~E| 2 (A A o C28)(1.73g, 5.17 mmoD) 258 SnCl,2H,0% &L A Azttt 348 | W ux2x F5
3% TH(1.56g, 99%).

MS(SP) 305.3 [(M+H)"]; mp 77C.

A A4 J32

2-ofn| -4 -AJobre-5-(o] AR E —w Bl —ofw] ) -H I | -FPHAE tert. = E o AHE

A SHEES A A3 0P bl nhek [4-A]ohie-5-(0] & E-u] G -o}v] 1e)-2- U E 2 -3 -4 tert.-
o ~H 2 (HA] ] C29)(1.76g, 5.05 mmol) &8 SnCl,-2H,0 = F-AA A Al xakqd et vhe 24 14 =4 —ra—o}oﬂlﬂr
(1.55g, 96%).

MS(ISP) 319.5 [(M+ H)"]; mp 88C.
21 A 4] J33

2-otr|—4-Aot-5-FFH g -1-d-F D)7t} tert. -7 & A ~HE

A S-S U WA 0P bl mhek (4-Alohe-2-U E 2-5-3] 3 2] -1 -3 ) -7Pik tert. - d o 26 2
(A Ao C30)(2.08¢g, 5.71 mmoD & F¥ SnCl, 2H,0% SHAA|A Azttt 3] 43 Wl a A 2A] 5 3}0 =5

(1.67g, 99%).

MS(SP) 317.2 [(M+H)"1; mp 86C.

A A4 J34

(2-otre-4-S w2 -5-ol A Eoln - ) -FpRIA tert —H-E o] AE| =

2-4HE ﬂ‘é) 7 tert. -9 o ~H 2

BA 3ES At A JOT Y b)oll wEl 4-F 2 E-5-0] A K- Holu] -
A zsFSler, A nA| 24 5315 0H1.30g, 74%).

o~
(AA]e] C31)(1.93¢g, 5.61 mmol) &= 5§ SnCl,-2H,0= gHd A7

wr

MS(ISP) 314.3 [(M+H)"].

A A4 J35

2-ofre-b-(Me-ZeAd-oju|w)-4-Ee=F e mrg-dd | -7 tert ~ 4G A 2H =

jxﬂi}_ a2 ‘?}X }J(‘*‘ﬂq a)°l whet [5-(mE- jijl —opm| )-2- HEE 4- Eﬂl‘é‘fﬁé’_i\ﬂ]‘i‘ g ]-7hkak
‘21‘3}(3.40g, 98%).

MS(ISP) 248.4 [(M+H)"].

A A4 J36

[2-cbi] e -5-(o] AP &l -v&)-oln] i) -4-E )22 0 v - d | - TP tert. 8 o 2H 2
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A i}?}%ﬂ & Ak A P @)l wE [5-(olaRd-vE-olu w)-2-ER 4-E 22 e 2vd-d ] -7t
tert.—5-€ o] ~H 2 (A A4 C33)(3.88¢g, 9.91 mmol)ZF-E] 10% Pd/CE FA2FA A A %3
53 TH2.70g, 75%).

MS(ISP) 362.3 [(M+H)"].

A A4 J37

[2-obr)te-5-(o] 4 2 A v & -ofr]i)-4-Ee] F2 0 2 u <5 T | -FA4At tert, -3 o 2e

A B E A DAY el G2 (5ol 222 D olvl )2 HER 4B EFoRol D] A
tert.— - ol 2 H 2 (A Al o] C34)(2.98g, 7.90 mmol) 25 10% Pd/CZ F43tA1 7 Al xat3lch. LAY e A=A 4
53 tH(2.42g, 88%).

MS(ISP) 348.5 [((M+H)"].

A A4 J38

[2-0bu] e -5-(0] el v el —ofn] ) 4wl &l -] I |- FL5E2} tert ~2 o] e

FA ek Ak AR I3 a)ol whef [5-(o] i d-rE -opr| e)-4-v"d -2-HE 2 - ] -7 tert. - = ©f
2 E| 2 (2 Ao C35)(1.48g, 4.39 mmol)iTEi 10% Pd/CE 28/ A Az gich WA uA) 24 5319 0h(1.08g,
80%).

MS(ISP) 308.3 [(M+H)*]; mp 71C.

2 A4 J39

@2-otne—4-wg-5-T Fd-1-d -9 D) T}t tert. - F & A 2HE

FA =S At A3 I a)dll wef d-mE-2-HEZ-5-9FEd-1-d-dd)-7HAt tert. - E o 2 E| 2 (A
Alell C36)(3.27g, 10.2 mmol) 10% Pd/CZ FA&3tA A A&kt Agh 24 n A=A 53130 TH2.48g, 83%).

MS(ISP) 292.3 [(M+H)*1; mp 115C.

A Ao J40

(2-otre-4-F w2 -5-ol AT e ot —s ) - tert. - E A AHE

FA SHHES duk @A JOTH b)ol whet (4-FRE-5-olaX 2ol e-2-YER -3 d)-7Ht tert. - -2 o 2= H]
Z(AA]e] C37)(3.75¢, 11.3 mmol) -] SnCly 2H,0 2 SHAA A Al 23k vh. 24 aA 24 #5319 th2.90g, 86%).

MS(SP) 303.3 [(M+H)* 1.

Aol J41

2-ofn|e-b-(o] A el ol ) -4-Ee] 20 wud-dd |-TPAY tert, - 58 o 2H =

BA s ES I A IO a)oll et [5-(o]AFE -0l ) -2-UERZ4-EgEF 2 d-dd |-t tert.-
2E oA E(AA 9 C38)(5.28¢g, 13.99 mmo)EH-E] 10% Pd/CE 53X A A Z38 ). gt A u A 24 =53
@E}(S.69g, 76%).
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MS(ISP) 348.5 [(M+H)"1; mp 141C.

a7 AAlel s E4 BB T4
5] Q.o E(318H4] IVa)e] 4|zl $8 2

S WA UY BFo A 283 ol T tert.— 1 E 3-o}d-3-FAh-2 2
]

=
olyl A ;‘<|: K
U ) o8 B+ tert.—H-8 3-01H-3-&A-SXZ I QUo|EQ] A X
o g Ei=tert.- 3-olF-3-2 -2 23 Y|o|EE 3 [Synthesis 1993, 290] ¢ wre} o} Al 2 gto]= 2 o
g T tert.-Fd EiLﬂ o|E XEMF A[CAS-no. 6148-64-7 2 75486-33-8] .2 RE 0CZHFE 23T7HA Y &%

o] A CH3CNG 9] EtgN 2 MgClys ARE-8hed Alz8h3lt). of Rbg-oll A A of " 745 qks AbEshglnhdd, 220l =
3} BESA17]7] Aell, 0Cell A THE/CH,CNT 9] ol d S22 2ol E Bl Bt,N= A 2] ate] 2 str 3t

M b) tert. - %€l 3-0l2)-3- 8 4-me o yolEe] Az

O 2A=, tert.—-58 3-0l2H-3-24-ZZI| QYo EE —E’ri [ Synthesis 1985, 45]01] ug} WY = o g o} of A
22 2H gF tert.-F-5A o =9 EA St A 2 F tert.—FE oA H O E [tert.- 58 o}HEHI 0] EE -78To| A THFZ
o) 2l F Holazzgoln =g Agste] Axd ]2 ﬂﬂ%}ﬁ Az iek Aol FA g Foll IF LA FFT
thd, o] 5 23Col A THEF/MeOH/H,0% 9] LIOH= ] *+3tA]A A A sf ot 8 S},

M o) 3ol -3-%

H

-SRI 2k Al x

3-obd-3-S - X 23] LA ofF A FReto| = W W a(Ee g dY) Lo ER R
1985, 15, 1039]1C8™ cDoll wet 0CollA CHyCNF-9] Et,N 3 LiBr& AH&- &AW, e

& [ Synth. Commun.
=3 [
(9 c2)o Wl -60TC ZH-E 0C7HA 9] & ol A o 8|25 9] n-BuLig AF&-3to] Al %3131t}

Synthesis 1979, 7871

AAld K1

3-54-3-(3-[1.23|Ee]otE-1-U-Hd)-Zwu] 24l o g o ~H=

é
=)

‘8‘ ]’ ﬂ'(ﬂoaa)S[lZSEE]]' E]
Zoo]EE E7FA1 7] [CAS-No. 93066-93-41, 35‘r EtO

i, CH,CN% 9] Et,N 2 MgCl, 7t
AT ¥ A DA A £53TH2.220).

1 25, Egvgddd oA g F o] wd
4 /3 NaOH= H*73}A]7]aL, 0" S22
o &l

1 ol WY ol E FEHE Q3 wH-SAIA A x38}

MS(ED 259(M™); mp 72-74C.

A Ao K2
3-(3-Aop-Hd)-3-F A -T2 T3] 22} tert.-H-E | AHE
FA S3HE S Avk WA} Kol wEh(8 b) WE 3-Alobeul ol o] E[CAS-No. 13531-48-1]12 %€ 2]+ tert
olAlEHl o] ER A sle] AlzEAct ¥ A oA wtuA = 55
MS(ED 245(M*).
A A ¢ K3

3-(2-Aote - d-4-9)-3-8 - 29 2} tert. - 59 1 2




=553 10-0566171
A i}?}%” & Ak dap Kol web( Y b) 2-Alobie-ol AU At ol g o] 2 2 [CAS-No. 58481-14-41=5-H 2§
tert. =& opAEl o] E2 A 2|sto] Az}t e A A=A 58 H7.70g).

MS(ISN) 245 [(M-H)"].

Al K4

3-[3-(B-md-o]HALE-5-)-sH | -3-5 A - w24} tert.— & o AH=

FA B2, ol 3-(3-vlE-o] HAE-5-)-wlzol o] E[o© 3-cf ¥ dull zol o] E[CAS-No. 178742-95-5]&
50Tl A 3 " Tetrahedron 1984, 40, 2985-2988"°l utel CHCl3 % 2] NCS, opAI =54, Et;N B S| v]2d

o EGE T} e AA AxB]ZRE Dk A7) Kol W2 b) @ F tert.-FE ol o] B A}gale] A= 3
A A A 5559 TH 54g).

MSSP) 302 [(M+H)"1; mp 50-56C.

A A1 K5

(RS)-3-=4-3-{3-[5-(HEgslo]|=2-Feh-2-AZ AW E)-[1 23] EZo}E-1-d]|-Fd} -2 2924} tert.-FH
o AHE

XA stES Uy ]’Koﬂ w23 b) (RS)-3-[5-(HEZSto| =2 - -2-d S A W E)-[1,2,3] Ego}&E-1-¢]
-l Ak W Oﬂ*Eﬂ [o] = &}7] a=Afol wpe} Al %3E: i) WE 3-o}x] Ll o o] E[CAS-No. 93066-93-41(15.55g,
88 mmol) 2 (RS)-tert.—F-E-tiH e -[3-(H Egslo| =2 -3 H-2- °1i7\])—“LE 1-old]-A & [CAS-No. 135294-
85-81(33.50g, 132 mmol)S 10Y ot 60 CE 71839t i) 53 52 (48.2g, °F 88 mmol)S 70Tl A 6Y &<t
TBAF(300m¢, THF= 1M)=ol uHtsla, &4 o0 2 2A17F T<oF IN HC1(4OOIH/€)TOH SF Al AT i) *r‘—:,ﬂ 5z
(16.15g, 74 mmoD < 23Tl A 119 &2t MeOH(400mE) 2 %13+ H,50 (30m£)v°ﬂ WHEFA T} iv.) =59 E4(4.60g,
19.7 mmoD &) YF-E 23T A 2043t &< DCM(38ml)ZF 2] 3,4-t]8fo] =2 ~2H-3] 2(2.67ml, 29.5 mmol) & o=
] p-TsOH.H,09}F RE-3-A1 2 tH1(6.20g, 19.5 mmoD) =7-E] 2 F tert.-F-© otAlH o] ER A gl o] A8 30t). &4 @
d=2A 533 tH8.47g).

MS(ISP) 402 [(M+ H)* 1.

A A1 K6

3-[2-(3-vlg -0 &AL & -5-9N)-sel gl -4-9 | -3-& -T2 ] & tert. - & o ~H=

¥A 3gES vk da} Kol w3 b) 2-(3-H el - ] AFE-5-Y)-ol AU ZEA HE o ~E|2[i.) 2-8 2 -0 &
YUzElak v g o ~E] 2[CAS-No. 134579-47-815 dut A2} Hell wje} Egjvd Aol g Al e} vk-g-A]7]a1; ii.) 0C
o A 4A1ZF &< MeOH% Full 2] K,CO4% WH-g-A] A %}ev’ﬂﬁw 7)1 315 iii.) &3 " Tetrahedron 1984, 40, 2985-2988"

o w2} 50Tl CHCl33 9] NCS, oA EL S, EgN % juﬂau g Ega R Rk Al A A28t
ZHE 2ZF tert. - oMM EHIO|ER AP ete] Azstgivh. A nA =AM =583 TH5.17g).

MS(ED 302(M™); mp 59-67C.
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¥A sgtES I Ak Kol w3 b) 3-(2-vWE-2H-9] 2}&-3-d)- x4k v e o 2" 2[1) 1-(3-BE2RE-9d)
-3- ﬂuﬂgowi I 29 =[CAS-No. 163852-04-8]12 23Tl A 2.5¥ &< EtOHZ 2] W g slo]l=a}x 3} k&2 7]
350 FEE ol AAE ARvEY T B2 A7) i) B o] A E -78T oA 1A17F 52 THF 2] n-BuLiZ * g
3 5 CO, /\E‘:” o8 AAA T L, TEH o7 23T A 48A)7F &< MeOH 2 %1 3H H,50,= of| 2~ 23} A A A x5}

ArHOZ R 2 F tert.- 9 opAHlO] 22 Aelshe] Alxstth B4 A 2A 5555 tH5.960).

MS(ED 300(M™).

A1 K8

[ }0

3-[3-(c-tudotremel-[12 3] E]olE-1-)-Hd|-3-FA-2 23] 22} tert.-H-9 J=H=

XA 3HHES A A Kol ek b) 3-(5-t [ eolr] v g

gl 3-o}X Iyl x| 01EETE1 Aol K59] Al Zof|of] 7]&% uie} &
0 WA 23Tell A 1A17F 5¢F THFES 9] SOCL,9F vHgA17) 3=, twgo
A 7F Tk awkasle] A 28 vh](2.14g, 8.22 mmo) Z5-E €] F tert.—
d2A 539 H2.90g).

2,3]EglolE-1-U)- 2 vE o ~8| 2 [y
g eA 1) WA el mEa FEE AP ES
H
e

-[1,
¥ 0% 7.9 M) H7Fskar, 23 WA 70TCelA 1
olMH o] ER A 2] slo] A Fx3A Tt A o

MS(SP) 345 [(M+ H)"].
2 Al o] K9

3-[3-B-HEA|H " -o] EALEL-5-9D) - |-3-E -T2 3] L4} tert, - F-9] o] ~FH =

A 3HES A A3 Kol W b) WE 3-(3-HF A W E -o] HALE-5-)-wll o o] E[of| & 3-of E] Wl o o]
E[CAS-No. 178742-95-515 50°Coll Al & "Tetrahedron 1984, 40, 2985-2988"l| u}} CHCl,% <] NCS, 2-H %
AP EE A [CAS-No. 71494-93-41, Et;N B2 Fufj ko] gje|d o] 353 vh-g A1 A A2l 258 2§
tert.—5-2 ofAlH o] EZ A g]slo] A3kt W2 A A 2 A 55381 TH(1.548g).
MS(ED 331(M™).

21 Ao K10

(RS)-3-24-3-{3-[4-(F| Ed}étol = m T gt -2- A FA|m &) -E]o}L-2-A |-} - 2 9] 24} tert. - E o 2H=

TA geHES gt A Kol mEtCEH b) (RS)-3-[4-(H Eg}sto] =2 -3 eh-2-A S A &) -E] o} Z-2-A | -l 24k
He o ~H 2 [o]= at7] Aol wef Az 1) 1,4—51%’&(180m£)%4 3-El @7l d -l A v g of ~¥| Z[CAS-
No 106748-27-01(7.8g), 1,3-T)F22-2-2 2 79}=(8.4g) @ FEMNIEF(8.4g)9 &S 247t 52 60C = 7}

A&t W E5HES 20T 2 ¥2hehar, WE-S(200m) 5 2] AF HEA o] =(5.4g) 2] nytE g oo 2:47}%2:15}. 0.5
17P e AEA R wtelgltt, £3=S W] 2N HCI(ZOOmIé)lHOﬂ R, A ES g ofMEl o ER FE33l T
Tr71 S G52 A Fsta, MG EFAANA d2A7] AL, AFselA SEA L IALE E]%EEDHEP/E‘_V&EETH
AASIA A 3-(4-3to] EF AW E -Elo}E-2-) -l x4t WE o ~H 2(7.5¢) & ¥r2-2A A o2 A #5330
(115-1177C). ii.) ol & oAl EI o] E(50ml) T 2] 7] &2 (7.5¢), Usto]l =23 &H(4.1ml) E p-EFd EAL sfo]| =0l E
(o 19g)2] EFES 20Tl A 1AIF Bt wHksl T, §98 o9 ofAH| o] ER S| A]7])aL, 5% TRV ER &4 2

T2 AF s, AU ERAFNA AxA7)a, JEstdA] FHAZ T 2 4 S Aoz o F ofME o] E/F)
4(1 2)& 283 }L A 7F A Aol ARutE gyl o&)] AAlste] (RS)-3-[4-(HEZ o] =2 -3 #-2-A A v E)
~Ejo}Z-2-A |-zt fE o ~HE2(9.6g)E A% A o d2A 5310} 1(3.5¢, 11 mmo)ZH-H #F tert.-5E
oA H O] EE 2%316}04 A zst ek Ak 32 e d =2 A 5351 tH3.89).

MS(SP) 418.2 [(M+H)* 1.
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AAle K11

(RS)-3-%2:-3-{3-[4-(H Ee}slol =2 -] gh-0-U S AW E))- G A Z-0- Q|- d} - 2 5] &4 ter.~ P8 o] ~¥] =

FA 3 ES Ak @ak Kol e (U b) (RS)-3-[4-(HEgslo| =2 -3 #-2-I S A v &) - A& -2-d |-l 24
HE e 2 [o]= 317] Aol whef Alxg: i) 3-7HFR -l 24 wd o 28 2 [CAS-No. 106748-24-7](17.9g)
2 1,3-4E22-2-Z23=(14.02)2] TFES 1.547F 59 140CE 71E38Adth EFES 20C =2 YA 7)o, st
Fa12m)S 2 2HA A7 et EEES 108 5oF ke & W do] F-oluh A ES olE olAEoER &
shar, 7] S5 A5E A FHsk A, SR E A Ax2A 7], Z1E8te A SHEAZ T FARE S8 Qo2 A oY oA
H O E/AH1:1)E& AHEslhe Al A o] A2 ntE a9 E AAEte] 3-(4-F 22 -SAE-2-)- Azt vE
o] ~E| 2(11.82) A3 A ¢ A7 A 539 th MSASP) 252.2 [(M+H)™ 1. ii.) DMSO(30m0)=¢] A7) &2 (7.6g)
I} 2 S| EEA] Binslo]| =g o] E(5.0g)2] NS TAIZF B2 60CE 7FEekith W2he vhg &35S W] &
A, EES g g dEH 28 FEEA. A 52 6N HCIS 3H71ete] pH 12 A3 7] 4L, FA " I A &S o938t
o FAtAL, HER 2/ o 2 K A SAH T Ag-3A A (5.5¢)S DMSO(25m) ol &3l A1 7]z,

N,N,N' N'-g| Eg}r & -Folud(4.4me) D we ool =(2.2m)e] H7t 3 &332 20°Co| A 1A 7F SoF wukalsl
thoolg oAl H o] EE H7tstal, ERES =, INHCI ® A= A& o= AHsT. 77 55 FAUEFIA A
2N 7131, ZF3tel| A LA AT FAFE ol E ol M EH o] E/ElAH(1:1)S S| N oM AMSEE A7t A Ao AEvtE
aHE AL, AAE A ES Yol g o | 2/ A2 R e A SIAA 3-(4-3fo] EEA M E - AL E-2-d) -l =
AbvE o ~EHE(2.19)8 WA AAH o2 M 525319 tHmp 118-1197C). iii.) ol € olA e o] E(15ml)F 2] 7
(2.1g), "stol =29 gH(1.2m) 2 p-FF AL EA SFe] =g 0] E(0.1g) 2] Z3}ES 20T A 1A1F &2 nRkskale). &
NG e ofMEHOIER S AA 7], 5% TEAUEF § 2 AFZ A H3ta, S EF G A %A 7] a1, 3155}l
A SEAIZ T A 2 A2 " ol EIO] E/EAH(1:2) & KO0 A AE-Sh= A7 A Aol ARnEH I E AA s}
o] (RS)-3-[4-(BlEgtstol B2 -9 et -2-UZA| &) -FALZ-2-d |-l 24t v | o] ~H 2(3.5g)F A% M 2 d=
A 5381 tH (3.5, 11 mmoD) ZH-E] 2 & tert.-5-& oM HO|ER X g|slo] Alxaqlth. s 34 QA2 A 53}
ATH3.8g).

- —

MS(ISP) 402.5 [(M+ )" ].

AAd K12

=

A S duk dap Kol w3 b) (RS)-3-[3-(H Egeto| =2 -dgh-2-A S A H ") -0 HAFE-5-A | -dl 24}
Hg o ~H 2 [o]= &17] Aol whEk A %8 i) 4-(3-B R R-HY)-2 4-1 S A-FE| 22 o g o 2~ Z[CAS-No.
151646-31-01(7.55g, 23 mmol) ¥ dlo| == oyl ol =2 F 280 =(4.74g, 68 mmol)E 1A 7t F<t EtOHZ 9 &
FAI713L; 01) 5% o 2 H 2(5.94g, 20 mmoDE -10TC ol 4] 1413} &<t THFS LiAIH,(761mg, 20 mmoD & -9 A] 7]
a5 iii) 5% 42(4.90g, 19 mmol)S 23Tl A 20413 &< DCMZ 9] 3,4-t] o] =2 -2H-3] & 2 FHufjgko] p-
TsOH-H,08} WS- A Zth. iv.) $5 % THP-o 8] 2(5.24g, 15 mmol)E -78 Coll Al 45% S-¢F n-BuLiZ A2 ¥, CO,
~Ef o2 APttt v.) 58 28] 2HE 50Tl A 12417 59 MeOH(90me) 2 218 H,SO,(6.5me) 5l A 1k

A} vi) FEH E24(2.01g, 8.62 mmol)= 23TCollA 5413 < DCM(17m) 5 2] 3,4-t]dlo] =2 -2H-3] 2(1.17m,
12.9 mmol) ® FwjZe] p-TsOH-H,09} §H&A1 2 tH](2.44g, 7.7 mmoD ZF-H 24 tert.-F-& ofAH | E& A 23}

A zsk Tk 34 o A7 =531 tH3.06g).
MS(ISP) 402 [(M+ H)* 1.

A Ao K13

(RS)-3-{3-[3-vEl-4-(H E&slo]| =R -F h-2-UEA|HE)-0| HEALZL-5-A |-HH}-3-F4H-F 2 I 2} tert.— -
g o AHE
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Al sFetEe AR A A Kell w2t b) (RS)-3-[3-mlE-4-(Fl Ed}slo] B2 -9 & -2- A S A v &) - o] HAE-5-A ]
-zt W o zEH 2 o]= 317] Aol whek Al i) WAl B3-HRE-HY)-3-F4- 22322k o d o ~H 2
21575-91-71], 9| &2 d 3 TMSOTIE 16413k F<F #7A17] 3L(# 4 "Org. Synth. 53, 59"); ii.) 54 3-

g 23CA YEZ g POCl, B Et,N#} §H-&-A] 7] 31; iii.)

g o AHEE 10Tl A 143t &<t THFE 2] LIAIH, =
A}

F-4-d|-v &S 23Tl A 2073 5 DCMF 9] 3,4~
Hepol == -2H-9] & 3l Zuj&Fe] p-TsOH-H,09} vk-& ) FE9 THP-9HZZ -78TC ol A] 45%& E<F n-
BULIZ A2/ F, CO, 2EY &5 Aeldari v) $54 £ e 50T 1892 5 MeOH R L I,50,3]
A WAL vi) 5 3-(4-sle| =S A E -3 - ' -o] £ALE-5-)-wl 24 WE o ~ ﬂ £ 23Tl A 1A3F &<t
DCM% 9] 3,4-4 }O]‘:i 2H-9 & 51 ko] p-TsOH-H,09 RF-3AI AT =5H 2§ tert.—- 54 opAlE| o] E= A
gl sho] Azt Br2 34 @ A2 A 53 TH972mg).

ke
o

=
>,

¢

N

3
m%w

zt

-9 d)-3-9 g d-1-U-olaHAt o g o AE =

H 5-(3-B 2R -9d)-3-v 8 -0]| EAF -4 -7} 22 A}
Al

,.\
w
|

o )
_Ilﬂ

AN 7|aL;iv.) 5% [6-(3-BRE-HYd)-3-1g-9]
7] 3L iv.

MS(ED 416 [((M+H)*].

AAld K14

RS)-3-{3-[2-vEl-5-(H Egslo|=r - gh-2-U AW E)-2H-J &} F-3-A |-H I} -3-FA-Z 29 22} tert. -
He o ~HE

BA EFES Auk Ax} Kol w8 b) (RS)-3-[2-HWE-5-(H Eglslo| =2 -] e-2-L A v &)-2H- ﬂa‘r%—:%—
Ad]-wHzAF HE o ~H 2 [o]+= 3}7] 540 wha} Al =g i) EtOH(35ml) = 9] 4-(3-B 22 -9 d)-2 4-1] = 4-FE =2
A el "l o 2H = [CAS-No. 151646-31-01(6.135g, 21 mmol), MeNHNH,(1.296m(, 25 mmol) % HC](VJ&/‘}'S 4M,
6.25ml, 258)S 1.5X17F 5o 37/ A 713 i) 5% 5-(3-BE2 2 -Fd)-1-de-1H-3 &}Z-3-7} 224 o & o] ~F|
2(7.02g, 22.7 mmoDE -10CellA 1At &<t THF(60m) % ¢l LiAIH,(862mg, 22.7 mmoD)® $H A 7] 315 iii.) 5%
[5-B-BEr-dd)-1-#He-1H-9g=-3-4 -4 e+2(6.34g, 24 mmol)= 23T ollA 23A]7F E<F DCM(50m) <]
3,4-tjslo] =2 -2H-5] H(3.25m¢, 36 mmol) % o] p~TsOH-H,09} W& A1 71315 iv.) 58 (RS)-[5-(3-HER
~-Hd)-1-wE-3-(8 Eg}slo) = 2 -3 &@-2-A %A W &) - 1H-3] &} Z(8.64¢g, 25 mmol)S -78C ol A 45% %<9t n-Buli
= A3 F, Co, 2EH o ® st v.) 58 242 A& 50T A 543t 52t MeOH(90m) 3 X7 H,S0,(6.5
ml)soll Al WRESEFAL; vi) 5 3-(5-3fo| EEA W E -2-H & -2H-3] &} &-3-) -l 24 v e o ~H 2(3.41g, 13.85
mmol)E 23T oA 18A]17F E<¢F DCM(28ml)Z 9] 3,4-t)slo] =2 -2H-5 2(1.75m, 20.77 mmol) ¥ Zwj=e] p-
TsOH'H,0¢} ¥+&- A1 2 tH (3.93g, 11.9 mmoD 258 2] & tert.- 8 ol EH o] ER Hglate] A2tk 4 =2 A
TS5 tH4.902).

MS(ISP) 415 [(M+ H)* 1.

A K15
(RS)-3-%52-3-{3-[5-(H Edletol = -g]gh-2- A S A|we))-o| HAL-3-A | -F D} - 2 9] 24 tert.— & o 2]
=
A g & Ank A A Kol w28 b) (RS)-3-[5-(H Ed}eo] =2 -3 & -2-A S A v &) o] SAE -3 - | -l 24t
w e o =8 2 [(2)-3-(FFo] =FA o] W] - &) -l =4} W' of 28] 2 [CAS-No. 91186-80-0]15 %5 NCS, CHCl,F
o] FufjFe] weld o g A2 F, (RS)-H Eeto| =2 -2-(2-Z RIS A])-2H-9 &5 H7Fskar, 23T ellA CHCly
%9 Et;N2& A A 3] H7hsto] Alxst ATt 27E el tert.— & obAEH o] ER A gl Alxalth &4 QA=A 5

=331 THS.00g).

MS(SN) 400.5 [(M-H)"].
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A Ad K16

3-%2%-3-(3-

i=

PE-1-9-sd)- e e tert. - g o sH e

FA 3H3ES At Axp Kol w3 b) 3-3]gkE-1-d - 2 4F w8 o ~H 2 [CAS-No. 168618-35-712 %5 ¢
F tert.- 5 opMEHI o] ERZ A ]l A28t A 0 U2 A 25313 tH(5.00g).

MS(ED 286(M™).

AAd K17

(RS)-3-24-3-{3-[4-(F| Ed}etol = -T gt -2- A FA| M ED) -] e}F-1-A |-} -T2 9] 24} tert. - E o 2H=

FA shehE S Ank A AR Kell wek(E b) (RS)-3-[4-(H Egtdto| =2 -3 h-2- S A W e) -9 e} E-1-d |-l 24F

we el =g 2 [o]= 317] Aol whet Al i) o] A ZH-E(115m)F 9] 3-3te] ZebA -l Ak W E o 2 H 2 3}o]
=2 F 2ol =[CAS-No. 167626-26-81(15.14g, 75 mmol), 2-Ao}=-3-cl| ZA]| —o}Z 4k Wl o 228 2 [CAS-No.
32016-27-61(17.36g, 75 mmol) % Et;N(10.5m¢, 75 mmoD)®] EFE-S 1.5A1F §<F 7 A17] 5 i) 58 5-0bv] 1=

-1-(3-HWEAN IR Y- Y)-1H-3 g Z-4 -7+ 24 Wl A o] 28 2(26.0g, 74 mmol) S 2247+ %<+ THF(200ml) % 2
o] AE YEgto] E(30ml, 225 mmol; 10md) & F A 7] 3L; iii.) F5¥ 1-(3-HEA 7RI -Hd)-1H-9 &} F-4 -7}
Aak wll A of] 2] 2(18.98g, 56 mmol)E 23Tl A 16417+ &<k Pd/C(10% Pd/C, 600mg, 15%)<] &3k A EtOAc
(350m¢) ¥ THF(250m0) 5ol A 4317138 iv.) 58 1-(3-WEA 7R D -9 d)-1H-9) &} -4 -7} 2 4H13.70g,
55.6 mmol)< 5 W% 23Tl A 1643t &< THF(364ml)% 2] BH,;"SMe,(28.46m¢, 278.2 mmoD & A 7] 3L; v.) 5
H 3-(4-3to| =2 A v g -v] g} -1-L)-wl A W g o] 2 H 2(10.66g, 45.9 mmol)E 23T ol A 2241 7F &<F DCM(91
me)s 9] 3,4-t 80| =2 -2H-9]&(6.24ml, 68.9 mmol) B Fv o] p-TsOH-H,0 9} BH-&-AJ 1 t}+]1(14.18g, 44.8 mmol)

ZHE 2 tert.- - obAHO|ER AP st Azt 4 L ARA 558 ATH15.87g).
MS(SN) 399 [(M-H)™].

A Ale K18

(RS)-3-24-3-{3-[4-(F| Ed}etol = m I gh-2- A FA| W &l ) - o] LA}E-3 -1 | -od } - 2 9] 24} tert.— & of 2]

=

WA SRS 9 A Kol 23 b) (RS)-3-[4-(l E2a1o] = 23] eh-2-2) & A W] &) -o] G415 -3~ |-l 22}
WE o 2B 2 [o] = 8h7] Aol nhe AP L) (2)-3-(3ho] S8 A o] vl xe-v] E) -l 24 v H o 26 2 [CAS-No.
91186-80-01%& CHCly;5 9] NCS, Fuj@ke] glgjd o Ae g §, (B)-3- Z2d-1-L-okA = tert.-5-& o 2~ ¥
2 [CAS-No. 340257-76-31% 7FshaL, 23T A CHCly %ol ByN& MM 8] A7bstat: ii) 554 3-(3-vil5 A7k d
—5l )= 0l A -4-TH3 AT tert. -8 o 2E| 2 50T A 18417F B0F EEAF A mka; iii) 586 3-(3-
H 5 A 7 -3 ) - 0] AL E-4-7HR kS 5 WA 23T ol A 16413F § 9k THES BHySMe, 2 #91417]3L iv.) #5
H 3-(4-3te| =AM P -0 £ALE-3-9) -l 24 W E o 2H 25 23T o)A 147F ¢ DCMZ Y] 3,4-t)3le] =2
2H-9] % % S 3] p-TsOHH,09 WA ZHZ T 2§ tert.~38 opl o] 22 Helsto] Azatelrh. 34 <
A ZA =53 TH1.817g).

MS(ISN) 400 [(M-H)"].

A Ao K19

(RS)-3-{3-[2-vEl-4-(HEg}slo| =i -F &-2-A A weE)-2H-I] &} Z£-3-A |-HHd}-3-F A -Z 2 9] 22} tert.—
2E o ~HE
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FA SHEES Ak dat Kol w8 b) (RS)-3-[2-HE-4-(B Edtete]| =& -3 & -2-d S A v &) -2H-9 2}&
Ad]-wlz2t wg o ~e 2 [0]= 317] Aol whet Al2eh i) 3-HE R SR eto]= Bl 3-o] A R Holu| - O}EL
L2k e o] 28 2 [CAS-No. 89895-40-91& & "Synthesis 1982, 318"l wte} £l @ Et,Naoll A ¥H-g-A]7] a1
i) #5% 2-(3-BER-Wxd)-3-o|nZRd o m-ob A -4t vE o 2B 25 23Tl H}‘

3 "Synthesis 1982,
318" ulg} ol e 2352 Wdslo] =gl Ay} vb-S-A1 7] 115 dii.) 5 5-(3-H 2 R-dd)-1-vE-1H-¥ g =-4-7} 52
AbE o 2B 25 -10Tel A 1412t 5¢F THF S 9] LIAIH, 2 $HA17138; iv.) 59 [5-C3-Ba2E-¥d)-1-vd-
1H-3 2t E-4-4 | -mle-&-& 23Tl A 20417 &<F DCMF 9] 3,4-t]te] == -2H-3] & 3 Sl g:o] p-TsOH-H,03
WA 71 v) F5EH (RS)-5-B-BE2E-Hd)-1-HE-4-(HEgsto| =2 -3 H#-2-d A HE)-1H-9 H= & -
78T oA 45& %‘& n-BuLi® A 2|3}, CO, 2EH o= Agldtal; vi) 58 24| 4h& 50Tl A 18413 &<t
MeOH %! 218 H,SO, Foll A mwkelar; vii) 5% 3-(4-v| 5 A v d -2-m 9 -2H-] 2hE-3-)- sl 22 v g o 2=~ ¢]
25 =78 YA 23TellA] 1A%} 5 DCM% 9] 1M BBry-& 7 w3 A1 7] 35 viil.) 5% 24 9] HRulo] =5 60T o A

305 F<¢ DMFZF9] KOAcH WA 7] a1 ix.) 5 H 22 9] opAlH o] EE 23T ol A 204 F<t MeOHTv/] NaOMe-Z
I Wb A7) 31 x.) 5 E 3-(4-sto| EEA W E -2-H e -2H -] 2} & -3~ %!) Wz vE o2 28C<>1W 1A%k
5 DCMT 9] 3,4-Hetol =m-2H-9] & B S ko] p-TsOH-H,09 B A AT Z5-H 2§ tert.—- 54 oHAH o] E
2 At A zst}t. 3 nA 24 $£5590H11.106g).

MSISN) 413 [(M-H)"].
A1 Aol K20

(RS)=3-224-3-(3-{2-[2-(H Egslo|cm -9 et-2-AFA) - & | -2H-9] &}F-3-A}-Hd)-Z & 9] 24} tert. - H- &

A SHHES Auk A A Kol w3 b) (RS)-3-{2-[2-(H Egtatel =2 -9 @ -2-A A - @ ] -2H-7] 2} & -3~
Ai-wlzqt vid el 2H 2 (1) 1-(8-B2R-#d)-3-t e o}r| - 2 5 =[CAS-No. 163852-04-8]& 23Tl A
2.5% &<t EtOHT 9] 2-8fo] =5 A —odslo] =abxl 3} wh-gA1 7] a1 i) 5% 9] 24E(12.36g, 35.19 mmoD o] &S
23C oA 20417F &<F DCM(70m0) 52 3,4-T] 8te] =& -2H-9] gH(4.79m, 52.8 mmol) B! F ] &e] p-TsOH-H,09} 1k

SA7)3L; i) FEE o] AAE AR E Yy B 7] iv.) BE o] A|(7.35g, 73.7 mmol)E -78C A 45% =<t
THF(42m0)% 2] n-BuLi(13.08m¢, 20.9 mmol) & *] 2] 3} a1, CO, 2EY o HEsta; v.) 58 (RS)-3-{2-[2-(HE

ghsfol =2 -y e@-2-d A - g |-2H-7] &}&-3-Y } -l 2+ 1§ A 7] 32(4.56g, 14.1 mmol), 23T oA 2417 &<t
DMF(29mt)5-¢] KHCO,(2.89¢g, 28.8 mmol) 3 Mel(0.99mf, 15.9 mmoD ¥} §F-g-A1 2 tH1(2.96g, 8.96 mmol) =7-E] 2|45
tert.— - ofAlE o] ER A g]ste] Azttt F e d=2 A 7533 TH3.00g).

MS(ISP) 415 [(M+ H)* 1.

A Al K21

RS)-3-224-3-3-{5-[2-(HE&}3tol =2 - &-2-A L A)-oE |-[1.23]|Edo}H-1-U}-H D) -ZT 23] 22}
tert.— B A AHE

EA4 3tES A AxF Kol W b) (RS)-3-{5-[2-(H Eg}slo]| =& -3 &-2-A & A)-o|e]-[1,2, 3] Eg|o}=-
1-d -2 HE o 2g| 2 [0 = 317] Aol et A Z3g: i) HE 3-o}x| =Wl ZFo| o] E[CAS-No. 93066-93-4] %
(RS)-tert.-F-E-T)H e -[4-(HEgslo]| =2 -3 g-2-A S A)-RE-1-0]d -2 2 [CAS-No. 198411-20-0]1<& 10¢
o 60C = 7FEstaL i) 5% %ég 70Co|A 69 SoF TBAF(THFZ 1M)Z oA wutsla, 44 02 2471 S0
IN HCIZ A SH7A1 71385 dil.) 59 3-[5-(2-3fo] =2 A -0 &)-[1,2, 3] Ed]o}ZEH-1-L ] -¥l A4S 23T A 11Y
&< MeOH 2 718 H,SO,Z Al oL ﬁﬂﬁ}z; iv.) 5% 3-[5-(2-3lo] == - &)-[1,2,3] Eg]o}E-1-L |-l 24}
v g o] 28 25 23Tl A 2047t ¢t DCM% 9] 3,4-H 8ol =2 -2H-3] g & S| p-TsOH-H,09} WA 2 tH]
ZHEH g F tert.- 54 ol H o] EE A glste] A Z3A T A 2 A2 A F53HTHE.748g).
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MS(ISP) 416 [(M+ H)* 1.

A Al e K22

(RS)-3-24-3-{3-[6-(F| Ed}etol = -T gt -2- A FA|m ED) -] e}F-1-A | -9z} -T2 9] 24F o] g o] ~¥ =

FA FFES0 LHXl 23CoA 29 FoF Auk Az} Kol web(3 a) (RS)-3-[5-(H Eg}sto] =& -] &h-2-U LA v &)
v gpE-1-d - A 7] Aol 8] A2 i.) ofA EALE o] 3-3Lo] = b x| -l ZAFH[CAS-No. 38235-71-11,
4- E]uﬂao}uu—z & AR E-3-o =2t o g o ~H 2 [CAS-No. 67751- 14—8]4 EES 15547 Bt -7 A7)
501 59 2-(3-7HE A -HY)-2H-9 &} £ -3-71 2 A AL o E] o] ~H| 2 E 80T oA 454 7F E<¢F EFellZF 9] DMF-U
—tert.- 54 olA| &0l A WA 7] 1L; iii.) 5 H 2-(3-tert.-H-& A]?}ié Hd)-2H-9 2} &-3- 7}1*‘4 g o~

H 25 0 WA 23ColA 16411+ 5¢F THEZ 9] 3N NaOH = H]*F3}A1 7] 3L iv.) 58 2-(3-tert.— A] 7t d-Hd)
—2H-9]2E£-3-7H5 2208 5 WA 23Tl A 18A17F 5¢F THFS 9] BHy SMe, 2 &A1 71315 v.) 5¥ 3-(5-3lo| =5
A - 25— 1) -l 241 tert. - ol 28] 2(3.188g, 11.62 mmoD) & 50T ol A 5A1%F F<F iﬁ*}(mmﬂ)voﬂﬁ

WHEAIZ] AL vi) FEE 220 AR 28 Coﬂf\i 6.5417F &<t MeOHZ(50me) 2 SOCl,(1.54ml, 21.25 mmol) 5ol A4 LRk

3taL; vii.) 5 H 3-(5-3lo| =EEFAHE - g}E-1-A)-HZA v g o 2| 2(2.84g, 12.2 mmol)E 23CoA 3Y &<t
DCM(25m0)5¢] 3,4-t]3}o] =2 -2H-7] &(1.66ml, 18.3 mmol) B Fuj 2] p-TsOH-H,09F ¥H&A1 7] 3L; viii.) Tﬁﬂ

(RS)-3-[5-(HEZ o] =2 -3 @-2-Ld SA v &) - &&-1-d |-l 24 ' o] ~H 2(2.926g, 9.25 mmoDE 2

o A4 3417t &<t THF(20m)= 2] 6N NaOH(5ml) & B +3kA 7 thH](1.90g, 6.3 mmol)iTEi 0Tl A 2A17F F9F THF(9

m¢)/CH,CN(7me)% 9] CICO,Et(0.63ml, 6.6 mmol) % Et; N(1m¢, 7.0 mmoD& @A & Bw-od TR2|o]E ¥
(@)

Eb4r ©1(2.15¢, 12.6 mmol), MgCl,(1.5g, 15.8 mmol) al Et;N(2.9me, 20.8 mmol) 2} ¥F-S- A1 A A 23T g2 34
AR FE53FTH1.124g).

MS(ISP) 373.4 [(M+H)"].

A Aol K23

3-54-3-3-[123|EgolE-1-U-H -2 23] 2%} tert.-F & | »H=

FA shetES At dak Kell w8 a) 3-[1,2,31EdolE-1-d Azt [o]= EguEd A o dlF o] vd 3-
o} A Tl Z o 1 [CAS-No. 93066-93-41% #7417 ¥, 85 EtOHF9] 44 NaOHE H] =841 A 21 %3+](10.0g,
52.86 mmol) ©. 2 FE] o8 F 2= ¥ 20| E/E,NZ 84844 7] a1, CH,CNF 2] Et,N 2 MgCl,9} 37 1= tert.-¥8

L2 |0 E FElg Gy} vk A A Al 2EH k. @A A 0 A7 FEETH11.55g).
MS(SP) 288 [(M+H)*].

A Aol K24

RS)-3-=4-3-{3-[5-(HE&Zslo]=2-Feh-2-AZ AW E)-[1 24| Eo}Z-1-d|-HId} -T2 324} tert.~FE
o AHE

FA ek Ak AR Kol w2 (R b) (RS)-3-[5-(Bl Egtsfo] == -y gh-2- O’iAluﬂ% [1.2,4]1E2]obE-1-4]
-zt 1 dlz=gl 2 [o]= 817] Aol whe Alx=gh i) Wid 3-(1H-1,2,4-EgfobE-1-)-dl x| o] E[CAS-No.
167626-27-91(39.4g, 194 mmoD & 2 EZ g o] Huoll A 41417+ F <2t 150 ol A 36% E 58 =-E(250me) T ol A
7hdstaL; & B ool d opAlEl o] B/ 25 H A8k A g A4 1A (24.3g, 54%)E 5 8tal(mp 164°C); i)
T5% £3d(24.3g, 104 mmoD& 23TellA 20417t F<t v F 22 eH(360m)/ THF(300me) & 2] 3,4~ 3}o] = = -2H~
7 2(29.3m¢, 320 mmol) 2 Fwi o] p-TsOH H,09} ¥k 7] a1, A 2] 7t A ko] Z4e] a;u};:vﬂ»}(iewoﬂg o}

AlElo] E 1:D)ol] ol FAAA e A4 @ A& 53813 tH(16.6g, 52.3 mmol) Z5-H 2]§ tert.— 78 o}AH | E
Al sto] Az, W FA L A=A #5530 tH14.3g, 68%).
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MS(ISP) 400.4 [(M-H)"].

A Al e K25

3-FA4-3-3-[1.24|EgotF-1-A-HI)-T 23] 24} tert. - & o] ~H=

EA) 35S vk At Kol whet(E b) WE 3-[1,2,4]1EgjolE-1-d -l Fo| o] E[CAS-No. 167626-27-9] =5
B 21§ tert.-5-E olAH o] E R A sto] A Z3FATE LAl A °”zﬂ?n A 53 TH2.41g).

MS(ED 287(M™).

A Al e K26

3-3-olmt}E-1-U-D-3-F A -2 A 2} tert. - HE JAHE

A sHgteg Ak At Kol we (e b) WlE 3-(1H-of v eE-1-l o o] E[o]= 3-(1H-o] v t&-1-)Hl =
AFGEE ' Med. Chem. 1987, 30, 1342"; CAS-No. [108035-47-8]12%5-¥ 18 H,S0,/MeOHE A A AZFH] =

2E 2 E tert.— 78 oFAH O ER A ste] Azach QAR -2A 0 A7 A FEBI
MS(ISP) 287 [(M+H)* 1.
A A o K27

3-54-3-[3-[4-(HEe}stol=r -a]gh-2-A x| me)-Flo}£-2- |-Hd | -T2 9] 24} tert, -5 & o ~H=

a) 3=(4-stol=F A e - o}FL-2-) - 4t Wd o ~E =

1,4-t] $2H(180me) %) 3-E] S 7but R A -l 22k & of 28 2(7.8g), 1,3-HF 22 -2-Z & 3}1=(8.4g) % NaHCO,
(8.49) EFES 2443 T2 60C R 715t ¥hs TFES 20C 2 Y72 7] 22, MeOH(200m) % 2] NaOMe
(5.4g)°] wHkEl fMo] H7}alg T 0.547F 5ot A& o= ﬁﬂPo}Oﬂu} A HWM 2N HC1(200m¢) el 33z, A
duS AcOEt® F=3813th. 7] 55 d= AlFstaL, AxA]7]aL, 1g st A SEA T IAFS CH,Cly/3AAt o =
BE AAIAA 3-(4-3to| EZA| v E-E|o}Z-2-2) -l 24 WE o ~E|2(7.5g)5 We-24A AA o g A 59T
(mp 115-117C).

[>

b) 3-[4-(HlEetatol = ~w]gh-2-) S A ] &])-ElolF-2-9 |-l At v of se =

AcOEt(SOmE)%«] a)oll A Az &4 (7.5¢), Hate| =29 (4. 1nl) R p-FF A EAL efo] =2 o] E(0.19g) 9] &=
% 20T 1A7E B WahgiTh, §912 AcOELE 3141 417]31, 5% NaHCO, 9 % 942 A28k, NaySO, 3]
A A2 5, AFe A FRAAT, R 2D AcOBY/ A1) S §2) 9oz A gars Ael7 A o] Azl
218 A 5o 3-[4-(H] Eekalo] =2 -] -2 A o &) -E o} -2-o |-l 24 e o 2Bl 2(9.65) F 91 3

CEREREEL TS

c) 3=54-3-[3-[4-(HEgslo|=z -] g-2-A A W e)-Flo}F£-2- |- d |-Z 23] 24} tert. - F-9 o] ~FH =

bl A AzH E- o ME(3.3g)S Lt A KW b)oll whet 2l F tert.-5E oFAEo]ER A 2]sto] 3-54-3-[3~
[4-(H Egslo)| =2 -g@-2-Ld2 A HE)-Eo}ZF-2-d]-Hd ] JEJJQAP tert.—5-9 o] ~H 2(3.25g)E A3 A

2 A=A F535¢0th MSASP) 418.2 [(M+H)* 1.

A A4 K28
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3-54-3-[3-@-Brw-] -t SAl-oeh)-Ad [ -Z 23| 24} tert. - & o ~H=

a)3-2-Ber-11-trEA-oe)-wlZAt vd o A~y =

MeOH(40m)Z 2] 3-(2-B 2 X -olAe)-HZAH CAS-No 62423-73-8](2.43g), 4-EFAAH ZEA slo] = o] E
(0.38¢) ¥ EgiWYg 2 2 E X 21| 015(5.5111/&)4 BB S 3T} A 2047} zot 7ttt WztE 89S AcOEt
(0.150 % 8|4 A]7]3L, 5% NaHCO, &4 2 A52 Al Fskar, AxA 75, FgstelA] SEAA 3-(2-H2E-1,1-tH
EAl-o&)-wl 24t v g o 2| 2(3.0g)S A% A o Az A #%6}9,13}.

b) 3-24-3-[3-C-B2 2 -1 1-tHEAN-ED)-HI ]| -Z 23 22} tert.—FE J~HE

3-(2-B2H-1,1- EM]EN o &)-wl=Ak Wld o] 28| 2(3.9g)F ¥k A KOTH )oﬂ w}a} 2 F tert.— -2 o}A g o]
EZ Agsto] 3-% -[3-(2-B 2R -1,1-tuEA-dEd)-dd]-Z 232 tert.-5F-4 OﬂiEﬂE(Z.Sg)E G o

dzA 2oL
A AL e K29

3-%4-3-[3-(2-v| 9 -SA 249N - I |- & 5] @ 4F tert. B o 2H =

a) 3=2-m & -SA=-4-9)-ul =4t

3-(2-B RN oA E)- M Z4H(2.43g) 3 obA Eotr| =(1.77g) 9] E3HES 40
§h= s BAA7] AL Hy0@0mh) = 814417151, 9748 A= oA A A3t

(1.51g)S 2 A 24 $53519] ).

ok wkelH A 130C R 7FE 3kt &
o] 3-(2-WE - A} Z-4-9))-wl 2 A

b) 3-=2-m " -FA}F-4-9) Wl = AF W& o 2=

MeOH(30me) ¢} 4NHCI/Et,0(6m) ¢} E3H&5 9 3—(2—uﬂﬂ—£4}—— —D)-Hl2H(1.42g) 9] &S 443t B 40T
A5tk &4S g sl A 3 %Al?li x HA) 3l9kA 7] 31, 3} NaHCO, &8 3 7}a}e]

71 3
EqBo pHE F 6% 39tk B cl7to] o3 w N7 3-(2-E -8 AL E-4-9) - 24 W o 28] 2(1.18g)
20t 2a) mA 24 S5 o}aidr.

MS(ISP) 218.2 [(M+ H)™].

c) 3= A-3-[3-Q-WH-FAE-4-D) - I [-Z 2 I 24} tert. - FF o 2H=

FK J )Oﬂ WPF/} 2 E tert.-5-€ opAH|O ] ER A

3-(2-H4 i/%%—ﬁl %’) Wzt mg o 2 2(1.029)8 Lt X
-Z eI 24k ter Oﬂj\EﬂE(l%g)g AZE A o

3ho] 2:49] 35 A-3-[3-(2-W & -G AFE-4-9) -] Y]
24 #5390,

A

A Ao K30

[>

3-54-3-{3-[6-(HEzsto|lcrm-vgh-2-d S A WeD)-[1.3 4|Elo}r]o}F-2-A|-dd} 3= = 9] >4} tert.—H-E o]
HE=

a) 3=(N'—tert. - EA| 7t I —alo] E e A W7} B E] @ Q) -wll 24F wW[d o] ~F =

EF430m)F <] 3-(N'-tert.-F-FA 7kH I -8l o] =&} A =7 ) -l 2244 W[ g of 2~ 5 2(1. 47g)9} 2he)l & Al oF
(Lawesson reagent)(1.62g)2] £&&S 70CE 7143t} 1. 5/\]7P oF B8-S ATl A =FA171 3, AcOEt/3
AH1:2)S &N o2 A ALGetE A7t A Ao AR vEYIE AAIete] 3-(N'-tert. -5 A - ﬂié sto] =ehbA]
FtRE e ) -2 wE o 2 2(1.31g)S A nA A 5381tk MSASP) 328.3 [(M+NH4)].

_46_



%53 10-0566171

b) 3-3lo] =B X wE]Q FtH d -l 24t v 8] o ~HE EYEFQ ZOAHOE

TFAOn0)/oF £ @m0 F o] 3-(N'-tert,~3- 54| -7b i d -sho] Eeb 4 = 7h R E] 2.9)-Hl 24 ¥l o] 8 2(0.93g) ] &
NE 0CAA 1A FF kst &l & JFatol A SUAA 49| 3- o}°1gﬁ‘rxl+1ﬂiﬂié 22w e of
B2 EgETe 2obiHeE(0.98g)8 444 eU=M F5390h

c) 3=(6-sto]=Z Al v e -[1.3 4|Elojr]o}F-2-o) -l A4t v|Y o 2H =

EtOH(6ml)% o] 3-3lo]l =t A B 7t H d -l A v e o 28| 2 E] & F 0 2ol 0] E(0.49g) ¢} 2-F 2 =2 -olA+ E
oju| =4t o & o 2~ H| 2 fo] =R F 2 o] =(0. 47g>4 E3ES 80T 7Y fs} th 2.5A12F B¢t £FE S AcOELE 3

A A17]15L, IN HCL B = A H 0T 77 T2 AFA1713 SEAI S 4 29(0.82)S MeOH(Gm) %ol &3) 2]
7] 31, MeONa(0.08¢g) & #H7Fetal, &4 65C=E 7} stith 0.5417F BoF E8HES AcOEt® 34 A]7]aL, IN HCl 2

Oﬂ’“i At §7] S5 1x2A71a, SR 7], FAME AcOEY/ AAto 2 58 A4 stA| A 3-(5- o}olEiAluﬂg—

| 5
[1,3,4]€]0}t]o}Z-2-2)-wl AL W g o] 28| 2(0.15g)S WA 1A 24 £538+9 k. MSUSP) 251.2 [(M+H)™ 1.

d) 3-[5-(HEgtstol=m -9 gh-2-A A &)-[1.3 4|E]ofr]o}F-2- |-l x4t vY o ~H =

AcOEt(80m)F 2] 3-(5-3fo] =AW E-[1,3,4]E]o}t]o}&-2-A)-dl A v & o 28| 2(7.8g), t3lo]| =23 (5.6
ml) L p-EF A EA lo] = 0] E(0.59¢)¢] EIES 20T A A 1AIZF =<t wikslg et & NS AcOELE 3AIA 7] 1L
5% NaHCO4 &< 9 1= Al Hstar, AxA7]aL, astoll A SLAIZT b U2 A cOEt/f;“*J(l 2)S §Eldoz

A A7 A e ARntEI Y E AAEe] 3-[5-(HEgsto| =2 -0 @-2-d A wE)-[1,3,4]Eo}t]o}F-2-d ]
W22 W o 2 E 2(5.850)F AF B 0 ARA FEI
e) 3-=4-3-[3-5-(HEgslo]l=2 - et-2-A AW E)-[1 3 4[E|olr]o}Z-2-A |-Hd |-Z 23] 24} tert.—
o A E

-[5-(HEgslo]l =2-a&@-2-d5A v d)-[1,3,4]Elofr]o}E-2-d |-l =A4F WE o 28| 2(5.85g)& Uk HxF K
Oﬂ 23R b) Bl F tert.—5-E ofAlH o] ER HEsto] 24| 3-S5 42-3-{3-[6-(EHl Eg}slo] =2 -3 &-2-L A H|

e)-[1,3,4]1g0}to}ZE-2-d |-l d}-EZ 23] 24 tert.—F & o] ~H 2(8.9g)2 A3 A o U=z A 5390}

A Ao K31

3-24-3-3-{5-[2-(’lEg}l&lol =2 -y &H-2-A L A)-o 8 ]-[1 .3 4]Elolt]o}E-2-A} - D-Z 23] 2 A tert.—
g o AHE

a) 3=[56-(2-3to|=F A -o&)-[1.3 4|Eofr]o}L£-2- |- x4t vd o ~H =

T2 G T 3-8t =gk A] mE] 9 7t d -l 24t v E o ~H 2 ET]|EFQ ZolAH 0] E(0.45g) ¢} 3-5F0] EFA] -

2y Lolu =2t o o A2 slo]l =2 F 2 o] =(0.35g) 9] 16‘%3 100C & 714938l t 1.5A%F B¢t =3 %%
AcOEtZ 34 A171a1, IN HCl 2 952 Al F T} 7] T2 AxA 7], SEA 74, &7 242 AcOE/FAH1:1)
S gEldo g ALl A A A ARvE 189S A Ete] 3-[5-(2-38to| =E A - E)-[1,3,4] E]o}T] o} Z-
2-A -z v o 28 2(0.37¢)E MA 1A 24 55319tk MSUSP) 265.3 [(M+H)*' 1.

b) 3-[5-[2-(H Eg}etol=m T gh-2-AFA)-o| D |-[1.3 4 |E]ofr]o}E-2- [-HI ZA4F W& of 2=

AcOEt(25m) 5 2] 3-[5-(2-3to]|==A] - &)-[1,3,4]E]o}r]o}Z-2-A |-wl 24+ v &l l H 2(1.86g), tslo] ==
20.95m) ¥ p-EF A E AL dlo] =7 o] E(0.13g) 2] %Q%E 20 COM 1417 5oF ka3 th, 8918 AcOEt® 34
Al7)3L, 5% NaHCO4 &9 9 A2 A& star, 713A7] a1, Agstel| A SHAI AT 47 U2 AcOEY/H4H1:12)S &

=5 %0
gl o2 ALgsh= A gt A Ao aRvtE Yy E et 3-{5-[2-(H Egslo]| =2 - &#-2-d % A])- & |-
[1,3,4]Elolt]o}E-2-Ld -l A el o] ~H| 2(1.60g)E A3 34 o A7 A =559}
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c) 3-24-3-(3-{5-[2-(HEg3lo| =2 - H-2-ASA)-o & |-[1.3 4 Elo}T]o}=-2-U}-HI-Z 29 A} tert.—
2e o AHE

3-(5-[2-(A E el o] =2 -5 @-2-91 S Ao & ]-[1,3,4 ] E o}t o} -2~ )Wl 24} & ol 6] 2(1.60g) 5 At 2
2 Kol w4 b) 2 F tert.~ -8 obAlElo] 22 A 2] ste] 3-%2-3-(3—{5-[2-(F Eekdho] = 23] eh-2- A5 A))-
ol & 1-[1,3,41E]obE]o} & 221 ~3 W)~ 2 23] £ tert, -8 | 2| 2(2.19)8 A7 B4 2 Q24 +559l0),

A Ao K32

3-%4-3-{3-[5-(HEastol g -v]gh-2-AZA We)-[1.3.4]| A T]o}E£-2-A |- d} - 23] 24} tert. - T8 of
ZHE=

a) 3=(6-sto]=Z A v e -[1.3 4| AT o}E-2-¢) -l 4t vg] o ~H =

EtOH(20m) 5 2] 3-3to] =etA| 7B d-dl 22k Wl (0.97g) 3} 2-F R Z-olH Eoln| =t o o AH 2 slo| =2 F '
o] =(0.95g)9] EES 1A]7F B¢ 80T E 718ttt £8ES AcOEtR 34473, INHCI 2 g4 2 A% }Oﬂ
o f7 T& AFRA71AL, FEA 7] AL, 2T 9D (1.1g)> DMF(4me) 5ol &3 A1 T AcOK(O.59g) 2 KI(0.07g)E &
ZFeH A £35S 100Col A 0.5417F ¢k ksl vl 20T 2 WA 7 3 MeOH(10m) 2 NaOMe(0.14g)E 3 7}&}
I, 65T A 0.5A17F ot A4 o2 wHksliY, E3ES AcOEt® 8|4 A]7]a, IN HCl ¥ 42 A &3t /7]
TS A7, T 7| AL, A= AcOEY/ F At o = e AR SIA|A 3-(5-3to] =S5 A ME -[1,3,4 | SAT] o}&-2-

o)-wlzAak W e o] ~H 2(0.72¢) 8 M 1A ZA 553519 tF MSUSP) 235.3 [(M+H)* 1.

b) 3-[6-(HEetstol =g -Fgh-2-A G A meD)-[1.3 4]E]olr]o}E-2- |-ul =4} W€l o ~H =

AcOEt(100ml)F 2] 3-(5-3to] =F AW E~[1,3,4]| A o} E&-2-) -l =4k vl € o 2B 2(9.8g), Ydle]| =23 (7.7

m) D p-EZAHEA 3o = 0] E(0.80g)] EFES 20T oA 1417 H¢F wuksloit), 8 RS AcOEtE 3| A7) 2

5% NalCO, &9 2 452 AAsta, dxA7]a, SEAAT 2F U2 AcOEY/F2H1:2)& &l o 24 ALg3hs

A7t Aol AzvtE 9 E A Aste] 3-[5-(HEgsto| =2 -T e -2-d S AW E)-[1,3,4 |E]o}r]o}&-2-< |-
1_} Uﬂge OﬂiEﬂE(126g)E ?i?l’ §:0 Al Q@ o]i}‘i T= O}oﬂq.

c) 3-F4-3-{3-[56-(HE&#sIo| =2 - g-2-A AW E)-[1.3 4| FAH]o}E-2-A|-H I} -Z 23] 24} tert. - E
o A E

-[5-(HEgsto]l =2-9@-2-d5A v d)-[1,3,4]Elofr]o}E-2-d |-l =4 WE o 28| 2(12.6g)E Yk HAF K
Oﬂ kO3 b) Bl F tert.—HE ofAlH o] ER M sto] 24| 3-24-3-{3-[5-(H Eg}slo| =2 -9 &-2-d & A] ||

2
)-[1,3, 4] obE-2-A | -9} - L 2 9] 25 tert. -8 o] 2H2(17.0g) 8 A% 34 e d=2A F5330t
21 Alef K33

3-FA4-3-3-{5-[2-(HEFslo| =2 -H &#-2-AZA)-N & ]-[1,3,4 | AT o} Z-2-L }-Al ) -Z 29 24} tert.—F
g JAgH =

a) 3-[5-2-sto]=E Ao &)-[1.3 4] & T]o}£-2-d |-Wl x4l Y o ~H=

FHd10m)F o] 28] 3-ato] =ebA bR d i 22t W' (2.90g) 3 3-3Fo] EFA -T2 g2 o|w] =4t o | o ~H =
é}O]EE%iE}O]E(Z.%g)«] EFES 247 FA 100T = 7HEagith E3H=S AcOEt= 34 A]7]aL, INHCI % ¢
T2 AHEAY. 77 S& AR, TEATAL, A A2 Et,025-8 A SHAA 3-[5-(2-8fo]| EFA - €)-

[1,3,4]13A 0 o}=-2-Ad |- 24 w8 o] ~H 2(2.5¢)5 M A 24 F=53 . MSASP) 249.1 [(M+H)' 1.

b) 3-{5-[2-(H Eg}etol=m T gt-2-AFA)-o| D |-[1.3 4 [Elofr]o}E-2-A} -l = AF W& o 2=
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AcOEt(80ml) 5 2] 3-[5-(2-3Fo|=FA] - &)~[1,3,4| AT o} & -2~ | -wll 22 o & o) 2 E| 2(7.45g), Ul slo] =25
F4.1m) E p-EF-ANA FEAF slo] =80 E(0.572)2] E3HE-S 20Tl A 2A17F B k3t &2 AcOEt®E M

Al713L, 5% NaHCO, &4 2 -2 Al H ki, AA2A7] 5, [gate A FEAZT 7 292 AcOEt/E‘—V‘J(l 2%

gl o 2 ALgsl= A gt Ao A2 ntE 19 E A Aste] 3-{5-[2-(H Egslo] == -1 %—2—%—2—&)—01]%]—
[1,3,4]€lolt]o}=-2-A -t ZA4F w8 o] ~H 2(8.2g)5 3 34 o A7 A =533t}

€) 3-24-3-(3-{5-[2-(HEg3lo| =2 - dH-2-AS A - & |-[1.3.4]|2AT]o}=-2-U}-H D) -Z LI 2 A} tert.—
2 o ~HEZE

>

3-{6-[2-(HEdtsto| =2 -9 &@-2-d5A)-E]-[1,3,4] 510}1’40}’ 2 Ar-wlzqt wd o 2 E(8.29)8 &
ZF KO b)ell wheh 2l F tert.—F-d obAEIo] ER A gfste] 22 9] 3-52-3-(3-{5-[2-(F| EF}slo] == -] e~
SAD-olE]-[1,3,4] A H opE-2-d ) -9l d) -2 2 9] 24F tert. - 79 OﬂiEﬂE(llﬁg)i A% FA 0 Adv X £559
tt.

!
2-

38 m&m

Ao K34

3-(3-%A 4= - D)-3-% -T2 5] 24 fer

K=

-7 o HE

—

a) 3-8 A% -4-9l W24 el o] ~¥] =2

3-(2-H 2 H - o].xﬂE])—Hi]}_}\L]-(lgng)Iﬂr EFo =(1.08g) 9 =S 3417 ¢ bk A 130T = 7HE 8l &
S AcOEte G5 Abeloll ZuiAl7]aL, f7] 58 Ax2A7]aL, SEA7]aL, 27 292 MeOH(30me) 3} 4NHCI/Et,0
(8m£)4 Tt EZo A AT 20T A 18417 ToF A A7 &, 8N A F5lo| A H2A 73, AcOELE 3|4 A7)

aL, X3} NaHCO, 89 3! =2 Al Fetar, A7), SEA T IAFE AcOEt/3MH(1:3)S &2 024 AL&sh=
A7t A Aol AZvtE YT E AAIEY] 3-FAE-4-L -z WY o] 2 H 2(0.85¢)F 3| A8 W WA A2 A
53tk MSASP) 204.1 [(M+H)™].

b) 3-(8-FAtE-4-U-9)-3-F -2 9 2} tert.—F 9 JHE

3-SAE-4- LAt v o 26 2(0.850)F AW X KO b)oll ek 2] F tert. -7 E ohAl el o] ER Aelshe] 2
4] 3-(3-5 A E-4-L -3 D)-3-S£-Z 2T 24 tert.~ Y o] 2B 2(1.469)F A3 FH 2 AR A FEILH

2 Ao K35

3-54-3-(3-Flo}F-4-A -9 d)-T 29| 2} tert. - & o ~H=

a) 3-ElotE-4 - Wl At wE o Ay =

EtOH(5m) % 9] 3-(2-H 2 K -o} &)~ 24H(1.22¢) 7} E] . EFo}1| =(0.46g) 2] &H& 147 59 80T R 7145+
o =5 AcOEt¥} Aol BuiA7]1aL, 7] & A2A7]a, AR 7 22 MeOH(20me) ¢k 4NHCI/Et,0

Gut)d ERTDAN BAA 0CAN 19402 T FAAT T, £9 AFH 531717, 2cOm2 o125
; H(1:3)E Bolole m A AHEE

= At A e ELEU]-EJEHJ]% *E!Al 0}04 3—&0}%—4—%’—@5 ! oﬂiEﬂE(o.%g 2 3 W A A 24
5389tk MSUSP) 220.2 [(M+H)* 1.

b) 3= 4-3-(3-¥|o}F-4-A-sd)-Z 2 I 24} tert. —H-H o] AH =

3-Elo}E-4--wl Ak W E o 26 2(0.919)F Uk H( (39 D)ol met 2] F tert.~F ol ER A 5o} =
A9 3-%2-3-(3-FlobE-4- Lo D)~ T 29 &4 tert. - E o 26 2(1.540)F AT T4 2 AR A FE 3k,
A A4 K36
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3-[3-(6-me-FAtE-4-9D) - |-3-S -T2 3 L4} tert, - H-& o] 2 =

a) 3-tert. -S| FpR oA E -~ = AF W8 of 2=

e o] A e o] E(67.9g)E Uyt A} Kol Wt b) 8% tert.- 59 opAHo| ER @] dto] 249 3-tert.—F
EA 7R oA g -l A WE o] 28| 2(74.59)F A3+ %w, QA7 FEFT)

b)3-3z 2y d-wlzil fe o ~H=

DMF(40m0)Z 9] 3—tert.-F-EA 7R oA e - 24 v E o ~H2(11.1g) ¢ Mel(2.2m0) 8] Myt g-olo o°coﬂA1
NaH(JaL 9] 55% BALN 1.4g)E A7Feglth 0CoA] 158 59 @ 20T A 302 5ot Al&A oz wwslglch &
=S AcOEtS} 45 Aloldll #uAl7] a2, 3N HCIS H 718t pHE 72 31t 7] &8 AXA1713, S2A H . ZhAL

£ 40 52k 20Tl A CH,CL,(30me) <} TFA(BOmz)A EdEToAAM wntsglh. SiE LR F, AcOEtS 2] hALS]

rir

GO W] 23} Na,CO,y &N 02 FE313L, 4 F2ES 5744 22 3N HCI2 2 4 sk 7] a1, AcOEt® &3}
it o] FEE] §AE FUAT|IL, IAE EFAE0n)F 3N HCI(Bm) 2] EFEFolA 1413F <2t 100C = 7FE
Tk ¥7E ==& AcOEtR 8|4 A17]aL, 3} NaHCOz R A2 Al Hsfar, A2A7]5L, S8A| A 3-Z29] e d -l

Z2F g o 28 2(3.87g)E WA A A =53 th MS(ISP) 193.2 [(M+H)™ 1.

c)rac—-3-2-H2 W -Z 23 Q- XA wE o A2

stoll A 2413t F<t 7

AcOEt(45ml) w29 3-Z 2y e d -zt vl o 28 2(3.6g)9F CuBr,(7.45g)9] &9&& g
17131, A1 A %24 9] rac-

it =84 E4S A" EFERTH sk, w2 &S A E AHsta, Ax
3-2-HER-22 o d)-HxAt vE 2y 2(5.09)8 A% M L dRA F535130T

>

=

d) 3=(5-H g =&AL F-4-1)-

&3
[
=

g o A=

rac-3-(2-B 2R -2 23] 0 Jd)-fl 2k v o AE| 2(5.42¢) @ EEol=(3.6m)E &7 5417 B 130T = 71E st
Atk EFES AcOELS 5 Aol ®ulA7)a1, 7] 58 AZEA7| 3, TR 73, FF 2 4-E AcOEY/FH1:4)S &
g Aoz Agate Qe gt A Ao ArntE TS A Gt 3-(5-H Y- A E-4-)- M2 oE o ~E 2
(2.52¢)5 WA wA| 2N S5

e) 3-[3-(6-mEl-SAE-4-ol)-#d|-3-F A -T2 9] P2} tert, — & o ~H=

3-(5-mE =S E—4-) ) o A HZ(0.87) 8% DA AR KOP D)ol thek 2 et el opAlelol =2
#l3ko] 249 3-[3-(5-WE-SAE-4-2) - I ]-3- 2- L2 7] L4] tert.~3 D o 26 2(1.460)F AG T4 2.2
24 $5a gt

A Ao K37

3-[3-Q-me-5-T2A-FAF-4-9)-Hd |-3-F A -T2 I 24} tert, - & o 2H=

DMF(40ml)5 2] 3-tert.—F-FA| 7t ol -l 24t WiE o 28| 2(11.1g)9F & H2Zrfo]=(3.0ml) <] utE & o
0CollA NaHCE 2] 55% IJO—H 1.44g)Z ol A7}ttt 0Tl A 20 &<t 2 20T oA 30% &< 74]47—34.9«3 L
WFSFIh S AcOELSH A4 Atolol 2 A7) 3, 3N HCIE A 7bste] pHE 72 SH9ith #7] 58 AxA7 3, S
AR A 2 Y2 40 <t 20Tl A CH,CL. (30m£)9]- TFA(30me) 8] &3&EF oA wrtsigith, &u& A Z T},
ACOEt%¢] #ALe] §918 Wo] ¥£3} Na,CO, §H 02 3553, $4 $FES S214 02 3N HCIZ A+

[o
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oA AR St
X713, LA A
1.

AcOEt®Z FZ3qlt}. o] 5529 &vl& %%}A] 713, AL E B 1(40m£)ﬂr 3N Hc1(2mz)4 =3
e E£3HES A
b w el o ~H 2(5. 11g)e A 31 %“ﬁ LAREAX qu}%’lﬂr. MS(ISP) 236.2 [(M+NH4)

100C 2 7+ A A
3-HME-4-0] = -

b) rac-3-(2-HZ R - El = 2)-wl AL v e o AH =2

3-HE-4-o] = - ZAF w8 o 2] 2(3.93g) 9] =S 30 5t 20T oA 5% Pd-C(190mg) 2] &4 3}oll A AcOEt
(50me)Z-ll A -’Fiﬁ}/\]ﬁr/} iuﬁé— o171 8kaL, CuBry(4.44g)E 8ol H7hetal, Egh=& Srstal A 1413 &<t 7H<E
St B84 EES Y7d S EERY A, 2§98 INHCI 2 942 Al&HstaL, AxA7]aL, SUAA *

tl
”4rw3<2ﬁi —Eh e )M A WD o E 2 (3.6 A8 B 02 FS ok

c) 3-@-HEl-5-2 2 A-EGALL-4-oD)-wl 24k HE o ~H =

5,

.

rac-3-(2-H 2R -AEx=d)- N2k vE o 28 Z(1.50g) 2} o]_/(-] Eoln =(0.89¢g)2] WES a7 1547+ E¢F 130C =
ZFEA AT EFES AcOEteh f5= Abololl BHlAI 7] AL, 7] & AFEAI7]AL, SEA7]AL, I @ U2 AcOEt/ 4t
1)& 509020 AHgare Aeih 2 Abe] 22 ohe 15 & A sho] 3-(2-]B-5- L2 8-S A E-1-9) £
H e o ~H2(0.47g)E ¥ A QA=A 53130t

d) 3-[3-@-Me-5-22F-SA=£-4-2)-FJ|-3-& A -T2 I 2} tert.-FE A AHE

3-(2-mE-5-Z2d-SAE-4-<d) Wzt vE o 28 2(0.47g)F ARt AAF KW b)el nhet Elg tert -8 opA
Hlo|ER A elste] 249 3-[3-(2- l%—S—Ei%—%A}%—AL—O’)—ﬂ]é]—3—%¢ £ 4&4 tert. - o =H 2
(0.582)E ¥ 24 2 A=A 55330t

3-[3-(5-mg-Elo}£-4-9D) -9 ]|-3-G - 2 9] 24} tert. -9 o] ~H =2

a) 3=(5-H gl -Elo}E£-4-oD)-wlZA4F v &l o] ~g =

EtOH(20m)F 2] 24 9] rac-3-(2-B 2R -2 23] ¢ J)-HZ2AF vl e o 25 2(2.71g)%} E] © Z S0} =(1.83g)2] &
S shRslol A 1413 Bk Mg skt 58 AcOEtSF g4 Alolol] BulAl7]a, 7] & HAxA 7], 2471
TR 9.4 AcOEY/EAH1:4)& &8N oz A Agate A7t A o] a=rnEwaE AAste] 3-(5-HE-Eo&-
4-)-HZAF e o ~H E(2.41g)E M A 2 A F5519 T}

b) 3-[3-(5-md-¥lo}F-4-D)-HlI|-3-F -T2 I 24} tert. - 7F o 2H=

3-(5-mE-Elo}Z-4-)-wl 24 e o] 2] 2(1.05g)2] MES Uwk A} KU )oﬂ w}a} g E tert.— € oA g o]
ER Aglste] =29 3-[3-(5-H€-go}Z-4-2)-HAd]-3- i—EEﬁ]%"Lt —5g 01]5\_Eﬂ§(1.9g)§ o3k 33
LAZA FE53 T

21 Ao K39

3-[3-(2.5-tvd-¥o}E-4-)-sH]|-3-5 -2 I 24} tert ~H- & o] ~F =

a) 3-(2.5-tHg-Elo}=-4-9D) - x4t W& o~ =

rac-3-(2-BRE-Z 23 d)-wlz4t v e o ~H 2(6.78g) 9} E] L.opA| Eoln =(5.63g)¢] £FES 20+ &< 130T
2 7}d8g . E3ES AcOEtS H,0 Alololl BujAl7]1aL, 7] & AXA 7|1, T8A 712, 7 2 UL AcOEt/ 34t

(1:)% §2190 24 AHgsHE Ael7t 4 4ol ARvhE 189S A kel 3-(2,5-H W 8-ElolE-4-2)- W24t v
o 2H 2(4.970)F B 2 U2A FEHAT

b) 3-[3-(2.5-tr & -Elo}E-4-9)-3d|-3-F -T2 9] 24} tert. - T8 o 2=
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3-(2,5-tHE- E]o}+—4 Ad)-wl 24k v g o 28| 2(0.99g)2] MZS Unt A} KUY b)oll whe} 2l & tert.—5-E o}A]
HolER A& 3le] 3-[3-(2,5-t]WE-E|]o}Z-4-Y)-v < ]-3- i—EEJ}%*}tert -7 o ~H E(1.12g)S A3 3
Al QA2 A 4%6}0%}.

21 Aol K40

2-3-[3-[6-mE-4-(H Eg}stol=m T gh-2-A FA|m &) -Flo}E-4-A |- H | -F 23] 24} tert. - & o ¥

Ilm o

a) 3-(2-stol=Z A v e -5-u g -Flo}=-4-) -l 24t g o ~H =

EtOH(20m)F 9] rac-3-(2-H2Z X -2 23] 0 J)- M2t v g o] 28 2(2.71g) ¢} 2-(tert.-FE IR ILADE]| QoA E
oln| =(2.1g) 9] &N BHF3loll A 6A13F 2t 7SIt Z3ES AcOEtS 5 Alold THHAML 7l & A%
A 713 A FH T MeOH(20m0) 52] Z+7 293 NaOMe(0.54g)2] 95 60Tl A 1217t FoF wwtal et &S
AcOEt= 3|2 A1 7] a1, INHCl 9 f2 Al A etar, :A2A17]3, SEAA 3-(2-3to]| =S5 A v -5-mE-Fo}&-4-%)-

Hzak v o e 2(1.17g) 5 WA A4 o 24 =53tk MSISP) 264.1 [(M+H)™ 1.

b) 3=[5-mE-4-(HEe}tstol =2 -Fgh-2-A G A WeD)-Fo}=£-4-A |-wl =4} W& o ~H =

AcOEt(lomz)%A 3-(2-slo| =AW E -5-HE -E]o}F-4-)- 22t f|E o] 2 H 2(1.05g), tste] =23 £H0.73ml)

9 p-E T EAL sto] =Y 0] E(0.07g) 9] EF=S 20T olA 1AIZF Bt anksglnt. &4 AcOEt= 8|4 A17]13L, 5%
NaHCO; &9 2 4= Al A skaL, AxA7]a, SEAAY AF 29-E AcOEY/IH(1:3) &3 N o2 g3k 2
27t A o] ARntE YT E AA st 3-[5-HE-4-(HEgso)| =2 -9 @-2-I KA W e)-E|o} L -4-d | -wl =4k
H e o 28 2(1.45¢)F Ag A e A=A F533 T

c) 3= A4-3-[3-[6-HE-4-(HEe}stol=w -y gh-2-Ad S A We)-Flo}F-4-A |-d|d | -T2 9] 24} tert. - & o] ~
H=

)= 510}5—4 A]-l x4t e o 2 2(1.45¢)F vt
2ol 3-54-3-[3-[5-vE-4-(H Ee}slo] == -v] &
of 2 ]E(Z 13g)5 A3 M ed=A 5330t

14
e

3-[5- -4~ ko] =2 9-2- 51 54 )
byel wheh 2l F tert,-FE ol ol Ex A2l ste] &
WS- B ob -4 |- ] -3 2 3 41 tert.-

EERNG!
2-91%1]
A Ao K41

3-54-3-[3-[6-xmA-4-(FfEdstolem -y et-2-AdFA|w &) -Flo}L-2-A | -9 d |- = 9] 24} tert. - H o~
HE=

a) 3=(2-dtol == A Wd-5-m &l -Elo}E-4-o)-Wl =4t v d o ~H =

EtOH(4m) 5 2] rac-3-(2-H 2 2 -F e} =2)-wl 22+ w8 o] 28 2(0.60g) ¢} 2-(tert. - F-E 7B YA E| ovﬂ‘fo}ﬂl
=(0.36g)° MES Fratell A 5AIZE Bt 7FE itk Z3HES AcOEte} 5% NaHCOS %0“ Afolofl HEjA 7] L, f7)
=28 A2 AHsta, AFA 7)1, ZEA AT MeOH10m)ZF 2] 57 ¢ 43 NaOMe(0.13g)e] £HL 60 COﬂH 308
FoF nnkal o %@.J%A OEt®Z 8|4 A17]a1, IN HCl ¥ A= AlFstar, dxA7]5, SEAA 3-(2-3Fo]| =5 A v e
~5-m g -Elo}E-4-) -2t W o ~E| 2(0.44g)F LU RA 5T

b) 3=[6-Z2A-4-(HEe}stol =R -9 gh-2-U A &) -Elo}£-2- |-Hll 24} g o ~g =

AcOEt(lOmE)Z-"J ~(2-3lo]| EE A M E -5~ E ~E]o} -4 -) -l 2t W e o] 28 2(0.38g), Hlsto] =23 #H(0.73mb)
2 p-EF A EAL ste] =8 0] E(0.07)F 20Tl A 1A1F E3F wykalglth, o1& AcOEt® 314 A1 711, 5% NaHCO,
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fd D AeR st AFRA7]a, FEAZT R Y-S AcOE/E4H1:3)S S Aoz ALgste At A 4
o] A EnlE 17w = AAste] 3-[5- c2-m@-2-2 2w g)-Eo}Z-2-2] |-ul ZAF v g o
2H2(0.362)2 913 A 0 A7 FEFI

¢) 3= 4-3-[3-[5-% 2 -4-( Eetelo] B 2-5]et-2-A SA ] &) -Elo}E-2-9)] -5 |- 23] &} tert,~E o
2ZH=
3-[5-3 2 W -4—(e) £ 2}3ho] = 2 -3 2-2-91 S A W] &) -El o} % -2- 1 |-k ' of 2ol 2(0.34) 5 uk WA KO}

A byl w2 tert.~FE obAEO|ER A eete] 279 3-54-3- [3 [5-Z=d-4-(H Eg}sto] Er -] gh-2-<
SAmE)-EopE-2-d]-dd ] -2 29 24 tert. - € A =H2(0.420)F AT B e d=A S5

A Ao K42

% A-3-[3-[2-HEl-5-(H Ee}stol =2 -9 gh-2-A S A [e])-ElopF-4 - |- [ -T2 3] 243} tert. - €] o] 2 H]

3
2

a) 3-(6-B e wug-2-vg-Elo}F-4-)-ul =4} WE g =

CCl,(60me) 5 2] 3-(2,5-tI M e -Elo}Z-4-)- M 24F vl” o 28 2(3.96g), N-H 2 RS20l 1] =(3.13g) H a,a'-H] 2
o o=

(o] E U E™)(0.02g)0] E3ES &FstelAM 30% &t } fv‘}"ﬂﬂ} 37 Ed_ ?& oA wsti, &l E SEAA
x40 3-(5-BarME-2-mE-Fo}E-4-d)-l x4 TS

b) 3=(5-stol == Al el -0-v] -0l -4 -0l Ak v S o] e =

(522 2.0 8- l-Fl o464k o) of 6] 252 DMR(1630) 04 KOAC(2.35)5% 874 201 20
<k 9Tk MeOH(32n0) % NaOMe(0.86¢) & #71el3, 50T oI A] 308 §¢ A% 4 o aitelity. E¢28

ACOEtS} <= Abolol] Buj A7) oL, 57] =& AxA 7|1, ZEA AT &7 0 ALS AcOR/FAH(1:1)S &2 o 2 A}
£3= A7) A Ao R E ¥ E AA st 3-(5-5to]| 2 A v E-2-1 €l -] o} £ -4-) -] 22} v € o A =
(2.93g)% WA wA| 24 S5

y g

c) 3-[2-vd-5-(dEgslo]cg - H-2-UFA|wED)-Flo}E-4-d-wiZst v & o ~g =

AcOEt(25m)5 9] 3-(5-3fo| =5 A E-2-m g -Flo}&E-4-Y
D p-EFdA EA o] =g o] E(0.21g)E 20Tl A 1A1ZF HoF ulukabadth, %ﬁ% AcOEti 3|4 A1 7] 31, 5% NaHCO,
gl gl AL2 A Hsta, AxA7|a, FEAAT 5 Y-S AcOE/EA4H(1:3)S & o2 ALgats A7 A 4
o ARvtEY I o] FAAA 3-[2-HE-5-(H Eg}stol =2 -] gd-2-A S A W e)-Fo}Z-4-A |-l =4t W
o ~E| 2(3.8g) 5 A% FA S AZA S5

4-
s

d) 3=%4-3-[3-[2-vWd-b-(H Ed}slo|=m -y et-2-A A w&)-Elo}L-4- |-FH |-Z 2 9] P2} tert.—F-C o]~
H=

(2B (o] = ekefol =2 gh-2-9)§ A -ElokE-4-9) |-k ) o =
E‘rﬂlﬁtert g olAlH o ER HEste] 249 3-54-3-[3-[2-HE-5-(HEgsto| =2 -3 &-2-d A v &)~
o} -4-20 |- -2 29 &4} tert. -8 OﬂiEﬂE(S 45g>e A% 4 oA zA FEa,

?

A Ao K43

3-54-3-[6-(HEgsto|lme-ygh-2-Ad S we)-Elof -4 - |-dJ]| -2 23] 24} tert. - T 9 o SH=

a) 3-(5-H=E W uEl-Elo}E-4-2)- M}t wE o ~E =2
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CC14(4Om/d)'54 3-(5-vlE-Elo}E-4-) -l 24k vlg o 28 2(2.40g), N-H 2R &40l =(2.01g) % a,a'-H] 2(¢]
=

FEEUEH)(0.022)0] £ gHstolA 30% ¢t 7HEsiitt. ¥2he Edt=2 ostaL, & SEAA =4
4 3-(5-B R R uE-Elo}F-4-A)-dl x4t Wd o 2H 2(3.36g)F 2L F5 T

b) 3-(5-8lel = Z A v el ~Elo} & -4-91)- WA} ve] o SE| =

3-(5-BE R E-EolE-4-)-wzt vE o ~EH 25 20Tl A 308§ DMF(10m0)F ol KOAc(1.52¢) 9} g7
LRFESLTh. MeOH(20me) 2 NaOMe(0.842)& H7ketaL, 50Tl A 30+ & A% A o= wkst Itk E5h= & AcOEt
oF Q= Abolol A1 3L, f7] S& AEA7 3, SEAZT F 29 AcOEY/HAH1:2)E 8] oM AL-g-ah
17} 4 el Sz obe 3 S A4 el 3-(5- kel =AU E-El o} -4-2D)- =AY o o] | =(1LA3e) S 4
A=A S5

c) 3-[6-(HEgsto| e -at-2-J SA|mE)-Fo}F-4- |-l At vd o ~H =

AcOEt(12m0)5 2] 3-(5-3Fo] == A v ~E] o} Z -4 -<d) -l =4t
FAEEAT sho] =8 ©] E(0.10g)& 20T 4] 3AIRF &k autat
DR AH sk, A2 7L, SUAZ A A : Ao 2N A}&} Elﬂ%‘*ou S
vt E A et 3-[5-(BlEetsto] B2 -] gh-2-d S A v’ -EjopE-4-<d |-l 24t v | o ~E 2(1.60g)E A
g g e dzA F5EgI

Oﬂi H 2(1.25g), 1’4 o}Ol ‘:EJ] Z(0.84m) ¥ p-=

d) 3-=4-3-{[6-(HEgslo|l=r-ua-2-AUZ A ve)-Elo}L-4- |-Fd} -2 2 3] A} tert.— & J~H 2

3-[5-(F E2kalo] =231 2= §) W E)-tlob S-4-2 M2 d) Wl ol el A KO ol e 21
tert.~&l obAE|o] £ A e]ehe] 24 o) 3-% -3 ([5-(F Eesto] £ 2-3] h-2- 2 S Al w €)-E] o} E-4-2 ]3] W)
) £t tert. -3 o 2H|2(2.3g)8 A% B4 A=A F5 0.

A Aol K44

3-[3-(2-0] 2 2 9 -3H-ol¥|}E-4-9N) -7 d]-3- S 4 -Z 23] 4 ter(, - & o] SH] =

a) 3-tsto| =S A oA F —wl 2A4F H g o =

3-(2-H 2 E-olH ")~ Z2H2.43g), DMSO(17m¢) & 48% HBr(3.4ml) 2] 3% 2t
S AcOEt$}t H O Afololl ujAl7]aL, f7] & A= A HetaL, 273, SEAA 3_313}015%/\] o} A &l -l 2=

=5
A o 2H 2(1.06g)E A LA =AM =583l

b) 3=(2-ol A wF-3H-o|rt}pE-4-oD)-wlZA4F wE o ~H =

5% %4 NHa(6m0)% 2] 3-T)aho] =5 Aol Ml -l 24t v e of 28 2(0.36¢) 9 2- ¥ & -3 23] 2| 8] =(0.24m0) o] &
o8 1A7F B9k 100C 2 7HA3kth, T3S ATl A ZuAI7] 31, MeOH(10n0) Sk ANHCY/ELO(2n) ) E3E%
o] ZHAF &5 1847 &3F 40T = 7HE e} Qg A F5A1713L, AcOELR 84 A7) a1, 3} Na,CO4 &
o 9 Grr A e, AxN) T, S

o]

: COEtZ gl oz A7} A Abe] FantE 1832 A A3}
o] 3-(2-0]AZ 2 H-3H-0| hﬂrz 4-<

o 2B 2(0.370)% A% F4) 22 F5H

14
>

o e
>

[CARE)E ijl:M
(2-o}r] = -w D) -7k Ak tert. -8 o 2 H 29} l% BEt tert.-5-€ 3-0}H-3-2A-Z 2 QY| o|E &&= —o}al—
2,2-tW e -[1,3]t 24 -4-23} 9] bkS-of o3& {2-[3-0}H-3-2A-Z R3] Q doln| = ]-3d } -7}t tert.-5-€ o

2H 2] Az
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(2-obr] e -w D) -7k Ak tert. -8 o 2H 2(1.0-1.2 mmol) ¥ o8 = tert.-FE 3-0}H-3-3A-Z 23 Q Y|o|E
e 6-otd-22-tde-[1,3]15341-4-2(1.0-1.5 mmoD 2] £35S EF(4-8 mL)F oA 80T WA 120T & tlc
7 &% o] s AREHASS A Wb 7t4E o}‘ﬂv‘r | MG 23CE YZAA7)4L, o] AAHES IRk o=
AR H (A7 JElUA] @& 4ol A = dE2E g o s A8t fFEsAY, B vk £33 E
< AH Nﬂﬂ@ A9 AvtEagvs ). 1AS oquroh CEER: % 1Eﬂ€/@w EFER AHsa AgFol
A AZANA {2-[3-01E-3-FAh-T 2y edoln ] -Hd} -7}t tert.-F-EH | 2~HEE 5314, o] A4 o o

R A e P AN e i Ut
AA o M1

{4-F 22 -2-[3--Alobe-dd)-3-F - ey e Jojn] e |-5-t]wd ol -3 d | -FPHAF tert. - 79 ol SH =

¥A 3 ES (2o -4-2 2 2 -5-tW ol = -Fd)- 74 tert.-F-E Al Z=H 2 (A Ao J1)(0.5 mmol) & 3-
(3-Aote-Hd)-3-24-Z 2924 o g o 28| 2 [CAS-No. 62088-13-5; 3-Alotx-dlzd E2go| =2 g Ayt
A2} Kol et Alz2g, W al (0.55 mmoD) ZH-8 Ak A=} Mol wpe} A 2383tk WA 14 24 53} tH(160 mg).

MS (ISP) 457 [((M+H)*]; mp 159-163C.

A Ao M2

4-F=22-5-grEoln=-2-[3-84-3-3-[1.2 3| Edo}E-1-d-dd)-2 23 e Jolu| = |- d } -F}IgHA} tert. -
He o ~HE

A4 eSS (2-olr| w-4-F &2 2-5-tHgoln = -H d)- 7L tert. - 58 o ~EH| 2 (A A ¢ J1)(143 mg, 0.5
mmol) & 3-5%4-3-(3-[1,2,3]1Ego}&-1-d-7d)-Z 23] 24} o & o 2H (A Ao KI)(150 mg, 0.58 mmol) 25
B A Ak Mol whet Al zshQi ), #o] XA 1A 24 =53 tH160 mg).

MS (ISP) 499 [(M+H)*] 2 501 [(M+ 2+ H)*]; mp 136-137C.

A Aol M3

(RS)-[4-F 22 -5-cluelolm-2-(3-%4-3-(3-[5-(d Ectelol = -3l ¢-2-Q) A ] &)-[1,2.3] = e]o} %1 -
9 )-sld) - 2w o doln]iw)-s | -FHghAt tert ~F & of SH| =

A 3HgES -0l w-4-F 2 Z-5-tjyEolr| =-Hd) -7 A tert. - FE o 2E| 2 (A Al o] J1)(143 mg, 0.5
mmol) & (RS)-3-24-3-{3-[5-(H| Eg}slo| =2 -y &-2-d A w&)-[1,2, 3] Egjo}Z=-1-d]-H L} -Z 21| 24}
tert—5-2 o 2E| 2 (A A o] K5)(250 mg, 0.62 mmol) ZF-E] AWk A=} Mol ufg} #A| 23t} A oAz A =531t}
(257 mg).

MS (ISP) 613 [(M+H)"] = 615 [(M+ 2+ H)" 1.

21 Aol M4
{2-[3-(3-Aotx-Ad)-3-&4-T 20 9 Holu| - |-5-t]W ol -4 - I Bl D - } -7}1¥HA) tert.—F-E] o =]
=
XA T ES (2-ole| -4 -F 2 2 -5-THEolu] =-Hd)-FHHAE tert. - 58 o AH 2 (A A 4] J2) E 3-(2,2-tHE -
6-22-6H-[1,3]t2A-4-) -z UEH(AA ¢ L1)ZHFE I 23} Moﬂ whef Az ekl ok, LAl A=A 52
531 TH108 mg).

MS (ISP) 523 [(M+H)* 1.
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A Ao M5

{5- ﬂ“ﬂE‘O}U] -[3-54-3-3-[123|EgolE-1-d-HD)-Zwu o doln e |-4-sdo e -7 d } -F}HHAF

tert.— 5 El 01]*Eﬂ

FA S (2-op e-4-F 22 -5-tvdopr| m-H d)-THEAL tert. - F R ol SH| 2 (H A4 J2) B 3-5
[1,2,3]1E8]otE-1-d-9d)-Z 23] 24t o &g o 2e| 2 (HA] o] K1) 2 H-E Ldxt "} Mol whe} Al Z=8t 3t
LA RA 58148 mg).

2-3-(3-
Sl

MS (ISP) 565 [(M+H)* 1.

A Aol M6

U-Z2=-5-t]vgolr =-2-{3-[3-(3-m &l -o]| HALL-5-9D)-FH|-3-F - 2 5] o Jo}n| e } -5 ) -7} WA}
2 g)
1=

TA FAES Q- w-4-F22-5-t) | oln - J)-7}HFA) tert.—FE o AH E(A A4 J1)(143 mg, 0.5
mmol) @ 3-[3-(3HE-0]&AE-5-A)-Hd ]-3-2 4~ -Z 2 &2} tert. - € o ~H 2 (A A4 K4)(450 mg, 0.75
mmol) 255 LRk A2} Mol wa} Al z=8kqlv), WA 34| 24 =531 tH136 mg).

S(ISP) 513 [M+H)"] 2 515 [(M+2+H)"]; mp 109-114T.

A Aol M7

(RS)-[2-t]H|glotm]1e-2" 3"~ F Q0 -5-(3-54-3-{3-[O-(H Eetslo]l =2 -9 gh-2-A A We)-[1.2. 3| Eo}
Z-1-d]-ddi-xmy e dopn ) -nlsd -4 - | -TFPHHAY tert. - A AHE

¥A SFES (5ot m-2-tHdoln]=-2' 3 -] FF Q2 -H|H d-4-) -7t tert. - F-E Al ~HEZ (A A4 J3) &
(RS)-3-=4-3-{3-[5-H EZsIo| =2 -9 &-2-d A e)-[1,2,3]Ego}Z-1-¢ |-Ad} - Z 23] 24} tert-F-E
o ~E| 2(A Al o] K5)ZH-E dut A2} Mol whe} A 31l 34 A 24 53 tH253 mg).

MS (ISP) 691 [(M+ H)* 1.

A A1 M8

{2-tiHEoln-2'3'-T]|ZF 0 F-5-[3-24-3-(3-[1.23]Ege}=-1-d-Hd-ZTag o dolu| - ]-H] 3 d-4-
1} —FFRkA) tert —H-E Oﬂ/kEﬂ

EA SRS (5-obvl te-2-T W P ohv] k-2 3- T FF 0 2 - d-4- )= TP tert. 8 o 2E| 2 (A ] J3) %
3-8 4-3-(3-[1,2,3] E )0} $ -1~ ) 3 2.3 41 o] o] 2 (Ao KD -6] it A7 Mol 1) A5}
vk B4 1A 24 5559 tH253 me).

MS (ISP) 577 [(M+H)* 1.

A Aol M9

{5-[3=-(8=Alo}=-Al)-3-=A-2 2T o doln| - |-2-t]wElo}n--2'3'-T] ZTFQ & —H|Hd-4-A} T4} tert.—
2e o ~HE
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BA SFES G-otv =-2-gHdoln =-2' 3'- EFF 2 -H| 7 d-4-) -7}t tert. - F-E o ~H 2 (H A4 J3) 2
3-(2,2-tvE-6-22-6H-[1,3]1t]341-4 %’ -Hlz ‘4 (Ao LD 25 duk A Mol whe} Al 22313l ) 34
FAZA F53FATH145 mg).

MS (ISP) 535 [(M+ H)* 1.

A Al M10

(4-2z27-5-tifgoln v -2-{3-[2-(3-H &l -o]|&A}=£-5-2)-F g -4-H]|-3-2 A-Z2y] o dolm = } -9 d)-T}
B} tert.—H-E o AH E

A e S oot e-4-F 22 -5-vuE ol -3 ) -7t tert. - E o 2| 2 (A Ao J1)(143 mg, 0.5
mmol) H 3-[2-(3-WE -] HAE-5-)-9 g -4-L|-3-FA-Z 23|24} tert.-F-4 o] 2| 2(H Al o K6)(170
mg, 0.56 mmol) 2] Ank AA} Mol wpep Al s ik, 24 A 24 42538 5 tH(206 mg).

MS (ISP) 514 [(M+H)"] ¥ 516 [(M+ 2+ H)"]; mp 181-1837C.

A Ao M11

U-Z2=-5-[Q-mEA-deh)-rd-oln = ]-2-{3-[3-(3-m| &l -o] £A}L-5-0D)-F | -3-F -3 & 5] 0 J o}n]
- ) -IERbA tert. — Y o A HE

BA 3 ES {2-0-4-F 22 -5-[2-vEFA o &)-wE-oln| = |-ad } -7}t tert. - F-E of| 2B 2 (Al 4
J4)(165 mg, 0.5 mmol) ® 3-[3-(3-HE-0]&ALE-5-U)-Hd]-3-2 A -T2 3| 22} tert. -5 & o ~E| Z (A A] 4
K4)(165 mg, 0.55 mmol) Z5-E] A1+ A=} Mol wheh Az th nj A4 34 4 24 55313 H207 mg).

MS (ISP) 557 [(M+H)" ] ® 559 [(M+ 2+ H)" 1.

A Al M12

4-222-5-[2-HEA-oE)-HE-oln % ]|-2-{3-[2-(3-HE o] EAZ-5-) - I -4-U]-3-=24A-FZJ Q
dolm -} - d) -8t tert.—H-9 d2~HE

BA S ES {2-0 2-4-F 22 -5-[2-vEA| -o &) -v e -opn| = | -5 d } -7} tert. - 5-E of| 2EH 2 (X A] 4
J4)(165 mg, 0.5 mmol) & 3-[2-(3-HE-0]|HAIE-5-Y)-F T d-4-L |-3-Z 52 -Z 2322} tert. - 54 o 2HZ(A
Alddl K6)(151 mg, 0.5 mmol) Z5F-& vk Ax} Mo up2} Al 2353 th. A 14 24 =535 5190 mg).

MS (ISP) 558 [(M+H)*]1 2 560 [(M+ 2+ H)* ]; mp 1487C.

A Al M13

(RS)-[4-F 22 -5-[Q2-r| A - E)-wY-o}n 1= ]-2-(3-5 4 -3-{3- [5 (HEg}stol =2 -y gh-2-A S e)-
[1.23]EejotE-1-d]|-sd}-T 23] o doju]w)-Hd |-FPHAF tert. -8 o ~HE=

FA Sk S {2-op m-4-2 RE-5-[(2-v S A —ol D) - -opv] ke |- d } - 7HAT tert. -2 o 2E| 2 (A A o
J4)(165 mg, 0.5 mmol) B (RS)-3-54-3-{3-[5-(H Eg}elo] == T gh-2-Ld A &) - [1,2,3]5?40}%—1—%]—&11
-2 23] 22 tert -8 o] 2H 2 (2 A o]l K5)(200 mg, 0.5 mmol) =55 Axk A2} Mol uheh Al z3akqiv}. wgd &
A B2 58 TH160 mg).

MS (ISP) 657 [((M+H)" ] ® 659 [(M+ 2+ H)" 1.
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A Al M14

4-Z 22 -5-[@-mFA - e)-mE-olr|]-2-[3-F4-3-(3-[1.2 3| Eglo}E-1-d-FD-Z2I o do}n & |-
Hd} It tert. - F 8 o AHE

BA S ES {2-0 =-4-F 22 -5-[2-vEA| -o &) -v e -opn| = | -5 d } -7}t tert. - F-E of| 2EH| 2 (X A] 4
J4)(165 mg, 0.5 mmol) & 3-24-3-(3-[1,2,3]Ego}ZE-1-4-Ad)-ZT 29 24 o & o ~H| 2(A Ao K1)(165
mg, 0.5 mmol) -5 &yt A2} Mol whe} A Zslg )t v A2 3 B2 2 A 53 TH167 mg).

MS (ISP) 543 [((M+H)*] % 545 [(M+ 2+ H)" 1.

A Ao M15

(4-222-2-[3-2-Aohw-we]g-4-9)-3-& 23 2 v ¢ olr] ] -5-tl W] eo}ul -5 d} -S54} tert. -7 of
2ZHE=

A 35S (2-otu| -4-F 2 2 -5-tH ol - d)-7}4) tert.-FE ol ~EH| 2(H A4 J1)(143 mg, 0.5
mmol) & 3-(2-Alol-T g d-4-2)-3-2 4L -Z 23| 2} tert. -5 E o] A8 2(A A9 K3)(123 mg, 0.5 mmol) & F-E]
Ak A} Mol upe} Al Z=8F3 k. A A 2 A 53 TH155 mg).

MS (ISP) 458 [(M+H)* ] 2 460 [((M+ 2+ H)*]; mp 110TC.

A Al M16

4-Z=2=2-5-tugoln+-2-{3-[3-2-m ¥ -2H-9] &} £-3-9)-H I |-3-F 4 -2 23] ¢ Jolu -} -5 ) -F}utAk
tert. 52 o ~HE

A4 3 ES (2-otr| w—4-FE 2 -5-tHEoln] - D) -7 A tert. - S E o 2B E(A Ao J1)(143 mg, 0.5
mmol) @ 3-[3-2-HE-2H-9 & =-3-9)-Ad]-3-A-Z 23 &4} tert.- & o ~H 2 (A A4 K7)(180 mg, 0.6
mmol) ZF-E &t Az} Mol whe} A Zsl . v A A S B2 2 A 539160 mg).

MS (ISP) 512 [(M+H)"] ® 514 [(M+ 2+ H)" 1.

AAle M17

(RS)-[5-tlHgo}r = -2-(3-54-3-{3-[6-(HEdso|=m-g-2-AFAHE)-[1.23]|Ee]o}E-1-H|-Fd}-
Zryedoin)-4-Ee]F L0 wH g -sd|-FtHAE tert. - E o AHE

FA SRHES (2-olr =-5-tH el k-4 -E Z 7 2 e -5 d)-7h At tert. - H-€ ol 2 EH 2 (X Ao J6)(160
mg, 0.5 mmol) & (RS)-3-54-3-{3-[5-(HEg o] =2 -3 &-2-AS A He)-[1,2, 3] Egjo}ZH-1-d]-Hd}-=
2322k tert-F-8 o ~H| Z(A A ¢ K5)(201 mg, 0.5 mmol) 258 dut A} Mol wpe} Al z2atqich v A4 G 57
2A F53TH247 mg).

MS (ISP) 647 [(M+H)* 1.

2 Ale M18

(-t glopr e -2-{3-[3-(3-w[d o] &ALE-5-0)-Fd |-3-FA-Fmv o doin| e} -4-EZF 0 wruEl-dd)-
ZHaEAt tert -9 o AE =
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B4 3FES (2-olv m-5-tHEoln] =-4-E g ZF 0 2ol - d)-7PIAF tert. - F-E o] 2B 2 (A A 4] J6)(160
mg, 0.5 mmol) 9 3-[3-(3-HE-0]EAE-5-Y)-Hd]-3-S L -Z 23] 24 tert. l‘i—% o ~E| E (A A ¢ K4)(151
mg, 0.5 mmoD) 255 Ak A} Mol upe} Al x5tk v d A S22 A4 5351 TH94 mg).

MS (ISP) 547 [(M+ H)* 1.

A Al M19

4-Sz=2-5-yudoeprw=-2-{3-[3-(5-twdo}n=mel-[1.23]|Ego}E-1-)-sd | -3-5 4 - %3] ¢ Jo}n]
=) -FENA tert - HE ol ~EH =

BA stES Q-opr|e-4-F 22 -5-tuEoln| -3 d) -7 tert. - F-E ol 2H 2 (A Ao J1)(143 mg, 0.5
mmol) % 3-[3-(5- D]UJ]E‘O}U]J_DHE‘ [1,2,3]Ego}&E-1-9)-9d]-3-F A -Z =3 24 tert. - F-E ol ZH Z(HA] o
K8)(172 mg, 0.5 mmo) =5 At Aa} Mo upe} Al 2kl v d &4 d2A $53130H(176 mg).

MS (ISP) 556 [(M+H)*] % 558 [(M+ 2+ H)" 1.
2 Al o] M20

(4-Zz2z2-5-tjrgolu] = -2-{3-[3-(3-H| EA| Y El-o]EA}l=Z-5-)-HJ]-3-=~-F 23] 0 Holu]| -} -5 I)-F}5}
At tert.—F-E A 2H =

B4 3FES (2-otn m-4-F 22 -5-t]Hd ol —Jﬂé) 7}‘#& tert.-F& A= Z(HA ¢ J1) 2 3-[3-(3-H=
AW -0] &A1 ZE-5-) -9 d | -3- - 23] &2} tert. - 58 o 28| 2 (A Ao K9)ZFE dubk A=} Mo ule} 2| %35}
Ao}, A a1 A 2A 5319 H205 mg).

MS (ISP) 543 [((M+H)"] % 545 [(M+ 2+ H)" 1.

A Al M21

{2-13- (2 Aot -dgd-4-9)-3-2A-Z 2y o dolm - |-5-t|HEolu| v -4-Eg ZF 0 2 g -3 d}-F}eHAal
tert.— %78 A AH =

A eSS Q-otv e-5-Hudolre-4-EZF o 2vd-5d)- 7}uw tert.—5-& o =¥ 2 (A Al J6)(319
mg, 1.0 mmol) 2 3-(2-Alol=-T 8 d-4-Y)-3-2 2 - 23] 22 tert.- 54 o ~H 2 (A Ao K3)(246 mg, 1.0
mmol) 255 Axt A=} Mol upg} A =3ttt v g2 A B2 A —r?o}oi ‘4(297 mg).

MS (ISP) 492 [(M+ H)* 1.

A Ao M22

[2'-ZFZ 0 & -5-[3- (3 ol gpE-1-d-Hd)-3-F A - 2T o doln v |-2-(2.2.2-EZZTFQ 2o EAD-H]H -
4-A1-7HA) tert.—H-El A AEHE

A SFES [6-0 -2 -5 F L 2-2-(2,2,2-EZEF L Z-o| HA)-v]H -4~ | -7} tert.-F-E o ~H 2 (2
A1) J5)(200 mg, 0.5 mmol) ¥ 6-(3-o|v|t}&E-1-d-#d)-2,2-twe-[1,3]9FA-4-=(H Ao L3)(160 mg, 0.5
mmol) 255 LRk A2} Mol wa} Al z=ekqlv), v g4 244 Ed2 A #5390 167 mg).

MS (ISP) 492 [(M+H)" 1.

2 Aol M23
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[2'-ZF 0 2 -5-{3-[3-(3-w|d o] £AEZ-5-o)-Hd|-3-FA-T R o do}n| e} -2-(2.22-EEF e m-o] 5
AD-H o -4-A |-FFRkAt tert. -7 E S ~HE
FA gHES [6-otMe-2'-EF 2 2-2-(2,2,2-EYEF 2 SA) -1 d-4-L | -7 tert. - F-© ol SH 2(H

Al ¢ J5)(200 mg, 0.5 mmol) & 3-[3-(3-HE-o]&AE-5-U)-Hd]-3- A2 -T2 24} tert.-5-E Oﬂ/kEﬂE(/“/\]
of K4)(160 mg, 0.53 mmoD)Z5-E Lik A=} Mol wha} A Z=8k ). B2 34 24 =531 tH40 mg).

MS (ISN) 626 [(M-H)"]; mp 121-123C.

A Ao M24

[2-ZF2 9 & -5-[3-2 -3 (3 [1.23]EgolE-1-d-HD)-Z 2y odoln]1-2-(222-EZ LT F - EA]-
HAd-4-A T A tert. - F-E o ~HE

BA4 ES [5-0 -2 -2 F 2 -2-(2,2,2-EZZF L E2-AEA)-H#d-4-L |- 794t tert.-F-E o ~EH 2 (A
Aol J5)(200 mg, 0.5 mmol) ¥ 3-24-3-(3-[1,2,3]1Eg|o}&E-1-Y4-dHd)-Z 23] 22} o & o ~H| Z(A A o K1)
(150 mg, 0.57 mmol) ZF-€] &ut Az} M| wpe} Azt v 34 a2 A4 =539 tH110 mg).

MS (ISP) 614 [(M+H)*]; mp 54-56C.

A Al M25

(RS)- [2'—§ ©.8-5-@=5 3= (- [5=(sl Botabol = 2wl @p- 9 S e 1 23] Belobg=] 9| )|t
o doluli)-9-(2.2.2-E ] F2 0 % o] =) -ul o] -4~ |-FLuk 2} tert ~4-e o ~El =

A 3FES [5-ow-2'-Z2F 22 -2-(2,2,2-EZZF - EA])-HHd-4-L | -7t tert.-F-E o ~H 2 (2
Alef J5)(200 mg, 0.5 mmol) 2 (RS)-3-&4-3-{3-[6-(BEgslo| =2 -3 &H-2-d3 Ay d)- [1,2,3]513]0]'%—1—
A]-Ad}-Z 2924 tert-5-4 o 2H Z(A A o] K5)(220 mg, 0.55 mmol) 258 A vt dx} Mol wpa} A %3} 3+
A QA2 A 53 TH100 mg).

2 Ao M26

RS-[4-F 2 &2 -5-( - -o}n])-2-(3-2 4 -3~ {3 [5 (ElEeteto|l =z -geh-2-AFA W e)-[1.2.3]Ez]c}
Z-1-d]-vd}-z 2y o Jopr ) -Hd | -FPAF tert-T8 o ~H =

TA RHES [2-otv e-4-F 22 -5-(od-HE-o}n )T d | T4 tert—HF-& o 2 H Z (X Ao J7)(300 mg, 1.0
mmol) B (RS)-3-&4-3-{3-[6-(HEgsto]| =2 -0 eh-2-L AW e)-[1,2 3] Egjo}Z-1-d]|-Hd}-Z 23] 24t
tert—=5F-g o 2H Z(H Al K5)(402 mg, 1.0 mmol) 258 At Aa} Mol uhe} A3kt 34 X0 24 553191
tH(500 mg).

MS (ISP) 627.1 [(M+ H)"].

A Ao M27

RS-[4-F 22 -5-(d->x =g -olnx)-2-(3-5A-3-{3-[5-(H Edslo] =z -3 g-2-AF A E)-[1.2 3] E¥]
0}%5——1—%11—311%}—2342%0}131;) Hd |-t tert-HE ol ~H 2

A BB S [2-0h] e 4-F 2 25— - 28 -ohv] 1)- A |- TP tert-58 o] 2 2(2 4] ¢ J8)(310 mg,
1.0 mmol) ¥ (RS)-3-524-3-{3-[6-(HEgsto| =2 -3 eh-2-d A e)-[1,2, 3] Egjo}E-1-4]|-¥d} -2 =7
Lt tert-H-€ o A EH Z (A A o K5)(402 mg, 1.0 mmol) 258 duk Ax} Mo upe} Al x5kt 38 L2410 mg)2.
2A #5353l
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MS (ISP) 641.3 [(M+H)"].

A Ao M28

(RS)-[4-2 22 -5-(clo] & -olu]1e)-2-(3- 4 -3-(3-[5-(H Ertslol =2 -wlgh-2-) Al e)-[1,2,3] E 2o} &~
1-9]-s g} -2 2 5] o Jolul v )-s I | -FHAF tert-2 o] e 2

FA FES [2-oln -4 -F 22 -5-(H o g-olu] =)-Hd | -FH4) tert—H-8 o 2E| Z(H Al o] J9)(310 mg, 1.0
mmol) @ (RS)-3-&4-3-{3-[5-(HEgso|=2-Ted-2-d2 A9 &)-[1,2,3]EF|o}Z-1-d]|-Fd} -T2 31
tert—5-g o 2B 2 (A A o] K5)(402 mg, 1.0 mmol) ZF-E] dut A=} Mol ulg} Al Z3ste ). 3 L8 0 2 A 53519
1530 mg).

MS (ISP) 641.3 [(M+H)"].

2 Ao M29

(RS)-[4-F 22 -5-clueolm-2-(3-%4-3-(3-[3- (A Eelelol = -3 -2 A v &])-o] &AL % -5-91]-7]
) -2 s] 0 dobu] )5 d | -7 tert, -2 F o 2H 2

A4 3 ES (2-otr| -4 -FE 2 -5-tHEoln] - d)- 74 tert. S8 o 2B E(A Ao J1)(143 mg, 0.5
mmol) @ (RS)-3-&4-3-{3-[3-HEgslo| =2 -3 &-2-A A vE)-o] EAlZ-5-U |-H| d}-Z 23] &4} tert.— -
g o 2" 2 (A Ao K12)(201 mg, 0.5 mmol) ZF-E Lk A2} Mol whe} A 235t} 384 20 24 =539 tH530
mg).

MS (ISP) 613.1 [(M+H)"] 2 615 [(M+ 2+ H)*].

2 Aol M30

(RS)-[4-22 2 -2-(3-%4-3-(3-[5-(H Eetstol =g -wgh-2-A Al e)-[1.2.3] Eelo}E-1-9]-sd)} - 2]
Sdolui)-5-3E 2 e-1-9-sd |-FH5h At tert ~F & of e =

¥4 SFES Q-0 u-4-FRZ-5-9Zd-1-d-H )-8} tert. - F-E N 2EHEZ(A A J10) E (RS)-3-F2
-3-{3-[5-(FEgslo| = 2-T&-2-d A e)-[1,2, 3] Edo}ZE-1-4]-H L} -Z 23] 2 tert.-5-8 o 2E|=(H
Alof] K5)Z 55 dnt A xk Mol wpeh Al 23190t} 34 50 2 A 53 tH228 mg).

MS (ISP) 639 [(M+H)"1 % 641 [(M+ 2+ H)"].

A Ao M31

(G-t Elolnw--2-{3-[3-(2-HE-2H-3]&}=£-3-)-HId]-3- A -T2y odolr v} -4-EFZF 0 2= -5
D)-FHEEA tert - F-El o AH E

A4 AELS 2-olre-5-tHEoln =—4-EZF o 2o e - d)-7HAt tert. - F-E o 2H 2 (A A 4] J6)(160
mg, 0.5 mmol) ¥ 3-[3-2-WE-2H-32ZF-3-)-#d |-3-FA-Z 2324} tert.-F-E o 2HE(A Ao K7)(150
mg, 0.5 mmol) 2] dul Ax} Mol whe} Azttt 3 280 2 X $£E5819H90 mg).

MS (ISP) 546.2 [(M+ H)"].

A Ao M32
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(RS)-[4-F 2w -5-t]rglojrmw=-2-(3-{3-[3-wd-4-(HEdslo] = -3 e-2-AFA| v &) - o] £A}Z-5- | -5
d}-3-FA-x ey o dopn|w)-dd |-FFRHA tert. - H-E o] ~E =

EA stES -0l m-4-SF 22 -5-HHEolH = —Jﬂ‘é) 7}%‘}’& tert.- -4 o =H Z(H A 4 Jl) 2 (RS)-3-{3-[3-
e -4-(B Eg}slo] =2 -3 F-2- A S A | ”) - o] HALE —Ad}-3-5A-E 224 tert. - of] 2 H 2 (A A]
o K13)=2 58 &dnt Ak Mol wheh Az vk, vhe 34 E_ZﬂEH 53187 me).

MS (ISN) 626 [(M-H)"] % 628 [(M+2-H)"].

A Ao M33

(RS)-[4-F2w-5-(Alo]| TR e - el -ojn] ) -2-(3-5 4 -3-{3-[5- (EﬂEE‘ré}OFE—ﬂ%—2—%3%/\11?1]%)-
[1.23]EgjotE-1-]|-sd}-F 23] o Jolwu|)-Hd |-FpHAF tert-H-9 o 2FH =

BA SFES [2-oP e-4-F 22 -5-(Alo] FR 2 v g ol ) -7 d | -7}t tert. -5 & A Z~HZ(F A J11)
(156 mg, 0.5 mmol) % (RS) 3-24-3-{3-[6-(HEgslo| =2 - H-2-AS A HE)-[1,2,3]Eo}=E-1-L |-
d}-Z 23] 22 tert.-HE o AH E (A A 4 K5)(250 mg, 0.62 mmol) 25-E] Ak A x} Mol wpe} A zst o) 34 1
A2 FEFATH(215 mg).

ul
=

MS (ISN) 637.1 [(M-H)"] % 639 [(M+2-H)"]; mp 47-49TC.
2 Alof] M34

(-l slolrle=y=(3-[3=(6-cl W Bolr o 9=(1.9 3| = ol ) =eh sl | =g=Sbom 2l @ olwlic) 4= )
220 gue-wd)-FWHk tort, -8 o e 2

¥A SFES C-ohv m-5-THEoln -4-E g ZF e 2 e - d)- 7P tert. - FE ol 2B 2(X Al o] J6)(160
mg, 0.5 mmol) ¥ 3-[3-(5-tugolr|=mE&-[1,2 3] E&o}lE-1-d)-HAd]-3~ Zt —JE-L]%*J tert.—5-€ o A H
Z(AAd K8)(172 mg, 0.5 mmol) ZF-E] duk A=} Mol ute} AlZ&+gch v A d g4 Ed 24 $53519 195 mg).

MS (ISN) 588 [(M-H)"].

A Ao M35

RS)-[4-F 22 -5-t]reloln=-2-(3-{3-[2-HE-5-(HEsto|=m - f-2-UZ AW el)-2H-3] e} £ -3-A | -7
di-3-FA-xwuodon)-dd | -Fut tert. -9 o ~H =

BA4 ES Q-0 e-4-F22-5-yrEolu] = -H d)- 74 tert.-FE o ~E 2 (A A] o] J1)(200 mg, 0.7
mmol) ¥ (RS)-3-{3-[2-WE-5-(H| Eg}slo| =2 -y &#-2-LA AW &)-2H-¥] 2}Z-3-L ]|-H L} -3-S -T2y &
Ab tert.-3-8 ol ~H| E(A A ¢ K14)(290 mg, 0.7 mmol) 2F-E] A vt Ax} Mol wha} A %2319 tt v g2 3 B2 2 A
T 53U TH329 mg).

MS (ISN) 624.0 [(M-H)"] % 626 [(M+2-H)"].

2 Ao M36

{2-[3- (2 Aot -dgd-4-9H-3-&A-F 2y o dolu| - |-5- ZU-1-U-4-EZZF 0 2 &l - d}-F}9HAt
tert.— B A AHE
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FA FES Q-0 =-5-Y 5 d-1-d-4-EgZF o2 d-vd)- 7}%‘& tert.- 8 o~ Z(H A< J12)(173
mg, 0.5 mmol) & 3-(2-Alo}=-T g d-4-2)-3-2 4 -Z 29| 2} tert. -5 E Oﬂ/kEﬂE(/“/\]oﬂ K3)(150 mg, 0.61
mmol) ZF-E dulk Az} Mol whel Azt A n A 2 A F£E5890H140 mg).

MS (ISP) 518 [(M+ H)* 1.

A Ao M37

(RS)-[2-(3-24-3-{3-[6-(H Ed}slo] =m -9 gh-2-A FA|vf|e])-[1.2 3| EgolFT-1-A-Fd}-Tmd e do}u| )
-5-vEed-1-U-4-EEF 0 2 el -sd |-}t tert. - 7Y o AHE

EA 3EES (2-ob = 5—?4 FJ -1-d-4-EgEF 2 g -wd)-7HHt tert.- 58 o 2~H 2(F A4 J12)(173
mg, 0.5 mmol) & (RS)-3- 3-{3-[6-(HEgslo| =z2-a&-2-d5Awd)-[1,2,3] Egjo}E-1-d |- d}-=

234k tert. -39 of 2 H| E(el Aol K5)(250 mg, 0.62 mmol) - At A=} Mol ufe} #| 233t Q@A A 8- 0
24 F53ATH168 mg).

MS (ISP) 673 [(M+H)* 1.

2 Ao M38

(RS)-[5-t]H g otme-4-FFQ & -2-(3-% 4 -3-{3- [5 (HEzsto|=2 -v]gh-2-A A we)-[1.2 3| Eg]o}L-
1-A]-sldi-zwg e dopri)-9d | -T2 tert -8 o A=

¥A4 3EES (2-0 ) =-5- ﬂﬂﬂgo}ﬂl‘; 4-ZF 2 2 -9 d)- 794t tert.-F-E A 2HE(A Ao J13)(269 mg, 1.0
mmol) & (RS)-3-&4-3-{3-[5-(E Egslo| = JJ% 2-A5AHE)-[1,2,3]Ego}Z-1-d |-} -Z 234k
tert.— 58 o 2H| 2 (A A 9 K5)(40l mg, 1.0 mmo) Z 5 Aut Ax} Mol wha} Al =35ttt M v A d Ed2A =5

3t TH417 mg).

MS (ISN) 595 [(M-H)"].

2 Ao M39

G-tedoln - -2-{3-[3-(5-tdoln e wEl-[1. 23| EgolE-1-¢)-dd]-3-FA-T=2H o doln|w }-4-FF
S 2 -d )=t tert. - H9 | ~HE

A4 3gES (2-olr] we-5-tHEoln] -4 -ZF 0 2 -5 d)-FPAt tert.-FE ol AH|E(A A J13)(269 mg, 1.0
mmol) ¥ 3-[3-(5-tuolr| el -[1,2 3]Ego}&-1-U)-dd |-3-FA-Z 2324 tert. - F-E o ~H Z (A A4
K8)(344 mg, 1.0 mmol) ZH-E] &t Az} Mol whe} A Zxstg )l S v A2 224 =559 0H211 mg).

MS (ISN) 538 [(M-H)"].

2 Aol M40

RS)-[5-t]HElojne—-4-FF0 Z-2-(3-F A4 -3-{3-[3-(HEe}ts}ol =g -Fgh-2-A G A &) -] HALL-5-91 | -]
di-Z ey edopn)-sd | -Ipuil tert.—-‘jr% o g =

2-9d)-7H tert.-F-E Al 2B 2 (A Ao J13)(269 mg, 1.0
e -2-d S A M E) - OP—*} -5-d]-9d} -2 23] 24} tert. -4
Quk AxF Mol what Al Zstg ) 3 nAgdd Ed A S5

EA SRHES Q-olre-5-tHEoln -4 -EF Q.
mmol) ¥ (RS)-3-&4-3-{3-[3~ (EﬂEa} Sfol = -
g o A~ 2 (2 A d K12)(401 mg, 1.0 mmol) 25§
(360 mg).
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MS (ISN) 595 [(M-H)"].

A Al M41

RS)-[5-tvdoln) e -2-(3-54-3-{3-[3-(H Ec}eto| m 2 T e -2- A GA v &) - o] HAPE-5-9 | -9} - 2 5]
Sdotr)-4-Eg oo 2 e -dd | -7t} tert. - 59 o AHE

BA 3ES 2-or| w-5-tHd ol -4-E g EF 2 e v d)- 74t tert. - F-E o Z~H (A Al 9 J6)(565
mg, 1.77 mmoD) ¥ (RS)-3-54-3-{3-[3-(A Eetsto] = 2 -9 2h-2- S A W &)-0] AL Z-5-9) |- ) - 2. 9] &
Ab tert. - 58 o ~H Z(AA o] K12)(710 mg, 1.77 mmol) Z5F-E] L ut Ax} Mol wha} Azttt s v 4gd &2 2 A
TS5 ATH721 mg).

MS (ISN) 645 [(M-H)"].

A Ao M42

(RS)-[5-t]HElolne—-4-FF0 2 -2-(3-F A -3-{3-[3-(HEe}ts}ol = -Fgh-2-A G A WE]) -] HAL-5-91 | -]
di-x =y edopuw)-dd ] -7purat tert.—-‘jr% o ~E| 2

¥A 3HtES (2-ob| =-5-tuEolr] = 4 SFe2-dd)-7h4t tert. - 59 o 2E| 2 (A A ¢ J13)(269 mg, 1.0
mmol) % 3- [3 (3-HEd-o]|HALE-5-Y)- -2 A-EZ 224 tert. -5 E o ~E| 2(A A9 K4)(301 mg, 1.0
mmol) 258 YRk A} Mol whe} Al z=ekqle). 4 njAgdd EJ 2 A 5310 tH273 mg).

é
i
|
w

MS (ISP) 497 [(M+ H)* 1.

A Ao M43

(RS)-[4-F 2w -5-tr&ojr=-2-(3-FA4-3-{3-[6-(H Edslo| =Er-v] et-2-A S A v &) -o] HA}E-3-9 | -]
di-z ey edoinw)-sd | -7t tert, -8 o ~H =

A SFGEE (2-0br)w-4-F 225 Do) w3l ) -FAL tert,~ P8 o] 2H| 2(AA 6l J1) B (RS)-3-9 2
3-13-[5-(el = 2haho] =2 -3 -2 S A W &)~ 0] A1 -3~ |-}~ 2 3 &4} tert.~ & o B 2Z(2A] o] K15)
Z0E Q9 A Mol whek Alzskgich, F4) £ 02 $559rH232 me).

MS (ISN) 611.1 [((M-H)"] % 613 [(M+ 2-H)"].

2 Alof] M44

RS)»-[4-222-2-(3-924-3-(3-[5-(dEelslolmr vleh2-A g Alue) [123]Eelo}E-1-]-sd) -z
o Volvle) 5 slele 12l w9 oAt tert 56 o] o=

FA S C-otr -4 -F 22 -5-H g d-1-d-H9) 7Pt tert. -4 o ZHE(H A J14) B (RS)-3-
-3-{3-[5-(HEgsto| m2-9g-2-d S A v e)-[1,2,3] Eg|otE-1-d |-l d} - Z 23] 4] tert. - & Oﬂ*EﬂE(N
Alel Ko) =58 ot daf Mol whe} Alz=ak vk, F4) 3024 #5831 tH257 mg).

MS (ISP) 653.2 [(M+H)"1 2 655 [(M+ 2+ H)*].

A Ao M45

(RS)-[5-t] W & o}v] 1 -2-(3-% 4 -3~ {3~ [5-(d Eclstol =& -5 gh-2- A S A W] &) -0] &AL F-3-9 |-l } - 7 5]
odolnli)4-EeE2 o gule-sd]-F19ht tert - Y& of e =
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FA S (2-ob e-5-yHd ot e —4-E g ZF e 2 - d -3 ) -7t tert. - 52 o AEHE(H A 4] J6) B
(RS)-3-524:-3-{3-[6-(H Eg}slo] =2 -T]gh-2-Ud 5 )—o] EALE-3-A |- d } - 23] 24 tert.-F-© of 2= H|
Z(EA el K15)Z -8 dut Aap Mol| whe} Al 28t 3ivh. 2 &8 502N 4535431 tH224 mg).

é
rum

MS (ISP) 647.2 [(M+H)"].

A Al M46

4-S=2-6-gudojn|w=-2-[3-54-3-(3-v]e}F-1-A -9 d)-T 23] o Joju| = | -3} -F}IAL tert —H-E o] &
H =

A4 3gES (2-olr| w-4-F &2 2-5-t W Eoln = -H d) -7 tert. - F-E o AH Z(A A G J1) & 3-4-3-(3-
JgE-1-d-dd)-Z 20 24 tert.-F-E A 2HEZ(A A9 K16)Z5F-E Adt A2} Mo w2} Al 2330t 92 34 1
A ZA 53R TH135 mg).

MS (ISP) 498 [(M+H)*]1 2 500 [(M+ 2+ H)"]; mp 148-149T.

A Ao M47

{2-[3-C-Alot -y gd-4-)-3-A-I 2y Qdolu| - |-4-ZFF 0 F-5-T E -1 - -H I} -T2} tert. -8
g g AHE

EA stES Q-0 e-4-EF 2 -5- :L]EFJ -1-9-3d)-7HAt tert. -9 ol 2| 2 (A Al 4] J15) B 3-(2-A] o}k
- H-4-)-3-5 -2 222 tert. —F-E o AH| 2 (A A o K)EF-E LRt Aap Mol whe} Al 283l 4

MS (ISP) 468 [(M+ H)*1; mp 231C (dec.).

A Ao M48

(4-ZF 2 7-2-{3-[3-(3-HE-o|&A=-5-)-HI]-3-&A-FT 2y o dolu| -} -5-9 =g d-1- -5 d)-F}I5+Aat
tert.—HE g2

A ES Q- e-4-EF 0 2 -5-Fd-1-d-Hd) -7t tert. -4 o ZH Z(HA] 4] J15) B 3-[3-(3-
e o] HAE-5-A)-Fd ] -3-F A4~ EE«Q%Jtert —Fd ol AH 2 (EA o] KA)ZF-E Ldnk A A} Mol wheh Al z=8k3]
o Bhe A A=A 5Eglv(12

MS (ISP) 468 [(M+H)* ]; mp 186C.

A Al M49

(RS)-[4-ZFF2-2-(3-54-3-{3-[6-(HEeSo| =2 -9 e-2-A AW e)-[1.2 3| Ego}E-1-A]-Hd}-T &
yodoprm)-5-9Fed-1-A-3d | -I}P} tert. -8 o ~H=

| 2tetE S (2o e-4-2F L2 -5-9 Ee|d-1-d-9d)- 7t tert. - A =B Z(AA o J15) B (RS)-3-
3-{3-[5-(H Egtsto| =m-vgh-2-d SA| M d)-[1,2,3] Eg]o}E-1-4 |- ] p-Z 2924k tert.-FE 01]/\Eﬂ
Al K5) 258 &dnk Ak Mol wheh Az ivh. L /lA 4 1A @ A=A 5381300268 mg).

EA
A
(A

MS (ISP) 623 [(M+H)*"].

2 Aol M50
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{5-otAElA-1-A-4-F2Z-2-[3-(2-Ao}=-FT-4-¢H-3-8 4 - 2y ¢ Jolu| = | -7 d } - T} 84} tert. —F-E
o A E

A 8% L%%( —op e -5-ok A H H -1 - -4-F 2 2 -3 9) - 7HAE tert. - E A SHE(F A J16) B 3-(2-A] ok
- d-4-9)-3-F -2 R tert. - 52 o SEE (A A o K3)ZF-E At dAF Mol w2} Alz=sglivt, 4 A
24 —rqo}oﬂﬂr(142 mg).

MS (ISP) 470 [(M+H)" ] 2 472 [(M+ 2+ H)" ]; mp 168T (dec.).

A Ald M51

(RS)-[2-(3-524-3-{3-[5-(H Ee}sfo| = w2 -9 gh-2-A S A| &) -o] BA}F-3-9 |-F I }-Z 2 9] @ o] ) -5-3]
Eed-1-d-4-E =T 0 mrg - d -7t tert. - Y A 2H =

A4 FAEL Q-0 we-5-92FP-1-4-4-EFZF o 2 d-Hd)-71} tert.-F-E o AH (A A 4 J12) 2
(RS)-3-%4-3-{3-[6-(H Eg}slol =2 -] -2-U S A v &) -o]| HALE-3-Y |- M} S22 tert. - € o] |
Z(AA Y K15)ZFH duk A} Mof| whe} Al x=8kqle), 4 250 24 553813 thH522 mg).

MS (ISN) 671.2 [(M-H)"].

A Ao M52

{5—0}11]1:4ﬂ 1-9-2-[3-2-Aolx-FFg-4-a)-3-&r-Z 2y ¢ Yol |-4-EF ZF ¢ 2 & -7 d} -7}k
tert.— 7B A AHE

A 3 ES (2-ole| =-5-olAlEd-1-U-4-EF = gi\ﬂ]a Hd)-7H4t tert. - 58 o ~H 2(AA o J17) E
3-(2-ANolx-1 g H-4-2)-3-L 5 -Z 23] 24} tert. - 58 o 2| 2 (A A o] K3)ZFE] dut Az} M| wpa} A %3519
o} o9re S A 24 58S HH131 mg).

MS (ISP) 470 [(M+H)*]; mp 166-167C.

2 Aol M53

(5-olAEH-1-29-2-{3-[3-(3-WEl-o]| &A= -5-)-HI]-3-ZA-TFu Qo doln W }-4-EZZFQ ZH El ¥
D)-FPEA tert. - B o AH E

5-olAEU-1-U-4-EFZF o 2 e~ Jﬂ‘é) FHAE tert.-FE o AH 2(AA 9 J17) 2
5-)-9d]-3-F -2 23] 24t tert. - 58 o 2EH 2 (P A o] K4)ZH-E Ay A3} Mol w2k
O FX T?O]'Oi 1:]'(218 mg).

A HYEE 2ol
~[3-(3-v & -o] A} -
AEae e g e

MS (ISN) 557.2 [(M-H)"]; mp 83-84C.

A A4 M54

(RS)-[5-0bA Bl Fl-1-91-2-(3-% & -3-({3-[5-(H Ee}sto| =& -sgh-2-9 & Alu]&)-[1.2,3] Ee]o} & -1-91 ] -7 )}
gy odolni)-4-EEE e vl -Ad | -Tht tert. 28 o sH 2

FA eSS (2-op e-5-olAE H-1-d-4-E EFF e 2 g -sd)- 7Pt tert. -2 o SH| E(HA] A J17) R
(RS)-3-54-3-{3-[6-(H Eg}sto| =2 -y g-2-d5A v &)-[1,2, 3] Egot&-1-Ld |-dd} - Z 2 I 23 tert. -7
o 2| E(EA el KE)2H-H ARt dap Mol we} Azt 4 3024 453543 tH450 mg).
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MS (ISN) 657.1 [(M-H)"]; mp 76-77C.

A Al M55

{5- ﬂ“ﬂE‘O}U]J_—Z [3-24-3-(3-¥gE-1-d-HI)-FTag edoin-]|-4-EZT e 2ue-gd} -t
tert.— 78 A AHE

EA4 3g¢ES (2-0}v]=-5-1] “ﬂ%"ﬂ"ﬂ5——4—53%%9—§ﬁ]%—ﬂ]‘é)—7}%’& tert.— %€ A 2~HZ (A A J6)(319
mg, 1.0 mmol) ¥ 3-54-3-3-FZ&E-1-¢4-9d)- 229 24} tert.-F € Oﬂj\EﬂE(N/\] d) K16)(286 mg, 1.0
mmol) 255 LRk A2} Mol wha} Al z=8kqlv). &4 njgdd Ed 24 753130485 mg).

MS (ISN) 530 [(M-H)"].

2 Ao M56

{5-t]H Elo}u] £ x-3-(3-[1.24]Ego}EF-4-d-Fd)-Z2u o dolu - ]-4-EFZTZo Zv el -9 d}-7}
WAl tert. —4-El Oﬂ/\Eﬂ

EA ShehE S 2o m-5-m " olr| 4 -E SR e 2 ' - ) -7hkat tert. ~ - E ol ~EH 2 (2 A <] J6)(383
mg, 1.2 mmol) B 3-%4-3-(3-[1,2,4|Eg]o}E-4-d-dAd)- L2324} o] & o ¥ 2 [CAS-No. 335255-97-5]
(259 mg, 1.0 mmoD) 28] Ank A}k Mel| upef Alz=skivt. 4 A 24 533 th290 mg).

MS (ISP) 533.3 [(M+ H)* ]; mp 58-62C.

A Al M57

{S—BIUﬂE‘O}UlJ_—Z [3-(8-ont}E-1-d-HD)-3-Z A -T2y edoln]-4-EZZTFQ 2 el -y d}-F}HAl
tert.— %78 A AH =

e -5 ) -7 tert. -5 o =B 2(H Al J6) R 6-

4%11 $32e -0l m-5-tudoln e -4-ER) EF QR
12Nl L)RRE S5 A Mol meh A% e, 291704

-olmtE-1-d-vd)-2 2-Hwd-[1,3] 541 -
i%li/ﬂ 58 TH238 mg).

MS (ISP) 432 [(M+ H)* 1.

A A4 M58

RS)-[4-F2=2-5-v]reoln=-2-(3-54-3-{3-[4-(HEZso|=m - g-2-A A fe)-vE-1-A]|-Fd}
-2 23 o Jopr ) -Hd | -7 tert.— -8 o ~H 2

A 3HgES -0l w-4-F 2 2 -5-tiyEolr| =-Hd) -7 AL tert. - FE o 2E| 2 (A Ao J1)(429 mg, 1.5
mmol) ¥ (RS)-3-F4-3-{3-[4-(B|Eglsto| =2 -y #-2-d3 A v ed)-y & Z-1-d]-dd } -Z 23] 24} tert.-
o ~H| 2 (A Ao K17)(601 mg, 1.5 mmol) Z5-E] & rt dAx} Mol upa} A %3ttt 341 H] A EA 2 A qu}oﬂq
(710 mg).

MS (ISN) 610 [(M-H)"] % 612 [(M+2-H)"].

A Ao M59

(RS)-[5-t]H "o} =-2-(3-5 4 -3-{3-[4-(H Ed}eto| =2 -dgt-2-A S A HED)-v]e}F-1-H]|-Hd}-T=d
dotr)-4-EeZF 0 2H 8l -vd |-tk tert. -7 Y o] 2H =
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BA4 3ES 2-olr] e-5-tuEolr| =-4-EZZF Q2 2 e -Hd)- 74t tert. - FE o ~EI 2 (A A4 J6)(479
mg, 1. 5mmol) 2 (RS)-3-24-3-{3-[4-(H Eg}slo| 2 -v&-2-I LA H &) - -L]fj/} -1-d]-Hd -z 2524k
tert.—5-g o ~H Z (A A 4 K17)(601 mg, 1.5 mmol) 255 L&t dx} Mol upe} Al %3tk 254 njd 2 27 A
T5319tH641 mg).

MS (ISN) 644 [(M-H)"].

2 Ale] M60
(RS)-[5-t]H gl ojn] =-2-(3-{3-[3-m| & -4-(H Ee}elo] =& - ,qa} 2-A S A HED)-o] A -5-A |-Hd}-3- 4
—rEgedoiny)-4-EgEF o 2 vel-dd | -FtH it tert.— & o ~H =

A 3 ES (2-obr| w-5-tuEolr -4 -E g ZFQ 2 W e -5 )7}t tert. - FE A AHE(A A4 J6) E (RS)
-3-{3-[3-"e-4-(B Eg}slo| =2 -] &-2-A FA| &) -0 HAL L -5-Y |- } -3-F A -Z 23] 22} tert.-F-E o
2HE (A A A K13) 25 Ak A} Mol whe} 2| 23kt A2 0 U 2 A 539 tH424 mg).

MS (ISN) 626 [(M-H)"].

2 Ao M61

RS-[5-t]H &lojn =—-2-(3-54-3-{3-[4-(HEg}slo| =2 -TF-2-A S A|w &) -o] &A= -3-A |- I} -~ = 5]
edoire)-4-E ST 0 mr gl - d | -7t tert. - Y | AHE

A 3 ES (2-otv] m-5-t ol = —4-E g ZF Q0 2| g -3 d)-7}HA tert. -8 o 2H E(A A4 J6) Z (RS)
-3-%4-3-{3-[4-(H Eg}to| =2 -T H-2-A S A m &) -o] AL -3-A |- I} - 23] 24} tert. - F-E o 28| 2 (4
Aldl K18)Z 38 duk A xp Mol whe} Al 238 o), ¥ 34 1A 24 ‘I‘?O]'Oi‘:]'(145 mg).

MS (ISP) 647 [(M+H)* 1.

A Ao M62

(RS)=(5-t]vgopr=-2-{3-[3-2-H el dad-olutp}E-1-)-dd]|-3-SAh-Tr ool }-4-EFTFQ
2 g-sd) -7t tert. -9 | AHE

FA4 3FES (2-otn w-5-tHEoln -4 -E g ZF 0 2 e - d)- 7Pt tert. -8 dléﬂlé(e‘ﬁl o J6)(319
mg, 1.0 mmol) ¥ 3-[3-C2-HEdad-olntZ-1-d)-Hd]-3-2 4L -Z 2394} tert.-F-4& o 2~EH Z[CAS-No.
335256-01-4]1(432 mg, 1.3 mmoD) Z5-E Lk A x} Mol wha} A e} vh. uhe A v A 4 %QEH =359 0H(493
mg).

MS (ISP) 333.2 [(M+ H)"].

2 Aol M63

(RS)-[5-t]Hgotm=-2-(3-{3-[2-H|F-4-(H Edslo] = -9 et-2-A S A v E))-2H-9] &} =-3- |-} -3-%
a-Teydoinin)-4-Eg|F o 2 el -vd |-k tert.~H-E o ~EH 2

BA SFES Qoo =-5-tHdoln =-4-Eg ZEF e 2 e - d) -7}t tert. - F-E of| 2B 2(H Ao J6) E (RS)
—3—{3—[2—uﬂ%—4—(EﬂEa}6}olEE—EJ% E‘%Al He)-2H-9 g &-3-d |-9d} -3- A -Z 23] 22} tert.-
A2 Z2(AA K19Z5E ddt A=} Mo whal A z3keit), wre A A 24 553519 tH576 me).

MS (ISN) 658 [(M-H)"].
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A Ao M64

4-F=22-5-trEoln=-2-[3-84-3-3-[1.24]|Ego}E-1-d-dd)-x 25 e Jolu| = |- d } -FIgHA} tert.—
2HE o ~HE

FA SRS 2-obve-4-F 22 -5-vHEobr - ) -FhHt tert. - E ol 2 2(H A A J1) R 3-54-3-(3-
[1,2,4]1E80}E-1-L-3d)-Z 23] 24} tert. - o 28] 2[CAS-No. 335255-88-4 ] 258 I+ A=} Mol| w2} A
zakolch B2 4 LA A F53H0TH427 me).

MS (ISN) 497 [(M-H)"] % 499 [(M+2-F)"].

2 Ao M65

{5-tHgolu] - -2-[3-2~-3-(3-[1.24]Ego}l=Z-1-d-HD)-Z 2y o dolu|-]-4-EZZF o 2 El-Hd}-7}
HhAt tert. —H-E o ~EH 2

FEA shehE S (2-ohv = —5—51131]%0}“15—4—5174%?—3@115‘ Ad)-7Hit tert.— & A AE| 2 (A Ao J6) B 3-
2-3-(3-[1,2, 41 EgotE-1-d-ad)-Z 23] 24} tert.- & o] =28 Z[CAS-No. 335255-88-4] 2 H-E] Ayt Z4x}M
off whep A=kl e A LA =M 582502 mg).

MS (ISN) 531 [(M-H)"].

2 Ao M66

{2-[3-B-Ao}=-Hd)-3-8A -T2 o dolu| = |-5-T]HEoln|=-4-EZL 0 2 e -#Hd} It tert. ~F-E
o AHE

TA FFES (2-ohn| w-5-t]Hdoln x-4-E g ZF ¢ 2 e -7 d)- 712k tert. -5 o] Z~H 2 (A Al ¢ J6)(320
mg, 1.0 mmol) ¥ 3-(2,2-tW¥-6-54-6H-[1,3]1t]=41-4-A)-MZYEH(H Ao L1)(275 mg, 1.2 mmol) Z5F-F
Ak A=} Mol wpe} A 23T A A L d2A 5890196 mg).

MS (ISN) 489.1 [(M-H)"].

A Ao M67

(RS)-[6-(Ate]F Rz mAvd-w g -ofu|)-2-(3-F A -3-{3-[6-(H| Eg}slo] == -y gt

A E)-[1.23]1E
gofL-1-d]-dd}-Zwvodotnr)-4-E T L0 R u e -Hd|-FPHAF tert-H-9 Oﬂ ﬂE

FA] st=S [2-otre-5-(Mtol 2R X v - e -oln n)-4-E g EF e 2v|d -3 d |- 7P tert - o &
HZ (A A4 J18)(719 mg, 2.0 mmol) % (RS) 3-24-3-{3-[6-(HEgslo| =2 -0 &-2-d3A v e)-[1,2,3]EY
olL-1-d |- d -2 2924k tert.-F-E o 2B Z(A Al o] K5)(803 mg, 2.0 mmol) ZF-E LWk A3} Mol upg} A 23}
Ak A A Ed 2= 58 THI85 my).

MS (ISP) 687 [(M+H)* 1.

2 Ao M68

[2-[3-(2-A]o}e-d]e]d-4-91)-3-5 4

2 a2y Qdolu i |-5-(Xo]|FE XA E-HEg-olux)-4-EFZTZ 0 F
HE - d -7t tert.-EE A H 2
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BA S ES [2-otve-5-(Kle| E2 2 d W e -vwE-olun)-4-Eg TR 2vE-dd]- 7}‘%“1} tert.— 5 o ~
HZ(2 A ¢ J18)(180 mg, 0.5 mmol) & 3-(2-Alol=-g g U -4-U)-3-& A -Z 23] A tert. - 58 o 2] E(/“ Al
K3)(123 mg, 0.5 mmol) ZF-€] dut A x} Mol wpe} Al z=std . A4 v gdd Ed 24 533 tH206 mg).

MS (ISP) 532 [(M+ H)* 1.

2 Al e M69
RS)-{5-tHgolm --2-[3-24-3-(3-{2-[2- (EﬂEE‘ro}°1E_E_ JA-2-d& A - E | -2H- & =Z-3-d}-H d)-
zeaodoln]-4-EZZ 0 Z el -} It tert 58 o AHE
BA 33 ES (2-opn| w=-5-tHEoln] -4 -E g ZFQ 2 -8 - d) -7} tert. - 58 o ~E| 2 (A A 9] J6)(639

mg, 2.0 mmol) ¥ (RS)-3-F4-3-(3-{2-[2-(H EgsIo] E2-F &-2-A S A]) - & |-2H-T| 2} Z&-3-L } - d)-Z
4%{} tert.—5-g o 2H 2 (A A ¢ K20)(829 mg, 2.0 mmol) &5 dut A2} Mol whe} A %38k £ v 44
AZA 55 TH272 mg).

MS (ISN) 658 [((M-H)"].

21 Aol M70

[2-[3-(2-Alot-TE|Hd-4-9)-3-&A-ZF o doln - |-S-(Ko|FR =g -wE-oju)-4-E T L0 2 d
—sd | -7FeHAt tert.—1E o ~H 2

¥A S ES [2-ot] =-5-(Ale| E2 X2 F v e -o}n| )4~ EE]% eEdE-dd] 7]"?:“3 tert.—5-E o ~H =
(A4 J19(259 mg, 0.75 mmol) E 3-(2-Alotx=-d g d-4-Y)-3-2 4 -T2 4] 22 tert.-F & Oﬂ/kEﬂE(/“/\] d K3)
(192 mg, 0.78 mmol) Z 55 vt A=} Mol whe} #| Z235F ). 34 .T_'Zﬂ A FEFYGTH228 mg).

MS (ISN) 516.2 [(M-H)"]; mp 114-116C.

A A M71

{2-fdEoln -2 -ZFQ 2 -5-[3-24%4-3-(3-[1.2 3] Edgo}E-1-¢d-HD-Tag edolr|]-vHAId-4-A} -7}
HhAt tert. —H-E o ~EH 2

YA FES (5-o| w-2-U o} v -2'-Z 2 0 2 -H|Fd-4-2)- 7}%}& tert— gl o] 28| 2 (A A4 J20)(691
mg, 2.0 mmol) ¥ 2 2-tHEg-6-(3-[1,2,3]Eg]o}&-1-9-7d)-[1,3] ] =21 -4- %(*Woﬂ 14)(543 mg, 2.0
mmol) 255 LRk A2} Mol we} Al z=8kql ). &4 3| 24 =531 tH820 mg)
Mp 125-135C.

2 Ao M72

[3-4-3-(3-{56-[2-(H Edsle| = -v]et-2-ASA)-o &l |-[1.2 3| Efo}E-1-AU} -
4- El;-%?— 2 e -g g IRt tert - Y o] AE| =

(RS)-{5-C] W & o}r] -
s 2 5] @ Jopr] |-

EZFo 2-vwE-ud)-7IAt tert. - 58 o 2| E(A A 4 J6) 2
g-2-dL - &d]-[1,2,3]Ego}E-1-U}-dd)-Z 2924t
Azk Mell wpe}t A28kt B2 A A QA2 A 5 TH527 mg).

TA FES (2-o| =-5-t]H g o}r] = —4 -
(RS)-3-24-3-(3-{5-[2-(H Eg}slo| =& -
tert.—5-& o ~H| E(A A o] K21) 25 Uik

fus

MS (ISP) 577 [(M+ H)* 1.
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A Ao M73

(RS)-[5-t]H "o} =-2-(3-5 4 -3-{3-[6-(HEg}sto| =z -dgt-2-A S A mED)-v]e}F-1-H]|-Hd}-T=d
dopro)-4-Ee|EF e mvd-dd|-ItWAF tert. -8 o ~H =

A Heha S 2-otv =-5-vHdotr| = —4-EEF o 2w " -3 d) -7 tert. - E o 2H| 2 (H A< J6) B

(RS)-3-224-3-{3-[6-(HEgtslo] =2 -y #-2-d A v &) -y &} £-1-L |-H I} - Z 23] A} o ] of| 28| 2 (A A]
o K22)Z X E duk Az} Mol whel A28+l th 22 9 A2 A 55389 tH179 mg).

MS (ISP) 646 [(M+H)"].

2 Aol M74

{5-tHgolu] - -2-[3-24~-3-(3-[1.2 3] Ego}lZ-1-d-Hd)-ZT 2y o dolu|-]-4-EZZF o 2 El-Hd}-7}
B} tert.—H-E o AH E

XA 3ES (2-ole| =-5-tHgoln = -4-EYZF o 2 -HE-Hd)-7}4) tert.- 59 o ~H 2 (A A4 J6)(639
mg, 2.0 mmol) ¥ 2 2-tJHiE-6-(3-[1,2,3]Edo}&-1-9-#d)-[1,3]t] =21 -4- i(*uloﬂ 1L4)(543 mg, 2.0
mmol) &2 F-E duk A3} Mol wpe} Azt A aA 24 538 tH915 mg).

MS (ISP) 533.3 [(M+ )" ]; mp 79-81C.

2 Ao M75

[2—[3—(2—/\10}i—-‘7]31"4 —4-9)-3-& -2 9ol ]-5-(222-EFZTZQ R -0 EAN-4-EFZTF 0 FuEl-
Hd -7 tert. - HE o ~H 2

FA =S [2-01]=-5-(2,2,2-Eg EF 2 20| EA))-4-E7 é?iiﬂﬂg A -7k tert. - 59 o 2H| 2 (A
Alel] J21) B 3-(2-A]o} -3 B Y -4-U)-3-F A -Z 23] 24} tert.-FE o AHE(AA] A KI)ZFE dut
2 A28}l v 4 A 2 A T%ﬁ}ii‘:‘r(%Z mg).

MS (ISN) 545.0 [(M-H)"]; mp 158 (dec.).

A Ao M76

[2-[3-(3-A]o}e-3d)-3-F -T2 9] o Joju| | -4-t]wHojr] = -5-m &l -3 d } - FFHHAF tert-H9 o] ~F| =

BA 3FES (2-0fv -
W 3-(3- AMJ_—JM) 3-
upe} A zsk i), v 24

S5-tdeoln] -4~ Uﬂg jﬂ‘é)—ﬂ"?}’?} tert—45-8l o ~E| Z (A A4 J22)(300 mg, 1.0 mmol)
SAh-Z 25024k tert-F-E | ~HZ(H A ¢ K2)(245 mg, 1.0 mmol) ZF-E dxt A=} Mol
Al L8 0 7 A T?O]'MD]'(ZESO mg, 57%).

MS (ISP) 437.4 [(M+H)"].

A Al M77

(RS)-[5-t]H "ot -4 -m g -2-(3-5 4 -3-{3-[6-(H Ed}sto| =2 -dgh-2-A A wE)-[1.2 3| Eg]o}E-1-9]
-} -2 29 o Jopr ) -H d | -FHHAY tert-FE o ~H =
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A 3ES (2-otn) = -5-tH " oln] -4 - E - ) -F}A tert-F-E o] 2~ H)| E’(’“ Al J22)(265 mg, 1.0 mmol)
2 (RS)-3-F4-3-{3-[6-(FEgslo| =2 - &-2-d A H&e)-[1,2,3] EE]O} A]-dd}-Z 2924 tert-5F-
g of =8 2 (2 Ao K5)(402 mg, 1.0 mmoD) &4 Ak A=k Mol upe} A 25kl c). %“ﬁ THorA F583TH420
mg, 71%).

MS (ISP) 593.5 [(M+ H)"].

2 Ao M78

{5-Ajobe—2-[3-B-Alobe-3d)-3-F - w v e Jojr] e |4 -t] v opr] e -3 d } TP tert -8 o 2H =

BA 3 ES (2-ob] m—4-A ol -5-tH e olu] - H d ) - 75k tert-F-E o ~EH 2 (A Al o J23)(276 mg, 1.0
mmol) ¥ 3-(3-Alof-Hd)-3-F - Z 23] 24 tert-F- & o] 2H 2 (Al o] K2)(245 mg, 1.0 mmoD) Z5-E Iyt &
2} Mol whet Al 28 th 2 280 2 A 553519 TH290 mg, 65%).

MS (ISP) 448.3 [(M+ H)"].

A Ao M79

[2-[3-(3=-Aote-Hd)-3-F -T2 9] o doju| e |-5-wE-4-(HE -T2 A -ojr] )3 d | -FPWHAF tert-H-& o]~

HE=

EA FES [2-otnm—-4-HE-5-(HE-ZZF -0} )- ﬂ]‘é]‘ﬂ‘%’d’ tert-5-¢ o 2EH 2 (A Ao J24)(293 mg,
1.0 mmol) 2 3-(3-A]o}x= ]%)—3—%&—2&-4&*} tert—-5-8 o A 2 (A A9 K2)(245 mg, 1.0 mmol) 25-E gtk
A} Mol wpgh Azt v 2 2 dB2 A 5 }035}(170 mg, 37%).

MS (ISP) 463.3 [(M-H)"].

A A4 M8O

(RS)-[4-] & -5-(v] &~ 2 8 -olu] o) -2-(3- % -3~ (3~ [5-(Al Eckelol E s g-2-¢) S Al w]&))-[1,2.3] E 2o
Sl s} weslo ol sd | At e e o e

A SRHES [2-otv e-4-wE-5-(E-Z 2 I -o}n| o)-Fd | -TPEA tert-HF-© o] 2 H 2 (A Ao J24)(293 mg,
1.0 mmol) 2 (RS)-3-&4-3-{3-[5-(HEgso|=2-d#@-2-d A HE)-[1,2 3] ETo}ZE-1-d|-Hd}-Z 2]
2%k tert—-F-8 o 2HZ(H Ao K5)(402 mg, 1.0 mmo) 258 Iyt Ax}p Mol wpe} A 23190t 32 X502 A 55
3+ tH350 mg, 56%).

MS (ISP) 621.2 [(M+H)"].

2 Aol M81

RS)-[5=( - -o}n]1e)-4-m| & -2-(3-% A -3-{3-[5-(H Ee}stol = 2 -F gh-2-A GAWeD)-[1.2. 3| Eg]o}=
—1-d]-ddi-zmy e dopr o) -dd | -7} tert =& o ~H =

¥A SFES [2-oF] =-5-(E-mE -0l ) -4-w & -5 d | -7t tert-F-E ol ~H 2 (A Al 4] ]25)(279 mg, 1.0
mmol) B (RS)-3-&4-3-{3-[6-(HEgsto]| =2 -0 eh-2-A S A e)-[1,2 3] Egjo}Z-1-d]|-Hd}-Z 23] 24}
tert—5F-8 o 2HZ(H Al K5)(402 mg, 1.0 mmol) 258 At Az} Mol upg} A28}t A X024 $5319]
(400 mg, 66%).

MS (ISP) 607.1 [(M+H)"].
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A Ao M82

(RS)-[4-Aoh o5t ool sep- (3% &bo (3 5-(e Eelafol = ol gh-2- 9 A e[ 123 = clob 1
9 -s]d} - 29 0 ohn] )5 | -HIHAY tert-d o] ~e] 2

A P ES (2-obv e-4-Alote-5-t o} r] -5 ) -7 tert-F- & of| 22 (A Al o] J23)(276 mg, 1.0
mmol) @ (RS)-3-24-3-{3-[6-(HEgslo|=2-d&-2-d LA v e)-[1,2,3]Eg]o}ZH-1-L -9 I} -2 23] 24t
tert-5F-49 o ~E| 2 (A A ¢ K5)(402 mg, 1.0 mmol) 255 Ak A=} Mo upe} A| 23t} v 4 X 5024 =5
3+ TH360 mg, 59%).

MS (ISP) 602.1 [(M-H)"].

2 Aol M83

(RS)-[4-F2Z-5-(o]Ax = -Hgl-ojn+)-2-(3-F 4 -3~ {3 [5 (EHlEgtstol ez -a-2-A A e)-[1.2.3]
EgjotE-1-d]-dd}-Zmg e dojuw)-#d | -7t tert-H-9 o =H =

BA SFES [2-ol] m-4-F 22 -5-(0] A Z 2 - gl -olu| )-d|d | -TPAF tert-F-E o] 2B Z (A A] 4] 126)(300
mg, 0.96 mmol) B (RS)-3-524-3-{3-[6-(HEg}sto| =2 -d g-2-Ld A me)-[1,2, 3] Eg]o}E-1-¢ |- d}-=
2324 tert—H-9 o AH Z (A A9 K5)(383 mg, 0.96 mmol) Z5-E] dxl Ax} Mol whe} A %5t 8he 3k o ez
Al 53819 tH530 mg, 86%).

MS (ISP) 639.2 [(M-H)"].

A A1 M84

[4-w&-2-{3-[3-3-HE-o]£AL=Z-5-¢D)-Fd|-3-FA-Twugodoln}-b-(He-Ta 3 -ofnv)-#Hd |-}

A tert=-E o ~H| =

FA Sk S [2-opv] m-4-r e -5-(ME -2 2 -obv] ) -3 d |- 7Pt tert— e ol ~H 2 (H A ¢ J24)(293 mg,
1.0 mmol) & 3-[3-(3-wE -] HAE-5-)-3d |-3-F -2 =325} tert-H-4 o] 2E| 2(2 Al o] K4)(301 mg, 1.0
mmol) 258 Ank A} Mol upef Al 2k ik, vhe A Ly 0B 5519 D}(340 mg, 65%).

MS (ISP) 519.3 [(M-H)"].

2 Ao M85

(4- A]o} —5-tdEotn = -2-{3-[3-(3-HE-o]£A=Z-5-)-HI|-3-&A-ZTFu Q Holu| - 1-1-5d)-F}4HAk
tert-52E o ~HE

FA shehEs (2-obvm-d-Alobe-5-t [ opr] k- ) -7FHA) tert-F-E ol 2H| 2 (A A o] J23)(276 mg, 1.0
mmol) % 3-[3-(3-m & -] HAIE-5-)-Hd |-3-F -2 23] 24} tert- l?*% ol =8| 2 (A A< K4)(301 mg, 1.0
mmol) =58 Iuk A3} Mol whe} Al x5}l o} B “—11 ¥ o wAM #5380 TH320 mg, 64%).

MS (ISP) 504.3 [(M+ H)"].

A A1 M86

(5—(0115‘ e -oln)-4-wE-2-{3-[3-HE -] HEAEZ-5-D)-HH[|-3-F4-FT 23] @ Joln| -} - D) -}k
tert-2El o ~H 2
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E_

BA S ES [2-o] =-5-(l - -o}r] =) -4 - D - d | T} tert-F-E o ~H E (A Al 4] J25)(279 mg, 1.0
mmol) ¥ 3-[3-(3-HE-0]&AZ-5-U)-Hd |-3-Z AL -Z 23 24} tert—-F-€& Oﬂj\EﬂE(N/\] o K4)(301 mg, 1.0
mmol) ZF-E dul Az} Mol whe} 5819 ch 4M 280 2 =539 H390 mg, 77%).

MS (ISP) 505.3 [(M-H)"].

A Ao M87

G-t gotrv-—4-HE-2-{3-[3-(3-WE-o]| &£AZ-5-)-Hd|-3-Z A -T2 F e dolu -} - I)-F}eHA} tert—
He o ~HE

XA 31EES (2-olv e-5-tdEolu] -4 -H & - D) -T}gHA) tert-F-E A 2HE (A Ao J22)(265 mg, 1.0 mmol)
2 3-[3-(3-HE-0)|HEAEZ-5-Y)-HHd |-3-FA-Z 23] 24 tert-F-2 | =~E| 2 (2 Al ¢ K4)(301 mg, 1.0 mmol) =
BE duk A Mol wha) A 23 244 L0 72 =539 TtH330 mg, 67%).

MS (ISP) 491.3 [(M-H)"].

2 Ao M88

RS)-[4-F 2 &2 -5-(c] AT E g -0} »)-2-(3-5 4 -3 {3 [ —(HEdgsto|lcw -9 gh-2-AF A e)-[1.2.3]|E
gopE-1-d]-dld}-x 2o doinw)-dd |-tk tert-F9 X H =

BA 3 ES [2-otnm-4-F 22 -5-(o] AFE-m e -o}r] ) - d ] - TP tert—F-E o 2 EH 2 (A A] 4 J27)(328
mg, 1.0 mmol) & (RS) 3-24-3-{3-[6-(HEg}slo| =2 -0 #-2-L AW E)-[1,2,3]Edo}FH-1-<]-Hd}-=
2324 tert—-H-8 d AH E(A A9 K5)(401 mg, 1.0 mmol) 258 &t A=z} Mol whel A Zxslg o). 8 4 E%E
2A 539 tH3E30 mg, 50%).

MS (ISP) 655.1 [(M+ H)"].

A A4 M89

4-2z2z2-5-(o|are-vE-oln)-2-{3-[3-(3-HE o] EALZ-5-)-HJ|-3-F - -T2y e Jolm -} ¥ d)-
FEEAt tert-H-E o ~H 2

FA 3 ES [2-oln-4-F 22 -5-(0] AFE-wd-oln| )-wd | -7}t tert -8 o 2 H| 2 (A A o J27)(328
mg, 1.0 mmol) & 3-[3-(3-HE-0]HAE-5-¢)-Hd]-3-24-Z 23 2 tert—-F- & o] 2E| 2(A A] o] K4)(301
mg, 1.0 mmol) Z5-& &yt Az} Mol whe} A Zxstg )l 8he A £8- 0 2 X 53 H360 mg, 65%).

MS (ISP) 555.1 [(M+ H)"].

21 Aol MO0

(RS)-[4-Ao}e-2-(3-24-3-{3-[5-(HEdslo|=m -y e-2-U A vE)-[1.2 3| E]o}E-1- |- d} - 2 3]
Qdopnw)-5-vFZed-1-A-Fd |-FHHAF tert-H-9 ol ~H =

¥4 BFES (2-0tv -4 -Alo} e -5-3] Z & WU -1-L - d)-7IH} tert-F-E o] 2B 2 (X A o] J28)(302 mg, 1.0
mmol) E (RS)-3-524-3-{3-[6-(HEgsto| =2 -3 eh-2-d A e)-[1,2, 3] Eglo}E-1-d]-9d}-Z =23 2}
tert—5F-8 o 2HZ (A A ] K5)(401 mg, 1.0 mmol) 25 A Az} Mol wpe} A 238k BF2 S Al A 20 2 A
F539tH380 mg, 60%).

MS (ISP) 630.1 [(M+H)"].
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A Ale M91

(4- MO}L—Z {3-[3-(3-H&-0o] &EALZ-5-2)-FJd]|-3-2A-ZZu 9 dolu| -} -5-F Zd-1-¢ -7 d)-F}2k
tert-2El o ~H 2

FA FFES (2-ohv -4 -A o} -5-T ZF T -1-d-Hd) -7t tert—lﬂr% ol ~E 2 (A A ¢ J28)(302 mg, 1.0
mmol) @ 3-[3-(3-HE-o]&ALZE-5-Y)- Jﬂ‘é]— -2 A-Z 2924 tert-F-E o ~H 2 (2 Ao K4)(301 mg, 1.0
mmol) ZF-E &t A=} Mol whe} A Zst ). e A ¥8-0 2 =539 vH420 mg, 79%).

MS (ISP) 530.2 [(M+ H)"].

A Ao M92

RS)-[4-Ao}e-5-(HE -~ 2ol )-2-(3-5 4 -3 {3 [5 ElEgtsto|l ez - d-2-A LA e)-[1.2 3| E¢]
0}%5——1—%11—311%}—2342%0}131&) A d | -FHeAt tert—HE o ~H 2

¥A 3}EES [2-ol m-4-Alole-5-(HE-Z 2 F -o}lu] o)-H| d | -7} tert-F-E o 2H 2 (A Al o J29)(304 mg,
1.0 mmol) 2 (RS) 3-52-3-{3-[6-(HEZs | =2~ e-2-d A WE)-[1,2,3]EgJo}Z-1-d]-sd} -2 =1

22 tert-5-8 of| 2 H| Z(A A o] K5)(401 mg, 1.0 mmol) Z5-E duk Az} Mol whe} A 23} ) ve A ¥& o 2 A
F5319 D}(44o mg, 70%).

MS (ISP) 630.1 [(M+ H)"].

A Ao M93

[4-Aol-2-{3-[3-(3-HE-o]&Al=Z-5-)-HI]|-3-S,--FTaF ool }-5-(HE-T2H-oln)-Hd |-
FHEA) tert-H-9 o ~EHE

EA 3gES [2-0lu| m-4-A o} -5 (€ - 2 T - o}ﬂu) A9 -7 tert-3-8 o 28] Z (A A ¢ 129)(304 mg,
1.0 mmol) @ 3-[3-(3-W&-0] &AL ZE-5-2)-Hd |-3- A~ 23] 22} tert-HF-€ d]*E%]E(*‘A]cﬂ] K4)(301 mg, 1.0
mmol) 258 ARk Ax} Mol whe} A 28}¢l o). v 24 E"Ei/ﬂ FE53ATH370 mg, 70%).

MS (ISP) 532.3 [(M+ H)"].

2 Alof] M94

(4—/\10}L —5-togotn = -2-{3-[3-(3-HE-o] &A= -5-)-HI|-3-A-FT 73 @ ol -} -5 d)-F}4kAL
tert—4%-El A AHE

XA 3ES (2-oFu| -4 -A| o} =-5-T] o] D o} 1] 1= - ] -7} Ak tert- Oﬂj\Eﬂ Z(A A4 J30)(304 mg, 1.0
mmol) & 3-[3-(3-HE-o|&EALE-5-4)-Hd]-3-= EE-L]%/‘} tert 2 o] ~e| 2 (A A ¢ K4)(301 mg, 1.0
mmol) 258 dul A=} Mol what A =5tg o) v “—ﬂ X0 2 5319 tH360 mg, 68%).

MS (ISP) 530.2 [(M+ H)"].

2 Ao M95

(4-Aot=-5-(o] AT 2 e -oln)-2-{3-[3-(3-HE -o]LA=£-5-M)-HI]-3- 4 -T2y o Joln =} -5
D-FHEEAF tert-HEl o AH 2
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BA S ES [2-0] -4 -A] o} e -5-(o] A 2 —vE -olu| 1) -F| d | -7} tert-5-E o 2| 2 (2 A o] J31)(304
mg, 1.0 mmol) ¥ 3-[3-(3-HE-o] &AL =- 5 A)-Ad]-3-L2-Z 23] 24 tert-5-8 o ~H 2 (A A4 K4)(301
mg, 1.0 mmoD) ZF-F dut A2} Mol whg} Al ZsR ), v 24 -2 02X #5315 tH380 mg, 71%).

MS (ISP) 530.2 [(M-H)"].

A A4 M96

(RS)-[4-Alol=-b-(o] A 2T - & -o}r]| ) -2-(3-5 4 -3~ {3 [5 —~(HEgstol=w -9 gh-2-A S A E)-[1.2.3]
EgjolE-1-d]-dd}-x=g e dojuw)-sd | -7t tert-F-9 o 2H =

FA SIRHES [2-otH| m-4-Alot -5 (o] Ax 2 E -w|F -o}u| 1)-F d [ -7 tert -5/ of] 2 H 2 (Aol J31)(304
mg, 1.0 mmol) @ (RS)-3-&4-3-{3-[5-(HEg}slo| =2 -u&-2-L2AWE)-[1,2, 3] Edo}EH-1-<]-Hd}-=

23] &4 tert—H-8 | AH E(A A 9 K5)(401 mg, 1.0 mmol) EF-E] Aut Ax} Mol whe} A %38}, A T80 24
TE5319 1460 mg, 73%).

MS (ISP) 630.1 [(M-H)"].

2 Ao M97

(4=Alopre-5-(o] A E -l -o}n] ) -2-{3-[3-(3-m| & —o] £A}FZ-5-oD) -3 d | -3-F -T2 9] o dolu| e} -F ) -
ZHAt tert=7E o AH =

BA 3ES [2-0P] -4 -A]o} e -5-(o] AF-E - e -o}u] ) - d | -7}t tert-F-E o ~H 2 (A Al 4] J32)(318
mg, 1.0 mmol) & 3-[3-(3-HE-0]HAZE-5-4)-Hd]-3- 4 -Z 2| 2 tert—F- & o] 28| (A A] o] K4)(301
mg, 1.0 mmol) 255 4k Az} Mol upa} A Z&gch e 2 80 24 25359400 mg, 73%).

rlo

MS (ISP) 544.3 [(M-H)"].

A A4 M98

(RS)-[4-Ao} e -5-(o] AR E -m &l -oju]+)-2-(3-& A -3-{3-[5-(H Eg}slol =& -T gh-2-A AW ED)-[1.2 3| E
gotL-1-d]-dd}-Zw e dopre)-dd | -7} tert-=F-E o ~H =

EA 3ES [2-0fn] -4 -A] o} e —-5-(o] AK-E -1 g -o}n] 1) -3 d ] FFakAk tert— 5 o ~H E (A Al ¢ J32)(318
mg, 1.0 mmol) ¥ (RS)-3-F4-3-{3-[5-(E|Eg}sto| =2 -y #-2-d-A)vd)-[1, 23]‘5?/]0]'}“—1 d]-HAd}r->
2324 tert-5F-E o ~H 2 (A Al ¢ K5)(401 mg, 1.0 mmol) 25§ 2 H& Az} Mol| upg} A Z3FA T}, A L8 0 7 A
TE5319 470 mg, 73%).

MS (ISP) 644.2 [((M-H)"].

2 Ao M99

(4- /\10}4 2-{3-[3-(3-HEl-o] &A= -5-o) - ]-3-2 A g7y o dolu| -} -5-Fy e d-1-d -7 d)-F}43t
tert-SE o ~HE2

BA4 ES (2-olr] e-4-A ol -5-T H 2 d-1-d - D) -7 tert-F-E Al 2B 2 (A Ao J33)(316 mg, 1.0
mmol) B 3-[3-(3-HE-o]|&EAE-5-)-Hd ]-3-2 A -T2 U] 24} tert-5F-€ o] 28| 2 (A A ¢ K4)(301 mg, 1.0
mmol) ZF-E &t A=} Mol wha} A Z s} T} 1-8— ZbA L8 o 7 A £ELGTH420 mg, 77%).

MS (ISP) 544.2 [(M+H)"].
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A Al M100

(4-2z7-5-ol AW Eoln1--2-{3-[3-(3-HH-0o]HA=Z-5-N)-HI]|-3-2H-F 23] ¢ Jolu] -} -w| )T} eIk
tert-2El o ~H 2

A SHES (-0l -4-2 22 -5~ O]il?‘gao}u]L HAd)-7Hk sk tert-5F-E o 2| 2(A2 A ¢ J34)(314 mg, 1.0
mmol) @ 3-[3-(3-"W&-0]&AlZE-5-2)-Fd]-3-22-Z 23 &4} tert-F & o AH (A A4 K4)(301 mg, 1.0
mmol) ZF-5 &t A=} Mol e} A 235 ). 3] 3 W WA Sz o Z A 559 TH340 me, 63%).

MS (ISP) 542.2 [(M+H)"].

A Aol M101

(RS)-[4-F 2 &2 -5-o]AFEolm»=-2-(3-F -3~ {3 [5 (HEZgs | =2 -ae-2-ALA|wE)-[1.2 3] Ee]o}E-
1-d]-dd}-Z ey e doprw)-sd |-IHHAt tert-F8 o ~H =

A FFES (2-olv] m—4-F R 2 -5-0] 2R go}n - d)-FPHA tert -8 of] 2~ 2 (A Al ¢ J34)(314 mg, 1.0
mmol) @ (RS)-3-4-3-{3-[5-(HEgslo|=2-&-2-d S A w&)-[1,2,3]EdolFH-1-<]-dld} -2 23] 24
tert-5-8 o 2| 2 (A A ] K5)(401 mg, 1.0 mmol) 25-E] Luk A} Mof| ufe} A2tk A4 oAz =531tk
(180 mg, 28%).

MS (ISP) 640.2 [(M-H)"].

A Al M102

(RS-[6-(F - w Ao} )-2-(3-24-3-{3-[5- (EﬂEE‘rﬁ}O]Ei g -2-AZAHED)-[1.2 3] Eg]o}E-1-9]
—ddi-resedoin i) -4-Eg| T 2o w el -F | -FPHY tert-FE o AHE

A FFES [2-op| m-5-(HE-Z2 D -o}n| n)-4-ET| ZF Qo 2 E -5 d ] -7t tert-HE o 2 E| 2(H A] o]
J35)(380 mg, 1.09 mmol) ¥ (RS)-3-&4-3-{3-[6-(BlEg}slo| =2 -y &#-2-d 2 A v &)~ [1,2,3]5?40}%—1—%1]—
Hd-Z 23924 tert-5-8 o 2E| 2 (A A4 K5)(439 mg, 1.09 mmol) =€ ddt A x} Mol wh2} A 23tk A2 £
w O 2 A 53U TH150 mg, 20%).

MS (ISP) 675.4 [(M-H)"].

A A1 M103

[2-{3-[3-(3-HE-o]&AZ-5-)-HH]-3-LA-TZy e dolm -} -5-(HE-ZRZ-oln)-4-EZZFQ 2
- -7 tert- 2 E o AHE

¥A 3 ES [2-or e-5-(ME -T2 F ol x)-4-EZ ZF 2wl -7 d | -7t tert-F-8 ol 2| 2 (A A] o
J35)(360 mg, 1.04 mmol) & 3-[3-(3-HE-0]£AZE-5-U)-Hd]-3-A-Z 232 tert—F-E | AH E(H A 4
K4)(312 mg, 1.04 mmol) 2F-€] dulk A x} Mol whe} A %5t Bhe A 20 2 $53519 270 mg, 45%).

MS (ISP) 573.2 [(M-H)"].

A Al M104

(RS)-[5=(o] A E g -0} ) -2-(3-54-3-{3-[C-(H Egtslo| = -u]et-2-A A v E)-[1.2 3| Ee]o}FE-1-
Al-ddi-Z2gedoirw)-4-Eg T mvel-dd|-FIAt tert-F9 o ~H =
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FA SRHE S [2-obv| m-5- (o] A Fd-HE-oln n)-4-Eg EF o2 Y »ﬂ‘é ﬂnm tert—5-gl 01]/\1;1]3(/\1/\]01]
J36)(370 mg, 102 mmol) % (RS)-3-&24-3-{3-[5-(HEgslo| =2 - &-2-dS5A v E)-[1,2,3] Ed]o}&-1-¢]-
Hd}-Z 2324 tert-F-8 A 2E 2 (A A o] K5)(411 mg, 1.02 mmo) ZH-& ¢ H& AxF Mol w2} A 235k v 2
A E2 0 7 A 535G THE20 mg, 74%).

MS (ISP) 687.2 [(M-H)"].

A Al M105
(5=(o]AFEl-mE -olr )-2-{3-[3-(3-m|d -o] HAE-5-S)-Fd|-3-§ -z o doln|}-4-EIT T &
- ) -7 tert=H-9 o ~HE
FA gt [2-otre-5-(o]afE-mE-olrn)-4-E EF e 2 e - d | -7 tert--E o] SH 2 (2 A4

J36)(360 mg, 1.0 mmol) ¥ 3-[3-(3-HE-0]&EAZ-5-U)-Hd ]-3-A2-Z 23] 24} tert—F-E o 2H 2 (A A 9
K4)(302 mg, 1.0 mmol) Z5-E] &t Az} Mol whe} Al Zxslg )t g 4 £8 0 2 X =539 tH430 mg, 73%).

MS (ISP) 587.3 [(M-H)"].

2 A1 M106

(RS)-[5=(e] Az mg-ug-ofmr)-2-(3-FA-3-{3-[5- (EﬂEE}o}OlCE J]E‘r 2-

AZA M ED-[1.2.3]Eg]o}E-
1-dl-vdi-zZ ey odotrw)-4-Ee)ZF 0 2uel-dd |-IPHAT tert -9 Oﬂ*E]E

FA SRHE S [2-opv| m-5- (o] Ax 2 - g -oln| n)-4-E EFF O 2 E - d |- 7} tert-F-E oﬂ*EﬂE(NM
o J37)(340 mg, 0.98 mmol) ‘;‘3 (RS)—B—%ZP_—S—‘B—[5—(E1]Eﬂ'3}°]5§_¢7] G-2-d=AME)-[1,2,3]Eglo}=
A]-Hd}-Z 294 tert-H-€ o AHEZ(A A 4 K5)(393 mg, 0.98 mmol) 25-E] dxk A x|} Mol wha} A %35+ U‘r. gt
2 A x5O0 ZA F53I ‘4(510 mg, 77%).

MS (ISP) 673.3 [(M-H)"].

22X o M107
(5=(olAZ2F-uE -0} )-2-{3-[3-(3-H Bl -o] =A}=£-5-)-HI]-3- A -T2y o dolu| -} -4-EZ|ZFO
2 e - D) -FE4t tert-5-8 o ~H 2
BA 3 ES [2-or -5 (o] AZ R -HE -o}r] ) 4-EZEF o 2| d-Hd |- 7Pt tert-F-E ol 2E 2 (A A

o] J37)(350 mg, 1.01 mmol) & 3-[3-(3-"E -0 HAIE-5-Y)-Hd |-3-F 4L -Z 23] 24t tert—-F-4 ol 2 H| 2 (2 A]
d K4)(304 mg, 1.01 mmol) 255 Lyt Az} Mol wpz} A %35t} e 24 20 24 =539 tH380 mg, 66%).

MS (ISP) 573.2 [(M-H)"].

A A1 M108

(RS)-[5-(o] K El-HE-oln ) -4-WE-2-(3-24-3-{3-[5-(H|Egl&lo]| =2 -y &H-2-A LAy EH-[1 23] Ed
ofE-1-dl-yd}-Z2dedoluy)-Hd]- 7} Mt tert=H-E o ~H =

A e S [2-obr e-5- (o] ARE -w g ol ) -4 -w & -7 d | -7} tert -4 o 2 H 2 (A A] 4] J38)(307 mg,
1.0 mmol) ‘;—l (RS)-3-F2-3-{3-[6-(H E&sto| ER2-9d-2-A5A M E)-[1,2,3]Eg]o}E-1-L]-dd} -2 =]

L2 tert-H-€ | AHE(A A 4 K5)(401 mg, 1.0 mmol) ZF-E] dut A x} Mol whe} A %383t 5o 3 280 2 A
T535+3 D}(BSO mg, 52%).
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MS (ISP) 635.2 [(M+ H)"].

A Al M109

(G-(ol AR e -HE-olux)-4-wEl-2-{3-[3-(3-HEl -] E£ALZH-5-)-Fd |-3-FA-x 2T o doln -} -Hd)-T}
B} tert—H-E o ~H 2

HA FIES [2-otnm-5-(o]| AFE-H g -o}n] x)-4- 1 A d | -FPAF tert-5-E o 2H 2(A A o J38)(307 mg,
1.0 mmol) 2 3-[3-(3-HE-0o]HAZ-5-Y)-Hd |-3- AL -Z 23] 22 tert-H-9 <>1]*E1]E(NA] o K4)(301 mg, 1.0
mmol) 258 duk A3} Mol whe} A Z23F5 o}, 82 A L8 0 2 A 25359330 mg, 62%).

MS (ISP) 535.4 [(M+ H)"].

A Aol M110

(RS)-[4-m &1 -2-(3-2 4 -3-{3-[5- (EﬂEF/}o}O]‘:E g -2-ASAfe)-[1.23|Ego}E-1-d|-FHd}-Z=2I] 0
dopre)-b-Zed-1-A-5d [-FPAF tert-FE OﬂiEﬂE

BA F3ES Q- m-4-HE-5-9EFd-1-d-dd) -4t tert-F - 01] B2 Ak tert-F-9 o 2~ H] E(*‘ Al o
J39)(292 mg, 1.0 mmol) ¥ (RS)-3-&4-3-{3-[5-(F Eg}slo| =2 -] &-2-L S A v E)-[1, 2 3JEHolE-1-¢]-
HAd -2 239 254 tert—F-€ o] 28| 2 (2 Ao K5)(401 mg, 1.0 mmol) ZF-€] Lk A=} Mol upe} A %s}4ith 8 —8— 3}
A g o2 F53ATH4A10 mg, 66%).

MS (ISP) 619.3 [(M+ H)™].

AAld M111

(4- Dﬂ“/‘ -2-{3-[3-(3-WE-o]EAlZ=-5-e)-H I ]|-3-2A-Z 2y Qdolnx}-5-F = d-1-2 -5 d)-F}43}
tert—4%-El A AHE

FA 3tE S (2-obr -4 -wE-5-9 Y -1-U - uﬂ )=7HFAE tert -9 o 2H| 2 (A A 4] J39)(291 mg, 1.0
mmol) % 3-[3-(3-FlE -o]HALE-5-)-H H |-3-F A -Z 23| 24 tert-F-& o 2| =(F Al o] K4)(301 mg, 1.0
mmol) 258 nk A} Mol wpe} Al 2 i, vhe & *ﬂ T o 2A $58A 330 mg, 64%).

MS (ISP) 517.3 [(M-H)"].

AA e M112
(4—ELE§ 5-olAZ e Foln v —92-{3-[3-(3-HEl-o] &A= -5-D)-H I |-3-S A -F 2y ¢ Jo}n] -} -5 ) -F}uHAL
tert—%-4 o AHE
A FAES Q-0 | w-4-F2 2 -5- aom Jﬂ )=7HakA tert— EE‘E o] ~H| 2 (A Al o J40)(300 mg, 1.0

mmol) ¥ 3-[3-(3-HE-0]&ALZ-5

e~
d)-7 722k tert—-8 o = 2 (2 Ao K4)(301 mg, 1.0
mmol) 258 Axt A2} Mol upe} xﬂg_o}oﬂlﬂr e A 2

2ZA 539169 mg, 32%).

cb
>~ JfO

1‘? H‘

o [K
10 HU

MS (ISP) 525.2 [(M-H)"].

AAle M113

(RS)-[4-F2Z-5-o]| A ZHoln 1= -2-(3-F 4 -3 {3 [5—(51153}3}01Ei—f4%—2—%3%/\]ﬂ]%)—[l.Z.B]EE]O}%‘-‘—
—1-d]-ddi-rma e dopr ) -a g | -7 tert =8 o 2H =
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FA st ES Qoo e-4-F R 2-5-o| AZ 2 g opr| e -H D) -7 tert—F-E o ZH E(H A ]40)(300 mg, 1.0
mmol) E (RS)-3-524-3-{3-[6-(H Eg}sle| =2 -] -2~ %’% A eE)-[1,2,3]1EgolE&-1-d]-Hd}- jij]i’\}
tert—5-& A ~HZ (A A o] K5)(401 mg, 1.0 mmol) ZF-F] &1t A2} Mol w2} Al ZeA ), v 34 ¥ 02X =5
SFATHE75 mg, 60%).

MS (ISP) 625.1 [(M-H)"].

A Al M114

RS)-[4-F 22 -5-(d -~ =g -olnx)-2-(3-FA-3-{3-[6-(HEdslo| =z -3 g-2-UFAfeE)-[1.24]|E]
0}%5——1—%11—311%}—2342%0}131&) A d | -FHe At tert—HE ol ~H 2

A g ES [2-o w—4-F 22 -5-(HE-X 2 d-o}n| )-Hd | -FP4E tert-F-4E o ~H 2 (A Ao J8)(1.0 g,
3.19 mmol) ¥ (RS)-3-%2-3-{3-[6-(HEZ | =2 -F &@-2-A &AW E)-[1,2,4 ]| ET]o}Z-1-d]|-3d} - *LEJ]
Lt tert-H-€ o AEH| E(A Ao K24)(1.28 g, 3.19 mmol) 2 F-E] dut A} Mo whe} A Z5+ch 30 280 2 A] 4
BFATH1.48 g).

MS (ISP) 641.3 [(M+H)"].

A Al M115

(RS)-[4-F2Z-5-(o]AFE-wg-oln1)-2-(3-2 A~ -3-{3-[6-(HEslo| =2 - eH-2-A LA HE)-[1.2.3|E
gopF-1-d]-dld}-Twy e dopr|w)-dd |- tert =19 o 2H =

BA SFES [2-oP e-4-F 22 -5-(o|AFE - o x)-ad | -7FHAt tert-F-E ol 2B 2(H Aol J24)(1.0
mg, 3.05 mmol) ¥ (RS)-3-F4-3-{3-[6-(HE&sIo|=2-IHF-2-Ld A HE)-[1,2 4] Edlo}E-1-¢]-Hd}-=
2324 tert—-H-9 o AH E (A A o K24)(1.22 g, 3.05 mmol) ZF-E] dxF Ax} Mol wha} A %5t e 24 x20
24 53 tH620 mg, 31%).

MS (ISP) 655.1 [(M+ H)"].

22X M116
(RS)-[5=(o]aE - e -olu])-4-HE-2-(3-= -3 {3 [5—(EﬂEE}6}OlEE—ﬁJ%—2—%1%A1U11%)—[1.2.41Eﬂ
ofE-1-dl-yd}-Z2dedoluy)-Hd]- 7}‘%}4 tert—2E o AHE

FEA SRHE S [2-obv] =-5-(o] AN E - " —obr] i) —4-w| & - d |- 7PAT tert -1 o 2 H| 2 (A A o] J38)(1.0 g,
3.25 mmoD) B (RS)-3-54-3-{3-[6-(HE#Zslo|=2-9gd-2-d5AE)-[1,24]EgfotE-1-d |-} -T2
24k tert—H-4 ol 2E| 2 (H Ao K24)(1.31 g, 3.25 mmoD) 28] drk A}k Mol whe} Al =38 3A v, B2 %‘r*ﬂ O R A
FEATHI70 mg, 47%).

MS (ISP) 635.2 [(M+ H)"].

Al M117

[6-(d -z wg-olu|w)-2-3-54-3-(3-[1.24]|Ego}E-1-A-Fd)-Zmgedolu]-4-FEgFTe -
A d} It tert-E o ~E 2

XA eSS [2-oF] -5~ (Uﬂ E Z2E-oln)-4-EZF o2 E-dd |-7I94t tert-F-E A 2HE(A A o
J35)(347 mg, 1.0 mmol) ¥ 3-24-3-(3-[1,2,4]Ed]o}&-1-4-9d)-Z 23924 tert-5F- & Oﬂj\Eﬂ 2 (A Ao K25)
(287 mg, 1.0 mmol) Z5-H O‘H ]- o] W} A3t we A X80 g2 F=5FATH320 mg, 57%).

_80_



%53 10-0566171

MS (ISP) 561.4 [(M+H)"].

A Al M118

[6-(d -z wg-ofu|)-2-[3-FA-3-(3-[1.23|Edo}F-1-A-s)-Zmgedoju]-4-EFTe 2L
A -7 tert—F9 A ~EH =

FA St S [2-obvm-5-(ME -2 R -olr|n)-4-Ef| S F e 2 d -3 d |- 7Pt tert- E ol ~E| 2 (Al
J35)(347 mg, 1.0 mmol) ¥ 3-52-3- (3 [1,2,3]1EdolE-1-U-vd)-Z 23] 24} tert- & ol 22 2 (2 A of] K23)
(287 mg, 1.0 mmoD) 28] Ank A} Mel| upef Al Z28piet. e 24 2 d 2 A ?%6}2114(340 mg, 61%).

MS (ISP) 561.3 [(M+ H)"].

A Al M119

—v g —opr] ) -2-[3-5 A -3-(3-v]fF-1-d-dd)-T ey odojnw]|-4-E T Lo ue-Hd}-J}

BA 3 ES [2-ot=-5-(o]lAaFE-HE-olnx)-4-EZEF 2 v E-Hd | -7} tert-F 8 | AHE(AA] 4
J40)(361 mg, 1.0 mmol) & 3-242-3-(3-9&E-1-4-9d)-ZT 239 24 tert-5-4 o ~H 2 (A A o] K16)(286 mg,
1.0 mmoD ZF-5 dnvt A x} Mol upg} #| 28} t), 8t 22 8- 0 24 5319 tH(500 mg, 87%).

MS (ISP) 574.2 [(M+ H)"].

A Al M120

[2-[3-2-Ao}=-T & -4-9)-3-Z - -F 2y o doln - |-5-(o] AT ZH-WE-olu)-4-EZZF 0 2 El-5
-7k tert-HE | AHE

FA BehE S [2-opvm-b-(olaz R A -mE-olr| )4 -EZ SR 2" - d ]~ ]"?:”%ltert e o E 2 (A
o J37)(500 mg, 1.44 mmol) & 3-(2-Alo}e-¥ 2| W -4-A)-3- 5§ -Z 2324} tert- & ﬂ]*EﬂE(*‘/\] o] K3)(355
Q

mg, 1.44 mmol) ZF-E] dxF Ax} Mol whe} A %55t Be 2 dlx M 02X $E5389H670 me, 90%).

bu oo

MS (ISP) 518.1 [(M-H)"].

AAl M121

{4-F22-5-(c| 4L FE-HE-o}n)-2-[3-24-3-(3-[1.24 ]| EgelE-1-d-Hd-Z2y e doln]-Hd}-7}
B} tert—H-E o ~H 2

HA FAES [2-on-4-F 22 -5-(o] AFE-m g -0} )-Fd ] -7FA) tert-FE o AH E (A A 4 J27)(500
mg, 1.563 mmol) & 3-24-3-(3-[1,2,4]Eg|o}&E-1-d-¥d)-Z 23] 24} tert- -‘jr Oﬂj\Eﬂ (A A ¢ K25)(438 mg,
1.53 mmol) 25§ L wk Az} Mol whel Al 238t eh 38 e Al A 80 2 =53 TH700 mg, 85%).

MS (ISP) 539.2 [(M-H)"].

A Aol M122

{5-(o1ARE-HE-oln)-2-[3-24-3-(3-[1.24 | Egol=-1-¢d-dHH-Tgg ool |-4-EZZF o &
-} -FH A tert- 2 E o AHE
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H-ud [ -7t tert -4 o] S 2 (EA] o
-2 2924k tert-H-d oﬂﬁﬂlE(NAl o K25)
w o BA S8R TH490 mg, 85%).

¥A SFES [2-ol] -5 (o] AFE-HE-oln )4 -EFF Qo 2
J36)(361 mg, 1.0 mmol) & 3-2242-3-(3-[1,2,4 | Eg]o}Z-1-Y-

#Hd)
(287 mg, 1.0 mmol) ZF-5 &dt A=} Mol whe} Azt v 22

MS (ISP) 575.2 [(M+ H)™].

AAle M123

{4-F22-5-(c| 4L FE-HE-o}r)-2-[3-24-3-(3-[1.23]|EdgolE-1-d-Hd-ZT2y e dolrm]-Hd}-7}
HHAF tert-H-E ol ~H =

A FEES [2-olu|-4-F 2 E2-5-(o] AFE-HE-olnx)-Hd | -7FAF tert—5F-8 o 28| 2 (A A 4] J27)(328
mg, 1.0 mmol) 2@ 3-&4-3-(3-[1,2,3]Ego}=-1 OE Hd)-Z 23 24 tert-5-E Oﬂj\EﬂE(N/\] o K23)(287 mg,
1.0 mmoD) & -5 Ayt A xF Mol whe} Al st L AA A QA2 A =531 tH250 mg, 46%).

MS (ISP) 539.2 [(M-H)"].

A Al M124

{6-(o] e -y ol x)-2-[3-%4-3-(3-[1.2 3| Ee]olE-1-d-Hd)-x2u o Joln| = |-4-E ] L0 = v
g-sd TP tert-2E o ~HE

A 3FES [2-otv]e-5-(o] AFE-vE-oln )4 -E ZF 2 E -3 d | -7}t tert-F-E o ~H Z (A A] o
J41)(460 mg, 1.27 mmol) & 3-8 4-3-(3-[1,2,3]1Ego}&=-1-¢-7d)- EEJ]%G‘} tert—5-8 o AH| 2 (A A 4 K23)
(364 mg, 1.27 mmol) ZF-€] dut A3} Mol wpe} Al 23t} ¥ 24 9 A=z A =531 tH480 mg, 69%).

MS (ISP) 573.1 [(M-H)"].

A Ao M125

{2-13- (3 olmtE-1-d-HI)-3-&A-TEF o doln - ]-5-0| AR Eolu - -4-ET ZF 0 Z 8-y d}-F}eHAL
tert-2E o ~HE2

¥A SFES [2-ol] -5 (o] AFE-olnn)-4-EZF o 2 v E -7 ] ?}HW tert—5-8 o ~HZ(H A o J41)
(347 mg, 1.0 mmol) @ 3-(3-0]m|t}Z-1-U-5d)-3- A -Z 23] A} tert-5-8 of ~H 2 (A A 4] K26)(286 mg,
1.0 mmol) 255 duk A=} Mol wha} A 25k, 92 32 L5 0 2 535900430 mg, 77%).

MS (ISP) 558.2 [(M-H)"].

A Ao M126

(4-222-2-[3-(3-olntE-1-9-Hd)-3-S a2 edoluli]-5-0o] A ¥ olm -} ~FH5h At tert-5-8)
dzeE

o] i?%o}uli—fﬂ]%)—?}‘%}ﬂ’ tert—-5-4 o] 2H Z(A A] 4] J34)(313 mg, 1.0
3-2 -T2 224 tert—-5F-E Oﬂj\Eﬂ E(N Ald K26)(286 mg, 1.0 mmol) Z5-F]
A Z L0272 531 H330 mg, 63%).

A 3AEL (2-olH|n-4-F 22 -5-
mmol) & 3-(3-°|H|t}E&-1-L-Hd)-
Ak F =} Mol whe} A Z2=38F3A ) v

MS (ISP) 524.1 [(M-H)"].

A Aol M127
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{4- ELEE S-(olAFE-oln)-2-[3-84-3-(3-[1.2 3| Edo}E-1-¢d-gd)-x 2y e doln - |-wd}-TF}e4t
tert—4%-El A AH =

A FSES [2-ol -4 -F 22 -5-(0]| A E-oln )-H D | -7 tert—5F-E o] 2H 2 (H A9 J34)(313 mg, 1.0
mmol) ¥ 3-&4-3-(3-[1,2,3]Ego}=-1-4d-9d)-ZT 23] 24} tert-5F-& Oﬂ/‘Eﬂ 2 (AN K23)(287 mg, 1.0
mmol) ZH-5 Ak A2} Mol upe} A2t A%k 24 X320 2 A =538 TH220 mg, 42%).

MS (ISP) 525.1 [(M-H)"].

A Ao M128

{5-(olARE-oln)-2-[3-24%4-3-(3-[1.2 3] Ego}E-1-¢d-HD-Trgedoln|w]-4-EgZF 2 2 E -3
- tert- S E | AHE

7HAk tert el o =E 2 (A A J41)

BA 3FES [2-oF7] =-5-(0] A H-E -o}n] d]-
922k tert-5F-€ o 2 Z(A A o] K23)(287
S

=)=
(347 mg, 1.0 mmol) ¥ 3-&4-3-(3-[1,2,3]Egot&-1-U-3d)-=
%3 o

2
=
mg, 1.0 mmoD) 28] Ak A2} Mel| whe} Al Zzspivt, g2 F4 Ego 2 T:o}%iﬂ(%o mg, 60%).
MS (ISP) 559.2 [(M-H)7].

ZA o M129

{4-F2Z-5-(o]ad-opn)-2-[3-[1.24]|Eglo}E-1-d-d)-x 23] o ol | -5} -FFRHF tert-F-9 o
ZHE

¥A TS [2-olu]w-4-F 2 Z-5-(0] AFE -0l )-Fd ] 7}HMP tert g o ~H 2 (A A4 J34)(313 mg, 1.0
mmol) & 3-22-3-(3-[1,241E&o}Z-1-Y-7d)-Z 23] &2} tert-5-& o 28 2 (2 A o] K25)(287 mg, 1.0
mmol) ZH-E dut A} Mol upe} A 29k, g S 20 2 A Ta—o}oﬂ th(390 mg, 74%).

MS (ISP) 525.1 [(M-H)"].

21 A1l M130
{5-(o] e -olny)-2-[3-L4-3-(3-[1 24| EgolE-1-d-HD-T2u 9 Holn - |-4-Eg] ZF 0 = uE] -7
Y} -FHubak tert-HE o AHE
FA BHES [2-otu| m-5-(o] A" ol ) -4-Eg| ZF . 2 v e - d | -7}t tert-F-E o 2B Z(H A o] J41)
(347 mg, 1.0 mmol) ¥ 3-&4-3-(3-[1,2,4] Eg|o}=- 1 A-Hd)-Z 23] 4 tert—-H-€ Oﬂ/\EﬂE(N’\]Oﬂ K25)(287
mg, 1.0 mmo) ZF-8 gyt Ax}p Mol uja} A2ttt v 3 280 2 A 5539 H430 mg, 77%).
MS (ISP) 559.2 [(M+ H)"].

olul A ;‘<|: N

4-obg-1,3-vlstel =Wz [h][1.4]clolAlf-2- 2o A%

CH,Cly(5 mL) %] {2—[3—0}9‘—3—l/\—ﬁiﬂ © Jopu) i ] -5l )Pk tert -4 o 2B 2 Ei= {2-[3-0}E-3-
=3 =

La-Zry o doln| - ]-#Hd} -7l tert-F-€ o] A8 2(1.0 mmoD 2] §N == 3 E
HA(5-15 mmol)S %!B_"] A71er = 90818 TFA (0.5-5.0 mL)E Q0C 4] = &]d}ar 23Tl 4] tlc7]' % 1 5 7(14 %7@
St ARE XA W 7kA] Al aRkekglt,
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Aa9d Aata: Sl E AFFAA AAB AL, AALE 27 EH 22 A E]ste] AAsA T A E E8F NaHCO,-8 9
T 1M NayCOy—8 N3 37 mikatar, o 2hsbal, HyO 9 ol 8] 2 H3= of 6] 2/THF/MeOH 9| £ 2 Al H sk 1%
AA FA StFES 58k, ol & B Al 1 4-t&io 2 RE AA st A Y GAlgte] Ale] = AHEIOAC e
EtOAc/EtOHZ A7} A A4 A 2vlE g vo] o8| 4 A skt

229 AA} b kg EFES DCM B EtOAcE 344731, £3} NaHCO,-8& £ 1M Na,CO,-89 2 g5 A
8k MgS0, H1= Na,SO ol A AZAI AT & AFFel A AAs] 24& #%6‘ i, o] & olH 2 = dH =2

/THE/MeOH®] &3t& =2 A 2teto] A slES F531A Y, & ol & A Ao Z2 28 4HEtOAc =+ EtOAc/EtOH
2 g7t A A a2utE g o] AT 5

/\1/\01 1

3-(7-F2w-8-vugoir=-4-2 -4 5-t]slo|= 2 -3H-MlE[b[[14]HotAA-2-D)-wl XU EZ

A st ES (4-2 22 -2-[3-3-Alohe-Hd)-3-F A -Z 23] o dotw| = [ -5-t] v G o} -3 d } -7 tert. -
Fg ol 2 2 (A A o] MD) & F-E ARk A3} Nej| whe} CH,Cl, 59 TFAR A 2fste] Azl vk, A a4 = A ’% }‘Ei

tH(85 mg).

MS (ISP) 339 [(M+H)*] 2 341 [((M+ 2+ H)* ]; mp >250C.
PADS Q;" 2

g-Frw-7-tugoire-4-(3-[1.23]Eo}L-1-A-Fd)-1.3-t]to] = -z [b|[]1 4]|t]o}AA-2-2

FA BES (4-FR2-5-uldoln] e-2-[3-§4-3-(3-[1,2,3] Eg|o}&-1-Y-dD)-Z2 5] o o] =] -7 d}
THiR tert ~ 8 o 2 2(2 A o] M2)RFE} vk A3} Neol| w2} CH,Cl, 5 o) TFAR A2 ako] Al 23 9lv), we %
A A 2A F58HATHET mg).

MS (ISP) 381 [(M+H)"] % 383 [(M+ 2+ H)* ]; mp 222-225C.

PADS Q;" 3
§-Fr2-7-tJyEoln-4-[3-(5-3lo]| =EZAHE-[] 23] Ego}EH-1-A)-Ald]-1.3-t]slo] =2 -l Z[b][1.4]
olAF -2 -

A gES RS)-[4-S22-5-HH ol =-2-(3-F4-3-{3-[6-(H Eg}eto| =2 - g-2-A S A ) -
[1,2,3]1Eget&-1-d]-dd} -2 23] e d-ofvie)-dd | -7hEAT tert. - & o] SH| 2 (H A o] M3) 258 dvE "4 N
o w2t CH,Cly, 5o TFAR A 2]ste] Al zsk3ltt, Wl o] x| 4 1A 24 4258k A tH(60 mg).

MS (ISP) 411 [(M+ )" ] 2 413 [(M+ 2+ )" ]; mp 210-214C.
PADS o 4

3-(8-tugotre—4 -S4 -7-sd ¥ d-4 5-tste] = -3H-wlx[b][14]HoAH-2-)-Hl=HE

S e e R e e MU A e M e D
SRt A AN P CH,Cl%2] TFAR Aelehe] Alzahgith. a4 A =

A 53 THE5 mg).
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MS (ISP) 405 [(M+H)*]; mp 215-216C.
Al X 01 5

7=t "ot -8-sdo Bl d-4-(3-[1.2 3| Egjo}E-1-d-9d)-1.3-t]sle]=w-mZ[b][1.4 ]t} H-2-2

FA SES (5-vrgoln -2 (3-8 4-3-(3-Egol&-1-d-dd)-Z 27 o doju| e |-4-H Do E] d -5 I } -7}
HAE tert. - -8 ol Z2E| 2 (A Ao ME)EF-E LAk AX} Nol| whe} CH,Clys o] TFAR A glate] Al Zxstqith. A4 L
A 24 F53ATHT76 mg).

MS (ISP) 447 [(M+H)*]; mp 185-186C.
Al A 01 6

8-SR -7-tjuEolm e -4-[3-(3-mE-o] L= -5-9D) -l d|-1.3-t]sto]=m -l [b]|[1.4]|]olAHA-2-2

A st =S 4-FE2-5-Hu"olr] =-2-{3-[3-(3-HE o] HALE-5-Y)-Hd | -3-F -T2 Q do}r| 1} -7
D=7t tert. -9 ol 2H| 2 (A A o] M6) 2 F-E ARk A} Nell whe} CH,Cl, 59 TFAR A gfste] Al zak3ivh. ghe
FA A A 58 TH68 mg).

MS (ED) 394 (M™) % 396 [(M+2)"]; mp 212-215TC.

/ﬂ}\o;" 7

~(2.3-t1Z2 o % -sd)-7-tlugolui-4-[3-(5-stol == Au| € -[1,2.3] =] o}%-1-9) -7 d]-1.3-Clslo] =
=Wz [b][14]clolAn-2-2

S S (RS)-[2-F) W SLof o2 35 7.0, 2-5-(3- 5 -3~ (3-[5-Hl Edfshol 23 9h-2- A S A ) -
1231 210} 5161151 ) 1512 wlob bl ] Db 01T tere ] S| mel A o M)
A3} Nel| whe} CH,CL, 38 TFAZ A2 sho] A £3tgith 34 1A 24 55319 rH26 mg).

MS (ISP) 489 [(M+ H)* 1.
PADS Q;" 8

8-(2.3-tEF o m-dd)-7-tugotre-4-(3-[1.2.3|Ee]o}E-1-A-dd)-1.3-t]sle|=2-d %= [b][1.4]c]c}

#A BHE S 2-tvE ot -2 3 - EF L 2 -5
-HH 9 -4-U -7t tert. - 58 o AE E (R A G M
SEAATt. A A Z A 5 THAT mg).

-2 2-3-(3-[1,2,3]Eg]o}E-1-Y-Hd)-Z 23] Q Jo}n| =]
JEEE duk A} Noj wha} CH,Cl, g9 TFAR A 2|sle] Az

MS (ISP) 459 [(M+H)"]; mp 197-199<C.
PADS Q;" 9

[7-(2.3-tEFe = -sd)-8-t)ueoelnw-4-F 4 -4 5-t]to] =2 -3H-WlZ[b][1.4]]o}AA-2-

e,
=2
N
i
(M

]_

3=
2

_85_



%53 10-0566171

FA4 3HES {5-[3-(3-Alo=-dd)-3-
o} -FHkAL tert. —H-E o 22 H 2 (A A o] M9)Z
A A ZA 53R THT5 mg).

L
ZRE
T

2230 d-opn) ] -2- T W Eopr] 1213t Z 5 0 2 -u]H d-4-
B 9wk 4} Noj 92 CH,Cl, %9 TPAZ Aelalel Alxal . ¥

MS (ISP) 417 [(M+H)" ]; mp 228-229C.

2o 10

sr-7-tgotn -4 -[2-(3-mg-o]|&EAL-5-)-v]e]d-4-9|-1.3-t]sto]l=m-ulZ[b]|[1.4]c]olA A~

8-
2

=
=1
_9Q
L

#A BHES - RE-5-vrdobr]e-2-{3-[2-B-rEd -0 A& -5-D)-9 g d-4-L]-3-F -2 2y e do}
72} -3 ) -7 tert. ~ 9 o] 2B 2 (A o] M10)2F-H Aub d2p Noll whe} CH,yCly 9] TFAR A 2] dhe] A %38}
Atk A A 2A #5811 me).

MS (ISP) 396 [(M+H)"] 3! 398 [(M+ H+2)" ]; mp >250°C.

2] 11

8-Fww-7-[@-vEA-oe)-md-olm]-4-[3-(3-m|d o] &AL -5-9)-Fd]|-1.3-t]slo] == -wlZ[b]|[1.4]

A4 sFES (4—%&&—5—[(2—111]%*1 oﬂg) H e -obw] 1= ]-2-{3-[3-(3-H & -o] £AZ-5-)-H d | -3-5 42
w2y e dobu] e} - d) -7t tert. - - o 2HZ (A A A M1 ®EFE ARk Ax} Nej whe} CH,Cl, 52 TFAR A 23}
of Alzsk3leh. FA A=A qukoﬂdr(nS mg).

MS (ED 438 (M*) 2 440 [(M+2)"]; mp 182C.

Ao 12

8- 22 -7-[@-rF5A-olle)-m g -0} =]-4-[2-(3-H| &l -o] ZEALE-5-9)-F]e]d-4- ]-] 3-Hslo| = -ul %
[bl[1.4]c]obAlA -2

A SFES A-FE2-5-[(2-vFA - oﬂg) Uﬂg obr = ]-2-{3-[2-(3-mE -0 FALE-5-9)- I 2 D -4-L | -3~
Sa-Z 2y Qdoby| ) -H ) -7t tert. - E A RHE(EA ] M12)2 78 AR A4k Nej| ute} CH,CL, 59 TFA
S

= Agele] Azl G4 1A 2A Ta«o}mu% mg).

MS (ISP) 440 [(M+H)*] 2 442 [((M+H+2)*]; mp 213C.

2IA1ef 13
8- %ii -[3-(5-3lol==A el -[123]Edo}E-1-)-HlI]-7-[Q-HEA -oe)-r &l -o}n] - ]-1 3-T] 3} 0]
EE-wZz[bll[l14]dolAFH-2-2
BA 3ES (RS)-[4-F22-5-[2-WEA] - &)-HE-o}r] = ]-2-(3-%2-3-{3-[6-(H Eg}lo| =2 -y &-2-
A Ee)-[1,2,3]Ego}Z-1-d]-Ad}-Z 23] Qo doln|)-Hd |- 7}‘3*& tert.—-5-€ o AEH| (A A o] M13) 2K
B A9 "2t Neoj| wpe} CH,Cl, 59 TFAR Al sto] Al 233tttk wlo] A A s A 2 A 4533 tH50 mg).

MS (ISP) 455 [(M+ H)* ] 2 457 [(M+H+2)*]; mp 185TC.
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Ao 14
8- 22 -7-[@2-vSA-ole)-mg-olr x]-4-(3-[1.2.3|Ee]o}E-1-A-s]d)-1.3-t]sto]=2 - = [b][1.4]T]
O|;1 N-2-2

iﬂlﬁh&%% 4-2R2-5-[@2-m5A -dg)-rE -0} ] -2-[3-§24-3-(3-[1,2,3] Eg|o}E-1-L-Hd)-Z&
SIS zﬂé} 7HiEk tert. -9 ol 2E| 2 (A A o M14) =58 ARt A2} Nell w2} CH,Cl, T 2] TFAR A 2] 3}

o] Azttt A A ZA 53 THE9 mg).

MS (ISP) 425 [((M+H)*] 2 427 [(M+H+2)"]; mp 156C.

Ao 15

4-(71-Frw-8-trgolr-4-54 -4 5-t]to| =R -3H-Wl X [b][1.4]|t]o}lA A -2-9D) -T2 -2-F}H I EH

A i}?}% S {(4-222-2-[3-(2-Aloh=-9 Y d-4-)-3-F 4 -Z 23] @ Jopr] = | -5-t] v opr] -3l d } -7HiHAT
tert.— & oﬂ*EﬂE(N Alel M15) 25 A9k Aat Noj| wpe} CH,Cl, % 2] TFAR A gste] Alzs3lrh. A a4 24

538 TH50 mg).
MS (ISP) 340 [(M+H)* ] ¥ 342 [(M+ 2+ H)*]; mp 216TC.
2A1e] 16

g-Fww-7-tyugojn e -4-[3-2-w & -2H-J]&}L-3-9D)-sd|-1.3-tslol==-wlZ[b][1.4]|t]o}AH-2-

54 S (12 2 25-E) 9o} deo2- 13- [3-(2- ©-2H-3] 2% -3-9) -] 5~ 2T 23 © Jojul e}
Hd)-7HEAk tert. - -9 ol 2H| Z(H Al o] M16) =58 ¥k A2} Nel| w2} CH,Cl, %9 TFAE g sfo] A Z8FSI ). 3
g ) ixﬂiﬁ 5319 TH67 mg).

MS (ISP) 394 [(M+H)"] 2 396 [(M+ 2+ H)* ]; mp 225C.

AAlef 17

7=t glotr e -4-[3-(5-3dto] == A WE-[1.2 3| Ee]otE-1-9)-Hd|-8-Ee]Z o [ El-] 3-t]dto] == -l
Z[bl[1 4]l AA-2-2

A4 FIAES (RS)-[5-tgH o] =-2-(3-24-3-{3-[6-(H Egslo| = 2-0&F-2-d2 A H&)-[1,2,3] Ed] o} Z-
1-d]-dAd}-Z29 o dolu)-4-EZZF o 2ue-5d |-} tert. - 54 o 2H E(A A o] M17)ZFE dulk &
A} Nell whet CH,Cl, ¢ TFAR A gste] Alzxakgint. 3145 | WA a4 2 453 tH62 mg).

MS (ISP) 445 [(M+H)"]; mp 210T.
2IA1ef 18

-t ot i -4-[3-(3-v] & -0] &AL % -5-91) -3 I ]|-8-E ZF o g ulg-1,3-tlsto] =g~ £ [b][1.4]c] o} A
P

FA BHgtee (5 Elwﬂao}‘ﬂ —2—{3—[3—(3—uﬂ%—01%4%—5—%)—&11é]—3—%&—3&?42%4131i}—4—5a%$——3
2o -dd) -7t tert. -5 & ol 2B 2 (A A o) M18) 258 Uuk M} Nojl e} CH,Cl, %9 TFAR A 2late] #| %3}
STt 3 AE W Ay ﬂiﬂiﬁ 53 TH28 mg).
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MS (ISP) 429 [(M+ H)* ]; mp 223C.

2 Aol 19
§-Fww-7-tyugoln| - -4-[3-(4-3to] =E A w & -E]o}F-2-oD)-Fd]-] 3-t]slo] =g -l £ [b][]1 4]t]o} A T -
2-2
A4 3gES 1,4-122H(15 mL)F9] 3-(7T-F 2 2-8- Eluﬂaow L -4 5-t)sto| 2 -3H-HMZ[b][1,4]T] o}
AA-2-2)-E] oMl Zolu| = { 3-(7-S 2 Z-8- u]uﬂaom L - 45 telo]l =2 -3H-WZ([b][1,4]t]o}A]H-2-

d)-HEZHEH A DEFE thg3 o] Alx9: 1,3- 1’4111]% 2- o]u]u}gﬂﬂx (2.6 mL)Zz 9] A E ] et
(0.55 mL, 2.6 mmol)2] &Ml 20T YEF Uﬂi*} 1=2(0.13 g, 2.5 mmol) & H7}&k, 1?&%~ 158 %oF wnkst &
FAAE A gAS 1,3-tHd-2-ojn|tFE =2 mL)F o 3-(7T-222-8-tHedolr| =-4-5 4 -4 5-T]3lo| ==
-3H-¥WZ([b][1,4]15clAA-2-)-HFZUEH (XA 4 1)(0.34 g, 1.0 mmol)e] Ao 737}%]‘. E?ﬂ’%a 20°C oA 34
st ke & Eofl H3 A AES o B R FEstal ol ESRE A&t 3-(T-FEE-8-TH| ol -4 -5 4 -
4,5-t]ste] =2 -3H-WlZ[b][1,4]t]olAlA-2-Y)-E el =o}m] =(0.35 g)& A IAZA 5. mp 234TC dec.
MS (ISP) 373.2 [(M+H)"1.}(0.71 g, 1.9 mmol), 1 3-yE22-2-22393+(0.36 g, 2.85 mmol) & FEHANUEHF
(0.24 g, 2.85 mmol) & ZH-E] A 235} o1, o] 5L 60CE 48213 <t 743530t Frd sk s ﬁgzoﬂfﬂ ZHkA|
Zt 1,4-t 5206 mL)F 9] ZhALe] &) 2N KOH(S 8 mL)E 718t EFES 20TColA 147 Bt wvlkeldich &
(100 mL)S H7bshal &35S 0.5A17F Bt wnkalgleh. ¥ JAAES o 9 FAsla fE =22 v eto = HE
AR stste] 1A 33HE(0.69 )& A A A ZA 53T

MS (ISP) 427.2 [(M+ H)"1; mp 134 dec.

2 Aef 20
8- R w-7-tugojr=-4-[3-(5-trgotr e -[12 3| EejoE-1-e)-sd]-1.3-tslo]=m-wl =[]
[1.4]510}111«.4_ -

31EgotE-1-9)-9d]-3-F&-2

B4 eSS U-F22-5-gugoln =-2-{3-[3-(5-tH o} =m & -[1,2
ok éi} Nel w2} CH,Cl, %] TFA=R A 2| &f

2y o dotn =} -3 d)-FFH AL tert. - g ol AH| (A A o] M19)ZH-E
o] AZ3FA T} Ho] A A LA ZA 53R THE34 mg).
MS (ISP) 438 [(M+H)*] 2 440 [(M+ 2+ H)*]; mp 145-1607C.

2A e 21

Zaw-7-tu ol -4-[3-(3-m| S AW &l -o] £ALL-5-9D) - d |-1.3-t]alo]=Z-wlZ[b][1.4]]o}AH -2

IF*O il

lﬁwga 4-E22-5-tudolr =-2-{3-[3-(3-H &
~-#Hd)-7HFA tert.—F-E o] AEH| 2 (A A ¢ M20)ZF-E] Gl

ung_— g LA A 530 THI57 mg).

e -0l AL -5-) -9 d | -3-8 A - 23] o]
] =

Al
i A} Nell w2} CH,Cly %9l TFAZ Aelste] Azt

7@ kr p

MS (ISP) 425 [(M+H)"] 2 427 [(M+2+H)"]; mp 191C.

2 Al 22

4-@-trElotre-4-FA-7-E]EF e wuE-4 5-t]sto]=w-3H-HZ[bl[1 4]t -2-9D) -T2 H-2-F} &
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A BB (2-[3-2-Aohe-] 2 ¥ -4-9)-3-§ £- 2 29 @ Do e ] -5-t]H Popr] -4 -E ] FF 0 2w g -3
1AL et 576 o <P ] 21556 2 A Nl 5 O ,Cl,%2| TEAZ A2 3te] A|z3kg}. 34

A ZA F53FATHIE8 mg).

MS (ISP) 374 [(M+1)"]; mp 248C.

2 A]ef 23

8-2-FFo = -dd)-4-(3-olnt}p=-1-U-#ID)-7-(2.22-EEFZ-o| EAD-1.3-t]sto|=Z-wlZx[b][1.4]

2'-EF92-5-[3- (3 oM ttE-1-U-HE)-3-F -2 R 0 o 1] -2-(2,2,2-EF EF 2. 2~
A]-7HiHa tert.— -8 of 2B 2 (A A o] M22)ZF-E] Aut A2} Nej| up2} CH,Cl,% 9] TFAZ 2 2] 3t¢]
A ZA 53U THE0 mg).

MS (EI) 494 (M*); mp 208-210C.

Aol 24
8--=Fe 2 -dd)-4-[3--md o] HAZ-5-9)-dAd|-7-2.2.2-Ee & Fe 2o FA])-1.3-T]slo] =2 -z
[bl[1.4]otAA-2-&
ZA gES [2-EF L 2-5-{3-[3-(3- uﬂg 0]%‘—4%—5—%)—51]%]—3— A-ZEy e doln| e} -2-(2,2,2-E8 &
FQ 2o EAN-H ¥ d-4-A]-THAt tert.~ 58 o ~EH 2 (2 A 9 MZS)ETH Ak A2} Nel| whe} CH,Cl, 2] TFA
2 A st Azt v A A=A Ta—b‘}‘}it}@l mg).

MS (ED) 509 (M*); mp 218-220C.

2 Ao 25
8-2-ZF 9w -9d)-4-(3-[1.2.31Eglo}=-1-U-FAID)-7-(2.22-EZF o - EA)-1 3|t]o] =2 - %[b]
[1. 4]E10M1‘ 2-
A FES [2-EF Q2 -5-[3-%4-3- (3 [1,2,3]EgolZ=-1-d-Hd)-ZTay e doln|=]-2-(2, 2 2-E& ZF
S E-oF5A)-uFHd-4-L]-7} J*J tert.— & o e 2 (A Ao M24) 2 5-E Uuk A3} Nel| whe} CH,Cl, %] TFAR
A2 ste] A ZsH k. LA X A a1 A 2 A qu}oﬂ th(45 mg).

MS (ED) 495 (M").

2o 26

8-Q-ZFow-dd)-4-[3-(5-3to]=FZAWE-[123]|Ee]o}L-1-9)-HAH|-7T-(222-FEETF Z-EA)-
1.3-tstolem-wlz[bl[1.4]Ho}AA-2-7

EA FES (RS)-[2-ZF Q2 2-5-(3-24-3-{3-[6-(HE#slo]| =2 -3 &@-2-I 2 A 1| &l )- [1 2,31Ego}=
Al-dd) -2y e ol )-2-(2,2,2-ET| Z2F Q2 - EA)-H| v d-4-A | -7}k tert - F-& oﬂ*EﬂE(Mloﬂ
M25) 2 %E At A3} No whe} CH,Cl, 5 TFARZ A @bl Alzakgich 348 W WA 14 24 5589 tH10 mg).

MS (ISP) 526 [(M+H)"]; mp 232-234C.
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Ao 27
8-22 7 -7-clugolr i -4-[3-(4-o| ES AW - A Z-0-)-dd]-] 3-tlstel =g - % [b][1 4] ] obAl3 -
2-¢

A SRS (2-ohve—4-F 2 25—t o Gobr] -5 D) THA tert, 9 of 2B 2(2 4] ¢ 12)(170 mg) 2 (RS)-
3-% 22-3-(3-[4-(H Eekaho] = 2 -] §-2-A S A W &)~ A -2 |- )~ 23] &2 tert—F8 o 28] 2 (A o
K1D(270 mg) 2 78] 2w A2} Mol wheh A £3t5ieh, $58 B4 A 43 Noj 0he} CH,CL, 9] TFAZ A2 3fof

YR EA 73 0e A AT e A A 24 5559 eH(110 mg).

MS (ISP) 411.2 [(M+H)" ]; mp 193-195C.

A Ao 28

8-Fmw-7-(g-vd-oprr)-4-[3-(5-cto] =ZA|ME-[1.2 3| Egfo}E-1-)-sd |-1.3-t]sle] =z -Hl %[b]
[1.4]c]otAA-2-2

FA) SES RS)-[4-S22-5-(N - E -0}V o)-2-(3-54-3-{3-[5-(F| Egteto] == -] gh-2- A S A v &) -
[1.2,31EgotE-1-d]-vd}-Z 2] o dopw]1o)-s | -7t tert-5-2 o 2=H| 2 (A Alell M26)(0.5 g, 0.8 mmol)
ZHE duk At Nell me} CHyCl, 59 TFAR A 2lsto] Al it 31 4& W 4 ax) 24 4253811 tH60 mg).

MS (ISP) 425.4 [(M+H)" ]; mp 206°C (dec.).

Ao 29

A-oprie)-4-[3-(5-ste] == A|MEl-[1.2 3] EgolFE-1-9D)-sd]|-1.3-tslo]==-H =

FA SHFES RS)-[4-F22-5-(ME-Z 2 I -0} 10)-2-(3-F4-3-{3-[6-(H Egsto| =2 -3 #-2-A A v &)
-[1,2,3]1EgotE-1-d]-vd}-Z 2y e ot m)-3d |- 7Pt tert -4 o 2H Z(H Ao M27)(0.41 g, 0.64
mmol) 258 &Ant A3} Noj| whe} CHyCly T o] TFAR A gfsto] Axs3ivh. Ad &4 aA 24 458 AvH(110 mg).

MS (ISP) 439.3 [(M+ H)" ]; mp 178°C (dec.).

214 30

8-S mw-7-(Hod-otrt)-4-[3-(5-cto] = ZA|ME-[1.2 3| Egfo}E-1-9)-sd|-1.3-t]slo]| = -Hl Z[b]
[1.4]c]ctAA-2-2

T4 B2 S (RS)-[4-2 2 2-5-(C] o] € -0}i] 12)-2 (3-8 2-3-{3-[5- (e E2a-o] = 2 - 3] 2h-2- 1 S A] o] &)
[1,2,3]EgotE-1-¢]-dd}-Z22 39 e doln| w)-Hd | -7hH4t tert-F-E ol 2B 2 (Ao M28)(0.53 g, 0.827
mmoD) 246 Ak A} No| wheh CH,Cl,Fo] TFAR A2 ahe] Alzaheith. 841 @ w4 A1 24 55 89tH210

mg).

MS (ISP) 439.3 [(M+ H)" 1; mp 208C (dec.).

2o 31

g-22 2 -7-tlugolm i -4-[3-(3-8to| EZ At e o] £AIE-5-) -7 ]-1.3-Tlsto] =& -l = [b1[1.4]c] o} A7
-2
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TA FES (RS)-[4-F 22 -5-T]HEo}n =-2-(3-2 A - 3 {3-[3-(HEZs ol =2 -] e@-2-Ld = A &)-0] £A}
Z-5-d]-¥d}-Z 23 o dolu| x)-Hd | -7}t tert.—H-E o ~EH|E (A A 4 M29)(81 mg, 0.13 mmol) Z5-E] Lyt
‘A2t Nell w2}k CH,Cl,5 8] TFAR A gste] Alzstqivh. 4 A=A +58 3 tH38 me).

MS (ISP) 411 [(M+H)*] 2 413 [(M+ 2+ H)* ]; mp 132C.

2o 32
8- R 2 -4-[3-(5-sto]=FAvE-[123]|Ee]otE-1-o)-dd]|-7-9]Fe|g-1-U-1 3-Tt]to] =2 -l = [b]
[1.4]t]oAA-2-2

A4 AES RO)-[4-F22-2-(3-F4A-3-{3-[5- (EﬂEE}O}Ol‘:E I -2-dSAME)-[1,2,3]EolE-1-¢]
- 29 & dopu] )53 B ) €1~ -3 |- FHyhAE tert, - P8 o 2 2(2 4] o] M30)Z R Quk A} Noj w
& CH,CL,3<) TFAZ A2i5te] Axa5ich, 94 A 24 5830H58 me).

MS (ISP) 437 [(M+H)*] & 439 [(M+ 2+ H)* ]; mp 193-197C.

2o 33

7-tlolgolr] v —4-[3-(2-v]& -2H-3]e}%-3-9) - d]|-8-Ee EL o 2uel-1,3-Tlstol =2 Wiz [p][1.4]c ol 4]
no-e

FA4 3ES (5-vd "ol w=-2-
S 2 e -sd)-7hA tert. - € o
3] A

TFAR Aeale] Al %89t

-T2 o) -4-Eg 57
Eﬂé(% 1 1 M31)(78 mg, 0. 14 mmoDiTEi Ak A2 Nejl mhet CH,Cl, 5 9]
!

MS (ISP) 428 [(M+ )" ]; mp 225C.

2o 34

4-[7-F22-8-(Alo]Fzxgd-—ve-olux)-4- -4 5-T]5o| =2 -3H-HZ[b][14]HolAT-2-A|-F g -
2-7tH U EZ

A4 3 ES [2-olnx-4-F 22 -5-(A}o] F 2L 2 I -1 g -0} L)—ﬁﬂ‘é]—ﬂ%‘*} tert.— g A Z~HZ (A A4 J11)
(150 mg, 0.5 mmol) ¥ 3-(2-Alo} -8 d-4-d)- 3 %i Z 2y 4t tert.—H-8 o AH E(A A 9 K3)(150 mg,
0.61 mmo)ZH-E vt dx} Mel| wa} A| =kt =58 &4 dut a4 Noﬂ U}E]' CH. CIZT«] TFAZ A d st &

B3 A|7]aL e ShA Zi o), A SLA| =AM 2553 E‘r(69 mg).

MS (ISN) 364.1 [(M-H)"] % 366 [(M+2-H)"]; mp 199-2017C.

A Ao 35

8-Sz e -7-tugolu] - -4-[3-(4-3to| = FA|HE-3-HEgl -o] ZALEH-5-¢)-FHd |-1.3-Us}o| == -dlZ[b][1.4]
oA A -2 -2

FA| 3ot E (RS)—[4—§LEE—5—T4Uﬂ%O}U]i—Z—(S—{S—[S—Uﬂg 4-(Hl Egtsto] E R -y gh-2-d S A v d)-o] £A}
E-5-d]-vd)-3-Fa-Z Ry e dobu) o)~ d | -7hit tert.~ - ol 2B 2 (A o] M32)2H-E Ak A3} Nef| wh
2 CHyCly 79 TFAR A2 sto] Alzstgict. 4 A 2 T:o}oﬂﬁ}(eso mg).

MS (ISP) 425 [(M+H)" ] 2 427 [(M+ 2+ H)* ]; mp 232-2337C.
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Ao 36

8-FRw-7-(Ato|lF R -ve-on|w)-4-[3-(3-mH-o] HALE-5-)-gd |-1.3-t]slo| == W [b][1.4]]

ofAH-2-

A4 ES [2-0ot-4-F 22 -5-Ko]F R 2 -wE-oln|x)-Hd | -7IuH4} tert. ~r g o 2~HE(A A J11)
(156 mg, 0.5 mmol) ¥ 3-[3-(3-HE-0o]FEAZ-5-Y)-Hd]-3- AL -Z 23] 2%} tert.-F-E o e 2(H Ao K4)
(170 mg, 0.56 mmoD) &5 duk A2} Mo whel Alzaklvh 59 48 dvk 44 Noj| whe} CH,Cl, 59 TFAR A

glsto] R 3 A7)aL g A AT A aLA| 24 58 TH49 mg).

|

MS (ISP) 421.3 [(M+H)"] % 423 [(M+ 2+ H)"]; mp 195-197C.

Ao 37

8-SR w-7-(AtolF e A -ve-oinw)-4-[3-(5-dto] == A e -[1.2 3] EdjobF-1-9D)-9d|-1.3-t o] =
Z2-wlz[bl[14]olAA-2-2

FA =S (RO)-[4-F22-5-(Alo|E2 22 -HE -0} )-2-(3-54-3-{3- [5 (HEgsto| =2 -9 g-2-<
SAHE)-[1,2,3]Ed|otE-1-d]|-dd} -2 2y e dojr] i) -dd | -7t tert. - & o 2H Z(HA] o] M33)(200
mg, 0.313 mmol) & 58] Ank A=} Noj| upa} CH,ClL, 59 TFAR A glste] Alzatqith Bhe A uA 24 5390t

(54 mg).

MS (ISP) 437.3 [(M+H)"] 2 439 [(M+ 2+ H)*].

21 A]of 38

7=t gotr e -4-[3-(5-t]Hgolu g -[1 23] Eglo}E-1-9D)-Hd|-8-Ee|EZF e wrd-] 3-t]slo]| ==
Hiz[bl[l4]]opAA-2-2

EA ShehE S (-HHEobr| e -2-{3-[3-(5~- EluﬂE‘ ot erEd-[1,2,3]EgjolE-1-)-9d]-3-F2-22ved
ofn] i} -4-E &7 0 2 - d) -7 tert. - 5-© ol ~E| 2 (Ao M34)(126 mg, 0.214 mmoD) =5 Ak M2}
Nell w2l CH,oCly 5 9] TFAR A 2]she] Alzsginh. B &4 IA =4 55353 0H23 me).

MS (ISP) 472 [(M+H)" ]; mp 200C.

2 Aef 39

8- 22 -7-tjueojn v -4-[3-(5-3dtolEE A MY -2-m g -2H-T e} F-3-9D) -9 d|-1.3-t]sto] =F - = [b]
[1.4 2

ﬁ‘r%%% (RS)-[4-ZF22-5-tr|dolnx=-2-(3-{3-[2-H & -5-(H EFslo| = 2-3 &-2-d 2 A H&)-2H-7]
—Ad}-3-2A-Z 23] o Joln) x)-Hd |- 7P tert. -5 € o 2 H (A Al ¢ M35)(278 mg, 0.44 mmol)
42} Nell whe} CH,Cl, 5 ¢ TFAR Al ato] Alzskith v 4 A 24 F5313tH129 mg).

4

0
'z
mN

MS (ISP) 424 [(M+H)*] 2 426 [(M+ 2+ H)*]; mp 184C.

2] 40

4-(4=54-8-9Zey-1-U-7-EZ L0 Rue-4 5-t]sto] =2 -3H-Wl=[b][1.4]]opAA-2-)-3]e]H-2-7}
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5] @ o] ] -5-9] ) - 1-9-4-Ee] % 0 2| g

FA S {2-[3-(2-Alob-T B d-4-d)-3-F -2
At A Nej o CH2C1ZTA TFA®R A g]sto] Alzagitt. &

Hd -7t tert. -5 o AH Z (A A o] M36)Z5-H
AN A A 312 24 53 THES mg).

MS (ISP) 400.4 [(M+H)*]; mp 188C (dec.).

2] 41

4-[3-(5-3tel=Z A9 -[1,23]ElobE-1-9)-Ad|-7-9 Selel-]1-9U-8-Eg ZF o 2ujgl-] 3-t]sfo] = 2wl
z[bl[1.4]delAA-2-2

BA 3HES (RS)-[2-(3-54-3-{3-[6-(HEgsto| =2 -F e-2-d S A HE)-[1,2,3] Eo}&-1-¢]-7d
AOéo}ng 5- Aifﬂﬂ 1 Ad-4-EfZF 2 E-Hd -7t tert. - 58 o 2H| 2 (A A ¢ M37)Z5-E
A2} Nell w2} CH,Cl,5 ¢ TFAR A g]ste] Alzstqint. B &4 A=A 53k tH33 mg).

p-x
3w

g

MS (ISP) 471.2 [(M+H)*1; mp 134C.

2 Alef 42

7=t glotr e -8-5F0 2 -4-[3-(5-dto]=F AW E-[1.2 3| Ee]otE-1-e)-sd]-1.3-tslo]=m-ul =[]
[1.4]t]oAA-2-2

FA) SRHE S RS)-[5-H "o a4 -5 F 2 2-2-(3-54-3-{3-[5-(H Eg}eo] =2 -] F-2-U S A o &) -
[1,2,3]E8otE-1-d]-vd}-Z 2y e d-opnm)-# ] -7t tert. — & o] 2EH 2 (2 A] o] M38)(375 mg, 0.63
mmol) Z5-E Ank A} Nejl whe} CH,Cl, %9 TFAR ] #]ate] AlZzskd vk 4 1424 5539 tH115 me).

MS (ISP) 395 [(M+H)" ]; mp 75°C.

2 Alef 43

7=t glotre-4-[3-(5-t]Hdotr e -[1.2 3] EejobE-1-9D)-#d]|-8-FF 0 w-] 3-t]sto] =R -l [b]
[1.4]t]oAA-2-2

¥A4 3ES (5-td ol =-2-{3-[3-(5-tHE-olr] =& -[1,2, 3] Ego}Z-1-Y)-Hd]-3-Z -T2y oY
ol -} -4 -ZF 9 2 - d) -7 tert.—FE o 28| 2 (A A9 M39)(170 mg, 0.32 mmol) 255 Lyt A=} Noj| u}z}
CH,Cl,% 9] TFAR A 2|sle] AlzslAr). F4 uA 24 F5319TH34 mg).

MS (ISP) 422 [(M+H)*]; mp 181C.

2o 44

7ot ol -8-%F 0 2 -4-[3-(3-slo| EZA v -0] &AL E-5-9))-7d]-1,3-t]stol =& -l = [h][1.4]c] oL A
no-e

IA SFES (RS)-[5-tH ol u-4-ZF 9 2 -2-(3-22-3-{3-[3-(H| Eg}slo| =2 - &-2-I 2 A v & )-0] &
AFE-5-Y ]~ Jﬂé} Ryl Qdolu] ) Jﬂé] 7} ik tert.— 52 o 2B 2 (A A o] M40)(314 mg, 0.53 mmol) 5§ &
Wk 42k Nell mhe} CH,Cl, %9 TFA®R A2 ate] Al z23k3] D} g A 2 A 5 THO5 mg).

MS (ISP) 395 [(M+1D)"]; mp 187C.
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Ao 45

8-Frw-7-vugoeir-4-[3-(c-d =e]d-1-Ame-[1.23]|Egfo}E-1-)-sd|-1.3-t]sle|]=w-ml%[b]
[1.4

A e S 8-SR B -T-HHE ot e-4-[3-(5-gfo] =5 A -H " -[1,2,3] EgolE-1-U)-Fd ]-1.3-Hslo| =&
~#lZ[b][1,4]T])obA W -2-2 (2 A ¢ 3)(123 mg, 0.3 mmol) ©.2H-E 23°C WA HFatel A 158 52k CH,CL, (2 mL)
%2] SOCl, (0.044 mL, 0.6 mmoD & A& & &, 20 AxAA A 230 24 FZeto] =2 DMF (2 mL)oll §351417]
i Z8be) Nal 2 922 9(0.248 mL, 3.0 mmoD) 7t &7 23T ol A tlcell o8l ZZetol=o] ghxd g Hsto] 2 A1E
74 ksl ik, £ EtOAcel] *o]aL, & B A= AlH3kaL, Na,S0, ol A AxA 2. $viE el
A AABE G A S 5L, ol & *E‘FJ?} A AY ArvtEagd 2 A sl G4 A 24 538 TH101
mg).

r]I.
o{o
F§°i

MS (ISP) 464 [(M+H)* ] 2 466 [(M+ 2+ H)* ]; mp 180-182C.

Ao 46

7=t gotr=-4-[3-(3-3to] = A F —o] BAH-5-D) - d |-8-E ] Z T mrd-] 3-t]slo]l=2-ul=[b]
[1.4]d]olAl -2

A FFES RS)-[5-H ol =-2-(3-F A2 -3-{3-[3-(H Egsto] =2 -F &-2-A KA W &) -] HALE-5-A | -
Adi-zad e dolnn)-4-EgZF o 2 e -dd -7t tert. - 59 o] 28] 2 (2 A o] M41)(680 mg, 1.05 mmol)
Z5E ARk "Ap Nell w2} CH,Cly 5o TFAR A2l ate] Al zsh3ltt, &4 A=A 538310294 mg).

MS (ISP) 455 [(M+H)* ]; mp 219<C.

Ao 47

7-dHgopr 8- 20 2 -4-[3-(3-rg-o]EAE-5-)-Fd]|-1.3-teto|=m-dZE[b][l.4]t]olAH-2->

A SFES G-t Eoln] e —4-ZF 0 2 -2-{3-[3-(3-HE-0] A Z-5-U)-F I ]-3-& -T2 3] o Jo}u| -} -
Hd)-7Habat tert, -8 of 2~ H] Z (2 Al o] M42)(233 mg, 0.47 mmol) 5§ & HF A=} NOﬂ w}a} CH,Cl,% 9] TFAR ]
gate] Az A u A 2A 53519 tHE9 mg).

MS (ISP) 379 [(M+H)* ]; mp 124 C.

Ao 48

4-[3-(5-olAlE|A-1-Amd-[1.2.3]|Elo}E-1-9D)-HH|-8-F == -7-t]w|Ho}r=—] 3-T]eto] Em-wl X [b]
[14]c]otAlA-2-=

EA ES 8-FR2-7-tddolu] =-4-[3-(5-3lo ]| =EAHE-[1,2,3]Eg|o}E-1-Y)-d]-1,3-1] o] == -
Mz [b][1,4] ] obAl A -2-2(2 Al e]l 3)(123 mg, 0.3 mmol) ZH-E] A A]e] 450l 7] Hhe} o] SOCl, (3 eq.) % EF]
g al o] wl(10 eq.) o2 A Elate] Az A uA 24 53 TH17 mg).

MS (ISP) 450 [(M+H)* ]; mp 153C.

A Ao 49
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8- R -7-tyugolr=-4-[3-(5-cto] = A m g -o]| EALL-3-9)-Fd -1 3-t]stel=w-ml Z[b][1.4][c]o}A &

%A A ES (RS)-[4-F22-5-t)veo}n| x--2-(3- ﬁ: 3 {3-[5-(H Egslo] =2 -3 &-2-U A v & ) - o] £A}
Z-3-9]-gd -z 23 o doln ) -Hd | -7 tert. -8 o ~H 2 (A A o] M43)ZH-E] Ank A} Noj| ubah
CH,Cl,s¢] TFAR A ste] Alz33itt. A a2 24 ?5—6}%4(113 mg).
MS (ISP) 411.3 [(M+H)"] 2 413 [(M+ 2+ H)"]; mp 211C (dec.).

21 A1 ¢ 50
8-Fm & -4-[3- (5 slol=Z A WE-[123]EgolE-1-)-Hd]-7-9Hed-1-2-13-t]alo] =2 - %[b]
[1.4] 1’4 olA H-2-2
¥4 FES (RO)-[4-F22-2-(3- i—3—{3—[5—(EﬂEa}%}°1Ei U H-2-A AW E)-[1,2,3]Ego}E-1-Y]
g -2 2y @ dobn| n)-5-T A 2l -1-d - d |-t tert.-F-E o 2HE(H Ao M44) 25 duk A2 N lw}

2t CH,Cl, 5] TFAR A 2lste] Alzskltt, Bh2 &4 A=A 538131099 mg).

MS (ISP) 451.3 [(M+H)"] 2 453 [(M+ 2+ H)"]; mp 246C (dec.).

2] 51

7=t glotr -4 -[3-(5-3dto] =F A W E —o]| £ALE-3-9)-Hd |-8-Ee]EF e muEl-] 3-t]slo]=m Wl % (D]
[1.4]c]otAA-2-2

FA 3h=s RS- [5-HHEotr| =-2-(3-52-3-{3-[5- (EﬂEE‘r%}OlEE I -2-A G ) -0l HAFE-3 ] -
Ad}-Z ey e dopn|e)-4-EEF e 2u|d-ad | -7hAT tert. -5 & ol 2 H| 2(H A o] M45) = 58] Ank H 3} Noj|
w2}t CH,Cl, 5o TFAR A 2lsto] Al zakl vk, Bhe A a4 = A T?OF"*E}GOS mg).

MS (ISP) 445.3 [(M+H)"]; mp 211C (dec.).
2 Ao 52

8- R -7-tugoine-4-3-vgF-1-Ad-Fd)-1.3-t]ste|l=z - x[b][1.4]c]o}AH-2-2

R L ol G b e B RS e i
tert.~-8 o 2| Z(2A o] M46)ZHE Auk 23} Noﬂ whe} CH,Cl, 3 TRAS A2 she] Al zak it} 24 sLA] 24

53R THT5 mg).
MS (ISP) 380 [(M+H)* ] & 382 [(M+ 2+ H)* ]; mp 231-234C.
A Aol 53

7-tlveolr] i —4-[3-(3-3 el gl -1 -] & -o] &AL E-5-0)-A | -8-EEF o 2uel-]1,3-t]sto] =2 W%
[b1[1.4]c]obAll-2-2

A s}gt %% 7-yu " olr] -4~ [3-(3-3}o] EEA|HE ~o] HALE-5-U) - | -8-Eg EF e 2rE-]1,3-tslo] =
2-flZ[b][1,4]1H kAl A -2-2 (2 A< 46)(111 mg, 0.25 mmoD) &= 55 A A| 4] 450]] 7] nlef o] SOCL,(3 eq.)
2 9 EZ2 (10 eq) o2 A sto] A xsFATE FA A ZA 55 TH28 mg).
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MS (ISP) 498 [(M+H)* ]; mp 160C.

Ao 54

7-tlvlolr] e —4-[3-(3-R2 Eg)-4-u] g -o] &A1 E-5-0)-Ad|-8-EEF o 2uel-1,3-t]sto] =2 Wl
[b1[1.4]c]obll-2-2

|

TA 3 gES 7-tddolu| -4-[3-(3-3lo] EF A W E 0] HALE-5-)-Hd | -8-Eg EF e 2 E -1, 3-T]5o| =
-HlZ[b][1,4]1H kAl A -2-2 (2 Ao 46)(53 mg, 0.12 mmol) & 2 -] A Ao 450] 7] whe} Zeo] SOCI, (3 eq.)
ZA(10 eq) o2 A 3to] Azttt A DA 2 A =531 TH33 mg).

 F

2=

)

MS (ISP) 514 [(M+H)* ]; mp 165C.

A Ao 55

7-dHgotr-4-[3--t]rgolr| el -o| £AL£-5-9D)-FJ|-8-Ee] EF e wwEl -1 3-t]slo] =2 -ul % [b]
[1.4]d]olAl -2

FA ShehE S - ol -4~ [3-(3-8fo| EEA M -o] HALE-5-A) - ¥ ]-8-E S F 2 E-1,3-Hslo| =
Z-wlz[b][1,4]1H oA E-2-2(E Al o] 46)(53 mg, 0.12 mmoD) &2 H-E] 4 A4 4501] 7]gﬂ upe} o] SOCl, (3 eq.)

2 40% Me,NH-581(10 eq.) &2 He|sto] Alxst3lh ¥he 34 14 24 #5313 tH21 mg).

MS (ISP) 472 [(M+1D)" ]; mp 160C.

2o 56

4-(7-ZFow-4-F4-8-9Fed-1-U-45-t]sto] == -3H-WlZ[b][1.4]|Ho}AF-2-)-Fe]Pd-2-FtH U EY

A setE %{ -[3-(2-Alobe-T 2l d-4-)-3-F -T2y Q ol |-4-5F 0 2 -5-y| Ze|d-1-d -} -7}
HAE tert. & ol SH| 2 (H A o] MAT)ZHE Adntk 4 }NOH wte} CH,Clyg o] TFAR A 2lato] Alxskalth. e 4|4

A ZA 5354 mg).

MS (ISP) 350 [(M+H)"]; mp 278-279C.

A Ao 57

Co

EF 0 -4-[3-(3-W -0 £ALE-5-01)-9I]-7-5] Ee]d-1-U-] 3-tlslel =2 - [b][1 4lc]opAH-2- 2

LR

mw@

A
-y

ZH
AN

b
tlo

=
~Fhi
A=A

(4~ “—é QZ-2-{3-[3-3-HE-o|HAIE-5-D)-Fd]-3-Fa-Z2I e dolr| =} -5-F Fd-1-Y
S5 ol | 2 (A Ao M48) 2 5-E] Unk M Neojl whe} CH,Cl, % 9] TFAR A #late] Al 233 th

1 TH86 mg).

>~

_4

ter
456}

i

MS (ISP) 405 [(M+ H)* ]; mp 236C.

A Ao 58

8-E2 0w 4-[3-(G-slolu=Aug-[123]=eol%-1-9N)-s]d]-7-sSelg-1-9-1 3-tlefo] =2 W% [b]
[1.41clobA 51 -2-2
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S~ 5= = halol m2 o) d-2- 0 A< 1, 23] = o1
€19 A ert 3 A S MAO A AN
shelth .4 A2 FE3HHT2 mg).

FA4 3}ES (RS)-[4-ZF22-2-(3-
A]-dd)-L 23] o Jolr])-5-3] Zg
oﬂ T’q"j/]' CHZC 2—(5“'4 TFA= X%E] 0]—04 ]

MS (ISP) 421 [(M+H)"]; mp 184-185T.

2 Ao 59

4-8-olAEA-1-I-7-F2=-4-8 -4 5-v]slo] == -3H-ME[bl[14]c]opAH-2-¢D)-Fe]Hd-2-FtH U EH

A4 e {5-O}Xﬂlﬂ%-1-%‘—4—%ii —[3-C-Alope-d T d-4-)-3-F -2 2y e dojv e | -3 d } -7}
Ahtert.—FE ol AEH 2 (A A o) M50) 2= HE Udutk A} Nell uke} CH,ClL, 59 TFAR A 2late] Azt e =A4

A 24 #5380 THE6 mg).
MS (ISP) 352 [(M+H)"] 2 354 [((M+ 2+ H)* ]; mp 276C.

21 Ao 60

[3-(5-lol =B Al E o] SAlE-3-o) s d]-7-uEeld -1 -U 8- ELowuu 13 taolw wz[p]
[1.41clobA 5 -2-2

FA 3FES (RS)-[2-(3-24-3-{3-[5-(H| Eg}slo| =2 -3] &-2- 01—%]131]51) o|EALE-3-d]-HAd}-Z2u oY
ol w)-5-TEYU-1-U4-4-EGZF o 2 -dd -7t tert.- 54 o 2H Z(A A ¢ M51)ZFE] L4k 2 x} Noj|
w2} CH,Cl, 5ol TFAR A 2lsto] Al xaklvh. &4 A 24 53831 vH224 mg).

MS (ISP) 471.2 [(M+ H)" 1; mp 206-208C.
2A e 61

4-(8-otAE|A-1-A-4-54-7-EZ L0 Zue-4 5-t]sto]=2 -3H-Wl=[b][1.4]]otAA-2-)-3]e]H-2-7}

HUEY

F%

¥A SFES {5-oMAE U -1-U-2-[3-(2-Alo}e-T g -4-U)-3-F -T2 2F] o dolr| = |4-Eg ZF e 2vd
A} -Fhakat tert. - 58 ol 2B 2 (A A o] M52) 258 Ank A2} Noj| wpe} CH,Cl, 5 9] TFAR A g3} zﬂg_o}oﬂdr k3

A2 A DA ZA 53 THEL mg).

MS (ISN) 384.2 [(M-H)"]; mp 241°C.
2o 62

7=t A I -1-9-4-[3-(3-wd-o]&AZ-5-D)-d|d | -8-Ee] ZF o mud-] 3-t]alo] =z -MlZ[b][1.4]t]o}A]

BA F3ES (5-olAEH Y- 1 A-2-{3-[3-B-mE-o] EAIE-5-Y)-H L ]|-3-Fh-Z 2 o} -4-EZ &F
e 2d-dd)-7HAt tert. - 58 o 2 2 (P Ao M53)Z5-F L RE A2} Noj| EE}E} CH,Cl, %9 TFAR A 2fste] A%
sheich. g A=A Ta—o}owr(% mg).

MS (ISP) 441.3 [(M+ H)"1; mp 239C (dec.).

2o 63
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7-olAE|Y-1-9-4-[3-(5-ato| =2 A e -[1.2.3] Eelo}E-1-9N) -7 I ]-8-E ZF ¢ 2v]e-] 3-tlsfol =2 -4l
z[pl[14]clolAln-2-2

A 3hghE S RS)-[5-okAlE D -1-9 -2-(3-54-3-{3-[5- (EﬂEE‘r@}‘ﬂEi-ﬁ]%—2—%%/\]”1]%‘)—[1,2,3]53]0}
E-1-d]-dd-ZEy e dotrin)-4-EEF e 2uld-#d | -7HAt tert. - FE o SEH 2(H A o] M54 = HE Lt
A2k Nell whe} CH,Cl, 59 TFAR A 2leto] Alzskltt. 4 aA 24 T’—TO]'OZIE}HSQ mg).

MS (ISP) 457.4 [(M+ H)" 1; mp 202C (dec.).
2IA1 e 64

7=t gotre-4-(3-v]e}=-1-d-Fd)-8-Ee|EF e mrEl-] 3-t|to]lcm-ul=[b][14]|]otAA-2-

YA sES {5- E}uﬂao}ﬂu—z [3-24-3-(3-Tg&-1-d-HAd)-Z29 o do}ln| = | -4-E ZF 0 2w e -5
) -7hkat tert. -9 o 2~ H 2 (A A ¢ M55)(438 mg, 0.82 mmoD) ZHE U¥+ A2} Neoj| wbe} CH,Cl, %2 TFAZ A2
sho] Al z=8k3l Tk ‘3%3 A A ZA 5 TH238 mg).

MS (ISP) 414 [(M+H)* ]; mp 176C.

Ao 65

7=t ot e-4-3-[1.24]Egjo}E-4-A-d)-8-FEgFF e -] 3-t]sto]=m-wl%[b][1.4]c]o}A] 3
2-2

EA ggES {(5-tudoln|=-2- [3 3-(3-[1,24]1Eqo}ZE-4-d-Hd)-Z29 o Joju| = |-4-EgZTFo 2
g - d} -7t tert. -5 E o ~H 2 ] o] M56)(280 mg, 0.526 mmoD & 5-5 ¥+ "4} Nej| w2} CH,Cl, 59

TFAR A g]ste] Al xstqlvh. 4 ﬂxﬂ A 58 tH121 mg).

MS (ISP) 415.3 [(M+H)" ]; mp 247-250C.

214 66

7=t golr e -4-(3-olrtpE-1-A-Hd)-8-Ee]EF Lo 2w -] 3-t]slo]l=2 - [b][14]c]o}AH-2-2

A s E S (G-t dotu] h-2-[3-(3-o| P thE-1-U-Hd)-3-A-Z 2T o Joju| - |-4-E L EF 0 2 v -7
-7t tert. - ol RE|E(HA o) ME7)Z5-E dRE A} Nell whe} CH,Cly g9 TFAR A 2] dte] Al z38k3it). &4
FAZA F53FATHI32 mg).

MS (ISP) 414 [(M+H)* ]; mp 203-205C.

Ao 67
8-Frw-7-vugoir=-4-[3-(4-sto] = A mE -y e}F-1-9D) -9 d]|-1.3-tsfo] == -wix[b][1.4]]o}A -
2-

A4 31 ES (RS)-[4-F22-5-T)Hdo}n =-2-(3-24-3-{3-[4-(H Egslo| c2-0@a-2-d 2 A o &d)-1] &} =
-1-d]-Hd-Z 2y o dotr] )-Hd | -4t tert.—H-E ol 2 EH 2 (A Al o] M58)(642 mg, 1.05 mmol) Z5-& L1t
A Nell w2} CH,Cl, 5 2] TFAR A 2jste] Al xak vk, A A=A =532 tH365 mg).

MS (ISP) 410 [(M+H)* ]; mp 211C.
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Ao 68

7-tugoln - -4-[3-(4-3to]| =AW E-F g EL-1-)-Hd |-8-EgZFe 2 E-]1 3-tsto| =2 - F[b][1.4]
HolAHA-2-

%A SE S (RS)-[5-T Do}l 1-2-(3-5 2 - (3-[4-(Hl Eeoo] S 2 -3 -2~ S A W &) - 2} - 1- 2] -5
di-z2 23 edolu|w)-4-EFZF 2 e-Hd |-7HHit tert-F-E o ~HZ (A Ao M58)(590 mg, 0.91 mmol) &
58 Quk A3k Nel whel CH,Cl 3] TFAZ A 2lshe] Alzshgieh, we 24 A 24 553519 5H299 me).

MS (ISP) 444 [(M+H)*]; mp 175C.

Ao 69

7-tlvlgolr] e —4-[3-(4-slol = 2w -3-v] gl -o] &AL E-5-9)) -7 ] -8-Ee] ZF o wv|el-] 3-tlglo] mr q%
[bl[1.4]c]o}A|A-2-2

S S (RS)=[5-51 W L0 2 ~(3- (3-8 Wl ~(o] = hoho] =23 029 & Aol )=o) 8521 -
A A A B I b A R
A Nel whe} CH,Cl,%9] TFAZ A#lste] A=At e F4 mA=A 5559 tH64 me).

MS (ISP) 459 [(M+H)* ]; mp 207-208C.

A4 70

7=t glolr e -4-[3-(4-dto] = Z A WE —o| £ALE-3-0)-H I |-8-Ee]|EF e wuEl-] 3-t]slo]=w-wlZ[D]
[1.4]c]oAA-2-2

¥A4 3ES (RS)—[5—1’4Uﬂ%o}ﬂli—2—(3—%i—3—{3—[4—(1€ﬂEE}B}O]‘:E 9 @-2-d A | El)-0] HALE-3-Y ]
Adi-229 o dolrn)-4-EZF 2w d-dd | -7}t tert.-FE o 2HE(H Ao M6D)Z 5 Iyt A=t Noﬂ
wtet CH,Cl, 5ol TFAR A glato] Al xaklvh. ¥ &4 1A 24 45384 tH50 mg).

MS (ISP) 445 [(M+H)*]; mp 217-219C.

A 71

7-tugoln - -4-[3-@2-wEddvd-olut}L-1-d)-Hd|-8-EgTFe 2y el-] 3-t]slo]==2-wlZ[b][1.4]]
ofAH-2-

A SRS (5ot Fohv] m-2-{3-[3-(2-] @A sk d—o] V] b - 1-9) -3 | -3-% - 23] @ opv] 1} 4 - E ]
;-?—Q_E\ﬂ]‘a‘ Hd)-7Ht tert. -4 ol 28| 2(2 Al o] M62)(450 mg, 0.78 mmol) =48 L xk 4} Noj| whe} CH,CI
Fo TFAR Aelshe] Alxshevh, %4 Al 24 555491 tH(253 mg).

MS (ISP) 460 [(M+H)* ]; mp 192C.

Ao 72

7-tr"opre-4-[3-

(4 0}01EE’JUﬂ%—Z—Dﬂ%—2H—ﬂﬁ‘r5§——3—°é)-fﬂ1‘é]—S—Eﬂ%—?‘rgiﬂﬂ%—1,3—ﬂ3}015i-
H(bl[1.4]t]obAA-2-
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Al st=S RS)-[6-HHgobr :=-2-(3-{3-[2- UJ]%—ZL—(E%]EE}“S}OlEE—ﬂ%—Z—Q%A]G]%)—ZH—E]E}%—S—
-39} -3-F -2y e d-opn|wm)-4-Eg| & F e 2 e -3 d | -7t tert. -5 ol S| 2 (A o] M63) 2 5-F
gb 2 Nell whe} CH,Cly 5 o] TFAR A gjsto] Al sk givk. &4 2] 24 ‘I‘?O]'Oi E‘r(272 mg).

_4

m& 1o

MS (ISP) 458 [(M+H)" ]; mp 243-244C.

2o 73

g-Frw-7-tugoire-4-3-[1.24]Eo}L-1-A-Fd)-1.3-t]to]=m-wix[b|[]1 4]|t]o}AA-2-2

EA 3 E S (4-F2E-5-tgHgopr| v=-2-[3-24-3-(3-[1,2,4 | Ex]o}ZE-1-d-Hd)-Z 20 o Jolu| - |- d }
~7hkak tert. %ﬂ- off 2Bl 2 (A A ol M64) 2 H-E] Ak A} Nel| whe} CH,Cl, %o TFAR A2 ste] Alzsidch. 4 2
A2 5339 (316 mg).

MS (ISP) 381 [(M+H)*] 2 383 [(M+ 2+ H)"]; mp 239-241T.
2 Al 74

el e-4-(3-[1.24|Eg]otE-1-U-sd)-8-Ee|F Lo wwrel-]13-t]dto]=m-wix[b]|[]1.4]|t]otAA-

r}oﬂ

A FAES {5- u}uﬂao}u] -2-[3-%4-3-(3-[1,24 | Ego}&-1-¢-Hd)-T 2y e do}r]| = | -4-Eg ZTFL=Z
v Bk tert. -9 ol ~EH Z (A A o] M65) 2 HF-E Ak "3} Nejl wheh CH,Cl, ¢ TFAR A 2| ato] Al %3}l
o}, 34 1A 2A 55359 H269 mg).

MS (ISP) 415 [(M+H)" ]; mp 228-230C.
2IA1 e 75

3-(@-trElotr-4-FA-7-Ee]EF o wud-45-t]sto]e 2 -3H-WZ[b][1 4]t A-2-) -l = E

A e {2 [3-(3-Alole-Hd)-3-FA-Zru o d-oln| = |-5-tHEoln| u-4-Eg EF 2w e -3 d}-7}
HHAT tert. -8 o 2 E 2 (A Al o] M66)(180 mg, 1.0 mmoD) &5 URrF Ha} Nej| w2} CH,Cl, % ©] TFAR A 2] ate] A

=33, %‘r*ﬁ AARA SR THA] mg).
MS (ISN) 371 [(M-H)"1; mp 224-227C.
Ao 76

7=t ot e-4-(3-{5-[(222-Ee]FFe z-odojn)-vd[-[1.23]|Egjo}F-1-U}-HI)-8-E| T T =
Hel-1.3-tsloleg-wz[bl[14]]olAHA-2-=

FA st= S 7-td o -4 -[3-(5-3le| =AM E-[1,2, 3] Eg|o}E-1-Y) - |-8-EEF e =vd-1,3-
datol=z-wlz[b][1,4]H kAl d-2-2(A Ao 17)(133 mg, 0.3 mmol) 225§ 4 A| 1 4591 7] nfe} ol
SOCL,(3 eq) B 2,2 2-E&EF Q2o HolH(10 eq.) &2 A ate] Al xakqtt. B A aA 24 #5319 vH19

mg).

MS (ISP) 526 [(M+H)"]; mp 168-170C.

A Ao 77
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7-ClolZ e g Aue ulg-olnw)-4-[3-(5-lo| E2A e -[1.2.3] Eelo}E-1-0)-Ad]-8-E EF o wu]dl
“1.3-talel= ez [b][1.4]t] ol AT -2-&

EA 3ES (RS)-[6-(Ktol &2 22 d v e -v g -o}n| 1)-2- (3 2-3-{3-[5- (EﬂEE‘ré}OFE ﬂ%—z—%‘—%ﬂﬂﬂ
2)-[1,2,3]Ego}l&-1-d]-Ad} -2 23 e dolr|w)-4-Ed & UJ]B A ]-7H At tert. -5 g o] AH 2 (A A]
o] M67)(939 mg, 1.37 mmol)il‘%lﬂ oWk A 2} Nof| e} CH2C12T4 TFA=Z A 2|ate] Alzahgit. e g 1A 2 A

T538 tH544 mg).

MS (ISN) 483 [(M-H)"]; mp 212TC.

2o 78

~[8-(Alol 22 g A g v g —opv] ) -4-& 4 -7-E@] ET o 2uel-4,5-t]sfo] = 2 -3H-wl% [b][1.4]c]ob Al -
2-91]-9elgl-2-slu e

EA S5 -[3-(2-Ale} -T2 - 4 A)-3-F -2 o dol| = |-5-(Ao]| S22 A v d - el -o}r] &) -
4-EPZ E’Liﬂﬂg Hd ]-7FAF tert. -5 € o 28| 2 (A A o] M68)(173 mg, 0.33 mmol) 258 Lyt A=} Noj| u}z}
CH,Cl, &2 TFA=R A 2]ste] Al x&} 3t :&o]—}iv] A=A F53FATHET mg).

MS (ISN) 412 [(M-H)"]; mp 155T.

2o 79

—[3-(4-AtolEm Iz wFotn| el -vlafE-]1-o)-FHd|-7-t]udoln|=-8-Ee]ZF o wuE-[] 3-t]do]l=m -
Hﬂ [bl[1.4]c]obAl A -2

A SEES T-vHgol| -4 [3-(4-Fto| EF A HE -T g} E-1-) - d | -8-EZ EF 22 -1, 3-H3lo| ==
-#=[b] [1,4]1’40}Xﬂfﬂ—2—%(§/\] o] 68)(133 mg, 0.3 mmol) & & 5] A A]of 45¢]] 7] % wle} o] SOCL,(3 eq.) B
JolZF2Z 23 o}wl(10 eq.) & & A gl &to] A 23} A 1A 24 589 tH45 mg).

LK

>

MS (ISP) 483 [(M+ )" ]; mp 135C.

21 A1¢f 80

4-[3-(6-AtelF R mFolnere-[123|Eg]o}L-1-9)-Hd|-T-(Xto] S m T e A el -mEl-o}n|w)-8-E ] F
TozvE-13-tsloleZ-WZE[b|[1.4]c]olAA-2-2

izﬂ 3} e 7-(Ao)|EF R 2 E -y E-olu] )-4-[3-(5-Ffo| =2 HEl-[1,2,3]Ego}E-1-Y)-HA<d]-8-EF
gilﬂlg 1 3-gstol=z2-wMZ[b][1,4]t]obA A -2-2(A A 4] 78)(145 mg, 0.3 mmol) 2. ZF-E 2 Ao 459 7]
gfﬂ uRe} o] SOCL,y(3 eq.) B AtelE 222 o}l (10 eq.) &= A ] alo] A28t} &4 aLA| =4 538kl vH(97

mg).

MS (ISP) 524 [(M+H)*]; mp 35-46C.
A A e 81

7=t gopr=-4-{3-[2-(2-slo] =ZFA|-o| &) -2H-v] e} L-3- |- d}-8-EL] =T 0 ZrEl -] 3-t]sto] == -4l
Z[bl[1.4]t]otAA-2-2
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EA 3FES (RS)-{5-vHdotn| =-2-[3-24-3-(3-{2-[2-(H Eg}to]| = & -3] &-2- 01941) o & ]-2H-v] =
-3-d)-dHd)-Zry e doln ] -4-EgZF 0 2 W el -Ad} -7t tert.-F-E ol 2 E (A Al 4 M69)(237 mg,
0.36 mmo) = F-E] Ut A3} Nejl wpe} CH,Cl, %9 TFAR A @] ste] Az gk 3 AS | WA ua 24 F538c)
(48 mg).

MS (ISP) 458 [(M+H)* ]; mp 138<C.

Ao 82

4-[3-(6AtolFmrmdoinemEl-[12 3| EgolE-1-9)-dld|-7-t]rEo}r=-8-E2 ZF o w &l -1 3-t]s}
olew-wlz[bl[14]topAA-2-2

FA4 3 ES 7-vr "ol -4 -[3-(5-3lo]| =2 AW E-[1,2, 3] Eg]o}E-1-D)-Hd]-8-Eg = F o 2e-1 3-
stol =2 -z ([b][1,4]t)o} A A -2-(A A o 17)(444 mg, 1.0 mmol) & ZFE A Ao 450 7|45 up} 7o)
SOCL,(3 eq.) R Ate] FRZ2F o} 7I(10 eq.) 0.2 H el ste] Azttt 34 x| 24 553549 tH248 mg).

Mp 145-148C.

21 A]of 83

4-[8-(ol R r e vy olulw)-4-&4-7-Eel T o R g -4,5-t]sto] =g -3H-Wzx[b][1.4]c]olA 3
Q)-seld-2-stu]Eg

EA IFES [2-[3-(2-A o} - :L]ﬂﬂ 4-4)-3-
Z2oZwd- Jﬂ‘é] FHkAt tert.— o ~H| =
CH2C12?4 TFAZ A &3} ?HLLO}OJ’E}. A 3%

A-rRyedol| ] -5-(Ao| E R 2 - e -o}r] )4 -E
Al M70)(215 mg, 0.42 mmol) 258 At A2} Noj| upz}

)
(A
24 539 HE7 me).

MS (ISP) 400.4 [(M+H)" 1; mp 200-205C.

2] 84

7=t glotr e -8-Q2-FF e 2 -d)-4-(3-[1.23|Ego}L-1-A-sd)-1.3-t]sto]=m -z [b]|[1.4]t]c}AHA
2-2

FA BFES (2-gudeln w-2'-FF 0 2 -5-[3-%42-3-(3-[1,2,3] Egjo}&E-1-d-Hd)-Z 2 5] e do}n| =] -H]
Hd-4-U} -7t tert.~ - ol 2~EH 2 (A o] M70)(810 mg, 1.45 mmol) &4 Uuk M} Nejl w2} CH,CL, % 9]
TFAR A e]ate] Azt 4 nA2A 558061 mg).

MS (ISP) 400.4 [(M+H)" 1; mp 225-230C.

2 Aof 85

clul g o) —4-{3-[5-(2-atol == A —ole)-[1 23] =elol®-1-9] s} -8 = EF o wud 1 3-t]sol=
Wl =

7=
== [bl[1.4]c]o}A ¥ -2

A st E %(RS)—{S—Eluil%O}Uli—z 3 2-3-3-{5-[2-(H EFsto|2-ga-2-d2A))-E&d]-[1,2,3]E
o}"g’ 1-d}-dd)-Z 23 o dolr] Eﬂ%%giuﬂ%—ﬂlé}—ﬂ%& tert.—F-g o ~EH| Z(A A o] M72) ZH-E]
A "3} Nell wheh CH,Cl, 5 9] TFAR z%‘ﬂs} o] Azt ¥ FA A 2 A 53 TH179 mg).

L) FH

ﬂJ

MS (ISP) 459 [(M+H)"]; mp 172-175C.
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Ao 86

7-tr "ot --4-[3-(5-dto] = A WH -Te}E-1-) - d|-8-EEFe wud-] 3-tslo]ew-wlZx[b][1.4]

HolAHA-2-
¥A 3ES (RS)-[6-tHEolr] =-2-(3-2% 4 -3-{3-[6-(H Eg}slo| =2 -y &#-2-d A v &)-v] &} Z-1-L | -3
#Hd H

9)-2 290 dop) ) 4-Ea) ZE e 2ud - d ]Ikt tert. - E o 2H| 2(2 A o M73)ZFE Lk A7} Noj m)
2 CH,Cl,#9) TFAZ A ate] Azalgieh e 34 A 24 55519 TH109 mg).

MS (ISP) 444 [(M+H)*]; mp 228-229C.

Ao 87

7-t "ol -4-(3-[1.23|Ego}E-1-d-Hd)-8-EJZF o v -1.3-t]slo|=2-wx[bl[14]c]o}AF -
2-

¥A SFES (5-gHEoln =-2-[3-24-3-(3-[1,2,3 | Ego}E-1-d-Hd)-Z 23] e doln| = | -4-EZZTFZ
HE - d} -7t tert. - -9 ol ZHIZ (A A o] M74)(905 mg, 1.7 mmol) = -8 vt A2} Noj| w2} CH,Cl, 5 ¢ TFA
2 AP st Alxzatdlvt. FA A=A F55E3 THE66 mg).
MS (ISN) 413.2 [(M-H)"]; mp 210-212TC.

A Ao 88

4-[4-52-8-(222-E| T T m-o| BA)-7-E|FT Lo mrd-4 5-tsto]=2-3H-¥x[b][1.4]t]o}AA-2-

A4 FES [2—[3—(2—4%—&1% 4-)-3-FAh-Z 23 0 doju 1 ]-5-(2,2,2-ET ZF 2 - HA)-4-E¥]
= g o] B 2 (A A d) M75) 248 Uuk Ak Nel| whe} CH,Cl, 9] TFAR A 2|8}
STk, vhe WHEH T;O}Oﬂmoo mg).

]
BN Hu
to
fu
=)
i)
H,
, 1T
Y
oz
)
%ﬁ
|

MS (ED 428.2 (M"); mp 252-255C.

A Ao 89

3-(@-tju ol -7-WE-4-E 4 -4 5-t]sto] = -3H-ME[b][1.4]c]e}AFA-2-¢D) - XU EZ

A M E S {2-[3-(3-Alot - d)-3-S A -2 2 9] o d -oju| = | -4 -t] W[ o} -5 - & -5 } - 7}3H4k tert- -
g ol 28 2 (H Ao M76)(0.24 g, 0.55 mmol) = 5-8 ¥k A2} Nell whe} CH,Cl, 5o TFAR A 2lsto] Alxstlth. A
3k A A EA FE519tH114 mg, 59%).

MS (ISP) 319.3 [(M+H)"]; mp 257C.

21 A1ef 90

7-gugolr]x=-4-[3-(5-3lo]| = FA|WE-[1,2 3] Ego}Z-1-9) -7 d|-8-vw&-1.3-tso|=2 -l Z=[b][1.4]
ofAH-2-
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TA FFES (RS)-[5-tHgoln] we—4-1 € -2-(3-2 4 -3-{3-[5-(H Eg}slo| =z - &-2-A LA v &)-[1,2,3]
EgolE-1-¢]-vd -2 23 o d-olu| o)-dd | -7t tert-F-E o 2B 2 (A A o] M77)(0.42 g, 0.71 mmol) &5
B Adnk "k Nol| wheh CH,Cly 59 TFA®R A gléto] Al st gk &4 A =4 58k vH(200 mg, 72%).

MS (ISP) 391.3 [(M+H)" ]; mp 190TC.

2o 91

2-(3-Alotre-dd)-8-trEolr = -4-F -4 5-t]sto] =R -3H-Wl = [b][1 4|t otAA-T-FFH U E

FA BFeh=s (5-Alokm-2-[3-(3-Alobm-3d)-3-Fa-Z 2] e Jopr| ] -4 -] v o} v -3 d } - 7PRHAY tert -
g o 2~EH 2 (H A e M78)(0.28 g, 0.63 mmol)iTEi Ank A2} Nell whe} CH,ClL, 59 TFAR A2l te] Alzxakqlt). 3

A A 7 F58HTH36 mg, 59%).

MS (ISP) 328.3 [(M-H)"]; mp 251°C.

2o 92

I

—[7-WE-8-(md -2 -ofn|w)-4-5 -4 5-tto]= 2 -3H-WE[b|[1 4]t opAA-2-A |-l EE

A QEL%E -[3-(3-Alot=-Hd)-3-FA-T 2 o doln| - |-5-HE -4 -(WE -Z 2 F-o}u| -)-H d | -7} Ak
tert-5-¢ oﬂj\Eﬂ 2(AA G M79)(0.17 g, 0.37 mmol) Z5-€] Lt A2} Neof| w}z} CHZCIZ%Q] TFAR A g st A X3
o 34 A2 A 53139074 mg, 58%).

MS (ISP) 347.4 [(M+H)"]; mp 195C.
21 A o] 93

4-[3-(5-stol=EAfel-[123|Eg]olE-1-9D)-Fd|-8-Hed-7-(Mel-Z=Fd-o}rw)-] 3-tslo]=m-HZF[b]
[1.4]c]otAA-2-2

FA) SHES RS)-[4-mE-5-(ME-Z 28 -0}v]1o)-2-(3-54-3-{3-[5-(F| Egteto] == -] gh-2- A S A v &) -
[1,2,3]EdolE-1-Y]-9d}- iii] o dotH] i)~ d ]-7hat tert-E o 2~ H 2 (A A« M80)(0.42 g, 0.71
mmol) 258 Ank A} Nejl w2} CH,Clyw 2] TFAR A 2fste] Alzstivh. Ak &4 aA| 24 4253831 vh(200 mg,

72%).

MS (ISP) 419.4 [(M+H)"1; mp 186C.
21 A1 o] 94

7= g -mg-olm )-4-[3-(5-slo] == A wEl-[1.2 3| Egjo}E-1-9)-dd |-8-r|&l-1.3-T]to] =2 - = [b]
[1.4]d]olAl -2

A 3EES (RS)-[5-(oE - E-o}r] ) -4-HE-2-(3-FA-3-{3-[6-(HEZs|o| =2 -] &-2-A & A o &l )~
[1,2,3]Eg]o}&-1-¢]-vd} -2 23] dolu| )~ d | -7t tert-HF-& oﬂﬂEﬂ (A ¢ M81)(0.39 g, 0.64
mmoD) 275 ¥ "3} Nejl whet CH,ClL, 59 TFAR A elato] Al zakqltt. 348 W WA 3] 24 F5319th(159

mg, 61%).

MS (ISP) 405.5 [(M+H)" ]; mp 207C.
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Ao 95

-t eopr=-2-[3-(5-dto] == A WE-[1.2 3| Ee]o}E-1-)-3d|-4-F -4 5-t]sfo] == -3H-Wl = [b]
[1.4]dotAA-7-7t R EZ

A 3HHEe (RS)-[4-Alobe-5-t o} =-2-(3-5 2 -3—-{3-[6-(H Eddlo] =2 -3 &-2-d A v &) -
[1,2,3]Eg]ol=-1-d]-dd -2y dolux)-Hd | -7HFAE tert-F-El o] 2 H 2 (A A o] M82)(0.35 g, 0.58 mmol)
ZHE 9 43} Nel| whe} CH,Cl, 59 TFAR A 2]sle] Alzstgit. 34 aa 24 5310149 mg, 64%).

MS (ISP) 402.5 [(M+H)"]; mp 234C.

Ao 96

2 -4-[3-(5-3o] =

8-= cEAME-[123|EgolE-1-)-dld|-7-(c]AZEF-mE-ojn1r)-] 3-T]o] ==
H(b][1. ]E]O}Zﬂ«ﬂ -2-2

IA FFES (RS)-[4-F22-5-(0] A2 -H -0} x)-2-(3-L2-3-{3-[5-(E| Eg}slo]| & 2 -3] &-2-2 2 4]
we)- 123]6?44*—1 Adl-gdi-Zz23 e doln| x)-#d | -7 tert-5-E o A H 2 (A A ¢ M83)(0.53 g, 0.83
mmol) 255 dnk A2} Nejl whe} CH,Cl, %9 TFAR A 2lste] A xstAet. 348 | w4 n4 24 F535% 120

mg, 33%).

MS (ISP) 439.5 [(M+ H)" ]; mp 207C.

Ao 97

8-m e -4-[3-3-md-o] AL -5-)-FHI|-7T-(e-Z=Fd-oln)-1 3-tlstol=m-dHZE[b][14]|]o}AHA-2-
©

A4 3gES [4-HEe-2-{3-[3-(3-HE-o]&EAE-5-9)-Hd]-3-& A -T2 Q Jo}n| =} -5- (| &l - L & 7] -o} 7]
) -w G ]-7HHAE tert-5-E ofl 2B 2 (A o] M84)(0.33 g, 0.63 mmol) 58 dnk A2} Noj whe} CH,Cl, % 9] TFAR
22 ste] Al Zsre ), whe 3 mA| 2 A 559 tH163 mg, 64%).

MS (ISP) 403.4 [(M+H)"]; mp 194C.

A Ale 98
g-tlWgoln] v -2-[3-(3-w|&)-o] &AL E-5-9))-A T |-4- 4 -4 5-tlsto| =2 -3H-w%[p][1 4] clopAF -7-7kw
e
A SHFES U- AlOL_—S o] vl & ofm] -2 (3 [3-(3- | -0 A & -5-9) -3l d | -3- % 2~ L2 9] @ do}w] 1} 3]
D) -7 tert-F-4 o 28| 2 (A o] M85)(0.31 g, 0.62 mmol) = 5-F E‘ A2} Nell w2} CH,Cl, 5 2] TFAR A 23}

o] Al 23kl %‘%E FA DA =AM 58171 mg, 72%).

MS (ISP) 386.3 [(M+H)"1; mp 248C.

A A1 99

7=l -vg -opr]e)-8-m e -4-[3-(3-md o] EALE-5-¢)-Fd|-1.3-t]ste|=2 - Z[b][1.4]c]o}AF-2-2
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EA 3ES G5-(olg-mE-o}n ) -4-m & -2-{3-[3-(3-M & -0] HA}ZH-5-U)-H d | -3-S A -ZL 23] @ Jo}u] -}
-3 ) -7t tert- & ol 2~ EH 2 (H Al ¢ M86)(0.38 g, 0.75 mmoD) & 58] Uk A2} Neof| wpe} CH,Cl, %] TFAR 3
gl st Alzekeln). v A A ZA 53 TH160 mg, 55%).

MS (ISP) 389.5 [(M+H)"]; mp 198C.

21A1e 100

7=t glotr = -8-wE-4-[3-(3-w|d o] EALE-5-9)-Fd]-1.3-tsle|ew-wlZ[b][1.4]d]o}A A -2

FA sk S G-t o] -4 -2-{3-[3--ME -] HAE-5-) -] -3-Fa-Zr v e Joju] i} - d)
—7HA tert—FE o 2| 2(F A ¢ M87)(0.32 g, 0.65 mmoD) =55 Uyt xgi} Neoll e} CH,Cl,5 ¢ TFA®R *] 2] &}
Alzstdet, wE A A=A 5533 tH(140 mg, 57%).

MS (ISP) 375.4 [(M+H)"1; mp 204C.

A Ao 101

8- 22 -4-[3-(5-sto]=FA g -[1.23]|Ee]otF-1-oD)-3d|-7-(o] A& -wEl-o}n])-] 3-t]dto] == —ui
Z[bll 1.411’40}21145 2-2

S S (RS)~ 4.2 5=(0] & 6= H-0b])-2-(3 % =33 (5= Eehalo] 2 =0 5 A1
2)-[1,2,3]EgjotE-1-d]-dd}-Z 23 o doln]| .o)-Hd | -7}t tert—F-8 o 28| Z(A A <] M88)(0.32 g, 0.49
mmol) =58 Uk Ak Nel whe} CH,Cl, 2] TFAR A elshe] Alzatgich. 54 w W4 224 558 9rh107

mg, 48%).

MS (ISP) 453.4 [(M+H)"]; mp 201C.

2o 102

8222 -7-(o| 24 e vg-olu i) 4-[3-(3-vd-o] £AIE-5-9) -7 |-1.3-tlsto] =&~ = [b1[1.4]c] ol A
-2

A S ES (-2 R 25— (01 g-mg-obr] 1) -2-{3-[3-(3-m & -0l HAE-5-)-dd]-3-F -2 =29 o d
obv] iz} -3 D) -7t tert-F-E oﬂ ElE (A4 M89)(0.35 g, 0.63 mmol) 2 5-E] A+ A=} Noj whe} CH,Cl,% <]
TFAE A 2lsto] Alzsti et vhe 4 A 24 581 tH(114 mg, 41%).

MS (ISP) 437.4 [(M+H)"]; mp 194°C.

2121ef 103

2-[3-(5-3to|=F A W El- 12.31Eﬂ0} —1-9D)-dld]-4-&4-8-vFegd-1-9-4.5-t]s}o] =2 -3H-MZ[b]
[1.4]dotAA-7-FtR U E

A et S RS)-[4-Alob=-2-(3-54-3-{3-[6-(F| Eg}slo| == -] & SAME)-[1,2,3]Eg]olE-1-4]

—2-A5A]
-Ad - R don n)-5-F 2 d-1-d -3 d ]-7HiHat tert-FE ol 2E| 2 (A A ¢ M90)(0.37 g, 0.59 mmol) 25
B Adnk "ap Nol| wheh CH,Cly 59 TFA®R A gléto] Al Z=skdtt. &4 A 24 58k vH(140 mg, 56%).

MS (ISP) 428.5 [(M+H)"1; mp 241C.
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Ao 104

2-[3-(3-vd o] HALE-5-S)-Hd |-4-5A4-8-F] Fe]d-1-AU-4 5-t]slo|== -3H-wl=[b]|[1.4]|otAA-7-7}
HUEY

(4—Al°h 2-{3-[3-(3-m& -] &£ALZ-5-D)-dAd | -3-Fa-Z 23| e ot e} -5-9) E2|d - 1-4 -7 ) -7HiHAd
tert=-8 o] 2HZ(Q A o] MID(0.41 g, 0.77 mmol)i-rH AWk Azt Noj| whe} CH,Cl, % 9] TFAR A g ste] 21z z‘s}s;

ot A 1A ZA 7538 THO0 mg, 28%).

MS (ISP) 412.3 [(M+H)"1; mp 267C.

Ao 105

2-[3-(5-ste|l=mAME-[123]|Eg]olE-1-)-Hd|-8-(HE -T2 H-olmw)-4-F -4 5-t]sto] == -3H-Hl
Z[bl[14]deAA-7-FtHEZ

XA 3ES (RS)—[4—"]O}‘:——B—(Uﬂ%—iifé—o}u]i)—Z—(3—£i—3—{3 [5-(HEgsto]| =2 -3 e@-2-d A v E)
-[1,2,3]Egol&-1-d]-Ad}-Z 2y o dolu| x)-#d | -7} tert-F-8 o 2H 2 (A Al o] M92)(0.43 g, 0.68
mmol) Z -] Ak A} Nl whe} CH,Cl, 5 9] TFAR A elate] Alzstglvh. A A=A 45381 tH100 mg, 34%).

MS (ISP) 430.5 [(M+H)"]; mp 221°C.

2 Aol 106
2-[3-3-m "ol HEAE-5-9)-sd]|-8-(d-Z R A -ojnw)-4-F-4.5-tsto]l =2 -3H-WZ[b][1.4[Ho}A A
—7-7tHUEH
FA FEE [4-Aobe-2-{3-[3-(3-HE-o] EHAE-5-)- D |-3-§ A-L 23|  dopr| e} -5- (M -Z 2 -0}

82) 501794 tert— -8 o6 (A5 MO3)(0.36 g, 0.68 mimo )ETH Ayt A2} Nejl me} CH,Cl,% <] TFA
= Azste] Azt &4 A 24 538 TH94 mg, 34%).

MS (ISP) 414.4 [(M+H)"]; mp 1337C.

Ao 107

8-t "o e-2-[3-(3-r" o] HALZ-5-9) - |-4-FA-4 5-t]sto] =2 -3H-M=[b][1.4]|fo}A A7t
UEZ

FA eSS (4-Aloke-5-yold o e -2-{3-[3-(3-m 2 -o] HAE-5-)-Hd | -3-F -T2 9] Q Jopr| =} -
D)-7H tert-FE o 2H Z(QF A M94)(0.35 g, 0.66 mmoD) =-E ARk A} Nejl whe} CH,Cl, 5 ¢ TFA® A 238t
of A|zsklch & A ZA 53 TH209 mg, 77%).

MS (ISP) 414.4 [(M+H)"]; mp 191°C.

Ao 108

8-(olAxmaA-vd-opm1)-2-[3-(3-m|H -o] EAF-5-9l) -3 d | -4-F -4 5-t]slo|=2 -3H-wl = [b][1.4]t}
AA-7-FtH U EZ
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#A S (d-Alobe-5-(o] Az 2 d -w P -opr] 1) -2-{3-[3-(3-ME -0 HALE-5-)-dd | -3-F4-T 29 &
o] e - d)-7Ft tert-F " o 2EH 2 (A A o] M95)(0.37 g, 0.70 mmol)ETEi o t& A AF Nell w2} CH,Cl, 59
TFAZ A 2lste] Alzetivt. 4 A=A #5383 tH219 mg, 76%).

MS (ISP) 414.4 [(M+H)"]; mp 197C.

21 109

—[3-(5-3dtol == A E-[1, 231Eﬂ0}z 1-9)-dd|-8-(o]AZmgd-ve-ofnr)-4-F -4 5-T]sfo] =7 -
3H HE(bl[14]HoAA-7-FtH U E

A 3FES (RO)-[4-Aot=-5-(o)| AX 2 H-HE -0l )-2-(3-=42-3-{3-[6-(H E o] =2 -3 @#-2-LU 2 A]
wE)-[1 23]Eﬂ0}+—1 A]-dHd-Z2y o dolr] w)-dd | -7k tert-F-E o 2B 2 (A A ] M96)(0.45 g, 0.71
mmol) 255 duk A3} Nejl whe} CH,ClL, %9 TFAR A @ ste] AxstArh. 24 nx 24 $5354H236 mg, 77%).

MS (ISP) 430.5 [(M+H)"]; mp 206C.

2o 110

8-(o] A El-m g -oprm ) -2-[3-(3-wH —o| EALE-5-)-Hd |-4-F A -4 5-t]dto] = w -3H-wl = [b][1.4 ]| o}A]
-7-7tRUEH

BA 3FES (4-Aofe-5- (01 FE-mE ol )-2-{3-[3-(3-HE -0 FAE-5-A)-HA L] -3-KA-L2H o
obv] =} - ) -7HAT tert— - ol ~H 2 (Ao MI7)(0.39 g, 0.71 mmol) =8 Ant A4} Nej| whe} CH,Cly %9
TFAZ @3l Az} A 14 24 55319 tH230 mg, 75%).

MS (ISP) 428.5 [(M+H)"]; mp 170C.

Ao 111

2-[3-(5-8te| =S Al g -[1,2.3] = elo}E-1-9)-sd |-8~(el P& -u &l ~o}v] 1) -4~ & 4 -4 5-t] s}o] = 2 -3H-
Wz [bl[1.4]clobAla-7-slu ]2

EA 3ES (RS)-[4-A o} =-5-(o] AFE-m e -o}n] x)-2-(3-2 4~-3-{3- [5 (HEgtslo| =2 -y #-2-U LA v
e)-[1,2,3]1EgolE-1-9d]-9ld}-Z 23] @ Joln]| o) -|d | -7} tert -6 o] 28] 2 (A A o] M98)(0.46 g, 0.71
mmoD) 23] dut A2} Noj| whe} CH,Cl, % 9] TFAR A 2lste] Alzstgie). 4 nA 24 #5389 H180 mg, 57%).

MS (ISP) 444.4 [(M+H)"]; mp 1997C.

Ao 112

2-[3-(3-vd o] EALE-5-)-Hd |-4-5 A4 -8-F]de]d-1-A-45-t]ste]=2 -3H-wl=[b]|[1.4]|]otAA-7-7}
HUEY

FA FFES (4-ANote-2-{3-[3-(3-HE -] HALE-5-Y)-Hd ] -3-F -T2y Q dolr] =} -5-F F 2l el - 1-U -
) -7t tert-5-8 o 2= 2 (A Ao M99)(0.41 g, 0.75 mmoD) 5] AWk A+ Neojl whe} CH,Cl,% ¢ TFAR A &)
ko Azt A I A 2 A 53 TH226 mg, 70%).

MS (ISP) 426.4 [(M+H)"]; mp 246C.
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Ao 113

8-SR -7-olANeoln-4-[3-(3-HEl-o] HALEL-5-¢)-dd|-1.3-t]sto]=2 - Z[b][] 4]t]o}AF-2-2

FA BFES U-FRE-5-0)a - Hopn = -2-{3-[3-(3-v -] HAE-5-)-Fd]-3-F -2 2T e o} } -
) -7hHat tert-5-9 ol Z~H 2 (& Al ol M100)(0.34 g, 0.63 mmol) &6 Ak A2} Nel| wpa} CH,Cl, 52 TFAR ]
g sle] Al za ek FA A=A 5319 H216 mg, 81%).

MS (ISP) 423.3 [(M+H)"]; mp 249C.

Ao 114

8- R 2 -4-[3-(5-sto]=F AL -[12 3| Ee]otE-1-9)-d]|-7-o] AT Elojm =] 3-t]slo] = -ul =[]
[1.4]t]oAA-2-2

A 3FFELS RS)-[4-F2E-5-0|aF o} =-2-(3-&42-3-{3-[6-(H EdsIo| =2 -3 &-2-U S A | &)~
[1,2,3]Eg]et&-1-d]-dd} -2 29 o d-o}n| o)-5 d | -7}iH4it tert -5 o 28] 2(A A o] M101)(0.17 g, 0.27
mmoD) =8 Axt A2} Nel| whe} CH,Cl, 3] TFAR A 2lsto] Alzsh3ltt. F4 A=A 5831541 mg, 35%).

MS (ISP) 439.4 [(M+H)"1; mp 214C.

A4 115
4-[3-G-stol=ZAWe-[1,23]=elolE-1-9N)-sd]-7-( Q- g B -olu]1)-8-E 2 EL o wu|gl-] 3-t]sfo]

I

Z-wlz[bl[14]cotAN-2-2

A =S RY)-[5-(HE-Z 2 A -0} )-2-(3-S2-3-{3-[6-(H Eg}slo| = 2 -3 &-2-L &AW &)-[1,2,3]
EfolE-1-d]-vd}-2 2y d-olnx)-4-E EF 2| d -3 d -7t tert-FE o ~HZ (A< M102)
(0.15 g, 0.22 mmo) 2§ 4wt A2} Nel| whel CH,Cl, 5] TFAZ A 2lsto] Azt 3] 4S | WA AA2A 55
3+ H31 mg, 30%).

MS (ISP) 473.2 [(M+H)" 1; mp 230C.

Ao 116

4-(3-3-Hg-o]|HZALE-5-)-FAld|-T-(E-Z=2d-oln)-8-EgZTF o Zmel-] 3-t]slo]==-wlx[b][1.4]
oA H-2-

o} 1)-4-

FA et S [2-{3-[3-(B-mE-o]HAE-5-)-Hd | -3-FL-Z 23| e dopn| =} -5-(WE-Z =
ARt A Af Nej| up2}

EfZFo2vd-Hd -7t tert-F-E o ~E 2 (H Ao M103)(0.26 g, 0.45 mmol) ZF-5 &t
CH,Cly 9] TFAR A 2lsted Alzsgitt. ¥he 4 A 2A 5380127 mg, 61%).

MS (ISP) 457.4 [(M+H)"1; mp 193C.

Ao 117

4-[3-(5-8tol =S A E-[1,2.3] &0l F-1-9)-Ad |-7-(o] 258 v gl —o}v] )-8~ E ] £2 0 |- 3-t]3}
oleg-wx[b][14]clobAz-2-&
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A SHHEE RS)-[5-() 23 Do E-0lv)t)-2-(3- 43 {3-[5- (I EAso| B 23 -l A &) -
[1,2,3]1E20}E-1-9]-9d)-Z 23] 0 d-obn] w)-4-E2]| 220 2 e -3 d |- 714 tert— 3-8 o] 28] 2 (2 4] o
M104)(0.51 g, 0.74 mmol) 25-¥] 2wt a3} No|| we} CH,Cl, 39 TFAR A efste] Alxstgint. 348 w94 A2
A 5D TH169 mg, 47%).

MS (ISP) 487.3 [(M+H)" 1; mp 230C.

Ao 118

T-(ol it d v -olv]ie)-4-[3-(3-v] & -0l &AL E-5-0)-sd]-8-Ee] T2 o wulel-1,3-t]slo] r -ul £ [b]
[1.4]t]clAl s -2-2

¥A SFES G-(o]AFE-vE-o}n)-2-{3-[3-(3-HE -] HALE-5-A)-H L | -3-FA-Z 2T Q o} =} 4~
EgZFoadd-sd)-7iHit tert-FE oAl ~H Z(H Al M105)(0.42 g, 0.71 mmol) ZF-E] drt H =} Noj| w}e}
CH,Cl, %] TFAR A @ ste] Axsdrh. 4 nx 24 5559 H161 mg, 48%).

MS (ISP) 471.2 [(M+H)"]; mp 195C.

Al 119

4-[3-(5-stol=ZAfEl-[123|EgolE-1-)-Fld|-T-(o]AZZFA-mEl-oln)-8-E2| T L ZrEl-1 3-t]
stelem-wlz[b][14]HotAH-2-2

¥4 3ES RY)-[5-(o]AZZH-HE-olrx)-2-(3-F4A-3-{3-[5-(E| ET}3}o| =2 -] g~ 2 AL A)wE)-
[1,2,3]1E8]o}&-1-d]|-Hd}-22I 2 d -0l w)-4-EZZF 2 E - d | -7} tert-F & o ~H 2 (A A] 4
M106)(0.50 g, 0.74 mmol) = F-& At A2} Noj| w2} CHZCIZ%Q] TFAZ A gsle] A Z3AT) AL d WAl u A=
A 53819 156 mg, 45%).

MS (ISP) 473.3 [(M+H)"]; mp 234C.

Ao 120

T-(elared wd-olu) i) 4-[3-(3-v]d -0l &A1 E-5-9) sd]-§-Ee EZ o zud -1 3-tlelolc 2w x[p]
4lcloAF-2- &

A HEEE (5-(0] 23X A - D0 1) -2~ {3 [3-(3-T B -0] £ A E-5-2)- | d ] -3~ 2~ 23] @ Do} 1) -
4-EZF o 2 el - d)-7}9t tert-F-€ ]Z\_EJ]E(N/\M] M107)(0.37 g, 0.64 mmol) 255 duF A=} Noj| u}z}
CHyClyF ol TFAR A2 she] Alzatgith. &4 Al 24 +5315rh74 mg, 25%).

MS (ISP) 457.4 [(M+H)"1; mp 199C.

Ao 121

8-SR -7-(ME-xed-opn)-4-[3-(5-d Ee)d-1-Admd-[1.2 3| Eejo}E-1-9)-3d|-1.3-t]sle| == -4
Z[bl[1 4]l AR -2

A @r%%% 8-FERE-T-(MEd-Za2g-oln 1n)-4-[3-(5-3lo]| =EF AW E-[1,2,3]Eg|o}&-1-¢)-3d]-1,3-H
Slol=2 -l Z([b][1,4]o}A A -2-2(A A< 29)(220 mg, 0.50 mmol) & 2] 2 A] o 450 7]&w Wl uz} (&
2RueFo g odERalo] =gt w3 A7l F A$3l= F 2| =2 DMFFY Y Egd o2 gl dte] A %3sc}. 3
A E L0 7N FEFFATHB3 mg, 26%).
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MS (ISP) 492.3 [(M+ H)™].

Ao 122

—[3-(G-clAElA-1-AwE-[1.2 3] Ee]o}L-1-eD)-Hd]|-8-Fwm-7-(E -T2 -ofn1)-] 3-t]slo] =2 -l

4
Z[bl[1 4]l AP -2

BA S ES 8-FRE-T-(ME-Z2d o1 n)-4-[3-(5-3lo| =F AW E-[1,2,3]Eg|o}&-1-)-#d]-1,3-H
Slol= 2 -l Z[b][1,4]toAlH-2-2(2 Ao 29)(118 mg, 0.27 mmol) 2. 2 FF Ao 459 7|&% Wi ueg 9=
2RYeFe HodERgo| e v A7l & 453t F 20|58 DMES 9] Egjvgdl-olvlo g A e|sto] Ax3}
A}, ge A A2 A =53FTHE5 me, 50%).

|

MS (ISP) 478.3 [(M+H)"]; mp 169C.

Ao 123

8- R w-4-[3-(5-tlolldotm el -[12 3| EgfotE-1-9D) - |-7-(Hd -T2 -o}n|x)-] 3-t]dto] == -l
Z[bl[1.4]t]otAIN-2-2

EA eSS 8-FRE-7T-(ME-Z2F -0} x)-4-[3-(5-3lo| =2A W E-[1,2, 3] Eglo}Z=-1-Y)-Hd]-1,3-1
[

stolE2-mlZ[b][1,4] ] obAl A -2-2(2 A o 29)(219 mg,0.50 mmol) &2 5] A AJ o] 450 7] =8 Wl e} 13
2R gFo] fodEreto]=o kA7l & Fgdhs SR ete] =8 DMFT 9| tle ol o= A e]ate] Azttt
yro 3kl 1A 2 A 5589123 mg, 50%).

MS (ISP) 494.3 [(M+H)"1; mp 1517C.

A A]of 124

8- 22 -4-B3-A{b-[(e]aZr-mEl-ojnw)-we]-[123]|EgotE-1-A} - D)-7-(Hd -T2 F-o}n| )~
1.3-tatolew-—wlz[b][14]HotAA-2-2

¥4 SFES 8-FRE2-7T-(HE-Z 2 -0l )4~ [3-(5-3lo| =F AW E-[1,2,3]Eg|o}ZE-1-d)-H<]-1,3-1

2-WZ[b][1,4]1t) kAl A -2- (A Al 4] 29)(219 mg, 0.50 mmol) & ZK-E] A A]¢]| 456 7% Wil wz} o &
Z22ueFo g odFzeol el ube A F ASets F 20| =E DMFT 9 N-o| 2z 2 -1rgolrl o2 A g sl
Al zsteleh. ¥ 34 A 24 531 vH129 mg, 52%).

MS (ISP) 494.3 [(M+H)" ]; mp 1487C.

Ao 125

8-Frw-7-(olaTeA-wg-ojni)-4-[3-(5-Y=e]d-1-Am el -[1.23]Ego}F-1-)-sd]-1.3-t]slo]| =
Z-wlz[bl[14]]o}AA-2-2

B4 SFES 8-FRR2-4-[3-(5-3lo|=FAME-[1,2,3]1Eg|o}Z-1-I)-Hd]-7-(o]| 2 Z 2 F-r| & -o}1] 1) -
1,3-gsle]l =2 -l [b][1,4]t]o}A| - 2 (2 A ¢ 96)(219 mg, 0.50 mmol) & ZF-E] 2 A] o 450 7|4 Wy u}
g OE22vese] godERgo| = vhgAI7l & A58t S 2Ete| =8 DMFZF Y d &8 d o2 2 glsto] A x3}t
ot ure A A 2 A 5 TH157 mg, 64%).

MS (ISP) 492.3 [(M+H)"1; mp 172C.

Aol 126
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—opr ) -4-[3-(6-EZed-1-dvel-[1.2 3] Ego}E-1-9D)-vd]|-1.3-t]3}o] =Z -

8-F 22 -4-[3-(5-3to| =FAIHE-[1,2,3]Eg]o}E-1-Y)-H L ]-7T-(o] F-E-md-o}r)-1,3-
Stol=2-dZ[b][1,4]t)obAl A -2-(A Al <] 101)(226 mg, 0.50 mmol) & ZF-E] A A| o] 450 7] &% Wl upa}
Hetzo] godE2eto]| =) HESA 7] 9 4338t S 280|285 DMFF 9] &8 do s A she] Azt

A A ZA 53R TH163 mg, 64%).

MS (ISP) 506.3 [(M+H)"1; mp 190C.

Ao 127

8 Z22-4-[3-(G-trdotr|=rg-[123]|Eg]o}E-1-9D)-FHd|-7-(o]AzZ 2 H-ve-o}r)-] 3-t]slo] ==&
£[b 1.4 [HotA A -2

A g ES 8-F 22 -4-[3-(5-3lo|=FZAHME-[1,2,3]Ego}E-1-¢)-Hd]-7T-(o| AX 2D -HE -o}n] ) -
1,3-tsto]l =2 -dZ[b][1,4]HoFAl A -2-2(A Al o] 99)(219 mg, 0.50 mmol) &2 H-E A Ao 450 7]<% Wl u}
g 2 2vetze godaE2eto|=o HhE A7l & 438k S 2 80| =8 DMFS 9] vl dolyl o 2 A g sho] Az
St we A4 uA| 24 F559H143 mg, 61%).

MS (ISP) 566.3 [(M+H)"]; mp 225C.

2o 128

8- R -4-[3-(5-tlvdotmerel-[12 3] EgjopE-1-9D) -9 d |-7-(o] AT El-H g -0} )] 3-T]s}o] =2 -
Hz(bll1.4]totAA-2-2

FA 3 E S 8-F 22 -4-[3-(5-3lo| ==AHE-[1,2 3] Egjo}EF-1-9)-Hd]-7-(c]| 2R g -wE-o}n-)-1 3-
tslo] = i tzi [b][1,4]]otAlA-2-=2(2 A< 101)(226 mg, 0.50 mmol)P—ETEﬁ A o] 459 7<% Wl ek
tEsavese] geodEadgol =9 vk A7l 3 4S8 F2elo] =5 DMFF9] tu|golyl o & Al ate] 2] %238t
o g2 2 A=A =58kl tH(134 mg, 56%).

MS (ISP) 480.5 [(M+ H)"1; mp 199C.
2A1 el 129

[ —oAlE P -1-Arel-[1.2 3] EgjopE-1-9D) -9 |-8-FR 2 -7-(o] AT 2w g -0} )] 3-T]slo] =

3-(5
WZ[bl[14]tolAH-2-2

4-
z2-

FA P EL 8-FRE-4-[3-5-5Fo| =EA ML -[1,2,3] Eg]o}E-1-)-d]-7-(o] 2T 2 -] & —o}u] 1)~
1,3-t]8ke] =2 -2 [b][1,4] 0] obA] -2 - (A ¢ 99)(219 mg,0.50 mmol) O %78 Aol 450 7|48 o] o}
g oEaadese] fodIaete|me Al F ASsE SR =2 DMFF Eddgl-owl oz ) sle]
Azstd ot e 2 wA 24 $589TH102 me, 15,

MS (ISP) 478.3 [M+H)"]; mp 177C.

Ao 130

4-[3-(5-olAElA-1-Amd-[1.2.3|E]o}E-1-SD)-HH|-8-F == -7-(c]| AR E-mEd-o}n1r)-] 3-T]}o] == -
Hz(bll14]totAA-2-2
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¥A 3 ES 8- 22 -4-[3-(5-3lo| =FAWE-[1,2,3] Eg|o}E-1-)-Fld |-7T-(o] AFE-wEd-o}n)-1, 3~
tstol =2 -z [b][1,4]t]olAlH -2~ i(NA] 4 10 )(220 mg, 0.49 mmol) . -] A Ao 450 7|<H 4y o uja}

HERavdge] fgedIese] = wha A2l & deshe FRete| =S DMES o] Edvddl-olrlo 2 A 2jste] A
Zagioh ve 24 nA 24 5 TH125 mg, 52%).

MS (ISP) 492.3 [(M+H)"1; mp 191C.

A Ao 131

8- 2w -4-[3-(5-mgotrrerd-[1.2 3] EejotF-1-9D)-#d |-7-(ded-Z 2 -ofn|x)-] 3-t]sto] = m-ul %
[bl[1.4]c]o}A -2

FA e s 8-FRE-T-(ME-Z 2ol n)-4-[3-(5-3to| =AW -[1,2,3] Ed|ot&-1-)-¥€]-1,3-1]
stol == -z [b][ Al oAl E -2-2 (A A o] 29)(230 mg, 0.52 mmol) &= F-H A A4 450 7] ‘ﬂ“ﬂ*Oﬂ 2k 1’43
ii*ﬂ]% o] Bled Sz efo] =g} Rhg AR F 58k S R0l =8 DMFS 9 WEotwl o= A gjate] Al x38 3l ¥

< A A 2A F5ATHI22 mg, 52%).

MS (ISP) 452.4 [(M+H)"]; mp 185C.

Ao 132

4-[3-(5-stol=F A Mgl -[1.23]|EotF-1-9)-dd |-7-(c] AT E -vd o} )-8-mEl -] 3-T]s}o] = -l &
[bl[1.4]Ho}AA-2-2

FA SHFES RS)-[5-(o] AR -mE-o}n )-4-w & -2-(3-%4-3-{3-[6-(H Eg}3o| =2 -9 &-2-A A v &)
-[1,2,31EgetE-1-4d]-9d -2 =y e dopr| o)-2 d | -7t tert -7 & o 2H = (A A« M108)(0.33 g, 0.52
mmol) =58 vk Ax} Nel| w2} CH,Cl, T ol TFAR A 2lsto] Alxsqlvh. Agk 24 A=A =530 tH188 mg,

79%).

MS (ISP) 431.4 [(M-H)"]; mp 198C.

Ao 133

4-[3-(5-stol=FAwE-[1.23]Ee]otE-1-9)-dd|-8-me-7-v=ejd-1-U-1.3-t]gto| - z[b][1.4]
oAl H-2-2

A4 3FES (RY-[4-HE-2-(3-=42-3-{3-[6-(HEgsto| =2-g @-2-d2 A E)-[1,2,3 ]| EFo}ZE=-1-¥]-
-2 doln| wn)-5-9] -1~ %l lé -FHRAt tert-5-€ o &~ ﬂi( AM] M110)(0.41 g, 0.66 mmol) =&
B Ayt "4} Nol| wheh CH,Cl,5 9] TFA®R A glste] Alzsith. B 34 A 24 53k vh(239 mg, 86%).

MS (ISP) 417.3 [(M+H)" 1; mp 202C.

Ao 134
7-(o] At el -m g -ojr] ) -8-m 8l -4 -[3-(3-m| &l -o] HAF-5-9D) -9 d |-1.3-t]sfo] == Wiz [b][1.4]] oA -
2-2

FA ke S (5-(0]aid - A)-dd]-3-5&-22 v e dojn]
b= ) -7REAE tert -8 Al Z~E| 2 (A Al ¢l M109)(0.33 g, 0.62 mmol) =¥ %jte} 2k Nojl w}a} CH,Cl, %] TFA

El-oln] ) -4-WE-2-{3-[3(3-1| & -0] &A1 Z-5-¢
—2E] o &
2 Ay ste] Azt Ast A4 uAZA 53819136 mg, 53%).
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MS (ISP) 417.3 [(M+H)"]; mp 187C.

Ao 135

8- e -4-[3-(3-md o] EAE-5-0) -l d |-7-v]Feljd-1-U-1.3-t]slo| == -Wx[b][1.4]t]o}AA-2-2

XA sES (4- uﬂ -2~
J)-7h) tert- o €| 2 (A Ao M111)(0.33 g, 0.64 mmol) 2 4-E]
N A0

ato] Al zs 3l ﬂ*” < W WA A 2N 58 TH223 mg, 87%).

{ [3 (3 uﬂﬂ O]i/\]'z 5- o]) :‘zﬂ‘é -3- %i_giﬂg‘éol—ﬂli}—t—)—j—]%ﬂE—l—oa]—ifﬂ
Ak A2t Noll et CH,Cl, 5 9] TFAR A ]

R

MS (ISP) 401.5 [(M+H)"]; mp 211°C.

Ao 136

4=[3-(c-tudotre=mel-[12 3| EgolF-1-D)-Fd|-7-(o] A F-El-HEl-o}m)-8-FE ] ZF 0 Zwel-].3-1]
stol=m-wlZ[bl[1.4]Ho}AlA-2-

FA SRS 4-[3-G-gtol =FAME-[1,2,3] Eg|obE-1-)-Fd | -T-(c] & FE-HE-opn| )-8-Eg ZF 0 =2
HE-1,3-tslo]==Z-HZx[b][1,4]t]o}Al A -2-2(H Aol 117)(300 mg, 0.62 mmo)OiTEi A Al 450 7]€5 v
Aol met tE 22 e BledEzete] =9 whg A7l § FSshs SRt =5 DMFT 9| tdotl o= 2 sf
of Azatrh ¥ 2 1A 24 53 H110 mg, 35%).

MS (ISP) 514.3 [(M+ H)"1; mp 182C.

A Aof 137

8-(olAREl-Hg-olnv)-4-84-2-[3-(5-F & d-1-dud-[1.2.3|Ee]o}E-1-2)-Hd]-4.5-t]so] =2 -
H Wl = [b] [14ldelAA-7-FtH U EZ

EA ﬂ%%%Z [3-(5-3lol=FAWE-[1,2,3]Eg|o}E-1-)-HA D ]-8- (o] A FE-vE -o}n )4 -F -4 5-1]

stol=2-3H-MZ[b][1,4]t)o}AA-7-FtRUEL (A A ¢ 111)(200 mg, 0.45 mmol) ZH-E] A A| o] 450 7)< w4
of Wt ] E 22 eEo] HedER o= vhEA| 7]l & AEate SR go| =8 DMFF 9 F &8 d o & Hslo] A
Z3 o 98 A A 24 53819 tH140 mg, 63%).

MS (ISP) 497.3 [(M+H)"]; mp 174C.

Ao 138

7=(o]ae-mE-opr)-4-[3-(5-IFd-1-Ard-[1.2 3| Ego}F-1-9) - d|-8-Ee]F L mrd-1.3-
Hetolem-wiz[bl[1.4]t]otAA-2-2

A St ES 4-[3-(5-ste|=EEAME-[1,2,3]EgolE-1-Y)-Ad ] -7-(¢] aFE-HE-o}r )-8-Eg ZTF o=

W -13-r]sto] =2 -2 [b][1,4]E] ok Al E -2 - (A Al & 117)(300 mg, 0.62 mmol) & =35 Ao 45 7] &+
Hell et 222 eS| Bl od SR efo] 2ok WhgAX] 5 -85t 2T =E DMFS 9] v Eejd o= A st
AlzstATh W S AA M 502 A #5351 tH80 mg, 24%).

MS (ISP) 540.5 [(M+ H)"].

Ao 139
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7=(o] el -m g -opr] ) -8-m 8l -4-[3-(5-F] Fe]d-1-dmd-[1.2 3| Ee]o}E-1-)-FHd|-1.3-t]sle] =z -4l
Z[bl[1.4]c]opAA-2-2

EA AFE S 4-[3-(5-stel =s A ME-[1,2,3] Ee]o}E-1-2)-Hd]-7-(c] 2 HE-md-o}w] x)-8-H & -1,3-1]
sto] =2 w2 [b][1,4] ] o} A B -2-& (2 Al o]l 132)(200 mg, 0.46 mmol) & ZH-E] A A] el 4501 7] Wl upe} ¢

Zeaduse Hedadolmsl A F 43she TRl =8 DMFF S FEeld o A elshel Azt
wro gl g A 24 589050 me, 22%).

MS (ISP) 486.4 [(M+H)"]; mp 177C.

Ao 140

§-(olarE-mwE-oln)-2-(3-{5-[(o] AR E-HE-oln)-wHE |-[1 23| EZo}lFE-1-A}-Hd)-4-=4-4 5-
Hslol= 2 -3H-MZ[bl[14]toAFA-7T-FIH U E

A shghE S 2-[3-(5-sto| =AW E -[1,2,3] Ed|o}E-1-)-#d ] -8- (o] & F & - & -o} ] ) -4 - 5-H
stol=2-3H-MZ[b][1,4]Ho}AA-7-7tRYUEH (A Al 111)(220 mg,0.50 mmol) ZH-F A A| ]4501] 7]@% g
o Wt tF 22 EE glodIF 2ol =9 v A 7] & ALl F RO EE DMFZF9 N-o| AHE-HEolrl o 2
Aeletel Az, e B4 A 24 #5519 tH100 me, 39%).

MS (ISP) 513.4 [(M+H)"]; mp 169C.

Ao 141

e o)) 4-(3-(5-[(olaTed e olulw)wg]-[1 23] Eelo}E-1-Y}-vd) g = B2
ozE-13-taole-wz[pl[1.4]tolAn-2-&

A S HES 4-[3-(6-3Fo| =EFAE-[1,2,3]Eglo}E-1-¢)-sd]-7T-(o] 2 FE-HE-o}n|x)-8-EZ EF 2=
Wel-1,3- qo}op:i Wz [b][1,4]t) kAl -2- (A A& 117)(260 mg, 0.53 mmol) & ZF-E A Ao 450] 7l§ !y
Hol| et S22 v etzo] glod 2 gto| =9 REGAIZ] & 4538t E280]| =8 DMFF 9 N-o|AxX 2 d-Heolr]
o =2 A ste] Azt ¥ 2 uA 2A F53AH70 mg, 24%).

MS (ISP) 542.3 [(M+H)"1; mp 157C.

A Aof 142

Levlel-[1.23] =20l %-1-9)-sd]-7-(l o X 2 o vl g -o}v] 1)1 3-T]8}

-2 =~
ol =2 -l

[3-(5-Ato] S =4 E
A -2

4- e opn
Z[bl[1.4]c]ebA A -2

#A ES 8-F R R -4-[3-(5-ste| =FAME-[1,2,3] EgjolE-1-9)-Ad | -7- (| A Z 2 A -m|d -o}r =)-
1,3-datel=2-MZ[b][1,4] ] obAl A -2-& (2 Al o] 96)(220 mg, OSOmmol)OETEi A o] 450 7% el wh
g HIFREAETe] HodIFReto]|mep WAl & A58k F RO =S DMEE 9| Aol S 2Hldolil o= A 2 st
Azsdek, B 3w 2A F535HTH170 mg, 67%).

MS (ISP) 506.3 [(M+H)"]; mp 174C.

Ao 143

4-B-A{5-[rlo]EF =2 g-oln)-wE]-[1.23|EgolF-1-A}-dd)-7-(o] AT E-m g -0l )-8 &l -
1.3-tatolew-wlz[p][14]t]olAA-2-2
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FA S 4-[3-G-ste| =AY -[1,2,3] Eg]o}E-1-)-Ad | -7-(c] 2 -v & -opn| o) -8-1 " -1,3-1]

stol=z -z [b][1,4]t] oAl a-2-2 (2 Al o 132)(250 mg, 0.58 mmol)oiTEi A e 4500 7] Rl whe) v
FERV G fledIReo|me vhgAZl § FSshs SR EE DM 9| Ao SR 2dvdoinl o2 A8}
o Azt B2 A SLA| = A T?O]'oﬂq@() mg, 18%).

MS (ISP) 486.4 [(M+H)"1; mp 184C.

Ao 144

—opr ) -4-[3-(5-Fslelgd-1-Auel-[1.2 3] Ego}E-1-9D)-vd]|-1.3-t]3}o] =Z -

8-F2Z-4-[3-(6-3lo| =AM E-[1,2,3]Eglo}E-1-)-ad]-7T-(o] AFE-wEd-o}n )-1,3-

stolm2-MZ[b][1,4]t) oAl A-2-(A A ¢ 101)(220 mg, 0.49 mmol) & ZF-E] A A o] 450 7]<% #Hol what

HetFo] gl o dF2eto]l =9} Uk A7l 3 Ah23l= FR2eto]| =2 DMFE 2] v g oz el ste] A %23k
A A 24 F=53FF TH250 mg, 99%).

MS (ISP) 520.3 [(M+H)"]; mp 169C.

Ao 145

—[6-(elaxmgoin e -we)-[1.2 3| Ego}E-1-Ad|-Hd}-7-(c]AZwA-wg-o}n)-]1,3-1]
bl[1.4]c]otA A -2

'—*C}J

EA S 8-F 22 -4-[3-(5-3}o| = ]Uﬂ -[1,2,3]Eg]olE-1-¢)-sld]-7T-(o] 22 2 I -v &l o} 1] 1)~
1,3-tsto]l =2 -dZ[b][1,4]c]o}A|HA - 2 2 (A A4 96 )(220 mg, 0.50 mmol)oi-rEi A A e 4590 7]eH Lyl u}
g HEEEdese] fodE o=} “PO A7 3 A8 SR eto] =5 DMFF9] o] A 2 F ol 0 7 2] &o]
A DA ZA 5 TH160 mg, 67%).

MS (ISP) 480.3 [(M+H)" 1; mp 208C.

Aol 146

8-FRw-7-(o]AIT R -we-ojr)-4-[3-(CA[Q2-rEA - E)-wd ot |-wEd}-[1.23]Eg]opF-1-9)-
Ad]-1.3-tstol=@ -z [bl[1.4]]olAA-2-&

HA SRS 8-2 2 2-d-[3-(5-3ho] SEA W&~ [1,2,3] E¢] o} —1-90)-5] 1 | ~7~(0] 43 2 7)ol & ~o}v] -
1,3-gstol =2 -z [b][1,4]t] oAl A -2-2(A Al <] 96)(220 mg, 0.50 mmol) & ZH-E] A A]of 450 7]& ¥ v u}
g O E 22 ekFe] godE2eto]| = HhE A7l 3 AF-g8hE S 2 eo]| =5 DMFS 2 N-(2-HEA]d ) dolrl o2
A2l ste] Alzselth B 4 A=A 5539 TH120 me, 47%).

MS (ISP) 510.4 [(M+H)"]; mp 1197C.

Ao 147

8-2 2 7-4-3-{5-[(XolFr Tz Av g -orw)-m<]-[1,2 3| Ee]olE-1-} -5 d)-T-(c] 2 E v & -0}
w)-1.3-tlglol e 2wz [b][1.4]clclA 3 -2-2
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¥A SFES 8-FREZ4-[3-(5-3lo | =FA W E-[1,2,3]Eg|o}E-1-)-HAd]-7T-(] 2z 2 F - & -o}r] 1)~
1,3-dslo|=2-Ml%[b][1,4]1t) ok % 2 Aol 96)(220 mg, 0.50 mmol) & ZF-E] A Ao 450) 7]|< ¥ B o) u}
foERRvdse] He %ia}ou} S A7) F S EE R o] =8 DMFEY ol muE-Alo] R TR O
2 At At ¥ 4 1A 24 53 TH150 mg, 61%).

MS (ISP) 592.2 [(M+H)"1; mp 1517C.

Ao 148

8-FE =2 -T-(o] A
-1.3-t]tol == -l

2 -vg-opre)-4-3-{5-[(c]AxZmF-uE-onw)-mwE|-[1.2 3] Eejo}E-1-A}-7Y)
Z[bl[1.4]c]otAA-2-2

EA ﬁ}ﬂ“% —ER2R2-4-[3-(5-slo| = A ME-[1,2,3] Eg|olE-1-)-dld | -7T-(o]| Ax 2 - E - OM
1,3-gstol=2-w = ([b][1,4]t) o} A A -2-2(A A ¢ 96)(220 mg, 0.50 mmol) & Z5-E] A A o] 450]] 7] & ¥ W oﬂ u}
g gEE2dese] godERao|met A7l & A&t S Edo]| =5 DMFF 9] N- Viiﬂuﬂﬂoh_i A
glato] Azttt e G maA)2A 5519 TH120 mg, 49%).

MS (ISP) 494.3 [(M+H)" ]; mp 180C.

Ao 149

8-F 22 -4-3-{5-[(c]AaFe-rd-olmr)-mEe]-[123]|Eo}E-1-A}-HD)-T-(o] AT HA-H &l -o}r]| 1)
1.3-tstolew-Miz[bl[14]t]o}AA-2-2

A HEEE 8-F 224 [3-(5-so| =S A E -[1,2,3] Bl o}E-1-2) - W] 7-(0] 43 2~ & —o}n] 1) -
1,3-Hato] =2 -z [b][1,4]Ho}AA-2-=(F Al 4 96)(220 mg, 0.50 mmol) & ZF-E A Ao 45¢] 7= ¥ Wil
2 UZERAEEe] e d IRt soh veA F 43 e FR eI =S DMFES N-ol - grldol o2 Ae)
shol AT B B4 TAZA 559 TH190 me, 75%).

MS (ISP) 508.4 [(M+H)"1; mp 182C.

A Ao 150

-[3-(6-tHgotr e -[1.2 3] EejobE-1-9D) -l d|-7-(o] AT 2 AW ol w)-8-EL]ZF e muEl-] 3-
ﬂo}olti Hz(bl[1.4]t]otAA-2-2

EA SFES 4-[3-(5-8Fo | =FAHE-[1,2,3]EgolE-1-Y)-ald]-7-(o] AZ 2L - & -oln| = )-8-EZ| & F
Zug-1,3-t)3lo| =2 - LZ:[b [1,4]190}A1 T -2-2(A Al o] 119)(200 mg, 0.42 mmol) S.EF-E] A A d 459 7]<
e el 2225 HedE 2ol uet gAYl $ A8t F 20| =5 DMFT 9| tudolrl o= ﬂ'ﬂ
sto] Azttt A S W WA A ZA 53 TH80 mg, 38%).

MS (ISP) 500.4 [(M+H)"]; mp 197C.

Ao 151

7=(elaxwmg-ve-oln)-4-[3-(5-d Fe|d-1-dm e -[123]|Eeo}F-1-9)-9d|-8-Ee] =T mrEl-
1.3-t]stolew -z [bl[14]t]o}AA-2-2
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A BGEE 4-[3-(G-3lo| EZA W E-[1,2,3] EelobE-1-2)-39]-7-(o] £ Z A v Do}y :)-g-Ee] E2 0
2 g-1,3-tslo] =2 -z [b][1,4]t]o}A A -2-(H Al <] 119)(200 mg, 0.42 mmol) S 2 55 A A4 450 7]=H
ol meh O 22 @Fe] BedFRetol S sk uhg A7 F 4ot FEebo| 58 DMFFS] v Eeldon A5
of Azahgich, e 2 WAA F55ATH140 mg, 63%).

MS (ISP) 526.2 [(M+H)"1; mp 175C.

Ao 152
7=(olAz e d-vg-opre)-4-3-Ab-[(c] A xmF-rEl-olnw)-weD)]|-[1.23]|Ee]olE-1-A}-FH)-8-E &
Tezde-13-tstol=Z-Wz[bl[1.4]c]otAH-2-2

FA ShehE S 4-[3-(5-stol =5 A ME -[1,2,3] Eg]obE-1-)-dd |-T-(o] axz 2 g -mE -0} 7| )-8~ EZ| T F 2
=vld-1,3-tste| =2 -ulz[b][1,4]HobAl 8 -2-(d A o] 119)(220 mg, 0.47 mmol) & =B A A|of 459 7] &€
Yol wet IR 2reE e HedFaee]meh Wb AR § Sshis FRE|EE DMFT o] N-o|aZ2hvdo}
moz Agate] Axstdch e FA A 2A 53k Th(110 mg, 45%).

MS (ISP) 528.4 [(M+H)"]; mp 182C.

ZAle 153
4-@B-{5-[(Ale| Sz e A -ofnie)-wE [-[1.23]EgfolF-1-d}-dAld)-T-(o] a2 -rd-o}n]})-8-E¢]
ETomvd-13-tsoleZ-wlz[bl[l4]c]otAHA-2-2
EA B & 4-[3-G-sto ]l EFAME-[1,2,3] EglobE-1-d) - d]-7-(o| 2 Z2 A -v e -olr] =)-8-E| T F &

2vd-1,3-Hslo|==-4l*x [b L4]dobAld-2-=(2 Ao 119)(210 mg, 0.44 mmol)OETEi Ao 459 7]=H
Lol whel o) 222w B éiiﬂ‘ml S ube A7 F S EhE FReto| =2 DMFZE of| g -Alo] Z 2
2oz AHelshe] Az v 2 nA 2 A 53 tH110 mg, 47%).

MS (ISP) 526.2 [(M+ H)"1; mp 152C.

2IA1 el 154
8-F22-4-[3-(5-AlolF2 T2 Folu|-el-[1 2 3| Ego}lZE-1-)-Hd]-7-(c] AT E I -uEg-olnx)-13-1]
stol=g-wlZ[bl[l1.4]t]otAHA-2-
EA4 3ES 8-F = -[3-(5-3lo| =2 A WE-[1,2,3]Ed]o}ZE-1-)-Hd]-7-(0] 2Z 2 I v & -o}u| )~
1,3-t]&lo]| =2 w2 [b] 1 AltolA| A -2-2(A A ¢ 96)(220 mg, 0.50 mmol) &2 H-E] A A| ¢ 450 7]%H W o}
g fE22 v etz godF 2o me vkgA|7] & J-53hs SR =5 DMFT 2 Alo]lE2 22 2dolvl o2 223}
o] Al xat . e A uA ZA 53 THA0 mg, 17%).

MS (ISP) 478.4 [(M+H)"1; mp 144°C.

Ao 155

4-{3-[6=-(elaz 2 dotue—we)-[1.23|Edo}F-1-A]|-FHd}-7-(o]AaZ g -wE-olnx)-8-E| T T =
g-1.3-tlstolem-wlz[bl[1.4]to}AH-2-&
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EA SHRHES 4-[3-(6-3to| =S A HE-[1,2,3]Eglo}E-1-Y)-HAd ]-7T-(o] 2z 2 -H g -0} 1)-8-EZ ZF Q.
Z2Hd-1,3-t3lol=2-W* [b [1, 4] oFA| -2 (A A 4 119)(236 mg, 0.50 mmol) &. 2 H-E] 2 A]d] 454 7]<H
Wilel met tEEE=ves o] g ‘éiiﬂ‘rol of HEGAI ] 3 AF-&-eh SR gto]| =& DMFF 9] o] AZ 2 Folyl o=
A sto] Azt ¥e A u A 24 5531 tH100 mg, 39%).

MS (ISP) 514.4 [(M+H)"]; mp 191C.

Ao 156

8- ww-4-{3-[5-(c]AFEolure-meD-[123]|Egjo}E-1-A]|-HI}-7-(o]A>x = A -we-o}n|x)-1.3-T]3}
oleZ-wiz[b][l4]t]otAH-2-2

EA SFES 8- R 2 -4-[3-(5-3te|EFAME-[1,2,3] Edo}E-1-9)-ad]-7-(c] A Z 2 H v g -o}n| )-
1,3-Hsto| E2-nlx [b] 1 Alt]obAl B -2-2 (A Al o]l 96)(220 mg, 0.50 mmol) & ZH-E] A Ao 450 7]%5 Wl w
G g Reese] Hedgntel sl A F YgIl Frefeld DUFSS] oladetrlon Astel A
Z3lA ). e A uA2A 53590160 mg, 65%).

YAy

MS (ISP) 494.4 [(M+H)"]; mp 182C.

Ao 157

~[3-(5-AtolZ R 2 Holurlg-[1,23] EalobE-1-0)-Ad]-T-(l o 2B g -oln i) 8- E] TL O 2 v
a 13-telolez -z [bl[14]clolasl-2-&

BA SFES 4-[3-(6-3Fo|=FAHE-[1,2,3]EgolE-1-9)-ald]-7-(o] A 2D - e ol = )-8-EZ ZF &

Z2rg-1,3-t]do| =2 - “id_[b 1,41 okAl A -2-2(A Al 4] 119)(236 mg, 0.50 mmol) S 2 H-E] A A]d] 459 7]&=H

W] miel &2 2 e5e HodERelo| ot vhEA Yl 3 A58t S 280|528 DMFF Y Alo] & 222 dolrl o
2 At Azt W A DA ZA 53U THT0 mg, 27%).

MS (ISP) 512.4 [(M+H)"1; mp 178%C.

Ao 158

7=(o] el -m g -ojr ) -8-m 8l -4-[3-(5-F] Feld-1-dAmd-[1.24]|Ee]o}E-1-)-FHd|-1.3-t]sle] =z -4l
Z[bl[1.4]t]otAIA-2-2

FA shehE& 4-[3-(6-gte| =AY -[1,2,3]Ed|ol&-1-d)-HAd | -7-(c] 2 FE-mE -opn| ) -8-m & -1,3-1]
o}O] 2-wlZz[b][1,4] kA A-2-2(F Al ¢ 132)(180 mg, 0.42 mmol) 2 F-E] A A| <] 45¢] 7] WHol whe} T

ZHletFo] Bled IR efolme NS AIR] F A Sshs FREto| =8 DMET 9] v EeldoR A el 2l 2813l
Q*” S W WA A ZA 53 TH106 mg, 52%).

MS (ISP) 486.5 [(M+H)"]; mp 164C.

Ao 159

4-[3-(5-MolF e m@dolulrr D[]0 4] EelopE-]-9)-sd |-T-(c] &P & -wd-o}v] 1) -8 & -] 3-r]5}o]
ce-wz(b][14]clelAlH-2-2
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BA SFES 4-[3-(5-3Fol=FAHE-[1,2,3]EgolE-1-Y)-ad]-7-(o] AFd-wd -o}n| )-8-H[& -1,3-1]

stol= g2 -l % [b][1,4]t]o}A A -2-L(A A ¢ 132)(180 mg, 0.42 mmol)oiq—Ei AN o 459 71%E W uhe)

S22 eF HedERgol =g vhE ATl $ gt 28| =8 DMFF 9 Aol S22 golyl o= A g she] A|
z3tth we A 1A 24 53519 TH108 mg, 55%).

MS (ISP) 472.4 [(M+H)"]; mp 114C.

2 Ao 160

g-Fmw-7-olhx g golne-4-[3-(3-H gl -o] £A}E-5-9D)-FHd]|-1.3-t]slo|=Z-wlZ[b][1.4]]o}A|F -2

EA stES U-FRE-5-olAZR2Fol . -2-{3-[3-(3-ME-o] £AIE-5-Y)-Hd ]| -3-F -T2 J e do}r| }
-3 ) -7t tert -8 ol 2H[ 2 (A A o] M112)(0.16 g, 0.31 mmoD) =58 vk Ax} Nej wpe} CH,Cl, %2 TFAR
A2 ste] Azl A A mA| 24 535 H120 mg, 93%).

MS (ISP) 409.4 [(M+H)"1; mp 225C.

Ao 161
8-SR w-4-[3- (5 sto] = =AM El-[1.23]EgolE-1-)-sd|-T-o]aZ w2 ol =-] 3-t|slo]=m Wl =[b]
[1.4]c]oAA-2

FA FPES RS)-[4-S22-5-ol AT mFop] 1=-2-(3-F4-3-{3- [5 (A Egtsto]| =2 -a g-2-d A v g)-
[1,2,3]Eg]etE-1-d]-dld} -2 2y e dotrin)-sd | -7t tert- & o 2H| 2 (2 A< M113)(0.37 g, 0.60
mmol) 258 Ank A} Nejl w2} CH,Clyw 2] TFAR A 2fste] Alzsf e, ehe &4 aA| 24 42538k vh(209 mg,

82%).

MS (ISP) 425.4 [(M+H)"1; mp 2507C.

Ao 162

8-FRw-7-(Me-Zeg-ofn)-4-[3-(5-dto] = A E-[1.24]|EejotF-1-9D)-#d]|-]1.3-t|to]=m-ul =

g-2239
[bl[1.4]t]olAHA-2-2

EA4 3gES (RS)-[4-F2E2-5-(ME-ZEF-0}n|4)-2-(3-24-3-{3-[6-(H| ET}lo| =2 -u]| &H-2-L LA W &)
-[1,2,41E8o}&-1-¢ -9}~ iiAﬁéo}Uli)—ﬂlé]—ﬂ%‘ﬁ tert-5-€ o 2EH 2 (A Al o] M114)(1.47 g, 2.29
mmol) = -8 vk dx} Nel| whe} CH,Cl, 5o TFAR A 2lato] Azttt Agk A nA| 24 #5333 0H1.0 g, 99%)

MS (ISP) 439.5 [(M+ H)"1; mp 192C.

2o 163

8- 22 -4-[3-(5-sto]=FA g -[1.24]|EejotF-1-oD)-3d|-7-(o] AP E -wEl-o}n])-] 3-t]dto] == i
Z[bll1, 4]D1°}Zﬂ-4 —2-

FA 3EES RS)-[4-F22-5-(c] - e -opn =)-2-(3-5 24 -3-{3-[6-(F| Edlelo]| =2 -d] & -2-A S A 1]
D-[1,2,4]EgotE-1-<]-vd}-Z 2y e dopv]m)-H d | -7}t tert-F9 o ZH| 2(H A« M115)(0.61 g, 0.93
mmol) 258 ARk A} Nejl wh&} CH,Cly e 2] TFAR A 2fste] Alzstint. g a4 aA| 24 53821 vh(290 mg,

69%).
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MS (ISP) 453.5 [(M+H)"]; mp 195C.

Ao 164

8-SR R-7-(Me-xag-oin)-4-[3-(5-F Fe|d-1-dud-[1.24]|Ee]o}E-1-oD)-Hd]-1.3-t]slo] == -w
Z[bl[1 4]l AP -2

A P ES -FRE-T-(ME-Z2d-olu| )-4-[3-(5-3to] =X A MY -[1,2 4 | Eg]o}E-1-Y)-9d]-1,3-H
stolE=m-MlZ[b][1,4] oA -2-(H A4 162)(220 mg, 0.50 mmol) 27 A A ] 459 7]z Wil whe} o
SR RveEo godIR2glo]|t ot Wk A7l & AFSsl= FREElo| =B DMFEY 3 E&8d o2 28 sto] A %3},
gre gl y A 24 =539t (114 mg, 46%).

MS (ISP) 492.3 [(M+H)"]; mp 1837C.

2o 165

ER-7-(o] AN e Y -opre)-4-[3-(5-F Fe]d-1-AdArE-[1.24]|E]o}L-1-9)-Fd|-1.3-T]slo] == -

2!
[bl[1.4]c]o}Al A -2

5, |00
PN mm

Y
o
%
A
. Mo

8-FZZ-4-[3-(5-3lo|=FAHE-[1,24]Ego}Z-1-d)-Hd|-7T- (o] AFE-vwE-o}r])-1,3~
Z-WlZ([b] [1 4] 1’40}21]?’4 2-2 (A A ¢ 163)(200 mg, 0.44 mmol) .2 FE] A A4 454 7]|<H W o ula}
‘ﬂ oo fledERetolmel v A7l T A5t SR80 =8 DMFF 9 YEd o g A glshe] A 23
A A ZA 53 TH99 mg, 44%).

80 O

T
o,
1

UL
=+
rlo
oﬁfi

MS (ISP) 506.4 [(M+H)"1; mp 164C.

2o 166

8- 2w -4-[3-(6-tvdotr e -[124]EgfotE-1-D) - |-7-(Hd-Z 2 F-o}n|)-] 3-t]sto] == -l
Z[bl[1 4]l AR -2

EA SFEL 8-FEE-7-( Y- L2 -0}n] 1)-4-[3-(5- 3o =AM D= [1,2,4 | EL o} E-1-9)-d ] -1,3-]
stol=2-ulz([b][1,4]obAlA-2-2(H A ¢l 162)(220 mg, 0.50 mmol)OETEi A Ao 459 7] E Wl uhet v
SEE R ELE

T HedFagol = Mg A ] & Sl 20| =E DMFT 2 tdeolyloz A
o} e A a2 A 5359 0H93 mg, 540%).

MS (ISP) 466.4 [(M+H)"1; mp 170°C.

Ao 167

8-Fwmm-4-[3-(c-Ate|Frzwdoin g -[]1 2 4]|Egjo}F-1-D) - d|-7T-(H-Z =g -ofu])-],3-1]3}0]
c2-wz[bl[14]t]olAA-2-=

EA SRHES 8-FRE-T-(ME-Z2d -0l n)-4-[3-(5-3lo] =AM E-[1,2, 4| Eg|o}&-1-4)-#d]-1,3-1

N2 [b][1,4]t]obA| H-2-2(H Al o 162)(220 mg, 0.50 mmol)oi-rH A Al of 4590 714 ?l wh o whel ¢
5o flodERgo| =t whgAIZl & g8t SRt =5 DMFF 9] Alo] S 2 X 2 Folil 0 2 A 2] 3}o] A
e A A2 =559 TH95 mg, 40%).

MS (ISP) 478.4 [(M+H)"1; mp 1237C.

Ao 168
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~[3-slol= S AW g -[1,24]E 2ol E-1-9)-Ad|-7-(c] 248 -v] g -0} 1)-8-u]e]-1,3-T]sto] =2 ~ul £ [b]
4lcloA§-2- &

(RS)-[5-(o] A E-HE-oln x)-4-HE-2-(3-%42-3-{3-[6-(H Eg}slo| = 2-u] &-2-L A HE)-[1,2, 4] EZ
ofZ-1-d]-Hd}-Z 23 9 dolu ) d -7t tert-5-8 o ~H| E (A Ao M116)(0.96 g, 1.51 mmol) Z -8 &
uk A2k Nojl whe} CH,Cl, % 9] TFAR A late] Alzstsith dAak 244 a3 24 425319 tH(480 mg, 73%).

MS (ISP) 433.6 [(M+H)"1; mp 191C.

Ao 169

T-(g -z g-ofr)-4-(3-[1.24]|EeotE-1-U-dd)-8-Ee|E e zud-13-tlse|=e-mx[b][1.4]d]
oA A-2-2

XA 3tgES {(5b-(MeEe-Z2g- O]'U] -2-[3-%2-3-(3-[1,2,3]Eglo}Z-1-¢d-Hd)-2 27 o do}lr]| = | -4-E g
SFe2wd-Ad} -7t tert-5F-€ OﬂiEﬂé 2 A1el M117)(0.31 g, 0.55 mmol) 2 F-E] ¥t H 4} Nej| whe} CH,CL,
=9 TFAR AHglste] Azelqlt). B2 A I A 24 53 H192 mg, 78%).

MS (ISP) 443.4 [(M+H)"1; mp 185C.

A Ao 170

T-(g -z g-ofre)-4-(3-[1.2.3]|EeotE-1-U-dd)-8-Ee]E e zud-13-t]se|=e-mx[b][1.4]d]
oA A-2-2

A B ES {(5-(ME-Z 2 -oln)-2-[3-84~-3-(3-[1,2,3]Egjo}E-1-d-Hd)-L 23 Q ol = | -4-E g
FemvE-dd} -7t tert-5-9 OﬂiEﬂé Aol M118)(0.33 g, 0.59 mmoD Z 5] Ak A2} Neoj| upe} CH,Cl,
o] TRFAR A g8te] A2ttt v Al |2 A 5319115 mg, 44%).

o{N e B

MS (ISP) 443.4 [(M+H)"1; mp 147C.

A Ao 171
7-(ol AR e -Hg-olnv)-4-(3-Fe}pE-1-I - d)-8-Ee]EF e 2vd-1.3-t]slo|=2 -l x[b][1.4]c]o}A 3~
2-2

FA e e {5-(o]aftd-rE-obrn)-2-[3-54-3-B-9#E-1-d-dAd) -T2y e o ] -4-EL ZF 2
2=} -7t tert-FE ol 2 H 2 (A A o] M119)(0.49 g, 0.85 mmol) Z -5 Ay A} Nej| whe} CH,Cl, % <]
TFA= A e]ste] Azatqich. ¥he 3 1A 24 5319 tH324 mg, 83%).

MS (ISP) 454.4 [(M-H)"]; mp 182°C.

Ao 172

4-[8-(claz e -vg-ojnw)-4-52-7-E¢]
Fejd-2-stH e

il

Fowvg-45-tstol=2-3H-M%[b][1.4]t]olAH-2-9 ]~

A BHHES [2-[3-(2- Ath JM% D)-3-Fa-Zryedotr|n]-5-(o] Lz 2 d-vd-olrn)-4-E &
FoRvd- Jﬂé FHAF tert-5-9 o ] (Aol M120)(0.67 g, 1.29 mmol)il‘i— B Ayt 43} Noj| w2} CH,Cl,
°] TFA= A 2] 3}o] xib_o}@lﬂr TE A A =AM 583 HH210 mg, 41%).
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MS (ISP) 400.3 [(M-H)"]; mp 189C.

Ao 173
8-FRw-7-(o] AR -mE-ojnw)-4-(3-[1.2 4| Eejo}E-1-A -9 d)-1.3-t]slo|== - % [b][1.4]c] o} 3 -
2-

FA) SES {(4-FR2-5-(0l AT e -rmE-oln )-2-[3-54-3-(3-[1,2, 4| Eg|o}E-1-4 -9 d)-Z 29 S do}
m) ] -} =Tk tert- 59 ol 2B 2 (A Aol M121)(0.76 g, 1.41 mmol) 48] A nk A} Nejl whe} CH,Cl,% <]
TFAR Afste] AlzstArth. B L XA A 24 =538 tH(530 mg, 89%).

MS (ISP) 423.4 [(M+H)"1; mp 2137C.

Ao 174

7-(olArE-vE-olu)-4-(3-[124]Ego}E-1-A-HI)-8-EgTF e @urel-] 3-t]slo]l=2 - Z[b][1.4]
HolAH-2-2

{5-(o)aFd-HE-oln)-2-[3-24-3-(3-[1,2 4] Ex]o}E-1-d-Hd)-Z2u| o doln| - | 4-EZ ZF Q2w
-} -7Ht tert-F @ ol = H 2 (A A o] M122)(0.50 g, 0.87 mmoD & -] Ak A2} Neojl whe} CH,Cl, 5 9] TFAR
A gl sto] Al zskqlnt. v 4A A 2 A 533 tH350 mg, 88%).

MS (ISP) 457.5 [(M+H)"]; mp 198C.

AAl 175
8-22 % -7-(c] 248 vg-obu]y)-4-(3-[1,2.3]Ee]ol F-1-A-sd)-1.3-t]sto] =2 -z [p][1.4]c] kAl F -
2o

BA 3 E S {(4-F22-5-(o] 2FE-rE-olu )-2-[3-24-3-(3-[1,2,3 ] Eg]o}E-1-d-Hd)-Z 23] 9 o}
) ] - -7t tert- 59 ol 2B 2 (A o) M123)(0.17 g, 0.31 mmol) 258 duk A2} Nejl whe} CH,Cl, % <]
TFAR Aelste] Azatleh. g A 1A 24 #5354 THI00 mg, 75%).

MS (ISP) 423.5 [(M+H)" 1; mp 85TC.

Ao 176

7-(olArE-vE-olru)-4-(3-[1 2 3]1Ego}E-1-A-HI)-8-Eg|TF e wurel-] 3-t]slo]l=2 - Z[b][1.4]
oA H-2-2

A BEE (50l -r Dol )2 [3-5 833~ [L.231Eelol &1 s )22 2 dolvl a4 -2
g ZEFe2ve-ud} -7t tert - OﬂiEﬂE *E‘/\] o] M124)(0.44 g, 0.77 mmol) 255 A uF A=} Neoj| u}z}
CH,Cl,% ¢ TFAZ 2] ho] AZ ST 9 24 A ZA +53H90H170 me, 49%).

MS (ISP) 457.5 [(M+ H)" 1; mp 202C.

Ao 177

4-(3-olnpE-1-d-dd)-7-o] AR Yo}n1=-8-E] T 0 mrel -] 3-t]sto|=w Wl [b][14]t]otAHA-2-

- 123 -
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FA BE S (2-[3-C-olE-1-d-Hd)-3-Fa-T2y e dotr| =] -5-o]af- ol -4 -Ed| S F e R d -
) -7HHAE tert- 2 ol 2EH 2 (H Al o] M125)(0.43 g, 0.77 mmoD) 258 ¥k M3} Nof| whe} CH,CL, 52 TFAR A
glato] Azshgitt. ¥ F4 aA =AM 583260 mg, 76%).

MS (ISP) 442.4 [(M+H)"1; mp 2217C.

Ao 178

8-S me-4-(3-ojntpF-1-Ad-dd)-7-o| AR Eolme—] 3-tsto]l =2 -wl = [b][1.4]H]opAA-2->

TA St ES (4-F22-2-[3-B-orthE-1-d-9d)-3-F &~ E v e ot ] -5-o] AF g obr] -3 } - 7HRF
b tert-5-8 o 2| 2 (Aol M126)(0.33 g, 0.63 mmol) 255 L HF A=} Neoj| w}2} CH C1274 TFAR A7 slo] Az
vl o 3}

sho}, A 73 24 5519 TH240 mg, 94%).

MS (ISP) 408.4 [(M+H)"1; mp 212C.

A Ao 179

8-F R R -7-(o] AR E-oln)-4-(3-[1.23|Ee]o}L-1-A-dd)-1.3-t]sto] = -wl = [b]|[1 4]t A-2-2

FA SheE S {4- ﬂii 5-(o] &gl -o}m| 1)-2-[3-%24-3-(3-[1,2,3] Eg|e}E-1-d-#d)-Z 23] ¢ Joju| ] -
A -7 tert- - ol Bl 2 (2 Al o] M127)(0.22 g, 0.42 mmoD) & -E Auk A=}k Nejl w2} CH,Cl, %] TFAR ]
2l sho] Al =3l %‘%8 A A 24 4253 TH90 mg, 53%).

MS (ISP) 407.3 [(M-H)"]; mp 249C.

Ao 180

7-(el AR g -olrv)-4-(3-[1.2.3|E2lolE-1-H-dd)-8-Ee|EF e wmre-]1.3-t|slo]cm-MiZ[b]|[1.4]t]o}A]

FA Sk S (5-(o]aFE-obr )-2-[3-54-3-(3-[1,2,3] Eg|ol&-1-d-Hd)- 22y e dotr | -4-Ed| &
Fo R E -} -7t tert—5-E ol 2E| 2 (Ao M128)(0.34 g, 0.61 mmol) &8 Axk A2} Nel| whe} CH,Cly %
o] TFAR A 2jste] Azt Br& A4 aA 24 4253821 vH(150 mg, 56%).

MS (ISP) 443.4 [(M+H)"]; mp 212C.

Ao 181

8-F 22 -7-(o]ARY ol )-4-(3-[1.24]|Ego}E-1-H-FHD)-1.3-teto|=m - [b][1.4]t]olAH-2->

FA BFFEES (4-FRR-5-(0] 2R E-ohn] ) -2-[3-84-3-(3-[1,2,4| E|o}Z-1-U-d)- T2 5] @ Jo}u] ] -
9} -7Hab tert-4-8 of 228 2 (A o] M129)(0.39 g, 0.74 mmol) Z 4] 2wk A} Nof| wpe} CH,Cl,%¢] TFAR A
glsko] Alzsklvh B QRIA A A=A =583 tH(270 mg, 89%).

MS (ISP) 407.3 [(M-H)"]; mp 222°C.

Ao 182

- 124 -



%53 10-0566171

T-(el iR g -oluli)4-(3-[1.2.4]E ol %-1-9 - d)-8-E2 EL o 2ujel-1,3-tlstol =2 Wiz [p][1.4]c ol 4]

T4 FAES {(5-(0]2F -0l x)-2-[3-22-3-(3-[1,2, 4| Eg|o}Z-1-d-HAd)-Z2F o Jo}n| = |-4-EF =
Feze-sd} -7t tert-5-9 o 28] 2(A A o M130)(0.43 g, 0.77 mmol) ZH-E] Awk A2} Nej| whe} CH,CL, %
o] TFAZ A glste] Al zs}drt. v 244 3|24 =539 tH270 mg, 61%).

MS (ISP) 441.3 [(M-H)"]; mp 191°C.

Ao 183

8- ww-7-(dg-rg-oln)-4-[3-(4-slo]=FA|w & -Ho}£-2-oN)-Fd |-1.3-t]slo] == -wl & [b][1.4]t]o}
AA-2-2

FA BFES [2-0t] e-4-F R 2 -5-( E - -o}n| )-¥ I ]-7PHt tert-FE o 2B 2(0.15 g)(N Alel J7) 2
3-52-3-[3-[4-(H Edeto| R -3 &-2-A A e -El o} -2- | - ¥ d | -2 23] 24} tert- & o] 28 2(0.23
) (A K27) 255 Ak Ak Mo whet Al 28 qlvh. 5% B8 o4k dxt Nej| w2} CH,ClL, 5] TFAR A &3t
SRS A7) I aE] A F T B4 A A 533 TH0.14 2).

MS (ISN) 439.2 [(M-H)"]; mp 136-137C.

2 Al 184
§-F22-4-[3-(4-3lo]=Z A E-Elo}=£-2-)-HI|-7-(E-Z 2 -oln|)-] 3-t]lol=2 - Z[b][1.4]¢]
OM H-2-<

A S E S [2-obn] m-4-2 22 -5-(ME-Z2g -oln] 1) -7 d ] - 7} Ht tert-H-9 o] 28 2(0. 16 g) (Al J8) %
3-52-3-[3-[4-(H Egteto| =2 -y gh-2-d A v E)- Elo}i 2-d]-dd |-Z 2923t tert -9 o] =¥ 2(0.23
@A o K27) 26 vk A3}k Mol wheh A28k oivh. 59 2 549 H& A Nell me} CHyCly s o] TRA=R A 25t

05713 R AT, B AL S5 L0108

MS (ISN) 453.2 [(M-H)"]; mp 211-213C.

21 Aol 185
8-Fw & -4-[3-(4-38lo] == A W E-Elo}E-2-oD)-Hd|-7-(o] AT 2 I - E]l-oln)-] 3-t]Flo] =2 -wl Z[b]
[14]cotAA-2-2
A4 ES [2-o | e-4-FRZ-5- (o] A2 -HE-olu] o)-Hd |-F}At tert-F-E o 2EHZ(0.17 g) (A A o

N

J26) R 3-52-3-[3-[4-(F Eg}sto| =2 -d&-2-d SAmE)- Hoh—g 2-d]-9d]- JEJJ%{} tert-4-& o 2~ g
Z(AA o) K27)(0.23 )25 Ak A5} Mo whe} Al 23k glch 558 E2S 9uk 3} Nejl whe} CH,ClL, % 9] TFAR
st @R B A7) AL ae| A ZTE WS A aLA 2 A ‘l‘?a'(/jj\‘:]'(o.()fs g).

MS (ISP) 455.2 [(M+H)"]; mp 193-195C.

Ao 186

8-FEE-4-[3-(4-dto] =F A M e —Elop£-2-9)-Hd [-7-(e| AP -rmY-ofr])-1.3-tsto| e - [b][1.4]
oA A -2->
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EA SHES [2-0hole-4-S225- (041G ool AU et R 4242025 (341
127) 8 3-8 4-3-[3-[4~(H| E¢}alo] =2~ JJ 2 5|0 El)- S A} -2-9) |59 )39 241 tert--9 ol 7]
2032 (4o K223 2tk 23 Mol whel Azesich, <58 B4 9w A7 Nol e} CH,CLE 9l TRAZ
) stel B EA ] 3w spA Ak B MARA 55 ATH0.06 ).

MS (ISP) 469.1 [(M+H)"]; mp 135-136C.

Ao 187

8-grr-7-(e-rg-ofv]ie)-4-[3-(4-to| =EFA D -§AFE-2-)-sd |-1.3-t]sto] =z -wl = [b][1.4 ]t}
A -2-2

A SFFEL [2-0b) w-4-2F R 2-5-( D-rl D -obv] )-7 F ] -7t tert-F8 o 28] 2(0.15 )(A A ol J7)

3-54-3-[3-[4-(H Egsto| E&-3 -2-A G A W D) -2 A} £ -2-A |-l d |- Z 23] 2% tert- -8 o] 25 2(0.22

@AM e KIDZHE Ay A3k Mol e} A x5tk 258 328 9k 43k Nol wheh CH,Cl, %o TFAR 2 2] sho]
YR EA 7 2 AP G A LA $5590H0.10 g).

MS (ISN) 423.1 [(M-H)"]; mp 165-166C.

Ao 188

8-S = -

4-[3-(4-3tol=EZA e -SALH-2-o)-Hd-7-(HE-ZaHA-oln])-] 3-T]5to] =2 -wZ[b][1.4]Y
olAH-2-2

EA S [2-0b) w—4-F R -5-(M Y- T2 B -ohv] 1e)-3 I -7 tert-3-8) o 226 2(0.16 ©)(A A ] J8) %
3880 [3- (- (RGeS 2922 A H D SAF2- ] A2 e o 2] 20,22
DA KIDZY-E 9y 22 M ek A 2590k 258 842 9w 42 Noj whek CH,ClL, %9 TFAZ A2 shel
YuEA7) 3 e A AT B4 1A 24 $5590H0.10 ).

MS (ISP) 437.2 [(M-H)"]; mp 166-167C.

A A4 189
8512 2 o= [3-(4-5fo] = S8l -5 -0-9) sl |-7—(elo 2 29 - —obolso)-| Gl ol = 2 -2 ]
TMEEETE:

FA SEs [2-om-4-S 22 -5-(o] Az 2d-vd ol o)-3 d | -7HHAT tert -8 o 2H] 2(0.17 g)(*‘ﬂ o]
J26) B 3-524-3-[3-[4-(F Egtlo| = 2-d&-2-A SA M E)-SALE- —%’]—ﬂﬂ‘é EEJ]QAP tert—-& o 2]
2(0.22 g)(AA o KIDZHF-E LRk dap Mol e} Al 2813t =58 =248 Ik daf Nel| wheh CH,Cl, 52 TFAR

Agsto] @RS A7] A g sA Z T A A =AM 58131 0H0.05 g).

MS (ISP) 439.3 [(M+ H)* ]; mp 143-1457C.

2o 190

8- R 2 -4-[3-(4-sto] = A e - ALL-2-0)-Fd |-T-(o] AFE-wE-ofn])-] 3-t]slo]ew-wlZ[b][1.4]
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EA SHES [2-0hole-4-S225- (041G ool AU et R 4242025 (341
127) % 3-%-3-[3-[4-(H| Ee}lo| £ 2 JJ 291 5 A1 E)-5 A1 -2 | -5 |- 5] £ 4 cert-8) o] 28]
=031 (Ao KIDZHE) 8 23 Mol whel Azefsich, 58 248 v 27 Nol e} CH,CLE 9] TRAZ
el stel G EA ] 3w spA Ak B MARA S5 HAHO0.18 ).

MS (ISP) 453.3 [(M+H)" ]; mp 166-167C.

Ao 191
8-Frw-7-vugoir=-4-[3-(4-mHojr=m g -ElopF-2-9D) -9 d|-1.3-t]sfo] == Wiz [b][1.4]]o}A -
2-2

a)8-Fwwm-4-[3-(4-SmRHg-Flo}F£-2-9D)-dd|-7-t]eElojr -] 3-tslo]em-wlZ[b][1.4]HotA -2~

fe

CH,Cly, 59l 8-S 22 -7-trdopv]m-4-[3-(4-3lo] EFA M -E]o}&-2-<) - d ]-1,3-Hslo] == -wl = [b]
[1,4]t]o}Al R -2-2(0.38 )(A Ao 19) F E]|od E2&°]=(0.1 mL)9 TFES 40T E 2413t Bt 71455l &
1A ETIES AFFA ZHA 7] FALE AcOEtE A ZFeto] A 3131E(0.44 g)S 32 24 3 2 A 535191}
MS (ISP) 445.1 [(M+ H)"].

b) 822 2-7-clWelof]w-4-[3-(4-w ol w8 -Elo}E-0-9N)-s I |-1,3-c]ste] =2 -l £ [h][1.4]c] o A]
no-e

EtOH(1 mL)5 <] vl”olrle] 8M §NF9] 8- 22 -4-[3-(4-F 22 E-Elo}E-2-U)-Hd]-7-t]Ho}n] =~
1,3-tstel=&-wlz[b][1,4]t] o} A8 -2-2(89 mg) B KI(3 mg)9] EFES 20Tl A 20413t &k awwkst it H,0
(25 mL)E F7Fskal 2N NaOHE H7tete] &2 pHE 112 A4t A &S of el o8 =7 staL dej7t A%
o 5 MeOHE & 8] 0 24| A}-8-3}o] EL_E_U}E:LaMOH 4 oH A o}OﬂE‘r A ES 20% /3 MeOH(10 mL)= L yksh
aL ALAE of el olaf Eelete] FA =49 me)S FA EEEA F5IIT

MS (ISP) 440.2 [(M+ H)"1; mp 129-130C.

A Aof 192
8- R -7-tugoire-4-[3-(4-R=Fd-4-AnE-Flo}F-2-9D)-#d]|-1.3-t]eto]=m -z [b]|[1.4]t]o}A
H-2-2

EtOH(0.5 mL)F 9] 8-F 22 -4-[3-4-SF22HE-Ho}&E-2-d)-dd|-7-tueo}r]=-1,3-t] o] =2 -#l Z[b]
[1,4]t]obAl 9 -2-2(89 mg)(A Al 191a), E’_Eia(O 17 mL) % KI(3 mg)e] E3}&E-E 60T AlA 3AI1F &<t L vks}al

th H,0(25 mL)E W2be &l Hrtetar &S of 3ol oal =7k Aef7t A Aol A AcOEt/obAl=(1:1)5 &2
Mo B2 Al&3le] ARutE g o & FA AT AAFES 20% T4 MeOH(20 mL)9} A skt 1
NaOHE #H7Igto =24 &3tE9 pHE 112 A & A& o 7o) o3| Felste] A 33E(55 mg)S I v‘i—%i

A 5539,

MS (ISP) 496.2 [(M+H)"]; mp 138-143C.

A Ao 193
8-22 7 -7-clugolr i -4-[3-(2-o| EE AW -ElolF-4-)-Ad]-13-tlstel =g - % [b][1 4] ] oLl 7 -
2o
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a)4-(B-nerote-gd)-8-Fez-T7-tyugon| -] 3-tsfol=w-wlZ[b][1.4]HotAF-2-

EFA(16 mL)Te 3-F4-3-[3-2-B2E-1,1-tuEA - e)-Hd | -Z 23] 24 tert-H-& o 2B 2(2.34 g)(A
Al K28) B (2-oln|—4-F 2 2 -5-t]r|eolu] -3 d) -7} tert. - 58 A 2B 2 (A Ao J2)(1.57 g)2] &NE
100C = 5413 &<t 7k akalnh. ul& aFoll A SEA 71 248 A ES A7k A ol A CH,Cl,/AcOEL(1:20)<
gl omA Apgato] AmvtEI I o8 FAls At CHyCly/TFA(L:1, 30 mL)F9] ZAE 52(2.4 g)9] &<
20T oA 155 FoF wwkdk & A v}, AL @ A8 AcOEtol] &a)A17]aL €4S INHCl 2 A58 Al Hshar, AxA
7131 2 A F T FAHE AcOEY/ELOZ 58 A4 818le] 4-(3-B 2 RolAd-¥d)-8-F 2 2-7-tJ¥do}ln| -1, 3-1]
stz -MlZ([b][1,4]T) oA A -2-L8 vt A 33 ZA F5359 T

b) 8- 2 2-7-clWeloln]w-4-[3-(2-Fto] = EA v & -Elo}E-4-9N)-s I |-1,3-c]ste] =2 -l £ [h][1.4]c] o A]
no-e

i I S~ W

EtOH (3 mL)T 9] 4-(3-BE2RoAd -3 d)-8-F 22 -7-t]rdo}r| -1 3-t)sto] =2 -l = [b] [ 1,4] v of A -2~
(0.22 g) % 2-(tert.~F 7L - ADE] QoA Eoln] =(0.11 g) 9] =3H&-S 80Tl 4] 0.5A1F &<t 7k skl ). &
N-& AcOEt®E 3|4 Al7]aL, E3} NaHCO, &9 9 = Al FstaL, AxA 714l SEA At XS MeOH(8 mL) %

1.5N KOH(8 mL)9] &8& 5ol A 20T ellA 20+ &<t awkstltt. Hy0(30 mhDE M 7hshar 8 A4 E-S of 3ol <

s Aol Al SFR0.9 S FA AR FEST
MS (ISP) 427.3 [(M+H)"]; mp 176-178C.

Ao 194

4-[3-(2-otv]=—Flo}F-4-)-sd|-8-Fwm-7-t|mHor1=—-] 3-tfo] = -wiZ[b]|[1.4]|otAA-2-2

THF(10 mL)5 9] 4-(3-B 2R olNE-Hd)-8-F 2 2-7-tH|Eolu=-] 3-T3lo| =2 -WZ[b][1,4]t]o}A|H-2-
2(0.73 @)(AA o 193a) © E] 2% ok0.13 2)¢] E£38=S 60CE 154 FoF 7tdet it} £35S AcOEtE 3] Al 7]
3 23} NaHCO, &9 2 A2 AH3ATE f7] S5 :A2A 713 SHA7] 3L FAFE CHLCL,9F 37 wyksto] 314 st

SHE(0.14 g) 2 A uA 2 FE559).
MS (ISN) 410.2 [(M~H)"1; mp 247-248°C.

Ao 195

8-SR -7-tyugoln e -4-[3-(2-odoln e —Ho}E-4-)-sd]-1.3-t]sto|=2 -2 [b][1.4]c]o}AF-2-2

THF(3 mL)F 2] 4-(3-E2HEolAE-Hd)-8-FZ22-7-tveo}lrn| =1 3-t3lo]| =2 -l Z [b][1,4] ] o}A| T -2
(130 mg)(Ad Al ¢f 193a) 2 N-oE-E] 2$-doF31 mg)e EFES 60TCoA 1568 5ot 714319t £35S AcOEt=
S| A A1 71aL 3} NaHCO,4 & 2 = Aok §7] T& AxA7]3 SEAI7]1AL A A7 A Al A
AcOEt/FAH1:1) & G N o2 A AL-g3te] ARutE 1 3o o3) FAetdrt. GAH A ES Et,0% A =Fste] 3 A

SH3HE (24 mg) S A A ZA FEBAT
MS (ISP) 440.3 [(M+ D" |; mp 122-123C.

Ao 196

N-{4-[3-(7-ZF 22 -g-clueolvw-4-% 44 5-t]slol =2 -3H-W%[p][1 4]clolAF-2-9) -7 I | -Elo} -2~
ol _TLo o
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THF(E mL)F 2 4-3-E2EolAE-Hd)-8-FZ22-7-tvgo}lrn| =1 3-t3lo| =2 - Z [b][1,4 ]t o}A| T -2

(130 mg)(A A4 193a) 2 N-op1|t]=-E] 2 - o}(35 mg)2] EFES 60Tl A 147t ot 71E3 . £g&S

AcOEt® 3|AA1713L 3} NaHCO4 & 2 A= AlFsAth 771 55 AXA7]AL SEA 7L ZAE et A ol
3 A=

A AcOEt/MeOH(20:1)% 82902 A Algale] Azntz1e)slo] oja) AAlalgith. B8 A48 ol EC 2T H
AR sste] TA HEE(22 me) B4 LAZA S5

MS (ISP) 454.2 [(M+ H)"1; mp 221°C dec.

Ao 197

g-gre-7-trgolrn-4-{3-[2-(I el -4-dolrw)-ElopE-4-A|-FAd}-1.3-vsto] =z -wE[bl[1.4]o}
AA-2-2

THF(3mL)Z9] 4-(3-H a2 Rl E-¥d)-8-F 22 -7-t| o} -1 3-t]ato] =2 - E[b][1,4] ] o}A| R -2-&
(130 mg)(A Aol 193a) 2 1-(4-7 2] F)-2-E] 2 - o}(46 mg)e] EFES 60T A 45% Fet 7Hda it TS
AcOEt® 3|4 A)7]31 23} NaHCO3 &9 B 5= A He . #7] & 1241713 SEA7] AL LS EyO= A 2s)

o] %A 33 (55 mg)S A 1A 2A F5351 T

MS (ISP) 489.2 [(M+H)" 1; mp 231-234C.

Ao 198
8- 22 -4-[3-C-H"H-FA=-4-oD)-dAld|-7-(Hg -2 H-o}nr)-] 3-t]slo] = -wlZ[b][1.4]]o}AA-2-
©

A FGEE [2-0bn)m-4-F 2o
3-8 2:-3-[3-(2- M D-SA -4~
of et Az F5H B4
SR A 55890H0.07 @).

5-(mg-Z 23 -oln x)-d -7t tert-5-9 o] 2H 2(0.16 g)(A Al 4] J8)
- |- 23] 24 tert-F-8 o] 2EH2(0.17 @) (A Ao K29 ZHF-H dvt A2 M
d 42} Noll w2} CH,Cl, %9 TFAR A2lste] @R 5 A7) a w3 Z ). 44

OE]
OE]
MS (ISP) 423.2 [(M+H)"]; mp 163-164C.

2o 199

—[3-(4-stol=s A ud-EopE-2-o)-vd|-8-mE-7-(Fd-Z g -ojn|)-1.3-tsfo]=2 -z [b][1.4]t]c}
AH-2-2

FA shehEs [2-obr m-4-mE-5-(v " EE%—O}H]i -] -7PEAE tert-F-E ol 2B E(0.21 g)(HA] ¢ J24)
3-%2-3-[3-[4-(Fl Egstol =2 -5 -2~ S A W &)~ El o} -2~ | -3 d |- Z 2 9] 24} tert--2 of 28] 2(2 A o
K270.31 9238 9t 374 Mol vt AZ3ch, 458 828 9% 23 Nl 5o} CHoCly g el TFA= A 2fsted
g R 37|12 s A 834 1A 24 589 H0.09 g).

MS (ISP) 435.3 [(M+H)" ]; mp 222-224C.

Ao 200

4-[3-(4-stol=FA v E -SAE-2-9) - |-8-r D -7-( -2 A-o}r)-]1.3-t]sto] = -wl = [b][1.4]t]}
A -2-2
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EA| SFES [2-0h] e-4-W F-5-(A] B - 2B -o}v] 12)-51 ] -7}y M& tert—38 o 2E] 2(0.21 g)(2A] o] J24) 2
3- % -3-[3- [4 (Bl Eetsto] = 23] gh-2-A S A B D) -9 AL -2 | -3 |- 23] 24F tert- 9 of 2 2(2 A o]
K11)(0.31 g)Z5-5 ddt Az} Mo w2} A x50 59 2245 ¢ “ﬂ} A2} Nell whe} CH,Cl, 5 2] TFAR A 2] 35k

GRS e A Rk B A 24 F5SATH0.16 9).

=

MS (ISP) 419.3 [(M+H)" ]; mp 200-202C.

Ao 201

7-tugoln] - -4-[3-(4-3to]| EFA W E -E]o}F£-2-)-HJ |-8-EZF e 2 v E-]1 3-tsto| =2 - Z[b][1.4]
oA H-2-

A 812 & (2-ohv]m-S-r i opr] g - 2R S 0 2o | -dl ) -7l tert—d oﬂ*EHE(o 16 g)(A Al J6)
A 3-52-3-[3-[4-(H Edfsto| ER -9 @-2-A A v d)-Eo}E-2-4 ] -

Aol K27)(0.23 g) =78 vk Aap Mel| e} Alzspdeh, 581 =25 vk A4t Noﬂ w}a‘r CHZCIZTA TFAZ ﬂﬂ
sl @R s A 7] a1 ] shA F ok, B4 LA 2 A 55 TH0.12 g).

MS (ISP) 461.2 [(M+H)"]; mp 198-199C.

Ao 202

7-dvgolre-4-[3-(4-stol = A I -SA L -2-9)-dd |-8-Ee|F 2o wvd-1.3-tso| e -MZ[b][1.4]
oAl H-2-2

BA sES C-opr| w-5-tHdoln -4-EgZF 2 -wd -Hd) -7 tert-F-E o 2H 2(0.16 g)(A Al <l J6)
8 8- o8- (- [4-(e] Eekslol = 2 -9] -2 § Al &) - S AL 2=l 92 e ort—tte o el
(0.22 (Aol KIDZHE Ak 43k Mol whef Azt ek, 58 242 Ak 85 Neol utet CH,Cl59) TPAZ

g)alo] RS A 7|3 g 3A Z T G 1A 2 53R TH0.11 g).
MS (ISP) 445.0 [(M+H)"1; mp 197-198C.

21 A of] 203

4-[3-(4-gol=s A E o}z -2-9) s d|-7-(d-Tzs olulw) g-Eel|TFo gue ] 3-tgore -z
[b1[1.4]clotA5-2-&

FA BHgtEg [2-obe-5-(ME -2 2 -0l in)-4-Eg ZF e 2 d-ad |- 7Pt tert—5-2 o 2H 2(0. 17 g)(N
Alel] J35) B3-S 4-3-[3-[4-(H Egtste| =& -9 d-2-A S A v e)-F o} Z-2-A |-Hd | -Z 2 I 24 tert-F-8 o
ZH 2 (E A e K27)(0.23 @) 2F-H Ak A2} Me] Sttt =59 BAS dnk Ak Nej whe} CHZCIﬁ—ﬂ
TFAR A 2|8t} @R 3 A 730 22| A v}, 44 s 24 =56} D}(o 06 g).

MS (ISP) 489.2 [(M+H)" ]; mp 177-180C.

2o 204

} == el -[1.34]Eofr]o}E£-2-9N)-FHH|-8-Ee]EF o ZuEl-]3-T]slo] ==

Olt

7=t gopr=-4-[3-(5-
H(bl[1.4]t]otAA-2-
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TA HE S -0l e-5-r P ohr] 4B BE 0 2 v E -3 W) -FHyHAE tert -3 o] 2 2(0.16 g)(2LA] o] J6)
0 8% 253~ [5-(H| Eeelo] = 29 g2 S A &)~ [1,8,4]Elo} o} 5-2-21 |- ﬂ]%}—iiﬂ%’%}tert—l‘%g
o =8 2(0.23 g) (A A el K30) =58 vt dxt Mol whe} Al z8 vt 59 242 drk A2t Nej| w2} CH,Cl, % 2

TFAR A gsto] @RI A|7]a e SpA Z ), 84S W WA S 24 253k HH0.06 g).

MS (ISP) 462.1[(M+H)" ]; mp 242-246C.

Ao 205

7=t gopr=-4-{3-[5-(2-8lo] =FA| -0 &)-[1.3 4 |E]o}r]o}F-2- |- d} -8-E ] Z Lo mud -] 3-t]&}0]
c2-wzx[bl[14]t]o}AA-2-=

A P ES -t e-5-tH ol -4-E
2 3-%2-3-(3-{5-[2-(A E}eo] = 2 -v] g~
58 o 22 H 2(0.24 g)(AA ol K3DZH-E Auk A=} Mol whe} Al z3kgich 58 248 99 85} Nojl e} CH,Cl,

<}
9 TFAZ A este] @R T A 7|3l ] SA AT 3] A8 @ A 313 2 A T%*‘s}%iv}(o.o&‘) g).

g Z 20 2w g -H )7} tert-5-E o ~H 2(0.16 g)(A Al <] J6)
2-d5A)-od]-[1,3,4] FAO}EM*—z Q- d)-Z 23] &4 tert-
q

MS (ISN) 474.2 [(M-H)"]; mp 234-237C.

Ao 206

7=t dopr=-4-[3- 3} =2 A H e -[1.3 4] At ob=-2-0)-9|d|-8-Ee|EF0 mr|el-] 3-t]dto] =2

(5
Hlz[bl[1.4]c]otAA-2-

A e S (2-ohve-5-yHdon m-4-EgEF Qe mrd - d)-7Ht tert-H-E o 2 2(1.44 g)(E A <] J6)
2 3-524-3-{3-[5-(H Eatsto] B - &-2-A S A &)~ [1,3,4] A o}E-2-A -9 D) - 23] 24} tert - -9
ol 2 H 2(2.17 @) (A A o] K32)Z -8 dnk dap Mel| whe} Al 38k vk 58 248 4wk 3} Nel| whe} CH,Cl, %9

TFAZ A gfsto] BRI A7]a g shr 0. 3|45 | WA a4 24 538H31tH0.88 g).

MS (ISP) 463.2 [(M+NH,)*].

Ao 207

sl stobl bt Loyl o1 L o2 O e 2 )
ceowz(pl[14]clelAn -2

BA 3ES 2-ol e-5-tuEoln| w=—4-EZF 0 2w e - d)-F} 4t tert-F & o 2H Z(0.16 g)(A A4 J6)
2 3-24-3-(3-{5-[2-(H Egslo| e 2-T&a-2-Ad2A])-o| & ]-[1,3,4 iA}D}O}»—Z dr-Hd)-Z 239 Ak tert—
F-g o] 28 2(0.23 @) (A Al o]l K33) 2 F-E] duk Ax}p Mol wheh Al xak it 551 545 4k "} Nel| whe} CHLCl,

<o TFAR A gfsto] 2R3 A7]a | StA Zit) 3|4 & W WA Sl 24 258131 vH0.88 g).

MS (ISP) 460.2 [(M+H)" 1; mp 237 dec.
2 A1 e] 208

7=t glotr -4 -(3-FAF-4-d - d)-8-Ee|EF e mrEl-] 3-t|stolcm-ul=[b][1.4]|]otAA-2-
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A S @oofrleopoc] o] eod- 280 0 2w o )7 tert= 8 A12HZ(96 m) (A A 6)
2 3-(3- A E 4 D) 3-8 22 23] L4 tert- 58 o 2 E 2(103 mgxwan K34)= 38 Qa 43 Mol wfe}
Az}, £58 2A4S duk Az} Ne| e} CH,CLEe] TFAR A ate] 2R3 A7] 7 wel s Ak F4 14 24

531950 me).

MS (ISP) 415.2 [(M+H)" ]; mp 218-219C.

Ao 209

7-dHgolr -4 -(3-Flo}E£-4-Hd-Hd)-8-Ee| T F e Zug-]13-t]sto] =R -wlZ[b][1 4]t} AA-2-

TA FFES (2-ohn| w-5-t]H ol e -4-E g ZF ¢ - g - d)-F}HA} tert-5-E o] ~H 2 (96 mg) (A A 4| J6)
2 3-24-3-(3-Elo}E-4-d-Hd)-Z 2 3| 24} tert-F-8 o ~E] Z(109 mg)(*‘/\]d] K35)ETE1 At A2} Mol uf2f
Azt F5E =4S Ak dak Nl kel CH,Cl, 50 TFAR Aglate] @R A 7|3 g stA AAvh 345 o W

A S A 24 =53 TH61 me).

MS (ISP) 431.2 [(M+H)" 1; mp 200C dec.

AA 210
7-tiEloln] -4 -[3-(2-HEl - Al -4-)-Hd|-8-EgZF o guE-] 3-t]slo] =g -l Z[b][] 4]t]o} AT -
2-2
15—4—15_&]&— o 2-mg-9d)-7 Ak tert-5-2 o) ~H 2(0.16 g)(A A4 J6

=5
é
)
P oo
ﬂH
ﬂ!
’L\?
_$L
=
l-r
o E
=
u,
L
o

24k tert-F-2 o ~H 2(0.18 g)(*‘/\] o K29)2HH «v }

e W
03 Nel el CH,CL 9] TRAR Alelohe] 3540713 el shA3e 2
A R BA S 8}9,1‘5}(0.04 2).

N

MS (ISP) 429.3[(M+H)* 1; mp 192-193C.

2Ae 211
7-tidEoln v -4-[3-5-HE-2AEZ-4-H)-HI [-8-EfZTF 2 El-] 3-tslo]=@-wZ[b][14]t]olAF -
2-2
#A FFEL (2-017) = —5—u1uﬂ%ow5-4—5134%?—3;—1311%—:11@) FHAT tert -8 o] 2B 2(0.16 g)(2 A ¢ J6)
W 3-[3-(5-HE-2AZ-4-)-Hd]-3-22-Z 239 24} tert-F € o ~H 2(0.18 g)(A A ¢ K36)ZFE Ak 2=}

Mol whe} A28t qet. 58 2248 Aut 42} Nol| e} CH,Cl, %9 TFAR Aglste] @R 57| a wesiA . &
A AR FEFATHO.13 g),

MS (ISP) 429.3 [(M+H)" 1; mp 238-239C.

Ao 212

7-tidgolu -4 -[3-2-HEl-5-FT 2 H-2Al=L-4-)-HJ]-8-Eg|ZF o 2rel-] 3-t]slo]=2-MZ[b][1.4]
tolAH-2-&
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FA =S 2o ke-5-mHEotn] m-4-E FF e 2" -3 d)- 7}uw tert—5-g o] 2 =(80 mg)(A Al <l J6)
2 3-[3-(2-"E-5-Z R A-AE-4-)-¥d]-3- % -2 29 2k tert-HE oﬂﬂEﬂE(mS mg) (% Al o] K37) 25
Bl A9k dap Mol whet Al 235190 vh £58 B4S Ak 92k Nojl wheh CH,Cl, % 9] TFAR A #dte] &R A7) 3 1]

A7 AE 4 aA 24 582 H20 mg).

—

MS (ISP) 471.2 [(M+H)"]; mp 211-212C.

Ao 213

7-t "ol -4-[3-(5-wEl-Elo}E-4-9)-HJ]|-8-E T Lo Zre-13-t]glo] =2 -z [b][1.4]c]o}A A~
2-

FA =S (2-ob=-5- 1’4 et m-4-Eg| EF e Z-rd-EopE-4-¢)-Hd | -3-F 2 -Z 23] 24) tert-
ol 2= H 2(0.19 @) (A o]l K38)ZA-E] Ak dap Mol whe} Alz35k3iv. =549 Bd& At A Noj| uhe} CHZCIZT«]
TFAZ Ae]ete] ER s 1712 SR FA A=A 538 TH0.06 g).

MS (ISP) 445.2 [((M+H)"]; mp 214-215C.

Ao 214

7-tlul o4~ [3-(25-tlu] & ~Elo}E-4-9))-s|I]-8-E EF e wulg-1 3-tlefol =2 W% [b][1.4]clolA]
no-g

FA =S (2-obm-5-trd ot m-4-Ed &7 e 2-vd - d)-7PAt tert -2 o 2B 2(48 mg) (A < J6)

2 3-[3-(2,5-ME-Ho}E-4-Y)-Hd]-3-Fa-Z 2924} tert -4 | 2H Z(50 mg) (A Aol K39)ZH-E Lyt 4

2k Mol wret Az leh 59 B4 Ak A3 Nell w2l CH,Cl, 9] TFAR A 2]3te] &R S A17]a a1 shA] F et
8

FA A 2 533 THE8 mg).
MS (ISP) 459.2 [(M+H)"]: mp 208-209°C.

Ao 215

7-dvgolne-4-[3-(2-stol= A T -ElopE-4-9)-dd|-8-Ee| T o wvd-13-tso| e -M=[b][1.4]
oAl H-2-2

a) 4-3-B e RotA el -sd)-7-vueoejr=-8-Eu]FF o mrtl-] 3-tsto]l=m Wl [b][1.4]opAA-2-2

EF4d 3 mL)F9 (2-otv| e-5-tHdoln| -4 -EgEF 2 ud -3 d)-7}t tert-5-1 ol =8 2 (A Al <] J6)

(0.32 g) B 3-54-3-[3-2-22R-1,1-Uu|5A - &)-sd ] -Z2 3] 22} tert-5-° o =8 2(0.43 g)(H A4

K28)9] & 100TC = 2417t &<t 7Fhstglth. §l& & Toll A SEA71aL 24 B ES A2 7F A Aol A AcOEt/

SaH(1:3)& Gl o g ALgste] AznE v o8 FAsArh CH,ClL/TFA(L:1, 7 mL)Z < AAH =2(0.57

2)9] §NE 20Tl A 158 B wukdt & ZukA 7l vt AL 298 AcOEte] &afA]7]aL &S INHCl 2 52 AlH

shar, AEA7)aL SHAA 24 4-(3- HEEOMI‘%—EHé)—?—ﬂﬂl%o}ﬂli—s—zﬂ%Egim1%—1,3 O] tol =2 -4l
Z([bl[1,4]15 0} AR -2-2(0.22 g)2 W& 24 uA|2A =583

b) 7-tjw|do}r=-4-[3-(2-3s}o] = ZA| v T —E]o}F-4-S) -9 d|-8-Ee]ZF 0 m-wE -] 3-t]slo]=m-wl%[b]
[1.4]d]otAl -2

EtOH(5 mL)%9] 4-(3-B2RolAd-Fd)-7-tHEoln x=-8-EgZF o 2re-1,3-tse]ez-HZZ([b][1,4]Y
Ol A -2-2(0.40 g) @ 2-(tert.-F-H IR I EADE] S -0} A Eolu| =(0.21 g)¢] £3EL 80CE 0.5A7F B 71935}
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At &S AcOEt® 34 A]7]aL, ¥35} NaHCO, & 3 = Al ¥ star, A xA]7] L SEAZ vk MeOH(5 mL) 3
1.5N KOH(5 mL)®¢] &3gt=F oA 20Tl A 20 &<t urksitt H,0E F7hekar A e A ES of Fel o8] 57

3lal A7t A Ao A AcOEtS ] o 24 Abgsle] g 2ntE g o&) AAste] T4 33%(0.01 g)& M 1
A 2A 583l

MS (ISP) 461.1 [(M+H)"].

Ao 216

=]l obul st [3-(p=gol = 5 ) 5w l-plobf=g=0)os BB 2l F 5 0 ol o] Jotl ol =gl
[bl[1.4]c]o}AA-2

FA BehEs Q-obve-5-yu o] k—4-Ed S5 e 2-rd - d)-7pt tert - E o ~EH2(0.16 g)("]’\] °jl J6)
3 3-%4-3-{3-[5-""-2- (EﬂEa}o}ol A%—z—%’%ﬂuﬂ%) Elo}&£-4-4]-9d}-Z 23] 24} tert-5-9 o~
H2(0.26 @) (Aol K4O)ZHH Ant A Mol mhe} Al 28kt =58 242 Ak A2} Noj| uje} CH2C12%Q TFA
2 Agste] GRS A 7 AL g SA R U ) A 24 58I THO.11 g).

MS (ISP) 475.2 [(M+ H)" 1; mp 190-193C.

-t ol -4-[3-(2-slol =S Al g -5- T2 -ElolE-4-)-Ad]-8-Ee] FF o 2e)-1.3-tlglo] =&yl
Z[bll1.4]c]op s -2-2

¥A SFES C-otv -5-tH ol —4-E g ZF o 2 e -Hd)- 714t tert-F-E o 2 H Z(79 mg) (A Al 4 J6)
2 3-24-3-{3-[6-Z2Z-2-(HEgso| =2 - &-2-A A H&)-E|o}FH-4-L | -H I} -Z 23] 24} tert-F-& o
2~H 2(138 mg) (A Al oll K4 ZN-E] AWk Axf Mol| whe} Al 23850tk 758 524-S Ak Ak Nejl whek CH,Cl, % 9]
TFAZ A2 sto] @R E A 7] aLg] A H ), A 34| 24 75315 vH45 mg).

MS (ISP) 503.2 [(M+H)"]; mp 112-114C.

Ao 218

7-tlu g o]t —4-[3-(5-slo] = E Alu| g -2-u] g -Elo] £ -4-9))-3]d]-8-Eel ZF o wulel-1,3-t]slol mr-ulx
[bl1.4]clob5-2-2

FA S 2-obm-5-trdotr m-4-Eg &7 0 Z-vd - d)- 74T tert-F- ol ~H 2(0.16 g)(*‘ﬂ <l 16)
R 3-5a-3-13-[2-vE-5-(H Egtsto] =2 -y gh-2- A S A | =) -E| o} £ -4 A |- uﬂé} TR tert-F-4 ol &
Bl 2(0.26 g) (Aol K42) 248 duk Ak Mol e} Alz=sh it =59 =2 & b A4} Nel| weh CH,Cly, %] TFA

2 APt FRBAI7|A a A Z T A A =AM =583l TH0.11 g).

MS (ISN) 473.0 [(M-H)"]; mp 226-227C.

Ao 219

7-dvgolre-4-[3-(5-stol =AM T -ElopE-4-9)-dAd|-8-Ee| T e wvd-13-tso| e -mx[b][1.4]
oAl H-2-2
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EA SHES C-of e-5-vH "ot e -4-Eg EF Q0 2 -v -7 d)- 7}t tert- oﬂ*EﬂE’(o 16 g)(A Al J6)
2 3-F2-3-{[5-(HEZsIo| =2 -I -2-d A me)-Elo}EF-4-d |- d} - iiﬂ%ﬁ tert—4-9 ol =¥ 2(0.25
(A K43) &= 58 Ak A Mol| whe} Al x=8k vk, 5% =4S At dap Nell whe} CH,Cl, 59 TFA®R A 2]t

GHEA 7] A 54 @ A A 24 5331 0H0.08 g).
MS (ISN) 459.3 [(M-H)"].

Ao 220

4-3-{5-[(Alol S22 dug-ofu|r)-m el |-Fo}F-4-A} - D)-7T-t]Helo}n=-8-Ee| ZF o muEl-1 3-t]
stol=m-wlZ[bl[1.4]to}AlA-2-

CH,Cl1,(0.3 mL)% 9] 7-tlw " opr| -4 [3-(5-3} o] EFA W& -Flo} -4 -)-#Ad | -8-E EF = d-1,3-1] 3}
ol Z-wlZ[b][1,4]tobAl T -2-(A Ao 219)(65 mg) 2 El2Yd S 280 =(0.015 mL)9] EFE2 20T AA 14
b &b wtelgleh, Byt EFES AEFolA SUA7]1 AL 2HAEE EtOH(0.5 mL)oll AT ofn| .eH|E -Alo] S 2
Z23(0.12 mL) 2 KI(3 mg)E A7t EFES 80T oA 5A13F E¢F wtsit), EFES AFFolA A 7]aL
TALE 2] 7F A el A AcOEt/MeOH(50:1) & &2 N o 24 ALg-slo] A2utE ) ad o) GAselth A A
S 20% 44 MeOH(10 mL)& A2 38}al, IN NaOHE #H7}8le] &E3HE9] pHE 112 A AL, 1A S o] 7o o3 &
gt A 33E (44 mg)S 3 AMS W WA uA2A 53513}

MS (ISP) 514.3 [(M+H)"]; 157-158C.

Ao 221
7-tr "ot e-4-[3-(2-o] A wA-1H-o|nuE-4-9)-sd|-8-Ee]EF e mrel-] 3-tslo]=m Wl Z=[b]
[1.4]c]oAA-2-2
EA S Q-olr m-5-tH ol -4 -E EF Q. 2 -vd -7 d)- 7}t tert & o 2H 2(0.13 g)(A A4l J6)

2 3-[3-(2-0|AZ 2 H-3H-0|u|T}ZE-4-A)-Hd]|-3-A-Z 27 A tert-5-E o 2 2(0.20 g)(A A ¢ K44 =
FH dnk dap Mol whe Azl 55 =dE dnk dap Nej| e CH2c12v4 TFAR A g|sto] @R F A7) a1
2 stA Z ) 3 AS W WA A 24 53819 TH0.10 g).
MS (ISP) 456.4 [(M+H)"1; mp 150C dec.

21 A o] 222

4-[3-(5-stol==Avd-[1.3 4]Eletr]olF-2-D)-sd|-T-(ME -T2 A-ojn)-8-E] T mwd-].3-1]3}
oleZ-wiz[b][l4]t]otAH-2-2

A 35S [2-ofne-5-(HE-Z 2 d-olu| x)-4-EZZF L 2 W E-Hd | -7HFA) tert-5-El o 2H 2(0.17 g)(A
Al J35) 2 3-8 -3-{3-[5-(HEgslo]| =2 -1 a& 2-AS AW E)-[1,3,4] 1:40}510}%2 O‘]—ﬁﬂé}—ziﬂ%&
tert—5-€ o] 2~ H| 2(0.23 g)(A Aol K3O)ZH-E Uit A=} Mol wpe}t A 230tk 5% E4-& Lk A3} Nej| wpa}
CH,Cl, %9 TFAR A 2lste] @R S A 7|3 g A Z ) &4 LA 24 Ta—o}cﬂdr(o 02 g).

MS (ISP) 490.2 [(M+H)"1; mp 193-194C.

Ao 223

8- R -7-tyugojr = -4-{3-[5-(2-slo| =5 A -ol|&)-[1.3 4 |E]ofr]o}E-2- |- d}-1.3-T]slo] =2 -l %
[bl[1.4]c)o}Al -2
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A SRS (2-017 - 4-F R 2 -5-T] o] ol -5 d)-FhuA tert -8 o 2E|E(2A] o] J1)(0.15) W 24 3-%
A-3-(3-{5-[2-(H Ee}ato] =2 -3 g-2-A S Ao 2]~ [ 1,3,4] Elo}t] o} -2~} -3 )= Z 23] 24} tert-4- o
2E2(0.24 ) (A o K3O)E P Auk 43k Mol whe} A28, F58 242 Ak 43k Nel whe} CH,ClLF ]

TFAR A gsto] @RS A7]a arg]shA 7t &4 1A 24 4253831 vH0.10 g).
MS (ISN) 440.2 [(M-H)"]; mp 198-2007C.
Al A o [

37 249 ZAE BPA W o2 A x5k

mg/ & Al

234 42 100
2UsE HEX 95
WA S4a HE 35
EREEERE 8

Na IS AIDIE X 10
DUl AHIOHIOIE 2
ENIEE 250

A 11
sh7] 2] AAE TFA WA o= Al sl
mg/ & Xl

ECIES 200
SU5E HEX 100
M 244 MR 64
ERIEERE 12
Na JISAINIY &2 20
0FJUI&S AEI0HYI0IE 4

HH B2 400

2 Ao 111
at7] =79l Mae Azttt
mg/ Y=

a2y g= 50
2YE YEX 60
NEEEFIEEEES 34
el 5

0t JUI& AHIOHI0IE 1
Uz 5N Y 150

AP QA 2718 2 B4 B, 2444 FEZ L A2 ASEAE NE #AS) ERS, ALE F B4 2
FEFES AW 279 A4 Ankd Qo FAD
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AT 1
3171 ka4 9] iR = 9] FSFH O R $§o 5 ¥k 9

shetA 1

R

mz 4
= >
\

&71 Al A,

, —(—g—iﬁl, Cl_c7_%]:;"j—]’ %"EI"—Q«E_CI_C7 O 101741/1[' ’E‘ JE’\L_:‘ 27H‘04 %iﬂgi

X7} el Y 219 A5, RES sl de]ar;
R*= -NRR', 2F22-C-C,~<3A], M Zed-1-9, ¥ d-1-d & ofAEvidel 1

R'e CI_C7_OEL§'E]7 CS_C6_/\]'O] %EOEL?E], CS_CG_/\]'O] %EO&I—?E]_CI_C7_OE‘I—7E]’ %‘?‘gi_cl_c7_oal-7a] T 2_C1_C7_OEL
[e]

':517—}‘] _Cl_c7_ El-ya]ol al;

+ -CH= %+ =N-o] a1;
R3& Alobizo] AL, B ~(CH,), -NR'R", C;-C,~ &7 (0] 8lo] E5A] i C-C~LFA 2 X35 A} |85 A] ¢
=, AE e, oiAE T dvd, RE LY, v drd, vt detr| e B ol T d R A& E ALY

2| ghE] A = 59 WS SEl = are] o] aL;

n0, 1, 2, 3 = 40|t}

A3 2.
Al 1 el JoiA,

R37} Alofrzol A, = -(CH,),~NRR" B2 C;-C,—~&Z (o] = 3to] =FA] = C-C LA & X 3HE] ALt %] 3y
A Fethz A8 70 X3k A = 59 W lEﬂiiﬂ‘ﬂ shoh=

3T 3.
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Al 2 3ol Qloj A,

X7F & A3l 33 E.

AT 4.

Al 3 &l Aol A,

A3 5.
Al 4 ol JojA,

R3¢] AJo}=Ql 313HE

3T 6.

A 5 el el A,

~(4-%2-8-9EU-1-4-7-E ZF 2" -4 5-t) o] =R -3H-MZ[b][1,4] ] oA -2-2)-T] 2| -2-7}
HEH

HI"J;

)

~[8-(Atol 22z 2 drE-HE-olu ) 4-4~-7T-EQ ZF o2 W E -4 5-t]3}o]| =2 -3H-WZ[b][1,4]c]o}A| -
-d]-FEgd-2-7tR Y EY

4-[8-(A}o)E 2z 2y E-olu|x)-4-2 A-7T-E ZTEQ 2 E-4 5-T]slo| =2 -3H-Z[b][1,4]t]o}A| A -2~
Ad]-3vgd-2-7tH Y EL

“[4-222-8-(2,2,2-EFZF Q20| EX)-7T-EFZF o 2H|E€-4 5-t]5lo]=2-3H-MZ[b][1,4]t)o}A A -2-
-9 8 d-2-7tH U EY 2

mQHB

~[8-(o] X 2 - & -0} ) -4-% 47~

EfZEoawe-4 5-tso] =2 -3H-MZ[b][1,4]t]olA| T -2- ]~
«4?4% 2-7FHUEY R o] Fojz] o ZHE Helg

AT

A 4 gl Qloj A,

R70] ~(CH,), ~NR'R" = C,-C,~ (0] = dlo] =5 A] Bt C-C ~LdF A2 A gE AL} 2315 %] eth2 X85
At A 85 A ke 5 W sel 2l s

3T 8.

A7 el el A,
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7-tH ol -4~ [3-(3-HE-0o] HAIE-5-U)-H L |-8-E EF o2 d-1,3-tslo]| =2-dZ[b][1,4]]o}A A
- Q,

7-tldl Roby] -4~ [3-(2- WY -2H-] 2 £-3-9)-3 D | -8-Ee] T 2 e -1 3-v)sto] =2 M= [b] [1,4] ] o} A)
a-2-2,

7-Cl e Eobe] w4 -(3-0] M|t - 1- -3 )-8~ E 2 EF e 2 g -1 3Tl shol B2 -t [b][1,4] T o} A -2-2,

4-[3-(3-"d-o] %A Z-5-)-HAd |-7-(MEd-Z 2 -olnx)-8-Eg ZF o 2rd-1 3-tso]| =2 -l % [b][1,4]
topA| A -2-&,

e w9 o] )4 [3-(3- -0 GAFE-5-9) - d ] -8-E 2] B 0 2o € -1,3-t) so] =2 -4l [b]

2w -obu] 1)-4-[3-(3-Wd- o] $ALE-5-)-3d | -8-Ee EF o wd-1,3-T] o] =2l % [b]

7-(0] 2R - F-0}v] 1) -4-(3-{5-[ (] 2= 2 B P -obv] 1) & ]-[1,2, 3] ] o}F-1-1} -5 D)-8-E 2| E%

s 2rg-1,3-gslo|=2-lZ[b][1,4]o}AH-2-&,

T-(e)azEd-rE -0 ) -4-[3-(5-Y e H-1-drd-[1,2,3] EglotE-1-)-dd |-8-Ee| s F e 2 d-
1,3-tste] =2 -z [b][1,4]obAla-2-2,

7T-(ME-Z23 -0l x)-4-(3-[1,2,3]Eglo}E-1-d-9d)-8-EgEF e =md-1,3-Hsto| =2 -yl x[b][1,4]T]
opAl A -2-2,

7-(o] AFd-vE-o}n])-4-(3-[1,2,3] Eglo}Z-1-d-Hd)-8-Eg| ZF e 2ve-1 3-tslo] =2 -dM=%[b][1,4]
tjolAl A -2-,

4-(3-olntpE-1-d - d)-7-o| aFdotn| =-8-Eg| ZF e 2rd-1,3-tslo| == -z [b][1,4]t]opA| 8B -2-2,

7-tudolr] -4 -[3-(4-Fo] EE A W E -E|o}E-2-AU)-H|d ] -8-Eg ZF o2 d-1,3-tsto] =2 -l Z[b][1,4]
topA| A -2-&,

7-dE ot -4 [3-(4-Sto| ER A -SAE-2-)-A | -8-E T F e 2 d-1,3-Hsto| m2-ul 2 [b][1,4]
tlopAld-2-2,

4-[3- (4 slo| =2 AW E-Elo}Z-2-)-Hd |-7-(WE -T2 F-o}n]x)-8-Eg ZF ¢ Zwel-1 3-t] o] =2 -ul
[b][1,4]t)o}A A -2-2 =

-[3-(5-3to] =2 A el -[1,3 4]E]o}t]o}Z-2-)-HA| L |-7-(HE-Z 2L -oln| )-§-ET] ZF o 2 e -1 3-13}
ol=Z-wMlZ[b][1,4]t]olAT-2-20 7 o] Fo]Z FoRHE AENy 3}3HE,

3T 0.
Al 3 el 1ol A,

Rle] 2229l 3%,

7% 10.
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A9 ol QlofA],
8-F R Z-7-o]aHgoln x-4-[3-(3-HE-0]| EAIEZ-5-2)-Hd]-1,3-Tslo]|=2-WZ[b][1,4] T o} A A-2-&

g-Zza-7-(e-Z2g-oln)-4-[3-(5-F S d-1-dvE-[1,2,3]Eglo}Z-1-)-#Hd]-1,3-t]slo] == -l
Z[b][1,4]t]okA A -2-2,

—EEE-T-(OlAZEI-wYg-oln| n)-4-[3-(5- EEd-1-dHE-[1,2,3] EgfolE-1-Y)-Hd]-1,3-Hzslo| =
-HlZ[b][1,4]obAl A -2-2,

8-FRE-T-(olaFE-rmE-on)-4-[3-(6-¥ Ed-1-LdE-[1,2 3] Ed|otE-1-)-3d]-1,3-H o] == -
AMz[b][1,4]t]obA A -2-2,

8-FE2Z-4-[3-(5-vrEoln=mE&-[1,2 3]Ego}&E-1-Y)-Hd |-7-(o] AFE -1 & -oln|)-1 3-t] o] =2 -

Wz [b][1,4]t]o}A] | -2-2,
[3-(5-olAE|d-1-de-[1,2,3]Eglo}ZE-1-I)-Ad]|-8-FZ2-7-(o] A2 -vEd -0} =)-1,3-t]5}o]| =

Z2-wlz[b][1,4]t)o}A|A-2- %,

4-[3-(5- o}xﬂlﬂﬂ 1-99E-[1,2,3]E8]o}E-1-9)-Hd]|-8-F 22 -7-(o]| A2F - &-o}u|x)-1,3-T]5fo]| =2 -

WZ[b][1,4]t]o}A B -2-2,

g-F 2=~ 7 (o] FE-vE-oln ) -4-[3-(5-F g d-1-drE-[1,2,3]Egfe}E-1-)-#Hd]-1,3-T3lo] ==~
MZ[b][1,4]C] 0} R-2-2,

8-ZRE2-7-(o]aZ 2 -vE-oln] r)-4-3-{5-[(] A Z R H - " -olu x)-w & ]-[1,2 3] E&o}E-1-d}-7d)
-1,3-tstel =2 -z [b][1,4]HobAl A -2

§-2 22 -4-(3-{5-[(0] e - —obu o)~ & ] -[1,2,3] B 2] o} -1~} -5l 6)~7 (0] 2 2 27 -] & o} 1] 1)
1.3-tlstol = 2w [b][1,4]t] e} Al A -2,

8-FRR2-7-olaXZHo}n=-4-[3-(3-HE -0 FAIZ-5-Y)-Hd ]-1,3-t3lo] ==2-lZ[b][1,4]t]o} A H -2~
Q.

8-Z2Z-T-(o]|AFd-vd-oln)-4-(3-[1,2,3] Ego}Z-1-¢-3d)-1,3-Hslo] =2 -wlZ[b][1,4 | t] o} A A -
2-2

8- 2E-4-C-olvuE-1-d-#d)-7-o]aFdotr -1, 3-Hslo| =2 w2 [b][1,4] T opAl A -2-,

8-Z2Z-T-(E-md-o}rx)-4-[3-(4-3lo] EF A HE -E]o}Z-2-)-Fd |-1,3-t]te] == -ulx[b][1,4] ] o}
AH-2-2,

8- =2 -4-[3-(4-50] =2 A o] F-E| o} E-2-2)-31d | -7 ~(W Q-2 2@ o] 1e)-1, 3T o] E -2 [b] [1,4] )
obAl R -2-2,

8-F 2 Z-4-[3-(4-3lo| =F A E-E|o}Z-2-YU)-Hd |-7T-(o] AL 2 H-v&d -o}n|=)-1 3-t]slo] =2 -Hl 2 [b]
[1,4

2224 [3-(4-5F0) =% AW E-E] 0} % -2-9)-3] D | -7~(o] 23 E v & -o}v] 12)-1 3-T] o] =W 2 [b] [ 1,4]

8-Z2Z-T-(E-md-o}rx)-4-[3-(4-3lo]| EFAHE -FALE-2-d)-Fd |-1,3-t]te| =2 -ulx[b][1,4] ] o}
A A -2-2,
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8- RE-4-[3-U-gto] =AM E -SALE-2-2) - d | -7-(E-Z 2 -o}n| =)-1,3-H o] =2 -wl = [b][1,4]H
oFA| A -2+,

8- 2R -4-[3-(4-3Pol EF A E -FALE-2-)- A | -T- (o] A Z 2 - d -o}r| 2o)-1,3-T] slo| == - £ [b ]
[1,4]opAlA-2-2, 5

—SAFE-2-)-Ad -7 (o] A E - " -olr]e)-1 3-Hste]| == -l = [b][1,4]

A7 11
Al 3 &l 1ol A,

Rle] Alo}-Ql 3}3HE

AT 12.
Al 11 3ol QlojA,

8-tloldopr] =-2-[3-(3-HlE o] HALE-5-A)-Hd | -4-F4-4,5-Hslo| == -3H-#l % [b][1,4 ]t o}A| A -7-7}H
qEE]’ ol

-[3-(3-HE-o]&AE-5-Y)-Hd]-4-24-8-9 g d-1-U-4,5-t] o] =2 -3H-H =X [b][1,4] ] o} A B -7-7}
y_uzai o] Folx FORKEE A 2
AT 13.
A 2 ol oA,
59U Wk del =7t ElopEd, SALEY, o] HALEE, ongEE, 2H-HHEY, [1,2,3]E8olEHE, [1,24]Ex
ol=d, [1,3,4]Eoltjo}=Ed 9 [1,3,4] Aol Ed =2 7—**% oA dEE = 35k
T3 14.
Al 13 ol JoiA,
7-tjdeoln -8-d do Ejd-4-(3-[1,2,3] EgJo}Z-1-d-d)-1,3-t)3to| =2 -l % [b][1,4 ] ] o} A A -2-L,

8- (2—;%9 -A'd)-4-(3-[1,2,31Eg|e}E-1-4-9d)-7-(2,2,2-E] ZF 2 Z-o| HA])-1,3-t]sto] =2 -l % [b]
(1,410 obAI A -2-2,

7-(N G- & -o}v] 1c)-8- ] F -4 [3-(3- P -0] £ AL E-5-9)-3 | -1 3-T] Sho] = =M % [b] [ 1,4 ] E] o} Al -2~
KN

-t e o] -8-m e -4 -[3-(3-H & - o] EALE-5-Y)-A d ] -1, 3-T]gto| =m -l = [b] [ 1,4 ] t] o} Al A -2~

7-(o]AFE-vE-o}n] &)-8-HE-4-[3-(3-HE-o]| FALEZ-5-)-Fd |-1,3-tslo] =2 -l = [b][1,4 | t]o} A F -
2-2, 1
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4-3-{5-[(AtelZ Rz A d -opu] e)-m " ]-[1,2,3] E&fo}L-1-9} -7 d)-7-(c] D -m & -ofw] )-8 - & -
1,3-tstel==2-m%[b][1,4]t]obAl ¥ -2-2 2.2 o] Folx] L o2 HE Helg 555,

7% 15.

Al T &l oA,

—(o] e - E-obr] o) -8-H " -4~ [3-(5-9| e d-1-dME-[1,2,3] Eg]e}E-1-)-#d]-1,3-t]ato] == -l
[

7
Z[bl[1,4]HobA A -2-249] 3}t&.

AT% 16.

2]
A7 17.
A1 el LofA,

g obr) 4 [3-(5- 7 B 9 -1-AwE-[1,2,3] o} E-1-2D)-5d]-1,3-F) sfo| =22 [b]
(1410ekAE-2- ¢,

7-el M Fov] 4= [3-(3-3 BT W - 1- A B -0] £ E-5-2)-A I | -8-E ] EF L B Y- 13-t so] = - =
[(b1[1,4]E) o} A8 -2-2,

d-ope)-4-[3-(G-v =2 d-1-drE-[1,2,3] EgolE-1-Y)-21d ]-1,3-Hslo| == -4
g-FEE-7- (o]iiiﬂ mg-opv] )-4-[3-(G-F &2 d-1-LrE-[1,2,3] EgolE-1-9)-d-1,3-t o] ==
Mz [b][1,4 ] opAlA-2-2,

R-F2Z-7- (ouT% Hﬂ%—o}ﬂi)—zl—[3—(5—ﬁ4%ﬂ13—1—%“111%—[1,2,3]5310%—1—%’)—311é—l,S—ﬂé}OlEi—
WZ[b][1,4]c])o}AH -2,

8-(o]afgd-mE-oln) x)-4-2 4 -2-[3-(5-YZgd-1-4drEd-[1,2,3]Ex]o}Z=-1-Y)-#|d]-4,5-1 o] =& -
3H-WlZ[b][1,4]t]otAA-7-7tRUEH,

7-(olAFE-vE-oln )4~ [3-(5-F E2d-1-dHE-[1,2,3]Eo}E-1-)-HAd]|-8-EZEF 22 HE-1,3~
tsfol==wlz[b][1,4]t)obAA-2-
7-(0) 2 - l ol )-4-[3-(5-FEP-1-dHEd-[1,2,3]Exd]o}ZE-1-D)-Hd]-8-EFZF o =2md-

1,3-gstel =2 -z [b][1,4] oAl A-2-=,

~(o] 25 e -v & -o}v] )-8~ -4~ [3-(5-5] £ V- 1-LwD-[1,2,4] 220} E-1-2)- D] -1,3-T] sho] =z -l
[(b1[1,4]FopAl A -2,

§-FRE-7-(Med-Z2F-o}nx)-4-[3-5-YZFd-1-4dHE-[1,24]Ego}ZF-1-9)-7Hd]-1,3-t]slo] == -
Z[bl1,4]5okA1 -2,

8-FRE-7-(olaFE-rmE-on m)-4-[3-(6-V Ed-1-LdE-[1,2 4] EdlotE-1-)-3d]-1,3-H o] == -
AMz[b][1,4]1HobA A -2-2,
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4-[3-(G-oAgE-1-dvd-[1,2 3] EgotE-1-d)-2d]-8-F 2 2-7-trdopn] -1 3-T] sfo] =2 -z b ]
(1,41 kA a-2-2,

4= [3-(5-0} A E €1~ 1S W] &= 1.2.3] = 2] o} -1 ~01) 5] ] 8- 2 2 ~7— (] &= 3 5 8~} 1] 1) 1 3] 5ho] =
Z[b][1.4]t)obAH-2-,

1,2,3]EgjopE-1-2)-9d]-8-F =2 -T-(c| & X2 -vd -0} 1n)-1,3-T] o] =

’

4-[3-(5-otAE A -1-dmd-[
2-fz[b][1,4]H kA A-2-2

“L3-(G-obAH 1 - (1.2,3] 2ol E- LA F R 27010 Yol )1 g ol
WZ[b] 14160l A R-2-2,

7-tE "ot -4 -[3-(3-REH-4-drE-o| HFALE-5-Y)-Fd | -8-Eg| EF e 2vd-1,3-tsto]| =2 -wl%[b]
[1,4]¢]obA A -2,

8-SR E-7-yHr "ol m-4-[3-(4-EE--4-Advd-Elo}F-2-)-d]-1,3-Hsto] ==wl = [b][1,4 ] o} A -
2-2,

8-SR E-T-(o] A -vE-oln )-4-[3-(G-F 2 d-1-dmE-[1,2 3] Eg]o}E-1-9)-#d]-1,3-H o] == -
Wz [b][1,4] oA -2-,

8-FERZ-7-tr ol =—4-{3-[2-(F D -4-Lo}v|)-Elo}F-4-d |-#d }-1,3-t] o] =2l Z[b][1,4] ]}
AP-2-& 2

N-{4-[3-(7T-F22-8-tuEo}r]| -4~ 4 -4,5-t] o] =2 -3H-MZ[b][1,4]t]o}A R -2-L)-H D | -E] o} Z-2~
A}-Foll i o 7 o] Foj o ZRE Aely 55

T3 18.

AL UA A 158 R AT F ol @ ol W St o) R L et on 585 R AT Pk
Ao, ARG, rzstoln]n, <1x) Aol W vlele] 7E S Eehs B4 /L v A0 gofe] A w
S-S §15 opAl

T3 20.

a) ﬂ.z‘s}—)& HJ g}zélg_. g}aﬂ—/\] IV &

N7\ n @ BN ek 18] BgES S5,
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7% 21
A1 WA A 158 D Al 17 8 F o= @ el glotA,

Al 20 Fell whE R e T5 3 el o8 Alxd sekE.
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