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AT, ATESHAFHALDY. AAFERLAFEGER, BF
BHEAHNSEENH0.0555g Hl0. 154 2.5g9FALEH
AZRERNLS Y, HIE-—XAES59REY.

ALXPHERLL D TRAIEEFTRAELL Y, Hloll i X
BREAFXORELYH, AFATEHOERIEFAROF X F B
B, Pl ENTRrEEaF X.

T-((G-£%-1,2, 4% —-3-K)-D-(RFEAEA TR X)L
B)EA)-3-((BEE-1-RETFTRA)PRERE) FE-3-LRH-4-
58 (LM 1 LY TREGAERBES NG RKLALE
Y. Pl 20 Lk 1 s (LEREGHBARTEE)
RABE R E g MHK (ug/ml) % #<0.125 £ 0.4, mbHle kil
# MHK (ug/ml) % 4<0.125 £ 0.4. Bile, SHEBER. 4
B EROETEH, KAGEKLARED TASRKRGERLS
B (HleA) 8, RL2AEFXPLENERENTFRAEAN X
g,

XIS B TUREFETEZHEGHL S, B ok i
F@mmi ik, A RENHEHBX, PRELGE, ETAAE
MLy BE-FHE/ENCHAAR L RGFRRE #*
5% AAE.

AZBLRBETHHEL Y, LB FLETEZTHEGB AKX
HEHXOERRAEZLE 19X I4e4, ARES—RHEHEE
ER L

GAS W TARBERLFT EHE. LM TR A H#d 10ng £
#4 1g, #Hl4 10ng £4 700mg, % K% £ 500mg.

hAHBHH, BRALVOEARAS TAEREH, X5 hH ANK
AMOEFHEREREHN - RAELEHEAHXLE. #ie, cMNA
g Edmy, REHMNRBEN, HEAGERLEHGERA

13



XEHBEREREAF, FEEKEYS 10 £ 500ng, HXHEARK,
BEFNERETHALS AL HER, AREFEY. S4HY
FHEMNSHH 0556, ABRAGFLIBETAERLAHRE
LR, wEEENE, A4S EWARELY, 2HFTHERD,
IAFEHEANYLEY,

AEBEF —FaRBTRAAELGEH. HleREFHX ILEH R
—FEHELSY, FESPOLX TG HFETHEIGENT
XXFEHBX., AEAEY—HHEHREIAHEN, P

X I HA— AL B ALBGRALE, BALHELHFL
THESHLHBARFEHBAGX I LeH. UREF—FHBHK
2 A B A

AXBRER—F A ORBTEABEDERG T X, BREDI K
EH it hmE Ry, HARABREREE. MARE. XA
B. BRKAE. thidk. LEMNKEE. AREE. AHRE
E. BAKKE. SHEE. FIKEE. VERBEAMNRRA
B, 570N EERBSULFTATANTALAARETNX 1 4L
H4; FllmBALXREEIRASIOTEL; P

AFHMAESR 144y, AHMNATEARED AR, Hlb
WmBRGER, WBAXABERAE. BHEE. BREE.
EEREE. ThEk AEHKERE. HXBE. NAXRAE.
pAEKBE. THEE. PNAKEE. VERBEIAWNRXREA L.

TH LA EASREELLR, BE LR TRELBRIEL
M E, EF, 252 EHARKELE. 'H-NMR: 200Miz,
DMSO0—ds.

£ #4 1

T- (-5 K-1,2, 4K =-3-2)-D-(AFAELERE) T
) ERA)-3-((BRA-1-%RE2FEA)PEAEHL) PE-3-LHH-4-
%

a) N-(1,4,5a,6-94-3-#%-1,7-—H-3H, TH-Z & (2,1-b)

14



£(3,4-d) (1,3) %% -6-£)2-6-RFK-1,2,4-&K — = -3-5)-
D)-2-(AFEABEE) T8 (7T-(((5-RE-1,2, 48 —»-3-
A -@Q-(ARFEL PR ZH)EN)--PHE-I-LHHE 4K
BOEENE)

¥ 10g 7-RA-3-FoA-3- LB -4-BRRAE 2200l —RAF RS
80ml ZEH RS WFHEFRAEOCT L 43nl N, 0-N (= P& E)
LEERE., AMEREERTMRAL5.7g (-RE-1,2,4K =%
3-A)-(D)-2-RATFEEALREALEA, WAEREGHAAHOCTHE
B4 — 6. B4AA T0nl K65 1250ml ZHAFBERESH. WHF
BAMmF A 12% £k, ApHIAA 3.5. A RESWM 2.5 K H
B RALEULEXR. FLBRLGEMTHRIRS. K%k kE 20CTF
5 100ml ZEHEHE— I, BERELHBX N-(1, 4, 5a, 6-79 A,-3-
Bh-1,7-=%8.-3H, TH-Z % (2, 1-b) & (3,4-d) (1,3)-K%-6-%)-
9-(5-f K-1,2, 4K -m-3-%)-(2)2- (AT AL ERA) TR A
wiE, .

b) 7-(((5-f E-1,2, 4k =k -3-H)-(D-(RFREF EHE)
ZE)ER) 3E)-((EREA-1-REFROFEBRA)FE-3-LT
W-4-5 %

¥ 3.77g N-(1,4,5a,6-" & -3-F K-1,7T-=R-3H, TH-L &%
(2,1-b) & (3,4-d) (1,3) K% -6-H)-2-(5-RK-1,2,4F — -
3-E)-(D)2-(AFRAEAERE) LAKEEF A Tonl ZHE 11l K
HRAShE, A2 S8 EBX 1-(-FEABRK ERETE)
sehdg 4.5m] 2N HCl BR LR, AERTHRFAELRSGHH —X,
ERETHA 600ml K., B =S8 ERmagBXe 7-((G-&4
1,2, 4% ek -3-F)-(D-(RTFPAEEHEL) L&) K HE)-3(E)-
(BRA-1-REZPR)FAEHE)FE--KRH4-RR, ALK
kI T .

() T-(((5-f Kk-1,2,4-E=%-3-2)-D)-(AFAA * HIL)
L) ER)3E) - (REA-1%EFROFEAEHE)FPE-3-L i

15



4B B

¥5® b)THEHY 0.65g —EBEBIXSHE T-((G-A%-
1,2,4- K =k 3-H)-(D-(RFEEZHAR) L) AL)-3(E)-
(BEE-1-%Z2FE)TRAEHA)FTRE-I- KRB -4-HKET 20l
K, EAMZA T 50g RP-18" (LiChroprep RP-18%, & #2 X +J» 40-63um,
Merck) ¥4 F, MK (% 20ml/min) . FAASHE HPLCKEE
LAY, ML WUPLO)LSH— S8 EBXS 7-((G-RE-1,2,4%
ek 3-A) () -(RFAAERE)ZB) AL -3E) -((RKE-1-
A FRE)FEAEHL)FPA--LRF-4-BRGAS, 4%
TR

ERAMEHX IT foX IIL&E%, XF W V. R. R R R
FREAIWTALIL S, BRREEN 1 HEFTEFHAX 1eW,
#£4 §=N V=N-0. Re=R;=H. R\=CHF. R 5 R4S X A ET £ 1
F, Bl A PR E EE A

%1
LA R, R; &
2 C,H;s H HCl
3 CH3 CzH_s HC]
4 -CH,CH=CH,; H 3HCI
M CH; CH;, HCl
6 H 3HCI
7 OCH, H 3HCI
—CH, QCH,
OCH,
5 54 8

6R-(6a, 7T (2))-T-[2-(2-R A E4 4-K)2-BA LB AL]-
-[[((BREA-(ZARABER)RE-1-AFE) e AT E]-3-%

16



oH-4-B B

ABRET, & 1g =4 % &% X% 6R-(6a, Tb(2))-7-[2-(2-&E
ek 4-E)2-HALBAL]--[[(BRA-1-REFTE)EMA]
PA]-3-LRH-4-HRBRAESN LR FRE 50nl £ LR
Sh e Rtk bEMmS 2 N,O-REZFERELBE. ERHFT,
AEREERTEMO0.28g ATRLE. ¥RAWEERTHEH
% 20 45, B 0.95g A&AHE, BB _HBARNEKHAH 6R-
(6a, Tb(2))-T-[2- @-R A KR -4-H)-2-B R s KA ]-3-[[(
SE4- (LERABE)RE-1-EFR)EHE]FTA]-3-LFHBH-4-
%, hkitTR.

54 9

6R- (6a, 7B (2))-T-[2- (2-R A E = 4-K)-2-FHALHRL]-
- [[(EEA-4-(RAZSA)RE-1-ATFA)EBHEIPEA]-3-X
otk -4-H 8

& 0.6g N-(1,4,5a,6-v9 & -3-#K-1,7-= 434, TH- T &
[2, 1-b] £ [3, 4-d][1,3]-&%-6-%)-2-C-KEE2-4-%)-(2)-
o- (B ) LBEE: A 10. Tnl Z#. 3.6ml K5 0.7ml 8N HCl ¥4
B EE T — kA 0.6g ~EREBXGHEAR- - HELR
AWR)RERE, AERTREINFRAERSY. ARHT, £2
SHBER =SB EB XM 6R-(6a, 7B (D)) -7-[2- (2-REE=%-4-
Ay o-BALBEE] - [[(BEREAA-(RALBE)RE-1-XF
A)EMAIFA]--KkRBH4-KR, &EIF TR

wRAmENX ILFKX IIIL4w, X+ V. V. R, R R R
FRGSLETA2LE, BREZAFASFINEFERAKX I
L4, R V=N-0. R.=R;=Rs=H, W. R/ 5 RR&ELFIET AR 2
dr 45 e L BT 64 360 X

17



R | W Ry Ra &

10 CH H @ 2HCI
—Co

11 CH H -COCH; 2HCI

12 CH H 2HCI
-CO-CH, @

13 CH H noH 3HCI
—co—c¢ —[—l i

s )_ NH,
14 CH H —CO = N(CH,), 2HCI
15 CH H 2HCI

—co—cn-;;o@

18




L& |V Ry R &
i6 CH H 3HCI
—co
(8) H
17 CH H @ 2HCI
—Co
OCOCH,
18 CH H R 3HCI
NH,
19 CH H R 3HCI
—co— g-a—@— OH
NH,
20 CH H ® _Ni | 3HCI
— GO —CH— (CH);—NH=C
NH, NH - NO,
21 CH H — CO—CH,0H 2HCI
22 CH H (8) - NH 4HCI
—CO —CH— (CH,);—NH—C
NH, NH,
23 CH H (S) 2HCI
— CO— CH— (CH,);~ COOH
NH,
24 CH H () (), CH, 3HCI
- CO=-CH—CH
] ~
NH, CaHs
25 CH H = CO — (CHy)— CH, 2HCI
26 CH H —CQO —(CH,) z— CH, 2HC]
27 CH H -CO-{CH3)14-CH; 2HCI
28 CH H = CO—(CH,),—CH, 2HCI
29 CH H CI’H 2HCI
— CO — CH— CH,OH
30 N CH--F 2HCI
—CO—CH,-0 @

19




x#&H |W Ri R4 #
31 N CH;-F @ 2HCI
—C0
OCOCH,
32 N CH»-F —CO—CH, 2HCI
33 N CH,-F 3HCI]
—eoL )
N
(5) H
34 N CH:-F —CO—CH,—NH, 3HCI
35 N CH,-F ($) (S) CH, 3HC
—CO-CH—CH
| ~
NH, C,H,
36 N CH,-F ®) 3HCI
—CO— ?H O (sl
NH,
" NH
37 N CH;-F p § 3HCI
-—
NH—NH,
38 N CH,-F //N =C,H, 3HCI
—C
AN
NH — (CH,), —N(CH,),
39 CH H //NH 3HCI
—C
N
NH—NH,
40 CH H —CO—(CH,),—COCH 2HCI
41 CH H —co=<] 2HCI
42 CH H OCH, 2HC
—CO0 OCH,
OCH,
43 N CH,-F OCH, 2HCI
—CO OCH,

OCH

20




g | W R, Ry &
44 CH H (S) . CHs 3HCI
—CO—CH
~ NH,
43 CH H (R) . CH, 3HCI
—CO—CH
\NH2
%34 46

[6R-(6a, 7B (Z))1-7T-[[(5-& % -1,2,4E —=-3-%)- (R ¥ &
A A MmIAA]I--[(BRA4-TERE - - AFTR)EHE
WHE]-3-kH-4-BR-1-GFRAEXEERER) LA

¥ 1.5¢g — % ®m#EH XM [6R-(6a, 7p@))]-7-[[(6-& %k -
1,2, 4% —ek-3-F) - (RAFRA P EA) ZBI&E] - 3-[(REAE%R
E--AFR)VEMAFTR]--LRHE - 4-AE-1-(FRAEEELR
YL ARAE 30nl A FHK. 10nl ZH5 15l —F X FEEGR
Al 2 20l N,O-R=FRRALBREKE OCTEH. aFE
EEmEk PN 1600l ZER, EELEOTCTERALD 054, BAE
B M mE 100ml KP.eA 0.5N BB AAERAMFRLSHE pH
AT, BUHRREGYRLRLEFR. AAKRFLBRLER, 2RAR
BT B, AABITEMN. Redh AL LB, B [6R-
(6a, TR (Z))1-T-[[(5-R& K -1,2,4- K —=-3-K)-(RTAE E K
AYZLBIgA] 3-[(BEaA4-CorE-1-AFR)EHEFTAE]-

21



LR -4-BB-1-GFARARABRERAR) AR (AR ENRAH
hegRSWm, WA 1:1) K&, FTR.

L3k 47

[6R- (6, TP (Z)) 1-T-[[ (5-R %1, 2,4 E == -3-K)-(RT A
AraA)Mm]IEA]-3-[(BAKLARE--EAFR)RBRAFTEI-3-
LB -4-RB-1-(GFRAABRERAR)LAE

3% 30ml Z A ¥ 3. 1g [6R- (6, 7B (2)) 1-T-[[ (5-R £-1, 2, 4-
ek 3RV (RPEAFRA) LH]IAA]-3-FRRE-3-LBH-
-5 B-1-(FARAABAEL)ZARA 1.11g —8REBAH 1-
(MAEAERAFTE)REN 2.5l 2N ZMERLE. HREDEHY
1 Jef, Mm% 300ml ZHPF. BRE_HE&EH KX H [6R
(6a, 7B (2))1-7-T[ (5-FA-1,2, 4K =% 3-K)- (R P AR ER
Byzmlar]-s-[(BaARE-1-AFR)EHATL]-3-Liek
A% B-1-(GFHEALABEAL AR (AFEHRFHEAGRS
., el A 1:1) RE, FFR.

gRALGX IIAX IIIYEFALEY, EF W V. R R
R. ReAREALHTAILE, BEREEMNATHEFEFAXI
M. oH, k¥ §=N. V=N-0. Ry=CHF. R,=R,=H. Ri 5 Rt & XL
FlIET A3 F:

%3

%4 | Re R;
-?H—O'=O___'=_CO CH(CH,), -

48 (R)
—CO—<|:H OH CH,
49 R) -CH,-OCOC(CHas)s
Iy
2

50 H -CH,-OCOC{CHzs}s

TAAEAZWGRAGLESHH T T #H &
% ] A

22



I-(Q-FEAMRERAFTR)%RE

a) S-PE-2-FEFREAKE

% 239.8g ABEHX N S-FRA-2-FEAFKAAIY 100m]
A& ETHAT 15000l £ B &% F X %M (Anberlite IRA 420%)
METE, BAERE. 2ATRSAEKEHIAY S-FE-2-FE
FRAAKHPLOMA S . AATHRAALBAE, SRS BHFT
: 3

FREBREABAW S-FTLA2-FARFREAKLGEBAK.

K b: 116C ( A %)

b) 4-FEAE-1-(QO-FEMABRATR)REHETESE

¥

B 40.9g AWK S-FE2-FEF RAHMRY 350ml T &
Bkl 30g WAERBO THREARERS, ERRT Mk 39 I H.
BRAEROWANEERE, 526.ml AFRRS, KA Y 241 H.
B ERE, RLBARFTR. BHEREHXG 4-T8E-
-(-FEBBEPEATR)REOEFT R LS.

) I-(U-FEAMBEREAFTR)%RE

M 48ml 2N HCl1 EAT R A KM, M 10g ZEH X 6§ 4-F &
E-1-(Q-FABRBDEARAFTLREYEFTETEMS L LET
B OREBHBAKERER, FHABRASY, AHBEGOELAE,
BrEEAATPREG, B _EBEBXS -(Q-FAHL R
SEATFTR)%E, hHaé Bk

% 34 B

-[O-ZABL ERETFTAIRE

a) I-(MAZRATFTR)RENEFEANEY

6 10.7g — BB EHXG 1-BHEERAFTR) KRB0 2F AN
A M6 100ml A 3% FmA 8NNaOH, 8 pH % 10. ¥/ R A
LELEER., TROLKLEM, AXBREEHN. FHLEZEHX
HXM -(MAESRATFTR)REG BT RITED.

23



b) 1-Pat-4-(MAFREFR)%EOET A4 Y

#1 A2n] AAFEFPHETEM 12 Tnl LZHEF, FRLGDEH Y 1
B, #Aw 16 I-(MAERAFTR)REGEFTASTAESE 420l
PER. FROWEOCTREAY 2I0H, AABREIEN. Aidh
AAKIE, A 10N KOH A GRASHG pH A 11. REPA R
PRER, FR-ATRMA AAREIEMN. RAGERAHBIAY
1-FEA-4-(MARRETR)REGRFEATAED.

) 1-[U-ZAMA)BEE PRI A-FREAREGEF EiT 4

¥

¥ 2 1-FPBEA-4-(MAERAFRIREGEFTETAD S
A0m] Ak ve Sk ok AHERM .30l X (EFAERE)REE (IM
wakHER) LR, FOCTEHY 1IH., QORERSH T A
2.4 LA, ETSTEERASHER. AABRELEN, B4WE
B CFRRESEEE" i HmB&: 1. T8 2, 90% F5/10%
L., SF4HF FO-ZEABR)ERATEA]I-4-THREAREZN X
TRSTAEMGEBES (S HBHPLCR ), RARIEN, F3
GeHniAnBXe -I0-ZABR EREATA]4-FRREARZHE
FRiTEY.

d) 1-[Q-ZEABME)RREFTE RS

# 2.7 1-[1-LEBR)BRETE] 4-FPRAREGETE
FrAEWET 11.6m1 2N HCl, RERTRAEKE. KR REHT
EEBAFTEREELYE, B S8 EBXe 1-[(1-ZEHE)
EREFRAIRE, Aaé&BE.

HERAMEHREEN, BB L&A BHEFETAFETHAS
My -

5 4] C

-[O-SEABA ERATEAIRE (—ERESHX)

5 349 D

-[[1-@-FERAFAOMEATERATPRAIRE (—EBENH

24



)

% #%&4%) E

1-[[1-(3,4,5-=FRAEAFEOMA IR ATRI%RE (A&
#6598 X)

5 349 F

I-[-FAMA (PAERR)FPEIRE

a) 1-PERA4-[MA(PASRA)FARENETENEDY

H3Tg b MABIXG 1-FHE4-[HE(FTREEL)FRI%RE
#%F 8oml ZAHY 185ml K9 RAY, HHEERM 30g AP BLE,
AR THRERMHYS 3 MM, RLBFER, AAKEGK. Ee
MR AL, A 2N NaOH ARSI pH A 11. BREBA_KATR
2R, FRANE, ZAEN, TRE4Y. RIAGEHAHIY
-Pat-4- (A (FAERA)FRAIREOETERITAY.

b) 1-FEAEA-[Q-FABRL) (PAFER)FAIREHET
AL

B o456 PARLE 1.62g 1-FoEA-[HE(FEAERRE)T
AlmEw B EFrA e 30nl ZHER, FREGPIRTIR. %
EhEEMN, Hi4Hm5 20ml K& 10ml Amberlite IRA-400 (C1)°
(EFXHEMBATRTHERYS 1 hof. SRS, A 2NNaOH
REAERAPIA 11, A—ATFTRER., TRAMNA, B ERRE
MMATHRE. ABRALTHESMB )k F kit fratt. FEGER
AHREG -PBEA4-[OQ-FERE) (FPAERP)FRIRESE
FEITEY,

Q) 1-[Q-FAMB)(FPAERL)FA|%RE

Bl 14g 1-FoeA-4-[Q-FEABE) (FTRARRE) FAIREN
EFESAEWET 6nl 2NHCL, REM E#EH B )AL F HETL
m o EigeRAaBRS -[-FEARB)(FAZRA) TEI%R
%

% B G

25



.......

BRMEMBAEFREN, BBEAMFHEFEFD 1-[1-FE
BA)(ZAZRA)FPEIRE (ZEBASGH) .

£ &4 H

HRE-(-HEERETR)RESRE

a) 1-(ABEAFTI RSO EFTRESTAD

M 12¢ AP AR 50n] P85 50nl KegREH P 16g — &
BAEBXN -MAZEATR)%RE. BREVEZETHFY L
b, RERALEER, AXhEkE, AehAE THRLAE.
REBREEN, AN _EREHLH 1-(A R X FR)REHE
FEFEY, ALEHK.

b) NFAEABAHER-U-MAFPREFTR) REBRBEGET
ArEY

¥ o TEABAHRBR N-HA%EREARG 500l KT
WA 2 S0l g — AR EB XM 1-(MEAZRATR)RE
WEFAMAHLE, FREVETRTREHFY 20 24, B N-
FEABAVEAR W HAZREATR)REREARTRTED
R, IHFTRk.

OHEH-U-HAEFELTRORERE

EEERRAEY, AERPHEAT, AALRZL 3gN-Fa&AHE
AHAER-U-BHAEREAFTA)REEK. 60nl Z&. 5. 50l 2NHCL
Fo 1.2g 10% £ f Biuiesgmod. % 12 MHE, HReHLE,
EEBEERVTEEN. BREePALHAE, A% ELE. 73
—EBEBXOHAR-GCMAZRATR)RESE, Hatsh
A.

=% X

,4-R-(MEERETE)R%E

a) LA-N-BRALTRERE

¥ 3.5g LAY 1.5 = LW 150m] LEE&EFH 4.4g1,4-
S ARELA IOCHEREE P AL 3N, $REHAFEE

26



Bh—dmAREHIN L&--AREETFTRERS, T

¥

b) 1,4 R-[FRE(PRE)FEI%RSE

B 15g PABLR 5.5g 1, 4-R-ARALAFEBREAREH 150n]
EER., FHEROPEGATmAY 5 MW, EEETHEHFY
43 . BH-_SRBEEHXN L,4-R-[ERE(FARL) FEI%
AR, Bk, APEKE TR ETAK FERRT, ALR
BAEEFRARRAES 24 . BT IRRE, FERA
ATFR. BH_LmEBAN 1,4 -[2EE(FRE)TE]%R%E.

¢) LA-R-(BAEEAT)%%

B 1.45g AOMAE 4.2g —HEREB X 1, 4-N-[ERA(F
BE)PRAIRAEMN 60nl KER. $RABEEZTEHRY 151 W,
EXBEEMN. HALHET 150l HK. AFFERT A 400m]
LE, RRAVWEAERTH OCTHRHF. BE—LRIIXRHYAN
1, 4-- (B A ERETFR)%%, TR

e |

—(HABRATA)A-[(ZAZEA)[GZFREAL)R
AP EI%%E

a) I-(MAFEAFTR)RBRGETRTAY

J 8N NaOH B 10.7g — S & A HBX o I-(MARKETR)%%E
(BB LA a) 7288 ) £ 100nl K Fe§449 pH 4 10,
BRAWALEOLEER, LRLEME NSO, TH#H, RAXRLE
., EIARNABIN -MAZREATR)REGETEATED.

b) I-(MABEATFTE)-4 [(LABER)[G-—FHREAR)
FESRZ L S ESE SidX

¥ 1g 1-(MAEZREATFA)%R%ES 5Snl VAP EERMA
828mg LB EBXY I-G-ZFREAFE)--ZAFL =LKL
2, ATRTHEHL 1A, ¥R4HME 100nl L&Y, WHRITE.
B EERETOR, MAEAMS 6nl INLBRAEKAE, BE=
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BBmALIHXNG-(MEARRATR)4-[(CAZEA)[(B-=F
FEAARARAIFTEIREHEF AT LD, FTE.

) 1-(MEFPEATR)4-((LEFER)[G-—FREAFLE)
FEIFEI%RSE

B 1.4g B AN I-(BAEEREFTA)4-[(TZEAER
B[R AFBDAAITEIREG T AT EHE 200l K
Boheik, EmAKGESTRITEE, AERAARTREEABL L.
AE L ABEABTHK, BAWRFAGLE, HEFAKYE
FEM (3K, B8 EBXe -BEAERRATE)-4-[(L
AEER)[CGFRAFBRRAITEIRE, Aa&BEKE.

%A L

[6R-(6c, 7B (Z))1-T-[[ (5-& % -1,2, 4K == -3-1)- (R T R
ATEA)LAIEA] -FRA-LRHF4-BH-1-(FRALRK
EERX) TR

a) [6R-(6a, 7B Z))1-T-[[(5-& H-1,2,4—K == -3-K) - (&
PEAFER)ZBIAL]-S-FREI-LBHE 4B

& 1g N—-(1,4,5a,6-9 &-3-F % -1, T-=8-3H, TH-REFRT =
B2, 1-blekwh it [3, 4-d1[1, 3] E%E-6-K)-2-(5-f%-1,2,4-%
—wk3-A)-(D)-2-(ARFRAAERL) LELEN Ténl LHEERTH
A2 0. 4ml Hiinig #&. FTEE &M 0.38g #4465 5ol TR A,
ERAERENAWY6R-6a, 1B@))Y]-T-[[(5-R%-1,2,4-K=
g 3-E) (AFEAAETEA)LEBIRA]I-3-FH®A--LRE-4-&
&, JFTF%.

b) [6R-(6a, 78 (2))]-7-[[(5-&K A -1,2,4-E == -3-K)-(&
WAAFEL)CHIEA]-FHE--LRBH 4 XR-1-(FAR
P ES R IRN Y

# 1g # 3B X & [6R-(6a, TB (X)) 1-7-[[(5-&%-1,2,4K =
- RV (RAFPALTAL)CHIRA]-3-FHA-3-LFH4-&
B8 10nl — WA LEREEREOC., HHT, MA0.65g1-TEAH}
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BARBE® An]l TEERLE, HARSHAOCTHEHY 904
. B BRAOWA 1000l ZRLERS, ARELHNKERFR.
AARERAMA, 2 NaSO, T, k4% E4KRA 10nl. BHAFERE
wmA® 120m1 ESE Y. #E#[6R-(6a, 78 (2))]1-T-[[(-RE-
1,2, 4K - -3-R) - (RFALERA) ZRIRA]-3-FaA-3-
IRF-4-E -1 (FRAERZEEARNZAGRRGRHAY A
11 EmAFEEFAKESY, TRAFEHKHBX.

5% #4 K

-R)-(RA W-BARL) LB - (MABEREATR)%RE

a) I-R-(RAU-E2AFR)ZHB)-4-(MEABRATR)%
BB EFTATEY

% 4.85g FEHBXGR)4-FE o [G-FRE-1I-FE-3-R-
-EEARA IR 2B 30ml —AFTRERARRT, A 1.28g =~
PEZEES 1A 3-FARRLE, AHAFREGHWEY - 30T,
B 2g HABEES lonl —RPRERLE, A% - 12CTTHEHFL 35
Sh. ANBRAWE-40C, AAFEOCH g —RREHX
G1-(HAERAPTR)REL 3.4g Z LKA 300l —AFHRTHR
SR, BIERAMAES -30CTHRAEY 20454, £-10CT
B3 20 454, £0CTFM 751 K. 10ml 3K HC1 & 6ml =R F e
HRASWEE, AOCTREL 20454, HEEE. FAHRARS
Y. Hina s, B CEKAKMG pH A 8.0, EE -R) - (K& @
PEEALHEA) 4 (MAZRATR)RBGETF ALK
%, T§ FMEAGERAT .

) 1-(R)-(REU-BEARR B 1-(HMEAERETH)%

%

EEBWGEALEF, #0.3g FR-REAUGEEXH)T
S E)-4- (A ERETFTR)RES EFES L, 60nl L&, 1ol 2N
HC1 4= 0. 1g 10% R R AL LM RAOP AR TAALEIR, WA
Bms ik, AT PREER. WAAKSERA S0nl LEFAE,
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AEEEN, B4 EBAH FR-EAUWEEXRK)T
mA)-4-(BAEERACE)I%RE, HE&BHK.

'H-NMR ##

£ % 4

1: 3,25 ( ¥, 4H, -CH:-N-CHz-); 3,3 (s, 3H, N-CHa); 3,60 A= 4,28 (AB wiE =18
Hz, 2H, SCHy); 3,74 (% 4H, -CH,-NH'-CH;-); 5,28 (d, ] = 5 Ha, 1H, & PBbBH);
5,78 (d, ] = 55 Hz, 2H, CH.F); 5,91 (dd, J = 5 e 8,3 Hz, 1H,B - Astazt]); 8,1 (s, 1H,
CH=N); 9,04 (¥4 1H, NH); 9,35 (B4 1H, NH); (9,81 (d, ] = 8,3
Hz, 1H, NH), 9,9 (B#4% 2H, NH,).

2: 1.17, 1, J=5 Hz, 3H, CHj; 3.28, b, 4H, N-CHy; 3.60 #= 4.21, AB- w#¥%; J=18 Hz, 2H, S-
CHa; 3.67, b, 4H, N-CH,, 3.91, m, 2H, CHy; 5.22, d, J=5 Hz, 1H, B-#A#%-H 583 d,
J=55 Hz, 2H, CH,F; 5.8, dd, J= SHz o 8 Hz, 1H, p- 4stk-H 8.35, b, 3H, 1H CH=N
#o 2H, NH; 9.78, d, ]=8 Hz, 1H, NH.

3: 1.18, t, ]=5 Hz, 3H, CH;; 3.30, b, 9H, 4H of NCH, #= 2H of CH, ## 3H of CH;; 3.70,
m, 5H, 4H of NCH, # 1H of S-CHy; 4.10, AB - w4454, =18 Hz, 1H, SCHy; 5.32,
d, J=5 Hz, 1H, p-Ame-1 5.82, d, J=35 Hz, 2H, CHF; 5.95, dd, J=5 Hz fa 8Hz, 1H,

B - ABtEE-H:8.08, s, 1H, CH=N; 8.32, b, 1H, NH; 9.82, d, J=8 Hz, 1H, NH.
4: 3.30, b, 4H, N-CHy; 3.58 #= 4.25, AB-w®4%; =18 Hz, 2H, S-CHj; 3.73, b, 4H, N-CHy;
430, m, 2H, N-CH; 5.26, m, 3H, 1H p-Asthe-H o 2H of CH,=C; 5.64, =854,
1H, CH,F; 5.90, m, 4H, 1H of CH;-F #o 1H of CH=C = 1H B-ABE-H 8.11,
s, 1H, CH=N; 9.81, d, J=8 Hz, 1H, NH.
5: 90 #F= 03, 2s (2:1), 3H, N-3-CHj; 3.33, b, 7H, 4H of-CH, #e Hj, 3.64, b, SH,(k#j 4
Fo 1H of S-CHy; 4.15, AB-wisdsids  J=18 Hz, 1H, S-CHj; 5.21, d, J=5 Hz, 1H,
p-AsEE-H 5.81, d, =55 Hz, 2H, CH,F; 5.83, dd, J=5Hz fe =8 Hz, 1H, B~ Astt-I;
8.32, 3H, CH=N#1H #z NH#2H ;9.79,d,]=8 Hz, IH, NH.

6: 3.31, b, 4H, N-CH,; 3.52 #o 4.18, AB- w#¥; ]=18 Hz, 2H, S-CH;, 3.72, b, 7H, 4H of

N-CH, o 3H of OCHj; 4.95, AB-w#%; J=17 Hz, 2H, CHy; 5.14, d, J=5 Hz, 1H,
6- WsEE- 1 5.78, d, J=55 Hz, 2H, CHLF; 5.77, dd, J=5 Hz = 8 Hz, 1H, p- AstE- K
6.86 - 6.91, m, 2H, CH-%3f&%; 7.15 - 7.19, m, 2H, CH - $3r¢%; 8.26, b, 2H, CH=N Fo

NH; 8.40, b, 1H, NH; 9.74, d, J=8 Hz; 1H, NH.

7: 3.34, b, 4H, N-CHy; 3.57 Fo 4.23, AB-ww#®4; =18 Hz, 2H, S-CHy; 3.64, 5, 3H, OCH;
3.79, b, 10H, 4H of N-CH, # 6H of OCHj; 5.03, AB-w9%%; =17 Hz, 2H, CHs; 5.27,
d, J=5 Hz, 1H, 8- Astk-H; 5.81, d, ]=55 Hz, 2H, CHLF; 5.92, dd, J=5 Hz #2 8 Hz, 1H,
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B- ARE-TL 6.53, s, 2H, CH- $%%%8.14, s, 1H, CH=N; 8.30, b, 2H, NH; 9.83, d, J=8 Hz,
1H, NH.

8: 1.20, t, J=7.1 Hz, 3H, CHy; 3.5, b, 4H, N-CHy; 3.55 e 4.51, AB-vg#@dg; J=18.2 Hz, 2H,
S-CHj; 3.6, b, 4H, N-CH,; 4.07, q, ]=7.1 Hz, 2H, O-CHy; 5.30, d, J=5.0 Hz, 1H,

b- AME-H 5.88, dd, ]=5.0 Hz ¢ J=7.9 Hz, 1H, B- At~ 6.84, s, 1H, CH el
8.4, b, 2H, NH; 8.66, s, 1H, CH=N; 9.72, d, J=7.9 Hz, 1H, NH; 12.3, b, 1H, OH; 12.4, b,
{H, OH.

9: 3.4-3.8, m,b, 8H, N-CHy; 3.56 fa  4.53, AB-veddf; =18 Hz, 2H, S-CHy; 3.8-4.0, m, 2H,
N-CHy; 5.30, d, J=5.0 Hz, 1H, B-### H; 5.88,dd,J=5.0 Hz A }=7.9 Hz, 1H,
p-ASEE-TE 6.84,s, 1H, CH 25 8.2-8.5, b, 4H, NH; 8.69, 5, 1H, CH=N; 9.72, d,
j=7.9 Hz, 1H, NH; 10.1-10.3, b, 1H, NH; 12.4, b, 2H, OH.

10: 3.56 Fo 4.52, AB-w#¥% ]=18.0 Hz, 2H, S-CHy; 3.7, b, 8H, N-CHa; 5.30, d, J=5.0 Hz,
1H, p- At 5.89,dd, J=5.0Hz = J=7.8 Hz, 1H, B~ AME-1L6.85,s, 1H, CH
ks 7.4-7.5, m, SH, CH- 3544 8.4, b, 2H, NH; 8.67, s, 1H, CH=N; 9.74, d, ]=7.8
Hz, 1H, NH; 12.3, b, 1H, OH; 12.4, b, 1H, OH.

11: 2.04,s, 3H, CH,; 3.55 F= 4.53, AB-w#4;, [=18.0 Hz, 2H, S-CHy; 3.6, b, 8H, N-CHy;
5.31,d, J=5.0 Hz, 1H, P-AS#-H 5.90,dd,J=5.0Hz #o }=7.9 Hz, 1H, - Atk 8
6.84, s, 1H, CH wetz 8.3, b, 2H, NH; 8.62, 5, 1H, CH=N; 9.79, d, ]=7.9 Hz, 1H, NH;
12.1, b, 1H, OH; 12.4, b, 1H, OH.

12: 3.55 Fo 4.53, AB- ved4;, ]=18.0 Hz, 2H, S-CHy; 3.6, b, 8H, N-CH; 3.77, 5, 2H, C-
CH,;: 5.30, d, J=5.0 Hz, 1H, p- Asuk-B: 5.89, dd, [=5.0 Hz #» ]=7.9 Hz, 1H, B~ Asth-1;

6.84,s, 1H, CH & 7.2-7.4,m, SH, CH-#3/38.3, b, 2H, NH; 8.64, 5, 1H,
CH=N; 9.78, d, [=7.9 Hz, 1H, NH; 12.2, b, 1H, OH; 12.5, b, 1H, OH.

13: 3.3-3.5, m, 2H, N-CHy; 3.56 #¢ 4.50, AB-w9#3%; ]=18.0 Hz, 2H, S-CHy; 3.6-3.8, m,b,
6H, N-CHy; 5.30, d, ]=5.0 Hz, 1H, B-##ts-1; 5.89,dd, J=5.0 Hz fo J=7.9 Hz, 1H,

§- s I 6.84, s, 1H, CH % 6.97,s, 1H, CH vl 8.4, b, 2H, NH; 8.64,s,
1H, CH=N; 9.71, d, J=7.9 Hz, 1H, NH; 12.2, b, 2H, OH; 12.3, b, 1H, OH.

14: 2.77, s, 6H, N-CHj; 3.1-3.3, m, 4H, N-CHy; 3.56 o 4.51, AB- vy, J=18.0 Hz, 2H,
$--CHy; 3.5-3.7, m, 4H, N-CHy; 5.30, d, J=5.0 Hz, 1H, §- At~k 5.89, dd, J=3.0 Fiz
#a ]=7.8 Hz, 1H, p- A1, 6.85,s, 1H, CH ek 8.3 b, 2H, NH; 8.65, 5, 1H,
CH=N; 9.74, d, J=7.8 Hz, 1H, NH; 12.2, b, 1H, OH; 12.4, b, 1H, OH.

15: 3.5-3.8, m,b, 8H, N-CHy; 3.56 #» 4.52, AB-w#%; [=18 Hz, 2H, S-CH; 4.87, 5, 2H,
O-CHy: 5.31, d, J=4.9 Hz, 1H, p- A1, 5.89,dd, J=5.0 Hz #= ]=7.8 Hz, 1H,

b ARbE-H 6.83, s, 1H, CH #es  6.9-7.0, m, 3H, CH-3#%%7.2-7.4, m, 2H, CH



- e, 8.3, b, 2H, NH; 8.65, s, 1H, CH=N; 9.70, d, J=7.8 Hz, 1H, NH; 12.2, b, 1H,
OH; 12.3, b, 1H, OH.

16: 1.7-2.0, m, 3H, C-CHy; 2.3-2.5, m, 1H, C-CHj; 3.1-3.3, m, 2H, N-CH; 3.3-3.9, m,b,
8H, N-CHy; 3.56 Fa 4.50, AB- w¥%; J=18.1 Hz, 2H, 5-CH,; 4.6-4.8, m, 1H, N-CH;
5.30,d, J=5.0 Hz, 1H, B~ A#tte-1; 5.90, dd, J=3.0 Hz #o J=7.9 Hz, 1H, B-Asttk-H;
6.79, s, 1H, CH = 8.3, b, 2H, NH; 8.5, b, 2H, NH; 8.63, 5, 1H, CH=N; 9.63, 4,
J=7.9 Hz, 1H, NH; 10.1-10.3, b, 1H, NH; 12.0, b, 1H, OH; 12.2, b, 1H, OH.

17: 2.25, s, 3H, CHy; 3.3, b, 2H, N-CHy; 3.56 #o 4.52, AB-w@$; J=18 Hz, 2H, S-CHy;
3.6, b, 2H, N-CHy; 3.7, b, 4H, N-CHy; 5.30, d, J=5.0 Hz, 1H, p-#mstti-m; 5.89,dd,
J=5.0 Hz #= ]=7.8 Hz, 1H, B-AstH-B 6.85,s, 1H, CH ey 7.2-7.4, m, 4H, CH

_azretr 8.4, b, 2H, NH; 8.66, s, 1H, CH=N; 9.74, d, J=7.9 Hz, 1H, NH; 12.3, b, 1H,
OH; 12.4, b, 1H, OH.

18: 3.2, b, 2H, N-CH;; 3.53 #» 4.58, AB-w®4; J=18.2 Hz, 2H, 5-CHy; 3.5, b, 4H, N-
CHy; 3.8, b, 2H, N-CHj; 5.29, d, J=5.0 Hz, 1H, 8- Asts-8; 5.7, m,b, 1H, N-CH; 5.88,
dd, J=5.0 Hz # J=8.0Hz, 1H, B-A#E-16.81,s, 1H, CH = 7.4-7.6, m, SH, CH

—szfe 8.3, b, 2H, NH; 8.62, s, 1H, CH=N; 8.8, b, NH; 9.67, d, J=8.0 Hz, 1H, NH;
12.2, b, 2H, OH.

19: 3.0-3.3, m,b, 2H, N-CHj; 3.5-3.8, m,b, 6H, N-CHy; 3.53 7 4.47, AB-09&%;, ]=18.3
Hz, 2H, S-CHy; 5.29, d, J=5.1 Hz, 1H, B-wsthe-H; 5.5, m, 1H, N-CH; 5.88, dd, ]=5.0
Hz fo J=7.9 Hz, 1H, p-Ast-1 6.81,s, 1H, CH ek 6.8-6.9, m, 2H, CH- 5745
7.2-7.4, m, 2H, CH- 3545 8.3, b, 2I, NH; 8.5, b, 3H, NH; 8.60, s, 1H, CH=N; 9.67, d,
J=7.9 Hz, 1H, NH; 12.2, b, 2H, OH. ,

20: 1.5-1.9, m, 4H, C-CHy; 3.1-3.3, m,b, 2H, N-CHy; 3.5-3.9, m,b, 8H, N-CHy; 3.56 #=
4.51, AB-mg@%, J=18.1 Hz, 2H, S-CHa; 4.48, 1H, N-CH; 5.30, d, J=5.1 Hz, 1H, p-
AEgE- . 5.89, dd, [=5.0 Hz o J=7.9 Hz, I1H, B-#tt-1 6.82, s, 1H, CH &

8.1, b, 2H, NH; 8.4, b, NH; 8.63, 5, 1H, CH=N; 9.69, d, J=7.9 Hz, 1H, NH; 12.2, b,
2H, OH.

21: 3.4-3.7, m,b, 9H, N-CHy/S-CHy; 4.13, s, 2H, O-CHj; 4.50, J=18.1 Hz, 1H, 5-CHy 5.30,
d. J=5.0 Hz, 1H, p-#sre-15.89,dd, J=5.0 Hz fu J=7.9 Hz, 1H, p-#st-H 6.81,s,
\H, CH e 8.3, b, 2H, NH; 8.62, 5, 1H, CH=N; 9.67, d, ]=7.9 Hz, 1H, NH; 12.1,
b, 2H, CH.

22: 1.4-1.9, m, 4H, C-CHy; 3.1-3.3, m,b, 2H, N-CHy; 3.5-4.0, m,b, 8H, N-CHy; 3.56 =
4.52, AB-w#4; ]=18.0 Hz, 2H, S-CHy; 4.49, b, 1H, N-CH; 5.30, d, J=5.1 Hz, 1H, B-
et -H; 5.89, dd, J=5.1 Hz e [=7.9 Hz, 1H, p-##E-H 6.81,s, 1H, CH p: 2
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23

24:

26:

27:

28:

8.11, m, 1H, NH; 8.4, b, NH; 8.67, 5, 1H, CH=N; 9.68, d, J=7.8 Hz, 1H, NH; 12.2, b,
1H, OH; 12.3, b, 1H, OH.

1.8-2.1, m,b, 2H, C-CHy; 2.3-2.6, m,b, 2H, C-CHy; 3.4-3.9, m,b, 8H, N-CHy; 3.55
4.52, AB-v9 8%, =18 Hz, 2H, 5-CHy; 4.4, m,b, 1H, N-CH; 5.30, d, J=5.0 Hz, 1H,

B- M- H:5.88, dd, ]=5.0 Hz F» J=7.9 Hz, 1H, B-Ast&-H; 6.81,s, 1H, CH =i
8.4, b, NH; 8.67, s, 1H, CH=N; 9.69, d, ]=8.0 Hz, 1H, NH; 12.2, b, 1H, OH; 12.3, b,
H, OH.

0.87,1, J=7.3 Hz, 3H, CHy; 0.94, d, J=6.7 Hz, 3H, CH,; 1.0-1.3, m, 1H, C-CH,, C-CH;
1.4-1.6, m, 1H, C-CH,, C-CH; 1.7-1.9, m, 1H, C-CH,, C-CH; 3.4-4.0, m,b, 8H, N-CH;
3.55 #o 4.51, AB- v, J=18.0 Hz, 2H, S-CHg; 4.31, m, 1H, N-CH; 5.30, d, J=5.0
Hz, 1H, B-Ast-H5.89,dd, J=5.0 Hz = J=7.9 Hz, 1H, p-Ask-n; 6.81,s, 1H, CH
sk 8.3, b, NH; 8.67, s, 1H, CH=N; 9.68, d, ]=7.9 Hz, 1H, NH; 12.2, b, 1H, OH;
12.4, b, 1H, OH.

. 0.85, b, 3H, CHj; 1.2, b, 6H, C-CHy; 1.5, b, 2H, C-CHy; 2.33, t,b, 7 Hz, 2H, C-CHy;

3.3- 3.8, m,b, 9H, N-CH,, S-CHs; 4.54, J=18.1 Hz, 1H, 5-CHy; 5.30, d, J=4.9 Hz, 1H,
p- M- K 5.89, dd, J=5 Hz fo J=8 Hz, 1H, B-A@#-R 6.85,s, 1H, CH & 8.4,
b, NH; 8.66, s, 1H, CH=N; 9.79, d, ]=7.8 Hz, 1H, NH; 12.3, b,1H,0H; 12.5, b,1H, OH.

0.84, t,b, J=6.5 Hz, 3H, CH; 1.2, b, 28H, C-CHy; 1.47, m,b, 2H, C-CH; 2.33, 1, J=7
Hz, 2H, C-CH,; 3.4-3.8, m,b, 9H, N-CHy, 5-CHy; 4.53, J=18.0 Hz, 1H, S-CHy; 5.31, d,
J=4.9 Hz, 1H, B- At~ 5.90, dd, J=5 Hz # ]=8 Hz, 1H, B-AK-16.85,s, 1H,
CH %= 8.4, b, 2H, NH; 8.65, s, 1H, CH=N; 9.78, d, ]=7.9 Hz, 1H, NH; 12.2, b,
1H, OH; 12.4, b, 1H, CH.

0.85, t, J=6 Hz, 3H, CHy; 1.24, 24H, C-CHy; 1.5, m,b, 2H, C-CHy; 2.33, 1, J=7 Hz, 2H,
C-CHy: 3.4-3.7, m,b, 9H, N-CH,, 5-CH; 4.52, J=18.0 Hz, 1H, S-CHj; 5.31, d, J=5.0 Hz,
1H, p-Ass-1E 5.90, dd, =5 Hz Fo J=8 Hz, 1H, p-Astre-1 6.83,s, 1H, CH el
8.3, b, 2H, NH; 8.61, 5, 1H, CH=N; 9.74, d, J=7.9 Hz, 1H, NH; 12.1, b, 1H, OH; 12.3,
b, 1H, OH.

0.86, t, J=6.5 Hz, 3H, CHs; 1.26, 8H, C-CHy; 1.49, m,b, 2H, C-CH,; 2.33, 1, =7 Ha,
2H, C-CH,; 3.4-3.8, m,b, 9H, N-CH;, S-CHa; 4.52, J=18.1 Hz, 1H, 5-CHj; 5.30, d, J=5.0
Hz, 1H, B~ M8k -1 5.89, dd, J=5.0Hz A= [=7.8 Hz, 1H, p-Ammk-16.79,s, 1H, CH
sksk 8.3, b, 2H, NH; 8.62, s, LH,CH=N; 9.69,d, ]=7.8 Hz, 1H, NH; 12.1, b, 2H, OH.

. 3.3-3.9, m,b, 11H, N-CHy, S-CH,, O-CHy; 4.37, t, J=5.5 Hz, 1H, O-CH; 4.50, ]=18.9

Hz, 1H, S-CHa; 5.30, d, J=5.0 Hz, 1H, D~ Aft-H, 5.90, dd, J=5.0 Hz f= J=7.9 Hz, 1H,
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30:

31:

32

33:

34:

35:

36:

£ Amte-1L 6.83,s, 1H, CH =% 8.3,b, 2H, NH; 8.62, s, 1H, CH=N; 9.70, d, J=7.9
Hz, 1H, NH; 12.1, b, 1H, OH; 12.3, b, 1H, OH.
3.5-3.8, m,b, 8H, N-CH; 3.51 #fo 4.54, AB-wsdf;, J=18.1 Hz, 2H, S-CHy; 4.87, 5, 2H,
O-CHy; 5.29, d, J=5.1 Hz, 1H, p- AstE-H 5.79, d, J=55.6 Hz, 2H, F-CH,; 5.92, dd,
J=5.0Hz #o J=8.1 Hz, 1H, B-#nti-H6.9-7.0, m, 3H, CH- 347, 7.2-7.4, m, 2H, CH
_ 3505 8.3, b, NH; 8.64, s, 1H, CH=N; 9.81, d, J=8.2 Hz, 1H, NH; 12.2, b, 1H, OH.
2.25.s, 3H, CHy; 3.2-3.9, m,b, 8H, N-CHy; 3.51 A= 4.52, AB-vgdid; [=18.2 Hz, 2H,
S-CHa; 5.29, d, J=5.0 Hz, 1H, B- A#8-15.79, d, J]=535.0 Hz, 2H, F-CHj; 5.92, dd, J=5
Hz #a J=8 Hz, 1H, p- A8~ 7.2-7.6, m, 4H, CH- %3R8 8.1-8.5, b, 4H, NH; 8.61, s,
1H, CH=N; 9.80, d, J=8.3 Hz, 1H, NH; 12.2, b, 1H, OH.
2.04,5,3H,CH;; 3.3-3.8,m,b, 9H, N-CH,,5-CHj; 4.55, J=18.2 Hz, 1H, 5-CHy; 5.29, d,
J=5.0 Hz,1H, B- AstE-1; 5.79,d, J=56.0 Hz,2H,F-CHy; 5.93,dd, J=5 Hz f J=8 Hz,1H,
¢- ABE-H 8.3,b, NH; 8.62, s, 1H, CH=N; 9.84, d, J=8.2 Hz, 1H, NH; 12.2, b,1H, OH.
1.7-2.0, m, 3H, C-CHy; 2.2-2.5, m, 1H, C-CHy; 3.1-3.4, m, 2H, N-CHj; 3.3-3.9, m,b,
8H, N-CHy; 3.50 #» 4.54, AB-wi%; J=18.2 Hz, 2H, 5-CHy; 4.6-4.8, m, 1H, N-CH;
5.28,d, J=5.0 Hz, 1H, B- Astt-1 5.78, d, J=57.8 Hz, 2H, F-CHy; 5.90, dd, J=5.0 Hz
Fo J=8.2 Hz, 1H, B-###-H 8.5, b, NH; 8.68, s, 1H, CH=N; 9.81, d, J=7.9 Hz, 1H,
NH; 10.4, b, 1H, NH; 12.5, b, 1H, OH.
3.4-3.8, m,b, 8H, N-CHy; 3.50 F= 4.55, AB-vg @, J=18.2 Hz, 2H, 5-CHy; 3.9, m, 2H,
N-CHy; 5.28, d, J=5.0 Hz, 1H, p- Astc-H 5.78, d, ]=56.7 Hz, 2H, F-CHy; 5.91, dd,
725.0 Hz #» ]=8.3 Hz, 1H,p-##ti-H 8.3, b, NH; 8.68, 5, 1H, CH=N; 9.81, d, J=8.3
Hz, 1H, NH; 12.4, b, 1H, OH.
0.85.1, ]=7.2 Hz, 3H,CH;; 0.92,d, J=6.8 Hz, 3H,CHj; 1.0-1.3, m,1H,C-CH,, C-CH; 1.4-
1.6,m,1H, C-CHa,C-CH; 1.7-1.9, m,1H,C-CH,,C-CH; 3.3-4.0,m,b,8H,N-CHy; 3.50 F=
4.54, AB-wg @, J=18.2 Hz, 2H, S-CHy; 4.30, m,b, 1H, N-CH; 5.28, d, J=5.0 Hz, 1H, B-
WEB-1G  5.78, d, [=58.1 Hz, 2H, F-CHz; 5.90, dd, J=5.0 Hz #» ]=8.2 Hz, 1H, B-
Mg B 8.4, b, NH; 8.68, s, 1H, CH=N; 9.81, d, J=7.9 Hz, 1H, NH{; 12.4, b, 1H, OH.
3.1-3.3, m,b, 2H, N-CHg; 3.5-3.8, m,b, 6H, N-CHy; 3.48 A= 4.51, AB-vydd; ]=18.3
Hz, 2H, S-CHs; 5.27, d, J=5.1 Hz, 1H, B-K#t#-H; 5.5, m)b, 1H, N-CH; 5.78, d, j=58.3
Hz, 2H, F-CHy; 5.90, dd, J=5.0 Hz o ]=8.3 Hz, 1H, B~ AWk~ 6.8-7.0, m, 2H, CH
_ s 7.2-7.4, m, 2H, CH- 3355, 8.3, b, NH; 8.62, s, 1H, CH=N; 9.80, d, ]=8.3 Hz,
1H, NH; 12.3, b, 1H, OH.
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3.48 #¢ 4.55, AB-voé&%; ]=18.1 Hz, 2H, S-CHj; 3.6, b, 4H, N-CH,; 3.7, b, 4H, N-
CH,; 5.28, d, J=4.9 Hz, 1H, p-AME-H 5.6, b, 1H, CH;F; 5.8-6.0, m, 2H, CH,F o B-

At 7.9, b, NH; 8.3, b, NH; 8.64, s, 1H, CH=N; 9.5, b, NH; 9.83, d, J=8,3 Hz
1H, NH.
121, 1, 3H, = 7 Hz, CHs; 2.0 - 2.2, m, 2H, NCH,-CH,-CH;N; 2.73, 5, 3H, N-CH;

2

2.76, s, 3H, N-CHj; 3.0 - 3.4, m, 6H, N-CHy; 3.4 - 3.7, m, SH, 4 N-CH; #0 1 5-CH,

o AB-wsEsr . 3.57-4.0,m,4H,N-CHy; 4.59, 1H 44 S-CH, #)AB - wsgetrisy

J=18.2 Hz; 5.31,d,] = 5.0 Hz, 1H, p-HstE-H, 5.81,d,J =55 Hz, 2H, CH,F; 5.93,

T=5Hz # 8.2 Hz,p-Asti-1 8.7,s, 1H, CH=N; 9.86,d, ] = 8,2 Hz, 1H, NH.

dd,

3.55% 4.53, AB-vg; ]=18.1 Hz, 2H, S-CHy; 3.6, b, 4H, N-CHy; 3.7, b, 4H, N-
CHy: 5.30,d, J=5.1 Hz, 1H, B-Astk-15.88,dd, J=5.1 Hz #= ]=7.8 Hz, 1H, B-Asth-H,
6.84, s, 1H, CH &4 7.9, b, NH; 8.4, b, NH; 8.70, 5, 1H, CH=N; 9.74, d, ]=8.0

Hz, 1H, NH; 12.4, b, 2H, OH.
2.3-2.7, m, 4H, C-CHy; 3.3-3.8, m, 9H, N-CH; # S-CH,, 4,52, AB - v A
J=18.1 Hz, 1H, S-CHy; 5.31, d, J=5.0 Hz, 1H, B~ Asts-B 5.90, dd, J=5.0 Hz Fo =

3

7.8

Hz, 1H, 8- A%&-B 6.83,s, 1H, CH = 8.3, b, NH; 8.61, 5, 1H, CH=N; 9.75, d,

1=7.9 Hz, 1H, NH; 12.1, b, 1H, OH; 12.3, b, 1H, OH.

0.6-0.9, m, 4H, CH, 3+K;1.8-2.1, m, 1H, CH $£4K 3.3-3.9, mb, 9H, N-CH; = S-CHa,

4.52, AB- crEkagdRsy | ]=18.0 Hz, 1H, S-CHy; 5.31, d, J=5.0 Hz, 1H, p- Ast-H;

5.90, dd, J=5.0 Hz #z ]=7.8 Hz, 1H, p-ABE-H, 6.84,s, 1H, CH = 8.3, b, NH;

8.63, s, lH, CH=N; 9.71, d, J=7.9 Hz, 1H, NH; 12.1, b, 1H, OH; 12.3, b, 1H, OH.

3.56 fe 4.33, AB- vy J=18.2 Hz, 2H, S-CHy; 3.7, b, 11H, N-CH, fe O-CH,; 3.80,
s, 6H, O-CH; 5.31, d, J=5.0 Hz, 1H, p-A#E-B 5.90,dd, J=5 Hz#¢ J=7.7 Hz, 1H,

D-MEEE-H 6.75, s, 2H, CH- $5F4% 6.83,s, 1H, CH % 8.4, b, NH; 8.65, s, 1H,
CH=N; 9.76, d, ]=7.8 Hz, 1H, NH; 12.3, b, 1H, OH; 12.4, b, 1H, OH.

3.51 Fo 4.54, AB- W% J=18.2 Hz, 2H, S-CHy; 3.5-3.8, b, 11H, N-CH e O-CHy;
3.80, s, 6H, O-CHj; 5.29, d, J=5.0 Hz, 1H, p-AsE&-1L5.65, b, 1H, CH,F; 5.8-6.0, m,
2H, CH.F #o  B-FBUE-H 674 s 2H, CH- %31, 8.3, b, NH; 8.63, 5, 1H, CH=N; 9.84,

d, J=8.2 Hz, 1H, NH; 12.2, b, 1H, OH/NH.

1.26, d, J=7.2 Hz, 3H, C-CHy; 3.2-3.7, m b, 9H, N-CH; ##  5-CHy; 3.9-4.1, m, 1H, N-

CH; fo 4.27, AB-w@4a43s, ]=17.5 Hz, 1H, S-CHy; 5.15, d, J=4.9 Hz, 1H, B-
ASb:-H  5.71, dd, J=4.9 Hz #w ]=7.9 Hz, 1H, p- RS- 6.6,s, 1H, CH wng
b, NH; 8.59, s, 1H, CH=N; 9.48, d, ]=7.9 Hz, 1H, NH; 11.3, b, 1H, OH.
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45: 1.23,d, J=7.2 Hz, 3H, C-CH;; 3.2-3.7, m b, 9H, N-CH, #2 S-CH,; 3.94.1, m, 1H, N-

CH,; #o 4.28, AB- r9@Ma43Rg, J=17.5 Hz, 1H, S-CHy; 5.16, d, J=5 Hz, 1H, B-#Asthk-H;
5.70, dd, J=5 Hz #o J=7.9 Hz, 1H, B-Amt-H 6.7, s, 1H, CH'@¥s 7.1, b, NH;
8.58, s, 1H, CH=N; 9.43, d, J=7.9 Hz, 1H, NH; 11.3, b, 1H, OH.

46 AR AT 126 (d, ] = 6 Hz, 6H); 1.58 (d, J = 5.3 Hz, 3H, -O(CH3)CH-0-); 2.06 (s,
3H, CH:CO); 3,5 -3,7 (m, 9 H, 8 N-CH; A= 1 $-CH, 44 AB - Wi ¥#34), 4.4-4.9 (m,
2 H, -O-CH(CHs); fe 1 S-CH; 4534 AB - e @#38e); 5,35 (d,] = 3,7 Hz, 1H,

B- Astte~H); 5,81 (d, ] = 56 Hz, 2H, CH,F); 6,0 (dd, ] = 5 #= 8,2 Hz, 1H, B-Asts-H);
6,95 (q, 1H, O(CH,)CH-0-); 8,7 (s, 1H, CH=N), (g4, 2H, NH,); 9,86 (d, ] =
8,2 Hz, 1H, NH).

Extwk B 1.26 (d, ] = 6 Hz, 6H); 1.55 (d, ] = 5.3 Hz, 3H,-O(CH,)CH-0-); 2.06
(s, 3H, CH:CO); 3,5 -3,7 (m, 9 H, 8 N-CH; #= 1 S-CHa4E4 AB - v isgigdng); 4.4- 4.9
(m, 2 H, -O-CH(CH;), #= 1S-CH,#E4 AB-wd4e434) 5,32 (d, ] = 5,7 Hz, 1H,
B - vakA-H); 5,81 (d, ] = 56 Hz, 2H, CHF); 6,0 (dd,] =5 = 8,2 Hz, 1H, - ABtE
<H); 6,85 (q,1H,0(CH;)CH-0-)%;8,6 (s,1H,CH=N); 0,85 (d, J=8,2 Hz,1H, NH).

47. desdwdR A: 124 (d,] =6 Hz, 6H); 1.53 (d, ] = 5.4 Hz, 3H, -O(CH;)CH-O-); 3.88
(F %, 4H); 4.0 (¥4 4H); 4.10 (AB- wd%, ] = 18.4 Hz, S-CHa);
4.78 (g, 1H, -O-CH(CHs),); 5.3 (d, ] = 5.1 Hz, 1H, P~ AmtE-H); 5.78 (d, ] = 35 Hz, 2H,
CH,F); 5.96 (dd, ] = 5.1 #= $.4 Hz, 1H, B- Atai -H); 6.81 (q, 1H, O(CH;)CH-0-); 8.6
(s, 1H, CH=N); (F$% 2H, NH,); 9.79 (d, ] = 8,4 Hz, 1H, NH).

JEXK B. 1.25 (d, ] = 6 Hz, 6H); 1.56 (d, ] = 5.4 Hz, 3H, -O(CH:)CH-O-); 3.88

A2 4H); 4.0 (8%, 4H); 4.11 (AB- w4, ] = 18.4 Hz, S-CH;);
4.80 (g, 1H, -O-CH(CH,),); 5.33 (d, ] = 5.1 Hz, 1H, B-Asae-H); 5.78 (d, ] = 55 Hz, 2H,
CH,F); 5.99 (dd, J = 5.1 #e 8.4 Hz, 1H, p-Astrc-H); 6.92 (q, 1H, O(CH)CH-O-); 8.7
(s, 1H, CH=N): 9.81 (d, ] = 8.4 Hz, 1H, NH).

48: JExwi A: 1.25,d,] = 6.2 Hz, 6H; 1.53, d, ] = 5.3 Hz, 3H, -O(CHy)CH-O+ 2.08, s,
3H, CH,CO; 3.1 - 3.3, m, 2H, N-CHy; 3,5 - 3,7, m, 9 H, 8 N-CH, f» 1 5-CH: 14 AB
- vty 4.5 - 4.9, m, 2 H, -O-CH(CH,); #Fa 1S-CH; ’f‘?%’AB—nsi&ﬁm\);S,Sl,
d,]=5,5 He, 1H, B- W81 5,80, d,] = 55 Hz, 2H, CH,F; 5.98,dd,J = 5 fo 8,2 Hz,
1H, p-hsse- 1 6,7 - 7,0, m, 3H, O(CH3)CH-O-fo 2 CH-#5F¢% 7,32, d,] = 8.5, 2H,
CH- 23R4 8.59, s, 1H, CH=N; 9,84, d, ] = 8,3 Hz, 1H, NH.

Jestmiikp: 125, d,] = 6 Hz, 6H; 1.57,d, ] = 5.3 Hz, 3H,-O(CH,)CH-0 2.09, s,
3H, CH;CO; 3.1 - 3.3, m, 2H, N-CHy; 3,5 - 3,7, m, 9 H, 8 N-CH, o 1 5-CH, #h AB -
EEEEA; 4.5 - 4.9, m, 2 H, -O-CH(CHy), = 1 S-CH, 44 AB - vyl 5,34,
d,7=5,8Hz, 1H, p-#sa-1; 5,80,d,J =355 Hz, 2H, CH,F; 5,98,dd, ] = 3 Fo 8,2 Hz,
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1H, B-m##-1 6,7 - 7,0, m, 3H, O(CH3)CH-O- = 2 CH-#35/¢5 7,32,d,]=8.5,2H,
CH- %558 69, s, 1H, CH=N; 9.85, d, ] = 8,2 Hz, 1H, NH.
49: AEATHR AT 1.16,5, 9H, C-CHj; 346 fo  3.92, AB-wi; | = 18.0 Hz, S-CHy;
5.33,d,] = 5.3 Hz, 1H, p-Ass-u; 5.78,d,] = 55 Hz, 2H, CH,F; 5.90 = 5.98, AB-
w&i, ] = 6.04 Hz, OCH,0-; 6.06,dd, ] = 5.3 #= 8.3 Hz, 1H, p-AmE-H 8.2, (B34,
2H, NHy; 9.65, s, 1H, CH=0; 9.88,d, ] = 8,3 Hz, 1H, NH.
JEstwidk B. 1.18, s, 9H, C-CH,; 3.1 - 3.3, m, 2H, N-CH; 3.4 - 3.8, m, 6H, N-CHy;
3.5 fe 4.65, AB-v9EM; | = 18.5 Hz, S-CHy; 5.34,d,J = 5.0 Hz, 1H, p-AstE-H 5.66,
m, 1H, N-CH; 5.79, d, ] = 55 Hz, 2H, CH,F; 5.7 - 6.0, m, 3H, OCH,O- Fo p-Asts-H,
6.88 o 7.32,d A d,]=8.4F J=8.5,4H, CH-$3F58.75, s, 1H, CH=N; 9.87, d,
] = 8,2 Hz, 1H, NH.
Aa: 2,55 (s, 3H, S-CHa); 3,45 (s, 3H, N-CHa).
Ab: 3,4 (s, 3H, N-CHs); 3,51 (m, 2H) #2 3,58 (m, 6H, -CHx-N-CHy-); 7,45 - 7,48 (m, 3H,
CH - 35r649); 7,81 - 7,85 (m, 2H, CH-#3749; 8,10 (s, 1H, N-CH=0); 8,14 (s, 1H,
CH=N); 9,0 (Ef% 2H, N*Ha).
Ac: 3,16 (m, 7H, N-CH, #¢ -CH,-N-CHg-); 3,61 (m, 4H, -CHy-N"-CHy-); 6.0 (845
3H, N'H;); 8,3 (L% 1H, NH); 10.0 (¥4 2H, N'H,).
B: 1.22, 1, ]=5 Hz, 3H, CH;; 3.16, b, 4H, N-CHy; 3.43, g, J=5 Hz, 2H, CHj; 3.65, b, 4H,
N-CH,; 10.14, b, 2H, NH.
C: 3.14, b, 4H, N-CHy; 3.68, b, 4H, N-CHz; 3.98 - 4.18, m, 2H, CH,-C; 5.16 - 5.48, m, 2H,
CH,=C; 5.80 - 6.10, m, 1H, CH=C; 10.30, b, 2H, NH.
D: 3.19, b, 4H, N-CHy; 3.67, b, 4H, N-CHy; 3.77, 5, 3H, O-CHj; 4.59, s, 2H, N-CHy;
6.90-7.02 v 7.25-7.38, m, &G 2H, CH- 33764 10.02, b, 2H, NH.
E: 3.20, b, 4H, N-CH,; 3.67, b, 7H, 4H of N-CH, #= 3H of O-CH;; 3.81, 5, 6H, O-CHj3;
4.59,'s, 2H, N-CHy; 6.69, s, 2H, CH- 35 9.96, b, 2H, NH.
F: 2.84,s, 3H, CHj; 3.18, b, 7H, N-Ctef 4l A Clk#93H;, 3.63, b, 41, N-CHy; 10.13,
b, 2H, NH.
G:1.20, t, ]=5 Hz, 3H, CHy; 3.19, b, OH, N-CH# 4 fo &30 F= cLegod ;3.64,
b, 4H, N-CHj; 10.12, b, 2H, NH.
La: 3.32 4= 3.70 (AB egd@%; ] =17 Hz, 2H, 5CH,); 5.22 (d, ] = 5 Hz, 1H, B~ Ak -H);
5.82 (d, ] = 55 Hz, 2H, CH,F); 5.86 (dd, ] = 5 o 8,4 Hz, 1H, p-str-H); 8.35 (X%
2H, NH,); 9.5 (s, 1H, CH=0); 9.88 (d, ] = 8,4 Hz, 1H, NH).
ib: dExdmitk A:  1.21(d, ] = 6 Hz, 6H); 1.53 (d, ] = 5.4 Hz, 3H, -O(CH,)CH-0O-); 3.67
(AB-vgd%; | = 18.2 Hz, S-CHy); 4.6-4.9 (m, 2 H, -O-CH(CHs); 5.32 (d, ] = 5.3 Hz,
1H, p-ste-H); 5.8 (d, ] = 55 Hz, 2H, CH,F); 6.04 (dd, ] = 5.3 f» 8.4 Hz, 1H, &-
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Ast-H); 6.84 (g, 1H, O(CH,;)CH-0-); 8.2 (K% 2H, NH,); 9.6 (s, 1H,
CH=0}); (¥ 2H, NH,); 9.88 {d, ] = 8,4 Hz, 1H, NH).

JEexbekdk B; 1.23 (d, ] = 6 Hz, 6H); 1.53 (d, ] = 5.4 Hz, 3H, -O(CH;)CH-O-); 3.68
(AB-vgd&, ] = 18.2 Hz, S-CHa); 4.6-4.9 (m, 1H, -O-CH(CHy)y; 5.33 (d, ] = 5.3 Hz, 1H,
8- mse-H); 5.8 (d, ] = 55 Hz, 2H, CH,F); 6.08 (dd, ] = 5.3 ¢ 8.4 Hz, 1H, p-rusts-
H): 6.93 (q, 1H, O(CH;)CH-0-); 9.6 (s, 1H, CH=0): 9.88 (d, ] = 8.4 Hz, 1H, NH).
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