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[1085] (145) G7F, (16), (17), (18), TEx (69)¢l (120), Tx (142)~(144)°l 71A4E 3}3HE.
[1086] (146) J7}F, (19), (20), =& (70)¢] (120), =E (142)~(145)°] 71A9 334=

[1087] (147) Lo], (21), (22), &= (71)9 (120), TE (142)~(146)°] 71A= 3}3+E.

[1088] (148) U7}, (23), (24), (25), H+= (72)90 (120), Te (142) ~ (1479 71A41E 3}3HE.
[1089] (149) V7F, (26), (27), X (73)2 (120), X (142)~(148)°] 71A1% 3}3H=.
[1090] (150) W7k, (28), (29), = (74)2 (120), T+x= (142)~(149)9] 71A= 3=

[1091] (151) X7}, (60), (1), == (64)2 (120), T+x= (142)~(150)9 71A= 3=

[1092] (152) X7}, (31), (65)~(67)21 (120), ¥+= (142)~(150)° 714 = 3=,

[1093] (153) RT“, RTIZ, Rm, RTQZY RTsly Rm, RT42, RT51 U% RT527}‘, (33)?1 (152)()” 7]XH% Q%L%-
[1094] (154) R"'0], (76)9) (152)~(153)e] 7| AlE &=,

[1095] (155) R 7F, (36)~(38)91 (152)~(154)¢ 7]A1¥ 3}at= .
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= Aol, W& d&A IPA7I= l oA frElg B9 dvk
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fr K

= Fuls, 5988 e HA gAN, Ega(oidddorE) by, HESIA(EYAEEaA) ek
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(SPhos), 2-HIAIZ RN 29 1=-2" 4" 6'-Ego]AX A d (XPhos) & HHsHA x3tete] o] & 5 3l
=

Bl

S. R. Sandler ¥ W. Karo A4, 'Organic Functional Group Preparations, , A|2%, A1, Academic Press
Inc., 1991\

YHZ77egke] AA TA9 kst 2 (A5%),  14d9(20059) (vF7Al)
Synthesis 2006, 4, 629-632
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StE (18)2, sitE (17)9 29 ®Ege 98] ¥4& 4 Ar). & ¥ge A5 34 39 s vbs 21S
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9, % Q0E, FTE Q0 FFE QD ALY B oa AL & A
of WrgolAE, R (207 5% Fo dde HPE 2 EFEL, Wgo] BRYA §o) F, wE ¥
gl 3, @7 SR st BF o, wHEHEAE 0CRE 0T QolA, B 0,147 ~5U3 W,
o714 olgut gulel zAl, WS e WA AT, W, B, 24 T PEH weFaT,
duigelel, deldeld 2, HESSEREE, 5, uEAdE Bo) old2F, dFzzug, 1,2-02
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[1229] (= 34 12)
R? X/W\V/U‘@NH R?
Rl R® R! R’
(34)
~LH /w\ U N K/LH
Lv R4 K X V @ R4
[1230] (33) (35)
[1231] A =,
o
[1232] =, AgHo] Qo £& 24 FHEIVE, 2 NFTEXME, Ad QoM AghHo] glojxm L&
e 28710 QoM F&HE X@7E Yekd.)
[1233] SHEHE (35)%, 33E (33)F sgtE (34)9] A& db&o 93] d& 4 Ak, o] vk, Y8 FA 59 A
BT BT 20 o] F3te] AAE 4 glr,
[1234] (92 34 13)
R? R?
R R® X~ \V/U\LV RrY R®
(37)
H@J’G‘E K’LH X Vo @J/G‘E K’L'-I
R U R
[1235] (36) (38)
[1236] 3ehE (88)2, 3HEE (36)F 3HE (37)9] X3 dHbSo o8] ¥4 4 Ay, o] ¥kge A7 A 59 3
WSy FAd 2HS o] gate] AAE 4= Q).
[1237] (9= 34 14)
RM21RM22
1 ~H
M N
6 Mat
. " Msllerlzu RM21RM22T1 Tz\\rL"
T1’TYLV (40) MXNiTr’T“
JF b Lo
Lv T “® RM42
[1238] (39) (41)
[1239] (71~
m21 RM22
o
M /‘Y'RMM
[1240] R™ o Wel, waw, m: @R o, Wel, R, mE Nelw, MW7, @AY, EE
(CRM:IRM)Z)“O]D"_1 MO]Y CRMMRM&y Oy BE_-—E— NR ()301 0:17]}\1 M \jj M(i % 01‘:_ %%% NO]U%Y RMHy MlZY RMZly
RMZZ7 RMBl7 RM“, RI\MZy RMBIy RMBZy RMGIy M62 i] RMGSO], /Hi %OE] EE—E— /8'0]2:5]—31, Hy OH %izﬂy i]?l—ﬂoi 9)\0‘]};—_
o AT A7, 0-(NBH Gol® T AF A7), EE O-(NBH] YolE F& AF BY), LR
m RMSlcfIy 7_'][_7_'][_ ?—:_]iﬂ7}— 5101 /\Hi—,_?_— 75%1_% 83*3'5‘]—0%}_ %—Q_H%y .3:2(% RMH m RMIZy RMZl m RMZZy RM/ll 0 M42, M51
2 R R 2 R, 27 QA7) Ho] Sa(=0)8 FA4eT olw 1, nol, 1, Ei 20]th.)
[1241] SEHE (37) F 3tE (4D, IFE (399 SFE (40)9 A& gkgol o8] d& 5 9l o] HFg-2, ¥=
#4 59 AT w3 BAG 2AS ol gdte] AT F AUtk
[1242] 2 (D9 s, 8 3gsE, 129 9, 3%, &0 33gE, 5 44 gy Ed2A dEEa, A
o A (D9 s3Ee 92, B4HY 24 3ol 24z AxT Fx Q.
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[1244]

[1245]

[1246]

[1247]

[1250]

[1251]

S=50d 10-1879011

e, AAle, F=, BE 24, 4% B8 aEntEady 5, $3 e 243 H8ete] et
7_]—_%. o])\-]iﬂ‘:, X%Do}s

olgste] weld F ¢ ,
i Aate) JAleldAAdeR frate B AAsht, /2 A9 5

AolAa, Ee, AYe Yo HH U FFERIY A% FE Yok

A&e] 1: €17 VAP-1 &4 (SSA0) &4 sk A& &}

Q17F VAP-1 & A(SSA0) (3 &3 : J Exp Med. 1998 Jul 6; 188(1): 17-27.) &AL, A& 7|12=ZA (-wldo}
WS o] g3slo] WAL gsk-F A4 ofjAolo] o] SAHSIATE. Q1ZF VAP-1 &A(SSA0) H4 wrd CHO(AFeluz= g~
B W) AEE 1% NP-408 &63= 50 mM ¢4 v = SRAVOE 3 9A AHS HEsIe] g4 e
o2 3T, a4 HEAS, 969 mlo|ARZHOlE FollA, & U4 geE A, AdA 307 X AF
ol E81g '

o A&, G54 dgas HE A 50 plz, -l (HE EE 1x10 0 wl/L)T A, 37
ColA 1A17F QIFHo| ESFATE. T WSS 2 wl/L(50 pl) AEZAS drlste] FRAAT. As AL
A ZEete], 7 WAl @A4S Aggold B3R =485t

ZE VAP-1 F2(SSAO)(FI E@: Biol Pharm Bull. 2005 Mar; 28(3): 413-8.) @A4<, 9% 7]A=A -

Holul & o]ga}o] Hw 3}e-a 4 olAlolo] ol&] =Aslgitt. TE VAP-1 &A(SSA0) ¢hA oy CHO(x}OME
A HAh) HMEE 1% NP-40S sk 50 mM A HHE SEAVCIE & A4 FHS F53 a4 @
gaoz 33, Ei dgds, 969 mlo|ARFHOIE FoA, ¥ UHIFEL A, A2 308 EE
ool Eatgith, A%sA, T4 HEAL HE AH 50 w2, C-AAlu(HE ¥E 1x10° mol/L)F
ShAl, 37ColA 1A17F SIFHO|ESIF Y. &4 W3S, 2 md/L(50 ul) AEZARS H7bele] Z8AZ Y. 4k3}
AHES, 200 pl BF A" E Foll AF FEShe], 1 WAL S48 4l o]

Nl

Lo vepieh, w3k, Aa) 242 ICs(nmol/L)#he= YAk, =3, £ F9] Exe, AAll

# 1

Ex 2l et HE Ex aa ES

(nd) | @M M) | (M)
11 52 2.2 322 51 22
29 72 1.9 335 11 2
52 23 1.7 551 14 1.8
63 34 1.1 552 25 5.5
74 5.3 1.8 553 20 3
81 9.7 3.9 554 21 0.97
83 25 1.9 555 20 35
105 14 2.6 556 2.7 1.3
110 32 1.4 557 11 1.6
118 29 1.7 558 23 1.2
126 15 0.53 559 4.3 0.81
157 49 2.1 560 9 14
178 33 44 561 9.6 1.6
220 25 1 562 14 1.4
273 19 0.95 563 20 1.5
293 19 0.97 564 19 1.5
300 19 1.7 565 19 2.5
304 34 6.6 566 6.3 1.2
316 11 0.9 567 4.3 0.81
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Structure: F24 (24 Fol HCl, PAY} L-TAeka Z1Alslo] gl A5, 89 At 9 F4ekn de AL
gy, wa, o] ol A7t Al Uk AE, 1 wAe e 4e s AL dnstn, o

Ad, 2MClE, 294dS et As Andh,

Syn: AlZH(ZAR F5-= v R Az Al MEs, wAbe] &l Rol Sle d5= RV R Az
K

Boc: tert-S-EA|7l2847],
CDI: 1,1'-7t2Rdo]n|tE
DMSO: H g A FA =,

THF: Bl Eg8| =2 F e,
EtOAc: ZAteld,

MgS0,: F<= Fabml 14,

NMP: N-we-2-9] &2 =,

WSC: 1-(3-tjw|Eoln = 2 3)-3-o &7} 2 K r]o]n =
HOBt : 1-3|=FAdl=EefobZ,

TEA: Egjedo}ldl,

DIPEA: tlo]axzdego}yl,

MeCN: P EVE™,

TFA: ER]|&F 22324t

DME: 1,2-t]w]5A]ol g,

DBU: TlopxpH| Al = Al,

TBAF: HIEZFEHEE ZF2dol=

BINAP: 1,1'-®luy=z&a-2 2'-tjds|A(gdAdxE2A)
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[1322]

[1323]

[1324]
[1325]
[1326]
[1327]

[1328]

[1329]

[1330]

[1331]
[1332]
[1333]

[1334]

[1335]

[1336]

[1337]
[1338]

[1339]

[1340]

[1341]

[1342]

[1343]

SEE35 10-1879011
Pd,(dba)s: E ]2 ()M A dola )] et
NaBH,: G438 AUER
DIAD: olxu7t2AAiltjol 2 d
DCE: 1,2-tJEZ 2 &k
MsCl: WeeExy ZzZalo]=

TBSCI: tert-F-eodeE=z= 2

Boc,0: Tl-tert-F-Er]7l2H Yo E

DMAP: 4-(t]jd|gdoln] )] & el

iPrNH,: o] aX 2oyl

NaH: FA3VEF(GR 29 dE),
NaOH: A3 E
[PA: olAZ a3,

NaHCO;; : %/&%\‘ib}’—%—% ,
I

M: mol/L.

Az 12

4-[4-(4,4,5,5-HEZHE-1,3,2-T AR 2e-2-A)FH I |2 ZA(300 mg), (-EZEHAI)EFS(233 mg),
DME(6 m¢) B E(3 ml)e] &3+&o, HEHIVA(EAI L) ZEE(36 mg) ¥ S EF(330 mg)S #H7tsh
3, 80TCAA WAl wwkel & wbg EIES A 3 EFsIT. Aoz At B3 CHCL S H7beka, 71
=S MgSO2 AX%E &, f715S 2 8 sFsTh. dojxl xS Ag7la A9 A =2vlE 283 (EtOAc/ 3
AH/CHCL) 2 AAste], [4'-(REZH-4-)H| ¥ d-3-L i eF&(242 mg)S AT},

of2 H97] &, (2-FF2-3-T2UH )R EAHT700 mg), tert-FE 4-{[(EZFo2me)EXd]SA}-
=238 d-12H)-7t2 52890 E(100 mg), EFA(15 me) = EtOH(5 ml)e] E3 &0 Y EF (1000
mg) ¥ HEZH7|2(EHA D 23) 25 (170 mg)S H7istar, 80TAA WAl wytelglet, vke E£3ES Y
b CHCL®F X3} BT AUER 89S Hrlsta, §7158 NaS0,= 1xstd, f715S 74 st
FESATH. oz AE AT Add ZEetEad Y (A4HE0A) 2= AAEI Y. Xl AAES EtOHel
E3bstar, NaBH, (120 mg)E #H7}ste], ALoA 30&7F mpkslict. wke 385 739t 5 %3 5 EtOAcSH
S At f71%5E Na,SO2 7Este], f715S @Y s &3t 4o S 4de
ntE 9] (A2/Et0AC) 2 AAE,  tert-HE  4-[2-ZF 2 2-3-(F|=FZAME) A ]-3,6-H3| =2y -
1C2H)-7t2 B8 Aol E(637 mg) S AAr}.

Azl 33

(- E2RADHEE(10 g)& ULAH(100 m)3 E3sta, 4,4
APRZE(15 g), Ash~(Egadxaa)HgF(1.2 g) ¥
stk Wk EEES et 3 3 &, CHCL, 9 *x3) &
Azxsd, f715S #Y 3§ %%ﬂ?iﬁ}. Aozl W}E é_ﬂﬂ?“ a4 ELEUPE:LEM(@&/EtOAc)i
AA s, [3-(4,4,5,5-EHEgt€-1,3 ]

,4' 4" 5,5,5" 5' L e e-2, 2'-4]-1,3,2-¢]
ZAZE(15.8 g)& H7ske], 80TelA 19
A AUYER ’“%%“% HA7Veka, 7155 NaSO.=

2
=
1?}
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[1344]

[1345]

[1346]

[1347]

[1348]

[1349]

[1350]

[1351]

[1352]

[1353]

[1354]

[1355]

[1356]

[1357]

S=54d 10-1879011

Az 38

4-(5-EE2rIud-2-Ad)R2ZA(2 g), 4,4,4',4',5,5,5' ,5'-<EHE-2,2'-4]-1,3,2-T] LA HZS(2.5 g),
A A(EAIE AT (180 mg), ZAFZFE(2.5 g) 2 U220 ml)e] EIES o= B 3},
80Tl whAl nwtatich, wkE E3Eo] &3 EtOAcE H7M8ta, #7155 MgSO,2 Axste], #7158 #¢
3 wZad. dolW FALES THF(10 me)¢F 2(10 me)ol E§sla, HEAUER - 3585(3.5 )& H7sto],
oA whAl ket & 3t AgdRE FEAE WUt 58 EtOAcE FESHAL, F7]15S NgS0,E

Azxstel, #7)

28 7Y & FEIgch. dojr AxE AgstA AYW azntE 9 (34/E0AC) 2
AAst], 2-(RE2EFH-4-Y) I H-5-2(610 mg)S AU,
Az 39

e [3-(BEEHE)dAd ]t Eo]E(4.56 g), YU=4H70 ml) 2 E(10 me) o] 354, gl

13, S0TOlA 6AI%F el Wg BEEel BtOAcS B& AAET, §715E NasSOE Az, §71%
29 o wEaAT. Aol AE Aesba A% AzvbEode(A/R0A) 2 A Qoia A

29 ROHGG0 m0)o] EF31, 1N NaOH 8135 m) & A7katol, ALolA 143t wurelsiry. whe

I SAHE5 n0)S A7beka, SF o wEeAT. Polxl abel NeOHS) Na,S0E A7beke], BEEE ool o

s AASG ol ek o wEetel, [3-(FESAMD A1 S et

)
>
>,
i
oy
-
=
[0}e]
o
Y
N
)

{0

o]

0 o

A ze] 41
[(-ERRE-2-ZF 0 2l Z) A | (tert-F-E)U A E(6.5 g)S IR0 o]&dto], A|xd 2283 I3 Uk
zHoR, A7]d BAAES AFEE 1-[3-({[tert-F-E(guE)dL ]2 v d)-2-ZF 0 23 d | v ¥ g d-4-
A x| E(4.5 g) & AxsAT
Az 42

2 B9 3, [(-HEE-2-FF 0 2WA)S A (tert-FE)UVEAD(2 97} old Fdgd-4-7t2 524

30 me)ol E3Fatar, Pd(dba);(150 mg), BINAP(300 mg) % €HibAl7(3.2 g)& F7lsto],
- ER}ES Heo=m YZAsta, EtOAcE 7Sk, AtelEE o HF A
S ek 8 BE F, AAES THR(30 me)ol Egksbar, IM TBAF/THF -§<(12
wpketdt, g T8 EtOAcet & H7bstal, #715S NaSO,2 =8}
o, sk & FFs. doixl AAks deybd A ARetEH I (A4/E0AC) = AAS, oY 1-[2-F
= 2EAHIE(L.02 g5 AL}

tert-FE[(3-NEd-2-ZF 2 ) A e A (1 g)S THF(20 m)oll &F3tar, -78TCoNA 1.65M n-F€
E/FAA A (2.5 m)S Fetste], -78TolA 30&7 wukslgt. F2xoH FREXEAMNA(774 ng)S F

F HNS Hrsla, CHCl; o2 &
slol, f715S &=, X3} 95 E AAEH, NaSO,® Axste], 73¢t & &mE HE89 . o @A 4
g7 A- azetEad v (Et0Ac/IAA 2 AAlste], Md 3-[3-({[tert-FE (g AL ]S A Md)-2-2F
CRAY]IZRZI-2-0]QYo|E(1.41 )& AU},

A z2e] 45

tert-5g {2-[(EEZHE) (H EH3] =Z2-20-3 &-4-d)olu| = | H } 7} 2 x| 0] E(6.86 g)E THF(70 ml) ol

E3tstal, 0ColNAN FAIUEFGR oY (1.4 92 #H7kste], AdA v wukslgich, wke E3HE

of 0ColA %3 g3t ny 8IS Hylsta, CHCL, 02 FEY, §715S &, ¥3t AdssE AARsta,

Na,SO, 2 A Z3ke], 7% 8 &2 Tt dojxd xE AestA A9 azetE 89 (Et0Ac/ 34/ MeO
_Q

H
D= AAs, tert-F4 3-2-4-(H Es| =220~ &-4-9) I F| 2} A -1-7t 2 B2 g o] E(5.25 g)& I},

S

]

=
—
I
=,
N
Ao

Azt d ] d-4-dimE) (B d) T 23 H 20| =(6.0 g9)& H8l o]&staL, Ax
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[1358]

[1359]

[1360]

[1361]

[1362]

[1363]

[1364]

[1365]

[1366]

[1367]

[1368]

[1369]

on
M

=61 10-1879011

o 5813 FUI Aoz, AV]d HF vA(EHEAD)oln =g ALEEte], WlE tert-FE 4,4'-(Z)-ol 8-
1,2-gd g d-1-7l2 54 g 0| E(2.5 g)& A3},

Az 50

1-91A-4-(H Eg}3]) =2 -20-7] S-4-L W EAD 2] t)F BZufo]=(1.9 g)Z MeOH(35 ml)ol] E3a}a, NaBH, (850
mg)E Hrtshe], AolA 1AZF wdtslitl. wkg EE] ofME(6 ml)S HUtsh
S (1 9)& H7bshe], AolA 30%37F wyks) E

S 2 3 FEFss. Aol Alel EtOAcet 23} BRI AYUYEF 898 HUtsla, #7155 Na,S0,= A
Z3to], 7St 8 FFSA Y. Aoz FAE MeOH(35 ml) ol 3g) ¥ 10% 2L
(400 mg)E H7tske], 50CoA 4A]7F wwHks}QiT), %ﬂo ket s FFSITE. ARl
EtOAc®t 23} BHFAUEF 898 HUbsta, f7]15S Na,SO,2 7xste], 7% 3F &8ttt a4zl 3t
A2 A7)A AggbAa A8 I 2eE 189 (CHCLs/MeOH) 2 A AEe], 4-(B| Ed}s] E 2 -2H-3] 2h-4-A | EA] ) 7] 7
ZH(1.01 @)= I,

h
>
flo
2
X
w
o
.l
N
N
=|
T
T,

Tn
HU o
2
:;
prl_g

N K
2
12
o

5 wHEADIEH(1.1 g)& THF(12 md)ol] E£&3lar, BE3a(1.4 g)& H7)sho,
oAl WhAl wdtslglt. A &3 uAE o Hete] Hste, 1-WE-4-(HEZS] E2-20-9 gh-4-L | 5A]) 7] 2]

2-Z 20 2-3-wWe¢t2 34 g), THF(55 ml) 2 tert-HE2(55 ml)S Egsla, 2o Boc0(7.5 g) 2

DMAP(1.0 g)& F7bste], A2olA A wwbegivt. st 8 §vlE &53ke], EtOAc B =& H7hstal, 7]
o NapS0,2 Zzsto], St of wFskgle. dojxl ks dep7bd Ay A=vtE ey (S4/Et0Ac) 2 Al

3te], tert-H-4 2-ZF 2 2-3-vwEHlZo0]E(5.46 g)& HUT}.

A zd| 58

tert-F8 3-3=FA A E|H-1-7F2 5 0] E(4.0 g)9F F2d-4-8(1.8 g)& THF(50 me)ell &3star, Eg
ALE~F(6.23 g)S A7FsIth. 1.9M2] DIAD/EF< & N(12.5 m)S H3}3taL, 55TCoNA Al wukskl o).
E‘l‘% %é}%oﬂ Ea]jﬂé}: “’](5 g) 1. 9M-4 DIAD/%*EF ] _Q_@'](lo Hl@)% 7‘&:‘]7]—0}51 55C°ﬂ}‘1 H ﬂ‘ﬂ&é}ﬁu}
e RS 7ot & e, EtOAcQ} 0.5M 9xks H7bste], &9 22 st 3ol 4M NaOH 5§
NG H7bste] pH 10 o2 3§, CHClL; o2 FE33th. §7]15S NaSO, = 7x38te, 748 3F 553kl
Aol A Ae7bA A A 2vE g9 (CHCLy/MeOH) & A A3E] | tert-%-4 3-(3] g ¥-4-L S A olAlE|
17t 2R E(4.2 90§ BT

A zd 60

1-[3-({ltert-FE(gueh RS M) -2-ZF o 29 J 9 2 d-4-2(200 mg)¥ IHU-4-2(65 mg)S
THE(3 me)el &gteta, EadEsd(250 mg)e H7Meglch. wbg &gtEe] 1.0Me] DIAD/EF<l 894(0.5
ml)S Aapstar, 55Tl v wekalith. A& A Wk EgHEo] IM TBAF/THF &9(1 ml)S 7} apa, Ae
oA 1Az wwEtelth, wkE EFES et 3 wFskal, tdddH 29} M dAkS Huekdth. B 2z
7 7= E—aa}z oS deldoe 22 23 #3538 AAsAT. 501 A NaOl F89& “‘7%}"4 pHE
10 Foz & &, CHCl o2 FE30t. #7158 NaS02 dxske], sk 3 F5Fatsih. doix ks A

g7 Azl Z2etE 2T (CHCL:/MeOD) 2= FAI8tY, {2-EF 2 2-3-[4-(I]gd-4-d5A]) F A g d-1-4 ]
i EhS(84 mg)S AUTE.
Az 62

&,

tert-5-8 3-3|=FA|OMAEU-1-FI2EA Y] E(3.0 g)& THF(30 ml)d &3slar, F4AJUEFGR 24 &
EH (600 mg)S H7lstel, Aol 10837F wukslich, BE3HE (2.5 m)S ?47}6}1, A 2o A 3A17F wHkak
Ak, Wbg EFE B3} EtOAcE H7lstal, f7158 NaSO, = AZRste], 74 & FF3u. dojxd A=

DCE(30 me)ol &gtslar, TFA(1S g)& H7bshe], Aol 3A17 wuksict, wke 2

olo
(ot
o
il
o
N
N
S
_O|L
off
i\
_O|L
k]
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[1370]

[1371]

[1372]

[1373]

[1374]

[1375]

[1376]

[1377]

[1378]

[1379]

[1380]

[1381]

[1382]

[1383]

S=54d 10-1879011
@717 A7 A A=vtE2Y 9 (CHCLa/MeOl) 2 A Alske], 3-(ESADAE (2.2 g)& AU

Az 63

tert-F2 4-[(MEEsXrd)SA gdgd-1-7t25d#o]E(1.1 ¢g)9 2-vEyd-
(1.7 g) 2 DMF(10 m¢)S &&3ta, 100CoA 6417 uwtsld k4

3 PASFEUEF FEAL BT, §7152 NasSOE Axde], 49 8 wE

3-&(500 mg)Y w©AHZHE
ot 3k FFe -, CHCL %
At doizl HArE A

74 A¥ ARvE I (CHCLs/MeOH) & AASHATE. Dojzl FAES DCE(10 me)oll &3Fstal, TFA(4.5 g)&
HA7yste], Aol 3A1ZF wgkekgltt. v E£3ES A dF 59§, CHCL; ¥ 1M NaOH 8-

gl

T7155 NSO, = Axabe, 25t 8 sFate], 2-vE-3-(J 3| 2| d-4-L A 9 H (355 mg)S LU

1-[3-({[tert-F-&(dre) A ]S E)-2-ZF 2 24919 H 22 (500 mg)S Y-=4H(15 m)ol E¢star, o
g 5-HERIu-2-7t2 52 0] E(399 mg), 2AEEE(35 mg), 2-UA|ZRE A E AT ‘ 3
2E-1,1"-019d (147 mg) B AAZFE(981 mg)S FH7Fste], 100TColA 48A17F wwkelgict. vbg Z3aS A&
7hAl WZbstar, CHCl; 2 Agfe|EE H7bste] of7pse, ofds 7t 3 &F3qlch. o z 2
49 A2 E I (Et0Ac/AH R AASte], Y 5-{4-[3-({[tert-F-E ()AL SA ) -2-F
Ad ]9 9 2hx1-1-L ) g H-2-7F 25 A H 0| E(310 mg)E LA},

z=

Az 69

N

i,

1-[3-{[tert-FE ()AL ]S A v E)-2-FF 2 2 d ]-4-(3] 2| d-3-) I H 2] F-4-2(908 mg)S LSRR
WEH(15 me)ol E¥alar, 0ColA TEA(L.1 g), DMAP(799 mg) ‘;l MsC1(749 mg)S 7}sle], A-2oA] wa] muk
shlth. ¥kg = & 9 EtAOcE H7telal, §7155 & 9 X3 A9FE AAE, ¥4 S EFoR
Azxste, 7% 3 |ulE F3n. dofx AE AFtA AY A2elE 9 (Et0Ac/Fh 2 A AsH
1'-[3-{[tert-FE (W) AP S A W E)-2-S5F 0 2 d]-1",2',3' 6 -HEHS =2-3,4' -1 (477
mg)S ATt

Az 70

5-8 2 & -2-(3-WEA A E H-1-) T glvd(1.14 g), tert-HFE 29 Hg7-1-7F 2 5 A H o] E(941 mg),
rel-(1R,2R)-N,N'-tlH & A| & Efi“,/& 1,2-t]o}%1(223 mg), 3253‘2}:.15](149 mg), SIAFAE(2.5 g)o EFE
5412 me)& H®7bste], 100CoAl WA wRksgic). vhe £S5 A7 W7 3, (HCl; 2 AglolEE

A7hste] ofateta, olole HESAT. oldl AR 9/14 AP AW AZrhE1e v (B0A/ AR 4
Aol tert-8 4-[2-(3-1 5 A b Bl -1-) 9] €] ] ©-5-1 |3 23] o eh 41 1-7h2 B 0] E (867 me)F
SRS

2-ZRQ0 R4 -(RE2ZY-4-9)0|Fd-3-7} 2 R 9| 5] =(288 mg)E THF(3 me)d] &3&}3L, NaBH,(40 mg)E H7}

e %}} o] MeOH(3 ml)E A3ststar, A-2oA 303F wukelith, W& E3tE-o EtOAcet 1M GAHs
AN, 7158 NaSOE Axeel, 158 A o BAekA. QoW S e 29 Awohea

3] (F2/Et0Ac) = AAISHe], [2-FF 24" -(RaE--4-D)H] 3 d-3-L | &-5(290 mg)= DA

Az 135

8
’S
rULJ
i
fu
A=)
AL
=)
_VL
o-l
9
)
mi
m
to
)
S
S
=
‘1‘?,
o
=)}
=
72
W~
=]
S
2
mo#
ol
o
=
B~
|

4 <, CHCl,® x3} &
AE2UEF £89L A1A, #7152 NaSOE AR, §7152 4% o sHAn. 2ol AxE A
27 A ArhE el (AA/EOA)E AAISte], {3-[2-(4-u135 4] 9] 2] Wi-1-91) 5] ] o] ¥l-5-9) | i)y

5-{4-[3-({[tert-FE () AL ]S E)-2-ZF 2o d |9 d - 1-d g glud-2-d  EgZFzZvgt
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[1384]

[1385]

[1386]

[1387]

[1388]

[1389]

[1390]

[1391]

[1392]

[1393]

[1394]

[1395]

[1396]

S50l 10-1879011

1-obA e 9 |2} 20(72 mg) 2 EAFEE (300 mg)S #H7bate] 60°C ol
FE38I], Al B3 EtOAcE H7IelAt. f715S X3 Ads
ka3

% ZY|o]E (200 mg)S DMF(4 ml)$} &3+a}aL,
7z =
ot 3} H=3Ach. Aol FALE THRSE E%8la, 1M TBAF/THF

A A skl vk ERE S

=
2 AT T Na,SO, = 7AxstY, §71=S

[e}

|G Hrtste] oA 3AZE adtelgith, whg E3Eo] B3 EtOAcE H7Fskod, Trﬂ%% et 3 sF3)
Art. dojzl ALE AelgtA A7 F2ntE 183 (Et0Ac/ A/ MeOH/CHCLy) & AA 8o, 1-[4-(5-{4-[2-ZF 2
Z-3-(BleEAME) Hd | H g -1-d po 2l v d-2-d) B o] 2} 7 -1- L ol §H2 (133 mg) S L.

Az 162

e 3-(2-o| ZEA2-F Ao ez o] E(1.41 g)& THF(20 ml)o] &3, 0CoNA F23542H(260 mg)2
A 7sked, é_‘%oﬂ*i HHH ﬂ%é}ii . HES %%%oﬂ 0ColA x3 AgYRF |47 EtOAcE ?47}—8}035} r
NEs &' < 7% s sFY. doF ALE A4

A9 AR2ulE 2839 (EtOAc/ A 2 A A sk, o
Az 163

2,5-CTJH. 2 X -1 3-E]o}=(500 mg)S E2ZU(2 m)I &3, 60TolA] 5A17F wHksEIt). vk %%% Jd &
< #H7bsle] 1A wnksta, A B82S A7sie] FHIGlth, B2 MASIY, 4-(5-HE2H-1,3-F|o}E-
2-A)REZ (475 mg) S LT},

Az 174
[3-(AHFA-1-) AL 1 e-228 24 (240 mg)oll CHCl; 2 E£3} EXFEAUEER ¢89S HUiste], A3
o f71%E MgSOE Pxete, F7155 #AY 3 s5353t. o3 s S22 (6 ol sk,

==
=
| E 2} =2 -41-9] h-4-2-(100 mg) B 24168 mg)e H7bske], A2elA 1551t

aragleh, Wy EFE
0CoNA EelopABASAS AU ER(ST6 o) A7kstel, eolM 5A% wwsd. we EgEel B3
CHCLE A7Fsha, 53] X3 GAFAUER F892 Wrsel, il 8~9= 2PdA. §715% B2 A%
S, NgS0,E Ax F, #7154 & AL, WS Helsbd AY AReHEL (CHCL/N0) E A
ABke], (3-[4-(el Eehs] = 2-2i-5] -4-2) ) A 2h21-1-2 1 D & (45 me) & D9heh,

Azl 177

o,
—_
—~
(@]
1S
i}
"
1-0
“.“
w
PN
ﬂ

=AM E) A ]9 d-2-d o] | 2] H-4-I7t 2 50 g o] E(1.4 g)& THF(10 me)<}

EtOH(15 me)ell &gHabar, 1M NaOH S=89(5.8 ml)S H7lste], Aol whA mukslgitl, B85S ol 3}s}o]

Fokel, ofde &Sk s Fsth. dojxl Atel] 0TolA &, I (5.8 ml)& ﬂﬂé}i, 0CellA 303t

ﬁﬂ*o}"ﬂfﬂr aAE ojHste] FHstel, =2 A F, 50T Ak sk, 1-{5-[2-FF L 2-3-(5| =5 A
-2-

g g nd-2-d g d 2l d-4-7FE2 541,29 g)& LA}

A Z o 182

(3-BErHd)WErS(500 mg)S DMF(10 mé)o] E&&E3slal, 0T F4 §}L}EE(55% %9 HEHS Hrlsled,
Wy 3k 1020 stk JhE E3kE 1—(%EEU1]FJ)—4—\1115*1%11@1(520 mg)S H7pslar, AL 247k
adkstelth, Hks BB B3 EtOACE F7FshaL, H715S MgSO,= A Zx3sho, %71%% 7t 3t w53k
dold e A 4 Ay A2eEIYI(CHCL/ AN E FASte, 1-H2E-3-{[(4-HSA ) SA] )

[(-EEE-2-ZF 2l A [ (tert-F-2) YW EA (300 mg)S EFA(6 ml)o &&3sta, 1-(2-HEdEd-
4-4) 3] #2421 (200 mg), Pdy(dba);(43 mg), BINAP(88 mg) % tert-F5 /\11%‘5%(135 mg)< H7Fske], 80CelA
SAIZE etk A7k Wzh 3 CHCl;, AelolEE H7bele] ofista, ods 7 3 wFsATh. 9o
xS A7t A9 FA2atE 183 (Et0Ac/A/28% R Yol /MeOH) 2 AASt, 1-[3-({[tert-F-€ (T
eHAH AN E)-2-2F 2 By d ]-4-(2-v € ¥ gl d-4-2) 3] 7| 2} (259 mg)S Ei’iﬂ}.

Az 285

=

2o
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[1397]

[1398]

[1399]

[1400]

[1401]

[1402]

[1403]

[1404]

[1405]

[1406]

[1407]

[1408]

[1409]

S=50d 10-1879011

S EFA(6 m)ol &3star, Pdy(dba);(80 mg), BINAP(160 mg) % tert-F-SAIZ-H(300 mg)S #
7bste, 90TCelA 3AIZF adtelic). Whg EPES Ao WZsta, EtOAcE #H7iskH, AHolEE o7 B
ZAZ o] gste] AIE Ptk oqS AW I FHT F, AE AgbA Ayl asvtEIH (I
/EtOAC) 2 AABIATE. dojx HAAZS THF(6 me)ol &%+3tar, 1M TBAF/THF &4 (3 mﬂ)% A7vete], A2oA
IARE agbskgiek, Wk ERbmol 23t dEetRy #8439 CHClss H7behal, §715S Na,SO= Axste], 7

FAE AP A 49 AZ2vfEadF(A2/E0AC)ZE AAStY, {2-FF Q2 2-3-[3-

of2 3 E97] 3, [(3-HEE-2-ZF02WA)ZA ] (tert-FE) I E A ZH(B00 mg) 7} 4—(°Pzﬂ‘513‘—3—°‘£/\])f4
8 mg)

ofE %?471 &f, 4-(5-HRERIAYMH-2-A)R2FA(700 mg)@} tert-F& I hx-1-7F2 5 8 ] E(800
mg) S EFA(10 me)oll 83k, Pdy(dba)s(130 mg), BINAP(260 mg) 2 tert-¥-SA1Z-H(500 mg)S 3 7}1ahe],
9QTAA A wuksglty, vk £35S A2 Yd7eta, vg EFES Y 3 555k, AE AAA
A7 ARvEIH I (F4/E0A) R FASAT. doiXl AAES EtOH(10 me)ol E3Fetar, 4 Asbra/v=At
(7 mO)& H7bste], A& whA] awk K 5T 5, (HCl 23} R AUE
F r8ds dUkeha, fi7les NaSo= 4 o el AAE Aegbd A

# A =vFE 9] (CHCL/MeOH) 2 g A8te], 4-[5-(I] 3l &xl-1-) ] v el -2- A | R 2 E71(239 mg)< ATt

Az 294

-G U-HEA A S A & d)-4- (9] 2] d-4-) I H 2} (308 mg) S TE=2W (2 ml)o g5l
TFA(1 m) S 73 Riﬁk kS SRS Ao A 1A mHkek & ubg E3ES At oF wFsT. doiX
ZrAbel 23 gAY ER 899 CHClLS H7Mska, 17158 MgSo,= A=xsd, #7158 4% st 553t
Att. dojF FALE 7|4 AgstA AY ARntE IR AA S, [4-(F T d-4-d) I A 0 -1-L | 7]
%}Uﬂ%%(l(i’? mg)a — X E}'

A Zd 297

(3-B2rAd)HeL(5.0 g)& THF(60 me)ol] Z3Fsta TBSCI(5.0 )T} o]m|thE(3 g)& H7lste] A LoA] wb
A nRkETE, WS ZES 7ot & HFdal, E3 EtOAcE HUFE, F715E NaSO.= Axse], #71%&
S 7% 3 F . B FAE A Ay aEetEadaR gAste [(-BREAE)SA] (tert-

[(3-BRxdAd)SA ] (tert-FE) O m & 2 (860 mg)S THF(10 me)o] E3&taL, of= ®9)7] &, -78CT=
Z4etek. 1.60M2] n-FEaE/AA &A(1.8 m)S Aslstar, -78ColA 10837 wwtsl & 2-maZal- 4—°—EJ~
Yr|d-5-7 2 R LS| =(500 mg)E H7FsIAth. 1A1F AH 0C7HA] A1 [
Gt ¥ B3Eo| B3 Et0AcE HIFSHAL, F71ES NaSO= dxetd], f71%S 7
72 ZALE *‘W}?ﬂ Ay AR EIHI(FA/E0A) R AASt], [3-({[tert-FE(HWE) AL ]SA HE) 7
d][2-(RE2ZA-4-D) I Dd-5-D ek (914 mg)S ATt

Ao 302

_1

o T
N 3
=2
2
AN
_Ho
—
>
N
N,
Rl
T
14
ol
ol

¥

[3-U[tert-FE(dHa)Ad|SA ) A d ] [2-(RE2E7-4-Y) T
(364 mg)d} TFA(4 ml)E Egslar, A2 ¥hA] 1yt i ,
EtOAc}t E& H7FetH, §715S MgS0,2 7AZFsY, f7158 et 3 sF3dch. o AL
g AzvtEadgd R FAste] (3-{[2-(RE2ZH-4-d)vgn

i
(@a]
O
g
i,
=
S,
e
g
p
o
w
©
=
&
tio
ne
x2
v

A ze] 304

-[3-{[tert-F-E(gue) AL | SA v E)-2-2F 29 d |9 H 2} (355 mg)S IPA(4.5 me)ol Egslx, 4-F
Z2-9ZndP4rE (150 mg) 2 TEA(302 mg)E H7Fste], 60TColA oAl ksl whs EFES 2714
Wzr & 7t & wFsta, WAE Aggbd Ay azetEad s (MeOH/CHCL) 2 AAISFY],  4-{4-[3-
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[1410]

[1411]

[1412]

[1413]

[1414]

[1415]

[1416]

[1417]

[1418]

[1419]

[1420]

[1421]

[1422]

[1423]

S=54d 10-1879011

{ltert-FE(Hue) A1 AW E)-2-FF o 29 d ]9 o 2} z1-1-2 3 3] 2] v (391 mg)S AT},

Az 305

e 2-=F e 2-3-({[2-(REEd-4-D) v 2 d-5-d ]S e ) w2 o] E(375 mg) S EFA(5 mo)ell Zghsh
i, 0Ct=® ‘@Z}@P‘ﬂ, LOW Fastyol At ddfrg/E5F<d §94(3 m)S Aslete], F2&=oA 1A aykst
k. wbg EekEel I NaOl =8¢ 5 EF<E& H7kste] oskslah. #7155 NaS0,2 x3ste], f7]5+

1-(6-F 2239 g v}-3-2) o} A ] U -3-2(599 mg)S DMF(6 ml)oll E¥3tar, 0CoA F42JUEFGBR 24 3
EH (211 me)S #H7Iste], 0ColA 1087 Rk F, 0CoA 22 =38l E (916 mg)S M7iste], A4 whAl
WHFEFYI T, ¥Fe B3R B, EtOAce} CHCI,S H7tetar, 7129 B, 33} Ad4z AAs T T4 Na,o,
o2 Ax3FY, F715S T 3 FF3A. FoF IAE A A4y azetE a9 (Et0AC/ 2 A
Aste], 3-FZZ-6-(3-HEAoFAE T-1-) 3] 2] t}71 (323 mg) S A

o

Az 307

ko], FAIFVERGSR 29 3

tert-F8 4-3| =5 A9 A d-1-7t 25 A G| E(1.0 g)& DMF(15 me)oll &%
S BRR-3-wEAZZR(1.0 g)& FH7}

ED(300 mg)= F7bstar, Aol 1023k awt

shar, AedA §A etk W BBl B Wsa, wg EFRES 4¢3 EHAAL. dojn 2
Aol EtOAcst B2 b, $7152 NaSOE AZdtel, £715% A% 3 FHaAT. ol WA delst

A AY AzvhE e (/RO AAST Pold AR EOHI0 nel £35ha, 4 Fohra/v)
S0 n0) & Hrkskel, AeolA WAl wastct. w
) A4 (302 mg) & BT

T
L
oo
ok
o
i
o
o
=
ofi
o
off
He
ol
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w
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>
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Az 309

2-ZF 9 2-3-w 2 gAH(8.0 g)= EtOH(100 mfa)oﬂ E388ta, E3akS Huksle], 90T oA Al wuksF o),
g eS¢t & %3 3, EtOAcst &8 H7bsta, #7158 %3 s aUER ?%%‘QE A gk
T, NaSO, 2 Axs, 7159 #AY 3 5531 odd 2-FF o 2-3-eulzoo]E(7.84 )& AU},

-[2-EF e 2-3-(3l=FA ) A d |9 9 2 H-4-7} 2 5441100 mg) 2t R=EH(50 mg)S DCE(3 mb)oll =§st
aL, WSC 44b3 (140 mg)¥} HOBt(95 mg)E F7kete], Aolx 3AIZF mnksllvt. vbg Egh=ol *x3} JJ—’F—J/:
YEF #8939 CHClsS H7bskar, 7152 NaSo= TS
Ae7hAa Asl ARvbEI2 9 (CHCL/MeOD) = AISte], {1-[2-FF 2 2-3-(3|=FA v e) 3 d |99 2 d-4-4 }
(R2Ed-4-D) v eh(126 mg) S AU,

Az 341

(2-EF 2 2-3-{4-[2-(F ¥ g d-4-D) o & |9 Fl 2] - 1-L 1 o D) &F2- (200 mg) 3+ ZAH(63 mg)S DCE(3 me)ol &
33bal, WSC 42kl (220 mg) T HOBt(155 mg) S H7Fsle], ALo|A] 3A17F witslgh, wke Zaltio] ¥ 3} ek
FAUERF F899 CHCl:E& #Hr7bsta, f715S 2939, #7152 #Y 3 s5390. doxd S
MeOH(3 m@)oll =3+3Far, IM NaOH F84(1 ml)& H7Iste], A2eA 3083 sy, dbs E3E& 0
3F &3 &, CHCl ¥ X3} sHIFAUER 898 HA7sta, 7715S NapSO,2 Axste, f715S 3 st

FESATH. FoAR FAE AFbd Ay Z2elE I (CHCL/MeOl) & A Aste, 1-[4-(2-{1-[2-&F 2 2-3-
GBl=SAva)Hd g g d-4-d o) v A D -1-L Jol &2 (211 mg) S AU},
Az 343

5-[3-({[tert-FE(tHe) A ]SA I E)-2-ZF 0 29 d |-2-(IF A g d-4-L 22| (150 mg) I A E=
a2 524 2H(82 mg)S DCE(3.6 me)oll &33sla, WSC 4FA (125 mg) 3 HOBt(85 mg)E #7ishe], AoA 3
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[1424]

[1425]

[1426]

[1427]

[1428]

[1429]

[1430]

[1431]

[1432]

[1433]

[1434]

[1435]

[1436]

[1437]

[1438]

S5S0ol 10-1879011

3t by ER 8 Alle H7bstal, #7158 NaSO2 HAxste], #715e 2% o

=, %} X
FEIAFT. AR FALE THF(3.6 me)oll %E"é}i IM TBAF/THF £99(0.85 ml)S H7}ale], A-olA 147
eI TE, WS B35 EtOAcet AStdEE FEAS HUMe L, 7715 NaSOE xR, frsS 7%

st sFslth. doj ks ey Al A =vkE2 ) (CHCL/MeOH) 2= g Alsto], Al F 28 [4-({5-[2-&
Fo2-3-(s =FA ) A d v g r e -2-d }5 A v Al g - 1-L (148 mg)& LAt

Azl 376

-ZF 0 2 d]-3-"EA]o}A El T (121 mg)S  THF(4 m¢) ol

1-[3-({[tert-3-2 (T o &) A& ] 8 A b u e)-2
. Aahe] AeolAq 1A aElT. W EFE] 23 BOAcE W7t

ZE3&astar, 1M TBAF/THF €99(0.8 ml)E #H

StaL, f71%5S NaSO,= 1Az3ete], f715S A 3F 533t dojxl FAE Ag7td 4y d2vlEae g
2 A [2-EF22-3-(3-vEA oA EH-1-) A d Wl &-E(72 mg) & LA},

d3=of 478

tert-5€ 4-[2-(RZ2ZI-4-) I d-5-Ld ] H g7 -1-7t2 B A #H o] E(1.42 g)E MeOH(20 m¢)$+ THF(20
me)oll Egtslar, 4M F3k4/Et0Ac(10 m) S H7haksdct. *‘QOM BhAl wRkek & Wy b, 308E3F Rk
o A& 2AE ofHete] FHstka, EtOAcE AlAgste], 4-[5-(I)H2hxl-1-4) I gnd-2-d | R 2 ZA2A A

tert-38 4-[2-ZF 2 2-3-(SIEHA D) 1992 W-1-F = 5 el o (352 ne)E ELOH(S ni)ol £33},
N QEFL2/OSAE 1S Bk, AL WA msg. W EFES UY F BEF T, L0H L
1y D wst 3 sES. W

e ES HUbskal, 60TlA 5A17F wRksit), wbS E3ES sl cd -3
ZFES THF(5 me)oll &F3kar, TBSCI(450 mg)Z} o]w|thZ(210 mg)S FH7ishe], A4 1A17F wwkslglth
S E3LEd EtOAcet B HUsta, 7158 NaS0,2 71x3te], 7128 729 8 w319 tt. dojx #A}
2 Agstd 49 A 2nE 183 (CHCL,/MeOH) & AAIsEe], 4-[3-({[tert-F-E (T E)AH]L A o E)-2-ZF
L 2Ad19H8 (271 mg)S AUt

Az 514

tert-52 4-{5-[3-({[tert-F-E(tdeH) A ]S ] e)-2-2F 2 2y d ]y v d-2-d u gl d-1-7l =252 7
O|E (170 mg)S MeOH(1.7 me)oll &3 atar, 4N 34 /Et0Ac(0.17 ml) S H7lste], A-Loa ¥hxj wykatglch
NhS 88 79 & HE3a, @Al 10% MeOH/CHCl; 3t L3t eMlsAUER 48908 H71E £ s &

FES U sk sFEATE. il ZAbel 10% MeOH/CHClz S #7bshar 303 ankele], ol wsiglct, oA 7b
[e3]

ot 3 wF3e], {2-Z2F2-3-[2-(FH g d-4-A) 9 Hnd-5-A A D EFL(96 mg) S AU}

Az 516

Hg 3-(BErdeE)fzdolE(4.0 )& EFANM0 m)ol EFstn, EFAIZ2A(5.0 9)& FH7lsted, 90T
ol A whl wRksIGITh. A& uAE st FHet] [3-(HEAZIERDNANEYAL) EAXE HEnlo]
=(8.2 9& UG

Az 518

1-[3-H{[tert-FE(HE) A SA e Hd [-4- () 29 -2-) I A 242 (240 mg)S THF(2 ml)oll E3star

IR ICIOES @7}0}@1, AeolA 5A% mwsleith, W ERFEel E3 BASAUEF F8A9 LS
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[1439]

[1440]

[1441]

[1442]

[1443]

[1444]

[1445]

[1446]

[1447]

[1448]

[1449]

[1450]

[1451]

[1452]

f
_‘_A‘
off
o
p‘LA
3%
v
12
i
rzi
>,
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it
i)
Y
i
i)
o
H
fr
=)
i
M

A, $715S WSO Axde], 47152 29 5
3] (SPA/EL0A) = FASFe], {3-[4-(F] el e-2-2)w
Aol 548

é
_v;
O
é
i
;
§
E
o
ne
32
v

A 3-2A-4-(F ] d-3-Ld | &) 9] | 2}z -1-7F 25 A g o] E(345 mg)E EtOH(7 me)ell E33faL

sl Al 10% Zebaea(70 me)E H7bshe], F4 9171 upgro] Aol A ") ﬂ‘ié}‘ﬁq. g E3E
AetolEE o3 BHA|R o] &ste] ofdstil, ofdE et 3 wFHate], 1-(Fd-3

(190 mg)<S AUTT.

Azl 563

tert-F-¢ 4-3=SA g d-1-7t 25 HO|E(2.0 g)& THF(20 m)ol =3+3}al, TEA(3 ml) 2 sz
(1.2 @) & H7lste], A-20A 1A7F WRESITH. RS &8&E9] &3 EtOAcE #H7M8tal, #7155 NaSO.2 7
zZ38to], f715S # d FF3T. Aol IAE AggbA AY g 2etEady (A2/Et0Ac) 2 A Sk
tert-5-8 4-(NZI A I A H-1-7I2 5 Ao E(2.45 g) & LU}

i

Az 564

tert-5-2 4-3|=E2A 9 {2 P-1-7l 222 # o] E(3.0 g)Z DCE(30 ml)ol =38}, TEA(3.0 ml)¢} ¢stuizd
(2.4 g)ﬁ A7reke], A2oA 1A13F wRkelgin), vk &g X3 @AV EF 5893 Et0AcE 378
I, F715S NapSO 2 Axste], f715S 7 8 sFssth. 9% LS DCE(30 me) ol &3shar, TFA(10

PAR lg—?;—ﬁ]— 5 ;q_/\]_e 037]/\ ]13/]7}741 7424

T

)& H7hekel, AeelA 5Az Wt W EFEL P9
A WMz EG.1 9 AU

=
AR E 183 (CHCLy/MeOH) 2 A A|sto], Tz d-4-4

i)

olz 3 ®2917] 3, AdEL(EME)AH(9.0 m)S EgoEolul(50 m)ol Egsta, (3-HEE-2-ZF 9

S Z(EYAdz 235 (1D (1.54 @3 22=3178 (420 mg)S #H7lste], 90ToA Hkx
eSS AeoR YZeta, Et0AcE H7IstY, AToEE o3} BEAR o]&3l Aq7E
a8t wF5staL, AME AegkA A9 A2etE 2 (A/Et0A) = ZAISHY, {2-EF 2
2

=

=
T

Z-3-[(Egvgdad)aed]ad v eE(4.88 g)& LA},

Az 572

tert-FE({2-EF 2 2-3-[(EgdE A=) gld [iA AN U E A2 (4.13 g)& EtOH(61 me)o| &Fslar, &
AHEE(847 mg)S HUFSEe], AolA 1A1ZE wRESkITh. wkS E3tEC] 0T EF CHCl. S #H7kskal, #71

TS E ¥ 23 AR A, NaSO,= 71x3te, §715S 4% o 585t dox JALE A4
Ay AZvlE 9 (EtOAc/ A E AASte], tert-FE[(3-EE-2-FF 22 A) A Jtud4e(3.19 )&
At

Az 573

0CAA HS04(44 )& E(18 me)el H7bskar, 0TCTAlA (3-Alotxsld)2AH1.5 )& #H7tste], 100TANA A
WRkeE & 130C=E 523ko] 547 etttk v EF=S Ae7bA W7 5, EtOH(190 me)E H7bshe],
90ColA 2¢ztukatA T, W E3ES 79t & B3], FAlo] EtOAc B & HUIE ¥ {U1ES &,
X3 AT AUEF 8 2 ¥ AAFE AAS Y, NaSOE X &, 775S A 3t sF359, oddE

Az 574
A 3-(2-F=FAe D)Mol o] (824 mg)E TIFZRWR(10 me)ol ER3haL, IPEA(l 5 m)E A7kske], 0
TolA dsebE2d(972 mg) S A 3tshH, mﬁ AeoA] La|A 1.547F i o B3E|

z = hebole. i
& Arbetar, 103 Wt ¥, f7)5S &, 3 AdeE AAst], NagSOE Az i, FN5E et s B
sttt Arte Aeybd A7 ARvEIHY(Et0A/IA = gAste], oY 3-{2-[(MdExd) A JE
Zo]E(1.12 )& 2Tt
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[1453]

[1454]

[1455]

[1456]

[1457]

[1458]

[1459]

[1460]

[1461]

[1462]

[1463]

[1464]

[1465]

[1466]

[1467]

[1468]

=59 10-1879011

oin

Az 581

[3-(dEA7ER DAAN(ELAY)EAEE BR2ro]=(930 mg)ES DMF(6 me)ol &§atar, 0ColAM tert-
AlZF(300 mg)S FH7bske], 3083F L
(300 mg)E F7kekar, 0TolA 1A3F 2L &
b 5, EtOAco} X3} BAFAUESR F898 Hrleha, 7158 NaS0,=2 Az 0}0% T715E Ay o w53
At Aol S Aeybd AR ARvEI 9 (AH/E0A) E AAske], MlE 3-{2-[2-(REE-4-9) Y]
2 E-5-A R bl 2ol o] E(377 mg)E LA

Az 582

g 3-{2-[(MEEXd)SA ol D Pl o] E(170 mg)E MeCN(3.4 me)ol EFatal, 1,2,3,4,5,6-FAe] ==~
[4,4"]v]9)2]E)d (122 mg), ©APZF(173 mg)S H7bsto], 60Tl WA ambalivt. AL7b4] WYzstar, =&
=& o3 AASte], oAde A a wHTh. e deybd Ad A =ekE 9] (MeOH/CHCL) 2 g A8t
o, old 3-{2-[4-(FHd-4-d) A d-1-d oGl x| o] E(121 mg) & AT

Az 584

el 3-{2-[4-FEZ-4-2) 7 F - 1-D ] Dl Zo] 0] E(337 mg)S THF(7 ml)oll &8k, 0ColA 238
HEEFE(74 mg)S FH7betel, 0CAlA 1A3E wRkskgieh. wbg &) 0ColA MIIEF - 105885
A7rete] A2olM Al wmbebi, E88S o AASHH, A& A & wFHeke], (3-{2-[4-(REEH-
4-d) ¥ d-1-d ol & ol ) vl k& (281 mg)% ATt

=

Az 589

SlE (3L )L E O E(5.36 )5 4918heka(30 n)o] R, 0T A, NnEREolu=
(5.62 @S a, a'-obxH| o] AR E ZUER(250 S A7Fstel, 90TAA 5AZF wukstgith, wg EFES
e WA ., olstatel nAE AASRG. s 1 3 FHea, WS A AP A=rkEa

23] () 2H/Et0AC) 2= AASte] o d[3-(H2rud) | d oA e E(4.56 g)& AUT}.

A zel 592

(2-ZFo2-3-¥2Ud)HELH(5.14 g)& THF(51 mO)et E(51 mO)ol Egsta, FEAUYEF - 353HE(17

) H7rsle], Aol vl wwtstith. kg EgHEo BtOAco WM @AMS Hbetal, #715S NaS0,2 Ax

4 o] ALE EtOH(50 mé)ol E3Hs8kaL, NaBHi(1.4 @)& #H7hete], A2l

A 1AZE wdkekinl, ubg E3HES 79t & B3 F, EtOAcot WM 9ARE Hubsta, 7158 NaSOE AE
A

71 Ae azvtEa s (AAHEL0A) 2 AASFe], 2-

2-(RE2EU-4-9)9 " HU-5-2(300 mg)T} A8 3-(H2RHE)-2-Z2Q 2wz o] E(850 mg)E MeCN(5 ml),
THF(2 me) 2 DMF(1 mi)oll E£3sta, B 2ES HU7kste], A-2olA 1A13F wrkekgith, vke E3hES 749t st
TE% &, EtOAcet B UM, f715S NaSO= 1Axse, 47158 1% 3t 539 th. dox s
A7 A a4 AZwE 3] (F4H/EtOAC) = A3k, ol el
2-Z2FQ2-3-({[2-(REZY-4-) T g ud-5-L | A o E )Wl 2o o] E(378 mg) S AAUT}.

Az 594

5-ERR-2-F223 (5.0 g)= N N-TuEolyEoln|=(25 ml)o] &g3star, R=2Z(23 m)S 718k
130CoNA 2947 wukskdct, vks EFES 79t 3 w53, Al &8 HUISEY] EtOAcE F&F3MH, R7]
TS X3 AAFE MG, NaSO,2 1xste, 47158 29 3t w53t doAx A E Aegtd 49

AZutE 283 (F2H/Et0Ac) Z AASte], 4-(5-H 2R

AL
[\&)

]
fa
i
fife
=
>
=
S|
3
tlo
ne
32
£

A 22l 596

5-HER-2-Z2 029U (1.7 g)& NN-tHEolNEeln=(5 ml)o] E3star, 3-w|EAolAlEl YA (335
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[1469]

[1470]

[1471]

[1472]

[1473]

[1474]

[1475]

[1476]

[1477]

[1478]

[1479]

[1480]

[1481]

[1482]

mg) o FAZAE(1.5 g)& F7bske], 100TCelA A wrkepelet. whg E¢aS 725t 8 553 5, CHCL3 &
< AUBsta, 7152 NaSOE Adxste], §7158 49 s = 2

7
B (H4E/E0AC) 2 A AIEke], 5-HRE-2-(3-rF A obAlE T -1-%1) 9] 2] T (581 mg)& AU

Az 603

1'-[3-({[tert-FE(HueE) A |SA e )-2-ZF 227 d]-1',2',3' ,6'-HEH3| =2-3,4'-0] I 2| (257
mg)< EtOH(5 me)oll &3 alar, o2 E97] slollA] 10% ZeEEA(55 mg)S A7tsiY, 4 297 1= 3
of, Ao A ®RA REEGITE, HHE EES APo|EE oi BEA|R o]&3te] osti, oAds Ty s
T3] 3-{1-[3-({[tert-F-E (W e) AL | SA v E)-2-ZF . 2Hd | d-4-d 192 d (239 mg)S LA
=

Az 613

tert-F8  4-[2-(3-vE A o}A E] D -1-) ¥ 2l v e -5-A |-
EtOH(5 me)oll &3+3ta, 10% ZeHEE4(100 mg)S ?47
S EdES AHOEE o RAR o]&3to] ofisial,
AR EYY (AA/Et0A) Z AASAT. dol AAE
nl)S FH7bste], A-oA v wpkelltt. vk E3ES et oF w5 %, EtOH(5 me)oll E3shal, v
(2.0 @& #H7lste], 80Tl 2412k wRkallth, vk EFES oHstar, NS A9t 3 w53t 2-(3-1
EAloA Bl d-1-)-5- (3] | 2] D -4-) T 2| v (143 mg) S LA},

Az 614

fg
_O|L
I
%>§
1‘>~m
4
© &

2 Hd-12H) -7t 252 H o] E(483 mg) &
, 7] 3F, AelA 5A17 wnkshgich. uk

ANE A 3 FFAU. g AestA d9
< EtOH(5 ml)ol ZE&3sar, 4N Ast54/tL2H3.5

4-(4- UﬂEUJE]U]D‘ —2- 01) EEU(300 mg)s HYZFEEZMWE(4 n)ol] ki, 0ToA N-HERsilo]m = (357
S Arstel, ALl 147 musgich. wbg EfEel Sl Aksan, deld Ay AzehEd
(BxONe/ S 2 AN, (52524 o]Elo] o] 12252 E41 (372 me) & DA,

Azl 617

{2-Z2F 2 2-3-[2-(REZW-4-U) v g nd-5-A 1 H I €2 (337 mg)F 1H-°]A20E-1,3(2H)-t] (257 mg) 2
EYAIELAA(458 mg)S THF| E£3slar, 0Co|A ofxT]t=E A T 19(40% EZq £9)(0.68 ml)S
7hske], AzolA A awkEkglh. v EFES 0CAA 303 wuk §, ofwiste], WSk THFZ A4 O}L
50CeolA 7t 8 Axstd, 2-{2-FF Q2 2-3-[2-(RE2FH-4-)J v d-5- [ }-1H-0] 4291 E-1,3(2H)-t]
(452 mg)<S AATE.

Az 631

jai)

4-(5-HEE-4-mduefud-2-¢ ) REEU(372 mg), (C-EFL2-3-L2HAE)REZHE15 mg) R QIAZFE
(918 mg)& EF<N(10 w0 =(10 me)ell Eesbar, Z2AbEehE(16 mg) B UAFRZA(2',6'-H | FA H] = d-
2-D)EAA(59 mg)& H7bske], 100TAAM 4A1xF wnkshgiet. whg E9tao] (2-EFL2-3-T2dyd) &4
(315 mg), NAPZF(918 mg), EJEE}H( mg), HAIFEZAHA(2', 6 -HuFAAD-2-d) £ (59 mg) H
=(1 m)& H7hskar, 100CAAM jhAf awksigict. whe Et=e A27H4 97 5, (iCl;, =& H7hskal, &
SE5 o AAsH, A fUISS =, A3} AAFR M-Sk, NaSoE = b

shelth. fofxl S HYrbd 29 A=vtEI Y (Et0Ac/ AR/ CHCL) = AAlste], 2-ZF Q0 2-3-[4-m"-2-

5 ©05]=0 Zlo
<, 15 E 2y

(REEY-4-) v eud-5-d [l =48] =(282 mg) & LA

Az 638

B E 2}3) = 2 -2H-5] @-4-2-(200 mg)S THR(5 m) St &3t FASPUEF(5% 29 @A) (120 m) S H71skd]
AgoA 587 wkslolth, ukg ERE s-RER-2-F 229 u U (460 mg) S % Zbetar, AeolA mwykEled
ok wkg EEC] =3 EtOAcE A7betal, #715S Y o FaSI. dol MAE Aeyhd Ad A=vt
B (S2H/EL0Ac) 2 A AISte], 5-H 2 E-2-(H Ee}e] = 2213 e-4-A S A)) 7 2w (361 mg)& AU
Azl 651

~1-Y ] B-1-2(200 mg) @ THF(4 m)E Eatal, NaH(70 mg)E H7hste] 2o
=gzl 5-[3-(ltert-FE(HAED) AL ISA L) -2-ZF 2o d]-2-E2 =Y
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[1483]

[1484]

[1485]

[1486]

[1487]

[1488]

[1489]

[1490]

[1491]

[1492]

[1493]

[1494]

[1495]

[1496]

S=50dl 10-1879011

Z

(200 mg) S H7Fsle] AL A 1AZF wWukelar, thSo] IM TBAF/THF(1.2 ml)E H7}ste] A4 wuks)

ich whg BBl B3} B0AE Avbetel, £71%& A9 3 BHac.
oAzl ZALE AiFtAd dil I 2vtETHHT (F4E/Et0Ac/CHCL/MeOH) 2 G Agte], 1-{4-[({5-[2-FF 2 2-3-
(B =B A ) |3 2] 0] 1-2-2 ) A v e |3 of 2] 1-1- 2 bl € 1- (167 me) & AT

~[3-{[tert-FE () A ]S A HE)-2-ZF 22 d]-2-F2 292 d (200 mg)S  THF(4  mo)<}
getal, YEFIISAE(132 mg) S /I8, A2olA 341z wuket 3 1M TBAF/THF (1.2 m0)S 73}

&oﬂﬂ 1A ZF wkslginh. Wk E3Eo] 23 Bt0AcE HUbelal, §71ES 7 3 wEsednh. dojxl
g st de a2elE g9 (FA/E0A) 2 AASH, [3-(2-d 5AF g d-5-Y)-2-FF 29 d ]
(129 mg)& L.

Azl 663

o Qo
>w

ﬂl}o

He  3{[(tert-F-EAFIE2H H)o}u| = uﬂ Bl zoo|E(4.6 g)E EFUAG0 m)ol EIEI, 0CE
Wz Y. AR AC-HEAAEAN)LFUFUEF(65% SFA £N)(20 g)& 30% 24 Hslstar, 0T

A 1ARE aRkekglth. whg EekEel IM NaOH &9 30 meE #8hgh 5, CHCls& H7betal, 715

Azsel, #7152 vk, god WS A AY  AZHEIY Y (SAH/EO0A)
A, tert-F[3-(S=ESA M) A2 rbro] E(4.1 9)F AU,

ol

filo
=
S

w2
i<
tt

Az 671

4,4'-0]39) A 22344 (2.95 )& MeOH(25 ml)oll &Fsta, EZZEEMIA(2.2 g) 2 EFAG w9 &

S 1A AA HskstdA], B2l 6M NaOH 89S H7tste], TS FA8Ach. vhs EFES 2004

308 wuke 3 7t & &gk, whe E3Eo| CHCL:3 ¥3} el AUER F89% Hubelal, f7)F

S NaSO, 2 Hx3le], f7158 4% 8 &390, dod xE Aeigld A7 A =eE 28 9 (CHCL3/MeO

M2 FAstar, WA 4,4 -v]9Hd-1-7t2 520 E(1.5 g)& AA}

Az 674

tert-58 3-(FH T Hd-4-G LA oA HH-1-Ft 2B A 0] E(2.78 g)& THF(40 me)ol £&&}i, TEA(3.5 ml)<}
) 3| A whalgth, g E3Eol EtOAcet &S FH7bsta, 7]

, al
S NaSOE AZS, §715S A% & wHAAG. Fold NS AesA Ad A=eiEe (s

AR AAES EtOH(40 ml)o] &

-

bebar, 4 @stra/oS2t 830 m) H7hete], Aol WAl ks
5 CHCl,# 1M NaOH 8RS A7tsla, 7128 Na,S0,2 Az = 7

ot ot FHte], WA 4-(oPAE I-3-Ld5AD) A A Y A-1-7t 25U E(1.97 )& AT

I~

2-(F =2 W)W 2 (500 mg)S UFZ2Wer(5 m)ol EF3ar, 0CA TEA.9 ml) 2 d3folAE (407
, A HRA) wuksl Tk, wkE B3R QM FAMSIES HUtste] Ao A] 1A)7F wuksky

o, WS EIE B3} CHCl,/MeOH(4:1)E H7lste] Z2Z8tx, {728 B, 33 2d94z2 AA4siy, 74

Na,S0, 2 7 x3ted, 7h¢k 3 &iE FFstlch. 2ol Aks desbd A7 A =vkE 189 (MeOH/CHCL;) 2 A

Adte], 1-[2-(Fl==2A W E) ¥ S8 U-1-2 | o EF-2 (442 mg)S A},

Az 680

(2-Z 7 0 2-3-[2-(3] 7| T P-4-2) 7] 1] ©-5-2 | D} B (80 mg)S T]ZEawer(1.6 m)o] &35, 0C

oﬂj\i TEA(85 mg)SL}_ Oﬂﬁ]—o}—xﬂlﬂ(él_g ng)% 7<47]_o}_9j\q_ E]l'

?_:233}‘3% M NaOH OW(O 8 mﬂ)g 7<~]7]-o}.o:1 3}\] 7}

ol CHCls& #H7letdlth. 5% (Cl,e2 FE8to], g3

3ttt dojd FAE Ay A AW 3 2elE 3 (CHCL,/MeOH) 2 A AI8ke], 1-(4-
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[1497]

[1498]

[1499]

[1500]

[1501]

[1502]

[1503]

[1504]

[1505]

[1506]

[1507]

[1508]

[1509]

[1510]

[1511]

[1512]

S5S0ol 10-1879011

Alde) s d 9] g r)d-2-d g d| 2l P -1-) e &2 (90 mg)= AATE.
Azl 636

1-[3-({[tert-Fe(vreh AL ]S A E)-2-ZF 2294 d]-4,4' -9 A 2] D (125 meg)3} TEA(0.15 mé)Z DCE(3
me)oll E3star, FslolME (39 mg)S HUste], A-ZoA 1AZE whksgin). vk E£3kEd 23t gAY E
F 899 (HCL:E H7bskal, #7158 NaSO,2 7AXste], f715S 7% s
THF(3 mé)ell &3+a}ar, 1M TBAF/THF £<8(0.6 ml)S FH7Fsle], A-2oA 147+ wwks}
ARFE &I EtOAcE H7Iet, 77152 NaSO, = 71xste], &wlE 74t 3 553
Z71A A" FRetE 29 (NA/E0Ac) 2 AAEe], 1-{1'-[2-ZF 9 2-3-(3| == 4]
H1-Y o eF2-(84 mg)S LA},

A zdl 707

[3-(2-Z 2298 nd-5-9)-2-ZF 2 29 d | E-2(600 mg)S DMF(12 me)oll &slx, IH (2.2 g)S 7}
3te], A2 A wAl wgtslith. vhg EES A 3 FskaL, el ES HIMSIH, 0TAlA 1A1ZF nRk
staL, AR AES oAFgste] FHaly, B2 AR T, 50TCoA 7t Axsle], {2-ZF92-3-[2-(F ¥ 2kH-1-
)9 g u)d-5-A 1#H D el eh2(697 mg)S AUtt.

Azl 709

5-{4-[3-({[tert-FE(HrE) AL |5 " )-2-&F e = d |9 7 24 -1- O‘}Aﬂﬂl‘ﬂ -2-d EEFeEvw
S XUOJE(200 mg)E THF(4 m)eh Edshar, 2—uﬂ A7rete],  60ToNA WA
kst W EFEl B3l EOACE A7ShN, £71%% A9 8 wHeRch. Aol WAE TG nb)sh
Estar, 1N TBAF/THF §90(1.6 m0) & H7bstel, Aed v wwbeigiet. W E3Eo] &3 Et0AcE “*7}
i, f71%2 st 3 iéo}@u} O*OV AAbE Aol Ay azebE e 9 (EoAc/ DR AAse |

4= A ] A ep-1-) A d 1o €& (105 mg) & DA

J&m
>
2
)
(o]
=
rE
=
oo
(@)}
>~
=
‘L“/
flo

tert-58 3-(IYD-4-L A oA E|A-1-Ft 25 0] E(494 mg)E DCE(5 ml)ol|l &33tar, TFA(Z ml)E H7F
slo], ALoA SAIZE wuksy, whg 3l FEFS &, Ao WAE AV AHEAtA A9 2
2wlE 23] (CHCL;/MeOH) 2 Zg A 3ke], 4-(oFAElH-3-L 5 A1) 7] 2] (268 mg)S FATH

Azl 749
AR 2-(3-mIEA oA EH-1-) I 27 (451 mg) & ©]§3Far, Az 6149 FA W o2, T2 SHA
o] N-FR2 25 A 0n =S ALE3le] | 2-F 2 2-5-(3-HEAolAl E H-1-Y) 9 2} (303 mg)S A Z3Ftt.

Az 752

1-[3-H{[tert-FE(tHE) A H | SA ) -2-FF o 29 d |9 | 2} (400 mg) S EFSN(8 me)ol Ersta, 3-F
2RI YR AA (242 mg), Pdy(dba)s(56 mg), TAIEZIAA(2',6'-tH|SAHHAID-2-L)EX2~ABL ng) 2
tert-—F-EAUJEF(308 mg)S H7Fsle], 100ColAl €Al muksleiy, uk FES HA27A W7 3 CHCI,
9 Aglo]EE HUlste] ojFsta, oS EFsInh. dojxl AE AEstA A¥ A=2atE2 I (EtOAc: ¥
AF=70:30~100:0)2 AAS & O A7) Hdeztd 28 32029 (EtOAc/ 2 FAASte], 3-{4-[3-
{[tert-Fg (e Ag A M e)-2-Z22 ¢ 29 d |9 7 ghx-1-2 19 2| oh (325 mg) S dr).

Azl 754

T
olo
o

¢

- EA A EI A EAEA (100 mg)& THF(3 me)ol] &Fstal, S22 2AF 745166 mg) 2 AU EF(272
mg)S Hrlsle], ALox wA] watslgil. S EEo| &3 AU EFS FHFske] 3087 wwk & EtOAc
2 23] F&8a, F715S 3 HAFE AASH, NaSO,E AR F, f715S 7% & 5F8Y, 2-FR=-
1-(3-" 5 Ao} A Bl -1-Y ) o k-2 (130 mg) S AUTE.

Az 758

-2 2-1-3-HSA oA HD-1-) N &-2(130 mg) L &FZE(219 mg)oll 1-[3-({[tert-F-E ()AL ] =
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[1513]

[1514]

[1515]

[1516]

[1517]

[1518]

[1519]

[1520]

[1521]

[1522]

[1523]

S=E575] 10-1879011
Alg)-2-EF = d |9 eb 3 MeCNO] & L, 80TCelA 3A17F uwkalgict. whg E3HEol
CHCls& FH7betar, B&ES o3 AAsHH, oS S st sFsta, e Ay A9 A=vtEdy]
(MeOH/CHC1;) 2 AA3Le], 2-{4-[3-({[tert-F (M) 2D & A el e)2-E2 o 25 d | o) o 2k -1-2 }-1-(3-
o = A] o A B Tl-1-< ) ol 8h-2 (354 mg) & AT}
Az 760
[3-({[tert-F-E(HmE) AL SA | E)-2-ZF e 2o d]-2 (H]‘é%i‘é)«qiﬂﬂﬁ 1= 19 2] 2 (360
mg)S THF(3 m)$} MeOH(4 mb)ol & 7
b EFE] CHCl:S A7beta, &3 23 D52 AASH, NaSOE A% 3, §715S 4% 8 w53k,
5-[3-({[tert-F&(Hve) A A& A i E)-2-ZF 0 23l d |-2-{4-[ (2| F Ao &
1T (353 mg)e ATt

Az 761

T

¢

1-olA e ¥ | 2| d-4-7} 252 2H(161 mg) S TIF 22 eH(5 me)ol E3star, A5 (124 mg) 2 DNF(3 mg) &
A7kete], AdelM 1AZE wRkakglTh. 0°ColA TEA, 3-(2-ohv] =] 2| v|d-5-¢)-2-&F @ 2l = 9| 8] = (170
mg)E F7bstar, A2olA whAl agkellvh. whE E3bEell, wE E3ste] 1413 wgkek 1-opAd ¥ #|e d-
4-7F2 5 A4H(161 mg), ASAH(0.084 me) F DIFS TS 22HE(3 m) EFES 0CAAA F7ketar, A9
Al 3AIZE wkseith. Y ] whg EjfEel, vEl EFste] 1AIRE wwkek 1-obAEd A e d-4-7F 2 5405k
(161 mg), Ash&A(0.084 m¢) Z DMFe] TER2HEH3E m) EFES 0CoA Frlstar, A-2oA wha) st
shaltk. v A7) vk £3E] wlg] E3Fete] 1A17F wwkek 1-opAdld u w2l d-4-7F 2 54 2H(322 mg), IS
22(0.168 m) 2 DIFY] HEZ2WEl(6 m) EFES 0CoA F7latar, A2oA 3A3 e, dS A
7] Rk &3kl el st 1417 wekek 1-opAE g g d-4-7F 2 5440322 mg), A3HSAHE(0.168 me)
2 DNFe] HEF2EWE(6 m) EFES 0T F7retar, A2olA ¥A) wytalgivt. vk =3Eo] CHCl; 2
=S oA AA, FUI5S &, x3F AATFE AFsaL, NaSo,2 7

=] ko3
= T
oF 8 wFstdt. Aozl ZALE MeOHOl E338kaL, NalC0sS FH7balo], A2o)A whA wwkalgitt.

-

U:‘,

PN

, Aabe AY7hd Ad A 2vkE 9] (MeOH/CHCL) = G Alsto], 1-okAE-N

il T H =

[5-(2-FF2-3-Fad) v nd-2-d |9 2] H-4-T7F 25 A o}r] = (363 mg) S AT

J| 224 766

tert-58 4-(2-2 05 8)FHFH-1-7I2EAH ) E(6.75 g)& TZFZ2WE(90 mt)d E3ati, wlzd 4-3

c2ZXNYH g -1-7tEBAHo|E(4.0 g), EFZSFOEUeE£ZEAS(10.3 g) 2 2,6-U-tert-FE 3z (12
L @ i, o

m)S H7lste], AL WA wursd . urS
S 7ot & FF3F Y. % 2

ERES ATOlEE of3t mEAR olgdtel ol
2 4 23
[2-({1-[(ASA) =D ]3] 2] ©-4-20 ) S Aol &

A ARvtE 9 (H4H/E0A) 2 AAE], tert-HE 4-
[o e d-1-7t2 5401 E(3.4 g)& AT

Az 767

5-[3-({[tert-FR (T E) AL | SA ") -2-FF 0 2ol d |-2- (I H 2 d-4- LW S A 9] 2] 2| D (200 mg)S THF (4
ne)oll Edatar, oldo]liAjoldlo]E(91 mg)E H7bete] Aol WA mukalith, W

(1 m)S FH7FskaL, HE A2elA 3AF mnksgity. wkg E el i} EtOAcE FH7etal, 715+
Na,SO, 2 AZAIA A 8t sFa5ith. dojxl Ixbe Aerbd dd A =vbE 129 (MeOH/CHCL:) = A5k,
N-olld-4-[({5-[2-ZF L 2-3-(3| =5 v ) A d ] ¥ 2| m| e -2-<d } S A i | [ o) o 2] - 1-7F 2 5 A o b =(159..3
ng)E AU

Az 772

=

5—[3—({[tert—-b|'*%(‘:]‘7ﬂa)Na]l"]}uﬂa) 2-Z2 0 29 d]-2-(F ¥ 2}d-1-) 1 H (500 mg)S UIFEEv|
EH10 me)oll &33lar, 0CollA DIPEA(482 mg) ¥ 2-F 22X dFZEto]=(304 mg)E AH7}5te], 0TColA
1.5A17r wykstgich, ¥h-g &350 CHClL, & Hubeta, #7128 &, 23 Ad42 AAstY, Na,S0,&E A
2 F fU5E 2 3 wFeGT. dodR FALE Aggbd Ay A2vlEI 9 (Et0Ac/ A = A sk,
5-[3-({[tert-FE(gue) A | A i e)-2-Z 2 ¢ 2 d |-2-[4-(M D2 d) I F e} -1-< ] 37 2] 1] ¥ (360

olo
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[1524]

[1525]

[1526]

[1527]

[1528]

[1529]

[1530]

[1531]

[1532]

[1533]

[1534]

[1535]

S=54d 10-1879011

tlo

AATt.
Azl 776

mg)

1-[3-H{[tert-FE(gra)dP]SA e -2-ZF 0 239 d |9 7| 2}7 (140 mg)S DCE(4 mb)oll &5+alar, oleks
FHEEF0|=(122 mg)9t TEA(145 mg)E H7bshe], A-2olA 2417 wwkslglch, whs E3tEol| CHCl, o &
H7rekaL, 715 NapS0, 2 xste], f715& At s 5k, Aozl S THF(4 me)oll st 1M
TBAF/THF £4(0.9 ml)<S FH7Isle], AoA 2A17F watelit). wks &35 EtOAcot &S HUlsta, #7115
S NapSO,. 2= Hx3iH, F715S 7 8 At Ao FALE AEgbA Ay A2elE 9 (Et0Ac/
R A, {3-[4-(oldesxd) A dgt7-1-¢]-2-ZF 229 d i er-8-(123.9 mg) S AU},

Az 791

4~HEZ A 4-[({5-[3-({[tert-F-E ()AL | SA v E)-2-ZF 229 d |9 2] v d-2-A }-=A] ) v & ] 7] ] 2]
U-1-7)2 A H 0] E(200 mg) S NMP(5 me)o] E38lx, o]AT2Hol(0.3 ml)S A7Fste], 70TAA 6A17F
stk WS E3Eo| {PrNHy,(0.3 ml)ES H7}sar, 70CoA A wHkstgth, WS &3HEo] iPrNH.(0.4

W) A7hSha, 70CAA 3N mwskth W GBS Aeow AR, 49 ok BHS ¥, I NaOH
B B0 Bidiel, A715E B o SRASE, Lol WIE TG w0 EShar W AR/ THE
F0(0.7 n0)E A7kste], MM 2413 WG, W EFE BtOAS B BT, #7152 NasSO,

2 Axsd, {715 Y 6} 53}
/MeOH/CHC13) 2 AASH], 4-[({
AYA-1-7F2FHA o} =(107.4 mg)E L AT},

Ak, ol AAE AAA A A=ebEY 9 (E0Ac/SA
P ELIE FIEEE PRSI SRS P E

Az 793

tert-52 3-(IFH-4-AH| FA]) oA E H-1-7t 25| E(4.8 g) & ZAH25 ml) 2} EtOAc(25 ml)oll &F3saL,
o2 F97] stollA 10% Wa/eAE HIbste], 1 7199 4 #9171 8F, A=A A wgksigict. wkg-
ZFES AZGolEE oI} HXAR o]gste] ofistar, ods A9t 3 sFsIt. FAE AEqA d® 2
ZulE 23 (CHCLs/MeOH) 2 AASES, tert-F2 3-(IH 2| D-4-LHEA oA E|D-1-FIZEEA Y E(4.8 g)&
At

Azl 796

W 3-Sav T l-1-7k2 5 A2 0] E(400 mg) R 3-(H2RvE)ydB E8t55 (647 mg)S DMF(8 ml)el

=&, 0CoAA FaUEFRGR &4 AE) (194 mg)< H7hste], H2oAM 3413 wntegivt. vkg &9
ol 0CoAA &3 CHClss H7bstal, 7S = 2 23 A= AR, 5 U EgoR Hdxsto,

7158 B o BHAUT. Aol AT @v14 A A% AzeheeEoa/@hE B,
M 3-%2-4-(31 2 9-3- v )3 b1 1-7h 2 B A o = (345 me) F 29w,

2-(2-EF 2 2-3-{4-[2-3-HFA oA H D -1-d) I 2| 1| -5- | I H g} 1 - 1- pill A ) -1H-0] &0 =-1,3(2H) -1 &
(135 mg)< EtOH(3 me)ell destar, s|=ak7 F32(67 mg)< H71sted, 80TColA whA] wnkseich. vk &3
ES A st sFsta, do FAE AdEgbd di] aEvEId28% Y olg/MeOH/CHCL ;) &
A5k, 1-(2-ZF 2 2-3-{4-[2-(3-v| B A olA E] d-1-<) ) 2] v] T -5-A [ 5] of| 2} - 1-L Y o D ) ] eko b1 (100
mg)S AU},

Az 803

-ﬁm

tert—8 3-3|=FAOIAE H-1-7}2 840 E(1.0 g) B 6-WEIHH-3-2(570 mg)S THF(10 me) e} =3}s}
3, EedEaw(2.3 9 WIS, 1.0M DIAD/EFSl §91(4.5 )& Hakate], 55Tl shy aLika}
Stk Wk EFES A s 555, EtOAcsz} M GAS Hrbslar, 2o 4M NaOH 89S H7)ske] pH 10
F2og g 3 CHCl: 2.2 FZ3th. 77152 NaSOE 7xste], st 3F F33lth. ozl 1 E A

71 A7 A2aE 89 (CHCL,/MeOD) 2 G ASFAA . doj7l A ES DCE(6 me)9F E3sta, TFAGS m)E #
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[1536]

[1537]

[1538]

[1539]

[1540]

[1541]

[1542]

[1543]

[1544]

[1545]

[1546]

[1547]

S=50d 10-1879011

Astel, Aeold 5A7 mysldlth, W EABS U S ¥HE T, CHCLI I NaOH FES sl
-2-

w3 2 (858 mg)S DAt

|

BER-2 6-0HEagd(2 ¢)& THF(30 ml) e £t ol=2 297 &, -78C= W3t 1.65M n

gl E/d4 §9(8.5 m)S A3Fstar, -78TolA 1083F agtst &, DMF(l 3 m)E H7bslgch, Wk E9E

CTIHA] S2A 17J -, 0CAA IARF wdksisict. vkg Eol &3 EtOAcE H7bshal, f71%
55 A<t 3 FF33g. dojd warE MeOH(SO ml) e} £33}, NaBH,(610

FEse], ol A CiCl, % BE A7
S, F715E NaSOE Axe], $7152 A%t 3 HHHAT. Pold WAE Helta B AZcE T

(CHC13/MeOH) = A A8to], (2,6-tvd v 2|d-4-)He-2(1.5 g) & LA,

F}°1
2 ot o o

g

Az 806
(2,6-tve g d-4-A) v E-E(457 mg)S DCE(® ml)e} E3star, <Asleed(0.6 me)F DMF(19 mg)E
A7rete], A2oA 1A7F wkslgl. RBES EES T 3t wFed, 4-(EEREvY)-2,6-tvEdgd 4
A (640 mg)S AU

Azl 807

1-(2-tert-F-EA 0 gl d-4-)-4-[3-({[tert-F-E (T H &) AL ]S A 1o & )-2-Z
CHCl2(50 me) et &3+star, TFA(S.1 m)E X7bste], Ao ¥hAl Rkttt Wb
Il ZAFE MeOH(2 me) o &33bm, 0°CollA 8M NHi/MeOH €9M(10 ml)S H7}ste], Aok

B Z3E T AAE ofFste] Hatol, MeOH= AAsEaL, S 8F 50TCAA Hxste], 4-{4-[2-FF 2 2-3-
GBle=FAde) A d [y # 2tz -1-d } 9] 2 d-2(1H)-2(1.76 g)= LT},

Azl 809

tert-%9 4-[1-( oD D)ohA e 9-3-2 5] o 2] l-1-7h2 B g o] (1.9 )& MeOH(50 me)sh EFatar, 1M
AAH(5.1 mz) 2 20% FAkskEElE 2 (600 mg)E A7rete], 371949 4 297] sf, A2oA 4A1ZE wRks)
A}, o= EQV] oM Aoz BT | IM NaOH &N (1 m)S H7FsFch. whg E3HE8 Ao

3] E
£ o7 BHEAR o]gste] oista, ofds 71:“?:} 3l &3kt Aol FAbel CHCl;x IM NaOH 4898

oA, $715E NaSOE AE F, A4 S sEAA. Qold e 9714 Qb A AReEads

(CHC15/MeOH) 2 B AI3Fe], tert-4-8 4-(olAEH-3-2) g ¥ g d-1-7t2 52 o] E(1.1 9) & AUt

=

A Zd 810

tert-%2 4-{1-[3-({[tert-FE ()AL | SA o )-2-ZF 2 25 d | o}l A Bl -

O|E(2 g)& CHL1,(20 m) 9 &3+alar, TFAGS ml)E F7}ste], ALox 3A17k ﬂ&ébiuk e EgEs 7
ol 3} H=& 9. dolA FHAFS CHLLL(30 me)9F E8Haar, TEA (6 ml) = TBSCI(2.5 g)&

1 AH Hl—o]'oﬂq' % E‘éﬂ— oﬂ ﬁa 47]'—8]'1 ‘|T7] €] a NEI?SO.‘E 7" ff—, 71:}‘%]' '3}' %:%—3}‘93\1;}' Oéollﬁ ;1(_}
AHE MeOH(20 me)oF &3skar, 1M NaOH F&9(5 ml)& FH7bste], 1AzF Ao A aykeidict, g E3hes
#e oF =k, dofxl #* P°ﬂ CHCl;3 =& H7FetH, #715< NaSO= A= §, A o 5. o
odF  AWE @8 Adsd A" AEnEadEEAEo0E ARk,

4~{1-[3-{[tert-F-E () AL | SA ) -2-ZF o 2o d JobA B H-3-L } 9] A 2 (1.6 g)S DAL
Az 821

tert=49 3-{[6-(3=FA M=) I 2 d-3-A | S A JoA B D -1-7 25 2 0] E(198 mg)E THF(3 me) 9k E3shaL,
0ColA F23HEF(BE% 29 AE)(50 mg)= F7kske], 0TolAM 3023t witslgint. whe Edhaed 225
S E (0.4 mo)s Hrbstar, Aol 3ARE abeginh. wbe Egb=el] EtOAcet &5 HUbstal, #7ISE
Na,S0, 2 Zx=s8ke], zhsh of sHapsich. Foljx e de7bd A7 A=vkEd ) (CHCL,/MeOH) = A 8}3]
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[1548]

[1549]

[1550]

[1551]

[1552]

[1553]

[1554]

[1555]

[1556]

[1557]

[1558]

[1559]

o}, dojz AAES DCE(2.8 ml) o} &Egstar, TFA(902 mg)E FH7}ste], A2o)x 5A17F wykskgic). w3 &3
Eo CHCl;ZF IM NaOH $& NS H718l1, 47132 Na,S0,2 Axse, 719 =
714 AgaA A" mEalE 189 (CHCL/MeOH) = A AEte], 5-(olAlEH-3-d2A])-2-(HEA HE) &
o},
Azl 830
(3-{3-[(6-tert-F-EA F g Hd-3-L) A [} A | H-1-L }-2-ZF L2 H ) W &r-2-(760 mg)S CZZE2WE(5 mb)
3 Egkala, TFA(2 m)S H7bsle], A2ox 3A7F wkslie), w3 8-S 719t 8 5533, 1M NaOH <=
|3 CHCl;E #H7tselt, 7715S Na.SO,2 AE &, Y 3 5538t doixd s de7hd 4y 3=
w2 283 (CHCl,/MeOD) 2 AASF,  5-({1-[2-ZF 9 2-3-(F =2 AW E)Fd]olA Ed-3-< }2 A& d-
2(1H)-2(428 mg)S LA},
Az 834
4-{1-[3-({[tert-F-E (v eE)H A A v E)-2-FF e 2H D oA E| Y-3-2 1y 2] (120 mg) 3 E gl
(145 mg)S YZF=Z2Heh(3 m) T EFsta, AT U 48 mg)S H7Fste], A-2olA 147 kst
WS- EgtEo] IM NaOH &9 2 CHCl.S H7 e, #71%5% Na,S0o2 Axdd], #F715%

A AALE THR(3 me) ot E¢&bar, 1M TBAF/THF(0.5 ml) &S Hrlsle], A2oA 14
A th. Whe E8tEo] x3F g3t RE 89 2 EtOAcE HUsta, §715S NaSO,E #Axste], §7
3F 3 ST Ao AE A Ay ZZeE a9 (CHCL/MeOl) 2 FAste] | 1-(4~{1-[2-EF =
e d oA E¥-3-< g H g g-1-A) T2 7-1-2(101 mg)S LA},

ne
37

-

4-{1-[3-({[tert-F-E(Freh) AL | SA W e)-2-ZF 0 2 Hd oA EP-3-2 A H 2] (120 mg) 3 w1 EA| &4

(47 mg) & UF=Z=2rek(3 m)3} EF38ta, WSC 24k (100 mg) 3} HOBt(70 ng)E H7lsto], A-ZolAl 3AIZF w

Wik, Wk &3S IM NaOH =893 CHCL, S #H7beta, #71%5S NaSO,2 dx3e, f715S 24 3t

EE5 . folx IALE THR(3 me)$F E&abar, IM TBAF/THF €9(0.66 ml)S HA7Fste], ALox 1A17F =

ot whE E3HE EtOAc9Jr ¥3F sty s8N Hrkska, #7155 NaS0,= 7xste], #7]15S

a8t w5, Aol xS AEghAd ARl ARaEa I (FAHE0AO) ® AAEY, 1-(4-{1-[2-EF 2
DA oA B H-3- } o ] 2] T -1- ) -2- ] Z A o &2 (106 mg)& L AT,

YA 19 H 2k -1-4 r 9 U -2(1H) -2 (300 mg)S DMF(7.5 mé)ol| Ersta, &

o HIZ2(275 mg) % HEHFHIRF 220 =(37 mg)E #H7Istel, 60Tl
o, w93 E3EA &, CHCL;E H7tstka, f715S 23t AdaE A 5, NaSO=
|l S/ AASIGT. 4o IAE AEgtd A9 aZefEE s (MeOH/CHCL) 2 A A
ko], (2-ZFQ B-3-{4-[2-(2-W|EA|o| EA) ¥ gl P -4-L 1] | 2} 2 -1- } ol D) Wl EF-2- (104 meg)S LA,

ZA A U-1-FFEE A H o] E(2.3 g) ¥ 6-tert-FEANHFYU-3-2(1.5 g)& THF(25 m¢) e} &3
I, EYHLEAAU @& #H7ERd. 1.9M DIA/EFA {98 m)S Hkete], 55TolA &

@ o

wrkegleh. Wk EEs sk 8 wFerlth. dojdl AARE oleh& (25 m)d EFeta, 10% TEHEER
(800 mg)% %47}6}04 T w7l s, Aol SAE wnslath. Wk EREd ARe|ES o HEAR
NS sk ok wEAith ol Aabe Aevbd dd A =ehE 9 (CHCLy/MeOH) 2

-3-A5A)-2-tert—F-5A 9 2] (595 mg) S LU

Azl 842
5-({1-[2-FF e 2-3-(Bl=FA v ) Al d JoA H 9 -3-4 15 AD 9 D -2(1H)-=(160  mg)S  DMF(3  me)el
=geta, 2= (114 mg)¥t SAFEE(200 mg)= H7bsted, 60TolM 2417+ wwksigivk. whe Edtea
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[1560]

[1561]

[1562]

[1563]

[1564]

[1565]

[1566]

[1567]

[1568]

[1569]

[1570]

[1571]

Aeh sk sFstar, ZAbel CHCL3 =& H7bstel, #715S NaSO= A= §F, A o w53k, 2ozl &
Abe A7 Al ARvE2H I (CHCL/MeOH) 2 g Alsko], 5-({1-[2-&F 2 2-3-(3| =S A v &) 7 d | o} Al €]

H-3- & AD -1 9] 2 ©-2(1H)-=2(106 mg)S FATF.

Az 845

4-({1-[3-({[tert-FE (WD) AL | SA 1 E)-2-ZF e 25 d JolA B d-3-L } A I H 2] (250 mg) 2 o] 54k
(7 m)S E3sta, WY 5-HRERyEd-2-7l2 5224 ] 1 (170 mg), LLEE}H(H)(B mg), HAIEZZA
(2',4" 6'-Eol A 2N Hd-2-¢) LT (60 mg), ZHE (400 mg)S #H7bske], 100ColA 48A4)1%F uyls)
Ak, wke E3ES ALo=w WWZbalar, CHCLs, %EM S HUbste] oJsiH, oAdE e s w53
AAE Ay Ay gaE2vtE 29 (A/Et0Ac) E AAEA Y. doj7 AAES THR(S5 me)ol] =¢&tar, 1.0M

©| TBAF/THF %"—‘.‘(0.63 me)S H7bste], A2oA 17 wRkekgivh. v el ¥3 gy 8%
CHCly& F7bskal, fr715< NaSO, 2 2 -, st 8t s5s3lth. dojxl drs dep7bd Ay A=vtzEed
I (CHCIz/MeOH) & g Alske], mE 5-[4-({1-[2-&F L 2-3-(3]| =5

A9 -2-7t2 5 A o] E(263 mg)E I

N, ol 2

Azl 847

tert=58 4-(1-[3-({[tert-F & (MDA & A o &)-2-F % 0 250 D | ob Al ¥ 9-3-21 } 3] o 2] 9l -1- 7= 5 A o]
OIE(2.9 )9 LZREMT29 n) S EFEAL, TFAT.3 n) S Arlalel, QoA 327 mukaieh, W &
GBS A9 F FEFL, (L E8 BAFEMEF $89S AARAT. £35S A 3 BHsa, Al

CHC1; & Z7bste] ah, o733tk oS NapSO, 2 A% F, 2 8F $F3sivh. dojd s 4714 e
7HA Ad A=vtEIH I (CHCLs/MeOD) 2 A A8, {2-5F 2 2-3-[3- (I 2l d-4-L) oAl Bl d-1-d | = d el £
=(1.6 9= AU

A Z e 853

RA

5{4-[2-FF L 2-3-(B =FA W) dd |9 H 2} -1-d } 9] 2 -2(1H)—-2(352 mg) 2} DMF(10 m¢)E E3tsta, ©
ARZE(240 mg) T L= E (200 mg)S H7VEle], 60°CoNA WA wHralgith. @9 =8 el (49 mg) T EMAFZ
F(48.1 mg)S #7Fsted, 60CoNA 4A17F wtelgich, whg EFES H2o02 Yztstar, 0ColA E3 CHClL;S

A7Fsklth. fi7lss =, X3 AgFE A, NaSoE dxste], 78t 8 &9lE 57 AASGTH. 4o
AL Agsba A8 g2ulE 289 (CHCL/MeOH) 2 A A 8Fe] | 5-{4-[2-ZF 9 2 -3- (3| =2Ad &) F d | 9] 5 2}
F-1-< -1-v g F] 2l d-2(1H)-2(256 mg)S AU},

Az 855

-2 =slolnthx[1,2-a] 3] 2| (400 mg), tert-FE 3-3|=FAIMAETU-1-FI2 50| E(500 mg)e} EF4
(2 m)S EFstar, 22=32(1)(40 mg), 1,10-¥FEA(60 mg)Z ©rkME(1 @& H7Fske], 100TCA] v
A wkekgith, whE E3tEe] CHCL: Y &5 H7bekal, #§71%+ NaSO,=E Adx 5, 7 3t 533t 4oz

A AelzbAd Ad ARvebE 29 (CHCL/MeOH) = AISH T, fojxl AAES ¢
}.

(6

skar, TFACL.5 m0)E F7kete], A2elA 3AIZF wwtedint. vbg EFES S & =2
A7 A7l A=vkE 229 (CHCLs/MeOH) 2 A8kl , 6-(oFAE d-3-LdSA] ) ol w|th2[1,2-a] 9] 2 D (310 mg)
S It

Azl 857

0CZE Y23t tert-548 3-2olAEH-1-7t2 2 A o] E(1 g)9 THF(20 m)E &35}, 1.12M¢) Weul1y)

%EEUFO]‘:/THF LN(10 m)S H7tste], T2EAdA 1A watslglel, vk E3-E &3 EtOAcE H7tsh

I, F715S NaSO,2 Axs, &ulE A 3 539, doixd S Ayt d1] azvtEadn) (3
0

AHELOAC)Z GAst, tert-FE 3-8 =FA-3-HE oA d-1-7t 2 5 A g o] E(1.

A Z ol 859

1>

s—(FREvd)-2-vgddd gda(1.13 g)3} DNF(9 md)E Estl, EEdEAN(1.67 g), LoE=3UE
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[1572]

[1573]

[1574]

[1575]

[1576]

[1577]

[1578]

[1579]

[1580]

[1581]

[1582]

[1583]

(o
fr
ot
=)
ol
K
i
i
ot
K
2
il

2
B
o
2

H(5 mg)e H7Fstel, 90TelA 641 wuteiit. whe EdEs A
HAsk, EFdem Aol st [(6-vidyed

of= #£97] 3, (2-HEX Mrﬂ -4-A) M EFE(2.53 g), ANZEIZIHEA(3.6 g), SIA3ZH(10 g), EF
ANZ2AHE~F(750 mg), EFM60 m)H (3 ml)S s, 2AAZTF(11)(300 mg)S H7ksked, 100C

A BAIZF wHkskgI T, ]%iii%i%’&(l.é& 2)& H7Fslel, 100CoA 2A17F wEkelgth. HES E3ES
et & sFska, CHCL Y B8 #7Fsk, f7158 NaS0,2 Axsted, 71¢t 3F &3k,

dolxl s Aupbd Ad A=mvtEH I (F4HE0A) 2 BAste], (C-AERZ2d9ed-4-d)HeE(2.0

olz i 7] 3, [(-BR2R-2-ZF 0 2uld)S A (tert-FE)UMEAZ(5.5 g), 3-[(MZAEA)HE]o}AE]

d2.5 2% EFAG0 m)S EFst, (1E,4E)-1,5-v#Hd3E-1,4-1 ll-3-

BINAP(1.8 g), YEF tert-F-FA=(2.5 g)& H7Fste], 90ColA 32T wgtalgivt. vk =3

Wzbslal, EtOAcE F7lelo], AelolEE o3} HxAR o] &ete] o3E st oA 29t

s AygtAa A48 EEU}EZEHEJ(@“P/EtOAC)E AASAT. DA AAES EtOH(40 m)ol &¢star, 10
A

% ZebEea(l @& H7FeM, 17199 T4 917 = she], A2oA vl wHtslgltl. Adeglo]EE o3}
REAZ o] g3le] AHfstar, NS A9 3 w35, XS A7 Ad A =2ulE 3 (CHCLa/MeOH) =
A, {1-[3-({[tert-F-E(gmeH) A& ]2 ) E)-2-ZF 0 2 3d Jo} A ] -3-< }w| E+-2-(4.59 )
ATk,

Az 894

ofz #9171 &, 4-({1-[3-({[tert-F-& ()AL | SA M E)-2-ZF 2 29 d [} A B Tl -3-A }-=-A] ) 3] 7] 2]
©(500 mg), 5-HEE-2-tert-F-FAFA(500 mg)?} EFM(10 me)S EF3tar, (1E,4E)-1,5-tj=d el
1,4-t]el-3- FetgF (3:2)(80 mg), BINAP(160 mg), YEF tert—FFAI=(200 mg)E FH7Fste], 90CeNA 3A]
FARETAZ] oo R

s ERES Ao WAstal, Et0Acs H7hstH, AHolEE ofy} BEAl® o]§sto] ofifstar, o g 3t
b 8k s=elY. AAkE depybd Ad ARvtEI Y (F3/Et0Ac) 2 AASIY. Aol AAles HERR
HE (G me)ol Egskal, TFA2 m)ES F7bste], Aol A wrteivt. wks E=& A% 8 w58k,
Zt

o
Abell MeOH(3 me)e} IM NaOH G~8-4(2.5 ml)S H7Fsto], A-&ollA 1A wHksigich. I 94H2.5 m) & A7}
1 %3] z

shar, W EFES A 3 wFEAh. Akl CHCL B8 H7behal, #7158 NaSO,2 dxste], 7 38t
FEEFT. dold ZANS AEsA Ay a2urE @) v (CHCLy/MeOD 2 A Ase], 5-[4-({1-[2-ZF Q. 2-3-
(Bl=Z=AwE) 2 d JobAl Bl d-3-A } S A A 2 D -1-A | 9] 2] D -2(1H) -2 (473 mg)S A AT,

Az 922

tert=8 $-{(6-(1 =54 DN L3 A1 Aol L1 R A A2 ) WG w)E S}

Eejo|don (182 mo) v HeEE IR Rebol (147 mo)E H7hste], BeolA 1Az muelgi, WEe] Fehs
=l THF(3 m¢), EtOH(237 mg)E E3}38lal, NaHE 78t Ni]ﬁ %J}ﬁm&@q A7) 2w A ZA
@ MS BHEE AAHG, QLA 1A muAN. e TTEA 5 OIS Al §/15E 2%
S S FEALE. QoA el DBU sk QL a0 % HL, AN SAG a F, 2 o 5o

t}. ARl CHCL; 3 1M NaOH =89S Hrlslar, f71%5S NaSO,2 AZR 5, 74 8 553, doix 24}
A7l A4 A=vtE2 9 (CHCL/MeOH) = g A|8ko],  5-(opAl B d-3-L 5 A] )-2- (o AW &) 9] 2 T (180
ng)< VAt

Az 926

il

{1-[3-({[tert-Fg (W e) AP &AW E)-2-Z2 0 2| o} €] d-3-2A v e wet& T Yo E(150 mg), 6—Uﬂ
g9y gd-3-2(70 mg) 3} DMF(Z n)E &3 }ﬂ EHE (120 mg)S H7Este], 80CelA 6417 wHtslgitt.
& EHES Y 3 w5 F, (WL, 238 BT AUYEF 895 HUtet, §7158 Na.S0,=2 7dZ:O}I’_,
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S=2E35 10-1879011
Z3kodth, ddol7 Akl THF(2 m)S H7bsla 1Me] TBAF/THE £91(0.6 ml))<S H7balo], AleoA
$ BB (LT E3 Fatgtuy F8Ae WAy, #715E Nas02 A2 F, 3

o}
3 sHRAT. el wAE A AW AR AN (SAEOAO)E AASte], [2-FF02-3-(3-

{(6-vi"d ¥ 2 d-3-2) A [ & pobAl e R -1-d) Al d T &h-& (112 mg) = I
[1584] Az 938
[1585] [3-(3-{[(6-tert--FA|9 2] d-3-L)5A| JW| & JobAE A -1-2)-2-&

FoaHd]WErS (146 mg) ¥ TEFEEHE

(1 m)o] &5 TFA0.5 m)E H7}sle], ALdA 3A17F wwtelet. 93 EFES 7<% 3 sF8ta, &
e A7 Aggtd A9 ARvlE I (CHCL/HEE) 2 FASH T, doj3 AAES DF(2 ml)o] E3sh
3, BREPAE(100 mg) P S =Y (68 mg)S H7Fete], A=A 5AIZE wuksit). wbE £3FES 7S 8
F55taL, A CHCL: 3 =& H7Felvh. 77158 NaSO,= 1z ¥, 7% Adojzl LS
g7HA Ay FZeEITHICHCL/HE)E GAlste], 5-({1-[2-FF2-3-(3|=FAdd) = d JolAl Bl -
A EAD-1-v e F] 2 d-2(1H) -2 (129 mg)S AT},

[1586] A7) Azdel W SUsHA sted, 7] Fol UElE Alxd sHES 474 d$ss 9855 AEste] Al
3. 7] ®el Az SEY Fx, Az 2 B 4 dol"HE e

F 3
Rf | Syn Structure Rf | Syn Stracture
GH,CH,
~ 0-$1-4-CH, o]
1 | Ri2 N NQ@V M | rez N
H,e, 0 N)\N/ F H
Oy e
CH, 0 0\)
F
o H
N7 N.__O._CH
3 | wiz JO/\@T + | ri2 Nﬁ/@V YO
(NN P O CH,
' CI” N
) N o
S A
o/ o]
. o
NN F nel, I ~
2 3° CH, O
0 cH
O CH 2
A Lén NJLO chs
N" 70" ¢en, H,C X 3
9 | R12 LN 3 10 | R12 S
\ Nz
P
CH,
N OH O oH
1 | R12 —~ » 12 | R12 -~ O
NN N
o/ o/
JCJ’\ CH,
(\N o/t‘:l“is
N 3
B3Rz ¢ - OH | 14 [ R12
\Y
— N N7
Y

[1587]
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34

EI: 248

35

EI: 248

36

EI: 252

37

EI: 268

38

APCLESIH; 182

39

EI: 166
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ESI+:

501

41

ESI+:

444

42

APCI/ESI+: 282

43

APCUESI+: 296

44

ESH-:

399

45

ESI+:

285

46

ESI+:

299

47

ESI+:

418

48

ESIH:

429

49

EST+:

285

50

ESI+:

200

51

ESI+:

257

52

ESI+:

271

53

ESH-:

369 [M]+

54

ESH:

284 [M]+

55

ESI+:

341 [M]+

56

ESI+:
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ESIH+:
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ESI+:
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Data

100

ESI+:

374

101

ESI+:

389

102

ESI+:

317

103

ESI+:

318

104

ESI+:

317

105

ESI+:

334

106

ESI+:

443

107

ESI+:

360

108

ESI+:

376

109

ESI+:

402

110

ESI+:

375

111

ESI+:

318

112

ESI+:

186
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ESI+:

166

114

ESI+:

360

1s

ESI+:

332

116

ESI+:

224

117

ESI+:

460

118

ESI+;

292

119

ESI+:

319

120

ESI+:

331

121

EST+:

331

122

ESI+:

327

123

EST+:

399

124

ESI+:

355

125

ESI+:

441

126

ESI+:

404
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ESI+:

447
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ESI+:
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274
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Data

133

ESI+: 256

134

ESI+: 274

135

ESI+: 300

136

ESI+; 314

137

ESI+: 328

138

ESI+: 348

139

ESI+: 292

140

ESI+: 292

141

ESI+: 274

142

APCUESI+:

248

143

APCUESKH:

318

144

APCI/ESI+:

288

145

ESI+: 306

146

APCI/ESI+:

373

147

APCI/ESI+:

306

148

APCI/ESI+:

304

149

APCI/ESI+:

336

150

ESI+: 372

151

ESK+; 386

152

ESI+: 290

153

APCI/ESI+:

304

154

APCL/ESI+:

390

155

APCI/ESI+:

465

156

APCI/ESI+:

408

157

APCI/ESI+:

278

158

ESK+: 388

159

ESI+: 415

160

ESI+: 376

161

ESI+; 277
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EI: 194
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ESI+: 249

164

ESI+: 341

165

ESI+: 472
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Data

166

ESI+: 594

167

ESI+: 524

168

ESI+: 425

169

ESI+: 495

170

ESI+: 245

171

ESI+: 259

172

ESI+: 378

173

ESI+: 417

174

ESI+: 277

175

ESI+: 271

176

ESI+: 187

177

ESI+: 332

178

ESI+: 304

179

ESI+: 210

180

APCL/ESIH+:

254

181

APCUESI+:

268

182

ESI+: 306

183

APCI/ESI+:

488

184

APCI/ESI+:

516

185

APCLUESI+:

488

186

APCIESI+:

516

187

APCIESI+:

487

188

APCIESI+;

§32

189

APCIESTH+:

487

190

APCI/ESI+:

488

191

APCI/ESI+:

407

192

ESI+: 487

193

APCI/ESI+:

508

194

ESI+: 470

195

APCI/ESI+:

433

196

APCVESI+:

459

197

APCUESI+:

503

198

APCVESI+:

326
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Data

199

APCI/ESI+:

479

200

APCI/ESI+:

493

201

APCI/EST+:

479

202

APCVESI+;

493

203

APCIESIH:

555

204

APCVESI+:

555

205

APCI/ESI+:

326

206

APCI/ESI+:

370

207

APCVESI+:

381

208

APCI/EST+:

584

209

APCI/ESI+:

558

210

ESI+: 502

211

ESI+: 319

212

ESI+: 473

213

ESI+: 457

214

ESI+: 355

215

ESI+: 487

216

ESI+: 473

217

ESI+: 437

218

ESI+: 493

219

ESI+: 487

220

ESI+: 473

221

ESI+: 473

222

ESI+: 411

223

ESI+: 423

224

ESI+: 437

225

ESI+: 402

226

ESI+: 402

227

ESI+: 556

228

ESI+: 416

229

EST+: 430

230

ESI+: 416

231

ESI+: 416
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Data

232

ESI+: 403

233

ESI+: 416

234

ESI+: 416

235

ESI+: 416

236

ESI+: 416

237

ESI+: 416

238

ESI+: 408

239

ESI+: 416

240

ESI+: 417

241

EST+: 430

242

ESI+: 427

243

ESI+: 413

244

ESI+: 397

245

ESI+: 389

246

ESI+: 390

247

ESI+: 350

248

ESI+: 470

249

ESI+: 398

250

ESI+: 384

251

ESI+: 384

252

ESI+: 488

253

ESI+: 402

254

ESI+: 401

255

ESIH+: 431

256

ESI+: 445

257

ESI+: 459

258

ESI+: 401

259

ESI+: 478

260

APCI/ESI+: 487

261

APCI/ESIH: 487

262

APCI/ESI+: 487

263

APCI/ESI+: 487

264

APCI/ESI+: 503
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Data

265

ESI+: 503

266

APCUESI+: 503

267

APCI/ESI+: 409

268

APCL/ESI+: 473

269

APCI/ESI+: 502

270

APCI/EST+: 502

271

APCIESI+: 541

272

ESI+: 585

273

ESI+: 5§35

274

ESI+: 537

275

ESI+: 571

276

ESI+: 438

277

ESI+: 523

278

ESI+: 438

279

ESI+: 543

280

ESI+: 529

281

ESI+: 543

282

ESI+: 557

283

ESI+: 402

284

APCI/ESI+: 240

285

ESI+: 275

286

ESI+: 317

287

ESI+: 331

288

ESI+: 289

289

ESI+: 303

290

ESI+: 250

291

ESI+: 250

292

ESI+: 298

293

ESI+: 277

294

ESI+: 270

295

ESI+: 269

296

APCI/ESI+: 480, 482

297

EI: 300, 302
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Data

298

EST+: 319 321

299

ESI+:

257

300

APCLVESI+: 353

301

ESI+:

416

302

ESI+:

286

303

ESI+:

417

304

ESH:

403

305

APCI/ESI+:

320

306

ESI+:

200

307

APCI/ESI+:

174

308

EI: 215

309

EI: 182

310

ESI+:

358

311

ESI+:

346

312

ESI+:

343

313

APCUESI+:

361

314

APCI/ESI+:

347

315

APCI/ESI+:

347

316

ESIH:

375

317

318

ESI+:

493

319

ESI+:

401

320

ESI+:

401

321

ESI+:

373

322

ESI+:

516

323

ESI+:

403

324

ESI+:

516

325

ESI+:

389

326

ESI+:

342

327

ESI+:

368

328

ESI+:

425

329

ESI+:

439

330

ESI+:

451
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Data

331

ESI+: 465

332

ESI+: 451

333

APCI/ESI+: 312

334

ESI+: 398

335

ESI+: 398

336

APCVESI+: 323

337

APCI/ESIH+: 321

338

APCI/ESI+: 405

339

APCI/ESI+: 337

340

APCI/ESHH: 335

341

EST+: 363

342

APCLIESHH: 409

343

APCI/ESI+: 414

344

APCI/ESH: 398

345

APCI/ESEH: 405

346

ESI+: 393

347

FAB+: 286,288

348

ESI+: 312,314

349

ESI+: 345

350

ESI+: 215

351

FAB+: 266

352

APCLESHH: 374

353

APCI/ESH: 402

354

APCLI/ESI+: 374

355

APCLESIH: 402

356

APCI/ESI+: 373

APCL/ESI+: 418

358

APCU/ESI+: 374

359

APCL/ESI+: 373

360

ESI+: 358

361

ESI+: 402

362

APCI/ESI+: 376

363

APCL/ESI+: 376
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Data

364

APCIESI+:

373

365

APCI/ESI+:

394

366

| APCI/ESI+:

356

367

APCI/ESI+:

319

368

APCI/ESI+:

212

369

APCI/ESI+:

389

370

APCUESI+:

365

371

APCI/ESI+:

379

372

APCI/ESI+:

365

373

APCI/ESIH+:

379

374

APCI/ESI+:

441

375

APCUESI+:

441

376

APCUESH::

211

377

APCI/ESI+:

256

378

APCI/ESI+:

267

379

APCUESI+:

444

380

APCUESI+:

470

381

ESI+: 388

382

ESI+: 407

383

EST+: 374

384

ESI+: 379

385

ESI+: 374

386

ESI+: 338

387

ESI+: 338

388

ESI+: 402

389

ESI+: 402

390

ESI+: 411

391

ESI+: 343

392

ESI4+: 311

393

ESI+: 325

394

ESI+: 337

395

ESI+: 337

396

ESI+: 351
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Data

397

ESI+:

346

398

ESI+:

346

399

ESI+:

325

400

EST+:

351

401

ESI+:

376

402

ESI+:

337

403

ESH:

311

404

ESI+:

337

405

ESI+:

297

406

ESI+:

388

407

ESI+:

296

408

ESI+:

323

409

ESI+:

343

410

EST+:

309

411

ESI+:

323

412

ESI+:

288

413

ESI+:

288

414

ESI+:

302

415

ESI+:

316

416

ESI+:

302

417

ESI+:

442

418

ESI+:

350

419

ESI+:

302

420

ESI+:

289

421

EST+:

302

422

ESI+:

302

423

ESI+:

302

424

ESI+:

302

425

ESI+:

294

426

ESI+:

302

427

ESI+:

345

428

ESI+:

302

429

ESI+:

289
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[1654]

X 70

Rf

Data

430

ESI+: 346

431

ESI+: 346

432

ESI+: 303

433

ESI+: 316

434

ESI+: 313

435

ESI+; 315

436

ESI+: 285

437

ESI+: 299

438

ESI+: 287

439

ESI+: 301

440

ESI+: 303

441

ESI+: 289

442

ESI+: 388

443

ESI+: 356

444

ESI+: 284

445

EI: 150

446

APCI/ESI+:

373

447

APCI/ESIH+:

373

448

APCI/ESI+:

373

449

APCI/ESI+:

373

450

APCI/ESI+:

389

451

APCL/ESI+:

389

452

APCI/ESI+:

389

453

APCI/ESI+:

295

454

APCI/ESI+:

388

455

APCI/ESI+:

388

456

ESI+: 324

457

ESI+: 324

458

ESI+: 242

459

ESI+: 341

460

ESI+: 132

461

ESI+: 276

462

EST+: 494
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[1655]

HF 71

Data

463

ESI+: 424

464

ESI+: 432

465

ESI+: 432

466

ESI+: 235

467

ESH: 256

468

ESI+: 219

469

ESI+: 249

470

ESI+: 223

471

ESI+: 249

472

ESI+: 279

473

ESI+: 185

474

ESI+: 199

475

ESI+: 318

476

ESI+: 189

477

ESI+: 175

478

ESI+: 250

479

ESI+: 193

480

ESI+: 240

481

ESI+: 285

482

ESI+: 271

483

ESI+: 269

484

ESI+: 361

485

ESI+: 438, 440

486

ESI+: 299

487

ESI+: 299

488

ESI+: 255

489

ESI+: 341

490

EST+: 354

491

ESH: 304

492

ESI+: 347

493

ESI+: 354

494

ESI+: 299

495

EST+: 273
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[1656]

x 72

Data

496

ESI+:

206

497

APCVESI+: 249

498

APCI/ESI+: 265

499

ESI+:

171

500

ESI+:

347

501

ESI+:

321

502

ESI+:

323

503

ESI+:

333

504

ESI+:

309

505

ESI+:

240

506

ESI+:

254

507

APCI/ESI+: 307

508

APCI/ESI+: 324

509

ESI+:

340

510

APCI/ESH+: 390

511

ESI+:

318

512

ESI+:

290

513

EST+:

286

514

ESI+:

288

515

ESI+:

482 [M]+

516

ESI+:

411 M)+

517

EST+:

494 [M]+

518

ESI+:

270

519

ESI+:

270

520

ESIH+:

374

521

ESIH+:

287

522

ESI+:

288

523

ESI+:

345

524

ESI+:

331

525

ESI+:

387

526

ESH-:

317

527

ESI+:

287

528

ESI+:

364
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[1657]

X 73

Rf

Data

529

ESI+: 432

530

APCI/EST+:

325

531

APCI/ESI+:

241

532

APCL/ESI+:

255

533

APCUESI+:

241

534

APCI/ESI+:

255

535

APCI/ESE+:

317

536

APCI/ESH:

317

537

ESI+: 339

538

ESI+: 353

539

EST+: 339

540

ESI+: 255

541

ESI+: 418

| 542

ESI+: 353

543

ESI+: 448

544

ESI+: 339

545

ESI+: 339

546

ESI+: 460

547

ESI+: 422

548

ESI+: 192

549

APCI/EST+:

339

550

APCI/EST+:

551

APCI/EST+:

418

552

APCI/ESI+:

451

553

APCVESI+:

404

554

ESI+: 414

555

EST+: 297

556

ESI+: 437

557

ESI+: 409

558

ESI+: 395

559

EST+: 409

560

ESI+: 423

561

APCI/EST+:

451
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[1658]

X 74

Data

562

APCI/ESI+: 451

563

ESI+: 306

564

ESI+: 206

565

ESI+: 340

566

ESI+: 337

567

ESI+: 590

568

EI: 222

569

ESI+: 342

570

APCI/ESI+: 314

571

APCVESIH: 314

572

ESI+: 265

573

EI: 236 +

574

FAB+: 273

575

ESI+: 316

576

FAB+: 280

577

ESI+: 374

578

ESI+: 303

579

ESI+: 303

580

ESI+: 397

581

ESI+: 326

582

ESI+: 339

583

ESI+; 347

584

ESIH: 305

583

ESIH+: 297

586

ESI+: 173

587

ESI+: 277

588

ESI+: 327

589

EL 256, 258

590

ESI+: 261, 263

591

ESI+: 289, 291

592

EI: 142

593

APCUESI+: 362

594

APCL/ESI+: 243, 245

- 163 -

5

10-1879011



[1659]

X 75

Rf

Data

595

APCI/ESI+: 521, 523, 524

596

APCI/ESI+: 243, 245

597

ESI+:

502

598

ESI+:

376

599

ESI+:

305

600

ESI+:

305

601

ESI+:

313

602

ESI+;

429

603

ESI+;

401

604

ESI+:

415

605

EST+:

399

606

ESI+:

328

607

APCI/ESI+: 346

608

APCI/ESK+: 318

609

APCI/ESI+: 318

610

APCIESH-: 310

611

APCI/ESI+: 349

612

ESI+:

312

613

APCUESI+: 249

614

ESI+:

258, 260

615

EST+:

489

616

ESI+:

515

617

EST+:

419

618

ESI+:

447

619

ESI+:

503

620

APCI/ESI+: 365

621

ESI+:

440

622

FAB+: 232

623

ESI+:

293

624

ESI+:

194

625

ESI+:

410

626

ESI+:

424

627

ESI+:

279
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[1660]

X 76

Rf

Data

628

ESI+: 289

629

ESI+: 289

630

ESI+: 306

631

ESI+: 302

632

ESI+: 318

633

ESI+: 331

634

ESI+: 532

635

ESI+: 504

636

ESI+: 441

637

ESI+: 566

638

APCI/ESH:

259

639

ESI+: 460

640

ESI+: 552

641

ESI+: 582

642

ESI+: 454

643

APCIESH:

552

644

ESI+: 490

645

APCUVESI+:

538

646

ESI+; 548

647

ESI+: 279

648

ESI+: 194

649

ESH: 347

650

APCI/ESIH:

319

651

APCY/ESI+:

360

652

APCUESI+:

653

APCUESI+:

249

654

APCUESI+:

305

655

APCVESI+:

305

656

APCI/ESI+:

355

657

APCI/ESI+:

326

658

APCI/ESI+:

348

659

APCIESI+:

346

660

APCIESI+:

305
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[1661]

X 77

Data

661

APCIESI+:

279

662

APCYESI+:

235

663

ESI+; 238

664

ESI+: 300

665

ESI+: 340

666

ESI+: 354

669

ESI+: 349

670

ESI+: 236

671

APCIESI+:

303

672

ESI+: 433

673

ESI+: 305

674

ESI+: 291

675

ESI+: 305

676

ESI+: 319

677

ESI+: 144

678

ESI+: 454

679

ESI+: 328

680

ESI+: 330

681

ESI+: 365

682

ESI+: 351

683

ESI+: 296

684

ESI+: 322

685

APCI/ESI+:

376

686

APCVESI+:

335

687

ESI+: 346

688

APCI/ESI+:

376

689

APCI/ESI+:

375

690

APCI/ESH:

360

691

APCI/ESI+:

408

692

APCVESI+:

388

693

APCIESI+:

402

694

APCIESH:

386

695

APCIESI+:

379
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[1662]

X 78

Rf

Data

696

APCV/ESI+:

393

697

ESI+: 332

698

ESI+: 318

699

ESI+: 362

700

ESI+: 348

701

ESI+: 342

702

ESI+: 365

703

ESI+: 337

704

ESI+: 323

705

ESI+: 337

706

ESI+: 377

707

ESI+: 289

708

ESI+: 303

709

APCV/ESI+:

362

710

ESI+: 264

711

ESI+: 264

712

ESI+: 151

713

ESI+: 386

714

APCUESI+:

283

715

APCI/EST+:

253

716

APCI/ESI+:

281

717

APCUESI+:

718

APCLESI+:

422

719

APCIVESI+:

374

720

APCYESI+:

721

APCI/ESI+:

329

722

APCI/EST+:

422

723

APCI/EST+:

315

724

ESI+: 389

725

ESI+: 417

726

APCVESI+:

297

727

APCI/ESI+:

323

728

APCU/ESI+: 309
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[1663]

X 79

Rf

Data

729

APCUESI+:

364

730

APCYESI+:

351

731

APCUESI+:

345

732

APCVESI+:

345

733

APCI/ESI+:

316

734

APCI/ESI+:

735

APCI/ESI+:

316

736

APCIESI+:

418

737

APCLESI+:

404

738

APCI/ESI+:

739

APCI/ESI+:

423

740

APCI/ESH-:

423

741

APCIESIH+:

423

742

APCI/ESIH:

337

743

APCLESH:

351

744

APCI/ESI+:

404

745

APCL/ESI+:

402

746

APCI/ESH:

432

747

APCI/ESIH:

336

748

APCI/ESI+:

364

749

ESH: 200

750

ESI+: 488

751

ESI+: 488

752

ESI+: 403

753

ESI+: 401

754

ESI+: 164

755

ESI+: 335

756

ESI+: 321

757

ESI+; 454

758

ESI+: 452

759

ESI+: 452

760

761

ESH: 371
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[1664]

* 80

Rf

Data

762

APCVESI+: 375

763

APCI/ESK+:

389

764

APCI/ESI+:

375

765

APCU/ESI+:

389

766

ESI+: 447

767

APCUESI+:

389

768

APCI/ESI+:

403

769

ESE+: 309

770

ESI+: 365

771

ESI+: 391

772

ESI+: 493

773

APCI/ESI+:

396

774

APCI/ESI+:

410

775

APCI/ESI+:

289

776

APCI/ESI+:

303

777

APCI/ESI+:

315

778

APCI/ESI+:

317

779

APCLESIH:

317

780

APCUVESKH:

357

781

APCI/ESH:

318

782

APCI/ESI+:

346

783

APCI/ESH:

358

784

APCI/ESI+:

360

785

ESI+: 373

786

ESI+: 381

787

ESI+: 408

788

ESI+: 368

789

ESI+: 382

790

ESI+: 373

791

APCU/ESI+:

403

792

APCI/ESI+:

401

793

ESH: 271

794

ESH-: 285
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[1665]

[1666]

[1667]

Al 1

H* 81

Data

795

ESI+:

273

796

ESI+;

326

797

ESI+:

359

798

ESI+:

385

799

ESI+:

289

800

ESI+:

317

801

ESI+:

373

802

APCI/ESI+: 351

803

ESI+:

165

804

ESI+:

223

805

ESI+:

138

806

ESI+:

156

807

ESI+:

304

808

ESI+:

183

809

ESI+:

241

816

ESI+:

379

811

ESI+:

474

812

ESI+:

446

813

ESI+:

441

814

ESI+:

446

815

NMR-CDCL: 0.10(6H, s), 0.939H, s), 1.04-L.12CH, m), 1.60-L70GH, m),
2.38-2.49(1H, m), 2.63-2.73(2H, m), 3.60-3.66(2H, m), 4.00-4.19(4H, m), 4.75(2H,
5), 6.37(1H, t, J = THz), 6.82-6.87(1H, 1), 6.96(1H, t, J = THz).

816

ESIE+:

446

817

ESI+:

289

818

ESI+:

319

819

ESI+:

317

820

ESI+:

307

821

ESI+:

195

822

ESI+:

193

823

ESI+:

168

824

ESI+:

323

825

ESI+:

407

826

ESI+:

332

H* 82

Rf

Data

827

ESI+: 327

828

ESI+: 332

829

ESI+: 332

830

ESH-: 291

831

ESI+: 281

832

ESI+: 349

833

ESI+; 337

834

ESI+: 321

835

ESI+: 333

836

ESIH: 337

837

ESI+: 351

838

EST+: 343

839

ESI+: 347

840

ESI+: 362

841

ESI+; 223

842

ESI+: 305
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[1668]

[1669]

[1670]

[1671]

[1672]

[1673]

[1674]

[1675]

[1676]

[1677]

[1678]

[1679]

[1680]

S50l 10-1879011

1-(3-{2-[2-(RE2ZH-4-d) T gujd-5-d]o & }H ) | &Fo} 1 (97 mg) P} DMF(2 me)e] E3Eof, CDI(106 mg)E
0CoNAM H7tstar, Ao 1243F watslgith, kg E3HES 74k 3 %3 &, EtOAce} *3} e iyE
F FEAe Husiith. #71

T NaSOE A2, #7138 A 8 wEHshe] e EgEe Ak ol
U AR 40 mg) 3} tert—F-5A1Z2F (45 mg)S DMF(2 me)oll HEA o

(1 m)& #H7psted, AeeA 243 waksigiet, Wk &35S 4y 3 553 &, 55 Hrista, E8E5S
o] ste] HsHtt. dojx nAE AYItA Ad FEelE 28 (CHCL/MeOH) 2 BASHaL, 7 FAAE(87 mg)
MeCN 2 =9 9:19] &3+ &ul(3 m0)e E3FEo], L-EFZEF22H(34 mg)S H7Fste], ALoA 1A3F
WSt BEES oysle] FHEle 1-7tEnpun Ed-3-(3-{2-[2-(REEZ3-4-d)F g n|d-5-Ld ] & 1l
A)9-#o} L-EFZE 2 A (173 mg) S AT},
A 2
{3-[4-(2,6-t v g I gl d-4-) 7] of| &} 31 -1-
CDI(248 mg)E FH7lato], Ao 2A17F
an, Ao v wuks k. f715S 7y
o st

dogx nAE AVIE AEggbA A¥ AZvePE2 9 (CHCL/MeOH) = A 8F3i T,
EtOH(10 me)] Z3Eol, L-EF=ZEF241(99.3 mg)S F7bste], Ao 323 uw ;}
ated, EtOH= 4178 F, 50TCellA 7heh Axsted, 3-[4-(2,6-tiM el d-4-) 9] 5
FhZuu v E el 72 up o] E (181 mg) & AUT).

2 kg =] DIF &

ru9

2-ZF e 2ddivere(241 mg)I  DMF(7 m)el EZE
t}. o] EFEo] AL ol deErtA (344 mg)S #H7)st
3t 57 AAsI, TAbel] E& Hrlsltel, AAE nAE oFst

pas rE‘; -
[0
o
2 m

A AAE(265 mg)T}

A& of7stel
1-9]-2- %50 2

:Li

) v H 2]l -4-2-(187 mg), DMF(5.5 mé)< CDI(201 mg)E
‘@%oﬂ E_} Tl (279 mg)S M behe], A2olA whAl ksl
b warsle], AR nAE ontste] Heta, B2 A
aa}z-g_ A¢ F2etE 9 (CHCL,/MeOH) 2 FAISFe], 2-F

al
70 2-3-[4-3 £ 544~ (312 9-3-2) 9| 2 9-1-Q ]9 Sk v] mel k2 o] E (160 me)E AT,

1-{4-[({5-[2 % LE-3-(3l=EAME) A T g L—Z—Q}%Al)ﬂ%]ﬂwa}ﬂ—l—El}z 29-1-2(124  mg) ¥}
DMF(3 me)e] &3t&ol CDI(110 mg)E H7bsted, A2 3A17F wwkelgict. vbg Z3Fo] ol ekl (220
mg)S Hriste], Ao g matssict. 7% =5 AAs L, %WOH S Hukske], AR
AL oJ3le] FHE AT

Adojzl 1AS AYsta A™y A=2vtETHI(CHCL,/MeOH) = A ASFA T, dolxl AAE(135.1 mg)P EtOH(2
m)e EFEC, M A5 a/USat 90,1 m)S HIbske A-2oA 1A mdtele] 79k 3 HFE .
dojd uAZS dezEz A F oJusle] =58k, 2-ZF QE—S—{z [((1-Z 29 di g d-4-d) v 5 A] |5
gud-5-L 1A FtEnpenmdst2nid ol E 2994k (140 mg)S T4 nAZA AT,

oNv
m o
N
=
o
-
[0
R

AAld 112

1-(4-{5-[3-(Bl=sA v
CDI(225 mg)E FH7tste] A2

W
o
=
o
P
©
5
&,

Q-1-9) -2~ F Ao E-(216 mg) 3 DMF(6 me)e] E3HE]
swwkatgich Eﬁ o] E3Ee] FolURR (220 mg) & A7bste], A
EgEA Bg Hrstm, CHCLe2 %39

2
o
>
L

2olA 247t muksTh, Wk 3 2EA%T. 7158 NaS0,2 Azl
7158 B o 27 AU DolW BAHI66.9 ne)oh MeON 2 =] 9:19) 5 Bul(4 n)e] Egol,
L HEE A0 m) Nelk B 2] 019 £ o1 n0ol SN EFEE BAG, ALold sl
o HES DAE ofuste] F5eke], 3-(2-[4-(ABAlObA D) WA -1-9 ]9 el E-5-2 A A e
Aoerhol £ L-eh2 2 A (177 me) & T4} SRR g,

A A4 316

-Z 70 2-3-{4-[2-(3-HEA olA ] Y -1-) ] 2] v I -5- | 9 F| 2} A -1- p el 2 7} 28}y 1E°17}EH}Uﬂ o|lE
(285 mg)F EtOH(5 me)2] &=l 4M A3F=4/EtOH £ (1.5 mb) H7tshe], Ao wdtslsdct. &3 3
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[1681]

[1682]

[1683]

[1684]

[1685]

[1686]

[1687]

[1688]

[1689]

[1690]

[1691]

[1692]

[1693]

S50l 10-1879011

A IAE oftstel Fste], EtOHE Alstit. folxl aAlS 40TAA ek Axsto]
(3-m A obA B e -1-) o] 2] vl el -5-A [ o] Al epxl-1-d bl hEntu | medrtantio] & 3994191(330 me) S &
k.

Al 317

5
e
-
O
ke
w
L
0
(S
|

N {1-[5-GBA[(FFErt v =d 7t ut e ) SA] v d b o d) v 2] v e -2-2 9] o) 2] e -4-Ld }-5 4] ) ok Al H| o] E (45
mg)E olEEel Estal, L-BFEEEAM(15 mg)S H7bstel, H2olA 1A3F wRbedivt. whe ERES A

< [} - H = H
b 5% 5, HeldolHEs Hrbsta, 4% aAlE ofaste] FHetel, oA™-({1-[5-3A[(FrEntrn =d 7}
2utrd) A [ o) v gl v d-2-Ad |9 | 2] d-4-2A 1S A ) obAl H| o] E L-BF=EFEAT (28 mg)& AU
Aol 318

4~{4-[5-GH{[(Ft=uprr =g 7t 2ut e ) obv] v e H ) ) 2] v e -2- A 1 o] H 2} 31 - 1- A }-3-F 2 2 k2] gk
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Ex Data

1 [ESI+:384

2 ESI+: 401

3 | ESI+: 388

4 ESI+: 417

5 | ESI+: 418

6 | ESIt+: 426

7 | ESI+: 430

8 |ESI+: 443

9 JESI+: 431

10 | ESI+: 487
NMR-DMSO-dg: 1.37-1.50 (2H, m), 1.83-1.94 (2H, m), 3.21-3.50 (14H, m),
4.06-4.18 (2H, m), 5.29 (2H, s), 7.08-7.22 (3H, m), 8.49 (2H, s)

11 | ESI+: 445
NMR-DMSO-dg: 1.06-1.34 (2H, m), 1.71-1.85 (2H, m), 2.00 (3H, s), 2.01-2.14 (1H,
m), 2.50-2.60 (1H, m), 3.00-3.11 (1H, m), 3.80-3.90 (1H, m), 4.25 (2H, d, J = 6.4
Hz), 4.36-4.46 (1H, m), 5.37 (2H, s), 7.39 (1H, t, J = 7.6 Hz), 7.55-7.63 (1H, m),
7.64-7,72 (1H, m), 8,78-8.83 (2H, m)

12 | ESI+: 475

13 | ESI+: 390

14 | EST+: 390

.15 | ESI+: 440

16 | ESI+: 430

17 | ESI+: 430

18 | ESI+: 430

19 | ESI+: 401

20 | ESI+: 401

21 | ESI+: 401

22 | ESI+: 507

23 | ESI+: 459
NMR-DMSO-dg: 0.99 (3H, t, J = 7.4 Hz), 1.03-1.32 (2H, m), 1.71-1.87 (2H, m),
2.00-2.13 (1H, m), 2.32 (2H, q, J = 7.4 Hz), 2.50-2.62 (1H, m), 2.96-3.08 (1H, m),
3.84-3.95 (1H, m), 4.24 2H, d, J = 6.25 Hz), 4.38-4.48 (IH, m), 5.37 (2H, s), 7.39
(1H, ¢, J = 7.7 Hz), 7.55-7.62 (1H, m), 7.64-7.71 (1H, m), 8.77-8.83 (2H, m)

24 1ESI+:473
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Ex Data
25 | ESI+: 503
26 | ESI+: 489
27 | ESI+: 489
28 | ESI+: 508
29 | ESI+: 508
30 | ESI+: 508
31 | ESIH+: 474
32 | ESI+: 461
33 | ESH-: 507
34 | ESI+: 481
35 | ESI+: 495
36 | ESI+: 474
37 | ESI+: 502
38 | ESI+: 486
39 | ESI+: 488
40 | ESI+: 488
41 | ESI+: 362
42 | ESI+: 362
43 | ESI+: 354
44 | ESI+: 441
45 | ESI+: 369
46 | ESI+: 416
NMR-DMSO-dg: 2.06 (3H, s), 3.54-3.56 (4H, m), 3.77-3.86 (4H, m), 5.35 (2H, s),
7.33-7.37 (1H, m), 7.49-7.54 (1H, m), 7.60-7.64 (1H, m), 8.61 (2H, s)
47 | ESI+: 404
48 | ESI+: 416
49 | ESI+: 412
50 | ESK+: 335
51 | ESI+: 355

NMR-DMSO-dg: 3.36-3.38 (4H, m), 3.59-3.62 (4H, m), 5.20 (2H, s), 6.91 (1H, d, J
= 7.6 Hz), 7.06-7.08 (1H, m), 7.13 (1H, ), 7.28-7.32 (1€, m), 7.87 (1H, dd, J =
9.0,5.4 Hz), 8.15-8.18 (1H, m), 8.22 (1H, d, J = 5.3 Hz), 8.53 (1H, d)
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Ex Data

52 |ESIH+:372
NMR-DMSO-dg: 1.88-2.01 (4H, m), 2.83-2.89 (2H, m), 3.04-3.12 (1H, m), 3.49-3.52
(2H, m), 5.28 (2H, s), 7.08-7.12 (1H, m), 7.16-7.18 (ZH, m), 8.08-8.09 (2H, m),
8.87-8.88 (2H, m)

53 | ESI+: 373
NMR-DMSO-dg: 3.17-3.19 (4H, m), 3.85-3.88 (4H, m), 5.29 (2H, s), 7.11-7.20 (3H,
m), 7.27-7.28 (2H, m), 8.27-8.30 (2H, m)

54 | ESI+: 459

55 | ESI+: 416

56 | ESI+: 430

57 | ESI+: 402

58 | ESI+: 372

59 | ESI+: 449

60 | ESI+: 391,393

61 | ESI+: 397

62 | ESI+: 421

63 | ESI+: 378
NMR-DMSO-dg: 3.27 (3H, s), 3.89-3.95 (2H, m), 4.27-4.39 (3H, m), 5.35 (2H, s),
7.31-7.38 (1H, m), 7.48-7.55 (1H, m), 7.57-7.64 (1H, m), 8.53-8.58 (2H, m)

64 | ESI+: 403
NMR-DMSO-dg: 1.17 (3H, s), 1.41-1.60 (4H, m), 3.41-3.54 (2H, m), 4.20-4.29 2H,
m), 5.35 (2H, 5), 7.31-7.37 (1H, m), 7.46-7.54 (1H, m), 7.57-7.64 (1H, m), 8.53-8.58
(2H, m)

65 | ESI+: 389

66 | ESI+: 403

67 | ESI+: 403

68 | ESI+: 445

69 | ESI+: 493

70 | ESI+: 494

71 | ESI+: 473

72 | ESI+: 499

73 | ESI+: 487
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Ex Data

74 | ESI+: 471
NMR-DMSO-dg: 0.61-0.78 (4H, m), 1.00-1.35 (2H, m), 1.66-1.91 (2H, m), 1.92-2.02
(1H, m), 2.02-2.17 (1H, m), 2.53-2.69 (1H, m), 3.00-3.21 (1H, m), 4.15-4.48 (4H, m),
5.37 (2H, s), 7.33-7.43 (1H, m), 7.52-7.63 (1H, m), 7.63-7.72 (1H, m), 8.74-8.84 (2H,
m)

75 | ESI+: 483

76 | ESI+: 490

77 | ESI+: 464

78 | ESI+: 478

79 | ESI+: 417

80 | ESI+: 427

81 | ESI+: 375
NMR-DMSO-dg: 3.67-3.71 (4H, m), 3.74-3.78 (4H, m), 5.35 (2H, s), 7.34 (1H, dd, J
= 1.7, 7.7 Hz), 7.49-7.53 (1H, m), 7.59-7.63 (1H, m), 8.59-8.60 (2H, m)

82 | ESI+: 375

83 | ESI+: 361

84 | ESI+: 509

85 | ESI+: 510

86 | ESI+: 362

87 | ESI+: 402

88 | ESI+: 403

89 | ESI+: 419

90 | ESI+: 402

91 | ESI+: 473

92 | ESI+: 428

93 | ESI+: 458

94 | ESI+: 396

95 | ESI+: 387

96 | ESI+: 374

97 | ESI+: 387

98 | ESI+: 387

99 | ESI+: 465

100 | ESI+: 419

101 | ESI+: 457
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Data

162

EST+: 441

103

ESI+: 432

104

ESI+: 426

165

ESH+: 444
NMR-DMSO-dg: 1.09-1.18 (1H, m), 1.22-1.32 (1H, m), 1.78 2H, t, J = 16 Hz), 2.00
(3H, ), 2.01-2.11 (1H, m), 2.52-2.59 (1H, m), 3.00-3.09 (1H, m), 3.85 (1H, d, J = 14
Hz), 4.09 (2H, s), 424 (2H, 4, J = 6 Hz), 4.40-4.42 3H, m), 7.31 (1H, t, J = 7 Hz),
7.41 (1H, t, J = 7 Hz), 7.52 (1H, t, J = 7 Hz), 8.78-8.79 (2H, m)

106

ESI+: 470
NMR-DMSO-dg: 0.62-0.75 (4H, m), 1.08-1.34 (2H, m), 1.72-1.89 (2H, m), 1.93-2.01
(1H, m), 2.05-2.15 (1H, m), 2.55-2.66 (1H, m), 3.05:3.17 (1H, m), 4.09 (2H, s),
4.20-4.45 (6H, m), 7.31 (1M, t, J = 7 Hz), 7.41 (0H, t, J =7 Hz), 7.52 (1H, t, J = 7
Hz), 8.78-8.79 (2H, m)

107

ESI+: 413

108

ESH-: 415

109

ESI+: 459

110

ESH-: 487

111

ESH-: 458

112

FAB+: 428

113

ESI+: 503

NMR-DMSO-dg: 3.10-3.19 (8H, m), 3.25 (3H, s), 3.42-3.55 (4H, m), 3.73-3.80 (2H,
m), 4.12-4.21 (3H, m), 4.35-4.43 (1H, m), 5.04 H, s), 6.98-7.15 (3H, m), 8.25 (2H,
s)

114

ESI+: 459

115

ESI+: 446

116

ESI+: 443

117

ESI+: 487

118

ESI+: 461

119

ESI+: 461

120

ESI+: 458

121

ESH: 479

122

ESI+: 473

123

ESI+: 500

124

ESI+: 441
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[1758]

£ 125

Data

125

ESI+: 447

126

ESI+: 404

127

ESI+: 367

128

ESI+: 382

129

ESI+: 408

130

ESI+: 338

131

ESI+: 297

132

ESI+: 474

133

ESI+: 404

134

ESI+: 366

135

ESI+: 394

136

ESI+; 334

137

ESI+: 449

138

ESI+: 436

139

ESI+: 411

140

EI: 431

141

ESI+: 433

142

ESI+: 450

143

ESI+: 464

144

ESI+: 450

NMR-DMSO-dg: 1.11 (3H, t, J = 7 Hz), 1.31-1.51 (4H, m), 1.59-1.73 H, m),
1.77-1.88 (2H, m), 2.59-2.70 (1H, m), 2.88-3.04 (4H, m), 3.39 (2H, q, J = 7 Hz),
3.47-3.53 (1H, m), 3.55-3.70 (41, m), 421 CH, s), 5.05 (2H, s), 6.97-7.05 2H, m),

7.05-7.13 (1H, m)

145

ESY+: 464

146

ESI+: 297

147

ESI+: 341

148

ESI+: 422

149

ESI+: 352

150

ESI+: 414

151

ESI+: 400

152

ESI+: 436

153

ESI+: 436

154

ESI+: 489
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[1759]

£ 126

Data

155

ESI+:

487

156

ESI+:

374

157

ESH:

388

158

ESI+:

400

159

ESI+:

402

160

ESI+:

402

161

ESI+:

442

162

ESI+:

421

163

ESI+:

449

164

ESI+:

403

165

ESI+:

431

166

ESI+:

443

167

ESI+:

529

168

ESI+:

555

169

ESI+:

445

170

ESH+:

458

171

ESI+:

466

172

EST+:

493

173

ESI+:

371

174

ESI+:

362

175

ESI+:

358

176

ESI+:

371

177

ESI+:

385

178

ESI+:

359

179

ESI+:

341

180

ESI+:

431

181

ESI+:

405

182

ESI+:

458

183

ESI+:
NMR-DMSO-dg: 1.76-1.92 (4H, m), 2.66-2.78 (2H, m), 2.87-2.98 (1H, m), 3.24 3H,
s), 3.50-3.60 (2H, m), 3.72-3.80 (2H, m), 4.10-4.18 (2H, m), 4.24 (1H, s), 4.25-4.31
(1H, m), 5.10 (2H, s), 7.13-7.21 (1H, m), 7.25-7.32 (1H, m), 7.32-7.40 (1H, m), 8.22

458

2H, s)

184

ESI+:

458
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[1760]

£ 127

Ex

Data

185

ESI+: 458

186

ESI+: 374

187

ESI+: 374

188

ESI+: 474

189

ESI+: 474

190

ESI+: 474

191

ESI+: 380

192

ESI+: 473

193

ESIt: 473

194

ESI+: 420

195

ESH: 483

196

ESI+: 483

197

ESI+: 364

198

ESI+: 320

199

ESI+: 390

200

ESI+: 431

201

ESI+: 363

202

ESI+: 461

203

ESI+: 460

204

ESI+: 325

205

ESI+: 408

206

ESIH+: 406

207

ESI+: 490

208

ESI+: 422

209

ESI+: 420

210

ESI+: 383

211

ESI+: 403

212

ESI+: 453

213

ESI+: 467

214

ESI+: 433

215

ESI+: 447

216

ESI+: 448

217

ESI+: 450
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[1761]

£ 128

Data

218

ESI+: 450

219

ESI+: 409

220

ESI+: 436

221

ESI+: 409

222

ESI+: 422

223

ESH: 381

224

ESI+: 407

225

ESI+: 408

226

ESI+: 458

227

ESI+: 478

228

ESI+: 422

229

ESTIH: 462

230

ESI+: 388

231

ESI+: 388

232

ESI+: 360

233

ESI+: 374

234

ESI+: 374

235

ESI+: 402

236

ESI+: 416

237

ESI+: 374
NMR-DMSO-dg: 2.39 (3H, s), 3.84-3.92 (2H, m), 4.21 (1H, s), 4.40-4.48 (2H, m),
5.03 (2H, 5), 5.12-5.21 (1H, m), 6.56-6.64 (LH, m), 6.75-6.82 (1H, m), 6.98-7.04 (1H,
m), 7.13-7.22 (2H, m), 8.02-8.08 (1H, m)

238

ESI+: 388

239

ESI+: 445

240

ESI+: 514

241

ESI+: 460
NMR-DMSO-de: 2.63 (2H, t, J = 6.7 Hz), 324 (3H, 5), 3.57-3.60 (6H, m), 3.76-3.85
(4H, m), 5.14 (2H, 5), 7.29 (1H, t, J = 7.6 Hz), 7.41-7.45 (1H, m), 7.50-7.55 (1H, m),
$.59-8.60 (2H, m)

242

ESI+: 460

243

ESI+: 390
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[1762]

£ 129

Ex

Data

244

ESI+: 374
NMR-DMSO-dg: 3.67-3.70 (4H, m), 3.74-3.78 (4H, m), 4.40 H, d, J = 5.7 Hz),
7.26 (1, t, J = 7.6 Hz), 7.31-7.35 (1H, m), 7.44-7.48 (1K, m), 7.58-7.59 (2H, m)

245

ESI+: 382

246

ESI+: 362

247

ESI+: 375

248

ESI+: 402

249

ESI+: 393

250

ESI+: 458

251

ESI+: 389

252

ESI+: 405

253

ESI+: 418

254

ESI+: 492

255

ESI+: 459

256

ESI+: 464

257

ESI+: 459

258

ESI+: 423

259

ESI+: 423

260

ESI+: 486

261

ESI+: 486

262

ESE+: 458

263

ESI+: 488

264

ESI+: 487

265

ESI+: 487

266

ESI+: 474

267

ESI+: 496

268

ESI+: 429

269

ESI+: 455

270

ESI+: 410

271

ESI+: 412

272

ESI+: 422

273

ESI+: 422

274

ESI+: 436

275

ESI+: 394
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[1763]

3£ 130

Ex

Data

276

ESI+: 431

277

ESI+: 431

278

ESI+: 450

279

ESI+: 476

280

ESI+: 410

281

ESI+: 436

282

EST+: 461

283

ESI+: 422

284

ESI+: 396

285

ESI+: 422

286

ESI+: 382

287

ESI+: 473

288

ESI+: 381

289

ESI+: 408

290

ESI+: 428

291

ESI+: 394

292

ESI+: 408

293

ESI+: 373
NMR-DMSO-dg: 3.15-3.17 (4H, m), 3.35-3.37 (4H, m), 5.07 (2H, s), 7.01-7.14 GH,
m), 7.24 (1H, dd, J = 4.6, 8.4 Hz), 7.37-7.40 (IH, m), 8.03 (1H, dd, J = 1.3, 4.6 Hz),
$.36 (1H, d, J = 2.8 Hz)

294

ESI+: 373

295

ESI+: 387
NMR-DMSO-dg: 2.37 (3H, s), 3.14-3.17 (4H, m), 3.28-3.30 (4H, m), 5.06 (2H, s),
7,01-7.14 (4H, m), 7.31 (1H, dd, J = 3.0, 8.5 Hz), 8.21 (1M, d, J = 2.9 Hz)

296

ESI-+: 387

297

ESI+: 527

298

ESI+: 435

299

FST+: 387

300

ESI+: 387
NMR-DMSO-dg: 2.37 (3H, s), 3.14-3.17 (4H, m), 3.28-3.30 (4H, m), 5.06 (2H, s),
7.01-7.14 (4H, m), 7.31 (1H, dd, J = 3.0, 8.5 Hz), 8.21 (1H, d, J = 2.9 Hz)

301

ESI+: 379

302

ESI+: 387
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[1764]

3 131

Ex

Data

303

ESI+: 430

304

ESI+: 387

305

ESI+: 374

306

ESI+: 401

307

ESH-: 398

308

ESI+: 400

309

ESI+: 370 .

310

ESI+: 384

311

ESI+: 372

312

ESI+: 386

313

ESI+: 388

314

ESI+: 374

315

ESI+: 473

316

ESI+: 459
NMR-DMSO-dg: 3.20-3.29 (8H, m), 3.30-3.39 (3H, m), 3.88-3.98 (2H, m), 4.28-4.37
(3H, m), 5.29 (2H, s), 7.09-7.22 (3H, m), $.48 2H, 5)

317

ESI+: 457

318

ESI+: 509

319

ESI+: 357 .

NMR-DMSO-dg: 3.67-3.70 (4H, m), 3.74-3.77 (4H, m), 5.09 (2H, s), 7.33 (1H, d, J
= 7.6 Hz), 7.44 (1H, dd, J = 7.6,7.6 Hz), 7.58 (1H, d, J = 7.6 Hz), 7.62 (1H, s), 8.71
(24, )

320

ESI+: 355

321

ESI+;: 370

322

ESIH+: 356
NMR-DMSO-dg: 3.64-3.71 (4H, m), 3.72-3.78 (4H, m), 4.02 (1H, s), 4.27-4.38 (2H,
m), 7.21-7.29 (1H, m), 7.35-7.43 (1H, m), 7.46-7.57 (2H, m), .70 (2H, s)

323

ESI+: 354

324

FAB+: 446

325

ESI+: 500

326

FAB+: 529

327

ESI+: 417

328

ESI+: 417

329

ESI+: 489
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[1765]

X 132

Ex

Data

330

ESI+: 412

331

EST+: 444

332

ESI+: 398

333

ESIt+: 443

334

ESH+: 447

335

ESI+: 522
NMR-DMSO-dg: 2.51-2.59 (3H, m), 2.77-2.86 (3H, m), 3.42-3.60 (4H, br s),
4.00-4.40 (4H, br s), 7.30-7.40 (3H, m), 7.50-7.60 (3H, m), 7.61-7.68 (1H, m),
8.65-8.70 (2H, m)

336

ESI+: 489

337

ESI+: 490

338

EST+: 431

NMR-DMSO-dg: 1.09-1.20 (2H, m), 1.75-1.78 (2H, m), 1.93-2.04 (1H, m), 2.20 (2H,
d, J = 6.9 Hz), 2.92-2.99 (2H, m), 4.67-4.72 (2H, m), 4.84 and 5.35 2H, s and s),
7.28-7.35 (1H, m), 7.48-7.62 (2H, m), 8.55-8.56 (2H, m)

339

ESI+: 446

340

ESI+: 422

341

ESI+: 422

342

ESI+: 489

343

EST+: 433

344

ESI+: 459
NMR-DMSO-dg: 1.00-1.11 (2H, m), 1.21-1.26 (2H, m), 1.51-1.59 (3H, m), 1.72-1.76
(H, m), 2.21 QH, t, J = 7.3 Hz), 2.87-2.94 2H, m), 4.68-4.73 2H, m), 5.11 (2H, 5),
727 (1H, dd, J = 7.6, 7.6 Hz), 7.38-7.42 (1H, m), 7.48-7.52 (11, m), 8.53-8.54 (211,
m)

345

ESI+: 389

346

ESI+: 385

347

ESI+: 384

348

ESI+: 340

349

EST+: 439

350

ESI+: 389

351

ESI+;: 432

352

FAB+: 439

353

EST+: 384
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[1766]

3 133

Ex

Data

354

ESI+: 359

355

ESH: 385

356

ESI+: 399

357

ESI+: 413

358

ESI+: 433

359

ESI+: 377

360

ESI+: 377

361

ESI+: 359

362

EST+: 373

363

ES1+: 371

364

ESI+: 333

365

ESI+: 403

NMR-DMSO-dg: 1.37-1.52 (2H, m), 1.85-1.97 (2H, m), 3.29 (3H, s), 3.40-3.52 (3H,
m), 4.16-4.27 (3H, m), 5.11 H, s), 7.23-7.32 (1H, m), 7.36-7.43 (1H, m), 7.46-7.54

(1H, m), 8.52-8.57 (2H, m)

366

ESI+: 373

367

ESH-: 391

368

ESI+: 458

369

ESK+: 391

370

ESK+: 389

371

ESI+: 375

372

ESK+: 489

373

ESI+: 355

374

ESI+: 375

375

ESI+: 528

376

ES1+: 557

377

APCI/ESI+: 459

378

APCI/ESI+: 526

379

APCI/ESI+: 526

380

APCI/ESI+: 517

381

ESI+: 579

382

ESI+: 517

383

ESI+: 517

384

EST+: 580
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[1767]

3 134

Data

385

ESI+: 459

386

ESI+: 474

387

ESI+: 461

388

ESI+: 487

389

ESI+: 431

390

ESI+: 431

391

ESI+: 472

392

APCI/ESI+: 457

393

APCI/ESI+: 471

354

APCU/ESI+: 475

395

APCLUESI+: 550

396

ESI+: 493

397

ESI+: 523, 525

398

ESI+: 426

399

ESI+: 330

400

ESI+: 342

401

ESI+: 343

402

ESI+: 344

403

ESI+: 344

404

ESI+: 356

405

ESI+: 356

406

ESI+: 356

407

ESI+: 357

408

ESI+; 357

409

ESI+: 358

410

ESI+: 369

411

ESI+: 370

412

ESI+: 370

413

ESI+: 370

414

ESI+: 370

415

ESI+: 370

416

ESI+: 370

417

ESI+: 371
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[1768]

3 135

Ex

Data

418

ESI+:

371

419

ESI+:

371

420

EST+:

371

421

ESI+:

372

422

ESI+:

372

423

ESI+:

372

424

ESI+:

374

425

ESI+:

376

426

ESI+:

383

427

ESI+:

383

428

ESI+:

383

429

EST+:

383

430

ESI+;

383

431

ESI+:

384

432

ESI+:

384

433

EST+:

384

134

ESI+:

384

435

EST+:

384

436

ESI+:

384

437

ESI+:

384

438

ESI+:

384

439

ESI+:

384

440

ESI+:

385

441

ESI+:

385

442

ESI+:

386

443

ESI+:

386

444

ESI+:

386

445

ESI+:

386

446

ESI+:

386

447

ESI+:

388

448

ESI+:

392

449

ESI+:

393

450

ESI+:

397
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[1769]

3 136

Data

451

ESI+:

397

452

ESI+:

397

453

ESI+:

397

454

ESI+:

397

455

ESH:

397

456

ESH+:

398

457

ESI+:

398

458

ESI+:

398

459

ESI+:

398

460

ESH-:

398

461

ESI+:

398

462

ESI+:

398

463

ESI+:

398

464

ESI+:

398

465

ESI+:

398

466

ESI+:

399

467

ESI+:

399

468

ESI+:

399

469

ESI+:

399

470

EST+:

399

471

ESI+:

399

472

ESI+:

406

473

ESI+:

407

474

ESI+:

411

475

ESI+:

392

476

ESI+:

406

477

ESI+:

406

478

ESI+:

419

479

ESI+:

419

480

ESI+:

419

481

ESI+:

433

482

ESI+:

447

483

ESTH+:

458
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[1770]

3£ 137

Ex

Data

484

ESI+:

406

485

EST+:

433

486

ESI+:

447

487

ESI+:

454

488

ESI+:

461

489

ESI+:

469

490

ESI+:

475

491

ESI+:

505

492

ESI+:

505

493

ESI+:

505

494

ESI+:

420

495

ESk+:

433

496

ESI+:

466

497

ESI+:

433

498

ESI+:

377

499

ESI+:

422

500

ESH:

416

501

ESI+:

416

502

ESI+:

417

503

ESI+:

430

504

ESI+:

427

505

ESI+:

428

506

ESI+:

444

507

ESI+:

380

508

ESI+:

397

509

ESI+:

391

510

ESI+:

392

511

ESI+:

430

512

ESI+:

430

513

ESI+:

393

514

ESI+:

482

515

ESI+;

447

516

ESI+:

417
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[1771]

¥ 138

Ex

Data

517

ESI+:

417

518

ESI+:

417

519

ESI+:

475

520

ESK+:

480

521

ESI+:

431

522

EST+:

475

523

ESI+:

475

524

ESI+:

475

525

ESI+:

486

526

ESI+:

449

527

ESI+:

487

528

ESI+:

460

529

ESI+:

495

530

ESI+:

411

531

ESI+:

411

532

ESI+:

413

533

ESI+:

415

534

ESI+:

418

535

ESI+:

418

536

ESI+:

421

537

ESI+:

423

538

ESI+:

426

539

ESI+:

427

540

ESI+:

433

541

ESI+:

435

542

ESI+:

438

543

ESI+:

439

544

ESI+:

441

545

ESI+:

441

546

ESI+:

441

547

ESI+:

441

548

ESI+:

447

549

ESI+:

453

550

ESI+:

461
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[1772]

£ 139

Ex Data

551 | ESI+: 422
NMR-DMSO-dg: 1.02 (3H, t, J = 7.4 Hz), 1.27-1.50 (2H, m), 1.77-1.93 (2H, m),
2.35 2H, q, J = 7.4 Hz), 3.03 (1H, t, J = 9.9 Hz), 3.19 (1H, t, J = 9.9 Hz), 3.57-3.80
(4H, m), 3.91-4.04 (1H, m), 4.19-4.27 (3H, m), 4.54-4.63 (1H, m), 5.05 (2H, s), 6.57
(1H, t, J = 8.0 Hz), 6.79 (1H, t, J = 6.4 Hz), 7.03 (tH, 1,J = 7.8 Hz).

552 | ESI+: 374
NMR-DMSO-dg: 2.40 (3H, s), 3.82-3.89 (2H, m), 4.21 (2H, s), 4.37-4.44 (2H, m),
5.03 (2H, s), 5.13-5.20 (1H, m), 6.55-6.61 (1H, m), 6.74-6.81 (1H, m), 7.01 (1H, t, J
=17.8 Hz), 7.17-7.27 (2H, m), 8.12 (1H, d, J = 2.7 Hz).

553 | ESI+: 404
NMR-DMSO-dg: 3.28 (3H, s), 3.84-3.91 (2H, m), 4.21 2H, s), 4.38-4.45 (4H, m),
5.02 (2H, s), 5.18-5.24 (1H, m), 6.55-6.62 (1H, m), 6.75-6.80 (1H, m), 7.01 (1H, ¢, J
= 7.8 Hz), 7.34-7.37 (2H, m), 8.19-8.22 (1H, m).

554 | ESI+: 417
NMR-DMSO-dg: 3.13-3.20 (4H, m), 3.31 (3H, s), 3.32-3.39 (4H, m), 4.21 2H, s),
4.39 (2H, s), 5.07 (2H, s), 7.00-7.15 3H, m), 7.26 (IH, 4, J = 7.6 Hz), 7.37-7.42 (1H,
m), 8.29 (1H, d, J = 2.8 Hz).

555 | ESI+: 402
NMR-DMSO-dg: 2.41 (6H, s), 3.72-3.78 (ZH, m), 4.12-4.19 2H, m), 4.20 (2H, s),
4.45 (2H, s), 4.46-4.51 (1H, m), 5.01 (2H, s), 6.50-6.56 (1H, m), 6.71-6.77 (1H, m),
6.95-7.02 (3H, m).

556 | ESI+: 412
NMR-DMSO-dg: 3.12-3.20 (4H, m), 3.37-3.45 (4H, m), 4.06 (1H, s), 5.03 (2H, s),
6.77 (1H, d, J = 2.2 Hz), 6.94-7.14 (4H, m), 7.42 (1H, d, J = 1.4 Hz), 7.69 (1H, d, J =
0.8 Hz), 8.37 (1H, d, J = 7.6 Hz).

557 | ESI+: 390
NMR-DMSO-dg: 3.39 (3H, s), 3.79-3.86 (2H, m), 4.20 (2H, s), 4.29-4.37 (2H, m),
4.87-4.94 (1H, m), 5.02 (2H, s), 6.35-6.40 (1M, m), 6.57 (1L, ¢, J = 8.0 Hz), 6.77 (1H,
t, J = 6.4 Hz), 7.01 (1H, t, J = 7.8 Hz), 7.29-7.35 (2H, m).

558 | ESI+: 417

NMR-DMSO-dg: 3.13-3.19 (4H, m), 3.30 (3H, s), 3.33-3.40 (4H, m), 4.21 (2H, s),
4.41 CH, ), 5.08 2H, ), 7.01-7.15 GH, m), 7.31 (1H, s), 7.99 (1H, d, J = 1.4 Hz),
8.29 (IH, d, J = 2.7 Hz).
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Ex Data

559 | ESI+: 392

NMR-DMSO-dg: 0.81-1.09 (2H, m), 1.59-1.75 (3H, m), 1.98 (3H, s), 2.39-2.52 (2H,
m), 2.93-3.03 (1H, m), 3.58-3.65 (2H, m), 3.77-3.85 (1H, m), 3.93-4.01 (2H, m), 4.21
(2H, 5), 4.34-4.42 (1H, m), 5.01 H, s), 6.46-6.52 (1H, m), 6.69-6.74 (1H, m), 6.97
(1H, t,J = 7.8 Hz).

560 | ESI+: 406

NMR-DMSO-dg: 0.82-1.04 (5H, m), 1.59-1.78 (3H, m), 2.29 2H, q, J = 7.4 Hz),
2.37-2.49 (ZH, m), 2.89-2.99 (1H, m), 3.57-3.65 (2H, m), 3.79-3.89 (1H, m),
3.93-4.00 2H, m), 4.18 (1H, s), 4.34-4.43 (1H, m), 4.98 (2H, s), 6.44-6.52 (1H, m),
6.67-6.74 (1H, m), 6.97 (1H, t, J = 7.8 Hz).

561 | ESI+: 418

NMR-DMSO-dg: 0.63-0.75 (4H, m), 0.83-1.07 (2H, m), 1.56-1.80 (3H, m), 1.89-2.00
(1H, m), 2.38-2.59 (2H, m), 2.99-3.11 (1H, m), 3.57-3.65 (2H, m), 3.92-4.01 2H, m),
4.18 (1H, s), 4.19-4.22 (2H, m), 4.98 (2H, s), 6.44-6.52 (1H, m), 6.67-6.73 (1H, m),
6.97 (1H, t, J = 7.7 Hz).

562 | ESI+: 422

NMR-DMSO-dg: 0.85-1.09 (2H, m), 1.62-1.76 (3H, m), 2.38-2.59 (2H, m), 2.87-2.97
(1H, m), 3.27 (34, s), 3.58-3.65 (2H, m), 3.72-3.80 (1H, m), 3.93-4.11 (4H, m), 4.20
(2H, m), 4.30-4.38 (1H, m), 5.00 (2H, s), 6.45-6.52 (1H, m), 6.68-6.74 (1H, m), 6.97
(1H, t, J= 7.7 Hz).

563 | ESI+: 436

NMR-DMSO-dg: 0.83-1.52 (2H, m), 1.60-1.75 (3H, m), 2.37-2.58 (5H, m), 2.90-3.00
(1H, m), 3.22 (3H, s), 3.53 (2H, t, J = 6.4 Hz), 3.58-3.65 2H, m), 3.85-3.92 (1H, m),
3.93-4.01 (2H, m), 4.18 (1H, s), 4.34-4.42 (1H, m), 4.98 (2H, s), 4.45-4.50 (11, m),
6.67-6.73 (1H, m), 6.97 (1H, t, J = 7.8 Hz).

564 | ESI+: 428

NMR-DMSO-dg: 1.08-1.19 2H, m), 1.53-1.64 (1H, m), 1.70-1.80 (2H, m), 2.41-2.51
(2H, m), 2.62-2.72 (2H, m), 2.84 (3H, s), 3.53-3.65 (4H, m), 3.94-4.01 (2H, m), 4.18
(1H, 5), 4.98 (1H, s}, 6.44-6.52 (1H, m), 6.67-6.73 (1H, m), 6.97 (1H, t, J = 7.8 Hz).
565 | ESI4: 447

NMR-DMSO-dg: 3.05-3.12 (4H, m), 3.28 (3H, s), 3.41-3.47 (4H, m), 3.59-3.63 (2H,
m), 4.18 (11, 5), 4.28-4.33 (2K, m), 5.04 2H, s), 6.19 (1H, d, J = 2.2 Hz), 6.59-6.63
(1H, m), 6.98-713 (3H, m), 7.81 (1H, d, J = 6.1 Hz).

[1773]
% 141
Ex Data
566 | ESI+: 417
NMR-DMSO-dg: 3.10-3.15 (4H, m), 3.36 (3H, s), 3.49-3.55 (4H, m), 4.15 2H, s),
4.39 (2H, s), 5.04 2H, s), 6.82-6.86 (1H, m), 6.91 (1H, d, J = 2.4 Hz), 7.00-7.14 (3H,
m), 8.15 (1H, 4, J = 6.1 Hz).
567 | ESI+: 392
NMR-DMSO-d6: 0.81-1.09 (2H, m), 1.59-1.75 (3H, m), 1.98 (3H, s), 2.39-2.52 (2H,
m), 2.93-3.03 (1H, m), 3.58-3.65 (2H, m), 3.77-3.85 (1H, m), 3.93-4.01 (2H, m), 4.21
(2H, s), 4.34-4.42 (1H, m), 5.01 (2H, s), 6.46-6.52 (1H, m), 6.69-6.74 (1H, m), 6.97
(1H, t,J=7.8 Hz).
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Data

843

ESI+:

164

844

ESI+:

430

845

ESI+:

416

846

APCVESI+: 317

847

ESI+:

265

848

ESI+

: 156, 158

849

ESI+-:

168,170

850

ESI+:

158, 160

851

ESI+:

304

852

ESI+:

853

ESI+:

854

ESI+:

855

ESI+:

856

ESH+:

NMR-CDCl;: 1.44 (9H, 5), 1.51 (3H, s), 3.81-3.87 (4H, m)

858

APCVESI+: 354

859

APCIESI+: 368

860

ESH:

150

861

ESI+:

474

862

ESI+:

403

863

ESI+:

41

864

ESI+:

455

865

APCI/ESI+: 453

866

APCVESI+: 387

867

ESI+:

398

868

APCI/ESIHH: 401

869

ESH+-:

303

870

ESI+:

303

871

ESH+:

331

872

ESHH+:

331

873

ESI+:

874

ESI+:

875

ESI+:
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Data

876

ESI+:

329

877

ESI+:

319

878

ESI+:

347

879

ESI+:

372

880

ESI+:

386
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ESI+:

402

882 .

EST+:

883

ESI+:
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ESI+:
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ESI+:
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ESH-:
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ESH-:
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ESH:
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ESI+:
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ESI+:
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ESI+:
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ESI+:
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ESI+:
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ESI+:
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ESI+:
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ESH:
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ESH-:
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ESI+:

904

ESI+:

905

ESI+:

223

906

ESI+:

193

907

ESI+:

193

908

ESI+:

232

909

ESI+: 232
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Rf Data
910 | ESI+: 193

911 | ESI+: 400

912 | ESI+: 428

913 | ESI+: 360

914 | ESI+: 289

915 | ESH-: 327

916 | ESI+: 341

917 | APCVESH: 273

918 | APCI/EST+: 287

919 | NMR-CDCl;: 1.80 (1H, br), 3.26 2H, t, J = 5 Hz), 3.73 2H, 5), 3.77 2H, t, J =5
Hz), 7.00-7.02 (1H, m), 7.45 (1H, d, J = 2 Hz), 7.56 (1H, s), 7.63 (1H, d, J =1 Hz),
8.08 (1H, d, J =7 Hz).
920 | APCLEST+: 341

921 | EST+: 404

922 | ESI+: 209

923 | ESI+: 223

924 | APCU/ESI+: 247

925 | APCVEST+: 261

926 | ESI+: 303

927 | ESI+: 361

928 | ESI+: 140

929 | ESI+: 138

930 | APCLESH+: 249

931 | APCI/ESI+: 263

932 | ESI+: 166

933 | ESI+: 336

934 | ESI+: 335

935 | ESI+: 337

936 | APCI/ESH+: 149

937 | APCU/EST+: 163

938 | ESI+: 319

939 | ESI+: 388

940 | ESI+: 402

941 | ESI+: 369

[1785]

[1786] 7] AAele) WA BASA o], 37] Eel tEhil: AAd HFRS A7 dgshs QRS Agatel A
=i

- 242 -



[1787]

£ 152
Ex | Syn Structure Ex | Syn Structure
N/Q\/OTH\H/NHz OY\NQ\/O N _NH,
568 568 | Pood o fsee| 3 TVT T
N7 o H NH, HE .~ ] NQ\’OWHTNHI
s70| 2 | ) It 4 s 2 | A
L-TA LTA
NQ\/O R, nh, OTH\R’NH‘
s | 12 ~ LYY s | m2 ~ WA & 9
Ho N LA N cH, L-TA
N OTHYNH, N/@\,OYHYNHZ
574 | 12 /L/YO/O F O NH 575 112 S O'O F O NH
HeTN LTA N” CH, LTA
Ao M, Lo Hw,
576 | 12 | weJO T L (577|102 H,C}j/\j/\oﬂ >0
i
N~ L-TA Z L-TA
H
(\N 0 N\H/NH’ o N _nu,
578 | 12 gifi]/N\/) CTTL s | e -~ Li::T TT .
s LTA g
&, N LTA
N/QVOTHYNHZ oy o\‘rnwrm-z2
580 112 Hscf\g/\o/tf F O NH 581 112 7y (4] F 0O NH
N~ LA N~ LTa
N oM NH, N/@\/C‘YF‘YNH;
582 112 |, com gL TE Ny | 583 112 | ye0nn ST T
5 X
N LTA Z LTA

- 243 -

5

10-1879011



[1788]

153

Ex | Syn Structure Ex | Syn Structure
HJC o
o N m Q\/ R
" 2 N o NH,
584 | 1m2 o Y T0N | sss| 2 D0 T
s LTA L-TA
EJ@VOTHYNH, "
.
586 | 112 o™ k0 WM ls5g7]| 588 Ny J?\,o H_au
N ﬁgﬁ n SWLs oS & "
n NH.
N E o : /E;\ o R_nu
588 | 588 1 ISh: LTI P el 2w
HO)O’/(Nj/ L-TA
2 1 1
N O NH, H,ET O /@\,0 NH,
s90 | w2 |, LT TR | 12 W e e
L-TA L-TA
)C\Hg Q\/ " LNEN
HET 0N O N__NH, HN_ o N wu
s92 | 112 AT N (593 | 12 (OWs n et ht
L-TA L-TA
H 0.
O.__N,_NH, ™
ya ) Wof ., HN /@\/O i NH,
594 | 112 ﬁ@” o M| ses | 112 1 OWE e i
o ',;.‘ L-TA L-TA
H Lo}
Q@er"vr“”* L J@\,
F S NH He' N o H_nm,
596 | 112 ﬁ@“ > M 197|112 O 8 T
[s) H L-TA
ot 2L
O F O NH H.C = 0. N _NH.
598 | 112 ﬁﬂ SRR RN \'CLO,C/" AR ke
o l:l L-TA
CH,

- 244 -




[1789]

[1790]

¥ 154
Ex | Syn Structure Ex | Syn Structure
oy’ m/@“wﬁr"“z
o. NH,
ooz | TN e | 2 ﬁn\) Pl
ch_(N;Q/ L-TA o )N
HC
QVOYHYNHZ \LN’QVOT“TNH:
602 | 112 @oﬂ t 8 Ty | e03| 12 ﬁ° F 0 NH
H.C N’ L-TA o} N LTA
s CH,
NS N OTHTNH“ Nas NIQ\/O i NH,
6od | 11z | SN O 605 | 12 | UL, ICRaR S
L-TA L-TA
N o H_wm, RC.» y Q\,QTHTNH,
606 | 112 Hp);)L,oV):r L0 L |e07] 112 I LT TN,
L-TA L-TA
e ™ Ao M,
608 | 112 | O,Q I O L R RN of) g g
Sn LTA NP LA
o H_nn /Q\,o A _wn
oy N oy
s10| 12 | O’Q PO e | 112 Q/L oo
/ L-TA |\/ L-TA
H,C™ N
/QVO n NH, N/©\/O n NH,
12| 112 O/Q" 700 o3| m2 IR
HeLOy N LA AN
o 00 L-TA
¥ 155
Ex | Syn Structure Ex | Syn Structure
/Q\/OTNTNHZ O o ﬁ NH.
614 | 112 ﬁ“sﬁ::rl:” F O NH [615] 615 | pn O,[:V I T
H,C ?)r’ L-TA LTA
,Q\,o Honu /Q\/ 8
2 0. NH,
616 | 615 ﬁoﬂ D700 e7| 3 e ~ATTTTT
oy LTA 2:2*«@/
Q\/OTNTNHZ NS OT“ NH,
618 | 112 cH, F 0 NH 619 619 a gt S
HC)\n/N L-TA ((\)N N
o] PA
oS o™ ey ™
620 | 619 » T 621 | 619 (R I
C‘ PA HC N PA
K\N o M NH, N/\j/@\/o\n,“ NH,
622| 619 AT TN 623 e19 (e e o
H,C'o\/(uj PA H’CIN i

- 245 -

5

10-1879011



[1791]

3£ 156

Data

568

ESI+: 389

569

APCI/EST+: 426

570

APCI/ESI+; 358

571

APCUESI+: 372

572

ESI+: 388

573

ESI+: 388

574

ESI+: 416

575

ESI+: 416

576

ESI+: 416

577

ESI+: 388

578

ESI+: 403

579

ESI+: 374

580

ESI+: 402

581

ESI+: 414

582

ESI+: 404

583

ESI+: 432

584

ESI+: 412

585

ESI+: 457

586

ESI+: 471

587

ESI+: 487

588

ESI+: 501

589

ESI+: 485

590

ESI+: 513

591

ESH-: 418

592

ESI+: 432

593

ESI+: 459

594

ESI+; 473

395

ESI+: 487

596

ESI+: 501

597

ESI+: 473

598

ESI+: 487

599

ESI+: 390

600

ESI+: 426

- 246 -

[

10-1879011



[1792]

[1793]

¥ 157

Data

601

ESH:

417

602

ESI+:

388

603

ESI+:

404

604

ESI+:

399

605

ESI+:

427

606

ESI+:

402

607

ESI+:

402

608

ESI+:

441

609

ES[+:

441

610

ESI+:

402

611

ESI+:

441

612

ESI+:

422

613

ESI+:

454

614

ESI+:

421

615

ESI+:

376

616

ESI+:

390

617

ESI+:

445

618

ESL+:

420

619

ESI+:

375

DSC &Y

I3 24 2£:1974C

620

ESI+:

359

DSC &Y

I3 24 2£:184.7C

621

ESI+:

387

DSCE Y

I3 24 25:1730C

622

ESI+:

417

DSCEY

I3 24 2 :207.8C

623

ESI+:

445

DSC &Y I3 24 2=:204.0C

AYY o875
(De] g3t === 19

T ST

o

o] o

| =S

VAP-1 A8 A& 7HAA, VAP-1

— 247 -

5

10-1879011

| S A Z=A AHS



	문서
	서지사항
	요 약
	청구범위
	발명의 설명
	기 술 분 야
	배 경 기 술
	발명의 내용
	해결하려는 과제
	과제의 해결 수단
	발명의 효과

	발명을 실시하기 위한 구체적인 내용
	산업상 이용가능성




문서
서지사항 1
요 약 1
청구범위 3
발명의 설명 9
 기 술 분 야 9
 배 경 기 술 9
 발명의 내용 12
  해결하려는 과제 12
  과제의 해결 수단 12
  발명의 효과 13
 발명을 실시하기 위한 구체적인 내용 13
 산업상 이용가능성 247
