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-Q2-ZRE-S-U-Q-2LR)%E-1-AHBR L) XX)-5-2 4
~T-(3-RAR) -3, 5-= H~4H-vbek 5 [3, 2-d] o2 —4-BR);
2-(5-(-Q2-2TR)%RB-1-ABE) -1-E-REXL)-5-T 4
=7-(3-RA L) -3, 5-= K ~4H-wbes- 3 [ 3, 2-d] Eok —4-8A;
-(5-(-G-2RR)%kE-1-AnBE)-2-E-RAXL)-5-T 4
-T-(3-R A K) -3, S-= S -4H-wbeg5F 3, 2-d] R -4-8;

14
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2-(5-(4-G-RAK)RE-1-AmBE) - - E-AAEXK)-5-FL
~T-E-F@ A -3, 5-= f-4H-ve& 3F [3, 2-d] o 48R ;
-Q2-THRAE-5-U-2-RTHR)RE-1-AHBE) XX -5-FX
—7-iE-& -3, S-— S -4H-veg 5F [ 3, 2-d] *EoE -4-FF;
2-(5-(4- -2 TR %B-1-EmB X)) -2-E-REAXK) -5-FX
~T-E-F& -3, 5-= - 4H-wE F [3, 2-d] ER -4 ;
2-(5-(Q2-TERE4-G-£RA)RE-1-EBBE) X)) -5-FX
~7-E-F -3, 5-= f-4H-wbeE IF [3, 2-d] HoR 4B ;
2-(5-4-G-£RA) %kB-1-AmBE) - E-AAXK)-5S-F X
~T-E-FE-3, 5-= & ~4H-vtkot5f [3, 2-d]) Foz -4 A ; |
2-(2-TEAS-U-(BEATR)RR-1-RmBtR) XX)-5-F
X -T-E-RE-3, - F 40—k H [3, 2-d] e -4-BR;
2-(5-(4-(BHEATR)RZ-1-RHBE) -2-E-AEAEK)-5-F
E-T-E-FE-3, - f 408 [3, 2-d] "Hog—4-5;
-(2-LHRE-S-U-Q-LBHEEATR)RE-1-ABBE) XL)-5-
W R-T-E-FE-3, S-= & -4H-vke& F [3, 2-d] EoE 4R ;
2-(5-U-Q-LE AT R)Rr-1- LB R)-2-E-HEXL)-5-
R -T-E-RE-3, S-= R -4H-vkeE 5 [3, 2-d] EBeE -4-FA;
2-(2- LB A -5-U-(QH-wwed -5- A FR)RE-1-A R L) X
B)-5-FR-T-E-RE-3, S-= F-4H-vtkeg H 3, 2-d] o -4-;
S-H A -2-(2-E-RAE-5- (G- - (H-we-5-%) TH) %kB-1-
AaBi) XA)-7-E-FHE-3, S-= §-4H-wbek5F [3, 2-d] Eog -4-F;
2-(2-Z R A -5-(4-(1H-wep -5- A F R )k -1-E BB L) X
#)-5-F K-T-E-RE-3, 5S-= & ~4H-wbwg- 5 [3, 2-d] Eog-4-M;
5-F A-2-(2-E-REE-5- G- (LH-w=-5- X F 1) ko -1-X 5
BLik) XK)-T-E-RK-3, 5-= f-4H-wbd 5 [3, 2-d] # o2 -4-8;

15
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AEEERFETRESHELPBENCY (FloKEH).
EH—FaF, AAAR{HNEXN(DOREY, RALGFLETHE
e kT E. TAX(2). Q)R@We#H, 2H&X (D)Lew:

|
RO HNT ) N R? R®
~ / HN\ 7
N R
R3
i )
(2): X = SO,Y

(3)3 X = NH2
(4): X=CN

L PR, R RFRWEALTHZTL, BXKAHKBER. AAXKE
A, BYRAREZFRT, KA A T. X (2 LédE X (B) o4 (&
PRFRWwREAMGZL) HIEHERA N, BFAOCEERT, AL L&
ER Y, #lwC-CHAEE., — AT, DMFR K ¥t 471-24/ 8, 4 A
F26905), REANREGALET, BEEGEZ =LK, dMEFh&HE
BE . ETF R PR AHKC=NR" (NR"RY) A HC,-Cru k69 X (1) 44
W, THETAKLS D THRAEAHELRTRERA. THAAEL
KEEF, Hldo PEMTE, £-20CF0CTF, RafHHCI A KL E £
Aeth, BEAOCEFST, A RABRERALG FRIKL E
LM BEREE, kTRIERLE.

KX)ot HE X (6). (T)RB)IEHWHRE:

WY 1A, X
R® S v R® O R RS v
(6 Q) (8)

(AFPRmRAWMGENL, MYREARERT, KRR T), £4)
WEOCEETRT, EHHAKREMNT, #ld— K FHEXTHF, #171-24
Ef, A EHRXG). (MRS, EANRESHEET, 4

16
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W, MMEFREEGE . X (6)gmEtR. X (7) 65K & A,
X B)HBEARRATEN, A THALREHNESREFEHKA.
TR RAAEEASL S EEn-Bu,SnIC1I8FET, EEOARET, £
EAGBREEMNT, HlePTEF, £X @) GRENSESH ENaN R E,
AR LT AR Rk it A Y.
FAAETHEAS, THHARXO). 10)FADLEH, £HE&X
(2). (3)# (1) o!m:

\ 9): X=H
N 10): X =NO
R HN™ 7 s 10y X = Br
©/‘\\N
R

20

(B FR. R RARDWRAETHZL, mXKEAA. AAXELR).

THAKFHBERFAFTAEEARAG S EF &, KK (9) EH kH
HXQQ) e, Pl REAREAARTH, AIALAOCEELET, |
BREBAM3-240 0, REEAM.

THRCR A m %k, FleEBREMNTHRLEALER, X
FAGADZERMEAES, ZRAFEGX (10)GAHELEY, 55
WK AE X (3) 09 k.

A A AE150-200CTF, ESHEFBHAEMN T, #lel-FE-2-
B3 E, YACUCNE#:%, MX (1) R LA HHF &KX (1) HRA
a4, ‘

THARERXTEIRRG RN CRALFT X, 2HMAKX (12).
(13)#(14)4%\%%%%%(91). (10) #= (11) 4&.4-%:

!
|
H,N N
o ) (12):X=H
1 OJI%R (13): X = No,
Nﬂ (14): X = Br

N 5
| R
= 10

X

17
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(PR, R RFRRLENHZL, mXRAR. HAXELR).

BEARESFHGEET M, H450-150C, ERIBKNGHFLE
T, EESHEMTT, Flieb KOC-CEREE. K. RLEBRERT
By, #HATHRARE. B, Hlde, THALEEZAOSKANAR T, &
AR A W, B4 2CRACH . B BL47 - T BE47, &2 X (12)-(14)
o, HiEAEOCERARAET, AR-TEY, A&R-TE4yLHE,
k TARIRACAER.

EFFXOQOLEM (TR, RFRDRALTHZL, WRRAKE),
EBEEHFAERGH, TARIERTIAX QDS T /ER.
THRAMHFAREFRRLELG 54, TRALKER, ot f4ER
m%E, £-10CEEERT, £ifwCHCLZEGRLEMN T, £ AN-L
W B (NCS), XA mE, BERT, ELEANHELT,
FAALELBETHS, SR mE, BOCEERT, A XOE
KEff, # A8t FE AR (HgO).

T AKX (15) A (16) . (17) & (18) 654b4-4 & # & X (12) - (14)
1L a-:

RO
coy
0 1
ng
2 N
2
pas s
HoN )
R (16): X=H
(17): X=NO, 10
(18): X=Br
(15) Y=0H =X, @ —,%-

EFR'. R RFRALTHZN, AXKEAR. HEASGELR,
BYRAAZAEAIRERT, KARRT.

BEBEIAFALEN. EXKTOREGEN, ik TARE
RFEBRA, A SPRIEZLAEBENGALT, AsEE
AT, HX(16)-(18) 5 & (Y=OH) # TR L HBEASR, £ 5
BIZBR R, BEAAEZHAMFABER(16)-18) (Y=C1), £t ¥4
HABRMBI FHH) GFR MG ANRE, A= CEAAET, T

18
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ME S md-— P ALkt OMAP) Z 2L MG ALET, EMKRL
KEGEMNTP, Hle—R PR, E0CETET2-6.0, TAX(15)H
AP BB R &, X (16)-(18) 4R & K (Y=0H) Z 7 £ 5, &K T#
AXEKF Lot iik, AXU)HLEHEHEF. Fld, THA
% THFARFGHELMERNG LT E, MWK (16) 8514 A B3k %
FXAN ALY, BEREBFTHEALHBERIKAAEE, AR
BANMRT, PlokiBX =R LK, KE=RCL&%, £-10CEER
T A71-240 5,
TTAHATE, KX (20) 4% k44X (15)1L6-4:

R' O R" 0
2 ! 2
R N \/u\ NH, R N \)J\OMe
:[ 3 | (OEY)

R” "CN R™ "CN
(9) (20)

(X PR, RFRwELTHLZL), @K K (20)1E%4HE A
xf p g X, (19) ) BLi A 6, IF 3 & R AL X (19) 694644 7 A L& 3R,
THRERZEMNIKPHR, kA Ky, EERZEI0CT, £4%
AR oG RACAG B ERZT, TRBEENHX.

BREEBGALT, EELAERNT, HlwsdKC-CHREEXRT
MF, EFSOHERETRE, #450-150C, A REEFHRLEL.
Hit, #lde, THAEBREZANRY, AAFELCERIRT BTG
#a, 8K (0 0bsd, RTRFMHER, KiEEOCT, £CT
B, %A UEA.

TR (21) F (22) 4% k41 & X (20) 4649

, OMe R._0O
HCIHE:\[O((OEQ I

SR eN
(21)

£ PR, RFR R L6952 L,
BEEBREXRGRLY, RALBATE Y, Al BANE
BOAEET, EEET, #FEXQDAQANMASHZ NG HLSEE

(22)

19
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1-3K. RQLHXEWRTEY, RTAHERY, AT HFERE
e BRI kB B IKF.
TR (23) F2 (24) H40EH R & X (22) 69
O
R CN RZ)LOR
(23) (24)
EPRFRRAFTHZL, BERAC-CHE.
THLAE-TSCEERT, AAX(24) &P HEX (23)4H
BRET, mAZREAX Q)L HBILR B, TH A RS,
Bl REMH. AFE_FERIENHELE (Li. NaXKHMDS) X =H# &
AR AL (LDA), HELDA, EAKRGEAZEMNF, Hlw Antws,
ERXBAR-TSCEOCHKRET, TRAX QIS T TERE TH

o )4k 69 B K.
TH AKX (25) Bidd, REE&X ()b Y:
HoN i i,‘?
R © Vais

N
H RS

R
@5)

A ¥R, R RAREEALFHEZL, AR AR EZLHER
R°, RAXHAR MWK,

BEAIALABRIBGELT, EZELNEN, #lsKeC-Ch
E. K. ARG BREILHEY, EAHHEREAT M, #450-150
T, A#FKACRE. B, Hld, THRAELARKRGEZNR P, #
RAMRKENE, HleEEA. BRFIRTHY, LEXO5H
aY, A TRIFHLHER. RAXARY ARG EHZ, SRLARK,
BATABRENFLERT, BX QO KBEAARE AR EGRR.

T (15) F= (26) 854049 £ 41 & X (25) 49

o g R*0
!

HoN ) coy
| )—R? :
HoN

R3 R16

(15) @9

20
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Y=OHX B %

AR R, R, RARWRALTHIN, AYRKEALAAXRR &
BT, hEKLT.

BEALAALIEAL Y. Eiﬁk‘l’&ﬂﬁvﬁ’]ﬁ%ﬂ 4. i I B8
SREHE, EZ P RFTRXEILGHEEEMNGAERRZT,
EERIWNABET, #X (26) 58 (Y=0H) # X AR B e BA R,
kAT HRAL. BFHALETOMFHBRER(26) (Y=C1), £d ¥
ek BME YY) R A, Pl LEGALET, &
Fobk oA i d-— F B A DMAP) LM @ A AT, EHREK
BEMP, Hlw_f PR, A0CEEERT2-6/0H, TAX(15) LG
WA BE R K. X (26) 4R &P IR (Y=0H), T X (16) #5449 (X=H,
Y=0H), #lAALEXKT Lot Fik, 5 HLEKH.

X (G, AAERFE, THAEGEGESRESF, RELTY
Lk, N TR SEHFAREYR, ERAFEXNPREFH L&,

E X (5),(5a) e, RFRAREFENMESGERR T —RK
AR (R4 Bl 4637 60 2 3L) RAR vk X &k i A, TAX 27) 14
B 5 5 b

HN N—(CH,),Z P—N N—(CH,),Z P-N NH
(5a) 27 (28)
==Oo 41
Z=CF,~ 1’ % 0H P=f# %

L PZAXEACE. #AXRKE, KERRT, BPRAELINKY
X, HleF R, FAZEL (Cbz) R®TAKEE (Boc).

TEESMAERG L4T, RRABCAEGEE, EGZENT,
Pl FEEXLE, £FRT, #AXQCNAKEH FHFTERTRAEL
(Cbz) A At # 1, FH X Ga) st Eegisdh. TERBEHT,
#RAAKGHCIR R TR, EERFHEMN T, #ldm Sokah =K
Wit, AERT, LAKXQCNDAEGH TRT AKLK (Boc) AH MWk,

21
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FRXGa)shmsr e, XQ@NORESHF, TadHEN-RREL
%A, AASACE. REAIRAAAGESRA RIS, MK (28)#
I-FRRERI-RTEAELASGRE RN E.

£EgX (5) 5b) 4, AFRFREREMNBEGNRET—R
T AR (R4 B 26 87 89 2 5L, FF 4 1H- (wg e —5-38) 35 B BuAX) BRAX 69 ok
BARKEARA, THX (29) &% 5ok

N\ N. /N N.
HN,  XCHi(" N P-N  XCHi" N
/ " N-n N N-N
HI Ph3C
(5b) ' ' (29)
X=CH,N o
n=04 P=tR ¥ ik

EFXAXAAPREARERT, BEPRAZSHHEYE, #id, &£
#RT 8/ E K (Boc).

HBHEXQHLEHTHRTAEL Boc) = EAFER(ZXKFHK)
AA, TABHLEHAT, EAASKGHCIRN=ZRTE, £IERTFEM P,
Blimvg fvkvh, BERT, EHABERE FTHRAN T S0 1H-vwed 6
HETREE A, 3 X (5b) 9t megi,

T (30) fL6-9 k41 & X (29) 49

P—N X(CH»),CN P—N NH P NQ CH
2)n ) (CH2),OH
(30) @an 32)
=CH, .
ne0d P=f:47 %
3 F X AP e F 2L 8 69 L.

BEHRIM=TEAGAE KA, EBREENT, HEFTE,
AERBEET, #EXG0)AALA, FEX(29) At Hegvng
6%, THAN-RAKKER, AL ARALAAGE S RAGLY,
MR B HI-RTAE RS, XARFRELCEGER, HXGDHY
RETRABTAREALA, 2 H A E&X (30)4L4%. X (31)#(32)
GRIEMR, RTEH, RTHAERGESRER, BT L6 LK,
55 TR

MRESGESLT &, VloBEENERBEFLEHER, 5 B4

22
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HX(D)-(B). (9)-(15)#(19)-(22) RAG AKX AMFHEH.
THRAEMESHBRERRXLVGLEY, iR, ZH.
+TF. 25m. 2RE,. 2%, AXFXEZLH (CEFHKRA. LAA,
R TAEKIKRA)LY,
ATEELHAGBEFALETRAGEBRET FEATAL, X1)
ook, 2HXETHE, AFRAEFHARTFEL (TOXT) &
EMO0.1-400F LWEEA. A, s TRBHRFEL, EAMARMNK
BKEASA0.05-200E L egERALY, EEENERFLETHETHR
FHRBARP, AL —REAMEGLYH, FX-KAFK. FE2H
wHeHiE, BFREREEL SEAEL-HNETRAEMN0 01-100E L8
REA., LhE GCAEFRRZANGLHETE, LAHRESEA
BE, FHEMAERLEZNGFE. KEpPREMAE., EXHMEL
FHRAGEH BN, 2R TRALMGH T, L PSR H
THEBETRAMNMEY, TEMNZTOELEALNGILEA,
ETALRGERA, TERAAX(DKEY, ERAFHEHFLX
KBS, 5 ELHL BRI ESF R REF LS FHAK
Blde, Tk, Z2HRETLHGLSH, AR MNGRHMNB X,
Bl oo T XA, REAARERFHBAGHBX, EBRIEEHLHNRS
B, RAULAFAREFTHRAXBFRABX. ZHREH S
TEAEBFETELZEEMAN —RANE, AloEER B Phtsg
i, F-AntgHE, Pl k (vitepsol) RHHEHRESY, b
Jw A-4= 4 5 PEG-685 09 A%, NPEG-85F/FHMeiREM). KT
AEZBH XESLESY, Fel#BKA. WAR. L TREKRID K
N, 2TEZmEBYH, KAEALBASKERBXGLEY, L T4
AEECHHRE, Pl iRtmit FodERnR088, k42
B, Efit—FOFad, KANREGHAESY, LatEX
()bt AALEHFETESGE, ARBZFETEZEHFEN R
Ak,

23
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AEKAFREETRA RS FRE, Bl hEEg Axd,. X
B AL T (EKREZLEE (Prinznetal)) SR, FhE. BHKG
E., oo, FRB, BHAL BRLETFAGKRL B oEZ
HBAZETHEOARFIKREZLARAZE). AALREEAR. LFER,
FHERIE, RERERMH., TR, XAFTX. BHAW. SHHEAHR
WHER K, FAR, ARKIEN B KE 3 BT 6 KR (B 4o 580K M 42
)X (e, IAEHFETRESGE, XS LF4E—
A,

ﬂ&/‘iﬂ)%:iﬁ{#‘\(l)wA% AEEHFETREZOE, R4A L
LA EHESY, EHRETRARSGFEE BEGRESEE
B, BEZWH, FRIZFSEH(ERBZLER)CLRH. FhE. M3k
GE, Lbabkoi, KRB, HHEEL BRLETFAGRA B L

ZEBEETEOARIREYZRZE). AELEER. aFTHEH, #)

I FERIE, REMEER. PR, LAFL. BHRAW. S48,
WHOER X, HAR, ARANIED WHKE S R0 %% (Bl 4 B W 22
A4E) B 25 M I 6 T £,

H—Z @, AXPR|EBLII D (LEAX) T, b7 Fa
. MRS RER, BT, FEEZRE I%(%ﬁﬁ%%)m%
F. AhE. BHIKSGE AhBEoE, BFRB. HESL, Bikh

FTHAAGRABlEL2ELALTRGTRDIREYRAZE). Al R
ThRB RETEH, FlEFERE. RAaBRRAB. TR, AFE.
TR SHEEAW. THEBEX. FAR, URAFEAREIHE
Fohm Bl L maam) 7k, Lot umiladmiant
ERNEAZGLSEARXN S Y, REEHFETHESHE 41
F e E— A dh A,

AERFOHEEATEALFTAFGHHAGK(2)-(4). (9)-(15) #=
(25) F a4k,

ES

ETHAME LA o Eab T, EH—-FHBELALY, RAR

24
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CATRBA AL A,

Hl & £ HEH] 1

HEI-BRTAEE4-U-F-E-THR)RE(XQNEH, 1T
n=4, m=0, Z=F)

A£40-50CF, HEH £ LAN, N-=F 5 F 8L (DMF) (6 7) ¥651-
RTEABA%RE(Q0EL, 1.OTEER). 1-8-4-AAK (170E 4,
LISERR) BB EM(680E L, B.06EER)RAGMWIEIR, H4H
HEFE AIARIRIEZRERESY, FEAZTHEREKEA
FF, B3 &sh. AMMPLC, K L4 > % (ECHCL, T8
1%MeOH), 32| & & b K eyir 4% (182 5L, 66%).

IR (#E44#5) 1700 (C=0), 1176 (C-F)em™;

'H NMR (DMSO-d;) & 1.46 (s, 9H, C(CH,);), 1.58-1.78 (m, 4H,
NCH,CH,CH,CH,F), 2.35-2.42 (m, 6H, 3NCH,), 3.43 (dd, J=5.4Hz,
4.8Hz, 4H, 2BocNCH,), 4.46 (dt, J=47.4Hz, 6.0Hz, 2H, CH,CH,F);
MS (FAB) m/z 261 (MH').

& EHEH)2

ME1-(4-R-E-TR)%RE =R (X (5a) L&, H Fn=4,
n=0, Z=F)

AEETRTRHBLAZARCHEQIEN FHI-RTAEKE-4-4-K-
E-TH)%%(3.50%, 10. 4EER)GRLPLIH. EAZTHR
BRLYWELEF, HNMEtOFERMAGELY, FIOEBRKRK
#ir e (2.615L, 87%).

£ %108. 5-109. 5C;

IR (%:4%4#) 1665 (C=0), 1118 (C-F)cm™;

'H NMR (CDC1,/TMS) d 1.58-1.78 (m, 4H, NCH,CH,CH,CHF), 3.11
(t, J=6.9Hz, NCH.CH,), 3.30-3.50 (m, 8H, 2NCH,#22BocNCH,), 4. 46
(dt, J=47.7Hz, 5.4Hz, 2H, CH,CH,F); MS (FAB) m/z 161 (MH').

& EHH3

HEL-RTRAEA4-C-RLR)FRE(RCHKAEY, L T

25
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n=2, m=1, Z=F)

ATOCT, AAKGwW A% (20FE4) FPREI-RTEELAS%
% (800 %, 3.99F B R). 1-£-2-R K (0. 46 EH, 11.98EER)
Fom 847 (1.10%, 7.98EBER)GREHIR, HAFEEER, @il
HEILRIEZRAERESY, FTEAZTHERELET, REXE
& . A AMPLC, ik Lk sh4b40 =4 (JECHCL, 7 #93% MeOH), 53|
& &K G AR S (653F 5L, 67%).

IR (%64#) 1686 (C=0), 1163 (C-F)cm™;

'H NMR (CDC1,/TMS) ® 1.46 (s, 9H, C(CH;),), 1.78-1.90 (m, 2H,
NCH,CH,CH,N), 2.68-2.78 (m, 4H, 2NCH,), 2.84 (dt, J=26. THz, 5. 1Hz,
2H, NCH,CH,F), 3.40-3.54 (m, 4H, 2BocNCH,), 4.53 (dt, J=47. THz,
5. 1Hz, 2H, NCH,CH,F); MS (FAB) m/z 247 (MH").

& EHwpI4

FE1-C-RTEK) S%s 48 (X (5a) b, £ Fn=2, n=1,
Z=F)

AEBRTHRFEIGEBKER CEH) AWEARBUES) T8
I-RTEREA-4-C-RTRA) G%E GBS0 £,2. 22EFER) R4 M2
D, FEAETHRERSWAKET. HMEL,0/MeOH ¥ 2 B AT
e, 36 RAKRGIFHELESY (AT5E L, 9T%).

£ ,5.185-186C;

IR (%E445) 1069 (C-F)em™';

'H NMR (DMSO-d;) ® 2.06-2.14 (m, 2H, NCH,CH,CH,N), 3.16-3. 76
(m, 10H, 5NCH,), 4.54 (dt, J=47.1Hz, 5. 7THz, 2H, NCH,CH,F), 9.57
(br s, 1H, NH'), 9.91 (br s, 1H, NH), 11.70 (br s, 1H, NH");
MS (FAB) m/z 147 (MH').

# & EHH)5

HEI-RTAZERA4-G-R-E-7L) FRE (X CNLH, £
Pn=3, m=1, Z=F)

BRBAWNE FaMSTHME, ARI-E-3-RAaRKEI-L-2-K

26
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L, kRH &AL,

FEE T76%

IR (%k464) 1700 (C=0), 1174 (C-F)cm™;

'H NMR (CDC1,/TMS) ® 1.46 (s, 9H, C(CH,),), 1.78-1.91 (m, 4H,
NCH,CH,CH,N #= NCH,CH,CH,F), 2.58-2.68 (m, 4H, 2NCH,), 2.61 (X,
J=7.2Hz, 2H, NCH.CH,), 3.40-3.52 (m, 4H, 2BocNCH,), 4.50 (dt,
J=47. 1Hz, 6.0Hz, 2H, CH,CH,F); MS (FAB) m/z 261 (MH').

& = P16

MELI-C-(R-E-AX) HRE2 LKL (X Ga) s, L F
n=3, m=1, Z=F)

BBAHNGEZEPAFTHHRE, ARAI-RTAEL- -G R-E-
AL HRERBI-RTEELA-(4-QC-RTA) H%E, 244484
&4,

& 88%

#%.%194-195TC (Et,0/MeOH);

IR (%64 4#5) 1053 (C-F)cm';

'H NMR (DMSO-d;) ® 2.06-2. 14 (m, 4H, NCH,CH,CH,N#=NCH,CH,CH.F),
3.16-3.76 (m, 10H, 5NCH,), 4.54 (dt, J=47.1Hz, 5.7Hz, 2H,
NCH.CH;F), 9.58 (br s, 1H, NH'), 9.91 (br s, 1H, NH"), 11.70 (br
s, 1H, NH'); MS(FAB) m/z 161 (MH").

H & LB T

FEN-C-RA-2-E-F A LH L) -N-FEH K& L8 (X (20) &
4%, EPR'=CH;, R*=H, R=E-&KZ)

£ ERTHEHFAEMOH (600FF) T eh2-F A K& (33.12%, 0.30
BER) N-FEHREBRTEH 8 E (62.39%,0. 45 ) F= T 844 (36. 67
o, 0.4 B R) & FR210 0, FERKHES TELEZRODEL
K. AKQOOEN) HBEMAARRY, FATRTE (2005 7x3) &
R, FiRSGANERK NaS0,), itiE, FERKGES TEALER
EXK, FEKREMNH. AMAMPLC, A& L& H % (FECHCL, +
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1% MeOH), 3K K E&MmKaGIrAMILS W (47. 0254, 80%).

IR (46465) 2180 (CN), 1745 (C=0)cm;

'H NMR (CDC1,/TMS) ® 0.90 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.30
(t, J=6.9Hz, 3H, OCH,CH,), 1.45-1.57 (m, 2H, CH,CH,CH,), 2.03 (t,
J=T7.5Hz, 2H, CH,CH,CH.), 3.12 (s, 3H, NCH,), 3.97 (s, 2H, NCH,CO),
4.24 (q, J=6.9Hz, 2H, OCHCH,), 6.12 (s, 1H, CH); MS (FAB) m/z
211 (MH"). |

& EHHI8

FEN-QC-RA-2-TRTHE)-N-F A H K& F & (X (20) 14
%, R FR'=CH,, R*=H, R’=Zj%)

HBAWNEELAEFATTGHE, AA-RATRPN-FTEAHERT
BERERF2-RARBPN-PRAERBRCEERE, 2HE&FHEL
oM.

' 62%

IR (#:4#)) 2184 (CN), 1751 (C=0)cm';

'H NMR (CDC1,/TMS) d 1.10 (t, J=7.5Hz, 3H, CH.CH,), 2.10 (q,
J=7.5Hz, 2H, CH,CH,), 3.12 (s, 3H, NCH,), 3.78 (s, 3H, OCH,), 3.99
(s, 2H, NCH,CO), 6.12 (s, 1H, CH); MS (FAB) m/z 183 (MH').

& EHH9

FEN-(2-F A -2-B-RA\E) THA)-N-F A H K8 7 & (X (20)
4%, K FR'=CH,, R°=H, R=3-RAH)

BEREMNGERATVOME, HA-REA--RREAN-FLAH
KEPEERERF-FAAABRPN-PEHRRLEEE L, 244
LAY,

e 73%

IR (%64 #5) 2180 (CN), 1741 (C=0)cm;

'H NMR (CDC1,/TMS) ® 1.78-1.97 (m, 2H, CH,CH,CHF), 2.22 (t,
J=7.2Hz, 2H, CH.CH.CH.,F), 3.13 (s, 3H, NCH,), 3.79 (s, 3H, OCH,),
4.01 (s, 2H, NCH,CO), 4.48 (dt, J=47.1Hz, 5. THz, 2H, CH,CH,CH,F),
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6.28 (s, 1H, CH); MS (FAB) m/z 215 (MH').

F & EHEH10

HMEN-(2-RAE-2-GRATR) THA)-N-FEAHRR T & (X (20)
44, RPR'=CH,, R*=H, R°=3R& FH#k)

BEBAMNELAMTTOME, AAS-FRREA-2-REAREFN-F
AHEBRTEERERF2-AARBPN-FAHRRLELIHKE, £
B & IS

Fe 70%

IR (%£4%) 2185 (CN), 1759 (C=0)cm’;

'H NMR (CDC1,/TMS) ® 0.13-0.18 (m, 2H, c—CiH;), 0.46-0.53 (m,
21, c—CHs), 0.79-0.93 (m, 1H, c-CHs), 1.99 (d, J=6.9Hz, 2H,
CHCH,), 3.13 (s, 3H, NCH)), 3.78 (s, 3H, OCH;), 4.01 (s, 2H,
NCH,CO), 6.27 (s, 1H, CH); MS (FAB) m/z 209 (MH').

& EHABI11

FAHEN-Q-RA2-TRTHR)-N-T R HRRTE (X (20) L6
4, A FR'=CH,CH,, R’=H, R’=CH)

BRANELAPTPGHME, AA-REATEPN-ZEAHART
B AR AR F2-RAXRPN-FTAHRRIEERE, LM E&FHML
o9,

% 51%

IR (%£4%) 2182 (CN), 1752 (C=0)cm';

'H NMR (CDC1,/TMS) ® 1.10 (t, J=7.5Hz, 3H, CH.CH.), 1.19 (t,
J=7.2Hz, 3H, NCH,CH,), 2.10 (q, J=7.5Hz, 2H, CH.CH;),3.34 (q,
J=7. 2Hz, 2H, NCH.CH,), 3.78 (s, 3H, OCH,), 4.09 (s, 2H, NCH,CO),
6.28 (s, 1H, CH); MS (FAB) m/z 197 (MH').

& EEp] 12

FEN-(2-FA-2-E-AATHK)-N-LAH KRBT & (X (2001
4%, R PR'=CH,CH,, R*=H, R=E-&HK)

BERERN&EEZAATIOHE, ARA-FAXERN-TEAHFRRT
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BABERF-RARRPN-PEAHRKLEEBR L, k4447814
&9,

FE 61%

IR (%6:4#)) 2179 (CN), 1750 (C=0)cm';

'H NMR (CDC1,/TMS) ® 0.90 (t, J=7.5Hz, 3H, CH,CH,CH,),; 1.19
(t, J=7.2Hz, 3H, NCH,CH,), 1.44-1.57 (m, 2H, CH,CH,CH,), 2.03 (t,
J=7.5Hz, 2H, CHCH.CH,), 3.34 (q, J=7.2Hz, 2H, NCH,CH,), 3.79 (s,
3H, OCH;), 4.10 (s, 2H, NCH,CO), 6.25 (s, 1H, CH); MS(FAB) m/z
211 (MHY).

F & B3

T EN-C-RA-2-C-RAK) LHL)-N-TEH K& T E (X (20)
4%, R PFR'=CH.CH,, R*=H, R=3-f &)

BRBRANEZAATTGRE, HA-RE--RAREPN-ZLH
REFTEERERB2-FAARBPN-FEAHFRARCEEERE, £WE
AL EP.

FE: 50%

IR (%465) 2177 (CN), 1743 (C=0)cm™;

'H NMR (CDC1,/TMS) ® 1.20 (t, J=7.2Hz, 3H, NCH,CH,),
1.78-1.96 (m, 2H, CH,CH,.CH,F), 2.22 (t, J=7.2Hz, 2H, CH,CH,CH,F),
3.35 (q, J=7.2Hz, 2H, NCH,CH,), 3.79 (s, 3H, OCH,), 4.10 (s, 2H,
NCH,CO), 4.48 (dt, J=47.4Hz, 5. THz, 2H, CH,CH,CH,F), 6.32 (s, 1H,
CH); MS (FAB) m/z 229 (MH").

& EaP 14

FEN- (- RA-2-E-FEATLHL)-N-FRLAH R BB (X (19) 1
&%, R ¥R'=CH,, R=H, R=E-&i)

AEEBTRIFE2%BAKER GOEA) PHN-Q-RA-2-E-F £
THA)-N-FEHREBECE(6.00%, 28.53FER) G EFRER. #
MEEREMFGRES, bk _C8d%k, #36ECAKRKY
LS (3,205, 62%). MEBR TS B E®E, BEAACHCL, T
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#3% MeOH (G0E ) FB R E. KR40 H P EBK (Na,S0,), i,
HEBMKGEDTAREER, FHEXECHEKR(.31%5, 25%).

£ ,5106-106.57C;

IR (%t4-¢5) 3375, 3188 (NH,), 2179 (CN), 1660, 1636 (C=0)
cm’';

'H NMR (CDC1,/TMS) & 0.91 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.47-1.55 (m, 2H, CH,CH,CH,)), 2.05 (t, J=7.5Hz, 2H, CH,CH.CH,),
3.17 (s, 3H, NCH.), 3.92 (s, 2H, NCH,CO), 5.67 (br s, 1H, CONH),
5.91 (br s, 1H, CONH), 6.27 (s, 1H, CH); MS (FAB) m/z 182 (MH’).

& LK 15

HEN-QQ-RA-2-THATHK)-N-FAH KB (X (19) 44
%, R FR'=CH,, R=H, R’=z k)

BERENELTaMAI4FTHME, AAN-QC-RE-2-TZHATLH
E)-N-FRHEBFTEABN-Q-FA-2-E-FRATHE)-N-FEH
RBRLE, kW& HANLESD.

% 81%

¥ .%101-102C (MeOH/CH,C1,/ L) ;

IR (%64#5) 3429, 3300 (NH), 2173 (CN), 1694, 1669 (C=0)
cm

'H NMR (CDC1,/TMS) ® 1.11 (t, J=7.5Hz, 3H, CH,CH;), 2.11 (q,
J=7.5Hz, 2H, CH.CH,), 3.16 (s, 3H, NCH.)), 3.92 (s, 2H, NCH.CO),
5.90 (br s, 1H, CONH), 5.99 (br s, 1H, CONH), 6.29 (s, 1H, CH);
MS (FAB) m/z 168 (MH').

F & E#H16

FEN-(Q-FHE-2-B-RAKL) THE)-N-FRH K&K (X (19
.54, HA FR'=CH,, R=H, R*=3-#& &)

BEREMNGSEAI4THME, MAN-C-RA-2-G-RAK) T
HAE)-N-FRAHRBRTEREN-Q-RA-2-E-FAHEL)-N-FE
HRERCE, RH#&HREANLSD.
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EE T0%

1% ,6.83. 5-85TC (CH,C1,/EtOAc/ T.1%);

IR (%:4#5) 3346, 3173 (NH), 2183 (CN), 1653, 1633 (C=0)
cm ';

'H NMR (CDC1,/TMS) ® 1.89-1.99 (m, 2H, CH.CH.CH,F), 2.23 (t,
J=7. 8Hz, 2H, CH,CH,CH,F), 3.17 (s, 3H, NCH,), 3.94 (s, 2H, NCH,CO),
4.49 (dt, J=47.4Hz, 5. 7THz, 2H, CH,CH,CH,F), 5.94 (br s, 2H, CONH,),
6.35 (s, 1H, CH); MS (FAB) m/z 180 (MH'-H,0).

FE L 1T

FEN-Q-RA-2-(RAFTE) THE)-N-FREH K8 (X (19)
4%, L ¥R'=CH,, R’=H, R=3r&F L)

BRBAEMNGEAP14ATHHE, MAN-C-REA-2-GFATFTL) T
W) -N-FRHRBETPERERAEN-Q-RA-2-E-BLTHL)-N-F 1
HRABRLE, kF&FHALEDY.

F-e: 85%

£5.,%.100. 5-102C (CH,C1,/ L. #&);

IR (%:4465) 3352, 3173 (NH), 2179 (CN), 1656, 1639 (C=0)
cm;

'H NMR (CDC1,/TMS) d 0.13-0.19 (m, 2H, c-CH;), 0.48-0.56 (m,
2H, c¢-CHs), 0.79-0.93 (m, 1H, c-CH;), 2.00 (d, J=6.9Hz, 2H,
CHCH,), 3.18 (s, 3H, NCH,), 3.93 (s, 2H, NCH,CO), 5.81 (br s,
1H, CONH), 5.98 (br s, 1H, CONH), 6.32 (s, 1H, CH); MS (FAB)
m/z 194 (MH').

& EHb]18

FEN-QC-RA2-THALHA)-N-TEH R BB (X (19) 5
4, K FR'=CH,CH,, R*=H, R’=C %)

BBAMNE LA IATHHRE, ARAN-Q-RA2-Z4H
R)-N-ZHEHRBRFEARBEN-Q-RA-2-E-FALHA)-N-FLH
REBLE, kHFEFALEY.

32



01807500. 2 W o 5 ZE25/1861T

2 T7%

#%.,%89-90C (L& /Ti);

IR (%4#5) 3386, 3186 (NH), 2178 (CN), 1664, 1634 (C=0)
cm ';

'H NMR (CDC1,/TMS) ® 1.11 (t, J=7.5Hz, 3H, CH,CH)), 1.22 (t,
J=7.2Hz, 3H, NCHCH,), 2.11 (q, J=7.5Hz, 2H, CH.CH,)), 3.41 (q,
J=7. 2Hz, 2H, NCH.CH,), 3.98 (s, 2H, NCH,C0), 5.77 (br s, 1H, CONH),
6.01 (br s, 1H, CONH), 6.30 (s, 1H, CH); MS (FAB) m/z 182 (MH').

W& LHPI19

HEN-Q-RAE-2-E-RHALHE)-N-THAHRRBK (X (19) 1t
4%, X PFR'=CH,CH,, R*=H, R=iE-&HHK)

BBAMNE TR 14T ARE, FAAN-Q-RA-2-E-FLTH
E)-N-ZAHRBETEREN-C-RA-2-E-FRATHL)-N-FREH
RRUE, kH&HRANLESY.

e 90%

B E71.5-73C (L& /Ti);

IR (%64#5) 3392, 3188 (NH,), 2174 (CN), 1675, 1633 (C=0)
cm ';

'H NMR (CDC1,/TMS) ® 0.91 (t, J=7.5Hz, 3H, CH,CH,CH;), 1.22
(t, J=7.2Hz, 3H, NCH,CH,), 1.46-1.58 (m, 2H, CH.CH.CH,), 2.05 (t,
J=7.5Hz, 2H, CH,CH,CH,), 3.42 (q, J=7.2Hz, 2H, NCH,CH;), 3.99 (s,
2H, NCH,CO), 5.64 (br s, 1H, CONH), 5.97 (br s, 1H, CONH), 6. 28
(s, 1H, CH); MS (FAB) m/z 196 (MH').

%] & 5 #4120

HAEN-QQ-FRE-2-C-AAX) THE)-N-TEH R &8 (X (19)
{44, R FR'=CHCH,, R*=H, R’=3-&AKX)

BRANE TZE 14T HHE, AAN-C-REA-2-C-AAKX) T
HE)-N-ZHHRRTEREN-QQ-RA-2-F-ALATHA)-N-FH
HRELE, RF&HFELESY.

33



01807500. 2 o P ZE26/1861T

~%: 86%

BETO-T1C (TE/T);

IR (%t445) 3324, 3198 (NH), 2177 (CN), 1684, 1617 (C=0)
cm’';

'H NMR (CDC1,/TMS) ® 1.23 (t, J=7.2Hz, 3H, NCH.CH,)),
1.79-1.97 (m, 2H, CH,CH,CH,F), 2.24 (t, J=7.2Hz, 2H, CH,CH,CH,F),
3.41 (q, J=7.2Hz, 2H, NCH.CH,), 4.01 (s, 2H, NCH,CO), 4.48 (dt,
J=47. 1Hz, 5.7THz, 2H, CH,CH,CH,F), 5.93 (br s, 2H, CONH,), 6.35
(s, 1H, CH); MS (FAB) m/z 214 (MH").

F & EHpI21

HFHa-RA-5-FR-T-E-RH AL -5-5K 8K (X (15) 449, £
P¥R'=CH,, R*=H, R’=CH,CH,CH,)

$ 64 & 69 AEtOH ) #4NaOEt (0.5 M, 190F 4, 95. 71 £ R
R) FEN-(2-RA-2-E-FATH L) -N-FRH 2R B (8.26 %,
45.5TEBER) m#K £260C1. 50, A £ 5 &, KRG8 (5. 4E )
kg RAY. K GBOES) FIFH RS, 5 ACH,.CLl, (100E F+x3)
FIR, ERAGAEIEBLAK (Na,S0,), i, FEBIKGEN T ELE
BERLK. FREFHEBRT Y THCHLCLY, REHNAMA L8P T
AL B, F3EEEBRKRGIFANEH (7.6450, 92%).

% ,5.123-124T;

IR (%4 ¢65) 3353, 3181 (NH,), 1647 (C=0)cm’;

'H NMR (CDC1,/TMS) d 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.49-1.61 (m, 2H, CH,CH,CH,), 2.31 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.17 (br s, 2H, NH,), 3.83 (s, 3H, NCH;), 6.34 (br s, 2H, CONH,),
6.37 (s, 1H, H-2); MS (FAB) m/z 182 (MH').

& £ HH122

F&4-8HA-3-T K- 1-FEabR-5-FK Bk (X (15) a4, L+
R'=CH;, R*=H, R’=CH,CH,)

BRAMGSEAFN2ITGRME, AAN-QQ-RA-2-TRALH
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A)-N-FPHEARKBEBEEAEN-QC-RE-2-F-FL THL)-N-FEH
RAB B, k4 &AL,

FE: 79%

£ .5.113. 5-115C (MeOH/EtOAc/ T 1R);

IR (%£4465) 3373, 3180 (NH), 1653, 1611 (C=0)cm’;

'H NMR (CDC1,/TMS) d 1.18 (t, J=7.5Hz, 3H, CH.CH,), 2.36 (q,
J=7.5Hz, 2H, CH,.CH,), 3.18 (br s, 2H, NH,), 3.83 (s, 3H, NCH,),
6.35 (br s, 2H, CONH,), 6.38 (s, 1H, H-2); MS (FAB) m/z 168 (MH').

H & £ HH123 |

W &4-RA-3-C-ARA)-1-FERE-5-H 8K (X (15)4Le
4, R PR'=CH,, R’=H, R’=CH,CH,CH,F)

BRBAME ZAEF21IFHRE, AAN-C-A-2-G-A81)
W) -N-FRAHRBBEBEABN-Q-RA-2-E-FLATHELA)-N-FTR
HRABRBE, KF&HFELEH,

F%: 66%

5 %.124-125. 5C (CH,C1,/EtOAc/ L& );

IR (%64#9) 3347, 3175 (NH), 1642, 1601 (C=0)cm’;

'H NMR (CDC1,/TMS) ® 1.91-2.00 (m, 2H, CH,CH,CH,F), 2.50(x,
J=7. 5Hz, 2H, CH,CH.CH.,F), 3.16 (br s, 2H, NH,), 3.84 (s, 3H, NCH,),
4.47 (dt, J=47. 1Hz, 5. THz, 2H, CH,CH,CH,F), 6.34 (br s, 2H, CONH,),
6.40 (s, 1H, H-2); MS (FAB) m/z 200 (MH').

& L H124

F&4-8IE-3-R A FE-1-F A& -5-% B (X (15) 4%,
A FR'=CH,, R*=H, R=3%p&H FH)

BRAMEZAF2IFTHHE, AAN-C-RA2-GrETR) Z
W) -N-FAH RBEBEREN-C-RA-2-E-FRAZHLA)-N-FR
HRARBE, R4 &840,

e 73%

15 ,£135-137C (CH,Cl,/ L8/ T 1R ;
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IR (%64¢5) 3348, 3150 (NH), 1655 (C=0)cm’’;

'H NMR (CDC1,/TMS) d 0.11-0.16 (m, 2H, c-C;H;), 0.48-0.54 (m,
2H, c—CH.), 0.83-0.97 (m, 1H, c—CHs;), 2.30 (d, J=6.3Hz, 2H,
CHCH,), 3.20 (br s, 2H, NH,), 3.84(s, 3H, NCH,), 6.34 (br s, 2H,
CONH;), 6.47 (s, 1H, H-2); MS (FAB) m/z 193 (M').

& FL w25

A& RE-1-TE-3-THAB-5- K8 (X (15) s, L&
R'=CH,CH,, R’=H, R’=CH,CH,)

BRBRAMNEZE ETARP2ITHHE, AAN-Q-REA-2-ZHTH
A)-N-THEHREBEREN--RA-2-E-FLLHL)-N-FLH
BB, kH&F80eY.

2 89%

15294 CE M (CH,CLl,/ LB/ THR);

IR (%&445) 3367, 3178 (NH), 1608 (C=0)cm;

'H NMR (CDC1,/TMS) d 1.19 (t, J=7.5Hz, 3H, CH.CH,), 1.34 (t,
J=7.2Hz, 3H, NCH,CH,), 2.37 (q, J=7.5Hz, 2H, CH,CH,), 3.11 (br
s, 2H, NH,), 4. 28 (q, J=7.2Hz, 2H, NCH,CH,), 6. 38 (br s, 2H, CONH,),
6.47 (s, 1H, H-2); MS (FAB) m/z 182 (MH').

& 554126

& 4-RIA-5-TH-T-E-FH g -5-% 8k (X (15)1La%, £
¥ R'=CH,CH,, R*=H, R’=CH,CH,CH,)

BEBAWNELZAF2ITOHE, AAN-Q-REA-2-E-ALLH
A)-N-ZEHRBBEBERBEN-C-REA-2-E-F AL LH L) -N-FAH
RE B, k4 &FELEY.

2 89%

#5,%108.5-110C (T &/ Tkx);

IR (%£4#5) 3366, 3183 (NH), 1628 (C=0)cm™’;

'H NMR (CDC1,/TMS) d 0.96 (t, J=7.5Hz, 3H, CH,CH(CH,), 1.33
(t, J=7.2Hz, 3H, NCH,CH,), 1.49-1.62 (m, 2H, CH,CHCH,), 2.32 (t,
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J=7.5Hz, 2H, CHCHCH,), 3.10 (br s, 2H, NH,), 4.28 (q, J=7.2Hz,
2H, NCH,CH,), 6.38 (br s, 2H, CONH,), 6.46 (s, 1H, H-2); MS (FAB)
m/z 196 (MH').

Bl & EHHI27

WEA-RA-1-TA-3-G-AAAE) B -5- KB E (X (1) L b
%, R ¥R'=CH.CH,, R’=H, R’=CH,CH.CH.F)

BRAW&ELEG2ITGRHE, AAN-C-RA-2-GB-RAEH) T
W) -N-CAH BB EREN-C-RA2-E-FATH L) -N-FE
H R, RH&FALeY.

2 90%

%594, 5-96 C (CH,C1,/ L&) ;

IR (%4 45) 3346, 3179 (NH), 1629 (C=0)cm’;

'H NMR (CDCl,/TMS) ® 1.34 (t, J=7.2Hz, 3H, NCH,CH,),
1.82-2.00 (m, 2H, CH,CH,CHF), 2.51 (t, J=7.5Hz, 2H, CH.CH.CH,F),
3.14 (br s, 2H, NH,), 4.28 (q, J=7.2Hz, 2H, NCHCH,), 4.47 (dt,
J=47. 4Hz, 5. 7Hz, 2H, CH,CH,CH,F), 6.38 (br s, 2H, CONH,), 6.48
(s, 1H, H-2); MS (FAB) m/z 214 (MH').

) 4 52564128 |

HE4-Q-TEARXTEBRAE) S5-FA-T-E-FHERE-5-% 8K
(X (12) 444, K ¥R'=CH,, R*=H, R°=CH,CH,CH;, R'=CH,CH,)

105468 A, HFACHCL, B0EF) FH2-LEAEXTHRHREAR
B ELEKBF. £CHCL, BOEA) F694-RE-5-FE-T-E-FH it
®-5-H B (3.00%, 16.55FEFR). DMAP (101E %, 0.83FER)
A= CHB (4.6, 33.00EER)LEAIHRLMY, FhLRBE T
BHZRERASWLIDE. A1 NHCL (100EH#)#iZRE T, 3
vAfECHCL, ¥ #53%MeOH (3x100E 1) F 8. A48 NalCO, K& % (50F
) R AS G A IE, BK MgS0,), FdE. AATTALXERE
LK, 3 ka&eBEKR, FH AMPLC, &K L4444 =% (F£CHCL,
T 852% MeOH), 26 & BIRKAIFHEALASW (5.014, 92%). A AM
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LBLE/TRPHRER, REESM Lkttt b,

#%.,5166-167C;

IR (%:4#5) 3334, 3149 (NH), 1668, 1641 (C=0)cm;

' NMR (CDC1,/TMS) & 0.92 (t, J=7.2Hz, 3H, CH,CH,CH,),
1.47-1.59 (m, 2H, CH,CH.CH,), 1.52 (t, J=6.6Hz, 3H, OCH,CH,), 2. 34
(t, J=7.5Hz, 2H, CH,CH,CH,), 3.85(s, 3H, NCH,), 4.29 (q, J=6. 6Hz,
2H, OCH,CH,), 6.52 (s, 1H, H-2), 7.04 (d, J=8.4Hz, 1H, H-3’),
7.09-7.15 (m, 1H, H-5"), 7.51 (ddd, J=8.4Hz, 7.2Hz, 1.8Hz, 1H,
H-4’), 8.29 (dd, J=8. 1Hz, 1.8Hz, 1H, H-6"), 9.37 (br s, 1H, NH);
MS (FAB) m/z 330 (MH').

& £ 4129

HEL-FEAA4-Q-E-REXPHRANL)-3-E-F AR -5-%K5
Be (X (12) 644, 3 FR'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,CH,)

BBAWME EEFI28F6GRE, P A2-E-7 AKX TR AR K2
LAAETEA kP& ELeH.

e 91%

1% 5.136-137C (CHC1,/Et,0/ &) ;

IR (%64#5) 3338, 3159 (NH), 1646 (C=0)cm';

'H NMR (CDC1,/TMS) ® 0.91 (t, J=T7.2Hz, 3H, CH,CH,CH,), 1.06
(t, J=7.5Hz, 3H, OCH,CH.CH;), 1.47-1.57 (m, 2H, CH,CH,CH,),
1.85-1.95 (m, 2H, OCH,CH.CH,), 2.33 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.85 (s, 3H, NCH,), 4.18 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.52 (s,
1H, H-2), 7.04 (d, J=8.4Hz, 1H, H-3’), 7.12 (td, J=8. 1Hz, 0. 9Hz,
1H, H-5"), 7.48-7.54 (m, 1H, H-4"), 8.29 (dd, J=8.1Hz, 2. 1Hz,
1H, H-6"), 9.36 (br s, 1H, NH); MS (FAB) m/z 344 (MH').

#] & £ 4130

MHE4-2-TRK-5-U-CB-RAEA)%kE-1-L5s ) EFEE
A)-3-TA-1-FRabd-5-% Bt h (X (25) 4%, & ¥R'=CH,, R*=H,
R’=CH,CH,, R'=CH,CH;, R“=4-(3-RA@K)v%kE-1-£&8L)
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AERT, ERAET, 54 BA A, HEDC (214%F %, 1. 12
EER)BBEMEELART GEH) PH4-RA-3-TH-1-F A
wi-5-K Mk (125 5%, 0.TAEHER). 2-TRKA-5-G-GB-FF/ L)%
- 1- B L) AP &R (2798 4, 0. TAE B R). HOBT (151 %, 1. 12
ZER)FDMAP (18 L, 0. 15bERR)MRAEY T, HEHZRAER
W2, EATTHRWE, FAEKQ0ENS)HBHFFHES
. VAJECHCL, '} #55% MeOH (2x100E#) FH, % %465 A M EWK
K (MgS0,) FidiE. FAEPARKERELK, FELEHEK, A
MPLC e 2 ik & S64t 40 = % (36 B % . FECHCL, ' #52% MeOH, H- %2 &
CHCL, ¥ #53% MeOH), 2|3 & B ARKM4FH 1A% (310 £, 80%).
A Al AACH,C1,/MeOH/ TA ¥ % s 4 8, KR 5 L sheg o4,

£ £.182. 5-183TC;

IR (%k4#5) 3353 (NH), 1648 (C=0), 1170 (SO,)cm;

'H NMR (CDC1,/TMS) d 1.16 (t, J=7.5Hz, 3H, CH,CH,), 1.58 (t,
J=7.2Hz, 3H, OCHCH,), 1.72-1.90 (m, 2H, CHCHF), 2.39 (q,
J=7.5Hz, 2H, CH,CH,), 2.47 (t, J=7.2Hz, 2H, NCH,CH,), 2.53 (dd,
J=4.8Hz, 4.5Hz, 4H, 2NCH,), 3.05 (dd, J=4.8Hz, 4.5Hz, 4H,
2SO,NCH,), 3.85 (s, 3H, NCH)), 4.37 (q, J=7.2Hz, 2H, OCH,CH,),
4.42 (dt, J=47.4Hz, 6.0Hz, 2H, CH,CH.,F), 6.54 (s, 1H, H-2), 7. 16
(d, J=8.7THz, 1H, H-3’), 7.89 (dd, J=8.7Hz, 2.THz, 1H, H-4’),
8.64 (d, J=2.THz, 1H, H-6"), 9.19 (br s, 1H, NH); MS (FAB) m/z
524 (MH').

& EHH3]

FH4-Q-ZAE-5-(U-C-RAL)%E-1-LA 58 A) £ FEE
A)-3-B-RAE)-1-F AR --F8E(XOQ5)EY, £
R'=CH;, R’=H, R’=CH,CH,CH,F, R'=CH,CH,, R“=4-(3-®. & H)%kE-1-%
BREL)

BBAMNE LABOTHME, ARAI-EE-3-C-AFHL)-1-F
AR -5- KB R B 4-RA-3-CA-1-TARA-5-S 8k, k44
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AR AALA .

& 86%

% 169-171TC (CH,C1,/ TH2);

IR (##464) 3352 (NH), 1647 (C=0), 1170 (SO,)cm™';

'H NMR (CDC1,/TMS) ® 1.57 (t, J=T7.2Hz, 3H, OCH.CH,),
1.72-1.98 (m, 4H, 2CH.CHF), 2.47 (t, J=7.5Hz, 2H, NCH,CH,),
2.46-2.60 (m, 6H, CH,CH,CH,F#22NCH,), 3.06 (br s, 4H, 2SO,NCH,),
3.86 (s, 3H, NCH;), 4.37 (q, J=7.2Hz, 2H, OCH.CH,), 4.42 (dt,
J=47. 4Hz, 5. 1Hz, 4H, 2CHCH,F), 6.56 (s, 1H, H-2), 7.16 (d,
J=9.0Hz, 1H, H-3’), 7.89 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.62
(d, J=2.4Hz, 1H, H-6"), 9.20 (br s, 1H, NH); MS (FAB) m/z 556
(MH").

& EHH32

W &E3-KAFTHR-4-C-TRHA-5-(U-GB-RAKX)%kE-1- A58
E)EF BRI -1-F B -5-% 8k (X (25) L4, £ FR'=CH,,
R=H, R=% & FA, R'=CH,CH,, R"=4-(3-RAX)%E-1-tLaimit)

BEREMNELAPSOFT A, MA4-KEA-S-KAFTEA-1-FE
Wk -5- R B R EA-RA-3-L A -1-FRE-5-K B, kR &47
HMALEH.

e 91%

3%.,5.198-199C (CH,C1,/ T8 );

IR (%64¢5) 3359, 3288 (NH), 1642 (C=0), 1170 (SO))cm™;

'H NMR (CDC1,/TMS) & 0.09-0.14 (m, 2H, c-C}H;), 0.45-0.51 (a,
2H, c-CH;), 0.83-0.97 (m, 1H, c—CHs;), 1.57 (t, J=6.9Hz, 3H,
OCH.CH,), 1.73-1.90 (m, 2H, CH,CH,F), 2.29 (d, J=6.9Hz, 2H, CHCH,),
2.47 (t, J=7.5Hz, 2H, NCH,CH,), 2.54 (dd, J=4.8Hz, 4.5Hz, 4H,
2NCH,), 3.07 (dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 3.87 (s, 3H,
NCH,), 4.37 (q, J=6.9Hz, 2H, OCH,CH,), 4.44 (dt, J=47.4Hz, 6. OHz,
2H, CH,CH,F), 6.66 (s, 1H, H-2), 7.16 (d, J=8.7Hz, 1H, H-3’),
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7.90 (dd, J=8. THz, 2.4Hz, 1H, H-4’), 8.64 (d, J=2.4Hz, 1H, H-6"),
9.18 (br s, 1H, NH); MS (FAB) m/z 550 (MH').

& EHPI33

HE4-(2-TAKA-5-(4-G-RAX)%RE-1- A a8 L) X TR A
HA)-1-T R -3-T bk -5- K B (X (25) 4%, X ¥ R'=CH,CH,,
R*=H, R’=CH,CH,, R'=CH,CH,, R“=4-(3-R&K)vkE-1-Latsti)

BEBAMNGEAPOTGRME, FRI-RE-1-TE-3-T A%
5-RBEA2- LRK-5- (4-THKE-1-AB8E) X P BERHE4-
RA-3-TE-1-FEABE-5-K A 2-LRERA-5-A-B-RA L)%
B-1-A s i) X P&, kP &ML,

% 68% |

% %.203-204C (CH,Cl,/ L&) ;

IR (%465) 3346 (NH), 1646 (C=0), 1173 (SO,)cm’’;

'H NMR (CDC1,/TMS) ® 1.17 (t, J=7.5Hz, 3H, CH.CH,), 1.41 (t,
J=7. 2Hz, 3H, NCH,CH,), 1.58 (t, J=6.9Hz, 3H, OCH,CH,), 1.72-1.89
(m, 2H, CH,CH,F), 2.39 (q, J=7.5Hz, 2H, CH,CH,), 2.47 (t, J=7. 2Hz,
2H, NCH,CH,CH,F), 2.53 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 3.06 (br
dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.27 (q, J=7.2Hz, 2H, NCH.,CH,),
4.37 (q, J=6.9Hz, 2H, OCH,CH,), 4.44 (dt, J=47.1Hz, 6.0Hz, 2H,
CH.CH,F), 6.61 (s, 1H, H-2), 7.15 (d, J=8.7Hz, 1H, H-3’), 7.89
(dd, J=8.7Hz, 2.7Hz, 1H, H-4"), 8.64 (d, J=2.7Hz, 1H, H-6"),
9.18 (br s, 1H, NH); MS (FAB) m/z 538 (MH').

#1 & £ #4134

W E4-Q2-TREA-S5-(U-TLhARE-1-ARBE) XA FPEREAL) -5
LA-T-E-RARE-5-% Bk (X (25) 644, A PR'=CHCH,, R*=H,
R°=CH,CH,CH,, R'=CH,CH;, R°=4-Z JkvkE-1-A a8 1)

BBAR G EABIBOTARE, FA4-RA-5-TE-T-E-FA®
R-5-REEEMR2 - CAK-5- U-LEARE-1-AB8L) ETHRAR
4-RA-3-TLA-1-FTRRE-5-BBkf2- ZEL-5- U-G-&
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B)k-1-A5s L) X 78, kH&4F810400.

F2: 87%

¥ %.157. 5-158. 5C (CH,C1,/EtoAc/ LB/ T.4%);

IR (%k#4%) 3366 (NH), 1644 (C=0), 1172 (SO cm’;

'H NMR (CDC1,/TMS) d 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.03
(t, J=7.2Hz, 3H, CH,NCH.CH,), 1.41 (t, J=7.2Hz, 3H, NCH,CH,), 1.57
(t, J=6.9Hz, 3H, OCH,CH.), 1.48-1.61 (m, 2H, CH,CH,CH,), 2.34 (x,
J=7.5Hz, 2H, CH.CH.CH)), 2.41 (q, J=7.2Hz, 2H, CH,NCH,CH,), 2.53
(dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 3.07 (br dd, J=5.1Hz, 4. 8Hz,
4H, 2SO,NCH,), 4.27 (q, J=T.2Hz, 2H, NCH,CH;), 4.37 (q, J=6.9Hz,
2H, OCH.CH,), 6.60 (s, 1H, H-2), 7.15 (d, J=8.7Hz, 1H, H-3"),
7.90 (dd, J=8. 7Hz, 2. THz, 1H, H-4’), 8.66 (d, J=2. 7THz, 1H, H-6’),
9.18 (br s, 1H, NH); MS (FAB) m/z 520 (MH').

F & £ 435

WME4- Q- TREA-S-U-FARARE-1-ASBEL) AT BREA
) -5-TH-7- - F i wk ek -5- B Bu e (X (25) L4641, A P R'=CH,CH,,
R*=H, R’=CH,CH,CH,, R'=CH,CH;, R'*=4-F&kvkk-1-sLakmtit)

BREMNEEARG0OTHRE, HHI-RIE-5-CHK-T-E-Fikat
H-5-HR BB A 2- LRAK-5-U-FRARE-1-Aam k) AP ERAR%
4-RA-3-THE-1-FERBE-S5-FRBBEFI-TAL-5-4-C-RAL)
vhek- - AR B L) KT &, k¥ &Y.

F2: 64%

1% ,%174-175C (CH,C1,/EtOAc/ T 8);

IR (%h445) 3313 (NH), 1646 (C=0), 1169 (SO,)cm;

'H NMR (CDC1,/TMS) & 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.00
(t, J=6.6Hz, 6H, CH(CH)),), 1.41 (t, J=7.2Hz, 3H, NCH,CH,),
1.48-1.61 (m, 2H, CH,CH,CH,), 1.57 (t, J=6. 9Hz, 3H, OCH,CH,), 2. 34
(t, J=7.5Hz, 2H, CH,CH,CH,), 2.60 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,),
2.63-2.71 (m, 1H, CH(CH)),), 3.05 (br dd, J=4.8Hz, 4.5Hz, 4H,
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2SO,NCH,), 4.26 (q, J=7.2Hz, 2H, NCH,CH,), 4.36 (q, J=6.9Hz, 2H,
OCH.CH,), 6.60 (s, 1H, H-2), 7.14 (d, J=8.7Hz, 1H, H-3’), 7.89
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.65 (d, J=2.4Hz, 1H, H-6"),
9.17 (br s, 1H, NH); MS (FAB) m/z 534 (MH').

] & £ #4136

ME4--TRA-S-U-C-RAR)%E-1-A5mit) R PEBREA
H)-5-TE-7-E-F Ik -5-% B (X (25) 144, 3 P R'=CH,.CH,,
R*=H, R°=CH,CH.CH,, R'=CH,CH,, R“=4-(3-R &KL)vkE-1-Laimit)

BRANE LRG0T HRME, FHI-KA-S5-LHA-T-E-HiA0%
B-5-H BN RA-3-T A -1- PRk -5-K 8, 2H&HE
4%,

i 91%

£ %.176-176. 5C (CH,C1,/ Z.8%);

IR (%4 4#)) 3358 (NH), 1649 (C=0), 1172 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.93 (t, J=7.5Hz, 3H, CH,CHCH,), 1.41
(t, J=T7.2Hz, 3H, NCH.CH,), 1.48-1.61 (m, 2H, CH,CH,CH,), 1.58 (t,
J=6.9Hz, 3H, OCH.CH,), 1.72-1.89 (m, 2H, NCH.CH,CHF), 2.34 (q,
J=7.5Hz, 2H, CH,.CH,CH,), 2.47 (t, J=7.2Hz, 2H, NCH,CH.CH,F), 2.53
(dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 3.07 (br dd, J=4.8Hz, 4.5Hz,
4H, 2SO,NCH,), 4.27 (q, J=7.2Hz, 2H, NCH.CH,), 4.37 (q, J=6.9Hz,
2H, OCH,CH.), 4.44 (dt, J=47.1Hz, 6.0Hz, 2H, CHCH,F), 6.60 (s,
1H, H-2), 7.16 (d, J=8. THz, 1H, H-3’), 7.89 (dd, J=8. THz, 2. THz,
1H, H-4’), 8.65 (d, J=2.7Hz, 1H, H-6"), 9.17 (br s, 1H, NH);
MS (FAB) m/z 552 (MH').

& AP 3T

FHE4-2-TRE-5-U-C-BLR)RE-1-ABEBRL) XTPEE
R)-5-TR-T-E-R IR -5-FK Bk (X (25) 44, K R'=CH,CH,,
R*=H, R*=CH,CH,CH,, R'=CH,CH,, R"=4-(2-#ZHK)%%-1-A A8 E)

BRAMNE EZARGIOTHHME, AAI-KRA-5-TE-7T-E-FHn
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B-5-K MR- CRKA-5-(4-Q-2 LX) RE-1- A X) X P&
RBFA-RA-3-CLE-1-FARR-5-K BB 2-TRE-5-U-(3-£
A kE-1-A B8 E) XPR, ke &AL H.

EE: 92%

¥ .%184-185TC (CH,C1,/ T#);

IR (4u465) 3349 (NH), 1650 (C=0), 1170 (SO,)cm’;

'H NMR (CDC1,/TMS) d 0.93 (t, J=T7.5Hz, 3H, CH,CH,CH,), 1.41
(t, J=7.2Hz, 3H, NCH,CH,), 1.49-1.61 (m, 2H, CH,CH,CH,), 1.58 (x,
J=6. 9Hz, 3H, OCH.CH,), 2.34 (t, J=7.5Hz, 2H, CH,CH,CH,), 2.55 (t,
J=5. 4Hz, 2H, NCH,CH.OH), 2.61 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,),
3.09 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 3.59 (t, J=5.4Hz,
2H, NCH,CH,0H), 4.27 (q, J=7.2Hz, 2H, NCH,CH,), 4. 39 (q, J=6.9Hz,
2H, OCH.CH,), 6.61 (s, 1H, H-2), 7.18 (d, J=8.7Hz, 1H, H-3),
7.91 (dd, J=8. THz, 2. THz, 1H, H-4"), 8.66 (d, J=2.4Hz, 1H, H-6"),
9.18 (br s, 1H, NH); MS (FAB) m/z 536 (MH').

$ & % 54138

WEA-Q-TRE-5-(4-TA%E-1-KBBA) XPRENL)-1-
LA -3-(3-mA@k) s -5-F sk (X (25) 4644, A FR'=CH,CH,,
R°=H, R’=CH,CH,CH,F, R'=CH,CH,, R"=4-Z #vkE-1-RaE %)

HBAMNGEEAOTHHNE, AA4-KRE-1-TE-3-G-RAL)
k-5~ KB 2- L RE-5- (- LA RE-1- AL FTEAE
4-RIE-3-THA-1-FRARE-5-E B EA2-CAK-5-4-B-RAL)
sk -1-Aam ) ET &, RHEFHLEY.

E2 87%

£ ,5.151-152TC (CH,C1,/EtOAc/ T8/ T3 ;

IR (%4 43) 3354 (NH), 1664 (C=0), 1170 (SO,)cm';

'H NMR (CDC1,/TMS) ® 1.03 (t, J=7.2Hz, 3H, CH,NCH,CH,), 1.41
(t, J=7.2Hz, 3H, CHNCH,CH,), 1.57 (t, J=6.9Hz, 3H, OCH,CH,),
1.81-1.98 (m, 2H, CH,CH,CH.F), 2.41 (q, J=7.2Hz, 2H, CH,NCH,CH,),
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2.49-2. 54 (m, 6H, CH,CH,CH,F#2NCH,), 3.07 (m, 4H, 2SO,NCH,), 4. 27
(q, J=7.2Hz, 2H, CHNCH.CH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,), 4. 44
(dt, J=47.4Hz, 5.7Hz, 2H, CH,CH.CH,F), 6.63 (s, 1H, H-2), 7.15
(d, J=8.7Hz, 1H, H-3’), 7.90 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"),
8.64 (d, J=2.4Hz, 1H, H-6’), 9.19 (br s, 1H, NH); MS (FAB) m/z
538 (MH').

& £ 5139

WM& G- TERE-1- Ao L)-2-E-FAEAX TEEK
E)-1-TA-3-3-A @A) B -5-% BB (X (25 aWHm, L+
R'=CH,CH,, R*=H, R*=CH,CH.CH,F, R'=CH,CH,CH,, R“=4-Z Hvk—-1-3X %
Bt L)

BRBAME EZAFIOT L, FAA4L-REA-1-TE-3-C-AAR)
ok -5 5 Bt e 5- (4- L AR B -1- A8k ) 2- E-F A A K 7&K
H4-RA-3-CLR-1-FPARB - S5-KBEEP2-TAX-5-U-3-RA
)R- 1-H B L) XTFER, k&ML EY.

e T7%

7% ,%155-156 C (Et0Ac/ L&/ ThL);

IR (%:4+5) 3361 (NH), 1641 (C=0), 1163 (SO,)cm';

'H NMR (CDC1,/TMS) & 1.03 (t, J=7.5Hz, 3H, OCH,CH,CH,), 1.08
(t, J=7.2Hz, 3H, CH,NCH,CH.)), 1.41 (t, J=7.2Hz, 3H, CHNCH.CH,),
1.80-2.01 (m, 4H, CH,CH,CH,F#OCH,CH,CH,), 2.41 (q, J=7.2Hz, 2H,
CH,NCH,CH;), 2.48-2.55 (m, 6H, CH,CH,CH,F#2 NCH,), 3.07 (br dd,
J=5. 1Hz, 4. 8Hz, 4H, 2 SO,NCH,), 4.25 (t, J=6.3Hz, 2H, OCH,CH.CH.),
4.28 (q, J=7.2Hz, 2H, CHNCH,CH,), 4.43 (dt, J=47.4Hz, 5. THz, 2H,
CH,CH,CH,F), 6.63 (s, 1H, H-2), 7.15 (d, J=8.7Hz, 1H, H-3’), 7. 89
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.63 (d, J=2.4Hz, 1H, H-6"),
9.18 (br s, 1H, NH); MS (FAB) m/z 534 (MH").

& £ #4140

WE4&-Q-LREASU-FRAARE-1-ABHE) X THEA
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E)-1-Z kA -3-B-RAA) kR -5-F 8 (X @26) s, L+
R'=CH,CH,, R*=H, R*=CH,CH,CH,F, R‘=CH,CH,, R"°=4-J}+#&tvkk-1-% 5
B )

BRBAMNE LT HHE, A AI-RE-1-TE-3-C-RAH1)
W -5-K B A2- L AR -5-(4-F R AR E-1- A s L) KT &A
HFA4-R KA -3-CHh-1-FHARE - S5-BBEP2-TE8EA-5-1U-GB-RA
B)vkk-1-RAais ) X9 &8, 2HE&4F81LEH.

~E: 80%

15 .5.168-169TC (EtOAc/ L/ Tit);

IR (#£4465) 3353 (NH), 1648 (C=0), 1177 (SO0,)cm™;

'H NMR (CDC1,/TMS) ® 1.00 (d, J=6.6Hz, 6H, CH(CH,),), 1.41
(t, J=7.2Hz, 3H, NCH(CH)), 1.57 (t, J=6.9Hz, 3H, OCH,CH,),
1.81-1.99 (m, 2H, CH.CH,CH,F), 2.52 (t, J=7.5Hz, 2H, CH,CH,CHF),
2.60 (dd, J=5. 1Hz, 4.5Hz, 4H, 2NCH,), 2.63-2.71 (m, 1H, CH(CH,),),
3.05 (br dd, J=5.1Hz, 4.5Hz, 4H, 2SO,NCH,), 4.27 (q, J=7.2Hz,
2H, NCH,CH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,), 4.44 (dt, J=47. 4Hz,
5. THz, 2H, CH,CH,CH,F), 6.63 (s, 1H, H-2), 7.14 (d, J=8. 7Hz, 1H,
H-3"), 7.89 (dd, J=8.7Hz, 2.7Hz, 1H, H-4"), 8.63 (d, J=2. THz,
1H, H-6"), 9.19 (br s, 1H, NH); MS (FAB) m/z 552 (MH').

F & EapI41

HEL-C-TRA-5-U-C-RAR)RE-1-A 58 E) XA
E)-1-TA-3-G-RAAL) ML -5-5 8B (X 25 s, L
R'=CH,CH,, R=H, R’=CH,CH,CH,F, R'=CH,CH,, R"=4-(3-# A& )kE-1-
P2 3% 9

BBAMNGEAFOTENE, HARAI-REA-1-TE-3-G-AFL)
K -5- R B AR B A-RA-3-CRA-1-PERE-5-5 8K, R4 &4
A Y.

F2: 85%

% 5.165-166T (EtOAc/ L&) ;
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IR (#:4#5) 3354 (NH), 1648 (C=0), 1172 (SO,)cm’;

'H NMR (CDC1,/TMS) d® 1.42 (t, J=7.2Hz, 3H, NCH,CH,), 1.57 (t,
J=6. 9Hz, 3H, OCH,CH,), 1.72-1.98 (m, 4H, CH,CH,CH,F#=NCH,CH,CH,F),
2.45-2.55 (m, 8H, 2NCH, CH,CH,CH,F#*NCH,CH,CH,F), 3.07 (m, 4H,
2SO0,NCH,), 4.27 (q, J=7.2Hz, 2H, NCH,CH,), 4.37 (q, J=6.9Hz, 2H,
OCH,CH,), 4.44 (dt, J=47.4Hz, 6. OHz, 4H, CH,CH,CH,F#>NCH,CH,CH,F),
6.63 (s, 14, H-2), 7.16 (d, J=8. THz, 1H, H-3"), 7.89 (dd, J=8. 7Hz,
2.4Hz, 1H, H-4"), 8.63 (d, J=2.4Hz, 1H, H-6"), 9.19 (br s, 1H,
NH); MS (FAB) m/z 570 (MH’).

& LHEp42

HE4-G6-(4-B-R AL RE-1-AHA)-2-E-FAEL X P A
AA)-1-TH-3-G-RAL) g -5-K B (X Q25)sHh, L
R'=CH,CH,, R=H, R’=CH.CH,CH,F, R'=CH,CH,CH,, R“=4-(3-F& & X)%k%
—1-A R m k)

BRAM G EAaFA0THRE, AMI-RE-1-THE-3-C-RAK)
W —5- 5K B fe5- (4- (3- R AR) vk - 1- s L) —2- E- R AKX
PTEAREFI:-RKA-S-CTA-1I-FERL-S-KBKkP2-T AL
-5-(4-(3-RAK)RBE-1-A a8 E) AT, kPNE&EHELESY.

& 83%

% %.162. 5-163. 5T (CH,C1,/EtOAc/ Tht);

IR (%644#5) 3359 (NH), 1651 (C=0), 1171 (SO cm';

'H NMR (CDC1,/TMS) & 1.08 (t, J=7.5Hz, 3H, OCH,CH.CH)), 1. 41
(t, J=7.2Hz, 3H, NCH,CH,), 1.72-2.02 (m, 6H, OCH,CH,CH,, CH,CH,CH,F
#2NCH,CH,CH,F), 2.45-2.58 (m, 8H, 2NCH,, CH,CH,CH,F#*NCH,CH,CH,F),
3.07 (m, 4H, 2SO,NCH,), 4.25 (t, J=6.6Hz, 2H, OCH.CH.CH,), 4.28
(t, J=7.2Hz, 2H, NCH,CH,), 4.43 (dt, J=47.2Hz, 6.0Hz, 4H,
CH,CH,CH,F #sNCH,CH.CH.F), 6. 63 (s, 1H, H-2), 7.16 (d, J=8.7Hz, 1H,
H-3’), 7.89 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.63 (d, J=2.4Hz,
IH, H-6"), 9.18 (br s, 1H, NH); MS (FAB) m/z 584 (MH').
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) & 143

HE4-(2-TREA-5-(U-C-RLR)%E-1- A58 k) A TBRA
E)-1-CA-3-B-RAX)wE-5-KdE (X )b, £F
R'=CH,CH,, R’=H, R’=CH,CH.CH.,F, R'=CH,CH,, R“=4-(2-& T })%%-1-
Fam i)

BRAMNE LAGIOTHME, AA4-RE-1-2H-3-3-AFH)
MK -5- BB A 2-CRA-5-(4-Q-B LR RS- 1-ARBHL)ET
BARHA-REA-3-THA-1-F AL -5-B 8 EA2- L RA-5-4-(3-
REK)RE-1- s ) RWE, kB &ML ed.

F2: 81%

IR (%4 64) 3355 (NH), 1662 (C=0), 1170 (S0,)cm’;

'H NMR (CDC1,/TMS) ® 1.42 (t, J=7.2Hz, 3H, NCH,CH,), 1.57 (t,
J=6.9Hz, 3H, OCH,CH)), 1.81-1.98 (m, 2H, CH.CH,CHF), 2.52 (x,
J=7.5Hz, 2H, CH,CH,CHF), 2.55 (t, J=5.4Hz, 2H, CH.CH,0H), 2.60
(dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 3.08 (br dd, J=5.1Hz, 4.8Hz,
4H, 2SO,NCH,), 3.58 (t, J=5.4Hz, 2H, CH,CH,0H), 4.27 (q, J=T7.2Hz,
2H, NCH.,CH,), 4.37(q, J=6.9Hz, 2H, OCH,CH,), 4.44 (dt, J=47.4Hz,
6. 0Hz, 2H, CH,CH,CH,F), 6.63 (s, 1H, H-2), 7.16 (d, J=8. 7Hz, 1H,
H-3’), 7.89 (dd, J=8.7Hz, 2.7Hz, 1H, H-4"), 8.63 (d, J=2.7Hz,
1H, H-6"), 9.19 (br s, 1H, NH); MS (FAB) m/z 554 (MH').

& L 44

FEL-G6-(-Q-RTLR)RBE-1-A5mik)2-E-FAAXT &
BI)-1-THE-3-C-RAL) B -5-F B (X (20) 44, L+
R'=CH,CH,, R*=H, R*=CH,CH,CH,F, R'=CH,CH,CH,, R“=4-(2-BR T %)%%
-1-Ja B k)

BBEFEFZEFIOTHRE, HA4-RE-1-TE-3-G-AFRL)
WA -5- BB A5-(4- 2-F LK) k- 1-LAamik)-2-E-F AL E
THEABA&- KA -S-CTE-1-FARE - 5-B B2~ 8%
-5-(4-B-RAX) kB 1- A8 L) AFE, 24 &HLSY.
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FE: 65%

IR (#6444) 3355 (NH), 1669 (C=0), 1165 (SO0,)cm™;

'H NMR (CDC1,/TMS) & 1.08 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.41
(t, J=7.2Hz, 3H, NCHCH), 1.80-2.02 (m, 4H, CH,CH,CH, #»
CH,CH,CH,F), 2. 51 (t, J=7. 5Hz, 2H, CH,CH,CH,F), 2. 56 (t, J=5. 4Hz,
2H, CH,CH,0H), 2.61 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 3.09 (br
dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH), 3.59 (t, J=5.4Hz, 2H,
CH,CH,0H), 4.26 (q, J=6.6Hz, 2H, CHCH,CH)), 4.27 (q, J=T.2Hz,
2H, NCH,CH.), 4.44 (dt, J=47.1Hz, 5.7Hz, 2H, CH,CH,CH,F), 6.63
(s, 1H, H-2), 7.18 (d, J=8.7Hz, 1H, H-3’), 7.89 (dd, J=8. THz,
2.4Hz, 1H, H-4’), 8.62 (d, J=2.4Hz, 1H, H-6’), 9.18 (br s, 1H,
NH); MS (FAB) m/z 568 (MH).

# & EEHI45 (M)

| & £ #4146

#82- Q-TRER) -5-FR-T-E-HA-3, S-—F-4H-wEH 3, 2-d]
ez -4-8F (X, (9) A4, £ PR=CH,, R’=H, R’=CH,CH,CH;, R‘=CH,CH)

ERALET, HEKGOEH) FMeOH (100EH) 4 RAH T
- -LEXAXFBRAL) -5-F X -T-E-H Kbel-5-B Bl (5. 014,
15. 21 F B R) #=NaOH (3. 04 %, 76. 05EBR) ey B ¥R AWM EL0CS
NE, WERERASAHNETER, FAERLET THMRMOE. L1 NEK
HHCLE AR TR 6 R EBRAL E K 4pH 9-10, FFvAJECHCL,F #92% MeOH
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(2x300F ) FIR, BRAGHIEBK MgS0,), ik, FAAT®
AR EF,FEFEHEKR, A AMPLCA 21 b sh4b 48 = 4 (38 B b5
FECHCL, ¥ 691% MeOH, 44 R ECHCL, ¥ 492% MeOH), 3% & & B4Rk
WATERAL -S4 (3. 6250, T7%) . FIAMCHCL/Bt,0/ TR ¥ H Rk &,
RFESW Lttt .

1 %128, 5-129°C;

IR ($8:449) 3319 (NH), 1675 (C=0)cm™;

'H NMR (CDC1,/TMS) & 1.01 (t, J=7.5Hz, 3H, CHCH.CH), 1.59 (t,
J=6.9Hz, 3H, OCHCH), 1.68-1.81 (m, 2H, CHCHCH), 2.72 (t, J=7.5Hz,
2H, CHCHCH), 4.08 (s, 3H, NCH), 4.27 (q, J=6.9Hz, 2H, OCH,CH), 6.86
(s, 1H, H-2), 7.02 (d, J=8.4Hz, 1H, H-3’), 7.09-7.15 (m, 1H, H-5'),
7.41 (ddd, J=8.4Hz, 7.2Hz, 1.8Hz, 1H, H~4’), 8.49 (dd, J=8.1Hz, 1.8Hz,
1H, H-6’), 10.91 (br s, 1H, NH); MS (FAB) m/z 312 (MH).

H & K547

BES-FE-2-Q-E-RAXL)-T-E-F £ -3, 5-= & -4H-wt%
7 [3, 2-d1 Bk -4-8R (X (9) 144, 3+ R'=CH,, R’=H, R*=CH,CH,CH.,
R‘=CH,CH,CHS,)

BREWEFAGIOTORBRE, FIRN-FRAA-Q-E-HAEEXT
BLRK) -3-E-A KRB -S-RBBERRI- Q- CRARXFTBEL) -5-
FR-T-E-RAERA-S-RBE, R &FM00H,

FE: 94%
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#%.,%108-108. 5C (CHC1,/Et,0/ T %)

IR (%E463) 3326 (NH), 1684 (C=0)cm™’;

'H NMR (CDC1,/TMS) d® 1.01 (t, J=7.2Hz, 3H, CH,.CH,CH,;), 1.16 (t,
J=7. 5Hz, 3H, OCH,CH,CH;), 1.70-1.82 (m, 2H, CH,CH,CH,), 1.94-2.05
(m, 2H, OCH,CH.,CH,), 2.72 (t, J=7.5Hz, 2H, CH,CH.CH,), 4.08 (s, 3H,
NCH,), 4.16 (t, J=6.6Hz, 2H, OCH,CH.CH,), 6.86 (s, 1H, H-2), 7.02
(d, J=8.1Hz, 1H, H-3"), 7.12 (t, J=7.2Hz, 1H, H-5"), 7.41 (ddd,
J=8. 1Hz, 7.2Hz, 1.8Hz, 1H, H-4’), 8.50 (dd, J=8.1Hz, 1.8Hz, 1H,
H-6"), 10.94 (br s, 1H, NH); MS (FAB) m/z 326 (MH').

& 5345148

W E&2-O-A BB A-2-ZREE)-5-FE-7T-E-HHK-3,5-= &
—4H-wbek 5f (3, 2-d] %7 —4-8 (X (2) L4, X F¥Y=Cl, R'=CH,, R*=H,
R’=CH,CH,CH,, R'=CH,CH,)

HK2-(2-TRF L) -5-FA-T7-E-F -3, 5- = F-4H-wb% 5 (3, 2-d]
W -4-8(1.51%, 4.85FEBR)EHMMEAKSFRERALETHIEIF4
e REE (6E) P, FEKSFRIZRELRSWUINN. REEHE
ERAYMERETR, FLERTHEEREFIIERLE, REFMFY
AR A E M R-BEAEEICHCL, (50E ) ok (50 %) %A, 34
AECHCL, F 55% MeOH (2x100%F 1) I, KR40 X I LK (NaySO,),
WE, FEBRKGEATALET, FARBENREAKRKGHHE. A
FIRHAL = 5 - TCHCL, QOES) 7, BHEA=TE B0E ) F» 5 (100
ZI0) AE, LA, FREXEBRRKGFAASD (1.90%, 96%).
A A MCHCL,/Et,0/ T T4 &, RFEIHr Lsbegit o9,

£5.%.164. 5-166C 2L f#;

IR (#445) 3341 (NH), 1693 (C=0), 1174 (SO, cm’;

'H NMR (CDC1,/TMS) d 1.02 (t, J=7.2Hz, 3H, CH,CH.CH,), 1.66
(t, J=6.9Hz, 3H, OCH,CH,), 1.68-1.80 (m, 2H, CH,CH,CH,), 2.75(t,
J=7.5Hz, 2H, CH,CH,CH,), 4.09 (s, 3H, NCH,), 4.42 (q, J=6.9Hz,
2H, OCH,CH,), 6.92 (s, 1H, H-2), 7.20 (d, J=9.0Hz, 1H, H-3’),
8.08 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 9.13 (d, J=2.4Hz, 1H, H-6")
10.61 (br s, 1H, NH); MS (FAB) m/z 392 (MH'-H,0).

’
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# & EHH49

WE&2-G- A -2-E-RAKXA)-5-FR-7-E-H/%-3,5-=
2.-4H-wb & Jf [3, 2-d] ER-4-8 (X (2) 4%, H* FY=Cl, R'=CH,,
R*=H, R°=CH,CH,CH;, R*=CH,CH,CH,)

BREMNEZAPISTHME, AAS-FR-2-Q-F-5HE
R)-T-E-HHK-3, 5- = S -4H-W% 5 [3, 2-d] HR-4- WK E2-(2- 2
AER)-5-FHR-T-E-FH L3, 5-= G —-4H-wtv& 5 [3, 2-d] % vz —4—
B, kH&4ENED.

2 94%

5 6,136 C 2 # (CHC1,/Et,0);

IR (%6445) 3330 (NH), 1665 (C=0), 1174 (SO,)cm';

'H NMR (CDC1,/TMS) d 1.02 (t, J=7.5Hz, 3H, CH,CHCH,), 1.18
(t, J=7.2Hz, 3H, OCHCH,CH,), 1.68-1.80 (m, 2H, CH,CH,CH,),
1.98-2.12 (m, 2H, OCH,CH,CH,), 2.76 (t, J=7.5Hz, 2H, CH,CH,CH,) ,
4.09 (s, 3H, NCH)), 4.30 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.93 (s,
1H, H-2), 7.21 (d, J=9.0Hz, 1H, H-3"), 8.07 (dd, J=9.0Hz, 2. 4Hz,
1H, H-4"), 9.11 (d, J=2.4Hz, 1H, H-6"); MS (FAB) m/z 424 (MH').

# & % #4150

WEa-Q-2-RCAR) X TBEL)-5-FR-T-E-F Atk -5-
BBk (X (12) 654, H*FR'=CH,, R=H, R*=CH,CH,CH,, R'=CH,CH,F)

BRAMNGEZAG8THME, AA-C-RTLEL) ETREA
F2-LEAXTRA, k&MY,

2 6T%

#5.%132-132. 5C (LR TE/TR);

IR (%6:445) 3344, 3164 (NH), 1664, 1640 (C=0)cm™:

‘H NMR (CDC1,/TMS) & 0.91 (t, J=7.2Hz, 3H, CH,CH,CH,),
1.49-1.62 (m, 2H, CHCH.CH.)), 2.33 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.85 (s, 3H, NCH,), 4.38-4.51 (m, 2H, OCH,CHF), 4.72-4.91 (m,
2H, OCHCH.F), 6.52 (s, 1H, H-2), 7.03 (d, J=8.1Hz, 1H, H-3"),
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7.17 (td, J=8.1Hz, 1.2Hz, 1H, H-5"), 7.50-7.56 (m, 1H, H-4’),
8.28 (dd, J=7.8Hz, 1.8Hz, 1H, H-6), 9.11 (br s, 1H, NH); MS
(FAB) m/z 348 (MH').

H & £HH51

W&E2-(2-C-RTREA) XK -5-FA-7T-E-FHX-3, 5- = 4-4H-
ek 5 [3,2-d] E s -4-8 (X 9 4%, £ FR=CH, R=H,
R*=CH,CH,CH,, R‘=CH,CH,F)

ERAET, BAES =-BuoH (25 H#) ¥ 84-(2-C-RZEAR) %
FRERHAE)-5-FH-T-E-F A bk -5-% 8k (1.60 %, 4.60FFER)
Ao d T BEAT (1035, 9. 21E B R) M &SR MM F60C5 0, % A
BRESHANEER, AKQEN)HE, FELZT THHBF =-BuOH.
Al A1 NG KGHCLE &I AT 69 % BB AL £ K #pH 5-6, 3L £CHCI,
J 655% MeOH (2x100E ) F I, 45 R4 69 A M EK K (MgS0,), it i,
FEAZTAKLET, FEHRESBIKR. A AMPLCAS K kit
P (f£CHCL, F #91% MeOH), 3| X K & BRK S /S (1.24 %,
82%). FMAMNLEBRLE/ T FTHREH, KEASH Liagibd .

% .%5116-1177T;

IR (%64465) 3348 (NH), 1676 (C=0)cm’;

'H NMR (CDC1,/TMS) d 1.01 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.70-1.78 (m, 2H, CH,CH,CH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.07 (s, 3H, NCH.)), 4.36-4.48 (m, 2H, OCH,CH,F), 4.77-4.96 (m,
2H, OCH.CH.F), 6.86 (s, 1H, H-2), 7.02 (d, J=8.1Hz, 1H, H-3’),
7.17 (td, J=8.1Hz, 0.9Hz, 1H, H-5"), 7.39-7.46 (m, 1H, H-4’),
8.44 (dd, J=8.1Hz, 1.8Hz, 1H, H-6"), 10.60 (br s, 1H, NH);
MS (FAB) m/z 330 (MH').

& EP52

WME2-G-RABA-2-C-RCAKR)XA)5-FR-T-E-H L
-3, 5- = A —4H-L & I [3, 2-d] R -4-8 (X, (2) b &%, *dy=Cl,
R'=CH,, R’=H, R°=CH,CH,CH,, R*=CH,CH,F)
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BERENELAPASTHME, FAA2-C-Q-RTANX) XHK)-5-
¥R -T-E-/ K-3, 5- =~ A —4H-wt% 5 (3, 2-d] R -4- MR % 2- (2-
LRER)-5-FR-T-E-HL-3, 5- =4 -4H-% 3 [3, 2-d] E%" -4~
B, kF&AELEY.

5 85%

% ,5.156.5-157.5C (LA LB/ TR ;

IR (%64 #5) 3344 (NH), 1680 (C=0), 1174 (SO,)cm';

'H NMR (CDC1,/TMS) & 1.02 (t, J=7.5Hz, 3H, CH.,CH,CH,),
1.70-1.78 (m, 2H, CH.CH,CH,), 2.75 (t, J=7.5Hz, 2H, CH,CH.CH,),
4.09 (s, 3H, NCH;), 4.51-4.63 (m, 2H, OCH,CH,F), 4.84-5.02 (m,
2H, OCH,CHF), 6.92 (s, 1H, H-2), 7.23 (d, J=9.0Hz, 1H, H-3’),
8. 10 (dd, J=9.0Hz, 2. THz, 1H, H-4"), 9.09 (d, J=2. 7THz, 1H, H-6"),
10.46 (br s, 1H, NH); MS (FAB) m/z 428 (MH').

H & EHH53

MEN-C-RE-1-FE2-E-FALHA)-N-FELAETRK &
(X (20) 444, H* PR'=R*=CH,, R'=E-FHK)

HBANGEAPTTONE, AAS-RA-2-TERE2-F4LHF
B, kA &AL EY.

~¥: 55%

IR (#:44#)) 2181 (CN), 1743 (C=0)cm;

'H NMR (CDC1,/TMS) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.30
(t, J=7.2Hz, 3H, OCH.CH,), 1.46-1.58 (m, 2H, CH,CH,CH,), 1.90 (s,
3H, CH,), 2.14 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.11 (s, 3H, NCH,),
4.05 (s, 2H, NCH,CO), 4.22 (q, J=7.2Hz, 2H, OCH,CH,)-ZJ}#j4k
#20. 94 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.29 (t, J=7.2Hz, 3H, OCH,CH,),
1.52-1.65 (m, 2H, CH,CHCH,), 2.11 (d, J=7.5Hz, 2H, CH,CH,CH,),
2.19 (s, 3H, CHy), 2.90 (s, 3H, NCH;), 3.80 (s, 2H, NCH,CO), 4.21
(q, J=7.2Hz, 2H, OCH.CH,)-ESf#i4k; MS (FAB) m/z 225(MH').

& 5 #5154
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B AEN-2-RA-1-FHR2-F-FRAZHRL)-N-FEH REBE
(X (19) 4%, R FR'=R>=CH,, R=E-&K)

EERTHEFLE29RAEZR (13EH) #2MeOH (TZH) F #N-(2-
RAE-1-FHA-2-E-FRALHX)-N-FERHRKTE (2.03%, 9.05F
BR)GESRIR. AT PREZRBERASY, JHVACHCL, 40EFH
x3) KBGRE. HRESGHMERK (Na,S0,), i, HABIKHNES
THERAKXETF. AIAMPLCERK LA ALY (B HB:
S A 1% Et.N&1:1 TERCLE/THK, BEHRACICL,F#H5% MeOH), #F
3% &R K MGFMILESH (1. 034, 56%).

IR (%E:4#5) 3323, 3208 (NH), 2180 (CN), 1670 (C=0)cm';

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH),
1.48-1.61 (m, 2H, CH,CH,CH;), 1.84 (t, J=7.5Hz, 2H, CH,CH,CH,),
1.93 (s, 3H, CH,), 3.04 (s, 3H, NCH;), 3.79 (s, 2H, NCH,CO), 5. 67
(br s, 1H, NH), 6.34 (br s, 1H, NH)-ZJ¥##4K#0.95 (t, J=7.5Hz,
3H, CH,CH.CH,), 1.45-1.58 (m, 2H, CH,CH,CH)), 2.15 (t, J=7.5Hz,
2H, CH,CH,.CH,), 2.20 (s, 3H, CH;), 2.86 (s, 3H, NCH,), 3.66 (s,
2H, NCH.C0), 5.76 (br, s, 1H, NH), 6.19 (br s, 1H, NH)-Ef#
#; MS (FAB) m/z 196 (MH').

& £ H#HH55

#E&4-RHA-5,6-—FR-3-E-FHEukE-5-F 8K (X (15) s
%, X ¥R'=R’=CH,, R*=CH,CH,CH,)

BREREERPI2IFHHE, AAN-C-FRE-1-FE-2-E-5
ATHE)-N-FRH RSB REN-Q-RAE-2-E-HE TH L) -N-
PR HRBREE, #&F8009.

2 34%

75 135C H M (CHCL,/ Tr)

IR (#64#) 3357, 3171 (NH,), 1639 (C=0)cm';

'H NMR (CDC1,/TMS) d 0.92 (t, J=7.5Hz, 38H, CH,CH,CH,),
1.39-1.51 (m, 2H, CH,CH,CH,), 2. 11 (s, 3H, CH,), 2.31 (t, J=7. 5Hz,
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oH, CH,CH,CH.), 3.23 (br s, 2H, NH,), 3.78 (s, 3H, NCH,), 6.16
(br s, 2H, CONH,); MS (FAB) m/z 196 (MH').

# & EHPI56

H&5,6-—FHR-4-Q2-ZRAAXTRBEKR)-3-E-FAWE-5-5
B (X (12) 444, X ¥R'=R*=CH,, R*=CH,CH,CH,, R'=CH,CH,)

BBERNE LA 28T AL, HM4-RE-56-—FRX-3-E-F
Aok -5-B B R BF4-RA-21- TR -3-E-FH Ak -5-K B, %
&AL Y.

F2 73%

% .5171.5C £ # (CHC1,/Et,0/ &%)

IR (%#i445) 3348, 3148 (NH), 1649 (C=0)cm™’;

'H NMR (CDC1,/TMS) d 0.87 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.38-1.49 (m, 2H, CH,CH,CH,), 1.51 (t, J=6. 9Hz, 3H, OCH,CH,), 2. 17
(s, 3H, CH,), 2.33 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.77 (s, 3H, NCH,),
4.29 (q, J=6.9Hz, 2H, OCH,CH,), 7.04 (d, J=8.4Hz, 1H, H-3’),
7.09-7.14 (m, 1H, H-5"), 7.47-7.53 (m, 1H, H-4"), 8.29 (dd,
J=7.8Hz, 1.8Hz, 1H, H-6), 9.37 (br s, 1H, NH); MS (FAB) m/z
344 (MH').

Fl & L HI57

#&5,6-—FE-4-2-E-HALXTHREAKL)-3-E-FH A%
~5-H B (X (12) %484, K FR'=R*=CH,, R*=CH,CH,CH,, R'=CH,CH,CH,)

BERAMNE LAP28THME, FAI-RE-5,6-=FH-3-E-%F
Abed-5-F B A 2- E- R AL X T B AR B4-RA-5-FH-7T-E-
AR -5-RBEA2-CRAEAXTRA, RHE&FELLSH,

~E: 69%

15 ,%188-189C (CHC1,/Et,0);

IR (%h:464) 3344, 3155 (NH), 1643 (C=0)cm’;

'H NMR (CDC1,/TMS) d 0.85 (t, J=7.2Hz, 3H, CH,CH,CH,)), 1.05
(t, J=7.5Hz, 3H, OCHCH.CH,), 1.36-1.49 (m, 2H, CH,CH,CH,),

56



01807500. 2 o P 2E49/1861T

1.84-1.95 (m, 2H, OCH,CH,CH,), 2.17 (s, 3H, CH,), 2.32 (t, J=7. 5Hz,
2H, CH,CH.CH,), 3.77 (s, 3H, NCH,), 4.17 (t, J=6.6Hz, 2H,
OCH,CH,CH,), 7.04 (d, J=8.4Hz, 1H, H-3’), 7.11 (td, J=7.8Hz,
1. 2Hz, 1H, H-5"), 7.50 (ddd, J=8.4Hz, 7.8Hz, 1.8Hz, 1H, H-4’),
8.29 (dd, J=7.8Hz, 1.8Hz, 1H, H-6"), 9.35(br s, 1H, NH); MS (FAB)
m/z 358 (MH').

%] & £ 34158

#&5,6-—FA-2-(2-TAFXE)-T-E-FK-3, 5-— S -4H-wt %
3 [3, 2-d] e -4-8 (X (9) 4%, K FR'=R*=CH,, R*=CH,CH,CH,,
R*=CH,CH,)

BRAMN G EAFSITGME, AR5, 6-—FHA-4-2-TEEAX
VBRI -3-E-AAERE-- BB R F4-2-C-RTZAA) X T
BA)-5-PR-T-FE-F bk -5-% B M, k4 &ML,

e 94%

% 5 130°C L # (CHC1,/Et,0/ .58 ;

IR (%£465) 3175 (NH), 1653 (C=0)cm’;

'H NMR (CDC1,/TMS) d 0.97 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.59
(t, J=6.9Hz, 3H, OCH.CH,), 1.62-1.73 (m, 2H, CH,CH,CH,), 2. 30 (s,
3H, CHy), 2.69 (t, J=7.5Hz, 2H, CH,CH,CH,), 4.03 (s, 3H, NCH,),
4.27 (q, J=6.9Hz, 2H, OCH,CH;), 7.01 (d, J=8.4Hz, 1H, H-3"), 7.12
(td, J=7.8Hz, 0.9Hz, 1H, H-5"), 7.37-7.43 (m, 1H, H-4), 8.49
(dd, J=7.8Hz, 1.8Hz, 1H, H-6"), 10.85 (br s, 1H, NH); MS (FAB)
m/z 326 (MH).

] & £H#HH159

#W&5,6-—FA-2-2-E-FAEXK)-T-E-H A3, 5- = §-4H-
wteg5f [3, 2-d] e -4-8 (X (9) 4%, R FR'=R>=CH,, R°=CH,CH,CH,,
R*=CH,CH,CH,)

BRAHSGSEZABSLITHMNE, AM5,6-—Fih-4-(2-E-FAL
APBAR)-3-E-FAARB-5-RBEREL-Q-Q-RLAX)EF
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BEEAL) -5-FR-T-E-R AR -5-K B, £HE4FHILSY.

e 97%

#.,%112-112. 5T (CHC1,/Et,0/ T¥2) ;

IR (%6445) 3334 (NH), 1683 (C=0)cm;

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.2Hz, 3H, CH,CH.CH,), 1.16
(t, J=7.5Hz, 3H, OCH,CHCH,), 1.63-1.75 (m, 2H, CH,CH,CH,),
1. 94-2. 06 (m, 2H, OCH,CH,CH,), 2.30 (s, 3H, CH,), 2. 70 (t, J=7. 5Hz,
2H, CH.CH.CH,), 4.03 (s, 3H, NCH,), 4.16 (t, J=6.6Hz, 2H,
OCH,CH,CH;), 7.02 (d, J=8.4Hz, 1H, H-3"), 7.12 (td, J=7. 8Hz,
1. 2Hz, 1H, H-5"), 7.40 (ddd, J=8.4Hz, 7.8Hz, 1.8Hz, 1H, H-4’),
8.50 (dd, J=7.8Hz, 1.8Hz, 1H, H-6’), 10.89 (br s, 1H, NH);
MS (FAB) m/z 340 (MH').

& £ H160

W &2-(5-ABA-2-TAKXK)-5,6-—FR-T-E-FK-3, 5-
Z A -4H-wb g 5F [3,2-d] Ew -4-R (X Q) 44, X $Y=Cl,
R'=R*=CH,, R’=CH,CH,CH;, R'=CH,CH,)

BRAWNGELAMNASTHRME, AR5, 6-—FR-2-2-THXE
A)-T-E-F K-8, 5- = A —-4H-wt& 5 [3, 2-d] F-4- MR %2-(2- ¢
S XERA)-5-PR-7T-E-F K-35~ & -4H- % 5 [3, 2-d] F " —4-
B, k#&FELESD.

% 98% (FLkkay)

'H NMR (CDC1,/TMS) d 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.66
(t, J=6.9Hz, 3H, OCH.CH,), 1.64-1.71 (m, 2H, CH,CH,CH,), 2.32 (s,
3H, CH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 4.04 (s, 3H, NCH,),
4.41 (q, J=6. 9Hz, 2H, OCH.CH,), 7.19 (d, J=9. OHz, 1H, H-3’), 8. 06
(dd, J=9.0Hz, 2.7Hz, 1H, H-4"), 9.15 (d, J=2.7Hz, 1H, H-6’),
10.50 (br s, 1H, NH); MS (FAB) m/z 424 (MH').

W& EHEH61

WME2- G- A A-2-E-FAEXK)-5,6-—FA-7T-E-F A
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-3, 5- — &, ~4H-wt& 5 [3, 2-d] FE=w —4-8 (X (2) 44, R FY=Cl,
R'=R*=CH,, R’=CH,CH.CH,, R*=CH,CH,CH,)

BEBAMNG AT HME, MBS 6-—FHE-2-Q2-E-"RAX
H)-7-E-FH K3, 5- = B -4H-E I [3, 2-d]ER-4-BK % 2-(2-C
S ER)-5-FHR-7T-E-F K3, 5-= G -4H- "% 5 [3, 2-d] F " -4-
B, kH&FHLEY.

FEE 100% GLAES)

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH.CH(CH,), 1.18
(t, J=7.5Hz, 3H, OCH.CH,CH)), 1.64-1.77 (m, 2H, CH.CH.CH,),
2.00-2. 10 (m, 2H, OCH,CH,CH,), 2.33 (s, 3H, CH,), 2.73 (t, J=7. 5Hz,
2H, CH.CH,CH,), 4.04 (s, 3H, NCH), 4.30 (t, J=6.6Hz, 2H,
OCH,CH,CH,), 7.20 (d, J=8.7Hz, 1H, H-3"), 8.07 (dd, J=8.7Hz,
2. 4Hz, 1H, H-4"), 9.12 (d, J=2.4Hz, 1H, H-6"), 10.67 (br s, 1H,
NH).

& F A B162

ME2-R-4-C-CRAXTHAL)-5-FE-T-E-F KXt -5-
# ek (X (12) 4644, EPR'=CH, R’=Cl, R’=CH,CH,CH,, R'=CH,CH,)

BFN-R AR 2R (0.545%, 4. 4T BER) MELA-20C T, £CHCL,
(B5F ) F#94- - L RE KX FEEAKR) -5-FR-T-E-F HEbE-5-%
Bl (1.02%, 3.09EBER)ZdsEfegmk ¥, HFE-10CTFTHEHFELD
B, ERBT(H-R2C)HEIRANE, EOCTHEHZRLRSMT
SR AR AN BN S,0, KR ER BE) A K WOEF) LR LT
ik, KRB VACHCL, (20E 7hx4) FBRATFHREY. HRAGAMERK
(MgS0,), i, FEAZTTHERAKLXET, ARk FexkLY.
| AMPLCAE 22 i E 64 = 4 (A B b Bl: 1:3 L8 L85 /CHCL,, B4
A1:2LBRTE/CHCLy), 3 G & BARRGIFALES (0. 724, 64%).
FAMNCRLUE /TR HRER, RFEI T LEGLEY.

1%.%.136. 5-137C;

IR (%64 #5) 3451, 3333 (NH), 1672, 1657 (C=0)cm'’;
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'H NMR (CDC1,/TMS) d 0.88 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.43-1.55 (m, 2H, CH,CH,CH,), 1.52 (t, J=6. 9Hz, 3H, OCH,CH,), 2. 38
(t, J=7.5Hz, 2H, CH,CH.CH.), 3.83 (s, 3H, NCH,), 4.30 (q, J=6. 9Hz,
2H, OCH.CH)), 7.05 (d, J=8.4Hz, 1H, H-3’), 7.10-7.15 (m, 1H,
H-5"), 7.49-7.55 (m, 1H, H-4"), 8.29 (dd, J=7.8Hz, 1.8Hz, 1H,
H-6"), 9.40 (br s, 1H, NH); MS (FAB) m/z 364 (MH").

& £HHI63

ME2-R-1-FPAA-2-E-RAXXFTRBEAL)-3-E-F ks
-5-H Btk (X (12) 44, X JFR'=CH,, R>=Cl, R’=CH,CH,CH,,
R*=CH,CH,CH,)

BRBAMNE LA OMNE, ARAI-FR4-Q-E-RELET
BERIL)-3-E-FAE-5-BMmEREI-Q-TARLEX PR ANL)-5-
W -T-E-RAE-5-K B he, k&80,

& 82%

% 5139-140C (CHC1,/Et,0/ &) ;

IR (%64#5) 3333, 3155 (NH), 1650 (C=0)cm’;

'H NMR (CDC1,/TMS) ® 0.87 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.05
(t, J=7.5Hz, 3H, OCH,CH.CH,), 1.42-1.54 (m, 2H, CH,CHCH,),
1.85-1.96 (m, 2H, OCH,CH.CH,), 2.37 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.84 (s, 3H, NCH;), 4.18 (t, J=6.6Hz, 2H, OCH,CH,CH)), 7.05 (d,
J=8. 4Hz, 1H, H-3’), 7.13 (t, J=7.8Hz, 1H, H-5"), 7.49-7.55 (m,
14, H-4"), 8.29 (dd, J=7.8Hz, 1.8Hz, 1H, H-6"), 9.39 (br s, 1H,
NH); MS (FAB) m/z 378 (MH').

& %4164

FHE6-A-2-2-TRXK)-5-FA-7T-E-HHK-3,5- = A—4H-
%It (3, 2-d] &% -4-8 (X (9) 144, R +R'=CH,, R*=C1, R*=CH,CH,CH;,
R*=CH,CH,)

BBAWNEEAGISIPHME, AA-K-4-Q-TLEAXPHRE
A)-5-FR-T-E-FHAE-5-HBERBTI-C-Q-RZARL) X P8
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BA)-5-FR-T-E-HERE-5-F8E, ReS4FA1L0Y.

Fa T0%

% ,%145.5-146 C (LR LE/TR);

IR (%£4¢5) 3309 (NH), 1678 (C=0)cm™;

'‘H NMR (CDC1,/TMS) d 0.98 (t, J=T7.5Hz, 3H, CH,CH,CH,), 1. 59
(t, J=6.9Hz, 3H, OCH,CH,), 1.68-1.81 (m, 2H, CH,CH,CH,), 2.72 (t,
J=7.5Hz, 2H, CH,CH.CH,), 4.07 (s, 3H, NCH;), 4.27 (g, J=6.9Hz,
2H, OCH,CH,), 7.02 (d, J=8.1Hz, 1H, H-3’), 7.10-7.15 (m, 1H,
H-5"), 7.39-7.45 (m, 1H, H-4"), 8.49 (dd, J=8. 1Hz, 1.8Hz, 1H,
H-6"), 11.00 (br s, 1H, NH); MS (FAB) m/z 346 (MH').

& EHHI65

W H&6-R-5-FHh-2-(2-E-FAXRK)-T-E-F K-3, 5- = &-4H-
v JF [3,2-d] Ew -4-8 (X (9) &%, R FR=CH, R=Cl,
R*=CH,CH,CH,, R'=CH,CH,CH,)

BRBAMNEEAFSITHAME, AMA-K-1-FPA-U-C-E-BEK
AXTHBRENR)-3-E-AEARE-S-BKBBEABI- Q- C-RTEE) X
FEER L) -5-FHR-T-E-AAE-5-K Bk, 4] &MY,

FE 91%

5.,8117-117.5C (Et,0/ T3%);

IR (%£4635) 3315 (NH), 1687 (C=0)cm’;

'H NMR (CDC1,/TMS) d 0.98 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.17
(t, J=7.5Hz, 3H, OCH.CH,CH,;), 1.68-1.80 (m, 2H, CH,CH,CH,),
1.95-2.06 (m, 2H, OCH,CH.CH,), 2.73 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.07 (s, 3H, NCH;), 4.17 (t, J=6.6Hz, 2H, OCH,CH,.CH,), 7.03 (d,
J=8.4Hz, 1H, H-3"), 7.13 (td, J=8.1Hz, 1.2Hz, 1H, H-5"),
7.40-7.46 (m, 1H, H-4"), 8.50 (dd, J=8.1Hz, 1.8Hz, 1H, H-6’),
11.03 (br s, 1H, NH); MS (FAB) m/z 360 (MH').

H] & % #4166 |

W E6-R-2-G-AmBA-2-CAKXA)-5-FH-7-E-H A3, 5-
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Z A -AH-w % 5 (3, 2-d]Hw -4-8 (X (2) &%, X dR'=CH,,
R’=Y=C1, R*=CH,CH,CH,, R'=CH,CH,)

BEBAMNGELAPASTHME, HAA6-K2-C-ZAER)-5-F
A-T-E-RK-3,5- = K —4H-w & 5 [3, 2-d] R -4- MK &% 2-(2- 2
R R)-5-PHA-7-E-FH K3, 5-= & -4H-w % ¥ [3, 2-d] % —4—
B, R &ML Y.

& 96%

%5164 C 3 ## (Et,0/ T %) ;

IR (%E44) 3343 (NH), 1691 (C=0), 1175 (SO,)cm™’;

'H NMR (CDC1,/TMS) d 0.98 (t, J=T7.5Hz, 3H, CH,CH,CH,), 1.66
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH,), 2.75 (&,
J=7.5Hz, 2H, CH.CH,.CH,), 4.08 (s, 3H, NCH,), 4.42 (q, J=6.9Hz,
2H, OCH.CH,), 7.21 (d, J=9.0Hz, 1H, H-3’), 8.08 (dd, J=9.OHz,
2.4Hz, 1H, H-4"), 9.12 (d, J=2.4Hz, 1H, H-6"), 10.65 (br s, 1H,
NH); MS (FAB) m/z 426 (M'-H.0).

& EHBI6T

W E6-A-2-5-RAEMmA-2-F-BAEL)-S-FR-7-E-F K&
-3, 5- = A ~4H-wt"&5F [3, 2-d] e —4-8 (X (2) 144, H P R'=CH,,
R*=Y=C1, R=CH,CH,CH;, R'=CH,CH,CH,)

BRARE EHAEPABTHNE, FH6-R-5-FHh-2-(2-E-FE
#A)-T- E-F A3, 5- = K —-4H-wtE I [3, 2-d] o —4- MK H2- (2—
LRFK)-5-FR-T-FE-FHHKA-3, 5-= G- 4H-w% 5 [3, 2-d] &z -4
B, R4 &AL ESY.

5 18%

#.8172. 5C 2 # (CHC1,/Et,0/ Tie);

IR (%445) 3330 (NH), 1703 (C=0), 1182 (SO0,)cm';

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CHCH,), 1.19
(t, J=7.5Hz, 3H, OCHCHCH)), 1.67-1.82 (m, 2H, CH,CHCH,),
1.99-2.13 (m, 2H, OCH.CH,CH)), 2.75 (t, J=7.5Hz, 2H, CH,CH,CH,),
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4.08 (s, 3H, NCH,), 4.31 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.22 (d,
J=8. THz, 1H, H-3’), 8.09 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 9.13
(d, J=2.4Hz, 1H, H-6"), 11.40 (br s, 1H, NH); MS (FAB) m/z 440
(M'-H,0).

& L£#5168

HE2-B-4-C-CREFTHRELE) - FA-T-E-FH bR -5-
%/ (X (12) %044, X PR'=CH, R=Br, R’=CH,CH,CH;, R*=CH,CH,)

E1054 R, FELR(6.5H) 762 (11945, 2.328 BR)
BREMELEEBRT . ECBEU3ES) PH4--LEEAXTREAKL) -5~
PE-T-E-FEE-5-FBE (636 %, 1.93FER) ARE8 44 (238
R, 2.90EBER)ZARAGER Y, FEHARESWI054. AKX
(10EH) HBER B BLSY, FAEL0 (10EAx4) ER, KRAOGE
HEBLK (Na,S0,), T, FEALSTHEREALXET. AAMPLCAR
Jiig £ shACAL B 09 &K At (BB 2 AECHCL, P #51% MeOH, B &R £
CHC1,F #53% MeOH), 2@ & BAKGIFALLS Y (544F %, 69%).
F|AMCHCL,/Et.0/ TR HBRE SR, RKFESH LEGLEY.

¥ 5.152. 5-153.5C;

IR (%64145) 3453, 3192 (NH), 1663, 1644 (C=0)cm';

‘H NMR (CDC1,/TMS) ® 0.88 (t, J=7.5Hz, 3H, CH.CH.CH,),
1.43-1.58 (m, 2H, CH,CH,CH,), 1.51 (t, J=6.9Hz, 3H, OCH,CH,), 2. 38
(t, J=7.5Hz, 2H, CH.CH,CH,), 3.86 (s, 3H, NCH,), 4.30 (q, J=6. 9Hz,

'2H, OCH,CH,), 7.04 (d, J=8.1Hz, 1H, H-3’), 7.09-7.14 (m, 1H,
H-5"), 7.48-7.54 (m, 1H, H-4’), 8.28 (dd, J=7.8Hz, 1.8Hz, 1H,
H-6"), 9.37 (br s, 1H, NH); MS (FAB) m/z 408 (M).

#HEELHHI69 |

HE2-B-1-FA4-QC-E-FAAXFREAL)-3-E-FAiA%
--H & (X (12) 4%, X FR=CH;, R=Br, R=CH,CH,CH,,
R*=CH,CH,CH,)

BERAMNEEZEPESTHMNE, FARI-FE4-Q-E-REALET
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BLRRK)-3-E-A A s -5-B R B- Q- AL ETRAL)-5-
FRA-T-E-FARE-5-K B, k3 &iRELAY.

2 85%

% %.142-143TC (CHC1,/Et,0/ TH);

IR (%:443) 3332, 3149 (NH), 1648 (C=0)cm';

'H NMR (CDC1,/TMS) d 0.87 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.05
(t, J=7.2Hz, 3H, OCH,CH.CH,), 1.42-1.58 (m, 2H, CH,CH,CH,),
1.84-1.96 (m, 2H, OCH,CH,.CH,), 2.37 (t, J=7.5Hz, 2H, CH,CH,CH.),
3.86 (s, 3H, NCH,), 4.18 (t, J=6.6Hz, 2H, OCH,CH,CH.), 7.05 (d,
J=8.4Hz, 1H, H-3’), 7.12 (td, J=8.1Hz, 0.9Hz, 1H, H-5"),
7.49-7.55 (m, 1H, H-4’), 8.29 (dd, J=8. 1Hz, 1.8Hz, 1H, H-6"),
9.41 (br s, 1H, NH); MS (FAB) m/z 422 (M').

& EHBIT0

W &6-2-2-C2-ZAXK)-5-FRA-T-E-FHK-3,5-— A -4H-%
%It (3, 2-d] %" -4-8 (X (9) 44, £ ¥R'=CH,, R*=Br, R°=CH,CH,CH,,
R'=CH,CH,)

BRBAEMNE EABSITHMNE, HAMA2-2-4-QQ-TAEEXTRE
A)-5-FR-T-E-FEARE-S5-FBEARKEL- Q-Q-RLAL) X7 &
BA)-5-WA-T-E-FAE-5-K B, k4]&4F8400.

¥ 100%

¥ %5152, 5-153C (LR LB/ TR ;

IR (%E445) 3311 (NH), 1679 (C=0)cm’;

'H NMR (CDC1,/TMS) ® 0.98 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.59
(t, J=6.9Hz, 3H, OCH,CH,), 1.69-1.81 (m, 2H, CH,CH,CH,), 2.72 (t,
J=7.5Hz, 2H, CH.CH.CH,), 4.09 (s, 3H, NCH,), 4.28 (q, J=6.9Hz,
2H, OCH(CH,), 7.02 (d, J=8.4Hz, 1H, H-3’), 7.09-7.15 (m, 1H,
H-5"), 7.39-7.45 (m, 1H, H-4’), 8.49 (dd, J=7.8Hz, 1.8Hz, 1H,
H-6"), 10.96 (br s, 1H, NH); MS (FAB) m/z 311 (MH-Br).

W& EFRHBITL
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#&6-38-5-FHh-2-(2-E-FAXE)-7-E-FH K3, 5- = H-4H-
Lot JF [3,2-d] E R -4-8 (X 9) 4%, X +FR'=CH,, R=Br,
R*=CH,CH,CH;, R*=CH,CH,CH,)

BRBAMNEGEZRFSITHME, AA2-L-1-FR-4-C-E-FEA
AXFTBAR)-3-E-AARE - 5-FBEABI-C-Q-RTARL) X
TRERK) -5-FR-T-E-HAE-5-K 8, k4 &80,

2 90%

#.%110-112C (Et,0/ &%) ;

IR (%£445) 3195 (NH), 1665 (C=0)cm’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.17
(t, J=7.2Hz, 3H, OCH,CH,CH)), 1.68-1.81 (m, 2H, CH,CH,CH,),
1.94-2.06 (m, 2H, OCH,CH,CH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.09 (s, 3H, NCH,), 4.17 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.03 (d,
J=8.1Hz, 1H, H-3"), 7.13 (td, J=8.1Hz, 0.9Hz, 1H, H-5"),
7.40-7.46 (m, 1H, H-4’), 8.50 (dd, J=8. 1Hz, 1.8Hz, 1H, H-6"),
11.02 (br s, 1H, NH); MS (FAB) m/z 404 (M').

H & LB 72

W&6-2-2- (- FAAABA-2-TEFXRA)-5-FRA-7-E-FHL-3, 5-
Z A -4H-wR G [3, 2-d] R -4-8 (X (2) 144, H FY=Cl, R'=CH,,
R*=Br, R*=CH,CH,CH,, R*=CH,CH.,)

BEBAEWNE LAGASTHNE, FA6-£-2-2-ZAEL)-5-F
A-T-E-FHK-3, 5- — F-4H-v& 5 [3, 2-d] E R -4-B K & 2-(2-
FER)-5-FR-7T-E-F A3, 5-= G -4H-wt & 5 [3, 2-d] %7z —4-
B, k¥ &IFEEY.

2 91%

1.%191-192TC (Et,0/ & 3%) ;

IR (%4 45) 3331 (NH), 1696 (C=0), 1178 (SO,)cm’;

'H NMR (CDCL,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CHCH,), 1.66
(t, J=6.9Hz, 3H, OCH,CH;), 1.67-1.80 (m, 2H, CH,CH,CH.)), 2.75 (t,
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J=7.5Hz, 2H, CH.CH.CH,), 4.10 (s, 3H, NCH,), 4.42 (q, J=6.9Hz,
2H, OCH.CH,), 7.21 (d, J=8.7Hz, 1H, H-3’), 8.08 (dd, J=8.7Hz,
2.7Hz, 1H, H-4"), 9.12 (d, J=2.7Hz, 1H, H-6’), 10.66 (br s, 1H,
NH); MS (FAB) m/z 470, 472 (M'-H,0). |

W& LT3

W E6-k-2--ABHBA2-E-BEER)-5-FR-T-F-F L
=3, 5= A ~4H-b & Jf [3, 2-d]H R -4-8 (X (2) 4%, X +y=Cl,
R'=CH,, R*=Br, R*=CH,CH,CH,, R*=CH,CH,CH,)

BRAWNE LAPIST AL, AA6-2-5-FL-2-2-E-FE
R E)-T-E-HHK-3, 5- = S —4H-wLv& 5 [3, 2-d] % -4- B 4K B 92— (2-
LRAER)-5-FR-T-E-&HHKE-3, 5- = G -4H- % 5 [3, 2-d] &z —4-
B, kH &AL E .

2 84%

#5178 C L # (CHCL,/ Tht) ;

IR (%b4#5) 3325 (NH), 1691 (C=0), 1178 (SO,)cm'";

'H NMR (CDC1,/TMS) & 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCHCH,CH), 1.67-1.80 (m, 2H, CH,CH,CH,),
2.00-2.12 (m, 2H, OCH,CH,CH)), 2.75 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.10 (s, 3H, NCH,), 4.30 (t, J=6.3Hz, 2H, OCH,CHCH,), 7.22 (d,
J=9.0Hz, 1H, H-3’), 8.08 (dd, J=9.0Hz, 2.7Hz, 1H, H-4’), 9. 14
(d, J=2.7Hz, 1H, H-6"), 10.66 (br s, 1H, NH); MS (FAB) m/z 484,
486 (M'-H,0).

BB L P T4

WEA-Q-TREXTHREL)-2-8-5-F R -7-F-FH L gtk —5-
B (X (12) 4664, X FR'=CH,, R°=I, R’=CH,CH,CH,, R‘=CH,CH,)

KB (0.93%, 3.6TEER) P ALK (0. 62 %, 2. 84F BER)
BEHMELEOCT. £XRQGOEF) F84-2-TRAEXTFTEREAL) 5-F
A-T-E-RARB-5-58E (1. 104, 3. 4EER)ZEHEHE LR
T, HEOCTFHIFZRAB2I . NLELE (100E4) KRB ELAL
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BAY, AHBHNaSOKER(N0EA) FE—Kk, ALK E
(100 7)) FRA&E. HRAGANEBK MgS0,), L&, HAEALZ
THERALEF. AAMPLCAE s b 4t sl 6 &K 4% (B 5 2Bl
FECHCL, F #920% .8 T B%), F 3G e BAKRGFAL4W (1.51 4,
99%). MAMNLBRLE/TRYTHBARER, KFES LAGLEY.

5 ,5.157. 5-158TC;

IR (4£4¢65) 3338, 3186 (NH), 1660 (C=0)cm';

'H NMR (CDC1,/TMS) & 0.90 (t, J=7.2Hz, 3H, CH.CH,CH.),
1.42-1. 54 (m, 2H, CH,CH,CH,), 1.52 (t, J=6.9Hz, 3H, OCH,CH,), 2. 37
- (t, J=7.5Hz, 2H, CH,CH,CH,), 3.87 (s, 3H, NCH,), 4.30 (q, J=6.9Hz,
2H, OCH.CH,), 7.05 (d, J=8.1Hz, 1H, H-3’), 7.10-7.15 (m, 1H,
H-5"), 7.49-7.55(m, 1H, H-4"), 8.29 (dd, J=7.8Hz, 2.1Hz, 1H,
H-6"), 9.43 (br s, 1H, NH); MS (FAB) m/z 456 (MH').

F & EHEBIT5

M&E2--1-FRA-4-C-E-FRAEXFTBRAL)-3-E-FERE
-5-% B (X (12) 4644, & F R'=CH,, R*=I, R*=CH,CH,CH,, R'=CH,CH,CH.,)

BRAEMNEZEFATIPHHE, AAL-FEA4-Q-E-RAXXT
BAK)-3-E-A Al -5-HK R REI-Q-TREAX TR ANL) -5-
FRA-T-E-F b -5-K B, k& LEH.

Fe 82%

£5.,%169.5-170C (LB LB/ TH);

IR (%4 %) 3340, 3146 (NH), 1642 (C=0)cm;

'H NMR (CDC1,/TMS) d 0.88 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.05
(t, J=7.5Hz, 3H, OCH,CH.CH,;), 1.40-1.53 (m, 2H, CH,CH,CH,),
1.84-1.96 (m, 2H, OCH.CH.CH,), 2.36 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.86 (s, 3H, NCH,), 4.18 (t, J=6.9Hz, 2H, OCH,CH.CH.), 7.05 (d,
J=8. 4Hz, 1H, H-3"), 7.09-7.15 (m, 1H, H-5"), 7. 52 (ddd, J=8. 4Hz,
7.5Hz, 1.8Hz, 1H, H-4"), 8.28 (dd, J=8.0Hz, 1.8Hz, 1H, H-6"),
9.42 (br s, 1H, NH); MS (FAB) m/z 470 (MH').
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& EHBIT6

H&2-Q2-TRKEK)-2-8-6-FH-T-E-HHK-3, 5- = K-4H-%t
%3 [3, 2-d] &= -4-8 (X (9) 6%, & FR'=CH,, R*=1, R°=CH,CH,CH,,
R*=CH,CH,)

BEREREEZRASITHMNE, FA4-QC-TREETERAR)-2-
B-5-F I -T-E-AE B -S-H B ERAF4- 2-Q-RLAL) X TA
RI)-5-FHR-T-E-FAR-5-FK 8k, RHEFALESYD.

& 81%

% 5178-178.5C (Et,0/ &%) ;

IR (%£465) 3309 (NH), 1667 (C=0)cm';

'H NMR (CDC1,/TMS) d 0.99 (t, J=7.2Hz, 3H, CH.CH.CH,), 1.60
(t, J=6.9Hz, 3H, OCH.CH,), 1.67-1.79 (m, 2H, CH.CHCH,), 2.72 (t,
J=7.5Hz, 2H, CH.CH,CH,), 4.10 (s, 3H, NCH,), 4.28 (q, J=6.9Hz,
2H, OCH,CH,), 7.02 (d, J=8.4Hz, 1H, H-3’), 7.13 (td, J=8.4Hz,
1. 2Hz, 1H, H-5"), 7.39-7.45 (m, 1H, H-4"), 8.49 (dd, J=7.8Hz,
1.8Hz, 1H, H-6"), 10.96 (br s, 1H, NH); MS (FAB) m/z 438 (MH').

& EHAHBTT

# & 6-m-5-FHh-2-(2-E-FRAFXK)-T-E-H K3, 5- = A -4H-
ook gf [3,2-d] #E s —4-8 (X (9) 4%, X ¥ R=CH, R=I,
R*=CH,CH,CH,, R‘=CH,CH,CH,)

BERAHG EARPSITHME, A A2--1-FH-(4-Q2-E-FEL
AXEFTEHAL)-3-E-BAE-5-BBERTL-2-Q-RLAK) X
YEERKL)-5-FHA-T-E-FHARLE-5-KBE, KF&FELEY.

ZFE: 98%

£ 5.141-142C (CHC1,/ &%) ;

IR (%£4¢5) 3320 (NH), 1678 (C=0)cm;

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.17
(t, J=7.5Hz, 3H, OCH.CH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
1.94-2.06 (m, 2H, OCH.CH,CH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,),
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4.10 (s, 3H, NCH,), 4.17 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.03 (d,
J=8.4Hz, 1H, H-3’), 7.10-7.15 (m, 1H, H-5"), 7.40-7.45 (m, 1H,
H-4’), 8.50 (dd, J=7.8Hz, 1.8Hz, 1H, H-6), 10.98 (br s, 1H,
NH); MS (FAB) m/z 452 (MH').

W& EHPIT8

W &2-(o- AR -2- TR FK)-6-m-5-FH-T-E-FHHK-3, 5-
ZRA-4H-wbE 5 [3, 2-d] E-4-8 (X (2) /4%, R fY=Cl, R'=CH,,
R*=I, R*=CH,CH,CH,, R'=CH,CH,)

BBARNEEABASTHRHE, AM2-Q2-TAXK)-6-8-5-F
A-T-E-R/HK-3, 5- = A -4H-& 5 [3, 2-d] Ew -4- WK %2-(2-C
A ER)-5-FH-T-FE-F/ K-35~ = G -4H-wt"%& 5 [3, 2-d] T —4-
B, R4 &AL ED.

e 15%

#.5197C H M (CHCL,/ THR)

IR (%h#%43) 3327 (NH), 1670 (C=0), 1174 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH.CH.CH;), 1.66
(t, J=6.9Hz, 3H, OCH.CH,), 1.67-1.79 (m, 2H, CH.CH,CH,), 2.74 (t,
J=7.5Hz, 2H, CH,CH.CH,), 4.11 (s, 3H, NCH;), 4.42 (q, J=6.9Hz,
2H, OCH,CH,), 7.21 (d, J=8.7Hz, 1H, H-3"), 8.08 (dd, J=8.7Hz,
2. 7THz, 1H, H—-4’), 9.13 (d, J=2. 7THz, 1H, H-6’), 10.58 (br s, 1H,
NH); MS (FAB) m/z 518 (MH'-H.0).

& LwHIT9

H&2-(-FABAE-2-E-REAXK)-6-8-5-FR-7T-E-R K
-3, 5~ = S ~4H- % [3, 2-d] % -4-8 (X (2) &%, % +y=Cl,
R'=CH,, R’=I, R°=CH,CH.CH,, R'=CH,CH,CH,)

BRAMNSE LEA4TTSMNE, A A6-—-5-FE-2-(2-E-FEK
FA)-T-E-& K3, 5- = A -4H-wtE I [3, 2-d] R -4- MR % 2-(2-
LRFEKR)-5-FH-T-E-FE-3, 5-= & -4H- "% 5 [3, 2-d] &z —4-
B, kH &S Y.
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& 93%

.5 177CE # (CHC1,/Et,0);

IR (#:4+64) 3323 (NH), 1679 (C=0), 1175(S0,)cm’;

‘H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCHCH.CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
2.00-2.12 (m, 2H, OCH,CH,CH,), 2.74 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.11 (s, 3H, NCH,), 4.30 (t, J=6.3Hz, 2H, OCH,CH.CH,), 7.21 (d,
J=9.0Hz, 1H, H-3’), 8.08 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 9. 14
(d, J=2.4Hz, 1H, H-6"), 10.61 (br s, 1H, NH); MS (FAB) m/z 532
(MH'-H.0) .

] & 5= 3641 80

#HE2-(6-(4-(RFPR) ke g L) 2-TRKRKL) -5-F K -7-E-
F -3, 5- = A —4H-% JF [3, 2-d] HR -4-8 (X (1) o4, L+
R°=SO,NR°R’, R'=CH,, R°*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R" A 4- (fLF %)
o eE-1-45)

K=k (0.2089, 1.L6EBER)mMEEXRB P, AEK_KT
" (SES) T H2-G- R mA-2-TRER)-5-FH-7T-E-F 4
-3, 5~ = H,~4H-t & 5 [3, 2-d] Ew -4-8 (200 & %, 0.49E B R)
4-(RFR)RRZRCHK (139 L, 0.59FEBR)HRLS B, H4£0
CTTF, ARAETHEHI2IE, ERKGESNTHREZRLRSVWAXE
T, FAIAMPLCA K LA F M RESY (BERM: 4:108
LB/ Tk, BEHZAECHCL, F&52% MeOH), 33|k & BIRHkeg4:4 40
&% (217TE %, 89%). #) A MEtOH/CHCL, ¢ H & &, %S AE5H L
seg e .

¥ %5217.5-2187C;

IR (464 45) 3325 (NH), 2246 (CN), 1691 (C=0), 1164 (S0,)
cm ';

'H NMR (CDC1./TMS) & 1.00 (t, J=7.2Hz, 3H, CH,CH.CH,),
1.42-1.68 (m, 3H, CH#2CH,), 1.61 (t, J=7.2Hz, 3H, OCH,CH,),
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1.68-1.80 (m, 2H, CH,CH,CH,), 1.84-1.93 (m, 2H, 2CH.), 2.29 (d,
J=6. 6Hz, 2H, CH,CN), 2.40 (td, J=11. 7THz, 2. 1Hz, 2H, 2NCH,.), 2. 71
(t, J=7.5Hz, 2H, CH,CHCH,), 3.91 (br d, J=11.T7Hz, 2H, 2NCH.),
4.08 (s, 3H, NCH,), 4.36 (q, J=7.2Hz, 2H, OCH,CH,), 6.89 (s, 1H,
H-2), 7.13 (d, J=8.7Hz, 1H, H-3’), 7.82 (dd, J=8.7Hz, 2.THz,
1H, H-4’), 8.85 (d, J=2.7Hz, 1H, H-6"), 10.62 (br s, 1H, NH);
MS (FAB) m/z 498 (MH").

# & L4581

WNE2-G-U-(RFR)kw s ) -2- E-BEAEL) 5-FR-7-
E-HA-3, 5- = H-4H-MB H [3, 2-d]Eez—-4-8 (X, (1) 1L 2%, H
R°=SO.NR°R’, R'=CH,, R’=H, R’=CH,CH.CH,, R'=CH,CH,CH,, NR°R’2} 4- (fi
¥ ) sk &)

BERBANEEEHSOT ML, A M2-(-RABA-2-E-FEX
A)-5-FPHR-T-E-FHX-3,5-= A -4H %3 [3, 2-d] ER-4-FKH
2-(5- A B A -2- TRFK)-5-F A -7-E-H -3, 5- = R~ 4H- %%
(8, 2-d] X -4-M, R &FENLEY.

FE 96%

% 5.194-194. 5C (EtOAc/ TH);

IR (4E4465) 3304 (NH), 2245 (CN), 1691 (C=0), 1166 (SO0,)
cm';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.18
(t, J=7.5Hz, 3H, OCH.CH,CH,), 1.41-1.59 (m, 2H, 2CH,,), 1.60-1. 80
(m, 3H, CH #= CHCHCH,), 1.89 (br d, J=11.4Hz, 2H, 2CH.,),
1.98-2. 10 (m, 2H, OCH,CH,CH,), 2.29 (d, J=6.6Hz, 2H, CH.CN), 2. 40
(td, J=12.0Hz, 2.4Hz, 2H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH,), 3.91 (br d, J=12.0Hz, 2H, 2NCH,,), 4.08 (s, 3H, NCH,),
4.25 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.89 (s, 1H, H-2), 7.14 (d,
J=8.THz, 1H, H-3"), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86
(d, J=2.4Hz, 1H, H-6"), 10.65 (br s, 1H, NH); MS (FAB) m/z 512
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(MH") .

H & E 4182

#E2-6-(4-C-ROHE) R A)-2-TEFEKX)-5-FEA-T-
E-/ -3, 5-— f-4H-wt% 5 (3, 2-d]ER-4- (X () 4eé%, £+
R°=SO,NR°R’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R'#4-(2-#.Z
) ke i)

BERBANELAMATITHHE, ARAI-C-RCA) KRR ZRALE
KB4 (RFPR)RE=ZRTER, k¥ &AL ED.

E2 76%

¥ %.225-225. 5C (EtOH/CHC1,);

IR (%h4%5) 3325 (NH), 2243 (CN), 1692 (C=0), 1162 (S0,
cm;

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.28-1.46 (m, 3H, CH# 2CH.), 1.57-1.79 (m, 6H, CH,CH.CH,,
CH,CH,CN#2CH,,), 1.64 (t, J=6.9Hz, 3H, OCH.CH,), 2.33-2.39 (m,
4H, CH,CH,CN#2NCH,,), 2.71 (t, J=7.5Hz, 2H, CH.CH,CH;), 3.87 (br
d, J=11.7Hz, 2H, 2NCH.), 4.08 (s, 3H, NCH,), 4.36 (q, J=6.9Hz,
2H, OCH.CH,), 6.89 (s, 1H, H-2), 7.13 (d, J=9.0Hz, 1H, H-3"),
7.81 (dd, J=9.OHz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6"),
10.64 (br s, 1H, NH); MS (FAB) m/z 512 (MH').

#1 & 52364183

H&E2-(5-(4-C-RTUAE) KA BIE)-2-E-FRAXK)-5-F XK
~T-E-#& X -3, 5- = R —4H-% 5 (3, 2-d] % -4-8 (X (1) k49,
X P R°=SO,NR°R’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,CH;, NR°R" 4 4- (2-
TRk IK)

BRAEWE ZRPISOTHIRE, M A2-G-ABBEA-2-E-FEX
A)-5-FR-T-E-R/H K-8, 5- = K -4H-wt & 5 [3, 2-d] FER-4-8 F
4-(2-RTLA)RR Z R LBRH2- G- R h-2-C A% L) 5-F4
~T-E-R/ k-3, 5- = f-4H- %% I [3, 2-d]ER -4-Bfe- (RF L)%
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REIRALR, RHEFHELAD.
2 96%
B.#5179-179. 5C (EtOAc/ T Xt);
IR (%:4464) 3330 (NH), 2243 (CN), 1692 (C=0), 1165 (SO,)

cm ';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CHCH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.30-1.42 (m, 2H, 2CH,), 1.57-1.79
(m, 7H, CH, CH,CHCN, CH,CHCH, # 2CH,), 1.98-2.10 (m, 2H,
OCH.CH.,CH;), 2.33-2.39 (m, 2H, 2NCH,), 2.35 (t, J=7.2Hz, 2H,
CH.CH,CN), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.87 (br d, J=11. THz,
2H, 2NCH,,), 4.08 (s, 3H, NCH,), 4.25 (t, J=6. 3Hz, 2H, OCH,CH,CH.),
6.89 (s, 1H, H-2), 7.14 (d, J=8. THz, 1H, H-3’), 7.81 (dd, J=8. 7THz
2. THz, 1H, H-4"), 8.87 (d, J=2.THz, 1H, H-6"), 10.69 (br s, 1H,
NH); MS (FAB) m/z 526 (MH').

#1 & % 3.4 84

ME2-2-TRA-5- (- (TERBEATFTRA)RTHBEIL) £ 1) -5-F
A-T-E-HK-3,5- = S -4H-wE 5 (3, 2-d] &2 -4-8 (X (1) &
¥, 3 FR=SONRR’, R'=CH,, R=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’3%
4-(LRABEKRFR) sk i)

BRAMNGEAPTIOTHNE, HAA4-(TEBERAFTR) %R E
4-(RFPR)RRZRATE, 2HE&FELESY.

& 74%

% ,%146-147C (EtOAc/TXR);

IR (%6445) 3316 (NH), 1738, 1695 (C=0), 1161 (SO,)cm™s

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.22
(t, J=7.5Hz, 3H, CO,CH.CH;), 1.31-1.46 (m, 2H, 2CH.), 1.63 (t,
J=6.9Hz, 3H, OCH.CH,), 1.67-1.80 (m, 5H, CH, CH,CH,CH,#2CH,,),
2.21 (d, J=6.6Hz, 2H, CH,O0,), 2.39 (td, J=11.7Hz, 2.1Hz, 2H,
2NCH,.), 2.71(t, J=7.5Hz, 2H, CH.CH,CH,), 3.83 (br d, J=11.7Hz,

’
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2H, 2NCH.,), 4.08 (s, 3H, NCH;), 4.09 (q, J=7.2Hz, 2H, CO,CH,CH.),
4.36 (q, J=6.9Hz, 2H, OCH.CH,), 6.89 (s, 1H, H-2), 7.12 (d,
J=9. 0Hz, 1H, H-3’), 7.81 (dd, J=9.0Hz, 2.4Hz, 1H, H-4"), 8.85
(d, J=2.4Hz, 1H, H-6"), 10.65(br s, 1H, NH); MS (FAB) m/z 545
(MH").

#1 & £ #4185

HE&E2-6-U-(TREATE) vk #idik)-2-E-F A K HL)-5-
¥R -T-E-F k-3, 5- = S -4H-wk& 5 [3, 2-d]) EX-4-8 (X, (1) i
#, H FR=SONRR’, R'=CH;, R*=H, R*=CH,CH.CH;, R‘=CH,CH.CH,, NR°R’
A4~ (CREETFTR)RR-1-K)

BRBAMNGEZABSOTGHE, AMA2-G-ABBE-2-E-HAX
) -5-F R -T-E- & K& -3, 5- = G —4H- L& 5 [3, 2-d] B R -4- 8 Ao
4~ (LRBERFTR) kAR H2-(6-ABA-2-T AKX K)-5-FK-7-
JE-& -3, 5- = S -4H- & JF [3, 2-d] E R -4- B frd- (FLF L) kvt
ZRTLE , RMEIFENEY.

FE: 93%

£ ,%5.147. 5-148°C (EtOAc/CHCL,);

IR (#64#5) 3335 (NH), 1732, 1669 (C=0), 1163 (SO0,)cm’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH.CH,), 1.22 (t, J=6.9Hz, 3H, CO,CH.CH,),
1.25-1.46 (m, 2H, 2CH,.), 1.66-1.85 (m, 5H, CH, CH,CH,CH,#22CH.,),
1.98-2.10 (m, 2H, OCH,CH,CH,), 2.21 (d, J=6.6Hz, 2H, CH,CO,),
2.33-2.45 (m, 2H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH.CH,), 3.83
(br d, J=11. THz, 2H, 2NCH..), 4.08 (s, 3H, NCH,), 4.09 (q, J=6.9Hz,
2H, CO,CH,CH,)), 4.25 (t, J=6.6Hz, 2H, OCH,CH,CH.,), 6.89 (s, 1H,
H-2), 7.13 (d, J=8.7THz, 1H, H-3’), 7.81 (dd, J=8.THz, 2.4Hz,
1H, H-4"), 8.87 (d, J=2.4Hz, 1H, H-6"), 10.67 (br s, 1H, NH);
MS (FAB) m/z 559 (MH').

) & % #4186
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HEo-(0-Z8K-5-(4-(2-LEB AL LE) ke B i) A1) -5-
Ak -7-E-& -3, 5- = H—-4H-wteE8 (3, 2-d] ER-4-8 (X (1) {4
%, R PR=SO,NR°R’, R'=CH,, R’=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R"#
4- (2-TREARTIHK) kg -1-4)

BBAEHNGEABTOPHHE, AR-Q-TREKETE) REX
FA- (AT A)RTZRLEK, RH&HFELED.

Fih AL

¥ 5.139. 5-140C (Et0Ac/ T¥n);

IR (#£445) 3322 (NH), 1734, 1694 (C=0), 1162 (SO,)cm™;

'H NMR (CDCl,/TMS) ® 1.00 (t, J=7.2Hz, 3H, CO,CH,CH,),
1.17-1. 44 (m, SH, CH#»2CH,.), 1.22 (t, J=7.5Hz, 3H, CH.CH,CH,),
1.52-1.68 (m, 2H, CH,CH,CO.), 1.63 (t, J=T7.2Hz, 3H, OCH,CH,),
1.69-1.80 (m, 4H, CHCHCH,# 2CH..), 2.27 (t, J=7.5Hz, 2H,
CH,CH,CO,), 2.33 (br t, J=11.4Hz, 2H, 2NCH.)), 2.71 (t, J=7.5Hz,
9H, CH,CH,CH,), 3.83 (br d, J=11.4Hz, 2H, 2NCH.), 4.08 (s, 3H,
NCH,), 4.09 (q, J=7.2Hz, 2H, CO.CH,CH,), 4.35 (q, J=7.2Hz, 2H,
OCH,CH,), 6.89 (s, 1H, H-2), 7.12 (d, J=8.THz, 1H, H-3’), 7.81
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.85 (d, J=2.4Hz, 1H, H-6"),
10.64 (br s, 1H, NH); MS (FAB) m/z 559 (MH").

] & % #1487

HE2-G-U-QQ-CAREALER)REHBL)2-E-ARAX
H)-5- },-7-E-F& K3, 5- = G -4H-E ¥ [3, 2-d] & 4-8 (X
(1) 444, R ¥R=SO,NR°R’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,CH,,
NRR'A4- (2-LRAEA THE)RR-1-K)

BBAMNE LAFASOTHME, MA2-G-RBBA-2-E-FAX
H)-5-F R -7-E-FK-3,5- = A -4H-w & ¥ [3, 2-d] #EE -4- 8 A
4-2-TRBA LK) RTRZH2-G-RBFAHEA-2-TAXK)-5-FA
~T-E-FH-3, 5~ = A ~4H-t & JF (3, 2-d] E R -4- 8 4- (RLF ) %
"EZRLE, kH&HFALEY.
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& 80%

% %5.134-135C (EtOAc/CHC1,);

IR (674#5) 3335, 3300 (NH), 1735, 1688 (C=0), 1163 (SO,)
cm’';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.22 (t, J=7.2Hz, 3H, CO,CH,CH.),
1.21-1.40 (m, 3H, CH#2CH,), 1.49-1.62 (m, 2H, CH,CH,CO,),
1.67-1.80 ((m, 4H, CH,CH.CH, # 2CH.), 1.98-2.08 (m, 2H,
OCH,CH.CH,), 2.27 (t, J=T7.5Hz, 2H, CH,CH,CO,), 2.29-2.38 (m, 2H,
2NCH,,), 2.71 (t, J=7.5Hz, 2H, CH,.CH,CH;), 3.83 (br d, J=12.6Hz,
2H, 2NCH.,), 4.082 (q, J=7.2Hz, 2H, CO,CH,CH,), 4.083 (s, 3H, NCH,),
4.24 (t, J=6.6Hz, 2H, OCH,CH.CH,), 6.89 (s, 1H, H-2), 7.13 (d,
J=8. THz, 1H, H-3’), 7.81 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86
(d, J=2.4Hz, 1H, H-6’), 10.66 (br s, 1H, NH); MS (FAB) m/z 573
(MH").

] & % 34188

ME2-G-(S)-1-FREA-2-FTRA)REZBKA-2-ZARX
HE)-5- K -7-E-&HK-3, 5- = K —4H-wb & 5 [3, 2-d] E = -4-8 (X
(1) 4%, X PR°=SO.NRR’, R'=CH;, R*=H, R*=CH,CH,CH,, R'=CH,CH,,
NR°R' ((S)-1-FaAKE-2-FHL) &L)

BERERNEELAMOTHNHE, AAL-SABRFTEIKERSE
4-(RF R RRZRLE, RHEHRALED.

e 79%

£%,5.103-104C (Et0Ac/Et,0/ TiR);

IR ($4#%) 3327 (NH), 1741, 1674 (C=0), 1164 (SO,)cm';

'H NMR (CDC1,/TMS) ® 0.86 (d, J=6.9Hz, 3H, CHCH,), 0.97 (d,
J=6.9Hz, 3H, CHCH;), 1.00 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.61 (t,
J=6.9Hz, 3H, OCH,CH,), 1.68-1.76 (m, 2H, CH,CH,CH,), 2.05-2.21
(m, 1H, CH(CH)),), 2.72 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.87 (dd,
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J=9.9Hz, 5. 1Hz, 1H, NCHCO,), 4. 08 (s, 3H, NCH,), 4.29 (q, J=6. 9Hz,
2H, OCH,CH,), 4.89 (s, 2H, OCH,Ph), 5.27 (d, J=9.9Hz, 1H, SONH),
6.89 (s, 1H, H-2), 7.00 (d, J=8.7Hz, 1H, H-3’), 7.10-7.26 (m,
5H, ArH), 7.84 (dd, J=8. THz, 2. 4Hz, 1H, H-4’), 8.92 (d, J=2. 4Hz,
H, H-6"), 10.64 (br s, 1H, NH); MS (FAB) m/z 581 (MH').

#] & £ 25189

#HE&E2-G-(O)-1-FREA2-FTRA) RAFmL-2-E-HRKX
A)-5-F R -7-E-FHE-3, 5- = A —4H-%E 5 [3, 2-d] EE -4-8 (X
(1) 4644, 3 #R°=SONR’R’, R'=CH,, R’=H, R’=CH,CH,CH,, R*=CH,CH,CH;,
NRR" A ((S)-1-FaZEAE-2-FRA) &L)

BEBAHE LABISOTMMA, FA2-G-FRBE-2-E-FAX
H)-5-FH-7-E-/HE-3,5-= A -4H- % HF [3, 2-d] % -4- 8 foL-
BABRTEERIERE-GC-AHBA2-CRER)-5-FE-T-E-&
#-3,5- = G -4H-wbo& 5 [3, 2-d] H R -4- WM 4-(RF L) ke &
H, kHF&IFHELEY.

e 82%

£ %.126-127C (EtOAc/Et,0/ T kL) ;

IR (#::445) 3330 (NH), 1741, 1675 (C=0), 1165 (SO,)cm';

'H NMR (CDC1,/TMS) ® 0.86 (d, J=6.9Hz, 3H, CHCH,), 0.97
(d, J=6.9Hz, 3H, CHCH,), 1.01 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.18
(t, J=7.5Hz, 3H, OCH,CHCH;), 1.69-1.78 (m, 2H, CH,CH,CH,),
1.98-2.14 (m, 3H, OCH,CH,CH,#=CH(CH,),), 2.73 (t, J=T7.5Hz, 2H,
CH,CH,CH,), 3.88 (dd, J=9.9Hz, 5.1Hz, 1H, NCHCO,), 4.09 (s, 3H,
NCH,), 4.19 (t, J=6.6Hz, 2H, OCH,CH.CH,), 4.89 (s, 2H, OCH,Ph),
5.19 (d, J=9.9Hz, 1H, SO.NH), 6.89 (s, 1H, H-2), 7.02 (d, J=8. THz,
1H, H-3’), 7.11-7.33 (m, 5H, ArH), 7.85 (dd, J=8.THz, 2. 7Hz,
1H, H-4"), 8.95 (d, J=2.7Hz, 1H,H-6"), 10.67 (br s, 1H, NH);
MS (FAB) m/z 595 (MH').

& £ HH190
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HEA-Q-TAX-S-HAXTHRAL) S-FEA-T-E-AL®%
-5-% Bl (X (13) 4444, X PR'=CH,, R*=H, R'=CH,CH,CH,, R*=CH,CH,)

BeRAMN & LA 8T L, A A2-TLRA--AAE T BRI
H-LRAETER, RHAEHFALESD.

& 96%

B 227-227. 5C (CHC1,/Et,0)

IR (464#y) 3447, 3299 (NH), 1657, 1639 (C=0), 1341, 1288
(NOy) em'™ s

'{ NMR (CDC1,/TMS) d 0.92 (t, J=7.5Hz, 38H, CH,CH,CH,),
1.46-1.57 (m, 2H, CH,CH,CH,), 1.60 (t, J=6.9Hz, 3H, OCH,.CH,), 2. 33
(t, J=T7.5Hz, 2H, CH,CH.CH,), 3.85 (s, 3H, NCH,), 4.42 (q, J=6.9Hz,
2H, OCH.CH,), 6.54 (s, 1H, H-2), 7.16 (d, J=9.0Hz, 1H, H-3"),
8.39 (dd, J=9.0Hz, 2.7Hz, 1H, H-4’), 9.13 (br s, 1H, NH), 9. 16
(d, J=2.7THz, 1H, H-6"); MS (FAB) m/z 375 (MH').

H & EHEHFI91

HE&4a-G-A-2-E-FRAXTEHRAR)-5-FA-T-E-AiL
R -5-% sk (X (13) 444, HE FR=CH,, R=H, R’=CH,CH,CH,,
R'=CH,CH,CH,)

BBANEEZAFI28FHRE, A AS-AE-2-E-F AKX T B
FRB2-CEAXTHRA, RHE&EHANLED.

FE: 94%

¥5.%.224-224. 5C (CHC1,/Et,0);

IR (%k#4#5) 3388, 3186 (NH), 1659, 1639 (C=0), 1341, 1277
(NO,) cm™';

'H NMR (CDC1,/TMS) ® 0.91 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.09
(t, J=7.5Hz, 3H, OCH,CH.CH)), 1.47-1.59 (m, 2H, CH,CH,CH,),
1.91-2.03 (m, 2H, OCH,CH.CH,), 2.32 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.85 (s, 3H, NCH,), 4.30 (t, J=6.9Hz, 2H, OCH,CH.CH,), 6.54 (s,
1H, H-2), 7.16 (d, J=8. THz, 1H, H-3’), 8.39 (dd, J=8. 7THz, 3.OHz,
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1H, H-4’), 9.12 (br s, 1H, NH), 9.16 (d, J=3.0Hz, 1H, H-6’);
MS (FAB) m/z 389 (MH').

& EHHI92

W&E2-2-TRES-HEE)-5-FEA-T-E-/K-3,5-=&-4H-
o it [3,2-d] #E e -4-8 (X (10) &£ 4%, KX FR'=CH,, R=H,
R*=CH,CH,CH,, R'=CH,CH,)

BRBERNEEZAASIPOHE, A A4-Q-TAE-S-HEAXFTEH
BK)-5-PHR-T-E-FAERE-S5-BBERTL-C-Q-RTEL)XET
BLRA) -5-FR-T-E-F Rtk -5-5 B, KRB &SN,

e TT%

¥ ,%211-211. 5C (CHC1,/Et,0);

IR (%4#5) 3327 (NH), 1684 (C=0), 1341, 1268 (NO,)cm’;

'H NMR (DMSO-ds) & 0.93 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.37 (x,
J=6.9Hz, 3H, OCH,CH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 2.59 (t,
J=7.5Hz, 2H, CH,CH,CH;), 3.99 (s, 3H, NCH,), 4.27 (q, J=6.9Hz,
2H, OCH,CH,), 7.23 (s, 1H, H-2), 7.36 (d, J=9.3Hz, 1H, H-3’),
8.35 (dd, J=9.3Hz, 3.0Hz, 1H, H-4’), 8.43 (d, J=3.OHz, 1H, H-6’),
11.75 (br s, 1H, NH); MS (FAB) m/z 357 (MH").

& 534193

HHES-FTR-2-G-ME-2-E-HEAXRK)-T-E-AKX-3,5-— &
—4H-wt & 5f [3, 2-d] = —4-81 (X (10) &%, } FR'=CH,, R=H,
R’=CH,~CH,CH,, R*=CH,CH,CH,)

BBAMNE EAFSIPOHE, ARAI-FE4-G-AHE-2-E-5F
FAXFTERRAR)-3-E-HARE-S-BBHBEREL- C-Q-RTER)
K PBRNL)-5-FHR-7T-FE-FARE-5-FBE, k48 EE4L2Y.

A2 95%

# .5 181. 5C 2 ## (CHC1,/Et.0);

IR (%6449) 3324 (NH), 1689 (C=0), 1345, 1273 (NO.)cm "

'H NMR (CDC1,/TMS) ® 1.02 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
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(t, J=7.5Hz, 3H, OCH,CH.CH,), 1.68-1.82 (m, 2H, CH,CH,CH,),
1.91-2.12 (m, 2H, OCH.CH.CH,), 2.75 (t, J=7.5Hz, 2H, CH,CH.CH,),
4.09 (s, 3H, NCH,), 4.28 (t, J=6.3Hz, 2H, OCH,CHCH,), 6.91 (s,
1H, H-2), 7.12 (d, J=9. 3Hz, 1H, H-3’), 8.30 (dd, J=9. 3Hz, 3. OHz,
1H, H-4’), 9.36 (d, J=3.0Hz, 1H, H-6’), 10.61 (br s, 1H, NH);
MS (FAB) m/z 371 (MH').

& £ 94

#&E2-(6-RA-2-TRXRA)-5-FR-T-E-HK-3,5- = A -4H-
ek I [3,2-d] R -4- WM (X Q) 4%, X FR=CH, R=H,
R*=CH,CH,CH;, R'=CH,CH;)

AR AR AETHF (10E ) #EtOH (10EH) P #52-(2-T AL -5-
R ) -5-F K -7-E-FH -3, 5-= S -4H-w% I [3, 2-d] i -4- 8
(443F %, 1.21EBER)A5%Pd/C U3EL)MRAIB =K, FAEAA
E(QXAE; AR)TF, AFRTEHAERS ., @idad gl
EaxRAY, HAEBRMKGEATARERELK., A AMPLCAAKR L
WALPT G0 &% &% (ECHCL, ¥ #51% MeOH), #5|E % & BkK
AR AL S (388E &, 98%). A AMEtOAc/ TR TP AL, KEFA
S L s ey AL o4,

5 %.165. 5-166TC;

IR (#64%#)) 3542, 3329, 3297 (NH), 1647 (C=0)cm';

'H NMR (CDC1,/TMS) ® 1.01 (t, J=7.5Hz, 3H, CH,CHCH,), 1.53
(t, J=6.9Hz, 3H, OCH,CH,), 1.68-1.80 (m, 2H, CH,CH.CH.), 2.72 (t,
J=7.5Hz, 2H, CH,CH.CH,), 4.07 (s, 3H, NCH,), 4.16 (q, J=6.9Hz,
2H, OCH,CH;), 6.76 (dd, J=9.0Hz, 3.0Hz, 1H, H-4"), 6.85 (s, 1H,
H-2), 6.87 (d, J=9.0Hz, 1H, H-3’), 7.85 (d, J=3.0Hz, 1H, H-6");
MS (FAB) m/z 327 (MH").

& E£H95

WME2-G-RA-2-E-HEXA)-5-FR-T-E-H -3, 5-— &
—4H-wb & 5f [3, 2-d] F e -4-8 (X 3) 4%, X +R'=CH,, R*=H,
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R’=CH,CH,CH,, R*=CH,CH.CH,)

BBARE FAFIATHRHE, A A-FR-2-5-FK)-2-E-F
AER)-T-E-/HA-3,5-=&-TH- % [4, 3-d]E% - 7T- 8K
H2-(2-CaHA-5-EX)-5-PR-T-E-F K3, 5- = H-4H-E I
[3,2-d] =% -4-8, kH&IFHILEH.

FE: 63%

1% %.94-96. 5C (CH,C1,/MeOH/Et,0);

IR (%:4%+#5) 3505, 3439, 3312 (NH), 1676 (C=0)cm’;

'H NMR (DMSO-ds) d 1.19 (t, J=7.5Hz, 3H, CH,CH.CH.)), 1.23 (t,
J=7.5Hz, 3H, OCH,CH,CH,), 1.84~2.03 (m, 4H, CH,CH,CH,F=OCH,CH,CH,),
2.84 (t, J=7.5Hz, 2H, CH.CH.CH)), 4.20 (t, J=6.3Hz, 2H,
OCH,CH,CH,), 4.22 (s, 3H, NCH,), 5.13(br s, 2H, NH,), 6.94 (dd,
J=8. THz, 3.0Hz, 1H, H-4’), 7.15 (d, J=8.7Hz, 1H, H-3’), 7.44
(s, 1H, H-2), 7.45 (d, J=3.0Hz, 14, H-6"), 11.57 (br s, 1H, NH);
MS (FAB) m/z 341 (MH').

#] & L #4196

M&E4-5-B-2-LRAXFTEAKR)-5-FR-T-E-AHEabE-5-
% Bl (X (14) 444, A PR'=CH,, R*=H, R*=CH,CH.CH,, R'=CH,CH,)

BRAWNE LG8 FHME, AAG-B-2-LALAEXTHRAKRE
2-LRAXTHA, k#&HELEY.

2 98%

¥ ,%158-159C (EtOAc/Et,0/ T it)

IR (#64#5) 3445, 3174 (NH), 1656 (C=0)cm’;

'H NMR (CDC1,/TMS) & 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.47-1.59(m, 2H, CH,CH,CH,), 1.52 (t, J=6.9Hz, 3H, OCH,CH,), 2.32
(t, J=7.5Hz, 2H, CH,CH,CH,), 3.85 (s, 3H, NCH,), 4.27 (g, J=6. 9Hz,
2H, OCH.CH,), 6.52 (s, 1H, H-2), 6.93 (d, J=9.0Hz, 1H, H-3"),
7.59 (dd, J=9.0Hz, 2. THz, 1H, H-4"), 8.40 (d, J=2.THz, 1H, H-6"),
9.28 (br s, 1H, NH); MS (FAB) m/z 391 (MH'-H,0).

81



01807500. 2 WO P ZET74/186T

& EHEHI97

ME4-G5--2-E-RERXXTHREAERX)-5-FA-7T-E-HAask
-5-#% B (X (14) 444, & FR'=CH,, R*=H, R>=CH,CH,CH,, R*=CH,CH,CH,)

BRANELAFBTHMHE, AAS-R-2-E-REALXTERA
REH2-TEAEXTHRA, RHEFELSY. |

2 89%

5 ,%.148-150C (CHC1,/ &) ;

IR (%:4#5) 3315, 3174 (NH), 1659, 1642(C=0)cm’;

'H NMR (CDC1,/TMS) ® 0.91 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.05
(t, J=7.5Hz, 3H, OCHCH,CH,), 1.46-1.56 (m, 2H, CH,CH,CH),
1.85-1.97 (m, 2H, OCH,CH.CH;), 2.31 (t, J=7.5Hz, 2H, CH,CH,CH.),
3.84 (s, 3H, NCH,), 4.16 (t, J=6.9Hz, 2H, OCH,CH.CH,), 6.53 (s,
1H, H-2), 6.94 (d, J=9.0Hz, 1H, H-3’), 7.59 (dd, J=9.0Hz, 2. THz,
1H, H-4"), 8.40 (d, J=2.7Hz, 1H, H-6"), 9.28 (br s, 1H, NH);
MS (FAB) m/z 405 (MH'-H,0).

H & #4498

W &2-(5--2-TRKXK)-5-FR-T-E-FHHA-3, 5-= &40
& f [3, 2-d] v -4-8 (X (11) 449, X FR'=CH,, R*=H, R’=CH,CH,CH,,
R*=CH,CH,)

BERAWNGE LS PHME, AL G-E-2-TRAXTEREL
A)-5-FR-T-E-FHARE-S-RBERZI-C-Q-ARTAR X7
AHA)-5-FHR-T-E-FEE-5-F B, ERFHE&EFEELESD.

F2: 80%

£ %151, 5-152C (EtOAc/Et,0/ Th);

IR (%:4#) 3318 (NH), 1690 (C=0)cm™;

'H NMR (CDC1,/TMS) ® 1.02 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.59
(t, J=6.9Hz, 3H, OCH.CH;), 1.67-1.80 (m, 2H, CH,CH,CH,), 2. 73 (t,
J=7.5Hz, 2H, CH,CH.CH,), 4.08 (s, 3H, NCH,), 4.25 (q, J=6.9Hz,
2H, OCH,CH,), 6.87 (s, 1H, H-2), 6.90 (d, J=9.0Hz, 1H, H-3'),
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7.49 (dd, J=9.0Hz, 2. THz, 1H, H-4"), 8.59 (d, J=2. THz, 1H, H-6"),
10.79 (br s, 1H, NH); MS (FAB) m/z 390 (M').

% & L1999

#W&2-(6-f-2-E-RAFXK)-5-FEA-T-E-H/ K3, 5- =5 -4H-
o f (3, 2-d] Ew -4-8 (X (1) 4%, X F¥R=CH,, R=H,
R’=CH,CH,CH,;, R*=CH,CH,CH,)

BRAENE LEFSIFOMNE, ARI-G-R-2-E-HELEXTH
AA)-1-FH-3-E-F AL -S-FBEAE4-C-C-RTARX)ET
BERIE) -1-FRA-3-E-F AR -5-F 8, ¥ &FENLSDY.

e T6%

#% 5 118-119T (EtOAc/ TR ;

IR (#4#5) 3324 (NH), 1696 (C=0)cm™';

'H NMR (CDC1,/TMS) d 1.02 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.15
(t, J=7.2Hz, 3H, OCH.CH,.CH,), 1.68-1.80 (m, 2H, CH,CH,CH,),
1.93-2.05 (m, 2H, OCH,CH.CH.)), 2.73 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.08 (s, 3H, NCH,), 4.14 (t, J=6.6Hz, 2H, OCH,CH.CH,), 6.88(s,
1H, H-2), 6.91 (d, J=8.7Hz, 1H, H-3’), 7.50 (dd, J=8. THz, 2. THz,
1H, H-4’), 8.60 (d, J=2.7Hz, 1H, H-6"), 10.82 (br s, 1H, NH);
MS (FAB) m/z 404 (M').

# & % #41100

ME&2-(6-RAE2-TREXR)5-FX-T-E-RHHK-3, 5- = 5-4H-
ok Jf [3,2-d] Ew—4-8 (X 4) 4%, X JFR=CH, R=H,
R*=CH,CH,CH,, R*=CH,CH,)

FAI-FRER-2-RIE (10E) Foy2-(5-8-2-TAEK)-5-
WA -T-E-/E-3, 5- A -4H-wtv& 5 [3, 2-d] E" -4-8 (560 % %,
1.A3EBER) o H AL (1) (2.57 %, 28. TEBER) i £190TC 54 8,
REAHEFTR. BERBEBRASDEANL KRS T EAHG0RKER
(T0E ) oK (140EH) G RED T, F ARG TREMBHELEE R
FAR 1B, PACHCL, (80F #x3) XL RAY, H B RAGHIEH
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K (MgSO0,), L&, FARKOEATRERALXET. AMNGES
P MEt,0/ I B4, A AMPLCAE # ik b 464k P 5 49 B 4k (f£CHCL,
&5 1% MeOH), FE K KX EBHRRGARANS W B3T6E L, T8%). #
AMCHCL,/Et,0F A dh, KAFESH ELEGILEY,

t5 5232, 5-233TC;

IR (4% %) 3329(NH), 2228 (CN), 1692 (C=0)cm';

'H NMR (CDC1,/TMS) ® 1.02 (t, J=7.5Hz, 3H, CH,CH,CH,, 1.63
(t, J=6.9Hz, 3H, OCH.CH,), 1.68-1.79 (m, 2H, CH,CH.CH,), 2. 73 (t,
J=7.5Hz, 2H, CH,CH.CH,), 4.08 (s, 3H, NCH;), 4.35 (q, J=6.9Hz,
2H, OCH,CH,), 6.90 (s, 1H, H-2), 7.09 (d, J=8.7Hz, 1H, H-3"),
7.69 (dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.82 (d, J=2.4Hz, 1H, H-6),
10.62 (br s, 1H, NH); MS (FAB) m/z 337 (MH').

& EHHI101

B &2-(-RAE-2-E-HAFXK)-5-FR-T-E-FHK-3,5-= 4
—4H-wb o IF [3, 2-d] E o ~4- 8 (X (1) 4%, R FR'=CH,, R=H,
R’=CH,CH,CH;, R'=CH,CH,CH,)

BRAR K EHRBI00FGRE, ARA2-G-B-2-E-FAX
H)-5-FR-7-E-FHHK-3, 5-= F-4H-w% Hf [3, 2-d] FHR4-WAKH
2-(5--2-L A X H)-5-F R -7T-E-&HK-3,5- = & -4H- %% 5
[3, 2-d]Ew~-4-8, kF&HFALEY.

e 84%

15 %.179-180. 5C (CHCL,/ &) ;

IR (#64%#5) 3333 (NH), 2225 (CN), 1689 (C=0)cm;

'H NMR (CDC1,/TMS) ® 1.02 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.18
(t, J=T7.2Hz, 3H, OCH(CH.CH,), 1.68-1.80 (m, 2H, CH,CH,CH,),
1.98-2.09 (m, 2H, OCH.CH,CH,), 2.73 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.08 (s, 3H, NCH,), 4.24 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.90 (s,
1H, H-2), 7.10 (d, J=9.0Hz, 1H, H-3"), 7.69 (dd, J=9. OHz, 2. 4Hz,
1H, H-4"), 8.83 (d, J=2.4Hz, 1H, H-6"), 10.66 (br s, 1H, NH);
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MS (FAB) m/z 351 (MH).

£ 4 1

W&E2-C-TRE-5-U-FRBRE-1-AmEE) XX)-5-FH5-T-
E-F&E-3, 5- = G -4H- &3 [3, 2-d]Ee-4-8 (X (V) o4, L+
R°=SO,NR°R", R'=CH;, R’=H, R’=CH,CH.CH,, R'=CH,CH,, NR°R’A4-¥ vk
%-1-3%)

¥ = Tk (1158, 0.83FE B R) MmE L KKCHCL, (10EH) X
EtOH (10EH) ¥ #42-(5-ABsA-2-TREXK)5-FE-7T-E-&/ KL
=3, 5~ =& ~4H- %5 [3, 2-d] " -4- B (1T0E &, 0. 41FER) Foi-
Rk (698, 0.62EBR)HARAY T, HAERTARAET
BHEREGWI-120E, ERKOEATHRERERSD AL ET,
I A AMPLCAE sk fic £ Sb AL AT A 8L &85 o (B e BL: AECHCL, P &
2% MeOH, 3% ACHCL, ¥ #53% MeOH), 3%k & Bk eyt d
P (161% %, 82%). AIAMEtOAc/ T T HR LS, KFESH LEL
#yia-Y.

¥ %220, 5-221TC

IR (%:4#y) 3334 (NH), 1678 (C=0), 1172 (SO,)cm';

'H NMR (CDC1,/TMS) d 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.63
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.79 (m, 2H, CH,CH.CH,), 2.27 (s,
3H, NCH,), 2.49 (dd, J=5. 1Hz, 4.8Hz, 4H, 2NCH,), 2. 71 (t, J=7. 5Hz,
2H, CH,CH.CH,), 3.11 (dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.08 (s,
3H, NCH,), 4.35 (q, J=6.9Hz, 2H, OCH,CH,), 6.88 (s, 1H, H-2),
7.12 (d, J=8.7Hz, 1H, H-3’), 7.81 (dd, J=8. THz, 2.4Hz, 1H, H-4"),
8.87 (d, J=2.4Hz, 1H, H-6"), 10.60 (br s, 1H, NH); MS (FAB) m/z
474 (MH).

5% # ] 2

WE2-2-TRK-5-(4-FhRrE-1-AasRh) £X)-5-FRA-7-
GE-F -3, 5- R -4H- & I (3, 2-d]ER-4- M E B & (X () s
4, 3 ¥ R=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’%
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4-9 KokB-1-4)

BERT, ERAET, #1MHCIA A & (18047, 0. 18EEKR)
M E A KAKCHCL, QEH) P H2-(2-TEE-5-U-FE%RE-1-L 5
BhA) X A)-5-FA-7T-E-FH A3, 5- K —4H- 6 [3, 2-d]ER
~4-B(TTE %L, 0. 16EBER)GEER P, FHEIFAERKL1004. ¥
GRMNREDERBEBALKTE GOEH)F, FARTEBKENF
MG ERRY. LB BRERTHO 0E4) ¥, B BE B (0. 45
BOR) I, R ERAABAK, FE K G ERKERRGFES Y
(79% &, 95%).

¥ 6131, 5C &L/, |

IR (#64#5) 3334 (NH), 1686 (C=0), 1163 (SO,)cm’;

'H NMR (DMSO-ds) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.36 (t,
J=6.9Hz, 3H, OCH.CH,), 1.58-1.70 (m, 2H, CH.CH.CH,), 2.58 (t,
J=7.5Hz, 2H, CH,CH,CH,), 2.66-2.83 (br s, 5H, NCH,#2SO,NCH.,),
3.05-3.22 (m, 2H, 2SONCH.), 3.35-3.54 (m, 2H, 2'HNCH,),
3.72-3. 88 (m, 24, 2'HNCH.,), 3.99 (s, 3H, NCH,), 4.24 (q, J=6.9Hz,
2H, OCH.CH,), 7.23 (s, 1H, H-2), 7.41 (d, J=9.0Hz, 1H, H-3"),
7.86 (dd, J=9.0Hz, 2. 7Hz, 1H, H-4"), 7.97 (d, J=2. THz, 1H, H-6"),
10.58 (br s, 1H, NH'), 11.75 (br s, 1H, NH).

5 #1453

#E&2-G6-4-FTHRKE-1-ABEER)2-E-HAXK)-5-F A
~T-E-RK-3, 5-Z A~ 4H-w% 5 [3, 2-d]E=-4-] (X (1) it 4-%,
A $R’=SO,NR°R, R'=CH;, R’=H, R*=CH,CH,CH;, R'=CH,CH,CH,, NR°R’A4-
FRkE-1-4)

BRBELAMAITANE, AA-G-AHL-2-E-FAX
BK)-5-FR-T-E-FHK-3,5- — F-4H %% [3, 2-d] ER4- KA
2- (- R B -2-LRARK) 5-FH-T-E-FHHK-3, 5- = F-4H-1t%
303, 2-d1Ew-4-8M, kP EIFHEIEY.

Fe 81%
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#% %183-183. 5C (EtOAc/ T ¥%);

IR (%£46) 3297 (NH), 1695 (C=0), 1171 (SO,)cm™’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.18
(t, J=7.5Hz, 3H, OCH.CHCH;), 1.67-1.79 (m, 2H, CH,CH.CH,),
1.98-2.07 (m, 2H, OCH,CH,CH,), 2.27 (s, 3H, NCH;), 2.49 (dd,
J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.11 (dd, J=5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4. 24
(t, J=6.6Hz, 2H, OCH,CH,CH,), 6.88 (s, 1H, H-2), 7.13 (d, J=8. THz,
1H, H-3’), 7.81 (dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.88 (d, J=2. 4Hz,
1H, H-6’), 10.67 (br s, 1H, NH); MS (FAB) m/z 488 (MH').

5 %45 4 A

FE2-G-U-FEAE-1-AasiA)2-E-FAXL)-5-F 1
~T-E-& k-3, 5- = A -4H-1% 5 [3, 2-d]Ew-4-ME & & (X (1) 1t
&4, £ FR=SONR°R’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
H4-9 Kvkk—-1-)

BERAEZEB2THME, FAA2-G-U-FPRARRE-1-LA5K%
A)2-E-FBEAEXK)-S5-FR-7-E-FHK-3,5- = 4 -4H- % 5
[3, 2-d] e —4-FRHZH2-(2-TEA-5-(4-PHhes-1-A#mE) X
A)-5-Fh-7T-E-FHX-3, 5-— A -4H-9 &5 [3, 2-d]E"-4-8, %
&R S Y.

& 93%

#5124, 5C 2 f#;

IR ($&4#9) 3348 (NH), 1680 (C=0), 1167 (SO,)cm';

'H NMR (DMSO-d:;) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH;), O0.97
(t, J=7.2Hz, 3H, OCH,CH.CH,), 1.57-1.70 (m, 2H, CH,CH,CH,),
1.70-1.81 (m, 2H, OCH.CH,CH,), 2.58 (t, J=7.5Hz, 2H, CH,CH,CH,),
2.75 (s, 3H, NCH,), 2.76-2.80 (m, 2H, 2SO,NCH..), 3.08-3.22 (m,
2H, 2SO,NCH.,), 3.35-3.50 (m, 2H, 2'HNCH,,), 3.81 (br d, J=12. 3Hz,
2H, 2'HNCH..), 3.99 (s, 3H, NCH), 4.14 (t, J=6.6Hz, 2H,
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OCH,CH,CH,), 7.24 (s, 1H, H-2), 7.42 (d, J=9.0Hz, 1H, H-3"), 7. 87
(dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 7.98 (d, J=2.4Hz, 1H, H-6"),
10.93 (br s, 1H, NHY), 11.76 (br s, 1H, NH).

£ #4915

FE&E2-C-TRE-S5-(4-THh%RE-1-E5sA) XE)-5-FH-7-
E-FE-3, - Aa-4H-wbe& 5 (3, 2-d] R -4- B (X () o, £+
R°=SO,NR°R’, R'=CH;, R’=H, R’=CH,CH,CH,, R‘=CH,CH;, NR°R'A4-T %
%-1-3)

BRAEZAEBIFH#E, ARI-CTEREREL-TLRE, k4
AR,

% 89%

£ ,%.200-200. 5C (CHC1,/Et0Ac/ TR);

IR (%h465) 3332 (NH), 1680 (C=0), 1172 (S0.)cm';

'H NMR (CDC1,/TMS) d 0.99 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.02
(t, J=7.2Hz, 3H, NCHCH,), 1.63 (t, J=6.9Hz, 3H, OCH,CH,),
1.67-1.77 (m, 2H, CH.CH,CH,), 2. 40 (q, J=7.2Hz, 2H, NCH,CH,), 2. 53
(dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.11 (dd, J=5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 4. 08 (s, 3H, NCH,), 4.35
(q, J=6.9Hz, 2H, OCH.CH,), 6.88 (s, 1H, H-2), 7.12 (d, J=9.OHz,
1H, H-3"), 7.80 (dd, J=9.0Hz, 2. 4Hz, 1H, H-4"), 8.87 (d, J=2. 4Hz,
1H, H-6’), 10.62 (br s, 1H, NH); MS (FAB) m/z 488 (MH').

5 #4516

#HE&E2-2-TAA-5-U-E-FARBE-1-AHBA)XH5)-5-F 1
~7-E-& K -3, 5- = & —4H-wb & 5 [3, 2-d] Ew-4-8 (X, (1) L4,
£ FR°=SO,NR°R", R'=CH,, R*=H, R’=CH,CH,CH,, R*=CH,CH,, NR°R’}4-.iE-
ik vkR-1-3K)

BRAEZAGLIPOHE, ARI-E-FEAREREI-FE%E,
) F &AL EY.

F2: 76%
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$%.,£.202. 5C £ # (CHC1,/Et,0/ &) ;

IR (%4#5) 3332 (NH), 1677 (C=0), 1170 (SO,)cm™;

I NMR (CDC1,/TMS) & 0.90 (t, J=7.5Hz, 3H, NCH,CH,CHi), 0.99
(t, J=7.5Hz, 3H, CH,CH.CH,), 1.37-1.50 (m, 2H, NCH,CH.CH,), 1.63
(t, J=6.9Hz, 3H, OCH,CH,), 1.64-1.77 (m, 2H, CH,CH,CH,), 2.28 (dd,
J=7.8Hz, 7.5Hz, 2H, NCH,CH.CH,), 2.52 (dd, J=4.8Hz, 3.9Hz, 4H,
2NCH,), 2.71 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.10 (dd, J=4.8Hz,
3.9Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.35 (q, J=6.9Hz, 2H,
OCH,CH,), 6.88 (s, 1H, H-2), 7.12 (d, J=8.7Hz, 1H, H-3’), 7.80
(dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6"),
10.63 (br s, 1H, NH); MS (FAB) m/z 502 (MH').

5 3B 7

M&E2-C-TRA-5-U-E-FERE-1-Aa8A) £ L) -5-F4
~T-E-F K -3, 5- = F-4H-w% 5 [3, 2-d)FER-4-MER L (X ()1
44, K PR=SONRR’, R'=CH,, R*=H, R°=CH,CH,CH,, R'=CH.CH,, NR°R’
A 4-E-F Kok R-1-4)

ERAZEF2THME, MA2-QC-TRI-S-U-E-FE%k%E
~1-A s ) K R)-5-FHh-7T-E-F K3, 5-— A-4H-wE 5 (3, 2-d]
-4 ARHE2-(-CAK-5-(4-PRRBE-1-L B k) XX)-5-
W -T-E-F k-3, 5- = S —4H-wtes 3 (3, 2-d] " -4-8, X4 & 4%
AL .

F%: 98%

¥%.,5.232. 5C # #;

IR (4£4465) 3334 (NH), 1686 (C=0), 1163 (SO,)cm';

'‘H NMR (DMSO-d;) ® 0.87 (t, J=7.5Hz, 3H, NCH,CH,CH,), 0.93 (t,
J=7.2Hz, 3H, CHCHCH,), 1.36 (t, J=6.9Hz, 3H, OCH,CH,),
1.56-1.72 (m, 4H, CH,CH,CH;#»NCH,CH,CH,), 2.58 (t, J=7.5Hz, 2H,
CH.CH,CH,), 2.82 (br dd, J=12.3Hz, 11.7Hz, 2H, 2SO,NCH,,),
2.94-3.07 (m, 2H, NCH.CH,CH,), 3.05-3.17 (m, 2H, 2SO,NCH.,),
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3.47-3.58(m, 2H, 2'HNCH,), 3.79 (br d, J=11.7Hz, 2H, 2'HNCH,,),
3.99 (s, 3H, NCH,), 4.24 (q, J=6.9Hz, 2H, OCH,.CH,)), 7.25 (s, 1H,
H-2), 7.42 (d, J=9.0Hz, 1H, H-3’), 7.87 (dd, J=9.O0Hz, 2.4Hz,
1H, H-4"), 7.98 (d, J=2.4Hz, 1H, H-6"), 10.69 (br s, 1H, NH"),
11.82 (br s, 1H, NH). |

5 3.4 8

H&E2--CaREA-S-U-FREARE-1- A L) X L) -5-F4
~T-3E-A -3, 5-= S -4H-9% 5t [3, 2-d]Ew -4-M (X ()44,
£ P R°=SO,NR°R’, R'=CH,, R*=H, R°=CH,CH,CH,, R'=CH,CH,, NR'R'44-3
AAEkE-1-4)

BRESEALTHME, AA-FRARERFI-Ph%kE %
& AN,

Fe 87%

%5241, 5C Z # (CHC1,/Et,0);

IR (#h4¢3) 3333 (NH), 1680, 1672 (C=0), 1177 (SO,)cm’;

'H NMR (CDC1,/TMS) d 0.990 (t, J=7.5Hz, 3H, CH,CH.CH,), 0.993
(t, J=6.6Hz, 6H, CH(CH)),), 1.63 (t, J=6.9Hz, 3H, OCH.CH,),
1.67-1.77 (m, 2H, CHCHCH)), 2.60 (dd, J=4.8Hz, 4.5Hz, 4H,
2NCH,), 2.61-2.68 (m, 1H, CH(CH,)., 2.7l (t, J=T7.5Hz, 2H,
CH.CH,CH,), 3.09 (dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.08 (s, 3H,
NCH,), 4.35 (q, J=6.9Hz, 2H, OCH.CH.), 6.88 (s, 1H, H-2), 7.11
(d, J=8.THz, 1H, H-3’), 7.80 (dd, J=8.7Hz, 2.THz, 1H, H-4’),
8.86 (d, J=2.7THz, 1H, H-6"), 10.62 (br s, 1H, NH); MS (FAB) m/z
502 (MH').

£ #4519

W&E2-C-LaK-5-U-FRatkt-1- sl X L) 5-F4
~T-JE-# -3, 5- = & -4H- %I [3, 2-d] R -4-ME KR L (X (1)1
4%, R PFR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
H4-+ R KokHE-1-%)
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BERAEZRB2THNE, HA2-C-TRE-S-U-FRERE-1-
Eagh) $1)-5-FR-T-E-/ E-3, 5- —K~4H- "% 5 [3, 2-d] &
H-4-RRKHF2-2-TRA-5-(4-FlhkE-1-%5mE) XK)-5-7F
K-7-E-F/HK-3, 5- = K-4H-%F [3, 2-d]E"-4-8, k¥ E&4HFA
a4,

5 98%

¥ %.244. 5C B #;

IR (%£44635) 3336 (NH), 1684 (C=0), 1166 (SO,)cm™;

'H NMR (DMSO-d;) & 0.93 (t, J=7.5Hz, 3H, CH,CHCH,), 1.23 (t,
J=6. 6Hz, 6H, CH(CH,),), 1.37 (t, J=6.9Hz, 3H, OCH,CH,), 1.57-1.72
(m, 2H, CH,CH,CH,), 2.58 (t, J=7.5Hz, 2H, CH,CHCH,), 2.76-2.88
(m, 2H, 2SO,NCH.), 3.07-3.19 (m, 2H, 2SO,NCH.), 3.30-3.56 (m,
3H, CH(CH,),#22'HNCH,.), 3.82 (br d, J=12.3Hz, 2H, 2'HNCH.), 3.99
(s, 3H, NCH,), 4.24 (q, J=6.9Hz, 2H, OCH,CH,), 7.24 (s, 1H, H-2),
7.42 (d, J=9.0Hz, 1H, H-3"), 7.88 (dd, J=9.OHz, 2.4Hz, 1H, H-4"),
7.99 (d, J=2.4Hz, 1H, H-6’), 10.38 (br s, 1H, NH'), 11.78(br
s, 1H, NH).

F 34 10

M&E2-(2-CRK-5-(4-Q2-RTK)kE-1-A#BK) XK)-5-
WAk -T-E-FK-3, 5- = A -4H-wbe& 5 [3, 2-d] R -4-8 (X (1) {4
4, R F#R=SONRR’, R'=CH,, R*=H, R’=CH,CH.CH;, R'=CH,CH,, NR°R’
4- (2-RTH)%E-1-4)

BERBAEZAMIPGHE, ARAI-Q-RLE)REEBERELL-F
Aok, kF&FHLEY,

2 92%

5 8204, 5-205C (EtOAc/ TiR);

IR (%#:465) 3335 (NH), 1678 (C=0), 1169 (SO0 cm’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH(CH,), 1.66-1.79 (m, 2H, CH,CH.CH,),
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2.62-2.75 (m, 8H, NCH.CH,F, 2NCH,#CH.CH,CH,), 3.13 (dd, J=4. 8Hz,
4.5Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH.)), 4.35 (q, J=6.9Hz, 2H,
OCH,CH,), 4.49 (ddd, J=47.4Hz, 5.1Hz, 4.5Hz, 2H, NCH,CHF), 6. 89
(s, 1H, H-2), 7.12 (d, J=8.7Hz, 1H, H-3’), 7.80 (dd, J=8.THz,
2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz, 1H, H-6"), 10.63 (br s, 1H,
NH); MS (FAB) m/z 506 (MH').

Fap11

HE2-(2-CRA-5-(4-Q-RTE)RkE-1-Asm k) %) -5
¥ -T-1E-F -3, 5- = & —4H-w & 5f [3, 2-d]Ee-4- M & & 3% (X
(1) 44-%, HE PR=SONRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,,
NRR" A 4- (2- R L) vk -1-3k)

HEREZABI2TGHE, AA2-Q-TEA-S5-U-Q2-RTHK)*%
-1- s k) X)) -5-FHR-7T-E-/ k-3, 5- = F-4H- & 5
(3, 2-d] %" -4- MR % 2- (2- LRI -5-(4-F vk 1-E s k) X
H)-5-F R -7-FE-FH -3, 5- = F~4H- &5 [3, 2-d]) & -4-8, %
E- R o R

JEE: 99%

576 C 4 #,

IR (%4#5) 3333 (NH), 1684 (C=0), 1164 (SO,)cm;

'H NMR (DMSO-d;) ® 0.93 (t, J=7.5Hz, 3H, CH,CH.CH;), 1.36 (t,
J=6.9Hz, 3H, OCH.CH,), 1.58-1.70 (m, 2H, CH,CHCH,), 2.58 (t,
J=7.5Hz, 2H, CH,CH.CH,), 2.74-2.91 (m, 2H, 2SO.NCH,), 3.18-3.33
(m, 2H, 2SONCH,), 3.47-3.68 (m, 4H, NCH.CH,F # 2'HNCH,.),
3.73-3.87 (m, 2H, 2'HNCH.,), 3.99 (s, 3H, NCH,), 4.24(q, J=6.9Hz,
2H, OCH.CH,), 4.85(br d. J=47.1Hz, 2H, NCH.CH.F), 7.25 (s, 1H,
H-2), 7.42 (d, J=8.7Hz, 1H, H-3"), 7.87 (dd, J=8.7Hz, 2.4Hz,
14, H-4"), 7.98 (d, J=2.4Hz, 1H, H-6"), 11.14 (br s, 1H, NH"),
11.87 (br s, 1H, NH).

% 4] 12
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HE&E2-G5-(4-C-RTA)kE-1-Aasit)2-E-FAX L) -5
WA -7-iE-F -3, 5- = A -4H-w%& 3 [3, 2-d] #Ew-4-8 (X (1) 14
#, R PFR=SONRR’, R'=CH,, R’=H, R’=CH,CH.,CH;, R'=CH,CH,CH,, NR°R’
A4-C-RLA)R%E-1-4)

BREZAB LT HME, AM2-G-AHBE-2-E-FAX
K)-5-F h-T-E-H K -3, 5- = S ~4H- k% 5F [3, 2-d] % R -4~ B Fo
--RLR)REEBERF2-G-RHABA-2-CREL)-5-F4
~7-iE-& k-3, 5- = S —4H-%& 3 (3, 2-d]ER -4-F A 1-F Xk,
R H & AFANESDY.

2 82%

#.%158-159C E # (Et0Ac/ Tit);

IR (#i4%6)) 3339 (NH), 1673 (C=0), 1168 (S0,)cm™;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.19
(t, J=7.5Hz, 3H, OCH.CH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
1.98-2.10 (m, 2H, OCH,CH.CH,), 2.62-2.75 (m, 8H, NCH,CH,F, 2NCH,
#2CH,CH,CH,), 3.13 (dd, J=5.1Hz, 4.5Hz, 4H, 2SO,NCH,), 4.08 (s,
3H, NCH,), 4.24 (t, J=6.5Hz, 2H, OCH,CH,CH,), 4.49 (ddd, J=47. THz,
5. 1Hz, 4.5Hz, 2H, NCH.CH.,F), 6.89 (s, 1H, H-2), 7.13 (d, J=9. OHz,
14, H-3’), 7.80 (dd, J=9.0Hz, 2. 7THz, 1H, H-4’), 8.88 (d, J=2. THz,
1H, H-6"), 10.66 (br s, 1H, NH); MS (FAB) m/z 520 (MH').

F 3413

M&2-(6-(4-C-RTA)RE-1-Aasik)2-E-HEXK)-5-
WA -T-E-/ K-8, 5- = A -4H-w=& 5 (3, 2-d] R -4-8 & 3 (X
(1) 444, A FR=SONR°R’, R'=CH,, R*=H, R*=CH,CH.CH,, R‘=CH,CH,CH,,
NRR'A4- (2-R i) kdk-1-%4)

BBALAF2THHE, AR2-G-U-C-RTA)%E-1-45
Mk)-2-E-HAFK)-5-FHA-7-E-KFHK-3,5- = & -4H-9 "% 5
(3, 2-d]# -4-BA K H2- (2-LAKE-5-(U-FRA%kE-1- L) £
K)-5-PHR-T-E-FHK-3,5- — A -4H-®%&H [3, 2-d]Fw-4-8, %
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# & AR AL

& 99%

% ,5107C &2 #;

IR (#:465) 3351 (NH), 1677 (C=0), 1168 (SO,)cm™;

'H NMR (DMSO-d;) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH;), 0.97 (t,
J=7. 5Hz, 3H, OCH,CH,CH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 1.70-1. 80
(m, 2H, OCHCH,CH,), 2.58 (t, J=7.5Hz, 2H, CH,CH.CH,), 2.74-2.88
(m, 2H, 2SO,NCH.), 3.17-3.34 (m, 2H, 2SO,NCH.), 3.46-3.68 (m,
4H, NCH,CH,F#22'HNCH..), 3.73-3.87 (m, 2H, 2'HNCH.), 3.99 (s, 3H,
NCH,), 4.15 (t, J=6.6Hz, 2H, OCH,CH.CH,), 4.84 (br d, J=48.0Hz,
2H, NCH.,CH;F), 7.24 (s, 1H, H-2), 7.43 (d, J=8.7Hz, 1H, H-3’),
7.87 (dd, J=8. THz, 2. 4Hz, 1H, H-4"), 7.98 (d, J=2.4Hz, 1H, H-6"),
11.03 (br s, 1H, NH'), 11.80 (br s, 1H, NH).

%A 14

W&2-(2-CLRK-5-U-C-RAA) vk -1-FAmrmtik) Xik)-5-
Wk -7-E-%/ k-3, 5- = F 40w 3 [3, 2-d] E=-4-8 (X (1) {4
#, R PR=SONR°R’, R'=CH,, R°=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R"4
4-(3-mAK) sk -1-4)

BRASAPITHAHE, ARAL-G-RAXR)RELERERFLI-T
Eokk, RH&EARANLESY.

F2: 85%

£ ,5.217. 5-218C (EtOAc/CHCL,/ &3%);

IR (#:465) 3333 (NH), 1676 (C=0), 1169 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.69-1.89 (m, 4H, CH,CH,CHF #o
CH.CH.CH,), 2.47 (t, J=7.5Hz, 2H, NCH,CH,), 2.54 (dd, J=4.8Hz,
4.5Hz, 4H, 2NCH.,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.10 (dd,
J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.35 (q,
J=6.9Hz, 2H, OCH,CH,), 4.43 (dt, J=46.8Hz, 6.0Hz, 2H, CH,CH,F),
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6.89 (s, 1H, H-2), 7.13 (d, J=8. THz, 1H, H-3’), 7.81 (dd, J=8. 7Hz,
2. 4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6’), 10.63 (br s, 1H,
NH); MS (FAB) m/z 520 (MH').

£ #H]15

ME2-(2-TRE-5-(4-C-RAiL)vkE-1- A s ik) $34K)-7-
Z3-5-F &-3, 5= & ~4H- % Jf [3, 2-d] HR-4-8 (X (1) {b&-4,
£ FR*=SO,NR°R’, R'=CH;, R=H, R’=CH,CH,, R'=CH,CH,, NR°R"%4-(3-#
AR kE-1-4)

ERAET, AL Kt-BOHOUOEH) P e54-2-Z & £
“5-(4-(3-RAR) vk E-1-AHB ) X FPBREAR)-3-TH-1-F A
B-5-KBEE (27T0E %, 0.52F B R) Aot-BuOK (244 % %, 2. 16 E B R)
RSP mb £80CS K. FiZREREWAHNEER, FAEALET
AEETFT. AKQOEF)HBMFHEELY, A1 NSKMGHCLE R R
£ K YpH 8, Hf¥ACHCL, (2x50F 1) . R4 AW EBLK
(MgS0,), T, FAAZTHEREAKET, FREOEHEK. HA
MPLC/E & fi b 464048 = 4 (FECHCL, ¥ 653% MeOH), §3| & & B A K &
FFAAC A (24T %, 95%). A1 AMCHCL,/EtOAc/ The ¥ 7 & &,
LS Esheg .

#%,6.193-194C;

IR (%:445) 3328 (NH), 1670 (C=0), 1165 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 1.32 (t, J=7.5Hz, 3H, CH.CH,), 1.64 (t,
J=7.2Hz, 3H, OCH.CH,), 1.71-1.89 (m, 2H, CHCHF), 2.47 («,
J=7.5Hz, 2H, NCH,CH,), 2.54 (dd, J=5. 1Hz, 4. 8Hz, 4H, 2NCH,), 2. 77
(q, J=7.5Hz, 2H, CH,CH,), 3.10 (dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,),
4.08 (s, 3H, NCH,), 4.36 (q, J=7.2Hz,2H, OCH,CH,), 4.43 (dt,
J=47. 1Hz, 6.0Hz, 2H, CH.CHF), 6.90 (s, 1H, H-2), 7.13 (d,
J=9.0Hz, 1H, H-3’), 7.80 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.87
(d, J=2.4Hz, 1H, H-6"), 10.64 (br s, 1H, NH); MS (FAB) m/z 506
(MH").
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L3P 16

HE2-2-ZREADS-UG-RAX)RE-1-AaHmE) X
A)-T-(3-RAA)-5-FA-3,5- =8 ~4H-wt & 5f [3, 2-d] %% -4—- 8
(X (1) 444, R FR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,F, R*=CH,CH,,
NRR" A4~ (3- R A/ A) %kE-1-44)

BERBALAPISPHHE, A A4-CQ-TRI-5-U-G-RAX)%
B-1-RAam L) EPEEAL)-3-(3-AAA)-1-FHubE-5-% st e X
H4-(2-CAREA-5-(A-G-RAR)RE-1-AABEA) AP ARX)-3-
X -1-PRwteg-5-%BbhE, kP &HFELEY.

FE 8%

1% %225C £ # (CH,C1,/ L#E);

IR (#4%#5) 3330 (NH), 1680 (C=0), 1171 (SO, cm ’;

'H NMR (CDC1,/TMS) ® 1.64 (t, J=7.2Hz, 3H, OCH.CH,),
1.71-1.88 (m, 2H, NCH.CH.CH,F), 2.03-2.23 (m, 2H, CH,CH,CH,F),
2.47 (t, J=7.2Hz, 2H, NCHCH,), 2.54 (dd, J=5.1Hz, 4.5Hz, 4H,
2NCH,), 2.86 (t, J=7.5Hz, 2H, CHCH,CH,F), 3.10 (dd, J=5.1Hz,
4. 5Hz, 4H, 2SO,NCH,), 4.09 (s, 3H, NCH.)), 4.36 (q, J=7.2Hz, 2H,
OCH,CH,), 4.41 (dt, J=47.1Hz, 6.0Hz, 2H, NCH,CH,CHF), 4.52 (dt,
J=47. 4Hz, 6.0Hz, 2H, CH,CHCHF), 6.92 (s, 1H, H-2), 7.13 (d,
J=9.0Hz, 1H, H-3’), 7.82 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.86
(d, J=2.4Hz, 1H, H-6"), 10.67 (br s, 1H, NH); MS (FAB) m/z 538
(MH"). |

EFH] 1T

FHET-FKAFR-2-2-CTAREA-5-(U-G-RFL)kE-1-A a5t
)R KE)-5-FH-3,5- = G —4H-wt & 5 [3, 2-d) % -4-8 (X (1) 1t
&%, HFR=SONRR", R'=CH,, R*=H, R=3%R A ¥#, R'=CHCH,, NR°R’
AH4-Q-RAEK)%kE-1-K)

BREZAFAILGTHHE, AAS-KAFTEA-4+-Q-TAE
S5-(4-3-RAK) %k E-1-ABBA) X PHEL)-1-FARE-5-%
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BB R BH4-2-TRA-5-U-G-RAD) RE-1- A58t X PBREA
R)-3-TE-1-FEARB-5-KBE, kHE&EFELLD.

EE 92%

% 5.223-224. 5C (CH,C1,/EtO0Ac/ &%) ;

IR (%44#5) 3328 (NH), 1685 (C=0), 1171 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 0.27-0.32 (m, 2H, c-CH;), 0.49-0.55 (m,
2H, c—CHs), 0.98-1.12 (m, 1H, c-CHs), 1.64 (t, J=6.9Hz, 3H,
OCH,CH,), 1.70-1.89 (m, 2H, CHCHF), 2.47 (t, J=7.5Hz, 2H,
NCH,CH,), 2.54 (dd, J=4.8Hz, 4. 5Hz, 4H, 2NCH,), 2.65 (d, J=6.9Hz,
2H, CHCH,), 3.10 (dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.10 (s,
3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,), 4.43 (dt, J=47.1Hz,
6.0Hz, 2H, CH,CHF), 7.00 (s, 1H, H-2), 7.13 (d, J=8.7Hz, 1H,
H-3’), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz,
1H, H-6"), 10.65 (br s, 1H, NH); MS (FAB) m/z 532 (MH').

P18

H&E2-2-TRKE-5-U-G-RAh)kb-1-Lamik) £ L) -5-
LK-T-TK-3, 5- = A—4H-w% 5 [3, 2-d]E"-4-8M (X (1) 4%,
£ FR°=SO,NR°R’, R'=CH,CH,, R*=H, R*=CH,CH;, R'=CH,CH,, NR°R'%4-(3-
AR kg -1-45)

BRAEZEBISTHME, AA4-Q-TEKE-5-U-G-RAL)%
E-1-ASBRA)XAFTBRAR)-1-ZEA-3-ZAREK-S5-K B ENAE
4-(2-LRHK-5-4-C-RAA)%E-1-ABBE) A THRAL)-3-C
A-1-FARE-5-K B, RH&F8LSY.

E: 87%

t5.%.182-182. 5T (CH,C1,/EtO0Ac/ T #);

IR (%64 4#5) 3334 (NH), 1681 (C=0), 1166 (SO0,)cm’;

'H NMR (CDC1,/TMS) d 1.33 (t, J=7.5Hz, 3H, CH,CH,), 1.48 (x,
J=T7.2Hz, 3H, NCH,CH,), 1.65 (t, J=6.0Hz, 3H, OCH,CH,), 1.71-1.89
(m, 2H, CH.CH.CH.,F), 2.47 (t, J=7.2Hz, 2H, CH,CH,CH,F), 2.54 (dd,
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J=4. 8Hz, 4.5Hz, 4H, 2NCH,), 2.78 (q, J=7.5Hz, 2H, CH.CH,), 3. 08
(dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.36 (q, J=6.9Hz, 2H,
OCH,CH,), 4.43 (dt, J=47.1Hz, 6.0Hz, 2H, CH,CH,CH.F), 4.46 (q,
J=7. 2Hz, 2H, NCH.CH,), 6.98 (s, 1H, H-2), 7.13 (d, J=8.7Hz, 1H,
H-3’), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.89 (d, J=2.4Hz,
1H, H-6"), 10.67 (br s, 1H, NH); MS (FAB) m/z 520 (MH').

L3419

MNE2-2-TRE--U-C-RAE)%kE-1-KAam i) X k)5
LA -T-E~-F K-8, 5- = & -4H-®% JF (3, 2-d] E=-4-8 (X (1) L4
%, HE PR=SO.NR°R’, R'=CH,CH,, R°=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
H4-B-RAX)kE-1-K)

BBAE LA ST RE, A A4-Q-TRA-5-U-G-R@L)%
E-1-Rm ) A PRAR)-5-L A -T-E-F A A -5-K B BEAR
4-(2- TR K -5-(4-(3-RAK) sk -1- AL X PsARX)-3-2
E-1-P AR -5-K s, RHE&FEEILESY.

i 95%

15,5.163-164TC (EtOAc/ T8/ TiT) 5

IR (4 #5) 3332 (NH), 1671 (C=0), 1174 (SO, cm';

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.02
(t, J=7.2Hz, 3H, CH,NCH,CH,), 1.48 (t, J=7.2Hz, 3H, NCH,CH,), 1. 64
(t, J=6.9Hz, 3H, OCHCH,), 1.68-1.80 (m, 2H, CH.CH,CH)), 2.40 (q,
J=7.2Hz, 2H, CH,NCH,CH;), 2.53 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,),
2.72 (q, J=7.5Hz, 2H, CH,CH,CH;), 3.11 (br dd, J=5.1Hz, 4.8Hz,
4H, 2SO,NCH,), 4.35 (q, J=6.9Hz, 2H, OCH,CH;), 4.45 (q, J=7.2Hz,
2H, NCH.CH,), 6.69 (s, 1H, H-2), 7.12 (d, J=8.7Hz, 1H, H-3’),
7.80 (dd, J=8. 7THz, 2. 4Hz, 1H, H-4"), 8.88 (d, J=2.4Hz, 1H, H-6),
10.65 (br s, 1H, NH); MS (FAB) m/z 502 (MH').

£ 345 20

ME2-QC-TREA-S-(U-FRARE-1-EABBEL)EXL)5-T 4
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~T-E-H K -3, 5- = R -4H-wkbw8 5F [3, 2-d] R —4-8 (X (1) 44,
£ +#R=SO,NR°R’, R'=CH,CH,, R*=H, R°=CH,CH.CH;, R'=CH,CH,, NR°R'%4-
FARA%RE-1-1K)

BRBEZAEFISPHHE, MNA4-Q-TAREA-S>-U-FREA%RSE
~1-AGBRA) ETRAR)5-TA-T-E-FA RS -5-FBEKE
4-2-LRA-5-(U-C-RAA)%hE-1- A% A) X PR K1) -3-C
E-1-WHARSE-5-R B, kHE&FRLEY.

2 90%

5 ,5179. 5-180TC (CH,C1,/Et0Ac/ THR);

IR (#:4#) 3331 (NH), 1678 (C=0), 1174 (SO,)cm’;

'‘H NMR (CDC1,/TMS) d 0.99 (t, J=T7.5Hz, 3H, CH,CH,CH,), 1.00
(t, J=6.6Hz, 6H, CH(CH,),), 1.48 (t, J=7.2Hz, 3H, NCH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH.CH,), 1.68-1.80 (m, 2H, CH,CH,CH,), 2.60 (dd,
J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.65-2.74 (m, 1H, CH(CH.)),), 2.72
(t, J=7.5Hz, 2H, CH,CH,CH.), 3.09 (br dd, J=4.8Hz, 4.5Hz, 4H,
2SO0,NCH,), 4.35 (q, J=6.9Hz, 2H, OCH.CH,), 4.45 (q, J=7.2Hz, 2H,
NCH,CH,), 6.96 (s, 1H, H-2), 7.11 (d, J=8.7Hz, 1H, H-3’), 7.80
(dd, J=8.THz, 2.4Hz, 1H, H-4), 8.88 (d, J=2.4Hz, 1H, H-6’),
10.65 (br s, 1H, NH); MS (FAB) m/z 516 (MH").

L HA21

W&E2-(2-TREA--U-C-RAX)mE-1- L E) £34)-5-
LI -T-E-F -3, 5- = A —-4H- & H 3, 2-d] ER-4-8 (X (1) b4
#, H FR=SONRR’, R'=CHCH,, R’=H, R’=CH,CH,CH,, R'=CH,CH;, NR°R’
A4-(3-RAK)%kE-1-5)

HBAEEAFISTHHE, HA4-Q-TARKA-5-W-G-AmH)%
Ro1-Aam ) R PBRAR)-5-CHA-T-E-F Atk -5-F BB KB
4-C-LRA-5-(4-QG-RAR)RE-1-Ass L) P8 AA)-3-2
A-1-PRAE-5-5 Bk, R4 &S,

& 93%
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. % ,%187-188TC (CH,C1,/Et0Ac/ T 8);

IR (%h:445) 3334 (NH), 1676 (C=0), 1173 (SO)cm™;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.48
(t, J=7.2Hz, 3H, NCHCH;), 1.64 (t, J=6.9Hz, 3H, OCH,CH,),
1.68-1.89 (m, 4H, CH,CH,CH,#CH,CH,CH.F), 2.47 (t, J=7.2Hz, 2H,
CH,CH,CH,F), 2.54 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.72 (t,
J=7.5Hz, 2H, CH,CH,CH,), 3.10 (br dd, J=5.1Hz, 4.8Hz, 4H,
2SO,NCH,), 4.36 (q, J=6.9Hz, 2H, OCH,CH,), 4.43 (dt, J=47. 1Hz,
6. OHz, 2H, CH.CH.CH.F), 4.46 (q, J=7.2Hz, 2H, NCH,CH,), 6.97 (s,
1H, H-2), 7.13 (d, J=8. THz, 1H, H-3’), 7.81 (dd, J=8. THz, 2. 4Hz,
1H, H-4"), 8.89 (d, J=2.4Hz, 1H, H-6"), 10.67 (br s, 1H, NH);
MS (FAB) m/z 534 (MH').

L FHP] 22

W&E2-Q2-TRK-5-(4-C-FLR)%kE-1- A A) 2 1)-5-
LK -T-E-F -3, 5- = A —-4H-to& 5 (3, 2-d] R -4-8 (X (1) 14
#, R FR=SONR°R’, R'=CH,CH,, R’=H, R°=CH,CH,CH,, R'=CH,CH,, NR°R’
H4-2-FTHK)K%E-1-K)

BRAEZHRBISFT ML, AR4-Q-TEA-5-0U-Q-FTH)*%
B-1-A A A FPERAR)-5-LA-T-E-F AR -5-K BB
4-Q2-TREA-5-(4-G-RAKR) RS- 1- A5 L) A PR AN -3-2
E-1-P R -5-5 8K, AHE&FALESY.

&2 93%

# ,%159-160. 5C (EtOAc/ LB/ TR ;

IR (4£4#5) 3324 (NH), 1688 (C=0), 1167 (SO,)cm’;

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.48
(t, J=7.2Hz, 3H, NCH(CH,), 1.65 (t, J=6.9Hz, 3H, OCH,CH,),
1.68-1.81 (m, 2H, CH,CH,CH,), 2.55 (t, J=5.4Hz, 2H, NCH,CH,0H),
2.61 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.72 (t, J=7.5Hz, 2H,
CH,CH.CH,), 3.12 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 3.57 (t,
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J=5. 4Hz, 2H, NCH.,CH,OH), 4.37 (q, J=6.9Hz, 2H, OCH,CH,), 4. 46 (q,
J=7.2Hz, 2H, NCH.CH,), 6.97 (s, 1H, H-2), 7.14 (d, J=8.7Hz, 1H,
H-3’), 7.82 (dd, J=8.7THz, 2.7Hz, 14, H-4"), 8.89 (d, J=2.THz,
1H, H-6"), 10.67 (br s, 1H, NH); MS (FAB) m/z 518 (MH').

£ 3423

W E&E2-Q-TERKA-H-G-THhARBR-1-AmmEA)XRX)-5-T K
~T-(3-R B ) -3, 5- = & —-4H-wb"& 5F [3, 2-d] Ere —4-8 (X (1) L&
#, 3 FR=SO,NR’R’, R'=CH,CH,, R*=H, R*=CH,CH,CH,F, R'=CH,CH,, NR'R’
H4-T k% -1-K) |

BRAEZEAISTHHE, FIM4-Q-TAK-5-U-THh%%E-1-
Aam ) APBRAR)-1-LA-3-G-RARX) g -5- KB ERH
4-(2-TRKE-5-4-G-RAEKR)RE-1- A58 A PREAR)-3-2
A-1-VPHhbb-5-K B, kM &AL EY.

¥ 93%

% ,5.161-162C (EtOAc/ L8/ T 1%);

IR (%h44#3) 3330 (NH), 1680 (C=0), 1171 (SO)cm';

'H NMR (CDC1,/TMS) & 1.02 (t, J=7.2Hz, 3H, CH,NCH,CH,), 1.49
(t, J=7.2Hz, 3H, CHNCH,CH,), 1.65 (t, J=6.9Hz, 3H, OCH,CH,),
2.06-2. 22 (m, 2H, CH,CH.CH,F), 2.40 (t, J=7.2Hz, 2H, CH,NCH,CH,),
2.53 (dd, J=5.1Hz, 4.5Hz, 4H, 2NCH,), 2.87 (t, J=7.5Hz, 2H,
CH.CH.CH,F), 3.11 (br dd, J=5.1Hz, 4.5Hz, 4H, 2SO,NCH,), 4.36 (q,
J=6. 9Hz, 2H, OCH.CH,), 4.46 (q, J=7.2Hz, 2H, CHNCH,CH,), 4.52 (dt,
J=47.4Hz, 6.0Hz, 2H, CH,CH,CHF), 7.00 (s, 1H, H-2), 7.12 (d,
J=8. THz, 1H, H-3"), 7.81 (dd, J=8.7THz, 2.4Hz, 1H, H-4’), 8.87
(d, J=2.4Hz, 1H, H-6"), 10.71 (br s, 1H, NH); MS (FAB) m/z 520
(MH").

%364 24

WE2-6-(4-TEhRE-1-ABmA)2-E-HREL)-5-T 1
-T-(3- | A HK) -3, 5- = &~ 4H-t % 5 [3, 2-d] E" -4-8 (X (1) 14
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4, H P$R°=SO,NR°R’, R'=CH.CH,, R*=H, R*=CH,CH.CH,F, R*=CH,CH,CH,,
NR°R' A 4- T vki-1-4)

BERBAELZABIGTHRME, MAA4-G-U-ThARE-1-E5%8
R)-2-F-FAEXTEHRANL)-1-TEX-3-G-AA K)o B-5-K 8K
R%EA4-Q-TRE-5-U-G-RARX)RE-1-AHB1L) L TERLA
H)-3-Z I -1-F Ak -5-K B, K#EIFBLED.

F2: 92%

£ ,%137-138C (EtOAc/ T )

IR (%6445) 3320 (NH), 1688 (C=0), 1168 (S0,)cm';

'H NMR (CDC1,/TMS) & 1.02 (t, J=7.5Hz, 3H, OCH,CH,CH,), 1.19
(t, J=7.2Hz, 3H, CH,NCH.CH,), 1.49 (t, J=7.2Hz, 3H, CHNCH,CH,),
1.99-2.23 (m, 4H, CH,CH,CH.,F#s0CH,CH.CH,), 2.40 (q, J=7.2Hz, 2H,
CH,NCH,CH,), 2.53 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.87 (,
J=7.5Hz, 2H, CH,CH,CH,F), 3.11 (br dd, J=5.1Hz, 4.8Hz, 4H,
2SO,NCH,), 4.24 (t, J=6.3Hz, 2H, OCH,CH,CH,), 4.46 (q, J=7.2Hz,
2H, CHNCH,CH,), 4.52 (dt, J=47.1Hz, 6.0Hz, 2H, CH.CH.CH,F), 6. 99
(s, 1H, H-2), 7.13 (d, J=8.7Hz, 1H, H-3’), 7.81 (dd, J=8. THz,
2.4Hz, 1H, H-4’), 8.88 (d, J=2.4Hz, 1H, H-6"), 10.73 (br s, 1H,
NH); MS (FAB) m/z 552 (MH').

#4525

HE&E2-2-TaX-S5-(U-FRaAkd-1-AamiE) X L)-5-¢ 4k
-T-(3- | &/ &)-3,5- = & -4H-% 5 [3, 2-d] E=-4-8 (X (1) 4
%, F PFR=SONRR’, R'=CH,CH;, R*=H, R’=CH,CH.CH,F, R‘=CH,CH,, NR°R’
H4-F+ R EkE-1-K)

BERAZEGISTHMNE, FAIRA4-Q-TRAS-U-FREA%E
—1-A B ) AP BERA)-1-T A -3-C-RF L) g -5-KBmERE
4-(2-ZRAK-5-4-CB-RAX)RE-1-A5s i) AP aRt)-3-2C
F-1-PRAubek-5-% Bk, RHE&RALESD.

FE: 82%
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% ,5182-182. 5C (CH,C1,/EtOAc/ &) ;

IR (%:443) 3330 (NH), 1677 (C=0), 1173 (SO,)cm';

'H NMR (CDC1,/TMS) d 0.98 (t, J=6.6Hz, 6H, CH(CH.),), 1.49
(t, J=7.2Hz, 3H, NCHCH,), 1.65 (t, J=6.9Hz, 3H, OCH,CH,),
2.04-2.23 (m, 2H, CH,.CH,CH,F), 2.60 (dd, J=5.1Hz, 4.8Hz, 4H,
2NCH,), 2.62-2.71 (m, 1H, CH(CH.)),), 2.87 (t, J=7.5Hz, 2H,
CH,CH,CH,F), 3.09 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.35 (q,
J=6. 9Hz, 2H, OCH,CH;), 4.45 (q, J=7.2Hz, 2H, NCH,CH,), 4.52 (dt,
J=47. 4Hz, 6.0Hz, 2H, CH,CH,CHF), 6.99 (s, 1H, H-2), 7.11 (d,
J=8. THz, 1H, H-3’), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86
(d, J=2.4Hz, 1H, H-6"), 10.70 (br s, 1H, NH); MS (FAB) m/z 534
(MH") .

% 364126

ME2-C-TRA-5-4-CG-RAA)kp-1-Lassit) £ 4)-5-
LHR-T-3-F &\ H*)-3,5- = & -4H-w & 5 [3, 2-d] Eow-4-8 (X (1)
454, R FR=SONRR’, R'=CH,CH,, R*=H, R’=CH,CH,CH,F, R'=CH,CH,,
NR°R' A4~ (3- A A A&) ska-1-4)

WRAZABISP ML, AAI-C-TRE-5-U-G-RARL)%
r-1-AmA) A PRBRAL)-1-T4-3-(3-RFR) sk -5- % 8 B 4K
F4-(2-Z8A-5-(4-G-RAA)RE-1-A s t) EPaat)-3-
LHK-1-FRR-5-K 8K, RHME&EFELESY.

e 93%

% 5194-194. 5C (CH,C1,/EtOAc/ Z.B%);

IR (%#:4¢5) 3330 (NH), 1682 (C=0), 1166 (SO,)cm";

'H NMR (CDC1,/TMS) ® 1.49 (t, J=7.2Hz, 3H, NCH,CH,), 1.65 (t,
J=6. 9Hz, 3H, OCH,CH,), 1.71-1.89 (m, 2H, NCH,CH,CH,F), 2.05-2.23
(m, 2H, CH.CH.CH,F), 2.47 (t, J=7.2Hz, 2H, NCH,CH.CH.F), 2.54 (dd,
J=5. 1Hz, 4.8Hz, 4H, 2NCH,), 2.87 (t, J=7.5Hz, 2H, CH,CH,CH,F),
3.10 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO.NCH,), 4.36 (q, J=6.9Hz,
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2H, OCH,CH.), 4.43 (dt, J=47.4Hz, 6.0Hz, 2H, NCH,CH.CH,F), 4. 46
(q, J=7.2Hz, 2H, NCH.CH,), 4.52 (dt, J=47.4Hz, 6.0Hz, 2H,
CH,CH.CH.,F), 7.00 (s, 1H, H-2), 7.13 (d, J=8.THz, 1H, H-3"), 7. 82
(dd, J=8.7Hz, 2.THz, 1H, H-4"), 8.87 (d, J=2.THz, 1H, H-6"),
10.70 (br s, 1H, NH); MS (FAB) m/z 552 (MH').

L) 27

WE&2-Q2-TaA-5-U-G-RAE)kFb-1-Aagm i) £ 1) -5
LR -T-(3- R A HK)-3, 5- = A —4H-wt & 5 [3, 2-d] E "R -4- WA K &
# (X ()44, X PR=SONRR, R'=CHCH,, R*=H, R’=CH,CH.CH,F,
R'=CH,CH,, NR°R"4-(3-RARK)kE-1-&)

BERAZEF2THME, FA2-Q-CAKA-5-1U-GB-AFH)%
B-1-A s k) X)) -5-TK-7-B-RAK)-3, 5-= A -4H- % 5
[3, 2-d] 5% -4- B #0 10% Z B % #9H,S0,5 & R % 2- (2- TR K -5- (4-
vk -1- A BB k) X L) -5-FRA-T-E-FHK-3, 5- = A -4H-%%
33, 2-d]E"-4-8Af1 N HCLEALPER, RPN E&FHSH.

£ 95%

% %.90. 5-91TC;

IR (%465) 3330 (NH), 1717 (C=0), 1162 (SO0,)cm™;

'H NMR (DMSO-d;) ® 1.37 (t, J=T7.1Hz, 6H, NCH,CH,#OCH.CH,),
1.91-2.12 (m, 4H, CH,CH,CH,F ##NCH,CH,CH,F), 2.55-2.67 (m, 2H,
NCH,CH.CH,F), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,F), 3.14-3.28 (m, 4H,
2S0,NCH,), 3.52-3.63 (m, 2H, 2'HNCH,.), 3.75-3.86 (m, 2H, 2'HNCH..),
4.25 (q, J=6.9Hz, 2H, OCH,CH,), 4.38 (q, J=7.2Hz, 2H, NCH.CH,),
4.51 (dt, J=47.4Hz, 6.0Hz, 4H, CH,CH,CH,F#*NCH,CH.CH,F), 7.39 (s,
1H, H-2), 7.43 (d, J=8. 7Hz, 1H, H-3’), 7.88 (dd, J=8. THz, 2. 4Hz,
1H, H-4"), 7.97 (d, J=2.4Hz, 1H, H-6"), 9.22 (br s, 1H, NH),
10.86 (br s, 1H, NH').

28

#ME&E2-G-U-G-RAR)RE-1-LAspsiL)2-E-FRERL)-5-
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LE-T-(3-R &\ HE)-3, 5- = A -4H-wb & 5 [3, 2-d] e -4-8 (X (1)
4%, R ¥R=SO,NR°R’, R'=CH,CH;, R*=H, R’=CH,CH,CH,F, R'=CH,CH,CH;,
NR°R" A 4- (3- R &) skE-1-4)

BREZAEMISPHHE, HA4-G-U-G-RAL) RE-1-1L5
BA)2-E-FERAEFTRHRARL)-1-TH-3-C-AFA) bR -5-% 8
B4 Q-TRI-5-U-G-RAK)RE-1-ABsh) FFTERA
K)-3-TE-1-PHRE-5-K B, LH&FALESY.

FE2: 94%

1% %143-144C (Et0Ac/ Tkt);

IR (%445) 3318 (NH), 1687 (C=0), 1170 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 1.20 (t, J=7.5Hz, 3H, OCH.CH.CH,), 1.49
(t, J=7.2Hz, 3H, NCH(CH,), 1.71-1.88 (m, 2H, NCH,CH,CHF),
1.99-2. 23 (m, 4H, CH,CH,CH,F#OCH,CH,.CH,), 2.47 (t, J=7.2Hz, 2H,
NCH.CH,CH,F), 2.54 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.87 (t,
J=7.5Hz, 2H, CH,CH,CH.F), 3.10 (m, 4H, 2SO,NCH,), 4.25 (t, J=6. 3Hz,
2H, OCH,CH,CH.), 4. 43 (dt, J=47. 1Hz, 6. OHz, 2H, NCH.CH,CH,F), 4. 45
(t, J=7.2Hz, 2H, NCH,CH,), 4.52 (dt, J=47.4Hz, 6.0Hz, 2H,
CH,CH,CH,F), 7.00 (s, 1H, H-2), 7.14 (d, J=8.THz, 1H, H-3"), 7.82
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.88 (d, J=2.4Hz, 1H, H-6"),
10.74 (br s, 1H, NH); MS (FAB) m/z 566 (MH').

% #4129

HE2-Q2-TEIE-5-(4-(2-F LK) %kB-1-Arrm k) xXK)-5-
LEA-T-(3-REHK)-3, 5- = A ~4H-wt & 5 [3, 2-d] %z -4-8 (X (1)
&%, H PFR=SONRR’, R'=CH,CH,, R’=H, R*=CH,CH.,CH,F, R'=CH,CH,,
NRR'A4- (- TE)kE-1-%4)

BRESABISTHINE, AR4-Q-TRE-S5-U-QC-2THX)%
H-1-AABE) A PEBRAREL)-1-TA-3-3-A A1) -5-F B A
B4-(2-LRA-5-(4-G-RAK)vkE-1-Aasit) A PsLA4)-3-
LA -1-YHER-5-F B, k¥ &MY,
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E2: 86%

1% .5164-165C (EtOAc/ Tit);

IR (%:449) 3526 (OH), 3322 (NH), 1694 (C=0), 1170 (SO,)
cm ';

'H NMR (CDC1,/TMS) d 1.49 (t, J=7.2Hz, 3H, NCH.CH,), 1.65 (t,
J=6.9Hz, 3H, OCH,CH;), 2.06-2.23 (m, 2H, CH,CH,CH,F), 2.54 (t,
J=5. 4Hz, 2H, CH,CH,OH), 2.61 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,),
2.87 (t, J=7.5Hz, 2H, CH,CH,CH,F), 3.12 (br dd, J=5.1Hz, 4.8Hz,
4H, 2SO,NCH,), 3.57 (t, J=5. 4Hz, 2H, CH,CH,0H), 4.37 (q, J=6. 9Hz,
2H, OCH,CH,), 4.45 (q, J=7.2Hz, 2H, NCH,CH.), 4.53 (dt, J=47. 4Hz,
6. 0Hz, 2H, CH,CH,CH,F), 7.00 (s, 1H, H-2), 7.14 (d, J=8.THz, 1H,
H-3"), 7.82 (dd, J=8.7THz, 2.7Hz, 1H, H-4"), 8.88 (d, J=2.7Hz,
1H, H-6"), 10.71 (br s, 1H, NH); MS (FAB) m/z 536 (MH').

% 3451 30

#ME2-G--Q2-F LK) k% -1-AgmE)-2-E-FEAEK) -5
LA-T-3-R A\ HL)-3,5-= & —-4H-w % 5f [3, 2-d] Ee-4-8 (X (1)
4%, H FR=SONRR’, R'=CH,CH,, R*=H, R’=CH,CH,CH,F, R'=CH,CH,CH,,
NRR' A 4- (2-% L) kk-1-4)

BRERAEFLISTOHE, FA4-(5-4-Q2-2TR)%E-1-45
ML) -2-E-RALARXFTHRAK)-1-TE-3-C-RAX) B -5-K 8
BARH4-(2-TARE-5-U-G-RAR)RE-1-AH8L) TR
A)-3-TH-1-FRE-5-K 8K, EH&FHLIY.

2 82%

#,%162-163C (EtOAc/ TiR);

IR ($£4+#5) 3526 (OH), 3325 (NH), 1685 (C=0), 1169 (S0,)
cm

'H NMR (CDC1,/TMS) ® 1.20 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.48
(t, J=7.2Hz, 3H, NCHCH,), 2.00-2.23 (m, 4H, CH,CH,CH, #=
CH.CH,CH,F), 2.35 (br s, 1H, OH), 2.55 (t, J=5. 4Hz, 2H, CH,CH,OH),
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2.62 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH), 2.87 (t, J=7.5Hz, 2H,
CH,CH,CH,F), 3.12 (br dd, J=5.1Hz, 4. 8Hz, 4H, 2S0,NCH,), 3.57
(t, J=5.4Hz, 2H, CH,CH,0H), 4.26 (t, J=6. 6Hz, 2H, CH,CH,CH,),
4.46 (q, J=7.2Hz, 2H, NCH,CH,)), 4.53 (dt, J=47.1Hz, 5. THz,
2H, CH,CH,CH,F), 7.00 (s, 1H, H-2), 7.16 (d, J=8.7Hz, 1H,
H-37), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.89 (d,
J=2.4Hz, 1H, H-6"), 10.75 (br s, 1H, NH); MS (FAB) m/z 550
(MH) .

EHHFI31 (MB)
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EHXH)32 (HKR)

K433

W E2-Q-TRE-5S-U-C-RAL) %kE-1- AR d) XE)-5-
FA-T-E-ARK-3, 5S-= §~4H-wkoB 5 [3, 2-d] How—4-BA 3 B 3 (X (1)
fe4-%, 3 #R=SO0,NR'R’, R'=CH;, R’=H, R’~CH,CH,CH,, R*=CH,CH, NR'R’

H4-CG-RAE)kE-1-1)
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BRAELAF2THME, AM2-C-LAEAS-G-G-ARE)%
Rol-ASEBA) XA)-5-FE-T-E-&KX-3,5- = f-4H-t % 5
[3, 2-d] #" -4-BRH2- (2- TRA-5-(4-F Rk %-1-L5sit) X
A)-5-F A-T-E-FH A3, 5- = A —4H-% I [3,2-d]ER-4-M, %
&4 ALA .

EF 99%

5. 5.123C £ #4;

IR (%6:445) 3318 (NH), 1682 (C=0), 1169 (SO0,)cm’;

'H NMR (DMSO-d) ® 0.93 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.36 (4,
J=6.9Hz, 3H, OCH.CH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 2.01-2.15
(m, 2H, CH,CH.CH,F), 2.58 (t, J=7.5Hz, 2H, CH,CH,CH.), 2.81 (br
t, J=13. 2Hz, 2H, 2SO,NCH,,), 3.08-3.24 (m, 4H, NCH,CH,#2SO,NCH.,),
3.49-3.67 (m, 2H, 2'HNCH,,), 3.81 (br d, J=12.6Hz, 2H, 2'HNCH.,),
3.99 (s, 3H, NCH,), 4.24 (q, J=6.9Hz, 2H, OCH,CH,), 4.51 (dt,
J=46.8Hz, 5.7Hz, 2H, CH,CHF), 7.25 (s, 1H, H-2), 7.42 (d,
J=9.0Hz, 1H, H-3"), 7.88 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 7.99
(d, J=2.4Hz, 1H, H-6"), 10.92 (br s, 1H, NH'), 11.83 (br s, 1H,
NH) .

% #4534

W &E2-Q2-TAA-5-4-G-RAKL)vkdk-1-KA s k) X 54)-5-
PRA-T-E-8 &3, 5- = S -4H-% 5 [3, 2-d] R -4- A& (X (1)
44, F ¥R=SONRR’, R'=CH;, R*=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R’
A4-C-AAR)%kE-1-4)

BBALZEG2THME, HMA2-Q2-TEE-5-U-G-RAL)%
B-1- R BBE)XR)-5-FHR-T-E-FHL-3,56- = & -4H-wt & 5
(3, 2-d] #E " -4-8F2 10% T B % 65 H,S0, 5 & K % 2-(2- TR A -5- (4-
TRKE-1-KBHEBA) KK)-5-FAR-T-E-HK-3, 5- = & -4H-%
I [3, 2-d]=EsE—4- 8 IN HC1& £ %Kik, k&ML,

2 90%
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s 5.82°C 3L ME;

IR (#h4#5) 3314 (NH), 1717 (C=0), 1166 (SO,)cm™';

'H NMR (DMSO-d;) ® 0.93 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.36 (t,
J=6.9Hz, 3H, OCH,CH,), 1.58-1.70 (m, 2H, CH,CHCH,), 1.93-2.11
(m, 2H, CH,CHCH,F), 2.58 (t, J=T7.5Hz, 2H, CH,CH.CH,), 2.56-2.74
(m, 2H, 2SONCH.), 3.15-3.30 (m, 4H, NCHCH, # 2SO,NCH..),
3.53-3.65 (m, 2H, 2'HNCH..), 3.75-3.88 (m, 2H, 2'HNCH.,), 4.00 (s,
3H, NCH,), 4.25 (q, J=6.9Hz, 2H, OCH.CH,), 4.51 (dt, J=47.4Hz,
5.6Hz, 2H, CHCHF), 7.27 (s, 1H, H-2), 7.44 (d, J=8.7Hz, 1H,
H-3’), 7.89 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 7.98 (d, J=2.4Hz,
1H, H-6"), 9.30 (br s, 1H, NH').

5% #4935

ME2-2-TRK-5-U-GB-RARER) RB-1-Asme i) kK)-5-
W -7-E-& k-3, 5- = A -4H-wt& 3 [3, 2-d]E -4- B A& (X (1)
A%, E PFR=SO,NRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
A4-(3-RARX) KE-1-4)

BERATZRF2TOHE, AA2-C-TRE-S-U-G-RERX)%R
h-1-hah s k) R R)-5-F A -7-E-& K -3,5- = & -4 IF
[3, 2-d] "o -4- B A 10% Z B % 9 H,PO, 5 AR & 2-(2- LA K -5 (4-
Whvka-1-AaksA) EA)-5-FRA-T-E-FE-3,5- = A -4H- %%
33, 2-d]%re-4-8f1 N HC1& 25 %, kM &IFANLED.

FE 91%

% 583T Z #4;

IR (%:4%4#)) 3311 (NH), 1662 (C=0), 1166 (SO,)cm’;

'H NMR (DMSO-d;) ® 0.92 (t, J=7.5Hz, 3H, CHCH.CH,), 1.35 (t,
J=6.9Hz, 3H, OCH,CH,), 1.57-1.70 (m, 2H, CH,CH.CH,), 1.67-1.84
(m, 2H, CH,CH,CH,F), 2.41 (t, J=7.2Hz, 2H, NCH,CH,), 2.50 (br s,
4H, NCH,), 2.57 (t, J=7.5Hz, 2H, CH,CH.CH,), 2.93 (br s, 4H,
2SO,NCH,), 3.99 (s, 3H, NCH,), 4.22 (q, J=6.9Hz, 2H, OCH.CH,),
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4.41 (dt, J=47.4Hz, 5. THz, 2H, CHCHF), 7.22 (s, 1H, H-2), 7.37
(d, J=8.7Hz, 1H, H-3"), 7.8l (dd, J=8.THz, 2.4Hz, 1H, H-4’),
7.88 (d, J=2.4Hz, 1H, H-6"), 11.72 (br s, 1H, NH).

5 3645 36

WE2-C-CARA-5-(4-G-REX)kE-1- At it) £ 4)-5-
TA-T-E-HK-3,5- = R —4H-H % 5 [3, 2-d] Ev2 —4- B W 2 o &
(X (D) #54, ¥k §R=S0,NR°R", R'=CH,, R*=H, R°=CH,CH,CH,, R'=CH,CH,,
NRR" A 4- (3- R HA 3) vk -1-3&)

BRELAEFA2TGME, AA2-Q-ZAE-5-U-G-REL)%
Fol-A B R) X R)5-FA-7-E- R/ A -3, 5- = S -4H-wb &
[3, 2-d] % % —4~ 8 F= 10%CH,SO,H/CH,C1, % & K % 2- (2- T & A -5- (4-
PRBR-1I-RBBA) ER)-5-FR-7-E-FH A3, 5- = G -4H- %
IF (3, 2-d] &% -4-841 N HC1B: Ak, 148480,

T 90%

5 T4C B

IR (%6:445) 3321 (NH), 1683 (C=0), 1173 (S0,)cm:

'H NMR (DMSO-d,) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.36 (t,
J=6.9Hz, 3H, OCH.CH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 1.93-2.11
(m, 2H, CHCHCHF), 2.33 (s, 3H, CH,S0,), 2.58 (t, J=7.5Hz, 2H,
CH.CH,.CH,), 2.65 (br t, J=11.4Hz, 2H, 2SONCH,)), 3.15-3.30 (m,
4H, NCH.CH,#=2SO,NCH..), 3.59 (br d, J=12.9Hz, 2H, 2'HNCH,), 3.8l
(br d, J=12.9Hz, 2H, 2'HNCH.), 4.00 (s, 3H, NCH,), 4.24 (q,
J=6.9Hz, 2H, OCH.CH,), 4.51 (dt, J=A47.4Hz, 5.7Hz, 2H, CH,CH,F),
7.26 (s, 1H, H-2), 7.43 (d, J=8. 7Hz, 1H, H-3"), 7.89 (dd, J=8. 7Hz
2.4Hz, 1H, H-4"), 7.98 (d, J=2.4Hz, 1H, H-6"), 9.34 (br s, 1H,
NH").

% 7641 37

WE2-(5-(4-B-REA)hE-1-A BB L) 2- E-FAREL)-5-
PR-T-E-& K3, 5- = S ~4H- % 5 [3, 2-d] %2 —4— 89 (X (1) 4

2
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4, X PR=SONR°R’, R'=CH,, R*=H, R°=CH,CH.CH,, R'=CH,CH,CH,, NR°R’
A4-B-RAX)%RE-1-K)

BERAZAMIPOHE, AR-G-RBFBLA-2-E-FRE
H)-5-FRX-T-E-F K-35~ = &-4H-%% 5 (3, 2-d] R -4-8 Fo
I-@G-RAX)REERERB2-G-ABHBA-2-TAEXR)--FA
—7-E-F K -3, 5-= A -4H-%bv& 5 [3, 2-d] E = -4- B F1-F Lok %E,
RHEFHLESY.

¥ 90%

¥ 5.154-154. 5C (EtOAc/Et,0/ &%) ;

IR (#445) 3337 (NH), 1684 (C=0), 1168 (SO,)cm™’;

'H NMR (CDC1,/TMS) & 0.99 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.67-1.87 (m, 4H, CH,CH,CH,F #o
CH,CH,CH,), 2.03-2.10 (m, 2H, OCH,CH,CH,), 2.47 (t, J=7.2Hz, 2H,
NCH.CH.), 2. 54 (dd, J=5.1Hz, 4.5Hz, 4H, 2NCH,), 2.71 (t, J=7. 5Hz,
2H, CH,CH,.CH.), 3.11 (br dd, J=5. 1Hz, 4.5Hz, 4H, 2SO,NCH,), 4. 08
(s, 3H, NCH,), 4.24 (t, J=6.6Hz, 2H, OCH,CH,CH,), 4.43 (dt,
J=47.1Hz, 6.0Hz, 2H, CH,CH,F), 6.89 (s, 1H, H-2), 7.13 (d,
J=8. THz, 1H, H-3’), 7.81 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8. 88
(d, J=2.4Hz, 1H, H-6"), 10.66 (br s, 1H, NH); MS (FAB) m/z 534
(MH").

% #4738

WE&E2-5-U4-G-RAA) kB -1-A#®A)-2-E-FHEAXHL)-5-
WR-T-E-FX-3,5- = G -4H-w& 3 [3,2-d]ER-4- 8 L & & (X
(1) 4%, HE FR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,CH,,
NR'R" A4~ (3- R AR) kE-1-4)

BRBAEZAP2TORE, AA2-G-G-G-REL)%E-1-4A5
BA)-2-E-RAFK)-5-FR-7-E-FHK-3,5- = & -4H- %% 5
(3, 2-d]ER -4-BRHF2-(2-TRA-5-(4-FPHh%RE-1-Eset i) X
) -5-F R -7-E-HK-3, 5- = S -4H-R 5 [3, 2-d]ER-4-8, %
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HE&FAENASD.

¥ 88%

%.,5105C 2 #;

IR (%:4#5)3318 (NH), 1685 (C=0), 1168 (SO,)cm™;

'H NMR (DMSO-d;) ® 0.93 (t, J=7.5Hz, 3H, CH,CH.CH,), 0.97 (t,
J=7.5Hz, 3H, OCH,CH.CH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 1.70-1.80
(m, 2H, OCHCH(CH,;), 2.00-2.17 (m, 2H, CH,CH,CH,F), 2.58 (t,
J=7.5Hz, 2H, CH.CH(CH,), 2.81 (br t, J=10.8Hz, 2H, 2SO,NCH.,,),
3.10-3.24 (m, 4H, NCH,CH,#2SO,NCH.,), 3.56 (br d, J=12.0Hz, 2H,
2'HNCH,,), 3.80 (br d, J=12. 0Hz, 2H, 2'HNCH.,), 3.99 (s, 3H, NCH,),
4.14 (t, J=6.3Hz, 2H, OCH,CH.CH,), 4.51 (dt, J=47.1Hz, 5. THz,
2H, NCH.CH,F), 7.24 (s, 1H, H-2), 7.43 (d, J=9.0Hz, 1H, H-3"),
7.87 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 7.99 (d, J=2.4Hz, 1H, H-6"),
10.85 (br s, 1H, NH'), 11.75 (br s, 1H, NH).

5% 36,41 39

WE2--TRE-5-U-((R)-3-R-2-FAK)kE-1-Asmit)
FIK)-5-FRA-T-E-FHK-3,5- = G —-4H-%t % 5f [3, 2-d] ® <z -4 4
(X (1) b4, 1 FR=SONRR’, R'=CH,, R>=H, R*=CH,CH,CH,, R'=CH,CH,,
NR'R"A4- ((R)-3-RA-2-F & L) kk-1-4)

BRAZAPLITHNME, AAL-(R-3-A-2-FRA)REL&
HERBI-FARE, RHE&HMLH.

2 90%

£ 5212, 5-213TC (CHC1,/Et,0);

[a],'°=-5.2° (c=2.0, CHCl,);

IR (%6445) 3332 (NH), 1676 (C=0), 1169 (SO,)cm

'H NMR (CDC1,/TMS) ® 0.92 (d, J=6.6Hz, 3H, CHCH.), 0.99 (t,
J=7.5Hz, 3H, CH,CH,CH,), 1.64 (t, J=7.2Hz, 3H, OCH.CH,),
1.67-1. 79 (m, 2H, CH,CH,CH,), 1.82-2.03 (m, 1H, CHCH,), 2. 16 (ddd,
J=12.6Hz, 6.6Hz, 1.8Hz, 1H,NCH,CH), 2.33 (dd, J=12.6Hz, 8.4Hz,
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1H, NCH.CH), 2.45-2.58 (m, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH,), 3.07-3.10 (m, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.27
(ddd, J=47.4Hz, 5.4Hz, 2.7Hz, 2H, CHCH,F), 4.36 (q, J=7.2Hz,
2H, OCH.CH,), 6.89 (s, 1H, H-2), 7.13 (d, J=8.7Hz, 1H, H-3’),
7.81 (dd, J=8. 7Hz, 2.1Hz, 1H, H-4’), 8.86 (d, J=2. 1Hz, 1H, H-6’),
10.63 (br s, 1H, NH); MS (FAB) m/z 534 (MH').

= #4740

W E&2-Q2-TARE-5-4-((S)-3-R-2-FAK)kE-1-AHmK)
FA)-5-FHR-T-E-RH A3, 5-= & ~-4H-w % 3 (3, 2-d] %% -4- 8
(X (1) 4%, * FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NR°R'H4-((S)-3-A-2-F&HKX)%kE-1-%)

HRAGEAITHME, MAL-(O)-3-R-2-FAL) kL8
BRBI-FHRERE, kHEFALESY.

e 90%

5.%212. 5-213C (CHC1,/Et,0);

[a],'°=+5.2° (c=2.0, CHCl,);

IR (%4#5) 3332 (NH), 1676 (C=0), 1169 (SO0,)cm';

'H NMR (CDC1,/TMS) ® 0.92 (d, J=6.6Hz, 3H, CHCH,), 0.99 (t,
J=7.5Hz, 3H, CH.CHCH,), 1.64 (t, J=7.2Hz, 3H, OCH,CH,),
1.67-1.79 (m, 2H, CH,CH,CH,), 1.82-2.03 (m, 1H, CHCH,), 2. 16 (ddd,
J=12. 6Hz, 6.6Hz, 1.8Hz, 1H, NCH,CH), 2.33 (dd, J=12.6Hz, 8.4Hz,
1H, NCH.CH), 2.45-2.58 (m, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH,), 3.07-3.10 (m, 4H, 2SO,NCH,), 4. 08 (s, 3H, NCH,), 4. 27
(ddd, J=47.4Hz, 5.4Hz, 2.7Hz, 2H, CHCHF), 4.36 (q, J=7.2Hz,
2H, OCH.CH,), 6.89 (s, 1H, H-2), 7.13 (d, J=8.THz, 1H, H-3’),
7.81 (dd, J=8. THz, 2. 1Hz, 1H, H-4"), 8.86 (d, J=2. 1Hz, 1H, H-6"),
10.63 (br s, 1H, NH); MS (FAB) m/z 534 (MH').

EHH 41

WE2-G-(-(,3-—RAAAA)kb-1-Asmit)2- 4%
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R)-5-F R -7-E-RK-3, 5- = K -4H-w & 5 [3, 2-d] HEw-4-8 (X
(D444, HEFR=SONRR’, R'=CH,, R’=H, R’=CH,CH.,CH;, R'=CH,CH.,
NR°R'A4-(1, 3-— R FAK)kE-1-%)

BBAZAPLTGHME, ARL-Q,3-=RApAE)%RE L LK
H1-FihokdE, kHEFHELED.

E2: 5%

% ,%.218. 5-219C (CHC1,/Et0Ac/ TR);

IR (#£44¢5) 3338 (NH), 1676 (C=0), 1170 (SO0.,)cm';

'H NMR (CDC1,/TMS) d 0.99 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.80 (m, 2H, CH.CH,CH,), 2.71 (t,
J=7.5Hz, 2H, CH,.CH.CH,), 2.82 (dd, J=5.1Hz, 4.5Hz, 4H, 2NCH,),
2.87-3.06 (m, 1H, NCH), 3.10 (br dd, J=5.1Hz, 4.5Hz, 4H,
2S0,NCH,), 4.08 (s, 3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,),
4.56 (dd, J=48.0Hz, 5. 1Hz, 4H, 2CHCH,F), 6.89 (s, 1H, H-2), 7.13
(d, J=9.0Hz, 1H, H-3’), 7.80 (dd, J=9.O0Hz, 2.4Hz, 1H, H-4"),
8.86 (d, J=2.4Hz, 1H, H-6’), 10.62 (br s, 1H, NH); MS (FAB) m/z
538 (MH').

% 7t 42

WE2-2-ZEE -S> (4-U-RTHA)kE-1-H s/ i) X K)-5-
WK -7-E-F -3, 5- = S -4H-wbe& 3f [3, 2-d] B —4-8 (X (1) 14
#, H FR=SONRR’, R'=CH;, R*=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R’
4-(4-RTH)%k%E-1-34)

BEBEZAGITHHE, ARI-G-RTHRRE=ZRLBEREL-
Tk, kP&FELESD.

% 53%

¥ ,%.188-189C (EtOAc/CHC1,/ Tit);

IR (#$£4#5) 3326 (NH), 1678 (C=0), 1167 (SO,)cm;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.50-1. 70 (m, 4H, CH,CH,CH,CH,F), 1.64 (t, J=6.9Hz, 3H, OCH,CH,),
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1.67-1.79 (m, 2H, CH,CH,CH)), 2.37 (dd, J=7.5Hz, 7.2Hz, 2H,
NCH,CH,), 2.53 (dd, J=5. 1Hz, 4. 8Hz, 4H, 2NCH,), 2. 71 (t, J=T7. 5Hz,
2H, CH,CH.CH,), 3.10 (br dd, J=5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 4. 08
(s, 3H, NCH;), 4.35 (q, J=6.9Hz, 2H, OCH,CH,), 4.40 (dt, J=47. 1Hz,
6. 0Hz, 2H, CH,CH,F), 6.89 (s, 1H, H-2), 7.12 (d, J=8.7Hz, 1H,
H-3"), 7.81 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz,
1H, H-6"), 10.63 (br s, 1H, NH); MS (EI) m/z 533 (M).

£ 43

WE2-(5-(4-(-RARTH)%E-1-AHsHiE)2-E-FAEE) -5
FRA-T-E-&HX-3, 5- = & -4H-wb& 5 [3, 2-d] Ew-4-8 (X (1) 4
¥, R FR=SONRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
H4-(4-RTHK)%E-1-4)

BRBAEZHEFLITHHE, AA-G-ARBA-2-E-BAX
HK)-5-FHR-7-E-F K-3,5- = & -4H-wb & 5 [3, 2-d] % %e -4- B F
I-4-RTR)RE ZRLBARK2- G- AHBA-2-TAXRX)-5-F A
~T-E-F &3, 5- = A -4H- &I [3, 2-d] E% -4- 8 F= 1 - F ok,
X4 & ARANEDY.

e 74%

#,%162-163C (Et0Ac/Et,0/TkR);

IR (%E445) 3335 (NH), 1683 (C=0), 1170 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH.)), 1.18
(t, J=7.5Hz, 3H, OCH,.CH.CH,), 1.50-1.94 (m, 6H, CH,CH,CH,CHF#o
CH,CH,CH;), 1.98-2.09 (m, 2H, OCH,CH.CH;), 2.40 (t, J=7.2Hz, 2H,
NCH,CH,), 2.56 (dd, J=5. 1Hz, 4.8Hz, 4H, 2NCH,), 2. 71 (t, J=7.5Hz,
2H, CH,CH,CH,), 3.12 (br dd, J=5.1Hz, 4.8Hz , 4H, 2SO,NCH,), 4. 08
(s, 3H, NCH;), 4.24 (t, J=6.6Hz, 2H, OCH,CH,CH,), 4.40 (dt,
J=47.4Hz, 6.0Hz, 2H, CH.CH,F), 6.89 (s, 1H, H-2), 7.13 (d,
J=8. THz, 1H, H-3"), 7.81 (dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.85
(d, J=2.4Hz, 1H, H-6"), 10.69 (br s, 1H, NH); MS (FAB) m/z 548
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(MH").

% 3 4] 44

HE2-(2-LEA-5-(4-(2,2,2-Z R T ) %kE-1-Lghst ) %
K)-5-F R -7-E-F/E-3, 5- = & -4H-%& ¥ [3, 2-d] E "R -4-8 (X
(1) 44-%, R PFR=SONRR’, R'=CH,, R*=H, R*=CH,CH.CH,, R'=CH,CH,,
NRR'A4-(2,2, 2-Z R A)kk-1-£)

HRAEZAIPOME, AML-(2,2,2-ZRLE)%kE2EHKER
H1-FhAR%E, k&M LED.

~E: 80%

¥ %.243-243. 5C (EtOAc/ &) ;

IR (%64 463) 3337 (NH), 1676 (C=0), 1170 (S0,)cm™';

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.64
(t, J=7.2Hz, 3H, OCH.CH,), 1.67-1.79 (m, 2H, CH,CH,CH)), 2.71 (t,
J=7.5Hz, 2H, CH,CH.CH,), 2.77 (dd, J=5.1Hz, 5.4Hz, 4H, 2NCH,),
2.96 (q, J=9.6Hz, 2H, CH.CF,), 3.13 (dd, J=5.1Hz, 4.5Hz, 4H,
2SO,NCH,), 4.08 (s, 3H, NCH,), 4.36 (q, J=7.2Hz, 2H, OCH.CH,),
6.89 (s, 1H, H-2), 7.13 (d, J=8. THz, 1H, H-3’), 7.80 (dd, J=8. 7Hz,
2. 4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz, 1H, H-6), 10.64 (br s, 1H,
NH); MS (FAB) m/z 542 (MH').

5 3641 45

HE&E2-(2-E-FRAKX-5-(4-(2,2,2-ZRTHA) kB -1- A s it)
R HE)-5-F R -7-E-F KE-3, 5- — K -4H-wb & f (3, 2-d] HE e -4- 8
(X () 4%, £ FR=SONRR, R'=CH,, R=H, R*=CH,CH,CH,
R'=CH,CH,CH,, NR°R"44-(2,2,2-=ZRTLE)%kE—-1-K&)

R AL ITHME, MA-G-AFEBKE-2-E-BHX
A)-5-F K -7-E-& K3, 5- = R -4H-wt % 5 [3, 2-d] HR -4- & #
1-(2,2,2-Z R HA) %2 E M ERB2-G-ABBA2-T A%
A)-5-FRA-T-E-FH K-8, 5- = A -4H- & H[3, 2-d] ER -4-F A 1-
FRE%E, kM &S,
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e 72%

15,6189, 5-190TC (EtOAc/ T 4k);

IR (%:445) 3315 (NH), 1681 (C=0), 1172 (SO, cm';

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CHCH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
1.98-2.10 (m, 2H, OCH,CH,CH,), 2.71 (t, J=7.5Hz, 2H, CH.CH,CH,),
2.77 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,), 2.96 (g, J=9.3Hz, 3H,
CH.,CF.), 3.13 (br dd, J=5. 1Hz, 4. 8Hz, 4H, 2SO,NCH,), 4.08 (s, 3H,
NCH,), 4.25 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.89 (s, 1H, H-2), 7. 14
(d, J=8.7THz, 1H, H-3’), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’),
8.87 (d, J=2.4Hz, 1H, H-6"), 10.67 (br s, 1H, NH); MS (FAB) m/z
556 (MH').

% 34 46

MHE2-(2-TRHK-5-(4-(3,3,3-ZRAL) k- 1- A t) £
HR) -5~ R -T-E-& k-3, 5- = K -4H-t & 5 [3, 2-d] o —4- 8 (X,
(1) 454, X FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NR°R"44-(3,3,3-=RAEHA)vkE-1-4)

BRAZESIPORE, FAL1-(3,3,3-= A& L) ki 3 a4
FI-FARE, kH&FELSDY.

JFE: 87%

15 .%219-220TC (EtOAc/ TR);

IR (%:4#5) 3339 (NH), 1684 (C=0), 1168 (S0,)cm’’;

‘H NMR (CDC1,/TMS) ® 0.99 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.64
(t, J=7.2Hz, 3H, OCH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
2.14-2.30 (m, 2H, CHCH,CH)), 2.56 (dd, J=5.1Hz, 4.8Hz, 4H,
2NCH,), 2.60 (t, J=7.5Hz, 2H, NCH,CH.CF,), 2.71 (t, J=7.5Hz, 2H,
CH.CH.CH,), 3.11 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 4. 08 (s,
3H, NCH.), 4.36 (q, J=7.2Hz, 2H, OCHCH.,), 6.89 (s, 1H, H-2),
7.13 (d, J=9.OHz, 1H, H-3"), 7.81 (dd, J=9.OHz, 2.4Hz, 1H, H-4"),

118



01807500. 2 oW B OE111/1861

8.86 (d, J=2.4Hz, 1H, H-6"), 10.63 (br s, 1H, NH); MS (FAB) m/z
556 (MH').

LB4T

H&2-(2-E-/EA-5-(4-(3,3,3-ZRAX)RE-1- L5 HN)
FR)-5-PR-7-E-FA-3, 5-= A -4H- % [3, 2-d] E® -4- 8
(X (1) 4%, R ¥+ R=SONRR’, R'=CH,, R°=H, R’=CH,CH,CH,,
R'=CH,CH,CH,, NR°R"#A4-(3,3,3-ZRAAK)%%E-1-K)

BERAETSHRB1IFTME, ARA-G-RHEBEA-2-E-FAX
HK)-5-F K -7-FE-FHK-3,5- = H-4H-®E I (3, 2-d] E =" -4-8 =
1-3,3,3-ZAFd ) ke LM ERB2-G-AFBmA-2-TEAX
HK)-5-F Hh-7-E-F -3, 5- — K -4H-wt & 5f (3, 2-d] "R —4- 8 F= 1~
¥ ikvkwk, kM EAFMNLESY.

e 81%

Y, 5 177-1787TC (EtOAc/Et,0);

IR (4£45) 3339 (NH), 1676 (C=0), 1171 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CHCH,), 1.19
(t, J=7.2Hz, 3H, OCH.CH.CH)), 1.67-1.79 (m, 2H, CH,CH.,CH,),
1.98-2. 10 (m, 2H, OCH.CH,CH,), 2.14-2.30 (m, 2H, CH,CHCF.), 2.56
(dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,)), 2.60 (t, J=7.5Hz, 2H,
NCH,CH,CF,), 2.71 (t, J=7.5Hz, 2H, CH,CHCH,), 3.11 (br dd,
J=5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH.)), 4.24 (t,
J=6.6Hz, 2H, OCH,CH.CH,), 6.89 (s, 1H, H-2), 7.14 (d, J=8. THz,
1H, H-3’), 7.81 (dd, J=8. THz, 2.4Hz, 1H, H-4"), 8.88 (d, J=2. 4Hz,
1H, H-6"), 10.66 (br s, 1H, NH); MS (FAB) m/z 570 (MH").

% 364148

HE2-G-4--RTH) kB -1-A B k) -2-TAREXA)-5-F
R-T-E-& K-8, 5- = A -4H-wb & [3, 2-d] E" -4-8 (X (1) 4L 4
¥, R PR=SONRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R'#
4-(2-RTHE)%E-1-%)
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BRAEEEAPOHE, AM-Q-RCR)REEBER%1-F
Aok, RHF&HRBLES.

&2 87%

55226 C £ # (CHC1,/Et.0);

IR (464#) 3335 (NH), 1678 (C=0), 1172 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH,), 2.62 (dd,
J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,),
2.72 (t, J=6.6Hz, 2H, NCH,CH.C1), 3.12 (br dd, J=4.8Hz, 4.5Hz,
4H, 2SO,NCH,), 3.51 (t, J=6.6Hz, 2H, CH,CH,C1l), 4.08 (s, 3H, NCH,),
4.36 (q, J=6.9Hz, 2H, OCH.CH.), 6.89 (s, 1H, H-2), 7.13 (d,
J=8. THz, 1H, H-3’), 7.80 (dd, J=8.7Hz, 2.7Hz, 1H, H-4’), 8.86
(d, J=2.7Hz, 1H, H-6"), 10.63 (br s, 1H, NH); MS (FAB) m/z 522
M),

% #4549

#&2-5-(4-G-RFA)kFk-1-A s k) -2-TREK)-5-F
A -T-E-FHHK-3,5- = A -4H-wb"& J5F [3, 2-d] e -4-8 (X (1) {4
¥, HE PR=SONR°R’, R'=CH,, R*=H, R'=CH,CH,CH,, R'=CH,CH,, NR°R’%
4- (3-RAA) kEk-1-L)

BREZESIPOME, ARI-C-RARREEBLIREL-F
Ak, RHE&FMLEY.

EE 94%

¥ ,%203C 4L # (CHC1,/Et,0);

IR (%E44#5) 3333 (NH), 1679 (C=0), 1171 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH.,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.80 (m, 2H, CH,CH,CH,),
1.83-1.91 (m, 2H, CH,CH,CH,C1), 2.49 (t, J=6.9Hz, 2H, NCH,CH,),
2.54 (dd, J=4.8Hz, 4.2Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH.CH,CH;), 3.10 (br dd, J=4.8Hz, 4.2Hz, 4H, 2SO,NCH.,), 3.52 (t,
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J=6. 6Hz, 2H, CH.CH.Cl), 4.08 (s, 3H, NCH,), 4.36 (q, J=6.9Hz,
2H, OCH.CH,), 6.89(s, 1H, H-2), 7.13(d, J=8.7Hz, 1H, H-3’), 7.8l
(dd, J=8.7THz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6’),
10.63 (br s, 1H, NH); MS (FAB) m/z 536 (M').

% 34 50

ME&2-(5-(4-B-RAK)RkE-1-A s it)-2-CTRERL)-5-F
R-T-E-R K-8, 5- = A—~4H-wo& 5 [3, 2-d] R -4-FM & & (X (1)
W44, K FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
A4-(B-RAK)%E-1-4)

BRAEZAP2THNHE, AA2-G-U-G-RAX)kE-1-L5
ML) -2-LRFXR)-5-FRA-7-E-F K3, 5- = K-4H-wk& 5 (3, 2-d]
-4~ AR AE2-Q-CAK-5-U-FPHhRE-1- L shs k) K 4k)-5-
WA -T-E-R k-3, 5- — S —-4H- I [3, 2-d] R -4-8, k4 &4
HiLSsP.

FEE 99%

1% ,5.135TC £ #;

IR (4h4%) 3338 (NH), 1682 (C=0), 1166 (SO,)cm™;

'H NMR (DMSO-d;) ® 0.93 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.36 (t,
J=6.9Hz, 3H, OCHCH,), 1.58-1.70 (m, 2H, CH,CH,CH,), 2.10-2.19
(m, 2H, CH,CH.CH.Cl), 2.58 (t, J=7.2Hz, 2H, CH.CH,CH,), 2.80 (br
t, J=11.4Hz, 2H, 2SO,NCH,.), 3.10-3.24 (m, 4H, NCH,CH,$22SO,NCH.,),
3.54-3.59 (m, 2H, 2'HNCH,), 3.71 (t, J=6.3Hz, 2H, CH,CH,C1),
3.77-3.82 (m, 2H, 2°HNCH,,), 3.99 (s, 3H, NCH;), 4.24 (q, J=6. 9Hz,
2H, OCH.CH,), 7.25 (s, 1M, H-2), 7.42 (d, J=8.7Hz, 1H, H-3’),
7.88 (dd, J=8.7THz, 2. 7Hz, 1H, H-4"), 7.99 (d, J=2. THz, 1H, H-6"),
10.83 (br s, 1H, NH).

% #PI51

ME2-2-LRA-5-4-QC-FTH)RE-1-AasA) £ 4)-5-
W -T- -5 -3, 5- = R -4H-wt& 5 [3, 2-d] ER-4-8 (X (1) {2
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4%, R FR=SO,NRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R’#
4- (- LX) %E-1-4K)

BRAZEMAITHHME, AAI-Q-FTHE)RERKFI-FHL%K
%, R EFAENED.

F%: 99%

#.E175C 2 M (EtOAc/ THR) ;

IR (!ﬁtﬁ’ﬁé’:) 3429, 3323 (NH#F=OH), 1675 (C=0), 1167 (S0,)
CIIl »

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH.), 1.64
(t, J=7.2Hz, 3H, OCH,CH,), 1.68-1.80 (m, 2H, CH,CH,CH,), 2.36 (br
s, 1H, OH), 2.55 (t, J=5.4Hz, 2H, NCH,CH,), 2.61 (dd, J=5.1Hz,
4. 8Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH.CH,), 3.12 (br dd,
5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 3.58 (br t, J=5.4Hz, 2H, CH.CH,OH),
4.08 (s, 3H, NCH,), 4.39 (q, J=7.2Hz, 2H, OCH,.CH,), 6.89 (s, 1H,
H-2), 7.14 (d, J=8.7Hz, 1H, H-3"), 7.81 (dd, J=8.7Hz, 2.T7Hz,
1H, H-4"), 8.86 (d, J=2.7Hz, 1H, H-6"), 10.64 (br s, 1H, NH);
MS (FAB) m/z 504 (MH').

% #6452

WN&E2-C-TRA-5-U-Q2-FTHR)RE-1-Amee i) X ) -5-
¥R -7-E-%& -3, 5- = A —-4H-wbv& 5 [3, 2-d] e 4- @M & & (X
(1) 444, H FR=SO,NRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NRR"A4-(2-F LK) kE-1-4)

BRAEZEP2FHEE, AA2-Q-TEE-5-U-Q-2TLH)*%
E-1- A BRB ) X)) S5-FHR-T-E-FHEX-3,5- = & -4H- % 5
[3,2-d] R -4-BRKE2-2-ZREA-5-4-FRE%kB-1-AssHi) X
R)-5-P R-T-E-F/K-3, 5- = H—4H-m%& 5 (3, 2-d]E"w-4-8, %
E- o R

2 99%

5,596 C & #;
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IR (%4%45) 3327 (NH#OH), 1679 (C=0), 1166 (SO)cm™;

'H NMR (DMSO-d;) & 0.93 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.36 (t,
J=7.2Hz, 3H, OCH,CH,), 1.58-1.74 (m, 2H, CH,CH.CH)), 2.59 (t,
J=7.5Hz, 2H, CH,CH,CH,), 2.91 (br t, J=11.7Hz, 2H, 2SO,NCH.,),
3.10-3.27 (m, 4H, NCH,CH,#2SO,NCH.,), 3.58 (br d, J=11. 7THz, 2H,
2'HNCH,,), 3.68-3.82 (m, 4H, CH.CH,OH#=2'HNCH.), 4.00 (s, 3H,
NCH,), 4.10 (br s, 1H, OH), 4.23 (q, J=7.2Hz, 2H, OCH,CH,), 7.26
(s, 1H, H-2), 7.42 (d, J=9.0Hz, 1H, H-3’), 7.88 (dd, J=9.OHz,
2.4Hz, 1H, H-4"), 8.00 (d, J=2.4Hz, 1H, H-6"), 10.60 (br s, 1H,
NH'), 11.95 (br s, 1H, NH).

E 3453

ME2-(5-(4-QC-BTHR) B 1- K s i) -2- E-FHEEHRL)-5-
Wk -7-E- & Jh -3, 5- = A —4H-w& 5 (3, 2-d]Ew-4-8 (X (1) &4
#, HE FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
H4-(2-R LK) %%E-1-4)

BRESAEB I THHE, AA-G-FBERL-2-E-FHLXE
HK)-5-W A -T-E-F K-35~ = A —4H-& 5f (3, 2-d] E " -4-8 fo
1-2-A LK) kB R HE2-G- A BAE-2-TAEXK)-5-FHA-T-E-
A L-3, 5- A —4H-wE I [3, 2-d ] F R -4- A 1-F %%, k¥ &4
AMAAY .

Fe: 98%

1 5228C 2 & (EtOAc/ Ttt);

IR (464 85) 3539, 3338 (NHA=OH), 1677 (C=0), 1167 (SO,
cm';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19(x,
J=7. 5Hz, 3H, OCH,CH.CH,), 1.67-1.80 (m, 2H, CH,CH,CH,), 1.98-2. 10
(m, 2H, OCH,CH,CH,), 2.34(br s, 1H, OH), 2.55 (t, J=5.4Hz, 2H,
NCH.CH;), 2.61 (dd, J=5. 1Hz, 4. 5Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz,
2H, CH,CH.CH,), 3.12 (br dd, 5.1Hz, 4.5Hz, 4H, 2SO,NCH,), 3.57
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(br s, 2H, CH,CH,OH), 4.08 (s, 3H, NCH,), 4.25 (t, J=6.3Hz, 2H,
OCH,CH,CH,), 6.89 (s, 1H, H-2), 7.15 (d, J=8. THz, 1H, H-3’), 7.81
(dd, J=8.7Hz, 2.7Hz, 1H, H-4’), 8.88 (d, J=2.7Hz, 1H, H-6’),
10.67 (br s, 1H, NH); MS (FAB) m/z 518 (MH').

% # 4] 54

WE&E2-(5-(4-Q-2 ) ks 1- K i)-2-E-FAXK)-5-
¥Rk -7-E-F -3, 5- A -4H-wbv& 5F (3, 2-d]Ew-4- M E & & (X
(1) 4644, K PR°=SONRR’, R'=CH,, R*=H, R’=CH.CH.CH,, R'=CH,CH.CH,,
NRR' A 4-(2-F T ) %kd-1-)

ERAEZA&F2TOME, AA2-G-4-Q-FTE)%E-1-K5
ML) -2-E-®AKXK)-5-PHR-7-FE-&F K -3, 5- = & -4H-t "% 5
[3, 2-d] "o -4-BAR#H2- (2-TRK-5-(4-FlhkB-1-L s ik) X
H)-5-P R -7-E-K K3, 5- = E—4H-wb&R F [3, 2-d]E"R-4-8, %k
#E A AAA .

FE: 99%

% 566.5C 2 #,;

IR (%45) 3332 (NH#AOH), 1676 (C=0), 1166 (SO,)cm’;

'H NMR (DMSO-d;) & 0.92 (t, J=7.2Hz, 3H, CH,CH.CH,), 0.96 (t,
J=7. 2Hz, 3H, OCH,CH.CH,), 1.56-1.80 (m, 4H, 2CH.CH,CH,), 2.59 (t,
J=7.5Hz, 2H, CH.CH.CH,), 2.91 (br t, J=11.THz, 2H, 2SO,NCH,),
3.12-3.27 (m, 4H, NCH,CH,#2SO,NCH..), 3.58 (br d, J=11.T7Hz, 2H,
2'HNCH,,), 3.68-3.85 (m, 4H, CH,CH,OH#=2'HNCH.), 4.00 (s, 3H,
NCH,), 4.15 (t, J=6.3Hz, 2H, OCH.CH,CH,), 4.66 (br s, 1H, OH),
7.28 (s, 1H, H-2), 7.44 (d, J=9.0Hz, 1H, H-3’), 7.89 (dd, J=9. OHz,
2.4Hz, 1H, H-4"), 8.01 (d, J=2.4Hz, 1H, H-6"), 10.85 (br s, 1H,
NH), 12.01 (br s, 1H, NH).

% 34155

ME2-(2-TRA--U-C-2RA)kr-1-Eshst i) £ 4)-5-
FR-T-E-& K3, 5- = A ~4H- % 5 [3, 2-d]ER-4-8 (X (1) £ 4
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#, % FR=SONRR, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R'#
4- (3£ A K)KE-1-4)

BERBAZABLIPEME, AALI-C-2REA)RERLI-FRA
%, R &IFHNESY.

FE: 99%

15 %.180. 5C £ B (EtOAc/ TH);

IR (%64-43) 3460, 3331 (NH#F=OH), 1677 (C=0), 1168 (S0,)

cm’';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.65
(t, J=6.9Hz, 3H, OCHCH)), 1.67-1.80 (m, 4H, CH,CH,CH,OH #=
CH.CH,CH,), 2.58-2.65 (m, 6H, NCH,CH,#22NCH,), 2.71 (t, J=7.5Hz,
2H, CH,.CH,CH,), 3.09 (br s, 4H, 2SO,NCH,), 3.71 (t, J=5.4Hz, 2H,
CH,CH,0H), 4.08 (s, 3H, NCH,), 4.26 (br s, 1H, OH), 4.37 (q,
J=6.9Hz, 2H, OCH.CH,), 6.88 (s, 1H, H-2), 7.13 (d, J=8. 7THz, 1H,
H-3"), 7.77 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz,
1H, H-6"), 10.65 (br s, 1H, NH); MS (FAB) m/z 518 (MH').

% #4556

WE2-C-TRA-5-U-GB-2@E L) vkdk-1- L ahm k) k) -5-
FIE-T-1E~-F -3, 5~ = S —4H-wbe& 5 (3, 2-d] Fre -4- 8 3 & 3% (X
(1) {44, H ¥R°=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,,
NRR'A4-(3-Z &) k%E-1-4)

BEREZEG2TGHE, MA2-Q-TEA-5-U-G-BAL)%
H-l-ABEA) ) -5-FR-7T-E-F/ % -3,5- = & -4H-9b & 5
[3, 2-d] &= ~4-BAKH2- - L AA-5-(4-FhRE-1-Agmit) £
A)-5-FE-7-E-FHE-3, 5- = K-4H-_&HF [3, 2-d]FR-4-8, %
E-Z o R

2 98%

% .E581C R #,

IR (%4 4¢5) 3333 (NHA=OH), 1684 (C=0), 1163 (SO0,)cm™;

A
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'H NMR (DMSO-d) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.35 (t,
J=7.2Hz, 3H, OCH.CH,), 1.58-1.76 (m, 2H, CH,CH,CH,), 1.78-1.90
(m, 2H, CH,CH,CH,OH), 2.59 (t, J=7.5Hz, 2H, CH,CH,.CH.), 2.84 (br
t, J=11. THz, 2H, 2SO,NCH,,), 3. 04-3.20 (m, 4H, NCH,CH,#22SO,NCH.,),
3.42 (t, J=6.3Hz, 2H, CH.CH,0H), 3.52 (br d, J=11.7Hz, 2H,
2'HNCH.,), 3.80 (br d, J=11.7Hz, 2H, 2'HNCH..), 4.00 (s, 3H, NCH,),
4.21 (br s, 1H, OH), 4.23 (q, J=7.2Hz, 2H, OCH,CH.)), 7.27 (s,
1H, H~-2), 7.43 (d, J=9.0Hz, 1H, H-3"), 7.87 (dd, J=9.0Hz, 2. 4Hz,
1H, H-4"), 8.00 (d, J=2.4Hz, 1H, H-6"), 11.05 (br s, 1H, NH'),
11.95 (br s, 1H, NH).

LA 57

W&E2-G6-(4-G-BaKX) %k -1-AssE)-2- E-FHAKKL) -5
PR -7-E-FH K-8, 5- = A -4H-wke& 5F [3, 2-d] He-4-8 (X (1) 1L 4
#, F PR=SONRR’, R'=CH,, R*=H, R'=CH,CH,CH,, R'=CH,CH.CH,, NR°R’
A4-(3-F A K) k% -1-4)

BERAEZAEMLIFTHME, AR-G-KRBBKE-2-E-FAX
HA)-5-P R -T7-E-FK-3,5-= A -4H-wb & 5 [3, 2-d] E v -4- 8 Fo
1-B-2aX) kR 2-G-A#HBmE-2-CTRERL)-5-FH-7-E-
R IK-3, 5~ A -4H-w&HF [3, 2-d 1w -4-B A 1-F Rk, &5 &4
Ao,

2 94%

1.,%162. 5C 2 M (EtOAc/ Tix);

IR (%4 #5) 3484, 3302 (NH#AOH), 1669 (C=0), 1170 (S0,)
cm’';

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.20
(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.64-1.80 (m, 4H, CH,CH,CH,OH#=
CH.CH,CH,), 1.99-2.11 (m, 2H, OCH,CH,CH:), 2.58-2.64 (m, 6H,
NCH.CH,#22NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.08 (br s, 4H,
2SO.NCH,), 3.71 (t, J=5.4Hz, 2H, CH,CH,OH), 4.08 (s, 3H, NCH,),
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4.26 (t, J=6.3Hz, 2H, OCH(CH.CH,), 4.28 (br s, 1H, OH), 6.88 (s,
14, H-2), 7.14 (d, J=8. 7Hz, 1H, H-3"), 7.77 (dd, J=8. THz, 2. THz,
1H, H-4"), 8.87 (d, J=2.THz, 1H, H-6"), 10.69 (br s, 1H, NH);
MS (FAB) m/z 532 (MH").

% #4158 -

#&E2-(5-(4-B-RL) k- 1-Asm i) 2-E-F AKX L) -5-
¥ -7-E-/ -3, 5- = S -4H-wto& 5f [3, 2-d] ok —4- 8 3 & & (X
(1) 444, % FR=SONRR’, R'=CH,, R°=H, R°=CH,CH,CH,, R'=CH,CH,CH.,
NRR" A 4-(3-R A &) kE-1-4)

BBAELEF2THHE, FAA2-G-4-B-FRL)%E-1-£5
ML) 2-E-FEFXEK)-5-FPR-7-E-F/HA-3, 5- = S -4H-%t % 5F
[3, 2-d] %" -4- R H2-(2-T AKX -5-(4-FhAokd-1-Kahmik) %
) -5-FR-7-E-FK-3, 5- = A -4H-EK H [3, 2-d]Ew-4-8, %
F &AL EDY.

EE 99%

15562, 5C &L 4,

IR (%64-45) 3347, 3321 (NH#=OH), 1689 (C=0), 1168 (S0.)
cm ;

'H NMR (DMSO-d,) ® 0.93 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.96 (t,
J=7.5Hz, 3H, OCH,CH.CH,), 1.57-1.87 <(m, 6H, CH,CH,CH,0H #=
2CH,CH,CH,), 2.59 (t, J=7.5Hz, 2H, CH,CH,CH,), 2.89 (br t,
J=11. THz, 2H, 2SO,NCH,), 3.01-3.19 (m, 4H, NCH,CH,#»2SO,NCH.),
3.44 (t, J=6.0Hz, 2H, CH,CH,OH), 3.52 (br d, J=11.7Hz, 2H,
2'HNCH..), 3.79 (br d, J=11. 7THz, 2H, 2'HNCH..), 4.00 (s, 3H, NCH,),
4.15 (t, J=6.6Hz, 2H, OCH,CH,CH,), 4.71 (br s, 1H, OH), 7.29 (s,
1H, H-2), 7.44 (d, J=8.THz, 1H, H-3"), 7.89 (dd, J=8. THz, 2. 4Hz,
1H, H-4’), 8.02 (d, J=2.4Hz, 1H, H-6"), 11.13 (br s, 1H, NH'),
12.05 (br s, 1H, NH).

% 5,41 59
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HE2-C-TRA-H-(U-U-BTHR)%E-1-Amait) £ X)-5-
W -7-E-RK-3, 5- = F—4H-®% 5 [3, 2-d] F-4-8 (X (1) 4
%, H $R=SO,NR°R", R'=CH;, R®=H, R’=CH,CH,CH,, R'=CH,CH;, NR°R"%
4- (4~ TR)%k%E-1-5)

BRAELEALITEME, AALI-G-ETER)REREZI-FEAKRK
%, RH&AAELSD.

Fe 72%

£#%.,%196. 5C Z ## (EtOAc/ Tix);

IR (#:445) 3332 (NHf=OH), 1676 (C=0), 1168 (SO0,) cm;

'H NMR (CDC1,/TMS) & 1.00 (t, J=7.5Hz, 3H, CH.CH.CH,), 1. 64
(t, J=6.9Hz, 3H, OCH.CH)), 1.60-1.79 (m, 6H, CH,CH,CH,CH, #o
CH.CH.CH,), 2.41 (br s, 2H, NCH.CH,), 2.60 (br t, J=4.8Hz, 4H,
2 NCH,), 2.71 (t, J=7.5Hz, 2H, CHCH.CH,), 3.13 (br s, 4H,
2SO,NCH,), 3.49 (br s, 2H, CH,CH,OH), 4.08 (s, 3H, NCH,), 4.36
(q, J=6.9Hz, 2H, OCH,CH,), 4.78 (br s, 1H, OH), 6.88 (s, 1H, H-2),
7.12 (d, J=8. 7THz, 1H, H-3’), 7.77 (dd, J=8. 7Hz, 2. THz, 1H, H-4’),
8.86 (d, J=2.THz, 1H, H-6"), 10.66 (br s, 1H, NH); MS (EI) m/z
532 (MH').

E #4160

#HE&E2-QC-ZAA-5-U-U-ETER)RB-1-A5siL) X£K)-5-
WK -7-E-F K3, 5- = G —4H-wtE 5 [3, 2-d] 7 -4- 8 3 & 3 (X
(1) 444, K FR=SO,NRR’, R'=CH;, R’=H, R*=CH,CH,CH,, R'=CH,CH,,
NR°R'A4-(4-FTH)%E-1-1)

BBELAEG2POHE, AM2-Q-TAE--U-B-E2TH)%
H-1- A EBE) XK)S5-FPEA-T-E-FHA-3,5- = & -4H-w % 5
[3, 2-d] %o —4-BRHK2- (- ZAEA-5-U-FThARE-1-Agse k) X
HK)-5-FR-T-FE-FHK-3 5- =K -4H-"BFH[3, 2-d]"&w-4-8, %k
&AL,

FE. 98%
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% & 62C B #;

IR (%4 #)) 3334 (NH#OH), 1680 (C=0), 1167 (SO,)cm;

'H NMR (DMSO-d.) & 0.93 (t, J=7.5Hz, 3H, CH,CH.,CH,), 1.36 (t,
J=7.2Hz, 3H, OCHCH)), 1.37-1.52 (m, 2H, NCH,CH,CH.CH,),
1. 58-1. 80 (m, 4H, NCH,CH,CH,CH,#+CH,CH.,CH,), 2.58 (t, J=7.5Hz, 2H,
CH,CH,CH,), 2.84 (br t, J=11.7Hz, 2H, 2SO,NCH,), 3.00-3.18 (m,
4H, NCH,CH,#22SO,NCH..), 3.39 (t, J=6.3Hz, 2H, CH,CH,0H), 3.48 (br
d, J=11.7Hz, 2H, 2'HNCH,), 3.79 (br d, J=11.7Hz, 2H, 2'HNCH,,),
3.99 (s, 3H,NCH,), 4.22 (q, J=7.2Hz, 2H, OCH,CH,), 7.26 (s, 1H,
H-2), 7.42 (d, J=9.0Hz, 1H, H-3’), 7.84 (dd, J=9.0Hz, 2.4Hz,
1H, H-4"), 8.00 (d, J=2.4Hz, 1H, H-6’), 11.02 (br s, 1H, NH),
11.84 (br s, 1H, NH).

F A 61

#&2-(6-(4- (- TH)%kE-1-Aehseit)2- E-F AKX K) -5
P -7-E-&HE-3, 5- = A—4H-& IF (3, 2-d] R -4- 8 (X (1) 164
%, R FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
AH4-(4-F T HR)%k%E-1-4)

BERATZEAITHMNE, FRN2-G-AAmBA-2-E-F AKX
HK)-5-FR-T-E-FHK-3,5-= A —4H-wbe& 5f [3, 2-d] E "R -4- 8 o
1-(4-2TR)RERBF2-6-RBB A -2-TRKXK)-5-FR-7-E-
A3, 5-— G -4H-wtE 5 [3, 2-d] o -4-B o 1- P Lokk, k4 &4
AL .

FE: 61%

$#,5119°C 2 ## (EtOAc/Et,0/ TIR);

IR (%:4465) 3469, 3300 (NHA=OH), 1670 (C=0), 1169 (S0,)
cm '}

'H NMR (CDC1,/TMS) & 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.20
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.60-1.79 (m, 6H, CH,CH,CH,CH,#=
CH,CH,CH,), 1.99-2.11 (m, 2H, OCH,CH,CH,), 2.41 (br s, 2H, NCH,CH,),
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2.61 (br t, J=4. 8Hz, 4H, 2NCH,), 2. 71 (t, J=7.5Hz, 2H, CH.,CH,CH.),
3.13 (br s, 4H, 2SO,NCH,), 3.49 (br s, 2H, CH.CH,OH), 4.08 (s,
3H, NCH,), 4.25 (t, J=6.3Hz, 2H, OCH,CH,CH,), 4.83 (br s, 1H, OH),
6.88 (s, 1H, H-2), 7. 13 (d, J=8. THz, 1H, H-3’), 7. 77 (dd, J=8. 7Hz,
2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz, 1H, H-6"), 10.69 (br s, 1H,
NH); MS (FAB) m/z 546 (MH').

5% 76,45 62

#M&E2-5-(4-U-£TH)%d-1- A sw L) -2-E-F AKX L) -5-
B -T-E-F/ -3, 5- = R -4H-wt & 5f [3, 2-d] 5 ed —4-BA 3 &R 3 (X
(1) 44, R FR°=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,CH,,
NR°R'A4-(4-& T Hk) skd-1-5%)

BRAEZRA2THME, AM2-G-U-U-FTR)%E-1-X5
Bk )-2-E-FAEL)-5-FR-T-E-# K-35~ = & -4H-9t & 5f
(3, 2-d] %" ~4- 8K 2-(2- LRI -5-(4-F Jhokh-1- A am k) X
) -5-WHh-7-E-HKK-3, 5- = A -4H-w%& 5f (3, 2-d] % -4-8, %
B & F LS.

. 98%

5 58C 2 #;

IR (#44¢5) 3333 (NH#A=OH), 1679 (C=0), 1167 (SO,)cm';

'H NMR (DMSO-d;) & 0.93 (t, J=7.5Hz, 3H, CH,CH.CH.), 0.96 (t,
J=7.5Hz, 3H, OCH,CH.CH)), 1.36-1.45 (m, 2H, NCH,CH,CH,CH,),
1.56-1.80 (m, 6H, NCH,CH,CH,CH,#2CH,CH,CH;), 2.59 (t, J=7.5Hz,
2H, CH,CH,CH,), 2.89 (br t, J=11. 7THz, 2H, 2SO,NCH.,), 3.00-3. 18 (m,
4H, NCH,CH,#=2SO,NCH,.), 3.39 (t, J=6.3Hz, 2H, CH,CH,0H), 3.51 (br
d, J=11.4Hz, 2H, 2'HNCH,), 3.80 (br d, J=11.4Hz, 2H, 2'HNCH..),
4.00 (s, 3H, NCH,), 4.15 (t, J=6.3Hz, 2H, OCH,CH,CH.), 4.80 (br
s, 1H, OH), 7.29 (s, 1H, H-2), 7.44 (d, J=9.0Hz, 1H, H-3"), 7.89
(dd, J=9.0Hz, 2.4Hz, 1H, H-4"), 8.02 (d, J=2.4Hz, 1H, H-6"),
11.14 (br s, 1H, NHY), 12.12 (br s, 1H, NH).
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L 3#P163

WM&E2-2-C-RLAR)-5-(4-Q-BLH)%E-1- AR X
K)-5-FR-7-E-R K-3,5- = & -4H-b=& 5 [3, 2-d] #E % -4-8 (X
(1) 44-%, A FR°=SONR°R’, R'=CH,;, R*=H, R’=CH,CH,CH,, R'=CH,CH,F,
NRR' A 4- (2-R T ) kE-1-%)

BRAZAGLITOHE, HA2-G-AmBA-2-C-RTAK) X
H)-5-FH_-T7-E-FK-3, 5- = A -4H-w % 5 [3, 2-d] e -4- B Fo
1-2-RCA)REERERS-G-ABEBRA-2-TAXK)5-FA
—7-E-F -3, 5- = A -4H-wt"& 5 (3, 2-d] Hw —4- 8 fe 1 - F Kk,
P E- T R

e 95%

1 %.165. 5-166 C (EtOAc/Et,0/ T¥c);

IR (%64#5) 3357 (NH), 1678 (C=0), 1169 (SO,)cm;

'H NMR (CDCl,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.69-1. 77 (m, 2H, CH,CH,CH,), 2.63-2.76 (m, 6H, NCH,CH,F#=2NCH,),
2.71 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.14 (br dd, J=4.8Hz, 4.5Hz,
4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.40-4.59 (m, 4H, OCH,CH,F
F+NCH,CH,F), 4.82-5.01 (m, 2H, OCH,CH,F), 6.88 (s, 1H, H-2), 7.15
(d, J=8.THz, 1H, H-3"), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’),
8.82 (d, J=2.4Hz, 1H, H-6"), 10.40 (br s, 1H, NH); MS (FAB) m/z
524 (MH").

% 3.4 64

WHE2-Q2-Q2-RTCEAR)-5-U-G-RAX) B -1-Emmi) X
E)-5-9h-7-E-FKA-3, 5- = H-4H-w& 5 [3, 2-d] FEw -4-8 (X
(1) 4%, H* FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,F,
NR'R' A 4- (3- R A 3&) k% —-1-%)

LRAESARBIPHOHE, AA-G-R#EBELE-2-Q2-TAK) X
K)-5-FR-7T-E-&K-3,5- = A -4H-& I [3, 2-d] Eee -4- B Fo
FG-RAR)REERIERB2-G-AHBA2-TEEL)5-FA
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~T-3E-% 3 -3, 5- = A —4H-wtw& 5 [3, 2-d] g -4- Mo 1- F i vk,
kB &AL EY.

EF: 95%

5 5 179-180C (EtOAc/Et,0/ Tit);

IR ($4#5) 3358 (NH), 1678 (C=0), 1171 (SO,)cm’;

'H NMR (CDCL,/TMS) & 0.99 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.65-1.89 (m, 4H, CH,CH,CH,F#=CH,CH,CH,), 2.48 (t, J=7.2Hz, 2H,
NCH.,CH,), 2.52-2.58 (m, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH.CH,), 3.06-3.15 (m, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.44
(dt, J=46. 8Hz, 6. 0Hz, 2H, NCH,CH,F), 4.45-4.56 (m, 2H, OCH,CH,F),
4.81-5.00 (m, 2H, OCH,CH,F), 6.89 (s, 1H, H-2), 7.15 (d, J=8. THz,
1H, H-3"), 7.83 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.81 (d, J=2. 4Hz,
1H, H-6"), 10.39 (br s, 1H, NH); MS (FAB) m/z 538 (MH').

% #4565

M&E2-Q-TRAE--U-C-RLEA)GHRE-1-AmmiE) X
A)-5-FRA-T-E-& k-3, 5- = A ~4H-»"% jf [3, 2-d] E"R-4-8 (X
()44, K PR=SONR°R’, R'=CH,, R’=H, R*=CH,CH,CH,, R'=CH,CH,,
NRR"A4- (2-H.T k) Fki-1-5)

BRBAZEGLTONE, ARI-Q-RLE) GREdsm ER%1-
FTIRKR, R¥EAFALED.

& 92%

5,5.118-118. 5C (EtOAc/Et,0);

IR (%64 4#5) 3322 (NH), 1693 (C=0), 1147 (SO0,)cm™;

‘H NMR (CDC1,/TMS) d 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.63
(t, J=6.9Hz, 3H, OCH.CH,), 1.67-1.77 (m, 2H, CH,CH,CH,),
1.79-1. 97 (m, 2H, NCH,CH,CHN), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,),
2.80-2.95 (m, 6H, NCH,CH,F#22NCH,), 3.42-3.49 (m, 4H, 2SO,NCH,),
4.08 (s, 3H, NCH;), 4.35 (q, J=6.9Hz, 2H, OCH.CH,), 4.49 (dt,
J=47. 1Hz, b5.4Hz, 2H, NCH,CHF), 6.89 (s, 1H, H-2), 7.10 (d,
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J=8.7Hz, 1H, H-3'), 7.85 (dd, J=8.7Hz, 2.7Hz, 1H, H-4’), 8.89
(d, J=2.THz, 1H, H-6"), 10.64 (br s, 1H, NH); MS (FAB) m/z 520
(MH’).

% 34 66

WE&E2-C-TZRA-5-U-CB-RAX)GRE-1-AssL) X
E)-5-FRh-7-E-FH L3, 5- = S -4H-%te& 5F [3, 2-d] E % -4- 8 (X
(1)4t4-%, A F¥R=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NR°R'A4-(3-R A K) GkE-1-4)

BRAESESLIPH#E, ARI-C-REL) SREEBERE]L-
VikvkE, kE&ARALSY,

EE T4%

+5.,%107-108C (Et0Ac/Et,0);

IR (%6465) 3322 (NH), 1686 (C=0), 1148 (SO,)cm’’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.63
(t, J=6.9Hz, 3H, OCH(CH,), 1.72-1.79 (m, 4H, CH,CH,CH,F #=
CH,CH,CH,), 1.83-1.87 (m, 2H, NCH,CH.CH,N), 2.61 (t, J=6.9Hz, 2H,
NCH.CH,), 2.68-2.75 (m, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH;), 3.43 (br dd, J=5.7Hz, 5.4Hz, 4H, 2SO,NCH,), 4.08 (s,
3H, NCH,), 4.35 (q, J=6.9Hz, 2H, OCH,CH,), 4.46 (dt, J=47.1Hz,
5.THz, 2H, CH,CH,F), 6.89 (s, 1H, H-2), 7.10 (d, J=8.7Hz, 1H,
H-3"), 7.84 (dd, J=8.THz, 2.4Hz, 1H, H-4), 8.89 (d, J=2.4Hz,
1H, H-6"), 10.65 (br s, 1H, NH); MS (FAB) m/z 534 (MH').

LHP|67

#&E2-(2-TRE-5-4-(2-2-RTARA) L) RE-1-ABE)
FHK)-5-FHh-7-E-F A -3, 5- = & -4H-wb & 3 [3, 2-d] vz —4- &R
(X (1) 444, £ R =SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,,
NRR'A4-(2- (2-RTEK) THR)%E-1-%)

BRAZAGAITOHME, AAI-Q-Q-RLEL) TH)%RT =L
LEBRHELI-FThiE, RHE&FELSH.
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¥ 92%

¥ .%167. 5-169C (MeOH/H,0);

IR (%£465) 3325 (NH), 1679 (C=0), 1169 (SO,)cm™’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.77 (m, 2H, CH,CH,CH,),
2.59-2.63 (m, 6H, NCH,CHF # 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH,), 3.09-3.13 (m, 4H, 2SONCH,), 3.57-3.72 (m, 4H,
20CH,CH,), 4.09 (s, 3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH,CH,),
4.42-4.60 (m, 2H, OCH.,CH,F), 6.89 (s, 1H, H-2), 7.12 (d, J=8. 4Hz,
1H, H-3"), 7.81 (dd, J=8. 4Hz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2. 4Hz,
1H, H-6"), 10.62 (br s, 1H, NH); MS (FAB) m/z 550 (MH').

#5168

WE2-G-U-(RTEAAAE P k%-1-A s t)-2-2 8%
) -6-F I -T-E-F K-8, 5- = R -4H-wL % I [3, 2-d] e —4- 8 (X,
(1) 454, 3 FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NRR"A4- (R THREAEFR)kE-1-%)

BREGAFIFTOME, AAL-G-ETEAEABPL) Ak =
ROBARE1-TRRE, AHEHFELEY.

F2: 69%

#5.5.192. 5-193C (Et0Ac/Et,0/ &%%);

IR (%:4#5) 3320 (NH), 1678 (C=0), 1167 (SO,)cm™;

'H NMR (CDCL,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.29
(s, 9H, 3CH;), 1.64 (t, J=6.9Hz, 3H, OCHCH,), 1.64-1.77 (m, 2H,
CH.CH,CH,), 2.61 (br dd, J=5.4Hz, 4.5Hz, 4H, 2NCH,),2.71 (,
J=7. 5Hz, 2H, CH,CH.CH.), 2.90 (s, 2H, CH,C0), 3.14 (br dd, J=5. 4Hz,
4. 5Hz, 4H, 2SONCH,), 4.09 (s, 3H, NCH,), 4.37 (q, J=6.9Hz, 2H,
OCH,CH.), 6.61 (br s, 1H, CONH), 6.89 (s, 1H, H-2), 7.15 (d,
J=8.7Hz, 1H, H-3’), 7.83 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.87
(d, J=2.4Hz, 1H, H-6"), 10.61 (br s, 1H, NH); MS (FAB) m/z 573
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(MH").

% #4169

HE2-G-U-(RTEEKARTR)RE-1-A58ik)-2-E-AA
¥ R)-5-FHR-7T-E-FK-3,5-= & -4H-& I [3, 2-d] HER-4- W
(X (1) %4 4%, A P R=SONRR", R'=CH,, R>=H, R’=CH,CH,CH,,
R'=CH,CH,CH,, NRR"A4-(RTHAREZEFTE)%R%E-1-5K)

BRAEZE&BITHHE, AA-G-RAKL-2-F-FAE
A)-5-WHR-7-E-&K-3, 5-= K -4H-wb & Jf [3, 2-d] E X -4-8 Fo
I-(RTEARABEFR)RE =R LERAB2-G-AsBEA-2-TAX
) -5-FR-7T-E-F -3, 5- = A-4H-% 5 [3, 2-d] X -4-BF o 1-
Tk, kFEFHELED.

EE: 68%

¥ %164. 5-165. 5C (EtOAc/Et,0/ ThL) ;

IR (%£4¢635) 3330, 3303 (NH), 1684 (C=0), 1169 (S0, cm™;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.29 (s, 9H, 3CH,), 1.68-1.78 (m,
2H, CH,CH,CH,), 1.98-2.08 (m, 2H, OCH,CH,CH,), 2.58-2.63 (m, 4H,
2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH.CH,), 2.91 (s, 2H, CH,CO),
3.12-3.17 (m, 4H, 2SO,NCH,), 4.09 (s, 3H, NCH,), 4.25 (t, J=6. 6Hz,
2H, OCH,CH,CH,), 6.63 (br s, 1H, CONH), 6.90 (s, 1H, H-2), 7.16
(d, J=8.7Hz, 1H, H-3’), 7.83 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’),
8.88 (d, J=2.4Hz, 1H, H-6"), 10.64 (br s, 1H, NH); MS (FAB) m/z
587 (MH').

E #4570

H&E2-(2-LRKE-5-U-U-REL) kB 1-Fmmik) ¥ K)-5-
¥ -7-E-&/HK-3, 5- = A -4H-wbv& 5 [3, 2-d] & -4-8 (X, (1) 464
#, HE PFR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R'#
4- (4-RE L) k% -1-4)

BBEZASITARE, ARI--REL)RERBI-FLA%R
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%, RHEAFELESY.

2 95%

% ,5.226-227C (CHC1,/Et,0);

IR (%6449) 3337 (NH), 1678 (C=0), 1169 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH.CH,), 1.68-1.80 (m, 2H, CH,CH,.CH)), 2.72 (t,
J=7.5Hz, 2H, CH,CH,CH,), 3.15-3.26(m, 8H, 4NCH,), 4.08 (s, 3H,
NCH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,), 6.80-6.84 (m, 2H, ArH-2
#6), 6.89 (s, 1H, H~-2), 6.91-6.97 (m, 2H, ArH-3#5), 7.15 (d,
J=8.THz, 1H, H-3’), 7.84 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.90
(d, J=2.4Hz, 1H, H-6"), 10.63 (br s, 1H, NH); MS (FAB) m/z 554
(MH").

LA T1

ME2-(2-TRHK-5-(4-(2-weme L) vk —1- S s s 3k ) K L) —5-
¥R -7-E- % K-8, 5- = A -4H-wbE 5F (3, 2-d] R -4-8 (X (1) it 4
P, R PR=SONRR’, R'=CH;, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R"#
4~ (2- =" L) vkd-1-3%)

BRAFEFLTAME, ABH1-C-mmh)RERFI-FL%
%, R &HRALESD.

2 99%

3% ,%£.203-204C (CHC1,/Et,0/ Tkt);

IR (%64¢4) 3334 (NH), 1673 (C=0), 1169 (S0,)cm’;

'H NMR (CDC1,/TMS) & 1.01 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.62
(t, J=6.9Hz, 3H, OCH,CH;), 1.68-1.80 (m, 2H, CH,CH,CH,), 2. 72 (,
J=7.5Hz, 2H, CH,CH.CH,), 3.19 (dd, J=5.4Hz, 5.1Hz, 4H, 2NCH,),
3.66 (dd, J=5.4Hz, 5. 1Hz, 4H, 2SO,NCH,), 4. 08 (s, 3H, NCH,), 4. 34
(q, J=6.9Hz, 2H, OCH.CH;), 6.58 (d, J=8.7Hz, 1H, PyrH-3),
6.60-6.64 (m, 1H, PyrH-5), 6.89 (s, 1H, H-2), 7.13 (d, J=8. THz,
1H, H-3"), 7.45 (ddd, J=8.THz, 7.2Hz, 2. 1Hz, 1H, PyrH-4), 7.82
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(dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 8.12-8.15 (m, 1H, PyrH-6), 8. 88
(d, J=2.4Hz, 1H, H-6), 10.62 (br s, 1H, NH); MS (FAB) m/z 537
(MH') .

F #4572

ME2--TRE-5-(4-Q2-FmK)skk-1- K am i) X 1K)-5-
¥ -7-E- -3, 5- = S —4H-% 5 [3, 2-d] e -4-8 (X (1) i 4
¥, R PR=SONRR’, R'=CH,, R*=H, R*=CH,CH.,CH,, R'=CH,CH,, NR°R'%
4-(2-FwR)%kE-1-)

BRBAEELITOHE, ARI-QC-ERE)RE—H 8 EKH1-
FR%E, k#EFHALEY.

FE 94%

% £.200-201C (CHC1,/Et,0);

IR (%h463) 3329 (NH), 1679 (C=0), 1168 (S0,)cm™';

'H NMR (CDC1,/TMS) ® 1.01 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.62
(t, J=6.9Hz, 3H, OCH.CH.,), 1.68-1.80 (m, 2H, CH,CH,CH)), 2.71 (t,
J=7.5Hz, 2H, CH,CHCH,), 3.14 (dd, J=5.1Hz, 4.8Hz, 4H, 2NCH,),
3.96 (dd, J=5. 1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4. 34
(q, J=6.9Hz, 2H, OCH,CH,), 6.48 (d, J=4.8Hz, 1H, PyrH-5), 6.88
(s, 1M, H-2), 7.12 (d, J=8.7Hz, 1H, H-3’), 7.82 (dd, J=8.THz,
2.4Hz, 1H, H-4’), 8.25 (d, J=4.8Hz, 2H, PyrH-44H-6), 8.87 (d,
J=2.4Hz, 1H, H-6"), 10.61 (brs, 1H, NH); MS (FAB) m/z 538 (MH").

EAP T3

# &5, 6-—FA-2-(2-ZAKX-5-U-FRRE-1-A5si) %
H)-5- W R -7-E-FIK-3, 5-= G -4H-# % 5 [3, 2-d] Ew -4-8 (X,
(1) {44, H FR=SONR°R’, R'=R*=CH,, R’=CH,CH.,CH;, R‘=CH,CH,, NR°R’
A4-F KokH-1-5%)

BBALAEGLITGRE, FA2-G-AABE-2-TAEXK)-5, 6-
WA -T-E-R A3, 5- = S -4H-w & HF [3,2-d] Fw 4- KB
2-(5-RAABAE-2-TRFK)-5-FR-7T-E-FHK-3, 5-— 4 -4H- 1%
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# (3, 2-d] e -4-8, k4 &M dH.

e 84%

% 5232C Z # (CHC1,/Et,0/ T.3);

IR (%64#5) 3340 (NH), 1672 (C=0), 1172 (SO,)cm™:

'H NMR (CDC1,/TMS) ® 0.94 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.63
(t, J=7.2Hz, 3H, OCH.CH,), 1.64-1.73 (m, 2H, CH,CH,CH,), 2.28 (s,
3H, NCH;), 2.31 (s, 3H, CH,), 2.51 (br dd, J=4.8Hz, 4.5Hz, 4H,
2NCH,), 2.68 (t, J=T7.5Hz, 2H, CH,CH.CH,), 3.12 (br dd, J=4.8Hz,
4.5Hz, 4H, 2SO.NCH.), 4.04 (s, 3H, NCH,), 4.35 (q, J=7.2Hz, 2H,
OCH,CH;), 7.11 (d, J=9.0Hz, 1H, H-3’), 7.80 (dd, J=9.0Hz, 2.4Hz,
1H, H-4"), 8.88 (d, J=2.4Hz, 1H, H-6"), 10.59 (br s, 1H, NH);
MS (FAB) m/z 488 (MH').

E T4

W5, 6-=Fh-2-(5-(4-F &) kb-1-A st it) 2-F-FRE
K)-T-E-F -3, 5- = G -4H- & IF [3, 2-d] Eow —4- 8 (X (1) 4L
#, # P¥R=SONRR", R'=R*=CH,, R’=CH,CH,CH,, R'=CH,CH,CH,, NR'R’
4- W Rk -1-35)

BERAEZAFLITHOME, AA-G-RBRL-2-F-FA %
3K)-5,6-= K -7-iE-F -3, 5-= K —4H-oE 5 [3, 2-d] 72 —4- M
RA2- GRS B A -2-CAFR L) -5-FR-T-E-H % -3,5- = 5 -4H-
ok if (3, 2-d1 % -4-8, R4 &FELLY.

2 82%

5.,%.199. 5-200C (CHC1,/Et,0/ &.4%) ;

IR (%6:445) 3311 (NH), 1677 (C=0), 1175 (S0,)cm™;

'HNMR (CDC1,/TMS) & 0.94 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.18(t,
J=7.5Hz, 3H, OCH.CH.CH,), 1.61-1.73 (m, 2H, CH,CH,CH,), 1.98-2.09
(m, 2H, OCH.CH.CH)), 2.26(s, 3H, NCH,), 2.31 (s, 3H, CH,)), 2.49
(dd, J=5. 1Hz, 4.8Hz, 4H, 2NCH,), 2.68 (t, J=7.5Hz, 2H, CH,CH.CH,)
3.11 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.04 (s, 3H, NCH,),

b
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4.23 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.12 (d, J=8.7Hz, 1H, H-3"),
7.80 (dd, J=8.7Hz, 2. 4Hz, 1H, H-4"), 8.89 (d, J=2.4Hz, 1H, H-6"),
10.61 (br s, 1H, NH); MS (FAB) m/z 502 (MH").

LB 75

#45,6-—FH-2-(2-TRIA-5-(4-Q-R LK) kE-1- kst
)R R)-7-E-&/HK-3, 5- = A —4H-wE H (3, 2-d] e -4-8 (X (1)
4%, X ¥R=SONRR’, R'=R’=CH,, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
A4-(2-RTHK)%%E-1-4)

BRA S IO MNE, A A2-G-AsBA-2-TRXE)-5, 6-
Y R-T-E-/ K-8, 5- = A -4H-9 & (3, 2-d] ER -4- B A 1-(2-
RLUK)REERERB2-G-AHBA-2-TRFER) 5-FHR-7-E-
A& -3, 5- = A-4H-wkb"& 5f (3, 2-d]1Ew —4-B A 1-F Lok, k4 &4
AALEY).

FE 80%

% %.194. 5C (CHC1,/Et,0/ &%) ;

IR (#4#5) 3340 (NH), 1669 (C=0), 1169 (SO0,)cm';

'H NMR (CDC1,/TMS) d 0.94 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH.CH,), 1.65-1.74 (m, 2H, CH,CH,CH,), 2. 31 (s,
3H, CH,), 2.62-2.76 (m, 8H, NCH,CH.F, 2NCH, #CH,CH,CH,), 3.14 (br
s, 4H, 2SO,NCH,), 4.04 (s, 3H, NCH,), 4.35 (q, J=6.9Hz, 2H,
OCH.CH,), 4.50 (dt, J=47.4Hz, 4.5Hz, 2H, NCH.CH,F), 7.12 (d,
J=9. OHz, 1H, H-3’), 7.80 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.88
(d, J=2.4Hz, 1H, H-6’), 10.59 (br s, 1H, NH); MS (FAB) m/z 520
(MH").

% #4576

#&5,6-—FHE-2-(-(4-2-RTE)%E-1-Asmit)2-E-
MAFK)-T-E-R/K-3, 5- = A -4H-wE 5 [3, 2-d] % -4-8 (X (1)
454, K PR=SONRR, R'=R*=CH,, R*=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
A4-(2-RTHK)%%E-1-3%)
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ERBEZAFIPHME, HAA2-G-RAHBE-2-E-FAX
K)-5,6-—F h-7-E-&H X-3, 5-= R -4H- & 5 [3, 2-d] ER -4- 8
Fol-(2-RTA) vk 2 R HF2- (5-RABA-2-TREX)-5-FH
—T-E-& %3, 5- = f-4H-m%& 5 [3, 2-d] ER-4-FA1-F Lk,
5 &AL EY. |

ZFE: 69%

£#%,$.191-192C (CHC1,/Et,0/ &%) ;

IR (%46) 3308 (NH), 1681 (C=0), 1174 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.94 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCH.CH.CH;), 1.61-1.73 (m, 2H, CH,CH,CH,),
1.98-2.09 (m, 2H, OCH,CH.CH,), 2.31 (s, 3H, CH.), 2.62-2.75 (m,
8H, NCH,CH,F, 2NCH,#=CH.CH,CH,), 3.11-3.15 (m, 4H, 2SO,NCH,),
4.04(s, 3H, NCH,), 4.24 (t, J=6.6Hz, 2H, OCH,CH.CH,), 4.49 (ddd,
J=47. 4Hz, 4.8Hz, 4.5Hz, 2H, NCH.CHF), 7.12(d, J=9.0Hz, 1H,
H-3"), 7.80 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.89 (d, J=2.4Hz,
1H, H-6), 10.61 (br s, 1H, NH); MS (FAB) m/z 534 (MH').

S P 7T

#W&5,6-=FHh-2-(2-(2-TRA4-C-REE)%kE-1- A58
) EK)-1-E-FRHK-3, 5- = A —4H-w=% I [3, 2-d] FR-4-8 (X (1)
4%, R FR=SONRR", R'=R*=CH,, R*=CH,CH,CH;, R'=CH,CH,, NR°R’
A4-(B-RAEK)RE-1-4)

BERAZAELPOME, A RA2-G-ABKBA-2-TAEK) -5, 6-
Z WK -T-E-F -3, 5- = A -4H-w & 5F [3, 2-d] E e —4- M Ao 1- (3-
AAR)REERERF2- G- RSB EA-2-TERFER)-5-FHA-T-E-
A3, 5- = A -4H- &I [3, 2-d]E-4- 8 1-F hokE, k¥ &4
Y.

Fe 12%

t5 %.214.5C (CHC1,/Et,0/ & 1%);

IR (#k4#g) 3340 (NH), 1676 (C=0), 1171 (SO,)cm’;
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'H NMR (CDC1,/TMS) d 0.94 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCHCH,), 1.68-1.87 (m, 4H, CH,CH,CH,F #=
CH,CH,CH,), 2.31 (s, 3H, CH,), 2.43-2.62 (m, 6H, NCH,CH,#72NCH,),
2.68 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.11 (br s, 4H, 2SO,NCH,), 4. 04
(s, 3H, NCH,), 4.35 (q, J=6.9Hz, 2H, OCH.CH,), 4.44 (dt, J=47. 4Hz,
6.0Hz, 2H, CHCHF), 7.12 (d, J=8.7Hz, 1H, H-3’), 7.80 (dd,
J=8. THz, 2.4Hz, 1M, H-4"), 8.87 (d, J=2.4Hz, 1H, H-6"), 10.59
(br s, 1H, NH); MS (FAB) m/z 534 (MH').

% 3.4 78

W5, 6-=FHh-2-6-(4-(-RAX)%kE-1-A#hs k) -2- -
FAFE ) -7-E-F K -3, 5- = S —4H-E 5 (3, 2-d] e —4- 8 (X, (1)
44, K FR=SONRR, R'=R*=CH,, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
A4-(B-RAk) kk-1-4&)

BREZAMIPAME, MM2-G-AMBA-2-E-HRE
HK)-1,3- =P R-7-E-FH -3, 5-= A —4H-wb " 5f 3, 2-d] e -4 B8R
Fol-G-RAKX) kA LR ENRS2-G-AHBL-2-CAEL)5-FH
~T-E-# K3, 5- = S —4H-wb& 3 [3, 2-d] ER -4-Ffo 1 - F ok ok,
PR o8 Rl

& 86%

1% 5.156-157C (CHC1,/Et,0/ &%) ;

IR (%t465) 3312 (NH), 1679 (C=0), 1174 (SO0.)cm’;

'H NMR (CDC1,/TMS) d 0.94 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCHCH.CH;), 1.61-1.89 (m, 4H, CH,CH,CH,F F=
CH,CH,CH,), 1.98-2.10 (m, 2H, OCH,CH,CH,), 2. 31 (s, 3H, CH,), 2.47
(t, J=7.2Hz, 2H, NCH,CH,), 2.54 (dd, J=5.1Hz, 4.8Hz, 4H 2NCH,),
2.68 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.11 (br dd, J=5.1Hz, 4. 8Hz,
4H, 2SO,NCH,), 4.04 (s, 3H, NCH)), 4.24 (t, J=6.6Hz, 2H,
OCH.CH.CH,), 4.43 (dt, J=47.1Hz, 6.0Hz, 2H, CH,CH,F), 7.13 (d,
J=8.THz, 1H, H-3"), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.88
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(d, J=2.4Hz, 1H, H-6"), 10.61 (br s, 1H, NH); MS (FAB) m/z 548
(MH').

L #4179

W &5,6-—FHR-2-Q2-TAKA-5-U-Q2-BTH)%E-1- A58
1) ER)-T-E-R A3, 5- = G -4H-w% 5 [3, 2-d] E -4-8 (X, (1)
{644, *k PR=SONRR’, R'=R=CH,, R*=CH,CH,CH,, R'=CH,CH,, NR°R’
Ha-(2-A LK) %%E-1-3)

BREEAGLFME, HA2-G-RRBA-2-TAEKEK)-5, 6-
W R -T-E-F -3, 5- = A -4H-w & 3 [3, 2-d] FER -4-F F= 1-(2-
PURA)RBRBE2-G-FHBA-2-TaEXRX)-S-FR-T-E-FE
-3, 5~ = S —4H-wt"& 3f [ 3, 2-d] o —4- M 1 - P k&, k8 & 4541
&4,

T TT%

5 .%.130-130. 5C (CHC1,/Et,0/ T¥x) 5

IR (%64 #5) 3555, 3323 (NH#OH), 1663 (C=0), 1168 (SO0,)
cm';

'H NMR (CDC1,/TMS) ® 0.95 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.58-1.71 (m, 2H, CH,CH,CH,), 2.31 (s,
3H, CH,), 2.55 (t, J=5.4Hz, 2H, NCH.CH,), 2.61 (dd, J=5.1Hz,
4.5Hz, 4H, 2NCH,), 2.68 (t, J=7.5Hz, 2H, CH,CH.CH;), 3. 13 (br dd,
J=5. 1Hz, 4.5Hz, 4H, 2SO,NCH,), 3.57 (br t, J=5. 4Hz, 2H, CH,CH.,OH),
4.04 (s, 3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,), 7.13 (d,
J=8. THz, 1H, H-3’), 7.81(dd, J=8.THz, 2.7Hz, 1H, H-4’), 8.88
(d, J=2.7Hz, 1H, H-6"), 10.58 (br s, 1H, NH); MS (FAB) m/z 518
(MH") .

5% #4180

#&5,6-—FA-2-5-(4-2-BTH)%E-1-Agsi)-2-E-
AEER)-7T-E-F K3, 5- = A -4H-w & 5 [3, 2-d]Erz-4-8 (X (1)
&%, A PR=SONRR", R'=R’=CH,, R’=CH,CH,CH,, R‘=CH,CH,CH,, NR°R’
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ha-(2-TH)kE-1-4)

BRASHEMIFTOHE, HA2-G-AEBA-2-E-ARX
3£)-5,6-=—FHh-7-E-&HK-3, 5-— A -4H-w% 5 [3, 2-d] %" -4- 8
Fol-Q2-2LH) B RBE2-G-RABE-2-TREXX)-5-FR-7T-E
~F@ -3, 5- = A ~4H-wtE I [3, 2-d] o -4-M M- P Ekk, kH&
RS .

2 81%

% ,5.202-202. 5C (CHC1,/Et,0/ &%) ;

IR (#h463) 3402, 3313 (NH#=0H), 1662 (C=0), 1173 (SO,)cm™’;

'H NMR (CDC1.,/TMS) & 0.95 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCH.CH,CH;), 1.60-1.73 (m, 2H, CH,CH,CH,),
1.98-2.09 (m, 2H, OCH,CH.CH,), 2.31(s, 3H, CH,), 2.56 (t, J=5. 4Hz,
2H, NCH.CH,), 2.63 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.68 (x,
J=7.5Hz, 2H, CH,CH,CH,), 3.14 (br dd, J=4.8Hz, 4.5Hz, 4H,
2S0,NCH,), 3.58 (t, J=5.4Hz, 2H, CH.CH,OH), 4.04 (s, 3H, NCH.),
4.25 (t, J=6.6Hz, 2H, OCH.CH.CH,), 7.14 (d, J=8.7Hz, 1H, H-3’),
7.81 (dd, J=8.THz, 2. 4Hz, 1H, H-4"), 8.88 (d, J=2. 4Hz, 1H, H-6"),
10.62 (br s, 1H, NH); MS (FAB) m/z 532 (MH').

% #4581

&S5, 6-—FR-2-2-CERE-5-(U-G-2FA)%kE-1-LA 58
)RR -T-E-FHE-3, 5-= & -4H-wko& 5 [3, 2-d] " -4-8 (X (1)
4%, R FR=SONRR’, R'=R=CH,, R’=CH,CH,CH,, R'=CH,CH;, NR°R’
A4-(3-R/E)%E-1-£)

BRE LS 1P MNE, A A2-G-RasEk-2-TRXK)-5, 6-
P R-T-E-FH K3, 5- = A -4H-w & I [3, 2-d] R -4- 8 Fo 1- (3-
FREA)RERFB2-G-AHBIA-2-CREL)-S-FA-7T-E-"m £
-3, 5- — A —-4H-wt& 5 [3, 2-d ] ER -4- Ao 1-F A okk, k4l &4 810
&,

e 80%
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1% 6209-209. 5C (CHC1,/Et,0/ Tt);

IR (%4 #)) 3346, 3320 (NH##OH), 1680 (C=0), 1171 (S0,)cm™;

'H NMR (CDCI1,/TMS) ® 0.95 (t, J=7.5Hz, 3H, CH,CH.CH,),
1.61-1.79 (m, 4H, CH,CH.CH,OH#=CH,CH,CH;), 1.64 (t, J=6.9Hz, 3H,
OCH,CH,), 2.31 (s, 3H, CH,), 2.65-2.83 (m, 6H, NCH,CH,#2NCH,),
2.68 (t, J=7.5Hz, 2H, CH.CH.CH,), 3.22 (br s, 4H, 2SO,NCH,), 3.73
(t, J=5.4Hz, 2H, CH,CH,0OH), 4.04 (s, 3H, NCH,), 4.36 (g, J=6.9Hz,
2H, OCH,CH,), 7.13 (d, J=8.7Hz, 1H, H-3’), 7.76 (dd, J=8.7Hz,
2. 1Hz, 1H, H-4’), 8.86 (d, J=2.1Hz, 1H, H-6"), 10.61 (br s, 1H,
NH); MS (FAB) m/z 532 (MH').

% 7.4 82

H#%5,6-—Fh-2-5-(4-B-FR/E)%kE-1-Lomik)-2-E-
FEENR)-T-E-F -3, 5- = A -4H-wk & IF [3, 2-d] %= -4-8 (X (1)
4%, K JR°=SO,NR°R’, R'=R’=CH,, R’=CH,CH,CH,;, R'=CH,CH,CH., NR°R’
H4-(3-AE) kE-1-5)

ERATZAMIFTOHE, AM2-G-ABEBEA-2-E-FAX
H)-5,6-= 9}k -7-E-FK-3, 5-= A —4H-w & 5 [3, 2-d] "k -4- 8
AFal-B-RE)RERK2-G-AmA-2-TRAEK)-5-FA-T-E
~#\ -3, 5- = A -4H-w%HF [3, 2-d]F R 4-BRp1-FiokE, k4l&
A AD.

FEE: 54%

#%,%182-183TC (CHC1,/Et,0/ T¥);

IR (%:4t) 3490, 3310 (NH#AOH), 1672 (C=0), 1172 (S0,)cm™;

'H NMR (CDCL,/TMS) ® 0.95 (t, J=7.5Hz, 3H, CH,CHCH), 1.20
(t, J=7.2Hz, 3H, OCH,CH.CH)), 1.61-1.76 (m, 4H, CH,CH,CH,OH#=
CH,CH,CH,), 1.99-2.10 (m, 2H, OCH,CH.CH,), 2.31 (s, 3H, CH),
2.62-2.67 (m, 6H, NCHCH,#= 2NCH,), 2.69 (t, J=7.2Hz, 2H,
CH,CH,CH,), 3.07-3.13 (m, 4H, 2SO,NCH,), 3.71 (t, J=5.4Hz, 2H,
CH.CH,0H), 4.04 (s, 3H, NCH;), 4.25 (t, J=6.3Hz, 2H, OCH.CH,CH,),
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7.13 (d, J=8. THz, 1H, H-3'), 7.77 (dd, J=8. 7Hz, 2. 4Hz, 1H, H-4"),
8.87 (d, J=2.4Hz, 1H, H-6"), 10.65 (br s, 1H, NH); MS (FAB) m/z
546 (MH').

5 3.4 83

W &6-R-2-(2-TRA-5-(4- PRk E-1-Ammit) £4&)-5-7
B -T-E-% k-3, 5- = S -4H-wt & 5f [3, 2-d] HeL-4-8 (X (1) L4
#, F# FR=SONRR’, R'=CH,, R’=Cl, R*=CH,CH,CH,, R'=CH,CH,, NR°R’
H4-F ERvk%k-1-4)

R LA TR, HAe-R-5-G-RARE-2-TAE
) -5-Wh-7-E-F K3, 5- = A -4H-w & 5 (3, 2-d ] E-4-BK B
2- (- AR A -2-TRFER)-5-FRA-7-E-F K3, 5- = A -4H-wto%
I [3, 2-d]"E%E-4-M, kB &ML,

JEE 9T%

#%,%115-116 C (EtOAc/CHCL,/ &.3%) ;

IR (%:4#5) 3326 (NH), 1680 (C=0), 1168 (S0,)cm’;

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.68-1.79 (m, 2H, CH,CH.,CH,), 2.28 (s,
3H, NCH,), 2.49-2.52 (m, 4H, 2NCH,), 2.72 (t, J=7.5Hz, 2H,
CH.CH,CH,), 3.11-3.13 (m, 4H, 2SO,NCH,), 4.07 (s, 3H, NCH,), 4.36
(q, J=6.9Hz, 2H, OCH,CH,), 7.13 (d, J=8. THz, 1H, H-3"), 7.82 (dd,
J=8. THz, 2.4Hz, 1H, H-4’), 8.85 (d, J=2.4Hz, 1H, H-6"), 10.72
(br s, 1H, NH); MS (FAB) m/z 508 (MH').

5% 74 84

FE6-R-2-5-(4-FHhRE-1-Asid L) -2-FE-FAERL)-5-
¥R -T-iE-7& -3, 5- = A—4H-wte& 5f (3, 2-d] ER-4-8 (X (1) 44
%, K FR=SONRR", R'=CH,, R*=C1l, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
Ha-F Rokg-1-%)

BRAZEMITOME, AR6-R-2--F88t2-F-HE %
) -5-FR-T-E-FHK-3, 5- — A—4H-% 5 [3, 2-d] FR-4- A B
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2-(5-RABBA-2-TAXN)-5-PA-7T-E-AX-3, 5-— 4 -4H-s%
03, 2-d]E%-4-B, kHE&HAILLDY.

A 97%

1% 5.194-194. 5C (EtOAc/CHCl,/ T3 ;

IR (4445) 3306 (NH), 1686 (C=0), 1175 (SO,)cm’™’;

‘H NMR (CDC1,/TMS) d 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH.CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
1.99-2.10 (m, 2H, OCHCH,CH,), 2.27 (s, 3H, NCH,), 2.49 (dd,
J=5.1Hz, 4.5Hz, 4H, 2NCH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.11 (br dd, J=5.1Hz, 4.5Hz, 4H, 2SO,NCH,), 4.07 (s, 3H, NCH,),
4.25 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.13 (d, J=8.THz, 1H, H-3"),
7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 8.87 (d, J=2. 4Hz, 1H, H-6"),
10.74 (br s, 1H, NH); MS (FAB) m/z 522 (MH').

% 3.4 85

WH6-R-2-Q2-TRA-5-(U-@-RTHK)%B-1-Lamit) £
) -5-F K-T-E-& K3, 5- = A —4H-wt& 5 [3, 2-d] E v -4-8 (X,
(1) f&46%, #,+FR=SONRR", R'=CH,, R*=C1, R'=CH,CH,CH,, R'=CH,CH,,
NRR'y4- (2-R T ) kk-1-54)

BRBAEZAEGITGNE, AA-R-2-G-2RBERLA-2-TAX%
A)-5-F RK-7-iE~-#& K3, 5- = A —-4H- & 5f [3, 2-d] E R -4- 8 Fo
1-QC-RLR)REHBERF2-G-AHABME2-TCEERA)-5-F 41
~T-E-F K3, 5- = A -4H-wbe& 5 [3, 2-d]E R -4-F A 1 - F Lok A,
kW &AL .

F: 96%

#.,%222~-223C (EtOAc/CHCL,/ T 1%);

IR (%u4#5) 3330 (NH), 1674 (C=0), 1168 (S0,)cm’;

‘H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.65
(t, J=6.9Hz, 3H, OCH(CH,), 1.67-1.79 (m, 2H, CH,CH,CH,),
2.62-2.75 (m, 6H, NCHCH.F #=2NCH,), 2.72 (t, J=7.5Hz, 2H,

146



01807500. 2 oW B 5E139/186H1

CH,CH,CH,), 3.11-3.14 (m, 4H, 2SONCH,), 4.08 (s, 3H, NCH,), 4.37
(q, J=6.9Hz, 2H, OCH.CH;), 4.50 (td, J=47.4Hz, 4.5Hz, 2H,
NCH,CH,F), 7.13 (d, J=8.THz, 1H, H-3’), 7.82 (dd, J=8. THz, 2. 4Hz,
1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6"), 10.70 (br s, 1H, NH);
MS (FAB) m/z 540 (MH").

o 3.4 86

W H56-R-2-(6-(4-Q-RTE)RE-1-ABBA)2-E-RAX
A)-5-FR-7-E-FHK-3,5- = G -4H-wbE 5 [3, 2-d] % -4-8 (X
(1) 444, 3 FR°=SO,NR°R’, R'=CH,, R*=C1, R*=CH,CH,CH;, R*=CH,CH,CHs,,
NRR' A 4- (2-9 Jhokd-1-4%)

BB A LA PRk, A A6-R-2-( G-REhsk-2-E-F AKX
A)-5-F A -7-E-F&K-3,5-= & -4H-w& 5 [3, 2-d] E " -4-8 Ao
1-C-RA)REHEBRERBL2-G-ARBE-2-CRXE)--FE
—7- -7 k-3, 5-= A -4H-%& 5f [3, 2-d] R -4- B 1-F k%,
k4 &AM .

¥ 97%

15 %5 184-184. 5C (Et0Ac/CHC1,/ &%) ;

IR (#E#4%) 3313 (NH), 1687 (C=0), 1173 (SO,)cm’’;

'Y NMR (CDC1l,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.67-1.79 (m, 2H, CH,CHCH,),
1.99-2. 10 (m, 2H, OCH,CH,CH,), 2.62-2.75 (m, 8H, NCH,CH,F, 2NCH,
#=CH,CH,CH,), 3.10-3.15 (m, 4H, 2SO,NCH,), 4.07 (s, 3H, NCH,),
4.25 (t, J=6.6Hz, 2H, OCH.CH.CH,), 4.49 (ddd, J=47.T7Hz, 5. 1Hz,
4.5Hz, 2H, NCH.CH,F), 7.14 (d, J=8.7Hz, 1H, H-3’), 7.82 (dd,
J=8. THz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz, 1H, H-6"), 10.74
(br s, 1H, NH); MS (FAB) m/z 554 (MH').

#4187

ME6-R-2-C-TARA-5-(U-GB-ARAALA)kE-1-EHs L) %
) -5-F K-7-E-5/ K-35~ = G -4H-b % 5 (3, 2-d] E % -4- 8 (X
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(1){t4%, #* FR=SONR°R’, R'=CH,, R*=Cl, R’=CH,CH,CH,, R‘=CH,CH,,
NR°R'A4- (3- R A HK) k%-1-%K)

BHBAE &S P OME, AA6-R-2-(G-RHAM™A-2-TAX
) -5~ S -T-E- & K3, 5- = A -4H-wt% 5F [3, 2-d] E R -4-FW fo
1-B-RAAR) ke B ENRF2-G-ABBA2-TAXK)-5-F X
~-7-E-H& -3, 5- = S —4H-whv& 5F [3, 2-d] Ex -4- B 1- P Lok,
ES K- god RN

2 94%

£ 5.181-182C (CHC1,/ &%)

IR (#h463) 3336 (NH), 1681 (C=0), 1170 (SOycm';

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH.,CH,CH.)), 1.64
(t, J=6.9Hz, 3H, OCHCH,), 1.73-1.84 (m, 4H, CH,CH.CHF #»
CH.CH,CH,), 2.47 (t, J=7.2Hz, 2H, NCH.CH,), 2.54 (dd, J=5.4Hz,
4.2Hz, 4H, 2NCH.), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.10 (br dd,
J=5.4Hz, 4.2Hz, 4H, 2SO,NCH,), 4.08 (s, 3H, NCH,), 4.37 (q,
J=6.9Hz, 2H, OCH.,CH,), 4.43 (dt, J=47.4Hz, 6.0Hz, 2H, CH.CH,F),
7.13 (d, J=8. THz, 1H, H-3"), 7.82 (dd, J=8. THz, 2. 4Hz, 1H, H-4"),
8.86 (d, J=2.4Hz, 1H, H-6"), 10.71 (br s, 1H, NH); MS (FAB) m/z
554 (MH').

% #6451 88

#&E6-F-2-(5-(4-G-RAEA)%hE-1-FAmsit)2-E-HAX
A)-5-FR-7-E-FHH-3, 5- = K-4H-w &3 [3, 2-d] FX -4-8 (X
(1) 44, & FR=S0NR°R’, R'=CH,, R*=C1, R*=CH,CH,CH,, R'=CH,CH,CH,,
NR°R' A4~ (3-R @A) kE-1-K)

BERBAELAAITOHME, A A6-R-2-(-8RBE-2-E-REX
A)-5-FRK-7T-E-FK-3,5- = -4H- % I [3, 2-d] FE R -4-8#
1-B-fAB) kB LB ERE-G-AsBmA-2-TAXEL)5-F 4
~T-E-R® k-3, 5- = H—4H-w& 5 [3, 2-d] HR-4- 8 1-F L k.,
A AL,
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EE 79%

1% ,5.179-180C (EtOAc/CHCL,/ THt);

IR (%44) 3315 (NH), 1690 (C=0), 1172 (SO,)cm’’;

'H NMR (CDC1,/TMS) & 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH.CH,CH,), 1.67-1.89 (m, 4H, CH,CH.CH.F #o
CH,CH,CH,), 1.99-2.10 (m, 2H, OCH,CH,CH,), 2.47 (t, J=7.2Hz, 2H,
NCH,CH,), 2.54 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.72 (t, J=7.5Hz,
2H, CH,CH,CH,), 3.10 (br dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.07
(s, 3H, NCH,), 4.25 (t, J=6.6Hz, 2H, OCH,CH,CH,), 4.43 (dt,
J=47. 1Hz, 6.0Hz, 2H, CH,CH,F), 7.14 (d, J=8. 7THz, 1H, H-3’), 7. 82
(dd, J=8.7Hz, 2.4Hz,1H, H-4"), 8.87 (d, J=2.4Hz, 1H, H-6’),
10.75 (br s, 1H, NH); MS (FAB) m/z 568 (MH').

5% #4189 |

ME6-H-2-2-TRK-5-U-Q2-2THh)RkE-1-A#miL) £
) -5-9 K -7-E-F -3, 5- = S -4H-wb & 5 [3, 2-d] T —4- 8 (X,
(1) 4%, K FR=SONRR’, R'=CH,, R*=Cl, R’=CH,CH,CH,, R'=CH,CH,,
NRR" A 4- (2-FR LK) Kk-1-L)

BRAZEBIFTHHE, MR6-R-2-G-ABBA-2-TARXE
A)-5-WE-T-E-%/ K-8, 5~ = A -4H-w & 5f [3, 2-d) H " -4- B fo
1-(2-2 LK) R REF2-G-RAMA-2-CRFRL)-5-FRA-7-E-
A -3, 5- = A-4H-woEIF (3, 2-d] E R -4-BAe - P R okk, k4 & 47
HALEH.

A2 96%

1,%201-201. 5C (CHC1,/ &%) ;

IR (%4 45) 3553, 3327 (NHAOH), 1677 (C=0), 1168 (S0,)
cm ';

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.65
(t, J=6.9Hz, 3H, OCHCH,), 1.67-1.77 (m, 2H, CH,CH,CH,), 2.57(t,
J=5. 4Hz, 2H, NCH.CH,), 2.64 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2. 72
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(t, J=7.5Hz, 2H, CH,CH,CH,), 3.14 (br dd, J=4.8Hz, 4.5Hz, 4H,
2SO,NCH,), 3.59 (t, J=5.4Hz, 2H, CH,CH,OH), 4.07 (s, 3H, NCH,),
4.37 (q, J=6.9Hz, 2H, OCH,CH,), 7.15 (d, J=8.THz, 1H, H-3"), 7. 82
(dd, J=8.7Hz, 2.7Hz,1H, H-4’), 8.86 (d, J=2.7Hz, 1H, H-6’),
10.71 (br s, 1H, NH); MS (FAB) m/z 538 (MH').

% 34190

M&6-R-2-(6-(4-(2-RTHR)%kE-1- KL asiA)2-E-FAX
E)-5-FR-7-E-FHHL-3,5-= [ -4H- & 3 [3, 2-d] F " -4-8 (X
(1) 484, 3 F R°=SO.NR’R’, R'=CH,, R*=C1, R’=CH,CH,CH,, R'=CH,CH,CH.,
NR°R" A 4-(2- T k) ski-1-54)

BREEEMLITHOME, AA-R-2-G-fRAME-2-E-FEX
A)-5-WHR-7-E-K/ K3, 5- = A -4H-wt%& 5 [3, 2-d] ErE -4- B Fo
1-(2- & LK) e KA 2-(5-A M iA-2- LA K K)-5-F K -T-E-
A -3, 5-= S~ 4H- 8 5F (3, 2-d] s —4- B 1 -V hokk, k3 447
AL,

e 94%

1#%.,%.194-195C (EtOAc/CHCL,/ &%) ;

IR (#64-45) 3452, 3318 (NH#A=OH), 1687 (C=0), 1173 (SO,)
cm ';

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.19
(t, J=7.5Hz, 3H, OCH,CHCH;), 1.67-1.79 (m, 2H, CH,CH,CH,),
1.99-2.11 (m, 2H, OCH,CH,CH,), 2.32 (br s, 1H, OH), 2.55 (dd,
J=5.4Hz, 5.1Hz, 2H, NCH.CH,), 2.61 (dd, J=5.1Hz, 4.8Hz, 4H,
2NCH,), 2.72 (t, J=T7.5Hz, 2H, CH,CH.CH,), 3.12 (br dd, J=5.1Hz,
4. 81z, 4H, 2SO,NCH,), 3.57-3.58 (m, 2H, CH,CH,0H), 4.07 (s, 3H,
NCH,), 4.26 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.15 (d, J=8.7Hz, 1H,
H-3"), 7.83 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz,
1H, H-6"), 10.75 (br s, 1H, NH); MS (FAB) m/z 552 (MH').

E#BF|91
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HE&6-F-2-Q2-TRIA-5-(4-B-2RA)%RE-1-AH L)X
A)-5-F R -T-E-F -3 5-= A -4H-% H[3, 2-d] E " -4-8 (X
(1) 444, % PFR°=SONRR’, R'=CH,, R’=C1, R’=CH,CH.CH,, R'=CH.CH,,
NR°R' A4~ (3-F & K) %k%-1-&) |

BB A FAG LT OMHE, FM6-R-2-G-RHEBE-2-TAXK
) -5-9 K -T-E-F K3, 56- = &40 Jf [3, 2-d] HE K -4- 8 #
1-(3-#AX) RERB2-G-RBEBA-2-TARAFXK)-5-FHR-7-E-
# -3, 5- = S -4H-wbE 5 [3, 2-d] o -4- B fe 1-F ok, k4 & 47
AMACEH .

F2: 98%

#% %5.189-189. 5C (CHC1,/ THt);

IR (%64 #%) 3331 (NH#AOH), 1686 (C=0), 1168 (SO0,)cm’;

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.65
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.79(m, 4H, CH,CH,CH,0H #=
CH,CH,CH,), 2.64 (br s, 6H, NCH,CH,##2NCH,), 2.72(t, J=7.2Hz, 2H,
CH,CH,CH,), 3.10 (br s, 4H, 2SO,NCH,), 3.72 (t, J=5.4Hz, 2H,
CH,CH,0H), 4.08 (s, 3H, NCH,), 4.38 (q, J=6.9Hz, 2H, OCH.CH,),
7.14 (d, J=8.7Hz, 1H, H-3"), 7.79 (dd, J=8.THz, 2.THz, 1H, H-4"),
8.85 (d, J=2.7THz, 1H, H-6"), 10.73 (br s, 1H, NH); MS (FAB) m/z
552 (MH').

5% 34192

HE-R-2-5-(4-G-ZRE)kE-1-A5aik)2-E-H A%
R)-5-FR-T-E-F K3, 5- = A —-4H- %5 (3, 2-d] F -4- 8 (X
(1) 4%, X #R°=SO,NR°R’, R'=CH,, R*=C1, R*=CH,CH,CH,, R'=CH,CH,CH,,
NRR"A4-(3-AK)%kE-1-4)

BRBETZAFITHHE, ARA-R-2-G-RABRA-2-F-FAX
A)-5-F R -7-E-FK-3, 5- = f-4H-w & 5 [3, 2-d] &E X -4-F o
1-@-2AX)RERBE2-G-AmBEA-2-TRXE)-5-FH-7-E-
K-8, 5- = A -4H-w &5 [3, 2-d] "B R -4- B A 1-F Kok, k4 &47
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AW,
2 89%
$,%.192-193TC (EtOAc/CHC1,/ &3%);
IR (%64 465) 3419, 3313 (NH#OH), 1688 (C=0), 1173 (SO0,)

-1.
cm ,

'H NMR (CDC1,/TMS) d® 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.20
(t, J=7.5Hz, 3H, OCH.CH,CH,), 1.64-1.79 (m, 4H, CH,CH,CH,OH #=
CH,CH,CH,), 2.00-2.11 (m, 2H, OCH.CH.CH,), 2.59-2.62 (m, 6H,
NCH,CH,#22NCH,), 2.72 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.04-3.12 (m,
4H, 2SO,NCH,), 3.71 (t, J=5. 4Hz, 2H, CH,CH,0H), 4.08 (s, 3H, NCH,),
4.27 (t, J=6.6Hz, 2H, OCH.CH.CH,), 7.14 (d, J=9.0Hz, 1H, H-3"),
7.79 (dd, J=9.0Hz, 2.4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz, 1H, H-6"),
10.77 (br s, 1H, NH); MS (FAB) m/z 566 (MH').

% #4193 |

W &6-i-2-(2-ZRK-5-(4- P Hhokk-1- L8 s L) X K)-5-9
K -7-E-FHK-3,5- = A -4H-wt%& JF [3, 2-d] " -4-8 (X, (1) L4
#, 3} FR=SONRR’, R'=CH,, R’=Br, R'=CH,CH,CH,, R'=CH,CH,, NR°R’
H4-F Kokr-1-JL)

BERAZEMITHHE, ARA6-R-2-G-RBEBE-2-TAX
&) -5-WR-T-E-FH K3, 5- = A -4H-wE 5 [3, 2-d] Eoe-4- AR B
2- (- MA-2- LA KE)-5-FHA-T-E-FHHK-3, 5-— F-4H-%%
I (3, 2-d]"E-4-8, k¥ &iF8L5H.

F2: 87T%

15.#.202. 5-203C 2 # (EtOAc/CHCL,/ TR);

IR (%4#5) 3334 (NH), 1679 (C=0), 1171 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=7.2Hz, 3H, OCH.CH;), 1.68-1.79 (m, 2H, CH,CH,CH.), 2.27 (s,
3H, NCH;), 2.50 (dd, J=4.8Hz, 4.2Hz, 4H, 2NCH,), 2.71 (t, J=T7. 5Hz,
2H, CH.,CH,CH,), 3.09-3.13 (m, 4H, 2SO.NCH,), 4.10 (s, 3H, NCH,),
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4.36 (q, J=T7.2Hz, 2H, OCH,CH,), 7.13 (d, J=9. OHz, 1H, H-3’), 7.82
(dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.85 (d, J=2.4Hz, 1H, H-6"),
10.71 (br s, 1H, NH); MS (FAB) m/z 552, 554 (MH').

5 3645 94

&6 8-2-(5-(4-FHhokE-1-Asmit)-2- E-H R EL) -5
¥ K -T-1E-& K-8, 5- = A -4H-w"& 5F [3, 2-d] e —4-8 (X (1) L&
#, H PR=SONRR’, R'=CH,, R*=Br, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
A4-F Kokg-1-5) |

BBEZEPLPHME, FIA6-£-2-G-RmBA-2-E-FRE
) -5-F K -7-E-F K -3, 5- = A -4H-E 5 (3, 2-d] Ew-4-HAKH
2-(5-AARBLIE-2-THRRK)-5-FH-7T-E-F K3, 5- = A —-4H-wt%
I (3, 2-d]#sE-4-8, k¥ &irHoH.

e 92%

1%.£260C £ M (CHCL,/ THR);

IR (4L#4#)) 3300 (NH), 1683 (C=0), 1173 (SO,)cm';

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.2Hz, 3H, OCH,CH(CH,), 1.66-1.78 (m, 2H, CH,CH,CH,),
1.98-2.10(m, 2H, OCH.CH,CH,), 2.28(s, 3H, NCH,), 2.51 (br s, 4H,
2NCH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.12 (br s, 4H, 2SO,NCH,),
4.10 (s, 3H, NCH;), 4.25 (t, J=6.3Hz, 2H, OCH,CH,CH,), 7.14 (d,
J=8. THz, 1H, H-3’), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.87
(d, J=2.4Hz, 1H, H-6"), 10.73 (br s, 1H, NH); MS (FAB) m/z 566,
568 (MH').

£ #4]95

M &E6-2-2-2-ZREA-5-(4--RLA)%kE-1-ABm i) £
&) -5-F R -7T-E-FK-3, 5- = A —4H-wt & 5 [3, 2-d] Fr -4-8 (X,
(1) &%, X $R°=SONRR’, R'=CH,, R*=Br, R*=CH,CH,CH,, R'=CH,CH.,
NRR'A4-(2-R T HA)kE-1-4)

BRAEZESLITHHE, AA6-R-2-G-ABEBE-2-CEE
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A)-5-F R -7- E-F/K-3,5- = A -4H-wt & 3 [3, 2-d] = —4-8 Fo
1-Q-RLA) ke L BERE2-G-AFEEE-2-CRXA)-5-F R
~7-E-& K -3, 5- = A -4H-w% 5 [3, 2-d] ER-4-8 A 1-F %k,
kAR ILESDY.

~E: 88%

35,6208 C M (EtOAc/ THt);

IR (%#6445) 3328 (NH), 1678 (C=0), 1168 (SO,)cm';

'H NMR (CDC1,/TMS) d 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH,CH,), 1.69-1.79 (m, 2H, CH.CH,CH,), 2.64 (dd,
J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.62-2.77 (m, 4H, NCH.CH,F #=
CH,CH,CH,), 3.12 (br dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.09 (s,
3H, NCH.,), 4.36 (q, J=6.9Hz, 2H, OCH,CH,), 4.49 (dt, J=47. THz,
4.8Hz, 2H, NCH.CH,F), 7.13 (d, J=8.7Hz, 1H, H-3’), 7.81 (dd,
J=8. THz, 2.4Hz, 1H, H-4"), 8.85 (d, J=2.4Hz, 1H, H-6"), 10.72
(br s, 1H, NH); MS (FAB) m/z 584, 586 (MH').

% #4196

W &E6-8-2-(5-(4-2-RTLA)%kE-1-Amgs i) -2-E-FAX
) -5-FHR-7T-E-H® K-3, 5- = A -4H-9L% 5 [3, 2-d] Fw -4-8 (X
(1) 444, K F¥R°=SO,NR’R’, R'=CH,, R*=Br, R*=CH,CH,CH,, R'=CH,CH,CH.,
NRR" % 4- (2-R LK) %%-1-%)

BBALAALITHME, A A6-2-2-G-RABE-2-E-FAX
A)-5-VHA-7T-E-FK-3,5- = R -4H- & 5 [3, 2-d] EX -4- & o
1-@-RCE)REEBRERF2-G-AHBE-2-TAXK)5-F X
~T-E-F K3, 5- = f-4H-wb& 5 [3, 2-d]FR-4-Fh 1-F %%,
kM &AL,

e 84%

15 ,%.195. 5C & (CHC1,/ TH);

IR (%£44¢65) 3310 (NH), 1685 (C=0), 1173 (S0,)cm;

'H NMR (CDC1,/TMS) d 0.96 (t, J=7.5Hz, 3H, CH,CH,CH)), 1.19
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(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.66-1.77 (m, 2H, CH,CH,CH,),
2.00-2.10 (m, 2H, OCH,CH,CH,), 2.65 (br s, 4H, 2NCH,), 2.70-2. 76
(m, 2H, NCH,CH,F), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.13 (br s,
4H, 2SO,NCH,), 4.10(s, 3H, NCH,), 4.25 (t, J=6.3Hz, 2H,
OCH,CH,CH,), 4.50 (dt, J=48.0Hz, 6.0Hz, 2H, NCH.CH,F), 7.14 (d,
J=9. OHz, 1H, H-3’), 7.82 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’), 8.87
(d, J=2.4Hz, 1H, H-6"), 10.73 (br s, 1H, NH); MS (FAB) m/z 598,
600 (MH").

L3 97

M &6--2-(2-TLRA--U-G-RAR)RkBE-1-Aas k) X
HA)-5-F K-7-E-F k-3, 5- = A -4H-whe& 5 [3, 2-d] E = -4-8 (X
(1)4t4-4, 3 FR=SONRR’, R'=CH,, R*=Br, R'=CH,CH.CH,, R'=CH.CH,,
NRR" A4~ (3- KAL) vkd—1-4)

BB ATEBITHME, AM6-L-2-G-RAHBEA-2-TRX
K)-5-F K -7-E-/ K3, 5- = A -4H- "% 5f [3, 2-d] E" -4-F Fo
@G- ARAR)REERERB2-G-RABA-2-TRAEA)-5-F 4
~T-E-& K-8, 5-= A -4H-w% 5f [3, 2-d] Ho -4-W A= 1-F k%,
EXE-B o R

~2: 85%

#5198 C Z # (EtOAc/ Tih);

IR (%k44#5) 3324 (NH), 1678 (C=0), 1169 (SO,)cm™’;

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH.CH.)), 1.64
(t, J=6.9Hz, 3H, OCH(CH)), 1.66-1.88 (m, 4H, CH,CH,CH,F #o
CH.CH,CH.), 2.47 (t, J=T7.2Hz, 2H, NCH,CH,), 2.54 (dd, J=4.8Hz,
4.5Hz, 4H, 2NCH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.10 (br dd,
J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 4.10 (s, 3H, NCH,)), 4.37 (q,
J=6. 9Hz, 2H, OCH,CH,), 4.43 (dt, J=47.1Hz, 6.0Hz, 2H, CH,CH,F),
7.13(d, J=8. 7Hz, 1H, H-3"), 7.82 (dd, J=8. 7Hz, 2. 4Hz, 1H, H-4’),
8.85 (d, J=2.4Hz, 1H, H-6"), 10.71 (br s, 1H, NH); MS (FAB) m/z
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598, 600 (MH").

%3 4198

ME6-8-2-(5-(4-C-RA L) %kE-1-Ksmi) 2-E-FHAX
3K)-5-F R-T-E-R K3, 5- = A -4H-% 3 [, 2-d] E R -4-8 (X
(1) 44, £ FR°=SONRR’, R'=CH,, R*=Br, R*=CH,CH,CH,, R*=CH,CH,CH,,
NR°R'A4- (8- AL) vkdk-1-4%)

BRALESIFHOHE, FAA6-5-2--AHMmL-2-F-FHEX
F)-5-WHh-T-E-& -3, 5-= A -4H-wt& 5 [3, 2-d] HR -4- 8 Fo
-@-RA) ks ERB2-G-AABmA-2-TREXK)5-FR
~T-E~-F k-3, 5~ = A —4H-wbe& 5F [3, 2-d] Ee -4- B 1-F Kok,
kA & AR LA

2 88%

15,5187 C £ 4 (CHC1,/ &48) 5

IR (#h4#4) 3314 (NH), 1687 (C=0), 1171 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH.CH), 1.19
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.66-1.90 (m, 4H, CH,CH,CH,F #=
CH,CH,CH,), 1.99-2.11 (m, 2H, OCH,CH,CH,), 2.45-2.65 (m, 6H,
NCH,CH,#22NCH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.11 (br s, 4H,
2SO,NCH,), 4.10 (s, 3H, NCH,), 4.25 (t, J=6.3Hz, 2H, OCH,CH,CH,),
4.44 (dt, J=47.1Hz, 6.0Hz, 2H, CH,CH.,F), 7.14 (d, J=8.7Hz, 1H,
H-3"), 7.82 (dd, J=8.7THz, 2.4Hz, 1H, H-4"), 8.87 (d, J=2.4Hz,
1H, H-6"), 10.73 (br s, 1H, NH); MS (FAB) m/z 612, 614 (MH").

% 34199

#A6-8-2-2-TRE-5-U-(2-FTLH)%B-1-AamE) X
HK)-5-FR-7T-E-RHK-3, 5- = A -4H-w& 5f (3, 2-d] Ew -4-8 (X,
(1) 4t4-4#, H FR=SONRR’, R'=CH,, R*=Br, R*=CH,CH,CH,, R'=CH,CH,,
NRR" A 4- (B ) skk-1-3)

BRBAZEFAITORE, HAA6-E-2-G-RHBL-2-TAX
K)-5-F A-T-E-HA-3,5- = & -4H- &5 [3, 2-d] ER-4- B F=
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1-2-2 LA R ER%2-G-R ML -2-ZRER)-5-FRA-T-E~
k-3, 5- = S -4H-wbg-5F [3, 2-d ] H R -4-BF - F Kok %, k4 &4
AALSH .

P~ 2 90%

#% 5.203. 5-205C (EtOAc/CHC1,/ T¥t);

IR (464 43) 3565, 3327 (NHA=OH), 1677 (C=0), 1166 (S0,
cm '}

'H NMR (CDC1,/TMS) ® 0.96 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.65
(t, J=6.9Hz, 3H, OCH,CH,), 1.67-1.79 (m, 2H, CH,CH,CH.), 2.55 (t,
J=5. 4Hz, 2H, NCH.,CH,), 2. 60 (dd, J=4.8Hz, 4.2Hz, 4H, 2NCH,), 2. 72
(t, J=7.5Hz, 2H, CH,CH,CH,), 3.12 (br dd, J=4.8Hz, 4.2Hz, 4H,
2SO0,NCH,), 3.58 (t, J=5.4Hz, 2H, CH.CH,OH), 4.10 (s, 3H, NCH,),
4.37 (q, J=6.9Hz, 2H, OCH,CH.), 7.15 (d, J=8.7THz, 1H, H-3"), 7. 82
(dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.85 (d, J=2.4Hz, 1H, H-6’),
10.72 (br s, 1H, NH); MS (FAB) m/z 582, 584 (MH').

% #4100

ME6-E-2-6-4-C-FTHR)%kE-1-Agmi)2-E-RAX
H)-5- HK-7-E-57 -3, 5- = A —4H-wt & FF [3, 2-d] FE R -4-8 (X
(1) 644, X FR=SO,NR°R’, R'=CH,, R*=Br, R’=CH,CH,CH,, R'=CH,CH,CH,,
NRR'H4-(2-# L) vk-1-%4)

BRELKEGIPOHE, AR6-82-2-G-Rast-2-F-FAX
H)-5-F R -7-E-FH K-3,5- = & -4H- & 5 [3, 2-d] %R -4- 8 Fo
1-Q2-2CHR) kB RHE2-G-R sk -2-TAREX) - 5-FHA-T-E-
F -3, 5- = A —4H-%E I (3, 2-d]ER-4-FA1-Fh%RE, k¥ &4
HAAY.

2 87%

1%5.%.198. 5C Z ## (CHC1,/ T4t) ;

IR (#:#445) 3453, 3312 (NH#A=OH), 1687 (C=0), 1171 (SO,)

cm ;
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'H NMR (CDC1,/TMS) & 0.96 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCHCH.CH,), 1.66-1.77(m, 2H, CH,CH,CH,),
2.01-2.11 (m, 2H, OCH,CH,CH,), 2.57 (t, J=5.4Hz, 2H, NCH,CH,),
2.63 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2.72 (t, J=T7.5Hz, 2H,
CH,CH,CH,), 3.13 (br dd, J=4.8Hz, 4.5Hz, 4H, 2SO,NCH,), 3.58 (t,
J=5. 4Hz, 2H, CH,CH,0H), 4.10 (s, 3H, NCH,), 4.26 (t, J=6.3Hz,
2H, OCH,CH,CH,), 7.15 (d, J=8. 7THz, 1H, H-3’), 7.83 (dd, J=8. 7THz,
2. THz, 1H, H-4"), 8.87 (d, J=2.THz, 1H, H-6"), 10.74 (br s, 1H,
NH); MS (FAB) m/z 596, 598 (MH').

LHA]101

ME&E6-£-2-Q-CAK-5-U-B-2AKX)%E-1-Aahsit) %
3) =57 K-T- -5 k-3, 5- = S —4H-wk e Jf (3, 2-d) HR-4-8 (X
(1) 144, H* PR=SONRR’, R'=CH,, R*=Br, R'=CH,CH,CH,, R'=CH,CH,,
NR°R"A4-(3-# &) %E-1-%)

BRAESKEMALITARME, AM6-2-2-G-R&EBiL-2-Z 8%
A)-5-F R -T-E-& k-3, 5- = & -4H-9L"%& 5F [3, 2-d] R -4- B A=
1-3-ZAK)RERB2-G-RASFEBA-2-CTEEKR)-5-FRA-7T-E-
#E-3, 5- = A~4H-wE I (3, 2-d ] HR -4- 8 1-F Lok, & H &4
BILEY.

& 90%

£ ,%197. 5C Z # (Et0Ac/Et,0/ TR ;

IR (%4¢5) 3325 (NH#A=OH), 1678 (C=0), 1167 (S0,)cm’;

'H NMR (CDC1,/TMS) & 0.97 (t, J=7.5Hz, 3H, CH,CH,CH.),
1.57-1.79 (m, 4H, CH,CH,CH,OH#=CH,CH,CH,), 1.65 (t, J=7.2Hz, 3H,
OCH.,CH,), 2.51-2.67 (m, 6H, NCH,CH,#2NCH,), 2.72 (t, J=7.5Hz,
2H, CH,CH,CH,), 3.08 (br s, 4H, 2SO,.NCH.,), 3.71 (t, J=5.4Hz, 2H,
CH.CH,0H), 4.10 (s, 3H, NCH;), 4.38 (q, J=T7.2Hz, 2H, OCH,CH,),
7.13 (d, J=9.0Hz, 1H, H-3’), 7.78 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’),
8.84 (d, J=2.4Hz, 1H, H-6"), 10.73 (br s, 1H, NH); MS (FAB) n/z
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596, 598 (MH').

£ #4102

#&E6-2-2-5-U-GB-FRA)%E-1-AHst)-2-E-FEAX
H)-5-9F K -7-E-7 -3, 5- = B —-4H-w%& I [3, 2-d] F R -4-8 (X
(1) 4%, £ FR°=SO,NR°R’, R'=CH,, R*=Br, R°=CH,CH,CH,, R'=CH,CH.CH,,
NR°R'A4- (- dK)%kE-1-4)

BRELAALITAME, A A6-R-2-G-RHBA-2-E-FRX
K)-5-W Rk -7-E-F K-8, 5-= & -4H-t & ¥ (3, 2-d] E R -4-F A=
1-B-2RK) RERKH2-G-RAHABMA-2-TRKXKL)-5-FH-7-E-
/3-8, 5~ = S ~4H- %3 [3, 2-d]E" -4-Ffe |- F k%, k¥ &5
AMAE.

% 90%

#.5192C 2 # (CHC1,/ T XR);

IR (%£4465) 3423, 3313 (NHA=OH), 1684 (C=0), 1171 (SO0,)
cm '}

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH.CH)), 1.20
(t, J=7.5Hz, 3H, OCH.CHCH,), 1.66-1.78(m, 4H, CH,CH,CH,OH #=
CH.CH,CH,), 1.99-2.09 (m, 2H, OCH,CH,CH,), 2.55-2.70 (m, 6H,
NCH,CH,#=2NCH,), 2.72 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.10 (br s, 4H,
2SO,NCH,), 3.71(t, J=5.4Hz, 2H, CH,CH,OH), 4.10 (s, 3H, NCH,),
4.26 (t, J=6.3Hz, 2H, OCH,CH,CH,), 7.14 (d, J=9.O0Hz, 1H, H-3’),
7.79 (dd, J=9. OHz, 2. 4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz, 1H, H-6),
10.76 (br s, 1H, NH); MS (FAB) m/z 610, 612 (MH").

E#$1103

#&2-(2-TRE-5-A-FR%BE-1-Aahs L) XH)-2-s-5-F
A -T-E-%K-3,5- = A -4H-wb & 5f [3, 2-d] Eo —4- 8 (X (1) L&
¥, R PFR=SONRR’, R'=CH,, R*=I, R°=CH,CH,CH,, R'=CH,CH,, NR°R'#%
4-F k% -1-3%)

BRAZAGITENE, A A2-G-A#ABA-2-CA%R)-6-5
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5- PR -T-E-FHHKX-3,5-= A -4H-ub& 5 [3,2-d] ER -4-F K%
2-(5-ARBA-2-TEREXR)-5-FR-7-E-H/HK-3, 5-— K -4H-wkg
I [3, 2-d] " -4-8, k4 &4MALEH.

Fe 97%

1% ,%.197. 5-198C (Et0Ac/Et,0);

IR (#6465) 3325 (NH), 1679 (C=0), 1172 (SO,)cm’;

'H NMR (CDC1,/TMS) & 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH.CH,), 1.65-1.78 (m, 2H, CH,CH,CH.), 2.28 (s,
3H, NCH,), 2.48-2.53 (m, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H,
CH,CH,CH;), 3.07-3.15 (m, 4H, 2SO,NCH,), 4.11 (s, 3H, NCH,), 4. 36
(q, J=6.9Hz, 2H, OCH.CH,), 7.13 (d, J=8. 7THz, 1H, H-3"), 7.82 (dd,
J=8.THz, 2.4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz, 1H, H-6"), 10.67
(br s, 1H, NH); MS (FAB) m/z 600 (MH').

74104

W &6-mt-2-(5-(4-P Rk -1-Ahsit)-2-E-FAEX L) -5
¥ -T-E-F/ K -3, 5- = A —4H-E 5 [3, 2-d]) e —4- 8 (X (1) 14
W, K FR=SONRR’, R'=CH,, R=I, R'=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
H4-F KkH-1-58)

HREELZAEHITHHE, AA-G-EHBA-2-E-FAX
A)-6-8t-5-P I -7-E-F K3, 5-= & -4H-%& ¥ [3, 2-d] B w4~
FRAE2-G-ABBE-2-TRFXE)-5-FHA-T-E-HX-3,5- =&
~4H-wb& 5 (3, 2-d ] BR -4-8, kB E&FHLEY.

2 99%

£5.%.188-188. 5C (Et0OAc/CHCl,/ &x);

IR (%£445) 3300 (NH), 1680 (C=0), 1173 (SO cm';

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.19
(t, J=7.5Hz, 3H, OCHCH.CH;), 1.65-1.78 (m, 2H, CH,CH,CCH,),
1.98-2.10 (m, 2H, OCH,CH.CH,), 2.27(s, 3H, NCH), 2.49 (dd,
J=5. 1Hz, 4.8Hz, 4H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH.),
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3.11 (br dd, J=5.1Hz, 4.8Hz, 4H, 2SO,NCH,), 4.11 (s, 3H, NCH,),
4.25 (t, J=6.6Hz, 2H, OCH,CH.CH,), 7.13 (d, J=8.7Hz, 1H, H-3’),
7.82 (dd, J=8.THz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2. 4Hz, 1H, H-6"),
10.70 (br s, 1H, NH); MS (FAB) m/z 614 (MH).

#1105

#E2-C2-LRE--U-C-RTE)%E-1-Kame k) X K)-6-
B-5-9 3K -7- E-F K -3, 5- = A -4H-keg 5 [3, 2-d]ER -4-8 (X (1)
4%, HE FR=SONRR’, R'=CH,, R’=I, R’=CH,CH,CH,, R‘=CH,CH,, NR°R’
H4-(2-R T ) kFE-1-)

BBAZEFITORME, HA2-(G-RBE-2-TREK)-6-8t
—5-F R -T-FE-H/ K3, 5-= A -4H-% 5 [3, 2-d] R -4- 8 = 1- (2-
R E R B ENRE2-G-RBMA-2-TREK)-5-FHA-7-E-
3-8, 5- A~ 4H- % IF [3, 2-d]E R -4-8fe - T Kok, 4 & 47
AMAaH.

S 96%

% .5.182. 5-183TC (CHC1,/ T.}%);

IR (%:4#5) 3328 (NH), 1676 (C=0), 1166 (S0,)cm';

'H NMR (CDC1,/TMS) d 0.97 (t, J=7.5Hz, 3H, CH.CH.CH,), 1.65
(t, J=6.9Hz, 3H, OCHCH;), 1.65-1.77 (m, 2H, CH,CH,CH,),
2.63-2.76 (m, 8H, NCH,CH,F, CH,CH,CH,#22NCH.), 3.11-3.16 (m, 4H,
2SO,NCH,), 4.11 (s, 3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH.CH,),
4.50 (dt, J=47.7THz, 4.5Hz, 2H, NCH,CH,F), 7.13 (d, J=8. 7THz, 1H,
H-3’), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz,
1H, H-6"), 10.66 (br s, 1H, NH); MS (FAB) m/z 632 (MH').

% 341106

M&E2-(5-(4-(2-RTHE)%B-1-Ase ) 2-E-REAX L) -6-
B-5- P Rk -7-E-FH K -3, 5- = F-4H-wb& 5f (3, 2-d] " -4-8 (X, (1)
49, HEPFR=SONRR’, R'=CH,, R*=I, R*=CH,CH.CH,, R'=CH,CH,CH,,
NRR'A4-(2-RTEA)%kE-1-4)
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BRAEZABIFTHOME, AA2-G-RHBA-2-E-FAX
B)-6-s-5-F RK-7-E-F k-3, 5-= F—4H-wt & 5 [3, 2-d] " —4-
BMA1-Q-R )k s K% 2-G-AABA-2-TRERA)-5-F
R-T-E-&HK-3,5- = F-4H-w& 5 (3, 2-d]ER-4-BA1-F L%k
%, kRFEHRALEY.

FE: 96%

#% %209, 5-210C (EtOAc/CHCL,/ &) ;

IR (#64#5) 3304 (NH), 1686 (C=0), 1172 (SO, cm’;

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.2Hz, 3H, CH.CH.CH,), 1.19
(t, J=T7.5Hz, 3H, OCHCH,CH,), 1.65-1.78 (m, 2H, CH,CHCH,),
1.99-2.10 (m, 2H, OCH,CH.CH.), 2.62-2.75 (m, 8H, NCH.CH.F,
CH,CH,CH,#22NCH,), 3.10-3.15 (m, 4H, 2SO.NCH,), 4.11 (s, 3H, NCH,),
4.25(t, J=6.6Hz, 2H, OCH,CH,CH,), 4.49 (ddd, J=47.7Hz, 5. 1Hz,
4.5Hz, 2H, NCH.CH,F), 7.14 (d, J=8.7Hz, 1H, H-3’), 7.82 (dd,
J=8. THz, 2.4Hz, 1H, H-4’), 8.87 (d, J=2.4Hz, 1H, H-6"), 10. 70
(br s, 1H, NH); MS (FAB) m/z 646 (MH').

E#F]1107

F&H2-2-TaKk-5-(4-B-RARAE)kF-1-JKmEkit) XK)-6-
B-5- Y L -7-E- & JK-3, 5- = A -4H-%& F [3, 2-d] % -4-8 (X (1)
4%, R FR=SO,NRR’, R'=CH,, R*=I, R’=CH,CH,CH,, R'=CH,CH,, NR°R’
A4-B-RAR)%kE-1-%)

BREERALIFOHE, AR2-G-RFBE-2-THEE])-6-
-5-F R -T-E-AK-3, 5- = A —4H-w% H [3, 2-d] H-4- B 1- (3-
ARR)RERRERF2-(5-FARBA-2-TAFEHK)-5-FHA-T-E-
A IL-3, 5- = A -4H-we& HF [3, 2-d] e -4-Ff 1- F ok &, k4 &4
MACAH .

2 86%

5 5.202. 5-203C (CHC1,/ &) ;

IR (%44#5) 3324 (NH), 1679 (C=0), 1167 (SO,)cm™;
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'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.64
(t, J=6.9Hz, 3H, OCH(CH,), 1.66-1.88 (m, 4H, CH,CH,CH,F #=
CH.CH.CH,), 2.50 (t, J=7.5Hz, 2H, NCH(CH,), 2.54-2.58 (m, 4H,
2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH(CH,), 3.08-3.14 (m, 4H,
2S0,NCH,), 4.11 (s, 3H, NCH,), 4.36 (q, J=6.9Hz, 2H, OCH,CH,),
4.44 (dt, J=47.4Hz, 5.7Hz, 2H, CH,CH,F), 7.13 (d, J=8.7Hz, 1H,
H-3"), 7.82 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.84 (d, J=2.4Hz,
1H, H-6"), 10.68 (br s, 1H, NH); MS (FAB) m/z 646 (MH').

5314108

ME2-(6-(4-G-RAA) k- 1- L amt)2-E-FAEL) -6-
A5~ K -T- - k-3, 5- = R —4H-& H [ 3, 2-d) %oz —4-8 (X, (1)
6%, X PR=SONR'R', R'=CH,, R*=I, R*=CH,CH,CH,, R'=CH,CH,CH,,
NR°R" 4 4- (3- . A L) vk - 1-JL)

BRAELEF L ORNHE, AA2-G-A#sE-2-E-FAE
A )—6-B—5-F K -T-E-F -3, 5- = F,—-4H-wt o JF [3, 2-d] %% —4—
MAl-C-RARK) kR E g B KB2-G-A3mt-2-CaER)-5-7
A-T-E-FH K-35~ = A —4H-t % 5 [3, 2-d] H % ~4- B Ao |- P JL ok
R, R &AL .

2 89%

%.%.204-204. 5C (EtOAc/CHCL,/ T.3%);

IR (%4465) 3310 (NH), 1685 (C=0), 1171 (SO,)cm’;

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH,CH.), 1.19
(t, J=7.5Hz, 3H, OCHCHCH,), 1.65-1.89 (m, 4H, CH,CH,CH,F %
CH.CH,CH.), 1.98-2.10 (m, 2H, OCH,CHCH,), 2.47 (t, J=7.2Hz, 2H,
NCH.CH), 2.54 (dd, J=5.4Hz, 4.5Hz, 4H, 2NCH,), 2.71 (t, J=7. 5Hz,
2H, CH.CH.CH,), 3.10 (br dd, J=5.4Hz, 4.5Hz, 4H, 2SO,NCH,), 4.11
(s, 3H, NCH,), 4.25 (t, J=6.3Hz, 2H, OCHCH(CH,), 4.43 (dt,
J=47.1Hz, 6.0Hz, 2H, CH.CHF), 7.14 (d, J=9.0Hz, 1H, H-3’), 7. 82
(dd, J=9.0Hz, 2.7Hz, 1H, H-4’), 8.87 (d, J=2. THz, 1H, H-6’),
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10.70 (br s, 1H, NH); MS (FAB) m/z 660 (MH').

% #&41109

ME2-(2-TLEE-5-U-2-FTH)kB-1-Asm i) XHE)-6-
h-5-F K -7-E-FH K -3, 5- = A -4H-wb& I [3, 2-d] E" -4-8 (X, (1)
4%, K FR=SONRR’, R'=CH,, R*=I, R*=CH,CH.,CH,, R'=CH,CH,, NR°K’
Ha-(2-2 LK) k%E-1-4)

BRAZAESIPGME, HA2-G-AHBE-2-ZEEL)-6-8
5= X -7-E-FIK-3, 5- = A -4H-w"E 5 [3, 2-d] FE -4-B A 1- (2-
BLR)RBRB2-G-ABmBAE-2-CAER)-S-FRA-T-E-F A
-3, 5- = A~ 4H-& JF [3, 2-d] HER -4- 8 A 1-F Lok, R & 4741t
&,

2 99%

#.,5.194-195C (CHC1,/ &3%);

IR (%E4#5) 3442, 3323 (NH#A»OH), 1677 (C=0), 1171 (S0,)
cm ';

'H NMR (CDC1,/TMS) & 0.97 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.65
(t, J=6.9Hz, 3H, OCH.CH,), 1.66-1.78 (m, 2H, CH.CH.CH.), 2.56 (t,
J=5. 4Hz, 2H, NCH.CH,), 2.62 (dd, J=4.8Hz, 4.5Hz, 4H, 2NCH,), 2. 71
(t, J=7.5Hz, 2H, CH,CH.CH)), 3.12 (br dd, J=4.8Hz, 4.5Hz, 4H,
2SO,NCH,), 3.58 (t, J=5.4Hz, 2H, CH,CH,OH), 4.11 (s, 3H, NCH.),
4.37 (q, J=6.9Hz, 2H, OCH,CH,), 7.15 (d, J=8. THz, 1H, H-3"), 7.82
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.86 (d, J=2.4Hz, 1H, H-6’),
10. 68 (br s, 1H, NH); MS (FAB) m/z 630 (MH').

£#AP]110

ME2-(6-(4-2-F TR kB 1-FA s it)2-E-HAXK)-6-
B-5- K -7-E-FHHK-3, 5- — A -4H- & 5 (3, 2-d] E 2 -4-8 (X (1)
4%, R FR=SONRR’, R'=CH,, R*=I, R*=CH.CH,CH,, R*=CH,CH,CH,,
NRR' A 4-(2-F LX) kk-1-4)

BBAZASITHNE, ARN2-G-fHBEL-2-E-FAE
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H£)-6-#-5-FH-7-E-F%-3,5-= & -4H-% 5 [3, 2-d] FR -4~
A l-Q-ALR) B RKEH2-G-AHBHA-2-TZREXL)-5-FE-7-
E-F -3, 5-= A -4H-wtE Jf [3, 2-d] o -4-Bfe1- F i okd, k4
B RS Y.

FE: 97%

1%,5.183-184C (EtOAc/CHCL,/ & %t);

IR (%6465) 3305 (NH#OH), 1686 (C=0), 1172 (SO,)cm’;

'H NMR (CDC1./TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.19
(t, J=7.5Hz, 3H, OCH,CH.CH,), 1.66-1.78 (m, 2H, CH,CH,CH,),
1.99-2.11 (m, 2H, OCH.CH.CH,), 2.31 (br s, 1H, OH), 2.55 (t,
J=5. 4Hz, 2H, NCH,CH,), 2. 61 (dd, J=5.4Hz, 4.5Hz, 4H, 2NCH,), 2. 71
(t, J=7.5Hz, 2H, CHCH,CH,), 3.12 (br dd, J=5.4Hz, 4.5Hz, 4H,
2SO.NCH,), 3.57 (br t, J=5.4Hz, 2H, CH.CH,OH), 4.11 (s, 3H, NCH,),
4.26 (t, J=6.6Hz, 2H, OCH.CH,CH,), 7.15 (d, J=8. 7Hz, 1H, H-3’),
7.83 (dd, J=8.7Hz, 2. 4Hz, 1H, H-4'), 8.87 (d, J=2.4Hz, 1H, H-6"),
10.71 (br s, 1H, NH); MS (FAB) m/z 644 (MH').

Lap111

#E2-C-TRAK-5-(U-B-FAmK)kE-1-AamiL) KK)-6-
B -5- K -T- E-F/ A -3, 5- = A —4H-wb % 5 [3, 2-d] % —4-8 (X (1)
44, # FR=SONRR’, R'=CH,, R*=I, R°=CH,CH,CH,, R'=CH.CH,, NR°R’
H4-(3-#A/L)vkE-1-38)

BRESESLITHME, FIA2-G-RBABE-2-TREL)-6-8
-5-F X -7-E-H k-3, 5-= A —4H-wK HF [3, 2-d] "R -4- B Fa 1~ (3~
EPARAE)RERBH2-G-R B E-2-TAER)--FR-T-E-7E
-3, 5~ = A ~4H-wb g 3F [3, 2-d] T -4-Bfe 1 - W vk, k4 &4 M AL
&9,

FE 96%

5 ,5.120-121C (CHC1,/ &%) ;

IR ($:4#5) 3341 (NH#AOH), 1678 (C=0), 1172 (SO, cm;
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'‘H NMR (CDC1,/TMS) & 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.53-1. 64 (m, 2H, CH,CH,CH,OH), 1.63-1.76 (m, 2H, CH,CH,CH,), 1. 65
(t, J=6.9Hz, 3H, OCH.CH,), 2.62-2.74 (m, 6H, NCH,CH,#22NCH,),
2.7 (t, J=7.2Hz, 2H, CH,CH,CH,), 3.07-3.15 (m, 4H, 2SO,NCH,),
3.71 (t, J=5.1Hz, 2H, CH,CH,0H), 4.11 (s, 3H, NCH,), 4.38 (q,
J=6. 9Hz, 2H, OCH.CH,), 7.13 (d, J=8.THz, 1H, H-3"), 7.79 (dd,
J=8. THz, 2.4Hz, 1H, H-4"), 8.85 (d, J=2.4Hz, 1H, H-6"), 10.68
(br s, 1H, NH); MS (FAB) m/z 644 (MH').

LA 112

WE&E2-(5-(4-B-2RA)%RE-1- A58 h)2-E-FAKK)-6-
B-5- K -7-E-H -3, 5- = S —4H-vweE i [3, 2-d] %R -4- 8 (X (1)
&%, 3 FR=SONRR’, R'=CH,, R*=I, R’=CH,CH,CH,, R'=CH,CH,CH,,
NRR" A 4-(3-AK) %Kkdh-1-&)

BREZAMALIFTHHE, AM2-G-RmIE-2-E-FRX
A)-6-8-5-F K -7- E-F/ K3, 5-= F-4H-wb & 5 [3, 2-d] e -4
A 1-B-ZRE)RERB2-(-AFBA-2-TARXK)-5-F k-7
E-F k-3, 5- = A -4H-bE JF [3, 2-d]ER-4-EA - PRk E, k4
H AR AAAY.

F2: 89%

15.,%.206-206. 5C (EtOAc/CHCL,/ &%) ;

IR (%4 &) 3423, 3310 (NH#A=OH), 1683 (C=0), 1171 (SO,)
cm ';

'H NMR (CDC1,/TMS) ® 0.97 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.20
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.62-1.78 (m, 4H, CH,CH,CH,OH#»
CH.CH.CH,), 1.99-2.11 (m, 2H, OCH.CH.CH)), 2.58-2.63 (m, 6H,
NCH,CH,#2NCH;), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.03-3.12 (m,
4H, 2SO,NCH,), 3.71 (t, J=5.4Hz, 2H, CH,CH,OH), 4.11 (s, 3H, NCH,),
4.26 (t, J=6.6Hz, 2H, OCH,CH,CH,), 7.14 (d, J=9.0Hz, 1H, H-3’),
7.79 (dd, J=9.0Hz, 2.4Hz, 1H, H-4"), 8.86 (d, J=2.4Hz, 1H, H-6"),
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10.72 (br s, 1H, NH); MS (FAB) m/z 658 (MH').

113

ME3-5-(4-(2-BLA)RZ-1-A s it)-2-TREHK)-5-F
H-7-E-%/K-3,5- = A -4H-#K5f [3,2-d] HEw-4-8 (X (1) L4
¥, H* FR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH,CH,, NR°R’#
4- (2-Ke L) ®kE-1-4)

VAH, % 33 fE ok 85 8% (20 ) F #92- (5- (4- (RF L) o - 1- A sk 8
E)-2-ZaXRA)-5-FR-7T-E-FHHK-3,5- = f-4H-w% 5 [3, 2-d]
-4~ (QITE L, 0. 4EER)FBANI (1.552E; VAH,04#EtOH
FE) 2K, FEZEERT, AAREQKXRAE; &) T A A2
Joat, B s R EZRAERSY, YLECHCL, P #10% MeOH (20
T MR, FAE AT T ARILERELK, TR E 6, A AAMPLC
R LS KA (B %EB: f£CHCL, J 4510% MeOH, &4
2 BECHCL, P H10% NR P 2 E R, ﬁéd%@i&:&éﬁ#fﬁﬂbA%
(185% %,, 84%). #)JAMEtOH/Et,0F A 40, HAF A Lt
o,

#.5.607TC £ #;

IR (%4 #)) 3335 (NH), 1685 (C=0), 1165 (SO,)cm';

'H NMR (DMSO-d;) ® 0.92 (t, J=7.2Hz, 3H, CH.CH,CH,), 1.07-1.35
(m, 5H, CHCH,#22CH,.), 1.35 (t, J=6.9Hz, 3H, OCH.CH,), 1.57-1.70
(m, 4H, CH,CH.CH,#2CH.), 2.23 (br t, J=11.4Hz, 2H, 2NCH.,),
2.48-2.59 (m, 4H, CH,CH,NH,#+CH,CH,CH,), 3.61 (br d, J=11.4Hz, 2H,
2NCH,,), 3.98 (s, 3H, NCH;), 4.22 (q, J=6.9Hz, 2H, OCH,CH,), 7.22
(s, 1H, H-2), 7.35 (d, J=8.7Hz, 1H, H-3’), 7.80 (dd, J=8. 7Hz,
2. THz, 1H, H-4"), 7.91 (d, J=2. THz, 1H, H-6"); MS (FAB) m/z 502
(MH") .

%74 114

WME2-(5-(4- - R)hm-1-Ass i) -2- E-FAE L) -5-
¥ RE-T-E-#¥Kk-3, 5~ = K -4H-% 5 [3, 2-d]FEw-4-8 (X (1) &4
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., #* FR=SO,NR’R’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH.CH,, NR°R’
A4-2-BTHK)%RTE-1-&)

BRAELAS113FRE, A A2-G-4-RTFL)RRT-1-A#5B
E)-2-E-FAXA)-5-FHA-T-E-FA-3,5-= & -4H-1 %5
[3, 2-d] & -4-BAKH2-(5-(4- (R F ) kg -1- A asi)-2-T &
¥ ) -5-9 R -7-E-FK-3, 5- = G -4H-wte& 5 (3, 2-d] K -4-HA,
e g o3 Rl

2 90%

$%.5.145C L ## (EtOH/Et,0);

IR (%4465) 3304 (NH), 1673 (C=0), 1152 (SO,)cm’;

'H NMR (DMSO-d;) & 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97 (t,
J=7. 2Hz, 3H, OCH,CH.CH,), 1.12-1.28 (m, 3H, CHCH,), 1.60-1.79 (m,
8H, 2CH,CH.CH,#22CH,), 2.17-2.28 (m, 2H, 2NCH.), 2.44-2.53 (m,
2H, CH,CH,NH,), 2.57 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.63 (br d,
J=10. 5Hz, 2H, 2NCH.), 3.99(s, 3H, NCH,), 4.13 (t, J=6.0Hz, 2H,
OCH,CH,CH,), 7.22 (s, 1H, H-2), 7.37 (d, J=8.7Hz, 1H, H-3"), 7. 80
(dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 7.92 (d, J=2.4Hz, 1H, H-6");
MS (FAB) m/z 516 (MH').

B 115

ME2-(5-(4-B-BAE)kR-1-A s K)-2-TEXK)-5-F
A -7-E-FHE-3, 5- = A -4H-wb & 5 (3, 2-d] E = -4-8 (X (1) 4
¥, A FR=SONRR’, R'=CH,, R’=H, R°=CH,CH,CH,, R'=CH,CH,, NR°R'#
4- (3-Bed i) k-1-4)

BBAZAG1I3PHHE, HAA2-(6-1U-Q-RTE)k=-1-4
BEEK)-2-CEREX)-5-PA-T-E-& K -3,5- = & -4H- % i
[3, 2-d] & -4-FARHKE2- G- (4-(RF L) ke -1-K s k) -2-T 4
) -5-FR-T-E-H/ K3, 5- = A -4H-wb& F [ 3, 2-d] E-4- 8,
kB & A ARAE .

~2: 87%
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35.£.55C Z# (THF/Et,0);

IR (%£465) 3338 (NH), 1683 (C=0), 1162 (SO,)cm™’;

'H NMR (DMSO-d;) ® 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.08-1.20
(m, 5H, CHCH,#s2CH,,), 1.27-1.41 (m, 2H, CH,CH,CH,NH,), 1.35 (x,
J=6.9Hz, 3H, OCH,CH,), 1.57-1.70 (m, 4H, CH,CH,CH, # 2CH.),
2.16-2.29 (m, 2H, 2NCH,,), 2.47-2.59 (m, 4H, CH,CH,NH,#=CH,CH,CH,)
3.62 (br d, J=11.2Hz, 2H, 2NCH.,), 3.99 (s, 3H, NCH,), 4.22 (q,
J=6.9Hz, 2H, OCH,CH,), 7.22 (s, 1H, H-2), 7.35 (d, J=8.THz, 1H,
H-3"), 7.79 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 7.90 (d, J=2.4Hz,
1H, H-6"); MS (FAB) m/z 516 (MH').

%5116

WE2-(5-(4-B-BAmik) ko -1- A s it)2- E-FAEL) -5
W IK-T-E~-R K& -3, 5- = S —4H-w& 5 [3, 2-d] o —4-8 (X, (1) {4
#, H FR=SONRR", R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
A4- (3 A k) kr-1-4%)

BB GAESLI3T L, AM2-(6-U-(2-RTK)%kE-1-4%
BBLAK) -2~ E-Rm AKX R) -5-F A-7- E-H K3, 5- = A -4H-wb % S
[3, 2-d] = -4- TR K 2- (6- (4~ (R P R) kst -1- A m L) -2- T &,
KEK)-5-F R -7-E-F -3, 5- = G -4H-wb& 5F [3, 2-d] &w ~4-8A,
R BATHAAY.

Fe T9%

#.5.119-120C (EtOH/Et,0);

IR (%:4#5) 3308 (NH), 1690 (C=0), 1165 (SO,)cm;

'H NMR (DMSO-d,) & 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97 (t,
J=7.5Hz, 3H, OCH.CHCH), 1.10-1.34 (m, T7H, CHCH,CH,#= 2CH,,),
1.58-1.80 (m, 6H, 2CH,CH,CH,#22CH,,), 2.21-2.28 (m, 2H, 2NCH,),
2.43-2.52 (m, 2H, CHCHNH,), 2.57 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.63 (br d, J=10.8Hz, 2H, 2NCH..), 3.99 (s, 3H, NCH,), 4.12 (4,
J=6.3Hz, 2H, OCH,CH.CH,), 7.22 (s, 1H, H-2), 7.37 (d, J=8.7Hz,

’
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1H, H-3’), 7.79 (dd, J=8.THz, 2.4Hz, 1H, H-4"), 7.92 (d, J=2. 4Hz,
1H, H-6"); MS (FAB) m/z 530 (MH').

LB 117

ME2-G-U-(ZFRATFTE)RT-1-AHBL)-2-E-FAX
H)-5-PR-7T-E-FH HK-3,5- = 4 -4H-# % i [3, 2-d] E e -4-8 (X
(1) 44-%, H FR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH;, R*=CH.CH,CH.,,
NRR'A4- (= FRAFTR)Rm-1-K)

BERBREZAEPITOMNE, ARA-G-AHBE-2-E-FAX
A)-5-FR-7T-E-8/ -3, 5- = A -4H-w% 5 [3, 2-d] HE R -4-F #
4-(ZFRAFTR) R Z R LBARH2- (5-ABB A -2-T A% K) -5-
W -T-E-F K3, 5- = F-4H-wbvs 5 (3, 2-d]FR -4-FH 1-F L%k
%, k&AM SY.

F 92%

#5123, 5C 2 4 (MeOH/EtOAc/ T1R);

IR ($4#y) 3342 (NH), 1686 (C=0), 1167 (SO,)cm';

'H NMR (CDC1,/TMS) d 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.18
(t, J=7.5Hz, 3H, OCH,CH,CH,), 1.23-1.46 (m, 3H, CH#= 2CH,,),
1.67-1.77 (m, 2H, CH,CH,CH,), 1.82 (br d, J=12.3Hz, 2H, 2CH..),
1.97-2.13(m, 4H, OCH,CH,CH,#=CH,N(CH,),), 2.15 (s, 6H, N(CH,),),
2.35 (br t, J=12.3Hz, 2H, 2NCH,), 2.71 (t, J=7.5Hz, CH,CH.,CH,),
3.85 (br d, J=12.3Hz, 2H, 2NCH.,), 4.08 (s, 3H, NCH,), 4.24 (t,
J=6. 6Hz, 2H, OCH,CH,CH,), 6.89 (s, 1H, H-2), 7.13 (d, J=8.7Hz,
1H, H-3’), 7.82 (dd, J=8. THz, 2. 4Hz, 1H, H-4"), 8.86 (d, J=2. 4Hz,
1H, H-6"), 10.67 (brs, 1H, NH); MS (FAB) m/z 530 (MH').

£FP118

#E2-(6-(4-2-(ZFR&HK) TH)kE-1-A#sE)-2- E-F 4
AEK)-5-FR-T-E-H K-3,5- = & -4H-wt & 5 [3, 2-d] & *z -4- 8
(XN (D44, X FR=SONRR", R'=CH,, R*=H, R°=CH,CH,CH,,
R'=CH,CH,CH,, NRR"A4~-(2- (=¥ &HK) TH)%kw-1-4)
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BERAZESIPEHE, HA-G-RABRL2-E-FR %
K)-5-FR-T-E-FH K3, 5- = G -4H- & ¥ [3, 2-d] %% -4 8 Fo
4-C-(ZFPRA) CR)RRZA LR FH2-G- KB -2- 2 4%
R)-5-PH-T-F-FH {3, 5-= G -4H-wbo& £ (3, 2-d] Eor —4- B Fur 1 —
TRE%k%E, kP &FELSY.

FE T1%

#.,%.160. 5C ZL## (MeOH/EtOAc/ T.3%);

IR (%64¢5) 3294 (NH), 1693 (C=0), 1163 (SO, cm';

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.2Hz, 3H, CH,CH,CH)), 1.19
(t, J=7.2Hz, 3H, OCH,CH(CH,), 1.26-1.41 (m, 5H, CHCH,#2CH,),
1.60-1. 78 (m, 4H, CH,CH.CH,#2CH,,), 1.98-2.10 (m, 2H, OCH,CH,CH,),
2.18 (s, 6H, N(CH,),), 2.25 (t, J=7.5Hz, 2H, CH,CH,N), 2.35 (br
t, J=11.4Hz, 2H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.81
(br d, J=12.0Hz, 2H, 2NCH,,), 4.08 (s, 3H, NCH,), 4.24 (t, J=6. 6Hz,
2H, OCH.CH.CH;), 6.89 (s, 1H, H-2), 7.12 (d, J=8.7Hz, 1H, H-3’),
7.81 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"), 8.87 (d, J=2.4Hz, 1H, H-6")
10.67 (br s, 1H, NH); MS (FAB) m/z 544 (MH').

EHHFI119

W HE2-(2- TR -5-U- (BB )R -1-A s k) £ %) -5-9
A-T-E-HKA-3,5- ~ K —4H-%& 5 [3, 2-d] E" -4-8 (X, (1) 1t &
#, HFR=SONRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R' %
4-(BE L) kg -1-5)

R LA P GRE, F) A 5 R F B (isonicopetic acid)
RELI-FRERE, RHE&HREASY.

2 96%

#%.%5193-193. 5C (Et0Ac/ T ;

IR (464 45) 3334, 3104 (NHA=COH), 1669 (C=0), 1164 (SO,)cm™;

' NMR (CDC1,/TMS) 8 0.98 (t, J=7.2Hz, 3H, CH,CH,CH,), 1.56
(t, J=6.9Hz, 3H, OCHCH), 1.65-1.77 (m, 2H, CH,CH,CH,),

b
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1.78-1.86 (m, 2H, 2CH..), 1.90-2.05 (m, 2H, 2CH..), 2.23-2.32 (m,
1H, CHCO,), 2.50-2.59 (m, 2H, 2NCH,), 2.70 (t, J=7.5Hz,
2H, CH,CH,CH,), 3.67-3.73 (m, 2H, 2NCH.,), 4.07 (s, 3H, NCH,), 4. 30
(q, J=6.9Hz, 2H, OCH,CH,), 6.92 (s, 1H, H-2), 7.11 (d, J=8. THz,
14, H-3"), 7.81 (dd, J=8. 7Hz, 2. 1Hz, 1H, H-4"), 8.61 (d, J=2. 1Hz,
1H, H-6"), 11.08 (br s, 1H, NH); MS (FAB) m/z 503 (MH').

% 341120

#&2-G-(4-(BEX) K- 1- A ahmA)2-E-FAXKL)-5-F
A -7-E-7 k-3, 5- = S -4H-w & 5F [3, 2-d] FER -4-8 (X (1) &4
#, K PR=SO,NRR’, R'=CH,, R*=H, R'=CH,CH,CH,, R'=CH,CH,CH,, NR°R’
Ha-(BER)KkE-1-4)

BRAESEMIPHME, AR2-G-ABBA-2-E-BRXE
&) -5-F K-7-E-/ HK-3, 5-= A -4H-% JF [3, 2-d] E e -4-F o 57
Jo T P 4 B (isonicopetic acid) X #H2-G-R s A-2-T A X
#))-5- Jh-7-E- & -3, 5- = A -4H-wt& 3 [3, 2-d] F®R -4-F o
1-FRhok%, k4l &AFMLEDY.

EE 92%

5 ,%155-155. 5C (EtOAc/Et,0/ TXt);

IR (%£4#) 3349, 3101 (NH#=COH), 1691, 1654 (C=0), 1164
(S0,) em™;

'H NMR (CDC1,/TMS) & 0.99 (t, J=7.5Hz, 3H, CH,CHCH,), 1.11
(t, J=7.5Hz, 3H, OCH.CH.CH;), 1.65-1.77 (m, 2H, CH,CH,CH.),
1.78-2.04 (m, 6H, OCH,CH,CH,#22CH,), 2.23-2.35 (m, 1H, CHCO,),
2.53-2.60 (m, 2H, 2NCH,), 2.70 (t, J=T.5Hz,2H, CH,CH,.CH,),
3.63-3.69 (m, 2H, 2NCH.,), 4.07 (s, 3H, NCH,), 4.19 (t, J=6. 6Hz,
2H, OCH.CH.CH.,), 6.93 (s, 1H, H-2), 7.13 (d, J=9.0Hz, 1H, H-3’),
7.81 (dd, J=9. OHz, 2. 7THz, 1H, H-4"), 8.56 (br s, 1H, H-6"), 11. 08
(br s, 1H, NH); MS (FAB) m/z 517 (MH").

P 121
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ME-00-ZaA-5-U-(REATH )R- 1- At it) %
IK)-5-F Rk -T-E-# -3, 5- = L -4H-% 5 [3, 2-d] E R -4-8 (X
(1) 4%, A FR=SONR°R’, R'=CH,, R*=H, R’=CH,CH,CH,, R‘=CH,CH,,
NRR' b 4- (BHEKE P HE) ko -1-54)

¥ AHOMELOHS 1:4R S (TE ) P 892-(2-T A KX-5-(4- (T
FEAFTE) R - 1- A8 A) XA -5-FA-7-E-FK-3,5- =&
—4H-wtvs 3F [3, 2-d] " -4-8 (146 £ %, 0.28E B /R)F=1.ON KOHF
B 2% (0. 707, 0. T0EBER) BRIk £50C2-5.0 8, %
HEER, FATTHBRLE, F2H0 GOEA)#HEERAW. &
A IN HC1K & & ¥ % R B R4 B4t £pH4, I vAJECHCL, F 655% MeOH
(70E #+x2) F B, ¥ RA S HIEBLK MgS0,), Ti&, BN E
ATRRKERELK, FHEEHEK. A AMPLCEAK L 4hibrf %
0 55 & 4 (fECHCL, 7 #95% MeOH), 43| & & B4R K g4z 4449 (136
&%, 99%) . A A MCHCL,/Et,OF W A4 dh, KIFES W LLegiuésd.

% %.138.5-139. 5TC;

IR (4£465) 3328, 3098 (NH#A=COH), 1685, 1661 (C=0), 1163
(S0,) cm™";

'H NMR(CDC1,/TMS) ® 0.98 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.32-1.46 (m, 2H, 2CH,), 1.56 (t, J=6.9Hz, 3H, OCH,CH,),
1.65-1.80 (m, 5H, CH, 2CH..#CH,CH.CH,), 2.25 (d, J=6.6Hz, 2H,
CH,CO,), 2.37 (td, J=12.0Hz, 2. 4Hz, 2H, 2NCH,), 2.70 (t, J=7.5Hz,
2H, CH,CH,CH,), 3.82(br d, J=11.4Hz, 2H, 2NCH.), 4.07 (s, 3H,
NCH,), 4.29 (q, J=6.9Hz, 2H, OCH.CH,), 6.91 (s, 1H, H-2), 7.09
(d, J=9.0Hz, 1H, H-3’), 7.80 (dd, J=9.0Hz, 2.4Hz, 1H, H-4’),
8.65 (d, J=2.4Hz, 1H, H-6"), 11.02 (br s, 1H, NH); MS (FAB) m/z
517 (MH').

L FHet]122

ME2-G-U(BEATR)RR-1-AZEBHA)2-E-FEA X
A)-5-FR-7T-E-®/ K3, 5- = A-4H-®% 5 [3, 2-d] FR -4-8 (X,
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(1) 444, # FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,CH,,
NR R A4-(BEETFIE)%kE-1-4)

BBAEZEP L1217 GHE, MA2-G-G-(ZAEETFT )RR
~1-R s m k) -2~ E-REFRK)-5-F A -T-E-HHK-3, 5- — A—4H-%
%It (3, 2-d] E R -4-FRHB2-(2-TRAE-5-U-(TREAPTR)%R=T
—1-JE s ) X ) -5-FR-7T-E-F K3, 5-= A -4H-%& 5 (3, 2-d]
W —4-F, R B ARARLE Y.

FE: 89%

35.,%181.5-182C (Et0OAc/Et,0/ T Xt);

IR (%64#5) 3350 (NHA=COH), 1720, 1658 (C=0), 1157 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 0.98 (t, J=7.5Hz, 3H, CH,CH,CH.), 1.13
(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.33-1.46 (m, 2H, 2CH..), 1.65-1.83
(m, 5H, CH, 2CH,#»CH.CH.CH,), 1.91-2.03 (m, 2H, OCH.CH,CH,), 2.25
(d, J=6.6Hz, 2H, CH,CO0,), 2.32-2.41 (m, 2H, 2NCH.), 2.70 (t,
J=7. 5Hz, 2H, CH,CH.CH,), 3.82 (br d, J=11.1Hz, 2H, 2NCH.,), 4.07
(s, 3H, NCH,), 4.19 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.91 (s, 1H,
H-2), 7.11(d, J=8. THz, 1H, H-3"), 7.80 (dd, J=8.7Hz, 2.4Hz, 1H,
H-4"), 8.68 (d, J=2.4Hz, 1H, H-6"), 10.98 (br s, 1H, NH); MS
(FAB) m/z 531 (MH').

%41123

WE2-Q2-TRA-S-U-C-EEALR)RZE-1-AHs L) %X
AK)-5-FR-T-E-FHHR-3, 5- = G -4H- & 5 [3, 2-d] & -4-8 (X
(1) 44, * FR=SONRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,,
NRR"A4-(2-FE X LK) %kg-1-%)

BRAEZEP 1217 GHE, A A2-Q-CAX-5-4-2-Laz i
LAk -1-FA e m k) R R)-5-FHR-T-E-F K-3, 5- = 5 -4H-
%It (8, 2-d] ER-4-FARK2-2-TRA-5-U-(TEREETFTH) %k
1~ ) X K)-5-FHR-T-E-&£-3, 5- = &-4H-wt& 3 [3, 2-d]
W48, RHEAAENESY.
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F2: 92%

% 5.129-130. 5C (CHC1,/Et,0);

IR (%4 65) 3114, 3044 (NH#ACOH), 1708, 1671 (C=0), 1164
(S0,) cm™Y;

'H NMR (CDC1,/TMS) & 0.98 (t, J=7.5Hz, 3H, CH,CH,CH,),
1.17-1.40 (m, 3H, CH#2CH,), 1.56 (t, J=6.9Hz, 3H, OCH,CH,),
1.48-1.64 (m, 2H, CHCH,CH,), 1.65-1.79 (m, 4H, 2CH. F=CH,CH,CH,),
2.30 (t, J=7.5Hz, 2H, CH,CO,), 2.32 (br t, J=12.0Hz, 2H, 2NCH.),
2.70 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.81 (br d, J=12.0Hz, 2H,
2NCH,,), 4.07 (s, 3H, NCH,), 4.31 (q, J=6.9Hz, 2H, OCH,CH,), 6. 90
(s, 1H, H-2), 7.10 (d, J=9.0Hz, 1H, H-3’), 7.78 (dd, J=9.0Hz,
2. 1Hz, 1H, H-4’), 8.69 (d, J=2. 1Hz, 1H, H-6’), 10.95 (br s, 1H,
NH); MS (FAB) m/z 531 (MH').

L3P 124

ME&E2-G-U-Q-BA )R -1-AHsik)-2-E-FRXE
) -5-W A -T-E-F K-3, 5- = A —4H-w"& 5F (3, 2-d] & -4-8 (X
(1) 4%, K +¥R=SONR°R’, R'=CH,, R*=H, R*=CH.CH,CH,, R'=CH,CH,CH,,
NRR"A4- (2-FZ K THK) %keg-1-4)

BRAEEFRAI120F G HE, AA2-G-U-Q-TaEXTH)%R=T
—1-A s A)-2-E-FHAXK)-5-FR-T-E-&HE-3, 5- =& -4H-%
&t [3, 2-d] F R -4-FMRH2-C-LAKX-5-U-(TREATFTRL) %=
~1-A sk m L) R ) -5- P A -T-E-F K -3, 5- = G —4H- & 5 (3, 2-d]
R —-4-B, k&AW,

% 95%

% %.182-183TC (EtOAc/Et,0/ Tt);

IR (%:4#5) 3112, 3039 (NH#COH), 1741, 1706, 1672 (C=0),
1163 (S0,)cm™;

'H NMR (CDC1,/TMS) ® 0.99 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.16
(t, J=7.5Hz, 3H, OCHCH,CH,), 1.23-1.30 (m, 3H, CH#=2CH,,),
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1.48-1.63 (m, 2H, CHCH.CH,), 1.69-1.78 (m, 4H, 2CH.,#»CH,CH,CH,),
1.97-2.04 (m, 2H, OCHCH(CH,), 2.32 (t, J=7.5Hz, 2H, CH,CO,),
2.33-2.41 (m, 2H, 2NCH,), 2.71 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.78-3.84 (m, 2H, 2NCH,), 4.08 (s, 3H, NCH,), 4.22 (t, J=6.6Hz,
2H, OCH,CH,CH,), 6.90 (s, 1H, H-2), 7.12 (d, J=8.THz, 1H, H-3"),
7.81 (dd, J=8. THz, 2. 4Hz, 1H, H-4"), 8.76 (d, J=2.4Hz, 1H, H-6"),
10.80 (br s, 1H, NH); MS (FAB) m/z 545 (MH').

E#F]125

#HE2-(6-(4-(FPek AP RE) ke -1- A sk s ih)-2-TRENK)-5-
PR -T-E-F& -3, 5- = A -4H-wbe& 5 [3, 2-d] % s -4-8 (X (1) 14
¥, H FR°=SO,NR°R’, R'=CH,, R*=H, R*=CH,CH.,CH,, R'=CH,CH,, NR°R'%
4- (Fek sk P IK) skee -1-J%)

£-10CTF, “ALKGHCL A R4 £ L KELOH (30FH) T 8
2-(5-(4- (AP HR) ke - 1- K & K) 2-TREK)-5-FR-T-E-&
3 -3, 5- = A -4H-wb% F [3, 2-d ) ER-4-8 (327TE &, 0. 44T R
EFRAaF3054, FEEREL. BAMEGEARSGYMEEER,
FAEEBRTHIFLI2400, AEEATTAZEBRMAGELYIR.
Krmsl ke BUGEM T A KGMeOH (2089F) F, ZOT TFRARKH
AR 83004, FEERELE. BERAARSYMEEEER,
EERTHEIFI-2410H., ERAKOENTHZRAELREGHWEARLXET,
F# AMPLC £ s fix b sb AL PT 15 W9 R A (B L 36 BL: /£ CHCL, ¥ #5 10%
MeOH, ##&ZZECHCL,F20% 2NRFE 265 R), R X EBHKRKRY
AL (19TE %, 58%). # A MEtOH/Et 0V K& dy, RFES
#r B s eh o9,

$%.5.168°C 2L f#;

IR (%h4#5) 3323, 3140 (NH), 1683 (C=0), 1163 (SO,)cm™;

'H NMR (DMSO-ds) ® 0.92 (t, J=7.2Hz, 3H, CH,CH,CH,),
1.23-1.32(m, 2H, 2CH,), 1.36(t, J=6.9Hz, 3H, OCH,CH,),
1.57-1.74 (m, 5H, CH, CH.CH,CH,$2CH.,), 2.25 (br t, J=11.7Hz,
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2H, 2NCH..), 2.30 (d, J=7.2Hz, 2H, CHCH,), 2.57(t, J=T7.5Hz, 2H,
CH.CH.CH,), 3.66 (br d, J=11.7Hz, 2H, 2NCH..), 3.99 (s, 3H, NCH,),
4.22 (q, J=6.9Hz, 2H, OCH,CH,), 7.23 (s, 1H, H-2), 7.36 (d,
J=9.0Hz, 1H, H-3’), 7.81 (dd, J=9.0Hz, 2.1Hz, 1H, H-4’), 7.92
(d, J=2.1Hz, 1H, H-6"), 8.62 (br s, 1.5H, WekNH), 8.95 (br s,
1.5H, WeANH), 11.68 (br s, 1H, NH); MS (FAB) m/z 515 (MH').

%74 126

B E&E2-G-U- (P AP HR)RRT-1-ABBE)2-F-FAX
R)-5-F R-T-E-&/ K3, 5- = S -4H-wb & 5 [3, 2-d] F 72 —4- 8 (X
() 444, R FR=SONRR’, R'=CH,, R*=H, R°=CH,CH,CH,, R'=CH,CH,CH,,
NRR' A4~ (Fek ik PR ke -1-5)

BB A LA 123 F 6 8E, £ A2-65-@-(RPE) kee-1-k 5
Btk )-2-E -/ A KK )-5- P IR-T-E-F/ K -3,5- = & -4H- &
[3, 2-d] wEse —4-BA K H2- (5~ (4- (AP A) kg -1- A 88 E) 2- T &
KIK)-5-FR-T-1E-F -3, 5- = A -4H-#% 5 [3, 2-d] &= -4-8,
k4 & AR MALA B

2 69%

¥ .5181. 5C ZL# (EtOH/Et,0);

IR (%k4#4) 3324, 3089 (NH), 1682 (C=0), 1164 (SO0,)cm’;

'H NMR (DMSO-d;) ® 0.92 (t, J=7.5Hz, 3H, CH,CH.CH,), 0.97 (x,
J=7.5Hz, 3H, OCH,CH,.CH,), 1.21-1.32 (m, 2H, 2CH.), 1.60-1.79 (m,
TH, CH, CH,CH,CH,#2CH..), 2.21-2.31 (m, 4H, 2CHCH,#NCH,.), 2. 57
(t, J=7.5Hz, 2H, CH,CH.CH,), 3.66 (br d, J=11.4Hz, 2H, 2NCH..),
3.99 (s, 3H, NCH)), 4.13 (q, J=6.3Hz, 2H, OCH,CH,CH,), 7.22 (s,
1H, H-2), 7.37 (d, J=8. THz, 1H, H-3"), 7.80 (dd, J=8. 7THz, 2. 4Hz,
IH, H-4"), 7.92 (d, J=2.4Hz, 1H, H-6"), 8.57 (br s, 1.5H, ¥
“kNH), 8.93 (br s, 1.5H, W=kNH), 11.63 (br s, 1H, NH); MS (FAB)
m/z 529 (MH').

LP|127
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ME2-G-U-C-FrA LKA )Rm-1- A E)2-Z &%
BK)-5-FR-7-E-H K-3,5- = G -4H-wb& 5 [3, 2-d] B m -4- 8 (X,
(1) 4%, 3} FR=SONR’R’, R'=CH,, R*=H, R’=CH,CH,CH;, R'=CH,CH,,
NR'R' A 4- (2-Frer IR T K) ke —-1-4)

HBAEZES 1237 MK, MM2-G-G-C-RTA)%koe-1-4
BEEK)-2-CRFAX)-5-FH-T-E-H A -3, 5- = & -4H-wt % 5
[3, 2-d]#oe ~4-BRK2-(6-(4- (TP ) k- 1- AR B A)-2-T &
FA)-5-FHR-T-E-F K3, 5- = A ~4H-% 5 [3, 2-d] e -4-M,
PR o R

=% 55%

1% .,5.186-186. 5C (EtOH/Et,0);

IR (%:445) 3399, 3346, 3080 (NH), 1690 (C=0), 1157 (S0,)
cm '}

'H NMR (DMSO-d;) ® 0.92(t, J=7.5Hz, 3H, CH,CH,CH,), 1.15-1.25
(m, 2H, 2CH,,), 1.35 (t, J=6.9Hz, 3H, OCH,CH,), 1.50-1.75 (m, TH,
CHCH,, CH,CH,CH,#»2CH.,), 2.21-2.27 (m, 2H, 2NCH..), 2.32-2.37 (m,
2H, CH,CH,C(=NH)NH,), 2.57 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.63 (br
d, J=10.8Hz, 2H, 2NCH,), 3.99 (s, 3H, NCH.)), 4.22 (q, J=6.9Hz,
2H, OCH.CH)), 7.23 (s, 1H, H-2), 7.36 (d, J=8.7Hz, 1H, H-3’),
7.80 (dd, J=8. THz, 2. 4Hz, 1H, H-4"), 7.91 (d, J=2.4Hz, 1H, H-6"),
8.55 (br s, 1.5H, Y=kNH), 8.93 (br s, 1.5H, ¥=kNH), 11.68 (br
s, 1H, NH); MS (FAB) m/z 529 (MH').

L4128

WE2-(G-A- Q- A LE)RmR-1-A s A)-2-E-F A%
A)-5-FR-T-E-HHK-3,5- = G40 5 [3, 2-d] Eow —4-8 (X
(1) #8-#, ¥ FR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH,, R*=CH,~CH,CH.,,
NRR' A 4- (2-Frhk R ) ko -1-)

BRBAXKAES123F MR, AR-G-4-C-RA)%Rm-1-4
BMEA)-2-E-RRAEKA)-5-FRA-T-E-F K3, 5- = G ~4H-wh & 5
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(3, 2-d] & -4-BARKFH2-(5-U-(RPE)km-1- A shm L) 2- 7 &
AIK)-5-FR-T-E-H -3, 5- = G -4H- & 3 [3, 2-d] v -4- 8,
e - o IR

F2: 55%

#.%135C 2 M (EtOH/Et,0);

IR (%6449) 3331, 3070 (NH), 1685 (C=0), 1161 (SO,)cm™;

‘H NMR (DMSO-d;) ® 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97
(t, J=7. 2Hz, 3H, OCH,CH.CH,), 1.15-1.25 (m, 2H, 2CH,), 1.49-1.71
(m, 5H, CHCH,#»CH,CH.CH,), 1.72-1.78 (m, 4H, OCH,CH,CH,#=2CH..),
2.20-2.27 (m, 2H, 2NCH,,), 2.32-2.37 (m, 2H, CH,CH,C (=NH)NH,),
2.57 (t, J=7.5Hz, 2H, CH.CH,CH,), 3.63 (br d, J=11.1Hz, 2H,
2NCH,,), 3.99 (s, 3H, NCH,), 4.12 (t, J=6.3Hz, 2H, OCH,CH,CH,),
7.22 (s, 1H, H-2), 7.36 (d, J=8. THz, 1H, H-3’), 7.80 (dd, J=8. THz,
2.4Hz, 1H, H-4"), 7.91 (d, J=2.4Hz, 1H, H-6’), 8.57 (br s, 1.5H,
WeRNH), 8.94 (br s, 1.5H, W@kNH), 11.64 (br s, 1H, NH); MS
(FAB) m/z 543 (MH').

% 341129

M &2-(2-CRA-5-(IH-vww-5-K) X HX)-5-FRA-T-E-FH R
-3, 5- = S —4H-vL%& Jf [3, 2-d] R -4-8 (X (1) 4%, 3k FR=1H-
vy -5-3, R'=CH,, R’=H, R°=CH,CH,CH,

, R'=CH,CH,)

HEXLKFTEQ0EN) Peh2-G-RA-2-TEERX)-5-FH-7-
IE-F A3, 5- = S -4H- & 5 [3, 2-d] HR-4-8 (150% %, 0.45%
R). RAZ TR 33T, 0.49Z B R)# & &M (29F £, 0.45
TER)GEFRMHEEI20C 7000, MEBRZRAWAHE T,
Ao%hE K EINaOHE & (25F 1) xR B %A%, JFVACHCL, (15E#
x3) FR., WMFAIE, HA10%8KGHCLHE & E BRI FpH2, HIEFf
o a ey, FEALZT THRA, 558 & B KK 478402 % (148
€3, 87%). #| M MCHCL,/MeOH/ Txt ¥ R & &, KIFASA L4
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e,

£ 5245C £ #,

IR (%b44#5) 3325, 3023 (NH), 1666 (C=0)cm';

'H NMR (DMSO-d,) ® 0.93 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.37 (t,
J=6.9Hz, 3H, OCH,CH;), 1.59-1.70 (m, 2H, CH,CH.CH,), 2.60 (t,
J=7.5Hz, 2H, CHCH.CH)), 4.00 (s, 3H, NCH,), 4.22 (q, J=6.9Hz,
2H, OCH.CH;), 7.23 (s, 1H, H-2), 7.38 (d, J=8.7Hz, 1H, H-3’),
8.12 (dd, J=8.THz, 2.4Hz, 1H, H-4"), 8.31 (d, J=2.4Hz, 1H, H-6"),
11.69 (br s, 1H, NH); MS (FAB) m/z 380 (MH').

% #4130 |

HE&S-FHhR-2-Q-F-BEA-5-(IH-vwed 5-K) X H)-3-FE-5&
-3, 5-— G —~4H-wtg I [3, 2-d] R -4-8 (X (1) 144, £ FR=1H-
w4 -5-J, R'=CH,, R’=H, R’=CH,CH.CH,, R'=CH,CH.CH,)

BREZEG 1297 RHE, FA2-G-RA-2-E-FREXK)-5-
WK -T-E- & -3, 5- = S —4H-wkh & 5 (3, 2-d] Ew -4- B K % 2- (5-
FHI-2-THRFEK)-5-FHh-7-E-F -3, 5- = F-4H-wk=& 5 [3, 2—d]
R -4-8, kA SRS D.

¥ 58%

1%.%.250. 5C £ # (CHC1,/Et,0);

IR (#4#5) 3324, 3023 (NH), 1671 (C=0)cm™;

'H NMR (DMSO-d,) ® 1.01 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.06 (t,
J=7.5Hz, 38H, OCHCH.CH,), 1.66-1.78 (m, 2H, CH,CH,.CH,),
1.79-1.91(m, 2H, OCH,CH,CH,), 2.67 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.13 (s, 3H, NCH,), 4.19 (t, J=6.6Hz, 2H, OCH,CH.CH,), 7.30 (s,
1H, H-2), 7.44 (d, J=8. 7Hz, 1H, H-3’), 8.19 (dd, J=8. THz, 2. 4Hz,
1H, H-4’), 8.39 (d, J=2.4Hz, 1H, H-6’), 11.70 (br s, 1H, NH);
MS (FAB) m/z 394 (MH').

Z #4131

WE2-QC-TAA-5-U-(QH-we-5- KPR )vkr-1-AaEg L)
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RA)-5-FPR-7-E-FHA-3,5-= A-4H-# % 5 [3, 2-d] R -4-8
(X, (1) 444, £ FR=SO.NRR’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH.CH.,
NR°R' 44— (1H-wand-5-3 ¥ L) vkk-1-4)

EERTAMALI0%ESKAHCL(1. 2EH) L E v &otwh (2. 5FFH)
PR l-(RTARER) -4-(1-=FXFHAwd-5- K FIi) vk (325% &,
0.63EBR)MlH-wrk (2228 %, 3. 1TERR)HRESH2IH, ME
EEZTHAZEALET. ¥AHFGRMNG1- (IH-w-5-XFHK)
k., 5-(5-HBA-2-TLHRKXK)-5-FR-T-E-AK-3,5-= 4
~4H- o 5f (3, 2-d] e —4-8 (200F %, 0.49FE B R) o = L K (0. 44
£, LITEER)ESTAKMEH BEA) ¥, HATERTARA
THEHHAFZRSWI-20H, EREKGESTHEARLRGHWARXET,
F+ #) AMPLC /e &£ Jix & %4t 41 %) 64 5%, 4 ¥ (JECHCL, F #50. 5% AcOH/7%
MeOH), HKAFF X & B, KA H 6 BKEM T ACHCL, ¥ 65% MeOH
(20 ) +, 2H,0 (0% 4F) 26, MK MgS0,), Tk, Jf7ERAKH
EATHEREALXET, FRANRNEAKKGAAHALES Y (265F 4,
99%) . #| A MCHCL,/MeOH/Et .04 B & &, KA £ LGS,

$%5.,5.188C # ## (CHC1,/MeOH/Et,0);

IR (#:484) 3319, 3104 (NH), 1667 (C=0), 1168 (SO,)cm;

'H NMR (DMSO-d;) ® 0.90 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.36
(t, J=6. 9Hz, 3H, OCH,CH,), 1.56-1.69 (m, 2H, CH,CH.CH,), 2.49-2. 59
(m, 6H, 2NCH,#vCH,CH,CH,), 2.91-2.98 (m, 4H, 2SO,NCH,), 3.87 (s,
2H, NCHN), 3.99 (s, 3H, NCH,), 4.23 (q, J=6.9Hz, 2H, OCH,CH,),
7.22 (s, 1H, H-2), 7.37 (d, J=8. 7THz, 1H, H-3’), 7.80 (dd, J=8. THz,
2.4Hz, 14, H-4’), 7.89 (d, J=2.4Hz, 1H, H-6’), 11.71 (br s, 1H,
NH); MS (FAB) m/z 542 (MH').

£ #45]132

H&2-(Q-FE-FAE-5-4-(IH- ek -5- X F ) kA -1- £ 5t 8k
K)-%RHK)-5-FR-7T-E-&HK-3, 5- = F-4H- %K HF [3, 2-d] Eo -4
(X ()44, K FR=SONRR, R'=CH,, R*=H, R’=CH,CH,CH,,
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R'=CH,CH,CH;, NR°R"A4- (1H-wan—5- % FR)vkE-1-%)

HBAEEASIBITEME, AA-G-AHBA-2-E-FEX
H)-5-PR-7-E-FHHK-3,5- — K -4H- %K H [3, 2-d] HFR-4-FAKEH
2- (G- R BA-2-TRFRK)-5-FHR-T-E-FHHA-3,5- —f-40-%%
I [3, 2-d] =T -4-8, Rk &iFHEW.

E: 86%

1% &.150°C L ## (CHC1,/MeOHEt,0);

IR (4E4#5) 3393, 3311 (NH), 1667 (C=0), 1163 (SO,)cm™;

'H NMR (DMSO-d;) & 0.90 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97 (t,
J=17.5Hz, 3H, OCH,CH,CH,), 1.56-1.68 (m, 2H, CH,CH,CH,), 1.69-1. 81
(m, 2H, OCH,CHCH,), 2.49-2.58 (m, 6H, 2NCH, #= CH,CH,CH.),
2.90-2.98 (m, 4H, 2SO,NCH,), 3.88 (s, 2H, NCH.N), 3.99 (s, 3H,
NCH,), 4.13 (t, J=6.3Hz, 2H, OCH,CH.CH,), 7.22 (s, 1H, H-2), 7. 38
(d, J=9.0Hz, 1H, H-3’), 7.80 (dd, J=9.OHz, 2.4Hz, 1H, H-4"),
7.89 (d, J=2.4Hz, 1H, H-6"), 11.67 (br s, 1H, NH); MS (FAB) m/z
556 (MH').

£ 351133

H&E2-(2-LARKE-5-(4- - (QH-we-5-4) L) kE-1- L st
HK)YEKR)-5-PR-7-E-FHK-3, 5-= A —-4H-wt s 5 [3, 2-d] "R —4-
B (X (1) %44, £ FR=SO,NRR", R'=CH,, R*=H, R*=CH,CH.CH,, R*=CH,CH.,
NR°R' A4- (2- (1H-wgek-5-K) Z3K) vk -1-3)

HRAZESISIPEMNE, AAI-(RTAEL) 4-0-01-=%
PREk-5-K) ZR)REREL-(RTAER)4-(1-Z X FHhw
-5-RAFHR)%k%E, kHEFELEY.

~: 83%

% ,%231. 5C £ # (CHC1,/MeOHEt,0) ;

IR (#£4465) 3317, 3245 (NH), 1687 (C=0), 1169 (S0,)cm’;

'H NMR (DMSO-d;) & 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.35
(t, J=6. 9Hz, 3H, OCH.CH,), 1.57-1.68 (m, 2H, CH,CH,CH,), 2.45-2. 54
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(m, 4H, 2NCH,), 2.56 (t, J=7.5Hz, 2H, CH,CH.,CH,), 2. 68 (t, J=6. 9Hz,
2H, NCH.CH,), 2.83-2.92 (m, 4H, 2SO,NCH,), 2.99 (t, J=6.9Hz, 2H,
NCH.CH,), 3.98 (s, 3H, NCH,), 4.21 (q, J=6.9Hz, 2H, OCH,CH,), 7. 22
(s, 1H, H-2), 7.35 (d, J=9.0Hz, 1H, H-3’), 7.79 (dd, J=9. OHz,
2.4Hz, 1H, H-4"), 7.88 (d, J=2.4Hz, 1H, H-6"), 11.68 (br s, 1H,
NH); MS (FAB) m/z 556 (MH').

% 341134

M &S5-FHR-2-(2-E-FAK-5-U-Q2-(QH-w-5-X) T H) %
-1-A BB L) - K K)-3-E-F/ K-8, 5- = A —4H-"E i (3, 2-d] %
w-4-B (X ()44 %, EFR=SONRR’, R'=CH,, R*=H, R*=CH,CH,CH.,
R'=CH,CH,CH,, NR°R"A4-(2- (1H-vgmk-5-%) Z ) vkk-1-%£)

BERAZEMISITHHE, FARA2-G-RBBA-2-E-FAX
K)-5-FR-7-E-& KA -3, 5- = & -4H- & 5 [3, 2-d] FE"-4-F
IF(ERTEBER)-4-Q-(1-=(KFhRwek-5-K) T X)) kB K %5-(5-
FEBE-2-TaXR)-5-FR-7T-E-/HL-3,5- = A -4H-wb =& 5
[3,2-d] & -4-BA1-(RT AKX -4-(1-=K Plheymk-5- K FHR)
%k, R &AL,

JEE: 88%

#5,%.181°C £ f# (CHC1,/MeOHEt,0);

IR (%u4#5) 3317, 3173 (NH), 1678 (C=0), 1166 (SO,)cm’’;

'‘H NMR (DMSO-d;) ® 0.92 (t, J=7.2Hz, 3H, CH,CH.CH;), 0.96
(t, J=7.2Hz, 3H, OCH.CH,CH,), 1.57-1.69 (m, 2H, CH,CH,CH,),
1.68-1.80 (m, 2H, OCH,CH,CH,), 2.49-2.52 (m, 4H, 2NCH,), 2.56 (t,
J=7.5Hz, 2H, CHCH(CH,), 2.69 (t, J=7.2Hz, 2H, NCH,CH,),
2.84-2.91 (m, 4H, 2SO,NCH,), 3.00 (t, J=7.2Hz, 2H, NCH,CH,), 3. 99
(s, 3H, NCH;), 4.12 (t, J=6.3Hz, 2H, OCH,CH.CH,), 7.22 (s, 1H,
H-2), 7.36 (d, J=8.7Hz, 1H, H-3’), 7.79 (dd, J=8.T7Hz, 2.4Hz,
IH, H-4"), 7.88 (d, J=2.4Hz, 1H, H-6"), 11.64 (br s, 1H, NH);
MS (FAB) m/z 570 (MH').

183



01807500. 2 oW B E176/1861

E #4135

M&E2-2-TRK-5-(4-(QH-wae-5- A P RL)kor-1- A s i)
¥ ) -5-F R -7- F-& -3, 5- = S —-4H-w & ¥ [3, 2-d] H R -4-F
(X (1) 4%, E FR=SONRR", R'=CH,, R*=H, R*=CH,CH,CH,, R'=CH.CH,,
NRR" 44— (1H-vged -5~ ¥ 3L ) vk ow —1-3K)

BRAESEMIITHHE, AM-(RTAEL) 4-(1-ZXF74
ek -5- A PR REARFI-(RTREA)-4-(1-ZXFRw-5-%
W) vk, kA EFANLEH.

2 83%

15 ,%215-216C £ f# (CHC1,/MeOH/Et,0);

IR (%#6449) 3396, 3103 (NH), 1662 (C=0), 1166 (SO,)cm';

'H NMR (DMSO-d,) ® 0.90 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.22-1.33
(mw, 2H, 2CH,), 1.36 (t, J=6.9Hz, 3H, OCH.CH,), 1.57-1.69 (m, 5H,
CH, 2CH, #2CH,CH.CH,), 2.27 (br t, J=11.1Hz, 2H, 2NCH..), 2.56 (t,
J=7.5Hz, 2H, CH.CH.CH,), 2.81 (d, J=6.6Hz, 2H, CHCH,), 3.64 (br
d, J=12.0Hz, 2H, 2NCH.), 3.98 (s, 3H, NCH,), 4.22 (q, J=6.9Hz,
2H, OCH.CH,), 7.22 (s, 1H, H-2), 7.35 (d, J=8.7Hz, 1H, H-3’),
7.79 (dd, J=8.7Hz, 2. 4Hz, 1H, H-4"), 7.91 (d, J=2.4Hz, 1H, H-6"),
11.66 (br s, 1H, NH); MS (FAB) m/z 541 (MH").

%341 136

#&5-FH-2-(2-E-FHAK-5-(4- (IH-w9nd-5-FL ¥ ) vk wg —1-
Earmik) X R)-5-WhR-T-E-/K-3, 5-= & —4H-& 5 [3, 2-d] %
w—4-8 (X (1) 4%, H FR=SONRR’, R'=CH,, R*=H, R°=CH,CH,CH,,
R*=CH,CH,CH,, NR°R'y4- (1H-waek-5-KX FR)ke-1-%)

BERAZAEMAIITHHE, ARA2-G-KBRBEA2-E-FRX
B)-5-FR-T-E-R/E-3,5- = G ~4H- %% 5t [3, 2-d] FE-4-8F Fo
1I-(RTEEE)-4-(1-Z X FAw4-5-LAF L) kK %2-(5- 1%
Bk -2-CARK)-5-FRA-7T-E-H A-3, 5- = K -4H-%% 5 [3, 2-d]
4 Ae - (R TERBER)4- (-5 Fhww 5- X PH)geE &
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HEAF LY.

FE 81%

#% ,5231°C 2 # (CHC1,/MeOH/Et,0) ;

IR (4£4#5) 3313, 3109 (NH), 1665 (C=0), 1167 (SO,)cm’’;

'H NMR (DMSO-d;) d 0.90 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97 (x,
J=7. 5Hz, 3H, OCH,CH,CH,), 1.20-1.35 (m, 2H, 2CH..), 1.58-1.80 (m,
TH, 2CH,#2CH,CH,CH,), 2.27 (br t, J=11.1Hz, 2H, 2NCH,), 2.56
(t, J=7.5Hz, 2H, CH.CH,CH,), 2.81 (d, J=6.6Hz, 2H, CHCH,), 3.64
(br d, J=11. 7THz, 2H, 2NCH.,), 3.98 (s, 3H, NCH,), 4. 12 (t, J=6. 3Hz,
2H, OCH.CH.CH,), 7.22 (s, 1H, H-2), 7.35 (d, J=8.7Hz, 1H, H-3’),
7.79 (dd, J=8. 7THz, 2. THz, 1H, H-4"), 7.91 (d, J=2. THz, 1H, H-6"),
11.62 (br s, 1H, NH); MS (FAB) m/z 555 (MH').

3] 137

#&2-(2-TERIK-5-(4-(2-(1H-wymk-5-34) Z ) vkrer - 1- L sk 8
)RR -5-FR-T-E-FHK-3,5- = G ~4H-% 5 [3, 2-d] F*Z —4-
& (X (1) 4%, £ ¥ R=SONR'R’, R'=CH,, R*=H, R*=CH,CH,CH,, R*=CH,CH,,
NRR"A4-(2- (1H-vg=k-5-%) ZKR) kw-1-4)

WRBALABI3ITHME, ARI-(RTEEL)-4-Q-(1-Z%
Faegrdk—5-) ZH) R RBFI-(RTAEL)4-(1-ZK F vy
—5-A TR kE, k&R ELEY.

JFE: 5%

5 %192°C £ # (CHC1,/MeOH/Et,0) ;

IR (#b4#5) 3327, 3227 (NH), 1690 (C=0), 1146 (SO,)cm™;

'HNMR (DMSO-ds) ® 0.91 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.12-1. 26
(m, 3H, CHf»2CH,,), 1.34 (t, J=6.9Hz, 3H, OCH,CH,), 1.54-1.67 (m,
4H, CHCH,CH,#=CH,CH,CH,), 1.67-1.80 (m, 2H, 2CH.), 2.20 (br t,
J=10. 8Hz, 2H, 2NCH,), 2.56 (t, J=7.5Hz, 2H, CH,CH,CH,), 2.85 (t,
J=7.5Hz, 2H, CHCH.CH,), 3.63 (br d, J=10.5Hz, 2H, 2HCH,), 3.98
(s, 3H, NCH,), 4.21 (q, J=6.9Hz, 2H, OCHCH,), 7.21 (s, 1H, H-2),
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7.34 (d, J=8. 7THz, 1H, H-3’), 7.79 (dd, J=8.7Hz, 2.4Hz, 1H, H-4"),
7.90 (d, J=2.4Hz, 1H, H-6"), 11.65 (br s, 1H, NH); MS (FAB) m/z
555 (MH').

% #4138

P &5-FHR-2-2-E-FAX-5-(4-(2-(1H-w-5-X) TH) %
-1~ m L) X)) 5-FR-T-E-F A -3,5- = & -4H-wt & 5
[3,2-d] &2 -4-8 (X (1) & 44, X FR=SO.NRR’, R'=CH,, R*=H,
R*=CH,CH,CH;, R*=CH,CH,CH;, NR°R" 44~ (2- (1H-w9-5-5) T3 ) k"= -1-
)

BRAZHAEMIITHHE, MA-G-AHBA-2-E-FAXE
H)-5-F R -7-E-&HK-3 5-= & -4H-w "% 5f [3, 2-d] E % -4- 8 Fe
I-(RTAREL)-4-Q-1-Z K FHhwek-5-3L) T X)X #%5-(5-
AR -2-TRAXK)-5-FR-T-E-& k-3, 5- = & -4H-w "% 5f
[3,2-d] R -4-BAl-(RTAEL)-4-(1-Z X PR -5- L FH)
kk, k&AL EDY.

e 81%

5 ,5.145TC £ ## (CHC1,/MeOH/Et,0) ;

IR (%:4-45) 3326, 3224 (NH), 1694 (C=0), 1144 (SO, cm’;

'H NMR (DMSO-d;) & 0.86 (t, J=7.5Hz, 3H, CH.CH,CH,), 0.91 (t,
J=7.5Hz, 3H, OCH,CH,CH,), 1.02-1.24(m, 3H, CH##2CH,.), 1.47-1.62
(m, 4H, CHCH,CH,#=CH,CH,CH;), 1.60-1.78 (m, 4H, OCH,CH,CH,#2CH.,),
2.14 (br t, J=10.5Hz, 2H, 2NCH,), 2.51 (t, J=7.5Hz, 2H,
CH,CH.CH,), 2.74 (t, J=T7.5Hz, 2H, CHCH,CH,), 3.57 (br d, J=11. 4Hz,
2H, 2NCH.,), 3.93 (s, 3H, NCH,), 4.07 (t, J=6. 3Hz, 2H, OCH,CH,CH,),
7.16 (s, 1H, H-2), 7.30 (d, J=9.0Hz, 1H, H-3’), 7. 74 (dd, J=9. OHz,
2. 4Hz, 1H, H-4’), 7.85 (d, J=2.4Hz, 1H, H-6"), 11.58 (br s, 1H,
NH); MS (FAB) m/z 569 (MH').

L 41139

W&E2-(0- (- Q2-RLE) RAFHRA)-2-LREXK)-5-F£-7-

186



01807500. 2 oW B FE179/1861

E-F R -3, 5- = A —4H-wbo& 5 (3, 2-d] R -4-8 (X (1) 4%, £+
R°=SO,NR°R’, R'=CH,, R*=H, R*=CH,CH,CH,, R‘=CH,CH,, R°’=R'=2-f.Z )

BBAEZEGILTOHME, AARC-RLA)BEEKRERLI-FTL
", RFEFFELEY.

F % 80%

£ ,5.210-210. 5C £ # (MeOH/CHC1,/Et,0) ;

IR (%h445) 3320 (NH), 1694 (C=0), 1162 (SO0,)cm™’;

'H NMR (CDC1,/TMS) d 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.35
(t, J=6.9Hz, 3H, OCH,.CH,), 1.56-1.71 (m, 2H, CH,CH,CH,), 2.57 (%,
J=7.5Hz, CH,CH,CH,), 3.50 (dt, J=24.6Hz, 5. 1Hz, 4H, 2NCH,CH,F),
3.99 (s, 3H, NCHi;), 4.22 (q, J=6.9Hz, 2H, OCH.CH,), 4.54 (dt,
J=47. 4Hz, 5.1Hz, 4H, 2NCH,CH,F), 7.22 (s, 1H, H-2), 7.33 (d,
J=8. THz, 1M, H-3’), 7.92 (dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.02
(d, J=2.4Hz, 1H, H-6"), 11.69 (br s, 1H, NH); MS (FAB) m/z 483
(MH") .

% #4140

M&E2-Q2-LREA-S5-(O)-1-HE-2-FTHA) KAL) X
) -5-F K-T- E-& -3, 5- = A -4H-wb % 5f [3, 2-d] & —4-8 (X,
(1) 444, R FR=SONRR’, R'=CH,, R’=H, R’=CH,CH,CH,, R'=CH,CH,,
NR'R'A ((S)-1-FHE X -2-FH/L) Z&L)

EERTALAET AKAE; AHK), BANBEHAEOHT &
2-G6-(S)-1-FREEA-2-FRA)RABZBA)2-CAXH)-5-F
A-T-E-7 K3, 5- = R —4H-wk & 5 [3, 2-d] E = -4-8 (190 &%,
0.33E BR)F5%Pd/C (68X L) RAYEA. Al Tk
BREBeY, FEBAKGEATHEREALETF. AAMPLCARK L
SeALPT 45 6 KA W (BB B #eBl: fECHCL,F #91% MeOH, 4 % & ZCHCI,
T 6520% MeOH) , #F3] 3% 3% & B4R K 69 47 1L 5% (158E %, 99%). A
FIMEtOAC/Et.0/ TI b WA dh, REAEI I LsLtiLe .

% .%196-196. 5T 2 #;

187



01807500. 2 oW B 5E180/186H

IR (%:4#5) 3320 (NH#CO.H), 1682 (C=0), 1155 (SO,)cm';

'H NMR (DMSO-d;) 8 0.80 (d, J=6.6Hz, 3H, CHCH,), 0.85 (d,
J=7.2Hz, 3H, CHCH,;), 0.93 (t, J=7.5Hz, 3H, CH,CHCH,), 1.35 (t,
J=6.9Hz, 3H, OCHCH,), 1.59-1.69 (m, 2H, CH,CHCH,), 1.98-2.06
(m, 1H, CH(CH.)),), 2.58 (t, J=7.5Hz, 2H, CH,CH,CH,), 3.23 (d,
J=6. 6Hz, 1H, NCHCO,), 3.98 (s, 3H, NCH.), 4.19 (q, J=6.9Hz, 2H,
OCH.CH.), 7.21 (s, 1H, H-2), 7.26 (d, J=8.7Hz, 1H, H-3’), 7.83
(dd, J=8.7Hz, 2.4Hz, 1H, H-4’), 8.02 (d, J=2.4Hz, 1H, H-6"),
11.65 (br s, 1H, NH); MS (FAB) m/z 491 (MH').

L] 141

M&E2-(G-(S)-1-FHEE-2-FRE) RAHBA)-2-E-FAXK
) -5-F -7 -7 -3, 5- = K -4H-whe& 5F [3, 2-d] R -4-8 (X
(1)14-%, E FR=SO,NR'R’, R'=CH,, R*=H, R*=CH,CH.CH,, R'=CH,CH,CH,,
NR°R'A ((S)-1-FHEIK-2-FHKL) KAL)

R FHEA140F G RE, FIA2-G-(S)-1-FRBEX-2-F &
R)B B RHk)-2-E-FRAFXK) 5-FHR-7T-E-HK-3, 5- = A —-4H-%t
%9t [3,2-d] R -4-FRK2-G-((S)-1-FREKA-2-FHL) 5 &%
) 2-CAFKIK)-5-FHR-7T-E-7 k-3, 5- = A -4H-"% 5 [3, 2—-d]
e -4-F, R EARENLEAY.

¥ 99%

3% .%193-194TC (EtOAc/Et,0/ T}%);

IR (#£4465) 3322 (NH#A=CO,H), 1675 (C=0), 1157 (S0,)cm’’;

'H NMR (DMSO-ds) & 0.79 (d, J=6.9Hz, 3H, CHCH,), 0.85 (d,
J=6. 9Hz, 3H, CHCH,), 0.92 (t, J=7.5Hz, 3H, CH,CH,CH,), 0.97 (,
J=7.2Hz, 3H, OCH,CH.CH)), 1.57-1.78 (m, 4H, 2CH,CH,CH,),
1.95-2.05 (m, 1H, CH(CH,).,), 2.58 (t, J=7.5Hz, 2H, CH,CH,CH,),
3.20 (d, J=6.0Hz, 1H, NCHCO,), 3.98 (s, 3H, NCH,), 4.09 (t,
J=6. 3Hz, 2H, OCH.CH.CH,), 7.21 (s, 1H, H-2), 7.26 (d, J=8. 7Hz,
1H, H-3"), 7.83 (dd, J=8. 7Hz, 2. 4Hz, 1H, H-4’), 8.03 (d, J=2. 4Hz,
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1H, H-6"), 11.58 (br s, 1H, NH); MS (FAB) m/z 405 (MH').

E 34142

#W&E2-(2-TRA-5-(1-k s A) X X)-5-FA-7T-E-HE
-3,5- = S -4H-w % Jf [3,2-d] E R 4-M (XN (V& %, £+
R°=SO,NR°R’, R'=CH,, R*=H, R’=CH,CH,CH,, R'=CH,CH,, NR°R"3 1-vk =& f)

BRBAEEAALTGNE, ARKEREI-FRARE, kH&IFA
49,

e 9T%

¥.,%171-172C (CHC1,/Et,0/ &t);

IR (%4%#) 3112 (NH), 1671 (C=0), 1186 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 1.04 (t, J=T7.2Hz, 3H, CH,CH,CH,), 1.63
(t, J=6.9Hz, 3H, OCH,CH,), 1.70-1.82 (m, 2H, CH.CH.CH,)), 2.74 (t,
J=7.2Hz, 2H, CH.CH,CH,), 4.08 (s, 3H, NCH,), 4.36 (q, J=6.9Hz,
2H, OCH.CH,), 6.91 (s, 1H, H-2), 7.11 (s, 1H, ImH-4), 7.14 (d,
J=9.0Hz, 1H, H-3’), 7.35 (s, 1H, ImH-5), 7.96 (dd, J=9.OHz,
2. THz, 1H, H-4’), 8.05 (s, 1H, ImH-2), 9.05 (d, J=2.7Hz, 1H,
H-6"), 10.52 (br s, 1H, NH); MS (FAB) m/z 442 (MH').

L3143

#&2-G-(1-kdk s k) 2-E-FAXK)-5-FPEA-T-E-5
¥k -3,5-— A -4H-w% (3, 2-d]ER4- M (X (D4, L
R°=SO,NR°R’, R'=CH,, R’=H, R°=CH,CH,CH,, R'=CH,CH,CH;, NR°R'=}1-%k
" 3f)

BRELZHRFLIPHHE, AR C-G-AHEBRE-2-F-FAX
R)-5-FR-7-E-FHK-3, 5- = A -4H-nte& 5 [3, 2-d] Hoe-4- B fevk
e RH -G~ AR BE-2-TRAXK)-5-FR-T-E-FHHK-3,5-= &
—4H-wbe& 5 [3, 2-d] R -4-Ffe 1 -F hokd, kF&EFHLED.

&2 99%

1% .%163-164C (CHC1,/Et,0/ &3%);

IR (#£4¢4) 3116 (NH), 1668 (C=0), 1184 (SO,)cm’;
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'H NMR (CDC1,/TMS) d 1.04 (t, J=7.5Hz, 3H, CH,CH.CH,), 1.17
(t, J=7.5Hz, 3H, OCH.CH.CH,), 1.70-1.82 (m, 2H, CH,CH.CH,),
1.97-2.08 (m, 2H, OCH,CH.CH,), 2.75 (t, J=7.5Hz, 2H, CH,CH,CH,),
4.08 (s, 3H, NCH,), 4.25 (t, J=6.6Hz, 2H, OCH,CH,CH,), 6.91 (s,
1H, H-2), 7.11 (s, 1H, ImH-4), 7.15 (d, J=9.0Hz, 1H, H-3’), 7.35
(s, 1H, ImH-5), 7.96 (dd, J=9.0Hz, 2.7Hz, 1H, H-4’), 8.06 (s,
1H, ImH-2), 9.07 (d, J=2.7Hz, 1H, H-6"), 10.55 (br s, 1H, NH);
MS (FAB) m/z 456 (MH').

% #4144

HE2-C-ZREAS-FEAIFBRALRL)S-FA-T-E-F %
-3, 5- = A —4H-tv& 5f [3, 2-d] Ew —4-8 (X (1) 4%, K JFR'=CH,,
R*=H, R*=CH,CH,CH,, R'=CH,CH,, R*=% E#ks K %L)

AEO0T T4 P rosk B (0. 1371, 1.62% B R) M £ £ £ KCHCL,
(TEH) P eh2-G-RHA-2-TRFEX)-5-FA-7T-E-"HEX-3,5-= &
—4H-t 8 9 [3, 2-d] e -4-8 (232F &, 0. TIEBER) A= = TRz (0. 20
F, LLA2EFR) 238 ER T, SFEOCTRIFZRS D20,
EBEAOENTHEZRARGHARELET, HEMFGXRLYEMT
MeOH (20% ) #=THF (Ss«aﬁ)‘l’ 4 /A IN NaOH 7K i #& H§ i% 844 ¢ pH
HREF XYL, MEATRTHFNI0S4. HAIN HClRE &R K Z
A A £pH5-6, JF A fECHCL, ¥ 9 10%MeOH (100%E #x5) K. £
BRIKES THRAGAMEARLET, S8 AMPLCA A A £ 4h4bAp
Bk e &M (B E R fCHCL, ¥ #92% MeOH, 4% & £CHCL, ¥ #
3% MeOH), RKFX K& BAKRKAIFALESY (250 5%, 87%). #HAM
CHCl,/Et.OF B & dh, KA LSH LLLeiitoH.

¥ 5.223.5-224TC;

IR (#k4¢65) 3287, 3122 (NH), 1657 (C=0), 1147 (SO,)cm™;

'H NMR (CDC1,/TMS) ® 1.00 (t, J=7.5Hz, 3H, CH,CH,CH,), 1.58
(t, J=6.9Hz, 3H, OCHCH,), 1.69-1.79 (m, 2H, CH,CHCH,), 2.70 (t,
J=17.5Hz, 2H, CH,CH,CH,), 3.02(s, 3H, CH,SO,), 4.08 (s, 3H, NCH,),
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4.26 (q, J=6.9Hz, 2H, OCH,CH,), 6.63 (br s, 1H, SO,NH), 6.87 (s,
1H, H-2), 7.02 (d, J=9.0Hz, 1H, H-3’), 7.47 (dd, J=9.OHz, 3. OHz,
1H, H-4"), 8.25 (d, J=3.0Hz, 1H, H-6"), 10.87 (br s, 1H, 6-NH);
MS (FAB) m/z 405 (MH').

% 364 145

HE-G-FRABBRAEL-2-F-FEEA)5-FHA-7T-E-7 L
-3, 5~ = A -4H-wb& IF (3, 2-d] Ew -4-8 (X (1) 4%, X FR'=CH,,
R’=H, R°=CH,CH,CH,, R'=CH,CH,CH,, R=F k&8t 8 L) BB E L4144
Pey ik, A M2-(5-RA-2-E-AAXK)-5-FHR-7T-E-FK-3,5-
Z S -4H-wb (3, 2-d] ER -4- R B 2-(5-RA-2-TRE L) -5
W -7T-E-FK-3, 5- = K ~-4H-%& HF[3, 2-d) Ew-4-8, k4 &4
R

e 54%

7% 5.219-219. 5C (CHC1,/Et,0);

IR (%$:4-45) 3310, 3231 (NH), 1690 (C=0), 1155 (SO,)cm™;

'HNMR (CDC1,/TMS) & 1.01 (t, J=7.5Hz, 3H, CH.CH,CH,), 1.16(t,
J=7. 5Hz, 3H, OCH.CH.CH,), 1.67-1.80 (m, 2H, CH,CH.,CH,), 1.94-2.05
(m, 2H, OCH.CH,CH,), 2.71 (t, J=7.5Hz, 2H, CH,CH.CH.), 3.02 (s,
3H, CH,S0,), 4.08 (s, 3H, NCH,), 4.16 (t, J=6. 3Hz, 2H, OCH,CH,CH,),
6.55 (s, 1H, SO,NH), 6.88 (s, 1H, H-2), 7.04 (d, J=8.7Hz, 1H,
H-3’), 7.48 (dd, J=8.7Hz, 3.0Hz, 1H, H-4"), 8.26 (d, J=3.OHz,
1H, H-6"), 10.92 (br s, 1H, 6-NH); MS (FAB) m/z 419 (MH').
% 764 146

"G R (ABEEE)
/8
&R A 5.0
L% 14. 1
REKR 4% (Crospovidone) USNF 0.8

B e B4 0.1
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%E 20 %
FEERGER, FERBHNBE. FARGREDEFREN.
FE, WERBROGALBEMTAY, H4ETR. RERFKYGR
MR MNBE, FEREREAM.

LA 147
LR (BREER)
2/ RA
&M A 5.0
R CAABS0 0.3
¥ 16. 0
M 4.0
AR — R sk 2.7
B BR4E 2.0
%¥E 30E &

FEERLLEF, FEABEPERBS. FRCAARBOEMT
BT, MAELIKRRGRTAABB0ER, SFEBMEML. LK

MG, BHEBE, FRLHKRA_AMAEPEIREBRESS. REHR
¥k B AR B A
L 74]148
B Ao I 2 W 84 & 4
E/RE
HHRA 5.0
L5 14.8
ROV A A SN 10.0
B RG B4R 0.2
3 2 30% %

FrEERDEH, F5REBHNBLS. EAELGEE, BRAOY
FASTHBRKEF.
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La41149: A FEH

1 FIPDE SPA®| Z iX #| £ (Amersham Pharmacia biotech, UK) &
KRB FBPDE ViER., HARE RS (10045 % 4k4) b4 A PDE
V(104 9t) . *Hl-cGMP GREE/EH); F ik &% @ (0. 5% &/ E5T)
Fo £ Tris~HC1 (15mM pH7. 5) F 64MgC1, (5mM) &9 4 2L Bk T A B, #) A
MAPDE VIR &, #£30CTFRF X054, MEH A MmAS0
BASPANKR T LZRE. REHIZXE2004, FARKEIHES
(Tri-carb 1500, Packard, USA) Lit#. % TPDE VigH &4 %,
KRS HERT = F 2R/ (DMSO) F, KA K#HE. DMSO# &
R AK T 0. 2% R BR /4R AR) . BT A7 69 4 ) 52 439 JE cOMP K B84E A e 42
FAARTI5%G FHTHT, WA BAKEE N N ol 54BN
Ha,

TAEATT —2XKXPGAEHERIAEHGMP PDE Vv 4l &9
&ML,

%

5% 38 G 5 ICso (nM)
1 2. 90
3 0. 59
14 1. 36
18 2.23
26 0. 62
30 0.18
31 0. 33
37 0. 64
51 2. 06
53 0. 49
123 0.71
124 0. 27
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E£#H1150: L HFE

LEAFHE 10 E54/AF p.o. HME, EXATRAXREALRLHA
giLEH, FAMEIRAGEH, mAFHE 100 EL/AF p.o.,
XA T FARES T,
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