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MEE; HETAHSE(N, mOEntE. NERARE. ZSntE.
“EBIR, EE.

17
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“IEFERIRIE” BETEERIN-THEAEFHENER,
TR BMAREE - HEMEER. R AMEE 4 E LT A
FEARRET. BREBIRIEEZSI, BEWMHFREEIFR
AT LR REETHNERTHNERETAEGMNENANER. MMTE
B mem ., DIEnttm. NEEy . NEmEm. “8 &R, 1,3-2
MEkE. 1,4-"HEkE. MEERAWEMNER . XLFETAFERN, Bl
1-BZAXIR[2.2.1]B¢ 68 ZTH. HE.

“PrERRIRE R RIER PR LRIPREER DA A HH4E
MR T EL T RE. ELERTREFENRENED.

EAUHP P “EEMRRAN” B “SBRARN” EFF, T
FERER LA AEREEENRRENEMTRAE. £ MERLET
FHEAR - PRSP

fERBETH “BEL—MHNRERTRAPESE, KWAFHIN
BARE” . RYBRN “HFRE. FTE. XEE. HEHE. ZHE
B, & BATEHERMRRK 7. RPRRHN 7 GBS IR E R,
R R RRH AR E, BE FFE, REFEORTE, &
BAEERMEBARE” 1, WETFRNBRARZSEUT @Z(h)F 4 H K
FEH. “R™” R EEMAE—DEEZ A E B LT B2 F IR AR & T
#: -OH. -O-(fR k%) -OCO-(fRFZ ki E). KE. -CO-(RLkt
#),-CO-({R e %)« AEIE 5 — BT MR R IR Z B R & F L
B, EEME DI MR EBANNEE. BE. RFE. 7
fedk. SEFERRIE, NHRET.

() KREF ;
(b)-OH. -O-R*. -O-# %, -OCO-R*, -OCONH-R*, FE A (=0) ;

(c)-SH. -S-R*. -S-ZE#. -S-FFHE. -SO-R*. -SO-FE. -SO-%#

18
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FEE . -SO;H. -SO,-R*. R HIBE 1K Kbt BBV AT -SO,- 25 . Lk
WARR ST B -S0,-28 5 2, FUEEH A — AT F A REEURIIEE
R B

(d) FEEME —PEFH A R B E . -NHCO-R*, -NHCO-*
#. -NHCO,-R*. -NHCONH,. -NHCONH-R*. -NHSO,-R*. -NHSO,-
RE, HPREMEMBPIRESE. -NHSO,NH, FARHZE A

(e)-CHO. -CO-R*. -CO,H. -CO»-R*, fE#EH# — N EH A R* B
MEEFBE. &S -OH HERBRAK-CO-(FREAE).
-COCO-R*, FI& ¥,

() EEZFAE, HE ATEME— N HENMEEUTHERR
f: -OH. -O-(fR&JmE). &AL, -S-(R P ). Fik —ADEFHA
MERERRPERE. FREE. -COH. Fkbig—PEBEN Rz B
ROBEFHE. MERT. AR

(g) HRFEEHFEFFRAE, HEEMEME—IHENEEUT
RIEFEA: -OH. -O-(REHEE) B, -S-(RFRE). FikHigg—
ANER MR ERRNEE . FREE. -COH. (LM — M
MRz AR EEFBE, MERF. FIRY: M

(h) EREEE. KREFE, RETHEE, HLEEATH— TS
1% B Lk (a) 2] (g)F B BURE R

£ R¥ 5 RP R IR E. REHE. REHRE. 5-0-(&
FeEk), HLFBMEEMERA” 5, TEFRNRAEEREE LiE()E)
(g)FHEHHER.

RORTH AR AR NS DT BR T BARE T EH A REKERET
FH, REZINESL, AFEAAEREE. SAPUEBRBREERER
HWEKERNREY . MBI EY. ARANLEYTTIEALR
FHEEAFE. EMEMNEERAERLRBEDHEEEES K
. ARACEFEF DR B, EPERANLEY+FH—
2 2 A TR TS I R AL R B R A P R /A

19
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ARAMEEDTIEHRE, REXIMBATHHY, MEaEE
AEAT. FREEFMBE S THIRNE, THRAIMER. SR
R, SR, MR, HR. MR, SHENBRNE, TR W FR.
ZB. W, BR. RZKR. TZER. E9K. SKkR. IR, ¥R
. EAER. R, FHERKR. JHERKR. XER. YEXRER. (1%
2. MAER: 55BN WKNE, &BEAWM. H. 5,
ek, SEHBEE, FNRAWPRER. 2%, LK. SRR,
MY, %%, MEYE. i, FRASESTKED . BEHLY.
MAEARHMNLEDHII ARG REYEETNHRE. ARPHSHER
HABEETAZ Y, BN, EAAREELIERORTLEYEE
HBREY. EIRTERERPARMTTEZAYRIZER, AR X1 Prog.
Med., 5, 2157-2161 (1985)F1 in "Development of Drugs," Vol. 7
"Molecular Design," pp. 163-198, Hirokawa Shoten (1990)F # it fIE A .

AERAMLEDRETARENEAUMAET HEFRE MR
BRERBMFMEE S Z I & BT E#HIT. AR HEZETERBNT.
EAIE T AR E S % B A0 L ) B R R B 5 AR IR T ik A7, B
T ERGRAMMER, EEREME ST EERTNE, Bk Edgsk
ANELWRFEE, IESMERATATRANERDFENEE>T
ZHEFRWN. REREFEREZRFEUSIPENILEY. XN
EaReEREE. RE. . IHE. AURFRARNKRFPEEES W@
7F Greene 1 Wuts, "Protective Groups in Organic Synthesis (28 =hR)"*+
FRER, RATURERANRNFHEAEH.

20
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[ 9]
H-R®
(Y — PR Y
RVKN Y RVLM/Z RVkW'#

H
(1c) (1a) (1)
(EEMET, 3} AR, A REFERELBRARMNEX, Y EFR O
S, ZREEEER. UTHE. )

AEPRGEEFEAEPER()RTIMAFEZEANE S E
A R EAT A 5 AN ()RR M REAT A Y & N DA & BB (D&
NAE AR EDRITTIE.

WEW()FTHE Z RANELEERARETUERNEHTENL
EYFTHEESRTF—E LU HZ B EROER. X6 7aE
KERTF, HlmaEaA. §M8, BA, A RESEEBEERE,
Pl B EEE . AT REBREAEN =R F REBESR
3. FEBMBERE, FlIMKBEBEEAENS FREBEEARE, MR

lrd

B

WED(la)y5aWOb)H R NAER ERER T ERATENRE
&R AP HEAT .

BRIKSEF FRBESERE, BlnFRMN_FRZE; W, #fF
HZEMMFPERTE; B, L. WERKRE(THF). &k, 0
THEE - FEL B, 50 FEE(MeOH). Z B2 (EtOH). 15 N B2 (iPrOH);
ZFE, —HEEERMDMF), 1,3--FE2-BkMIEEROM), ZFE
W(DMS0), 7K, RFEBREY. AR\ILELEBIFET T, WEK
HWHEFERSBRBRENFRIFRRE, BeBRREALWHBRIMN.
MRRES, B, flN=2EN_REELE:, MEE. AL
BEREPo)RBIBAER . R NREE T A KA 20CE KL 1807C,

21
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FEMIERL 60CHIRY 130C, MRTEEUED . KNEME F
He,

WA Wy (1a) 7] LLE 16 an AR 38 % A 77 ¥4 B (10) 3R 7 1Y 105 e ) B
W% BE 5 B (pyrimidinethione) {7 4 4 s 44 B BEAL BE1T & AR .

A5 5 PR AP R b A0 R I ) a0 4 46 S (10) 5 AL B dn = S B
M=ZRUBERNHITH . BB ELHWERT ¥ AEEFH®E
Y(1c) 5 BABEAL BB an B R ALY . X R A . = F F S BB
FER . M=FF R E R N #1759 .

E(1e)fT LB 5L S, FIWLE J. Am. Chem. Soc., 74,
842 (1952) Chem. Ber., 95, 937 (1962), B J. Org. Chem., 29, 2887 (1964)
PR TIER S HEMEUNTE. LEWO)RTER, SETLED
B VEE B

R PRIFE LS YT UGBS A SR A R EE R T &
(Blampet . Bih. BURRRE . E4b. IR MKAE, RXER AR
MIEE ERS&TIE KR P REBRTTE. TR EARN R K
WEIMSZ RAITIE. BEAZRREFNARAN A —MeEWE.

Rranpb AR A KAWL EWLl, 2BAFEEREED S M
HA B . B S BRI RERIT, FIINER,
WY R, Gf. LB, EER. MSMEAEEAR.

BAKRAKEWER IR, FltREE. XMiELR
MG UELEBTTERD, Al RER, EPRESMEES R,
FHBEESE. FECEEUESYIET LUEHE S NI E ERR IR
BHER .

22
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REARAGD T UEL BT ERE, ERARAN—FEHE
WEWMAYHEE. BEN. EEATHAME R NN. 44
A ARFL RS IRE. R, BR. MAEZEORER, sSESF
FlnEERKES MALAES . SR, RBG Y. BHELSY. 38K
LAFRANEREL AN

ATERARACOREANEARESYEERT. R BRL.
HE. EXMHEGCEHEY T, B—NREZHEEDRSEL—MENE
METNRS, BB mILE. HERE. FEE. BRETEE.
AR R JE8 . ROBWMEREE. fIRERES. BIE\ELEHIE,
XM HEGY S ARTEERBEREHERESENEMA, BlniEe
FIINTERRIRSE. HIMEFNIMAE R Z “BHBRS. aES. HEH. fE
B FFIBCA R AR YE T A ME A BN B AT AR B B E F v I R A R
planfl g, K. RERNEALE R, IEENEFEXFEZLE
—HRES.

HTORGAKREAEWEEATLHANAN. Bk, BZER.
PR B MEE. Z450E S EENBERBER, flndiKg
ZEE(EtOH). XMEASYTRE, BREMBRSAGZIN, BFmiE
BAIMEEM. BMRA . TR, FF. ABHEA.

BT iFmES A RENFEELEN S KBIEKER . BENR.
BAMA . EKBEF BTN TUEIE G v 5T R R Bk A 2 g
Ko AFKBIBEHEREENREEMNOMA ., BLE. HYH U
Mo, BEh0 BtOH. AREVR 85 (M AFR). MHEE . XMAEYAH 4
BEBFIMBTIRF . B LT 2EF. BRER. OEH.
XEB|EHMELTTHENEESE. AL S5RERN—ErH . S0ETE
SPREATRE. REHRATEAFTEMNEGEEWZEER, EFAZ
AR EERT & TES TR KT E SR

23
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ESHORALEEHFEEE AL 0.0001 2] 50 mg/kg A E, {Lik
#7 0.001 ) 10 mg/kg, BALIE 0.01 ] 1 mg/kg, EFE—RETHITH
ZHIURAE T ELHMERKANEAEEFEEE AL 0.0001 3] 1 mg/kg
WE, &Y 0.001 B 0.1 mgkeg, EZFNEFH —RE TS AEKRE
Fo. ZAIBREL BRER, FERER. &, E5. MEEEEM
B HHRE .

SE 1 1

IRIEIRE LT SER ) Bt R A B, (BRAE KA UAEMATT
252 B X Lo ST i A PR . R T SERE B B0 S ROBML & YT = B I R
FF M E &Y BAEF=ENR 7T ASE Bl HE.

%P1

o B A A A 4-5-2,5-Z FCK B &4 -EtOH W VR ML 71
ERERETHH 16 NET, RERYE, BRIETERKRE, KFHSKRRE
—HEfE BtOH FAMNZIRE FTHH 3 K, BH 4-7-2,5-ZFBF B

5&%6) 1 B0HE TR 3 TRARHKEY . RTFHIFSE
U & (LT AR R).

Rf: BEF|%T

B4R JEIEHIE (MS: FAB-MS(M+H)', MM: FAB-MS(M)*, MN:
FAB-MS(M-H), ME: ES-MS(M+H)*, MF:ES-MS(M)*, MG: ES-MS(M)’,
MH : ES-MS(M-H), MI: EI-MS(M+H)", MJ: EI-MS(M)", MA :
APCI-MS(M+H)")

g g

R, R, R*: BRFMEREMe: FEE; Et: L% cPen: HFLE;
cHex: ¥ C#; pyrr: MEREHE-1-Z5; pipe: WRAE-1-%; hPy: 1,2,3,6-14
SMLTE-1-%; azep: B FEFE-1-3: pipa: WREE-1-Z&; mor: MEHf-4-

24
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%t bpipa: EUREE-1-ZE; fur: BREEE; Py: MEBEEE: Pyox: 1-FH ARt
BEHEL; tmor: FRARAIMWE-4-F,; Ph: FKZE, Ms: FSEHEEEE; Boc: #
TEHRE; Ac: LBEE: di: = tri: =. RAEFFTIEHMEFR
BMARKAME, Eik, B, 4-(4-Py)-pipa TR 4-M0E-4-FEIURE-1-2. )

[ 3]
Rf 25 1y i Rf 2= R
NH NH
1 fI::[kNHz MS:191 | 1-1 FI::EKNHZ ME:175
o] F F F
F il F N:H 176
1-2 Ijﬁw MJ:234.236 | 1-3 I}Az
BN P [ES-MS(M+2H)"]
NH NH
F NH F NH
1-4 2 | MS:191 |1-5 2 MS:235
Cl L Br L

21 2

FEHBET R 2-ERARE. =FEE0.01-M B SR T,
MERXARESYER R TN 14 B, B3 2-S0LeE-3-EEERk.

ME: 156

=% 3

AT 2,5-— EY-3-RRFERE. =FES1.01-M W aRE
W), B, MRZENEEWERRBTMHR 3 X, B3 2,5- 28 EY
3-FRRFEE,

MF: 196

S| 4

B 4-E-2,5- AR FEK . 4-EREEEY-3- R £ B . NaOMe.
A1 MeOH MR EWEMRBE A 19 MET, RETE 60°CTHH S
ANET, BB 2-(4-F-2,5- R E)-5,7- T EE W FE[3,4-d]FEIE -4(1H)-H .

25
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i

200680035732. 3

E5%5] 4 F0IHEIE LT R 4R 5 P4 HKAEY.

[3& 4]

v w
N N 0 a S & S
o o N n N N .
= 2 g < = 2 <
= = = P p=
o O O
%) %)
= { =z { % { O C C C
- ~ T ZI /
o 7 & 4 (. ﬂw NNH ZT ZT
W ﬁ = DRI
W [V
R 5% NMVF
w L L w = ? o
5 o w L L 5 Lo
Gy —
23 3 3 3 3 3 3
< <t < : in
< <
— O
o < o % N
M M x
= = p P P
Q,le&o " O O O O
o ] ZT
L = L =Z=( Z= { ZT et &t Tt
1 = - Ratll
| To] & jan
(TH T =
o -0 O
19} (@) O] - © bwow
Gy
I - S -
< <+ < _ i
< <
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[k 5]
Rf 2 | Rf it 4G/

N

N
4-14 | Fysynto  [MS:327| 4415 | R A by | MS:301
" Cl FH

F
0
N\ N
4-16 D\/L o 4-17 Fjg(mN o |ME:285
F Cl FH
I\FOC
418 | o N T Ms384l 419 | ¢ L L
cl g1 cl FH
S
N\

4-20 MQ” o

Z%15) 5

[ 2-(4-5-2,5- ZF A F)-4-848-3,5,6,7- T & -4H-FIL 1% 5 [3,4-d]
IE-6-RERMT B &7 MFEMESYREYHMA 4M HELE
(HCH Z B8 L ER (BtOAC)B I, KB EIHB SN BEE THHE 5 D
B, B3 2-(4-8-2,5- T H K H)-3,5,6,7- T F-4H-AL A% F[3,4-d) BB IE -4-
B 5 R 2

MS: 284

24 6

Bt 2-(4-5-2,5- IR EE)-5,7- AW FF[3,4-d)HERE -4(1H)-BIf1 =
EEBMBEEYE OCHH 4 P, BE 4-F-2-4-F-2,5-2F5F
F)-5,7- " EW F[3,4-d)EIE .

52%F] 6 XPMHZEUTR 6 M1 7 P H L.
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i
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[3& 6]

o
S S NS % % < >
£ < 2 = 2 & 0 2
p= = b= p> = p> P
O O O — o O O
%) %) 0 O
@I,AN @I,AN QI,AN QQI,A H/A = MA/ 'z MA/ z
m Z=( w Z= Z= N|N Z=( L Z= WL z=
o
& . o
wow wow w5 © 9GS YW W s Wy
w7 0 0 N R = -
=4 O O ) o) NS S S
(@) <r (@)} — <+ i (Vs
— O — <3 o0 [a») o0
59 wn < n m N 84| /M
p= = = p= > > =
O O O — O &) O
QQI,AN QI,AN §N @ ,C 0 > D > D $
Tl =z Zz=( W Z= L Z Z= z=( e
3R W VAR
=z
) “ & “ o o - G Lo
ol IS o < 9 %9 = =
22 O o) O O O O
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[ 7]
Rf ZE 1 HAE Rf A g
N NS
6-14 F;[;j/kN’ ol | MS:347 | 6-15 j[:jka/ o | ME:319
Br
F
S
6-16 N X I ms319| 6-17 Nl%f MS:303
- ﬁI:I*N’CI ' - N“ Cl 3
Cl F F
- N - N \
6-18 | F : e 6-19 ZZT/KN/ .
Cl F

S| 7

% 2-(4-F-2,5- ZH A )-3,5,6,7-TU & -4H-A & H[3,4-d] 05 BE -4- T
BB, =2k, MEBEBEEN _SFRERERREE TR 3 /b
B, 23] 2-(4-F-2,5- B HE)-6-(FF A B 5L )-6,7- = £-SH-ML % 3
[3,4-d)WEE-4- 3 F AR BR .

55%4] 7 ROMH & UTR S TR ED.

[3& 8]
Rf &5 1 HIE | Rf &5y EIEi]
,\l\/ls r\Poc
7| ¢ Nigf> MS:440| 7-1 | o N MS:462
(N NOMs J::[*N OMs
CIF cl F
ZX1 8

¥ 4-50-2-(4-F-2,5- B A FE)-5,7- T EEWY 3 [3,4-d)E e AT
AR, MEFWESYERFEETHE 1 /K, 738 4-F-2-(4-
H-2,5- T/ FF)-5,7- ZEEY H[3,4-dEE 6,6- —F ALY

29
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5225 8 KUK ZLLTR 9 PRARHLEY .

[ 9]
Rf 4= H #iE | Rf g A
20 20
8 % MS:351 | 8-1 | . Ngf MS:335
N "Cl

o .
::Z
.
R
Z
Q

F

Q
S.
N% : ) :
8-2 F Lo MM:396 | 8-3 FD/'\N cl MS:335
Br:C[F F

F
‘ MS:351 | 8-5 F \ MS:397
J@/\N Cl : ﬁN Ci ’
Cl Br
F

O
%o 50
8-6 N,% ME:273 | 87 | © N% MG:354
O/kN/ ol S)j/kN ci
Ci
O
8-8 N’Qf MH:314 | 8-9 | r A Lo |ME35]
Cr~N"cl
N~ Cl F
%o %o
8-10 NS MS:245 | 8-11 NS MJ:258
Nl MN’ Cl
S5 9

¥ N-FEE S WR-N-E A0 0 SR BT B mAE] 1 &
4-T BEEALF TR RN THF- KR EY T, BEINERER
R B 24 /MBS, SR 5 A AM HCL-EtOAc ¥ AL 28, 183 1-9F & -4-(F
EFEERVERAFh-4-FEERE. ABEN FE4-FEEFE)ARYT
Bl-4-EE MR A PN 10%MEHHEE, HEBREREEASATE

30
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HERETHEE 6/, B 4-BEFEVELIFER-4-82 HRE.
MS: 146

S| 10

FEKA I T HELA 1-FERRTER-3-TIMA R — Z 82w
B 2.8 Z B R THE R+, BREWERRRE TR 2 M, &
B (1-FEERFERI-TE)ZRZENLERWREEY, BHA M
HCI-EtOAc ¥R AL 3, BB JE In A\ EtOH 1 10% M V& Bk BB HE &R
TEFERE FHEE 15 D, BREARKER-3-ELRIBEERE.

MS: 186

Zxp) 11

¥ 1- T ERERRE-4-F2. S4b#. 1 DMF RIBEPEFRIR
EEFHHEE s e, mEFMA 2-8-NN-ZHEZEK, HGREESYH—
ST IEEETHEE 30 28, B3 2-[(1-RT EREVRRE-4-F)E
HEI-NN-ZHEZK, BHE 4M HCI- RS —BEFERE T HH 7
AN, BE NN-ZHE2-(RE4A-EEE)LE_ERE.

MS: 273

Z%4] 12

¥ - TR ERE-4-F2. =20, FREBEE. M s FHRIE
SYIETIBEE THEE 2 K, B3 1T EPEIRE-4-E FEHEREE.
KA 1-RTEBRERE-4-BE FERE. N-R_-48. 20%
NaOEt-EtOH. 1 EtOH 18 & ¥ 7E Hit# T m#ENR 22 A, B2 [1-(
TE P EE)IRIE-4- A R 28 . BEBR[1-(BUT EEkE)IRIE-4-
HEIR-—B 28, MEiLE. B3, 1 THF fIREYTE 60°CHEH: 18
INBY, BE 2-(1-F T EHmEIRE-4-FE) A 4-1,3-2F, ¥ ES5 4M HCI-
TERBR A FERENRERE THE 1 DK, B3 2-Ukik-4-F
HAhe-1,3- " EE B,

MS: 160

31
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S| 13

B(-BT EIREVRAIE-4,4- —F) “FEZ. 4M HCl- @i .
MeOH FIVEAWER IR E T HEHE 2 I, BR(TRIE-4,4- ") " HEg
B,

MS: 146

2% 14

¥ 1-B T ERE-4-G-BERE)IRE-4-FZF0 4M HCl- “IEHR BT
KB EYEFBERE THFE 3.5 N, B3 4-G-FERE)IRIE-4-F £
m,

MS: 160

2% 15

¥ -8 T B IR IE-4-FF A1 N,N-Z B 3 BB — B B 45 B 7E
T MARER 6 Y, B3] 15T EBREE-3-[(Z FEEE) W F E IR
-4-F. BREN 1-R T EREI-(CREERE) T FERE-4-5. 2-
MFEEZBE . A MeOH R)VE &Y EIHE T AR 2 DB, B3 2-(5-
T EBREE-4,5,6,7-V0 & -2H-M M 3 [4,3-c] ML BE-2-38) ZBEFD 2-(5-BL T &,
PE-4,5,6,7-TUE-1H-AL M 3[4, 3-c]bIE-1- ) Z B RS Y . BEIM
tEWIREY) . AM HCI-EtOAc ¥ . 1 EtOH IR ENEFNERE T
Wi 2 e, 1BE] 2-(4,5,6,7-TUE -2H-AL M 3 [4,3-c]IE-2-35) B —
BB 2-(4,5,6,7- V0 S -1H-AL M [4,3-c]RLE-1-2) 2B SR E W
BED -

ME: 168

S 16

¥ (Q2E)-(1-FE-3-FREIRE-4-THE)ZRZE. EFR -2 LE.
H1,2-ZFLKEBNREDER BT INHREG 30 58, RIERERSE.
KR A|RYERT EOH FREBMHL T mHkER 10 24, B3
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(QE)-(3-F EIRIE-4-WE) L L B8
MS: 184

SZH 17

¥ L-RUT A RERE. 3-REWNR. 1-REFXIF=W(HOBt). I-
LE-3-B-Z“RERENE)K Z LRI (EDCH. 1 DMF RR&Y)
EIERE T HHE 24 /N, B3 3-(4-B T EIKEIRE-1-)-3-ERA
bo-1-02, KBHE 4M HCl- ZEE R MeOH —EEMN IR K T 5+
16 /NaT, B3] 3-FAR-3-REE-1-FE A be-1-EE R R 2.

MS: 159

%15 18

¥ N-Q-HERBEBRE) L %, 2- A OHBR. =4k K F
FEENRGYAE OCHEE 3 /T, B8 N-Q-{[Q-AZE)EBEIRE
F)-2-THERBBE . BXNMCEYERT LR, 1 H 0 A5k R 5 A
BT &, FBEWME 80OCHIH: 21 /K, /F] 5-[Q-FHEFRE)
PEEEEE-1,2,5-R A —RAHER LI-“EhY. BXMAEYBRT
ZFE, MEFIMAN -FEEBENRESE, FRBESYIE SOCHH 21
INEE, 1BE]1,2,5-B R ZRBAH R 1,1- Z8 4.

%4 19

W N-Q-TEEFBEEIZ . 3-BE-22-“HERFK. EDCI.
HOBt. —& Fft. M DMF KR SYEHRBE TR 4 D, FE
3-RRE22- T HEN-QQ-{[Q-HEFRE)VHBEIRE) 25)AB . %
&Y. ZFKBE. BEAZRBR_CE. A THF WEEYE 0C T
15 /NBF, 183 6,6-— FF ZE-1-[(2-IH B R E) BB E]-1,4- BRI Rde-5-
. Biza. 4-FERXRE., KBRH., NICENREVEXRTRE
THEE 3 N, BE 6,6-Z FI-1,4- T H A F AR -5-H

SEHER] 1
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¥ 410 mg B9 4-8-2-(4-5-2,5- ZFEH)-5,7- ZE EW F[3,4-d]
BE 6,6-—F Y. 323 mg AY(R)-3-FHEIRIESH(R)-F A2 £ . 0.60 ml
M_RAEZEKRM 10 ml WOBRIREDTE 710CHH 2 B, MK
NBEYMA 20 ml 7K, KIEEYH 20 ml EtOAc 258X . K& BHH
TR EK S, ALKRBRETR, FERETEHER. BI05%
W8 T T A G (S AR-EtOAC) 4k, 8% 0.40 g E4E. 8% E 44k
IR 4 ml §9 EtOH, 8 ml #J EtOAc. #1 0.5 ml i 4M HCI-EtOAc
BB, FREEMESAERETHE. BREBHER, FREKDM
A 4 ml EtOAc, YTIEH AERE A, @l EWeE, B3 188 mg /Y
(R)-2-(4-5-2,5- ZF R EE)-4-3-F HEURE-1-2)-5,7- & B I [3,4-d]
MEIE 6,6- AW EBRE .

5L ] 2

¥ 37.04 g 1 4- {1-[2-(4-8-2,5- ZF K H)-6,7- Z & -5SH-3F [ FF [d]
W5 -4-FE IR IE-4-F) TR B8 . 160 ml f9 1M SE LK. F1 400
ml 9 THF-EtOH (L D)XIRSMEARFRE THAE 4 D mMENEE
Y1 A0 160 ml B 1M EhBR/K VR 700 ml BI7K, R REWHAN
BB R. BREIMBVAEALTKRBRET R, FERETEHER.
¥ 15 3 1 B4R #E T 300 ml B9 THE. f9 50 ml B 4M HCI-EtOAc %
W, KMEBRERYS, U EINEANK-ZIFEESE R, 5382535
B 4-{1-[2-(4-F-2,5- " FIFEF)-6,7- Z & -SH-FF [R5t I [d) W5 IE -4y1] UK 5
A4-FVTRERE.,

L 3

¥ 390 mg B {1-[2-(4-8-2,5- Z R AR E)-6,6- & R-5,7- S EW I
[3,4-d]MERE-4-FEWRIE-4- W)} TR 2B 10 ml B9 6M EEBR/K . An
10 ml (] THF BHEE Y7 90°CHI#E 5.5 /NET . JRIETE B R, FH%1E 3
FIEKMNIK-ZIEES &, B3 126 mg K7 {1-[2-(4-8-2,5- Z F K H)-6,6-
TEAR-5,7-ZEEY H([3,4-dEIE-4-FEIRIE-4- W R} LB B E.
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L 4

¥ 503 mg B9 1-BUT EIREE-4-[2-(4-F-2,5- ZFFEE)-5,7- 5 EWY
FH[3,4-d)WE e -4-ZEREE . 2 m] #) MeOH. #1 6 ml A9 4M HCI- 1B
BEVREDETREE TR 1 /. mRNEEYMIA 15ml ) 1M
SEMNPUKERA 2 ml B LB, FRTTE TS IEEE, AR, &
JE R OBREE:, BIETE. BEIMEAERT S ml # MeOH, HME
PO 2 ml By 4M HCI-ZEEEE W, AREREEHEN . K538 %
KU A EtOH-EtOAc I HEFig, 53 423 mg H 2-(4-8-2,5-
ZRAREE)-4-URAE-1-5-5,7- ZE B I [3,4-AE e IR,

S S

¥ 350 mg B 2-(4-8-2,5- /AR E)-4-(URBE-1-35)-5,7- “ A Wy I
[3,4-d]MERE A, 72 mg MAREZRK. 0.22ml =2, 128 mg
f HOBt. 182 mg #J EDCI. #1 10 ml ) DMF (/RS ZEFNEBEET
PP 17 /NBT. AR BBEYIMA 100 ml BK, ¥ iTiedid s,
FA7KBER, FESOCHEUETHR. BERIMESHEET 15 ml §7 THF,
FEFMA 2 ml B 4M HCI- ZRE ST ISR, R B R Wk 48, 73 21 1k,
BHENZE-ZRELESR, B3 315 mg B 2-(4-[2-4-8-25-"HF
£)-5,7- S W [3,4-dEHE -4-FE IR IE-1- ) - 2- B A B 2 .

S 6

F 364 mg B 2-(4-8-2,5- ZFFEE)-4-(DRBE-1-55)-5,7- —EEmy 3F
[3,4-d]ME0E iR, 0.71 ml IR AZEZEIZH 10 ml §J DMF )
BEDT, MA0.08ml KIFHEEBER, FHUFRIMNEBESYEASERET
W 19 /. MRNBEYIIA 100 ml KK, FEITEDEREE,
FA7KBE%, FF7E SOCHRUE T %, 193 329 mg MR B EBERE . XA E
EHMRT 15 ml B THF, [RESINA 2 ml ) 4M HCI-ZFEGREEH, I
FERUE TIELER, BRNERKRYUNCE-K-CBHEL S, 83314 mg
H) 2-(4-8-2,5- ZH K E)-4-[4-(F A B E)IRE-1-£]-5,7- 5K 3

[3.4-d)EnE HERE.
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Ll 7

¥ 246 mg B9 [1-(2-3F [RFHE-6,6- ZFAL-5,7- " EEY H[3,4-d]B g
-4-FEYRIE-4-F] LR .75 mg Bk ER#% .0.11 g 1) HOBt.0.16 g 1] EDCI,
6 ml K DMF BIR S EFREE S TR 3 RIFEBE TIEEER,
wEARYIIMAIK, BEYWH EtOAc ZER . %18 2|7 ¥LAR A A5 R
SAKER A E K YEY, RATKRBETR, HEBRETEHBER.
75 B B 5k R 08 i B RO BB VR (E 0T -MeOH) Al 4L, 1B RIIRHER =) .
XA Y ET THF, MESDA 4M HCI-ZHERBER, HEER
FEUE TR, BENBRKYA 28BS, 82 184 mg B [1-Q2-FF K
%-6,6- ZEAL-5,7- EE F[3,4-d) W IE -4-F0)URIE -4-3E ) 2 BE R B R
2

L) 8

[l 500 mg B 1-[6,6- & 1h-2-(2,4,5- = F FEH)-5,7- ~ AW I
[3,4-d)MEBE -4-2£]-1,4- R I BESE-5-B A 5 ml DMSO BB &4 9 I
A 89 mg KA IS, HBEYEARE THH 1 e, REM
AN 21 mg KRR FEEM, KRSV ESTRE TR 30 247,
| RSB EWMA S0 ml FI7K, FEITEDLIEWE, FAKEER, R
ET 5. BIEWR S 5 EtOAc A1 THF KB SR, KB RHAEH
MALKERETER, BEEEER, FH&E 300 E 45 armE i E 44
BE. BEYELERE G IEEE N -MeOH) 44k, BE] 352 mg #
1-{2-[2,5- & -4-(FF E /) K FE1-6,6- —FA-5,7- ZEE Wy 3 [3,4-d)HE I
-4-F£}-1,4- BRI R AE-5-FR .

S 9

[ 300 mg B 1-[6,6- & M-2-(2,4,5- =& FEFE)-5,7- By IF
(3,4-d]MERE -4-2£]-1,4- Z R 243 R J2-5-BRF0 6 ml DMSO HIB& 4 n
A 95 mg FIEALEFN 383 mg K 18- EE-6, KR IBEEAEEEN
1R, SRJETE 8OCHERE 1.5 NiT . M RN INA 30 ml /K, #7=
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Y1l EtOAc-THF IR & ¥ M. KB 2| 09F HAEH KBS, ALK
BRREETE, HERETER. BENRKYETREREGEEED
-MeOR)4i4t,, 752]49 mg HEF, BHAZRE-ZBYER, 53 39mg
M1 4-[6,6- ZE b -4-(5-FE R -1,4-Z B R E-1-2)-5,7- G EY IF
[3,4-d]MERE-2-%£1-2,5- — K F

Sl 10

TEVKAHI T (A 547 mg fY 3-{1-[2-(4-F-2,5- @ F£)-6,6- ~F 4L,
-5,7- Z SNy FF[3,4-d]PENE -4-FL IR IE-4-F ) AR SBE 5 ml #) THF.
1 5ml ZEFREDMMA 59 mg SN E, HFRBEBIREYENE
EETHHE 18 /BT, AETE 60C T HEH: 3 R KR HN T X MES
Y1 0 20 ml B 1M B ERKIEW B R R KB EPESR TR E THH 10
S5, REMA S0 ml 9 IM EEMAPIKER. B IEERETREY,
K, WETE, FERTEREEEEEH-MecOM4i, 535
280 mg BIE . WX EEEHET THF, mEF A 4M HCl-ZEE kT
W, FHUBBRERETRSG, BBINRKYNCE-ZBES &,
B3] 256 mg K 3-{1-[2-(4-8-2,5- " EFH)-6,6- ZFAL-5,7- —EER
FH[3,4-d]HEBE-4-FE Y IRAE -4- 25 ) A b -1-BE 2R R 2L .

LR 11

¥ 400 mg B 1-[2-(4-8-2,5- ZHF K HE)-6,6- —FA-5,7- A EY H
[3,4-d]E0E-4- 2L R IE-4-FH. 10 ml Z& F 5. 65 ul HEEZBRFIE
ZRYBRAYMEFEEETHE 1N, REREFMA 617Tmg =
ZEBEEMENT, FRBEEYENFEETHEE 3 Mif. ARNIE
EYMANAFRREKER, HHEEINREYHEIV-THF BEE
FIZEEL . BB RMAE YA FE KRR, BRKRBETR, FERE
TIEEER . E R EKDERET THF-MeOH, A HEF A 4M HCI-
TR, B RIRERYE, IPRRARYMN EtOH-LEE 4 &, 152
426 mg M1 2-({1-[2-(4-8-2,5- ZFE K HE)-6,6- “&MN-5,7-ZAa 8B W I
[3,4-d}MERE-4-FE IR BE-4-E ) R E) LB _HRE .
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ST 12

A 200 mg B9 8-[2-(4-5-2,5-ZFHEE)-6,6- —F 4k-5,7- —EEY I
[3,4-d]MEBE-4-3£]-2,8- “ R RMB4.5) R AR EFR 10 ml ZHEMRS
I 263 mg HIBRERHF . 6 mg RUBALERFN 89 pl FIQ2-IRZEEH)BT
)T HEEREIFEESYE 60CH I I R, MIBEWMAK, HiE
BEFIRESYHA EtOAc . KB BKF AKX 10%7RRKE
Wi EhK. WAIBREREAUKE . FE KR, FTKBREREET 4,
HERE FEHEN. B3 F kR E TR GEEE -MeOH)
gifk, 8% 199 mg MIE A, Mi%EAMA 5 ml i 4M HCl- R 52 AT 2
ml BEE, FHESYAERERE THE 1N, REBREKRSE, ¥
FRAW M BtOH-Z.FE-Z R EL 5, 55 169 mg B 2-{8-[2(4-K-2,5-—
BEH)-6,6- HAL-5,7- Z E WY H[3,4-d]HERE -4-5]-2,8- “ R ARIR[4.5]
he-2-HI O ZHRE,

SEHE 13

7E-10 F|-15°C, [ 200 mg HJ (22)-3-{1-[2-(4- & -2,5- " &
3)-6,6- ~F AL -5,7- ZE By FF([3,4-d]ERE-4- B IRIE-4- IR 5
ml THE. #0147 pl B 4-FEGWMFEESYFHEM 1 ml BEE 56 nl
SHEMBRTERN THF R, BREYEXMEE TR 50 o8, R
B rREF A 25 mg S, FHREYERRERE THA 30 2
W, ERMNBESYMMA 3 ml LB, FRBAINBEDEATREE TH
B30 4050, RBEIMAKHA IM BRBRKER, HEREDIHE 15 28,
BRI IM EEAF KB B R PRSP, 285 H EtOAc .
BAEIMANERTKRBRET R, FERETELER. BRK
£ W38 I RE R AT B (E 7 -MeOH) 41k, B3] 108 mg BIE 4. KX
NEEBETF THF, REDIIA 4M HCl-ZREREH, FFIE %R 3
ETRE, BRRUNTHE-ZRES &, 53] 62 mg #1(2Z)-3-{1-[2-(4-
,-2,5- Z FEE)-6,6- ~H -5,7- Z W) FF[3,4-d]E BE -4- £ 1R BE -4-
EVH-2--1-EHRRE.
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LR 14

264 mg By 2-(4-8-2,5-ZH K E)-4-(2,3,6,7- WA -1H- B A 5-1-
F£)-5,7- 5B FH[3,4-d]EEE 6,6- —F AL JLIE 2.5-wit% ) T AL R
T BB 75 mg B N-FFEEBK-N-Z44. 6 ml 7 THF. F1 3 ml
KEVREPDENFEE TR 4.5 NI, [ R NIBEESY AT
TKE W, FHE T IR EE Ve Y, I 50 ml 7K F0 50 ml B9 EtOAc-B4%(1:1)
Vi, £ T0CIRET 1, B3 244 mg MEBE K. HXAEERBET
THF, [mHEF 0N 4M HCl-ZEERER, HFBBEFERETIEY, Bk
KLY H EtOH ¥E#%, 18 F) 264 mg HI(4R,5S)-1-[2-(4-5-2,5- “F FE%)-6,6-
ZEA-5,7- ZEE Yy FF(3,4-d]MERE-4-FE]-4,5- T EEERER 2F

LR 15

¥ 321 mg B 1-[2-(4-8-2,5-ZF K EH)-6,6- —FAL-5,7-ZF B IF
[3,4-d]"%0E -4-2£]-1,4- R 2RI FEde-5-FF1 10 ml £ S%ERERAIE& )
£ 100°CHEHE: 27 /NEY. EREBHERNZ G, REBBHRAYK RN
A 10 ml B ZEE%E. 10 ml B AER R A /KB . F1 0.18 g ) DIBOC
(T ERER), IR EWEAFRE THHE 1N T TiE,
I UE M BUE 2R R TR R YR T F 7, P SUER B R K v e 3%
RIERIKBER IR KRBT R, MEEHER, FREBEKTMA
AM HCI-“FREHE R, W EEIMEEHE, REREBEBER. nEL
YR MAN BRI ESKER, BREBRAEMNEE, A s%irEmB
KR, FIRTZEE . BEERDRAAKESE, HERETEEEHR.
KR RMEMET THF, REFMA 4M HCL-ZIERER, FEididyE
WETTIEY), BE 92 mg B N-(2-&E ZH)-N-[2-(4- & -2,5- &
)-6,6- —FA-5,7-ZEEY FH[3,4-d]EE-4-K]-B-HEEB —HB,
o TE A .

L 16
¥ 2.20 g B9 2-{1-[2-(4-&-2,5- B EFH)-6,6- —E4k-5,7-ZEEY
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FH(3,4-d]MERE-4- IR AE-4-25 } ZBEREFT 20 ml =K AR EWTE
100CHFE 30 4. BEBHIEN=ZEEH, FERZKDMAE
KRS KA EtOAc. BT W ETIIEY, F/KF EtOAc ¥
W, TETOCHRETE, BF 1.69 g MRBECEE. BXANEHEET
THF, MHEF A 4M HCI-ZIELER, HFBEFERETEL, Kk
LA ZEVEY, 185 81 mg B {1-[2-8-2,5- ZFFH]-6,6- —H 4k-5,7-
TE B IF(3,4-d)MERE-4- R R RE-4-FE) BR R ERER By, ARG k.

L 17

¥ 571 mg B 1-[2-(4-F-2,5- Z | AR E)-6,6- & 4k-5,7- ZEENy F
[3,4-d]WERE -4-F£ 1R AE -4-BF « 0.30 g B FRR-4-FH 22K EE . 0.12 ml Bt
BE. A 10 ml —EH PRABEDESFREEREE 17 DN ARNES
PN BRI EAE KB, HFERIANEBEEYHEHERA K. B
FHAEKEE, ARKBRRETRIFERETEK, 55 894 mg M
1-[2-(4-8-2,5- — F F#)-6,6- —F AL-5,7- Z S EWY 7 [3,4-d] BT -4-FE ]
URNE-4-5 4-THERERRE, AREAEMK.

¥ 300 mg B9 1-[2-(4-F-2,5- ZH A HE)-6,6- —FAL-5,7-Z EBERy
F[3,4-d)ERE-4-FE R IE-4-2 4-THEEE KRB 43 mg i) 2-(FER
). F15 ml DMF B EWENRREE THA 19.5 M. R
REDMANBREKBREPKER, HEFRIKBEEYHITTERP IR
BEHAEA K, ALKRBRETER, HFERETELR. BEIH
HEWRYEHET THF, RAEPINA 4M HCl-ZIEEBER, FFHER
FERIE TR, BEEE, BENZE-ZBELS S, B3 120 mg B
1-[2-(4-50-2,5- Z AR £)-6,6- A A-5,7- Z S EW FF(3,4-d] W 1E-4- 5]
IRiE-4-E Q-BREZER)FEAEFREERE, N LBEEME.

SCHREH] 18
% 230 mg B 1-[2-(4-F-2,5-ZFFEFH)-6,6- — & 4h-5,7- —E B I

[3,4-d]MEIE-4-ZL IR IE-4-FF. 140 mg {9 4-BE TR ZBEEEER . 0.1 ml
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Z®. 5ml Z8 ZHE. A1 5ml DMF HIESWENRBEETFHRE1 b
B, REFIA 353 mg WZZBEAEMENY, HFBEWEFTIRR
BE#tE 19 /M. MRNMBEYMANBERNBRBREMKER, BREEYH
SOEBBR, BVAARAEKERIFATKRBRETER, BERHE
Flo KRB MERR Y AR AIS%(E A -MeOH) ik, 3% 128 mg
(9 4-({1-[2-(4-8-2,5- Z M HE)-6,6- Z R A-5,7-Z EUHEY I [3,4-d]HE IR
4-FERIE-4-F ) EE) TR BN 91 mg K 1-{1-[2-(4-F-2,5-ZF K
¥)-6,6- ZEA-5,7- T EEYY H[3,4-d]WE I -4- K5 IR BE -4-FE L otk 08 J-2- B
JE& M BtOH E& &, 8% 65 mg 19 1-{1-[2-(4-F-2,5- A %)-6,6-
TEA-5,7- Z S Y H[3,4-d]E T -4-FE IR E -4-FE L g S -2-H0, AR
o & 4.

SCHE ) 19

¥ 254 mg B 2-{1-[2-(4-F-2,5- ZF K E)-6,6- —F4k-5,7-—F B
1y H[3,4-d]MEBE -4-FE )R IE -4- 2 } R 25 ) LB+ 103 mg () NaOMe. 0.2 ml
FIBRER — ZEEF0 S ml 9 MeOH HIVR-EYTE 70°CHIFE 46 /NEY . 7] R R
BAEWMAK, HEBESSIEEETREY, RKEE, FHEE 70°CH
EF5, B2 193 mg MEfk. 418309 E 4% T THF-MeOH, [
AN 4AM HCL-ZHERE W, ARG EEREKRYE . 192089 & &M
EtOH-Zf§-Z Bk E 4 &, B3 172 mg B 3-{1-[2-4-§&-2,5- & 3K
%)-6,6- ZEAL-5,7- ZE BEY F[3,4-d] M B -4-F 0R0E -4-FE }-1,3-FE ke

2-EERE, NEREAEE.

LR 20

¥ 208 mg B 2-(4-5-2,5-ZH AR E)-4-RBE-1-2-5,7-Z 2By IF
[3,4-d]MEBE 6,6-—F Y —EREE. 0.19ml —RHEEZERK. 0.1 ml
fREBRZES. A1 5Sml DMF MR EYENBRE THE 1 M. mK
RREYIIAK, FHEHBESTEEETEY, BAKEER, FHEHE 70C
WETEE, B3 193 mg BEAE K. BB EAERT THF, &K
i\ 4M HCl- RS, IR BB RE T kEs, BREE, BE
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M EtOH-ZBEELE %, B3 159 mg I 4-[2-(4-8-2,5- K F)-6,6-—
EAL-5,7- S EY H[3,4-d]ENE-4- B -N-ZEIRE-1- R B RS ERRR 28, 4
T E &

SEpEfl 21

75 ml B & PP AR 180 mg AR R-4-{[2-(4-&-2,5- ZF 3K
3)-6,6- —EA-5,7- E B H[3,4-d]FIE-4-F )R E VA OB, £E-78°C
FTrEEFMA 0.11 ml A DAST (ZZE&E)R=84Y), HBEEY
W 3 DB, ARNBEYIMANBRRRBRESOKER, FHEI0E
SYRAEHERER. EVAERRKER, BXKRBRETE, HE
WE TR BRSBTS EREEEE(SHR-EtOAC) 4N, 53]
137 mg ML EE. XA BEAEHT THF, mEFMA 4M HCI-Z
EERE AT, BB IAERE T RS, BIR /YA EtOH ¥t¥k, 453 83 mg
() 2-(4-8-2,5- ZFER)-N- A O -3-1-1-%-5,7- Z S W) I [3,4-d] 9 BE
-4-fE 6,6-—E MY HBRE, ALEEA,

¢ Ha ] 22

¥ 600 mg B 4-F-2-(4-F-2,5- " R FH)-5,7- " S B FF[3,4-d]E
IE 6,6- —F M. 367 mg K] 4-B-BRERE)IRIE-4-FZH R 0.90 ml
T RAEZERM 10ml ZERIRESYAE T0CHIH 12 . [ R B
M 20 ml K, BBAYA 30 ml EAFER. BEIAEVAERL
K, FALKRBETER, HERETELEN. mEINNEKY
YA 10 ml B EtOH A1 2 ml ) 4M HCl- — M8 F5 ¥, 18 B 78 s 771
BRI EtOH 1 EtOAc, T HREB MRS MH, K5 R
WHAM, FEHBLTESF IR . NEBRMAZCE, BEMEH
WA, FERAYESEREEEEE - MecOR)4i1l, 5% 120 mg
e Y . B AR AKX 10 ml ) THE 50 0.5 ml £ 4M HCI-
TR, RBRIEBEET. BRNEKYN THF-ZBES &,
B3 64 mg K 3-{1-[2-(4-8-2,5- =R AEE)-6,6- —F -5,7- —EEW If
[3,4-d)WEIE-4-F£]-4-FR BEURIE-4- A E ZKEE HRE.
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LA 10 2 31 PHAUMLEYER LRBTIE. REEBARA
RET S B TTiE A BT ER & . SR T RXEEYrL
EHEMAGCIEHEAERTR R RPOFSEILUT R THER).

Ex: SEHEBIH S FHFE Ex 5 RE HE T 14T R BT ik L 1]
BEFHZUEDHNERE, MEAFRFEEHEHILO" £ "HTRR
iR sSEiGl RS T L&D AR, )

[% 10]
&
R F
Ex | R R? A
2 Cl 4-(HO,C(CH,);)-pipe MS:436
23 | F 4-(HO,CCH,)-pipe MS:392
24/f | F 4-(EtO,CCH,)-pipe
25 F 4-(HO,C(CH;),)-pipe MS:406
26/f | F 4-(EtO,C(CH,),)-pipe
27 F 4-(HO,C(CH,)3)-pipe MS:420
28/f | F 4-(EtO,C(CH,);)-pipe
__29 F (S)-3-(HO,CCH,)-pipe MS:392
30/f | F (S)-3-(EtO,CCH;)-pipe
31 F (S)-3-(HO,C(CH,;),)-pipe MS:406
32/f | F (S)-3-(EtO,C(CH;),)-pipe
33 F 4-(HO,CCH,;)-hPy MS:390
34/f | F 4-(EtO,CCH,;)-hPy
35 Cl 4-(EtO,C)-azep MS:436
36 Cl 4-(HO,C)-azep MS:408
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37 Cl (S)-3-(HO,C(CH,),)-pipe MS:422
38/f | Cl (S)-3-(EtO,C(CH;),)-pipe MS:450
39 Cl (R)-3-(HO,C(CH,),)-pipe MS:422
40/f | Cl (R)-3-(EtO,C(CH,),)-pipe MS:450
41 Cl 4-(HOCH,CO)-pipa MS:409
42 Cl 4-Ms-pipa MS:429
43 Cl 2-(HO,CCH,;)-mor MS:410
44/f | Cl 2-(EtO,CCH;)-mor
45 Cl 3-(HO,CCH,)-pipa MS:409
46/f | Cl 3-(MeO,CCH,)-pipa
47 Cl 3-(HO,C(CH,),)-pipe MS:422
48/f | Cl 3-(Me0O,C(CH,),)-pipe
49 Cl mor MS:352
50 Cl pipe MS:350
[ 11]
N
F;CEAN/ R’
=
Ex | R R’ G
51 Cl azep MS:364
52/f | Cl 4-Me-pipe MS:364
53/f£ | Cl 4-(EtO,C)-pipe MS:422
54 Cl 4-(HO,C)-pipe MS:394
55 Cl 4-(HOCH,)-pipe MS:380
56 Cl 4-(HO(CH,),)-pipe MS:394
57 Cl 4-Ac-pipa MS:393
58 Cl 4-(HO(CH,),)-pipa MS:395
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59 | Cl 4-(HO,C(CH,),)-pipe MS:422
60 | Cl 1,4- Z8& Z%-8-F F4 MR [4.5]) % b -8-F MS:408
61 Cl pipa MS:351
62/f | Cl 4-Boc-pipa MS:451
63 Cl hpipa MS:365
64/f | Cl 4-Boc-hpipa MS:465
65 | Cl AR FEI-1-5E MS:378
66 | Cl 4-(EtO,CCH,)-pipe MS:436
67 | Cl 4-(H,NCO)-pipe MS:393
68 Cl 3-Me-pipe MS:364
69 | Cl 4-(HO,CCH,)-pipe MS:408
70 | CI 5-48 A -hpipa MS:379
71 | Cl (R)-3-(HO,CCH,)-pipe MS:408
72/f | Cl (R)-3-(EtO,CCH,)-pipe MS:436
73 | Cl (S)-3-(HO,CCH,)-pipe MS:408
74/f | Cl (S)-3-(EtO0,CCH,)-pipe MS:436
75 Cl 3-(HO,CCH,)-pipe MS:408
76/f | Cl 3-(EtO,CCH,)-pipe MS:436
77 | Cl 4-(HO,CCH,)-hPy MS:406
78/f | Cl 4-(EtO,CCH,)-hPy MS:434
79 | Cl (2)-4-(GRZE T B £)-pipe MS:406
[% 12]
N~
=
Ex | R R’ AR
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80/f | Cl (Z)-4-(ZE S EE W B &E)-pipe MS:434
81/f | Cl 4-(F,HCCO)-pipa ME:429
82/f | Cl 4-(2-fur-CO)-pipa ME:445
83/f | Cl 4-((HO)(Et)(Me)CCO))-pipa ME:451
84/f | Cl 4-(HO(CH,),CO)-pipa ME:423
85/f | Cl 4-(HOCH(Me)CH,CO)-pipa ME:437
86/f | Cl 4-(5-OHC-2-fur-CO)-pipa ME:473
87/f | Cl 4-(HOCH,C(Me),CO)-pipa ME:451
88/f | Cl 4-(EtOCH,CO)-pipa ME:437
89/f | Cl 4-((HOCH,),C(Me)CO)-pipa ME:467
90/f | ClI 4-(CH;CO(CH,),CO)-pipa ME:449
91/f | Cl 4-(3-& fX-cPen-CO)-pipa ME:461
92/f | Cl 4-(IY &k I £ -3-2E-CO)-pipa ME:449
93/f | Cl 4-(EtO,CCH,CO)-pipa ME:465
94/f | Cl 4-(3-F fR-cHex-CO)-pipa ME:475
95/f | Cl 4-((5-E ARtk g 5% -2-F5)SCH,CO)-pipa ME:508
96/f | Cl 4-(FF X, )7 -4-3£-CO)-pipa ME:445
97/f | Cl 4-(2-fur-CONHCH,CO)-pipa ME:502
98/f | Cl 4-(EtO,C(CH,);CO)-pipa ME:493
99/f | Cl | 4-((2,5- & XKk M4z-4-2)CH,CO)-pipa | ME:491
100/f | Cl 4-(3-H,N-ft Bz -2-2-CO)-pipa ME:472
101/f | Cl 4-(2-HO,C-cPen-CO)-pipa ME:491
102/f | Cl 4-(2-HO,C-cHex-CO)-pipa ME:505
103/f | Cl 4-(5-HO,C-2-fur-CH,NH)-pipe ME:489
104/f | Cl 4-(3,5-— OH-Ph-CH,NH)-pipe ME:487
105/f | Cl 4-(2-HO,C-Ph-CH,NH)-pipe ME:499
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[ 13]
N
R’ F

Ex | R R’ H
106/f | Cl 4-(2-HO-3-MeO-Ph-CH,NH)-pipe ME:501
107/f | Cl 4-(5-O,N-2-fur-CH,NH)-pipe ME:490
108/f | Cl 4-(WE M -2-FE -CH,NH)-pipe ME:462
109/f | Cl 4-(4-Pyox-CH,NH)-pipe ME:472
110/f | Cl 4-(WsHjk-4-2 -CH,NH)-pipe ME:506
111/f | C1 | 4-(3-HO,C-4,5,6,7-WI A F FH kmi-4-2 | ME:529

-NH)-pipe

112 | Br mor MS:396

113 | Br 4-(HO,CCH,)-pipe MS:452
114/f | Br 4-(EtO,CCH,)-pipe

115 | Br 4-(HO,C(CH,),)-pipe MS:466
116/f | Br 4-(EtO,C(CH,),)-pipe

117 | Br 4-(HO,C(CH,)3)-pipe MS:480
118/f | Br 4-(Et0,C(CH,)3)-pipe

119 | Br (S)-3-(HO,C(CH;),)-pipe MS:466
120/f | Br (S)-3-(EtO,C(CH;),)-pipe

121 | Br 4-(HO,CCH,)-hPy MS:450
122/f | Br 4-(EtO,CCH;)-hPy

123 | Br (S)-3-(HO,CCH,)-pipe MS:452
124/f | Br (S)-3-(EtO,CCH,;)-pipe
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[3% 14]
F R?
R
F
Ex | R' R i
125 F 4-(HO,CCH,;)-pipe MS:392
126 F 4-(HO,C(CH;),)-pipe MS:406
127 F 4-(HO,C(CH;)s3)-pipe MS:420
128 F (S)-3-(HO,CCH,)-pipe MS:392
129 F 4-(HO,CCH,;)-hPy MS:390
130 F (S)-3-(HO,C(CH,),)-pipe MS:406
131 | Cl 4-(HO,CCH;)-pipe MS:408
132 | Cl 4-(HO,C(CH;)2)-pipe MS:422
133 | Cl 4-(HO,C(CH,);)-pipe MS:436
134 | Cl (S)-3-(HO,CCH,)-pipe MS:408
135 | Cl (S)-3-(HO,C(CH,),)-pipe MS:422
136 | Cl 4-(HO,CCH;)-hPy MS:406
137 | Br 4-(HO,CCH,)-pipe ME:452
138/f | Br 4-(EtO,CCH,)-pipe MS:480
139 | Br 4-(HO,C(CH,),)-pipe ME:466
140/f | Br 4-(EtO,C(CH;),)-pipe MS:494
141 | Br 4-(HO,C(CH,)3)-pipe MF:481
142/f | Br 4-(EtO,C(CH,;);)-pipe MS:508
143 | Br (S)-3-(HO,CCH,)-pipe ME:452
144/f | Br (S)-3-(EtO,CCH,)-pipe MS:480
145 | Br (S)-3-(HO,C(CH,),)-pipe ME:468
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146/t | Br (S)-3-(EtO,C(CH;),)-pipe MS:494
147 | Br 4-(HO,CCH,)-hPy MS:450
148/f | Br 4-(Et0,CCH,)-hPy MS:478
[ 15]
S
|
R’ F

Ex | R R IR
4 Cl pipa ME:369
5 Cl 4-(HOCH,CO)-pipa MS:427
6 Cl 4-Ms-pipa MS:447
149 F 4-(HO,CCH,)-hPy MS:408
150/f | F 4-(HO,CCH,;)-pipe MS:410
151/f | F 4-(HO,C(CH,),)-pipe MS:424
152/f | F 4-(HO,C(CH,)3)-pipe MS:438
153/f | F (S)-3-(HO,C(CH,;),)-pipe MS:424
154 F (S)-3-(HO,CCH,)-pipe MS:410
155 | Cl 4-(HO,C(CH,),)-pipe MS:440
156 | Cl 4-(HO,C(CH,);)-pipe MS:454
157/f | Cl 4-Boc-pipa MS:469
158 | Cl hpipa ME:383
159/f | Cl 4-Boc-hpipa MS:483
160 | Cl 3-Me-pipe MS:382
161 | Cl 2,3,6,7-M & -1H-BH 5 -1-5 MS:380
162 | Cl azep ME:382
163 | Cl 4-(HO,C)-pipe MS:412
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164/f | Cl 4-(EtO,C)-pipe MS:440
165 | Cl 5-%.{X-hpipa MS:397
166 | Cl 4-(HO,CCH,;)-pipe MS:426

167/f | Cl 4-(EtO,CCH,)-pipe MS:454
168 | CI pipe MS:368
169 | Cl mor MS:370
170 | Cl1 4-HO-pipe MS:384
171 | Cl 3-(HO,CCH,;)-pipe MS:426

172/f | CI 3-(EtO,CCH,)-pipe ME:454
173 Cl 4-(HO,C)-azep MS:426

174/f | Cl 4-(EtO,C)-azep MS:454

[ 16]
i
—R E
Ex R! R’ By
175 | C1 (S)-3-(HO,C(CH,),)-pipe MS:440

176/f | Cl (S)-3-(EtO,C(CH,),)-pipe MS:468
177 | Cl (R)-3-HO,C(CH,),-pipe MS:440

178/f | Cl (R)-3-(EtO,C(CH,;),)-pipe MN:466
179 Cl 3-(HO,CCH,)-azep MS:440

180/f | Cl 3-(EtO,CCH,)-azep MS:468
181 | Cl 4-(HO,CCH,)-hPy MS:424

182/f | Cl 4-(EtO,CCH,)-hPy MS:452
183 | Cl (5)-3-(HO,CCH,)-pipe MS:426

184/f | Cl (S)-3-(EtO,CCH,)-pipe MS:454
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185 | Cl 2-(HO,CCH,;)-mor MS:428
186/f | Cl 2-(EtO,CCH;)-mor

187 | Cl 4-Ac-pipa MS:411
188 | Cl 4-(HO(CH,),)-pipa MS:413
189 | Cl 4-(H,NOCCH,;)-pipe MS:425
190 | Cl 4-(MeHNOCCH,)-pipe MS:439
191 | Cl 4-(Me,NOCCH,;)-pipe MS:453
192 | Cl 4-(HO,CCH,)-pipa MS:427
193 | Cl 4-(H,NOCCH,)-pipa MS:426
194 | Cl 4-(MeHNOCCH,;)-pipa MS:440
195 | Br 4-(HO,CCH;)-hPy MM:469
196/f | Br 4-(HO,CCH,;)-pipe MM:471
197/f | Br 4-(HO,C(CH,;),)-pipe MM:485
198/f | Br 4-(HO,C(CH,)3)-pipe MM:499
199 | Br (5)-3-(HO,CCH;)-pipe MS:471
200 | Br (S)-3-(HO,C(CH;),)-pipe MM:485

[ 17]
S
A
F Z R’
R!

Ex | R R’ AR

201 F 4-(HO,CCH,;)-pipe MS:410
202 F 4-(HO,C(CH,;),)-pipe MS:424
203 F 4-(HO,C(CH,;)3)-pipe MS:438
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204 (S)-3-(HO,CCH,;)-pipe MS:410

205 F (S)-3-(HO,C(CH,;),)-pipe MS:424

206 F 4-(HO,CCH,)-hPy MS:408
207/f | Cl 4-(HO,C(CH,)3)-pipe ME:454
208/f | Cl 4-(EtO,C(CH,);)-pipe

209 | Cl 4-(BRFE T B 2)-pipe MS:424
210/f | CI 4-(LEEREE T FF &5 )-pipe MS:452

211 Br 4-(HO,C(CH,);)-pipe ME:498
212/f | Br 4-(EtO,C(CH,;);3)-pipe MS:526

213 | Br (S)-3-(HO,CCH;)-pipe ME:470
214/f | Br (S)-3-(EtO,CCH,)-pipe MS:498

215 | Br (S)-3-(HO,C(CH,),)-pipe MF:485
216/f | Br (S)-3-(EtO,C(CHy),)-pipe MS:512

217 | Br 4-(HO,CCH,)-hPy MS:468
218/f | Br 4-(EtO,CCH,)-hPy MS:496

219 | Br 4-(HO,CCH,)-pipe MS:470
220/f | Br 4-(EtO,CCH,)-pipe MS:498
221/f | Br 4-(HO,C(CH,),)-pipe ME:486
222/f | Br 4-(EtO,C(CH;),)-pipe MS:512

[ 18]
2o
N
R’ F
Ex R' R’ e
1 Cl (R)-3-Me-pipe MS:414
3 Cl 4-(FR I B & )-pipe MS:456
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. 8/f MeS- 5-% f-hpipa ME:441
9/f g 5-4 fX-hpipa ME:420
10 Cl 4-(HO(CH,)3)-pipe MS:458
11 Cl 4-(HO(CH,),HN)-pipe MS:459
12 Cl 2-(HO(CH,),)-2,8- Z R AR 1R MS:499

[4.5]%5-8-%
13 Cl (Z)-4-(HOCH,CH=CH)-pipe MS:456
14 Cl (4R,58)-4,5-— OH-azep MI:446
15 Cl (H,N(CH,),)(HO,C(CH,);)N- MS:447
16 Cl 4-(& FE-CH,)-pipe MS:439
17 Cl 4-((HO(CH,),)(Me)NOCO)-pipe MS:517
18/f Cl 4-(2-F X -pyrr)-pipe MS:483
|19 Cl 4-(2-F AR-1,3-FEM 2 -3-F5)-pipe MS:485
20 Cl 4-(EtHNOC)-pipa MS:472
21 Cl (F & 45 -4-F))NH- MS:412
22 Cl 4-OH-4-(AcO(CH,)3)-pipe MS:516
223 F 4-(HO(CH;),CO)-pipa ME:457
224 F 4-(HOCH,CO)-hpipa ME:457
225 F 4-(HO(CH,),)-hpipa MS:443
226 F 4-Ac-pipa ME:427
227 F 4-(4-Py)-pipa ME:462
228 F 4-pipe-pipe ME:467
229 F 4-(Me,NSO;)-pipa ME:492
230/f F 4-(HO,CCH,)-pipa MS:443
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[ 19]

Ex R' R* B
231 F 4-(HOCH,CO)-pipa ME:443
232 F 5-%.f{-hpipa ME:413
233 F 4-HO-pipe ME:400
234 F 4-(HOCH,)-pipe ME:414
235 F 4-(HO(CH,),)-pipe MS:428
236 F 4-(HO(CH,),)-pipa ME:429
237 F S-EMR-1,4- AR FEL-1-2 MS:427

h238 F 4-OH-4-(HOCH,)-pipe MS:430
239 F 4-(HO,CCH,)-pipe MS:442
240 F 4-(HO(CH,);)-pipe MS:442
241 F (4R,5S)-4,5-— OH-azep MN:428

242 F 4-(H,NOCCH,)-pipe MS:441

243 F 4-(MeHNOCCH,)-pipe MS:455
244/ F 4-(H,NOCCH,)-pipa MS:442
245 Cl (S)-3-(HO,CCH,)-pipe MS:458
246/ Cl (S)-3-(EtO,CCH,)-pipe
247 Cl 4-(HO,CCH,)-pipe MS:458
248/t Cl 4-(EtO,CCH,;)-pipe

249 Cl HOCH,CH(OH)CH,NH- MS:406

250 Cl Me,CHCH,NH- MS:388
251/ Cl mor MS:402
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252/ | Cl 1,1-Z & X -tmor MS:450
253 Cl 5-&f-hpipa MS:429
254 Cl 4-HO-pipe MS:416
255 Cl 4-(HOCH,)-pipe MS:430
256 Cl 4-(HO(CH;),)-pipe MS:444
257 Cl 4-(HO(CH;),)-pipa MS:445

[ 20]
@
8=0
N
R’ F
Ex R' R’ 0

258 Cl 4-(HO,C(CH;),)-pipe MS:472

259/f Cl 4-(EtO,C(CH;),)-pipe MS:500
260 Cl 4-(HO,CCH,;)-hPy MS:456

261/f Cl 4-(EtO,CCH,;)-hPy MS:484
262 Cl hpipa MS:415

f263/f Cl 4-Boc-hpipa MS:515

264 Cl pipa MS:401

265/f Cl 4-Boc-pipa MS:501
266 Cl 4-(HOCH,CO)-pipa ME:459
267 Cl 4-(HO(CH,),CO)-pipa ME:473
268 Cl 4-(HOCH,CO)-hpipa ME:473
269 Cl 4-(H,NCO(CH,;),)-pipa ME:472
270 Cl 4-(HO(CH,;),O0(CH,),)-pipa ME:489
271 Cl 4-((HOCH,),CH)-pipe ME:474
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272 Cl 4-(HO(CH,)3)-4-OH-pipe ME:474
273/f Cl 4-(Z B PR E T 2 )-pipe MS:484
274 Cl 4-(3-iPr-1,2,4-%8 — M-5-%5)-pipe MS:510
275 Cl 4-(2-PyS)-pipe MS:509
276/f Cl 3.F,C-5,6- = 4&[1,2,4] =M 3 [4,3-a] | MS:507
nt & - 7(8H)-3
277 Cl 4-OH-4-(HOCH,)-pipe MS:446
278 Cl 1,4,6,7-VU & -SH-BK M FF[4,5-c]LBE | MS:438
-5-%
279 Cl (S)-3-(HO(CH,),)-pipe MS:444
280 Cl 2,8- " Zv1E[4.5]2%-8-F MS:455
[ 21]
Q
4=0
N~
R’ F

Ex R R’ IR
281 Cl (S)-3-(H,NOCCH,)-pipe MS:457
| 282 Cl (S)-3-(MeHNOCCH,)-pipe MS:471
283 Cl 4-(H,NOC(CH;),)-pipe MS:471
284 Cl (E)-4-(H,NOCCH=CH)-pipe MS:469
285 Cl (Z)-4-(H;NOCCH=CH)-pipe MS:469
286 Cl 2-(HOCH,0C)-2,8- — & Z: i2 MS:513

[4.5]%-8-5

ﬁ287 Cl 4-(HO(CH;);HN)-pipe MS:473
288 Cl 4-(HO,C(CH,),HN)-pipe MS:487
289 Cl (E)-4-(HO,CCH=CH)-pipe MS:470
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290 Cl 2-Ac-2,8- ZH L IE([4.51%-8-H MS:497
291 Cl 4-(HO,C(CHy,)3)-pipe MS:486
292 Cl 4-(HO(CH,)4)-pipe MS:472
293 Cl (3R,4S)-3,4-— OH-pyrr MS:418
294 Cl (Z)-4-(HO,CCH=CH)-pipe MS:470
295 Cl 4-(MeHNOC(CH,),)-pipe MS:485
296 Cl 4-(H,NOC(CH,;);)-pipe MS:485
297 Cl 4-(MeHNOC(CH,);)-pipe MS:499
298 Cl (E)-4-(HOCH,CH=CH)-pipe MS:456
299 Cl 4-(iPrHNOCCH,)-pipa MS:500
300 Cl 4-(H,NOCCH,)-pipa MS:458
301 Cl 4-(MeHNOCCH,)-pipa MS:472
302 Cl 4-(Me,NOCCH,)-pipa MS:486
303 Cl (R)-4-(3-OH-pyrr)-pipe MS:485
304 Cl (S)-4-(3-OH-pyrr)-pipe MS:485
305 Cl (S)-4-(2-H,NOC-pyrr)-pipe ME:512
[ 22]
o
N™ ™
R’ F

Ex R R’ R

306 Cl (S)-4-(3-F-pyrr)-pipe MS:487
307 Cl (R)-4-(3-F-pyrr)-pipe MS:487
308/f Cl 5-ER-1,4- R T SE-1-H MS:443
309/f Cl 4-FR-1,5- ZE AR FEh-1-F MS:443
310/f Cl 5-4,/%-6,6-diMe-hpipa MS:457
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311/f Cl 3-E X -pipa MI:415
312 Cl 4-HO,C-pipe MI:444
313 Cl 4-(Me,NOC)-pipe MS:471

314/f Cl 4-(H,NOC)-pipe MS:443
315 Cl 3-8 -2,8- Z R FRUE[4.515-8-F MS:469

316/f Cl 4-(HO(CH,),)-5-& X -hpipa MI:473

317/ Cl 4-(MeHNOC)-pipe MS:457

318/f Cl 4-(HO(CH,),HNOC)-pipe MS:487
319 Cl 4-((HO(CH,),)(Me)NOC)-pipe MS:501

320/f Cl 4-Me-5-8 /X -hpipa MS:443
321 Cl 2,4,6,7- WS -SH-FL M 3 [4,3-c]LBE | MS:438

-5-%

322/f Cl 4-(AcHNCH,)-pipe MS:471
323 Cl 4-H,N-pipe MS:415
324 Cl 7,8- — &Ltk BE £ [4,3-d] MN:448

W B -6(SH)- 3
325/f Cl 1,1-Z8A0-1,2,5-Fi B FMFRLE | MI465
-5-%
326 Cl 4-(H,NOCCHy,)-pipe MN:455
327 Cl 4-Me,N-pipe MS:443
328 Cl 4-(H,NCH,)-pipe MS:429
329 Cl (S)-3-OH-pyrr MS:402
330 C1 (R)-3-OH-pyrr MS:402
[F 23]
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Ex R! R’ iR
331 Cl 4-(HOCH,OCHNCH,)-pipe MS:487
332 Cl 4-(HO(CH,);HNOC)-pipe MS:501
333 Cl 4-(HOCH,0OCHN)-pipe MS:473
334 Cl 4-(H,NOCCH,;)-hPy MS:455
335 Cl 4-(HO,C(CH,);HNOC)-pipe MS:529
336 Cl 4-(HO,C(CH,),HNOC)-pipe MS:515
337 Cl 4-OH-4-(HO,CC=C)-pipe MS:484
338 Cl 4-(HO(CH,),HNOCO)-pipe MS:503
339 Cl 4-(MeHNOCCH,;)-pipe MS:471
340 Cl 4-(HO(CH,),)-hPy MS:442
341 Cl (HO(CH,);)NH- MI:376
342 Cl (3-Py(CH,),)NH- MI:437
343 Cl trans-(4-OH-cHex)NH- MI:430
344 Cl (HO(CH;),)(Me)N- MI:390
345 Cl (F(CH;),)NH- MI:378
346 Cl 4-((HO(CH,),)(Me)N)-pipe MS:473
347 Cl 4-(F(CH,),NH)-pipe MS:461
348 Cl 4-(F;CCH,NH)-pipe MS:497
349 Cl 4-(RE M -1-FE)-pipe MS:466
350 Cl 4-(3-F3C-k me-1-F)-pipe MS:534
351 Cl 4-(2H-=M:-2-F)-pipe MS:467
352 Cl 4-pyrr-pipe MS:469
353 Cl 4- (13 Mk-2-FE)-pipa MS:484
354 Cl cis-3,4-— OH-pipe MS:432
355 Cl (3S)-4-((3-OH-pyrr)OC)-pipe MS:513
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[& 24]
N~
R’ F
Ex R R’ ¥R
356 Cl (3R)-4-((3-OH-pyrr)OC)-pipe MS:513
357 Cl 4-(Ptk p-3-2E)-pipe MS:466
358 Cl 4-OH-4-nBu-pipe MS:472
359 Cl (1S,48)-5-Boc-2,5- Z A= W MS:513
[2.2.1]1B&kT-1-2
360 Cl (1S,48)-5-Ac-2,5- “ HARIIA[2.2.1] | MS:455
BEgE-1-5
361 Cl (18,48)-2,5- “ R F X MS:413
[2.2.1] 5 kE-1-
362/f Cl 4-EtO,C-pipa MS:473
363 Cl 4-(EtO,CCH,)-pipe MS:486
364 Cl 4-(EtHNOCHNCH,)-pipe MS:500
365 Br 4-(HOCH,CO)-pipa ME:503,505
366 Br 4-(HO(CH,),CO)-pipa ME:517,519
367 Br 4-(HOCH,CO)-hpipa ME:517,519
368 Br 5-44%-hpipa ME:473,475
369 Br 4-HO-pipe ME:460,462
370 Br 4-(HOCH,)-pipe ME:474,476
371 Br 4-(HO(CH,),)-pipe ME:488,490
372 Br 4-(HO(CH,),)-pipa ME:489,491
373/f Br 5B AR-1,4- TR IR -1 MI:488
374 | MeS(O)- 5-4 A -hpipa ME:457
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375/f | MeS(0), 5-&{{-hpipa ME:473
[ 25]
Lo
X
F N/ R
R!
F

Bx | R R’ Hr

376 F 4-HO-pipe MS:400
377/f | F 4-(HOCH,)-pipe MS:414
378/f | F 5-% fX-hpipa MS:413

379 F 4-(HO(CH,),)-pipa MS:429
380/f | F 4-(HO(CH,),)-pipa MS:420

381 F 4-(HO(CHz),)-pipe MS:428
382/f | Cl 4-HO-pipe MS:416
383/f | Cl1 4-(HOCH,)-pipe MS:430

384 | Cl 4-(HO(CH,),)-pipe MS:444

385 | Cl 5-%A\-hpipa MS:429

386 | Cl 4-(HO(CH,),)-pipa ME:445

387 | Cl 4-(3-(HOCH,)-pipe)-pipe MF:513

388 | Br 4-HO-pipe ME:460

389 | Br 4-(HOCH,)-pipe ME:476

390 | Br 4-(HO(CH,),)-pipe ME:490

391 | Br 5-5 X -hpipa ME:473

392 | Br 4-(HO(CH,),)-pipa ME:491
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[# 26]
N
RVlN/ R’
Ex R! R? ¥IE
393 cPr pipe MS:294
394 cPr mor MS:296
395 cPr azep MS:308
396 cPen pipe MS:322
397 cPen mor MS:324
398 cPen azep MS:336
399 cPen 1,4-F IR IRH PR b -4-5 MS:338
400 cPen (4R,5S)-4,5-— OH-azep MS:368
401 cPen ((CH3),CHCH,)NH- MS:310
402 cPen trans-(4-OH-cHex)NH- MS:352
403 cPen ((CH;),CHCH;)(Me)N- MS:324
404 cPen cHex(Me)N- MS:350
405 cPen (HO(CH,),;)(Me)N- MS:312
406 cPr 4-(HO,C(CH,);)-pipe MS:380
407 cPen 4-(HO,C(CH,);)-pipe MS:408
408 cPr 4-(H,NOC(CH,);)-pipe MS:379
409 cPen 4-(H,NOC(CH,);)-pipe MS:407
410/ cPen 4-(HOCH,)-pipe MS:352
411 cPen 5-%&.f{-hpipa MS:351
4-(3-iPr-1,2,4-W¢ " M-5-
412 cPen MS:432
#)-pipe
413 cPen 4-(HO,CCH,)-pipe MS:380
414 cPen 4-(H,NOCCH;)-pipe MS:379
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415 cPen AR —RRTF RS- MS:365
%
416 cPen 4-(HO(CH,)4)-pipe MS:394
417 cPen 4-(HO(CH;)3)-pipe MS:380
418 cPr 4-(HO(CH,)3)-pipe MS:352
419 cPr 4-(EtO,C(CH,;)3)-pipe MS:408
420 cPr 4-(H,NOC(CH,),)-pipe MS:365
(% 27]
%,
g”
A
RVQN/

Ex R! R’ A
421 cPr 1,4-F R BRI P-4 MS:310
422 cPr 4-((HOCH,),CH)-pipe MS:368
423 cPr 4-OH-4-(HOCH,;)-pipe MS:340
424 cPr 4-OH-4-(HO(CH,)3)-pipe MS:368
425 cPr hPy MS:292

h426 cPr pyrr MS:280
427 cPr 4-(HO(CH,),)-pipa MS:339
428 cPr ((CH;),CHCH,)NH- MS:282
429 cPr cHex(Me)N- MS:322
430 cBu 4-(EtO,C(CH,)3)-pipe MS:422
431 cBu 4-(H,NOC(CH,),)-pipe MS:379
432 cBu L4-E IR BRI R bE-4- 5 MS:324
433 cPen 4-(HO(CH,),)-pipe MS:366
434 cPen 4-(EtO,C(CH,;),)-pipe MS:422
435 cPen 4-(H,NOC(CH,),)-pipe MS:393
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436 cPen 4-((HOCH,;),CH)-pipe MS:396
437 cPen 4-OH-4-(HOCH,)-pipe MS:368
438 cPen 4-OH-4-(HO(CH,)3)-pipe MS:396
439 cPr (R)-3-Me-pipe MS:308
440 cPr 4-(HO(CH,)4)-pipe MS:366
441 cPr 4-(HO,C(CH,),)-pipe MS:366
442 cBu 4-(HO,C(CH,)3)-pipe MS:394
443 cBu 4-(HO,C(CH,),)-pipe MS:380
444 cPen 4-(HO,C(CH,),)-pipe MS:394
445 cBu 4-(HO(CH,)4)-pipe MS:380
446 cBu 4-(H,NOC(CH,;)5)-pipe MS:393
447 cPr -5 24-8- RN IR[4.5] K -8- % MS:350
448 cPr (S)-3-Me-pipe MS:308

[ 28]
S
R1/“\N/ R?
Ex R! R? g
449 cPr (S)-2-THF-CH,;NH- MS:310
450 cPr (R)-2-THF-CH;NH- MS:310
451 cBu pipe MS:308
452 cPr 1,3-BEMebe-3-2E MS:298
453 cBu 5-4fX-hpipa MS:337
454 cBu 4-(HOCH,)-pipe MS:338
455 cPr 5-%.f\-hpipa MS:323
456 cPr 4-(HOCH,)-pipe MS:324
457 cPr 4-(HO(CH,),)-pipe MS:338
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458 |2,5-diCl-3-the 4-(HOCH,)-pipe MS:434
459/f 2-Cl1-4-Py 4-(HOCH,)-pipe MI:395
[ 29]
i
R1/l\N/ Rz
.
Ex R' \? R® ¥
7 cPen (L\ 4-(H,NOCCH,)-pipe | MS:379
x>
2,5-= /ﬁ/
460 Ms mor MS:366
F-4-Cl-Ph N
N
2’5_: /\(
461 mor ME:431
F-4-Cl-Ph $\
N
2,5-—
462 mor MS:370
F-4-Cl-Ph M\
Wi
2,5-—
463 mor MS:370
F-4-Cl1-Ph
[3 30]
i
RVKN/ R /@
Ex R' FB\ R’ B4R
NS
2,5-— /\K
464 mor MS:354
F-4-Cl-Ph S\
x>
2,5-— _
465 H 4-HO-pipe MS:384
F-4-Cl-Ph N
N
2,5-—
466 azep MS:365
F-4-Cl-Ph
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N\
WA
2,5-=
467 4-(HO,CCH,)-pipe | MS:426
F-4-Cl1-Ph ™\ A
=~
2,5-— o _
468 4-(HO,CCH,)-pipe | MS:458
F-4-CI-Ph —
0
2,5-=
469 4-(HO,CCH,)-hPy | MS:424
F-4-Cl-Ph
[ 31]
I
AL o
Ex R rJ\ R’ AR
> 2
2,5-= ;\(
470/f 4-(Et0,CCH,)-hPy | MS:452
F-4-Cl-Ph .
~_ 5. °
2,5-— 0 _
471/ S 4-(HOCH,)-pipe MS:430
F-4-C]-Ph SI2A
472 cPen /@ﬂ 4-(HO,CCH,)-pipe | MS:348
AT3/f cPen J@ 4-(HOCH,)-pipe | MS:352
474 cPen [‘(g\’o 5-%fX-hpipa MS:351
\u/o 3-iPr-1,2,4-FE — 1
475 cPen S” MS:432
X -5-3%
476 cPen | 4-(HO,CCH;)-pipe | MS:380
E F L ST R 4k & 0B NMR R 72 AR 3R 32 31 37 4
RFMAFSRRLTE X

NMR: NMR #3E(3E4EFI Ui 8E, AFRANFEFERENN

F7 F1 DMSO-dg 7E R VA7 B §) "H-NMR f#7&# 8 (ppm)).
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[& 32]

Ex HiE

1 | NMR:0.90(3H,d),1.14-1.26(1H,m),1.44-1.58(1H,m),1.60-1.84(3
H,m),2.74(1H,dd),2.97-3.07(1H,m),4.08-4.22(2H,m),4.51 (2H,s)
,4.69(2H,s),7.77(1H,dd),7.97(1H,dd).

2 |NMR:1.10-1.28(4H,m),1.46-1.59(2H,m),1.59-1.72(1H,m),1.76-
1.88(2H,m),2.05-2.16(2H,m),2.17-2.25(2H,m),2.95-3.04(2H,m)
.3.07-3.25(4H,m),4.51-4.75(2H,m),7.94(1H,dd),8.06(1H,dd).
3 | NMR:2.40-2.48(2H,m),2.93-3.06(2H,m),3.68-3.82(4H,m),4.54(
2H,s),4.76(2H,s),5.74(1H,s),7.77(1H,dd),8.00(1H,dd) .

6 | NMR:2.90(3H,s),3.23(4H,dd),3.88(4H,dd),4.10-4.23(2H,m),4.3
3-4.45(2H,m),6.25-7.50(1H,br),7.77(1H,dd),8.01(1H,dd)
11 |NMR:1.55-1.75(2H,m),2.10-2.25(2H,m),2.90-3.20(4H,m),3.30-
3.50(1H,m),3.71(2H,1),4.30-4.45(2H,m),4.55(2H,s),4.73(2H,s),
5.50-5.90(2H,br),7.78(1H,dd),8.00(1H,dd),9.05-9.30(2H,br).
14 | NMR:1.70-1.84(2H,m),1.88-2.02(2H,m),3.54-3.82(6H,m),4.48(
2H,s),4.74(2H,s),7.72-7.80(1H,dd),7.92-8.01(1H,dd).

21 | NMR:1.50-1.70(1H,m),1.90-2.02(1H,m),2.02-2.22(3H,m),2.34-
2.46(1H,m),4.15-4.30(1H,m),4.39(2H,s),4.51(2H,s),5.40-5.74(2
H,m),7.40-7.52(1H,d),7.70-7.80(1H,dd),7.88-7.98(1H,dd).
31 | NMR:1.26-1.34(1H,m),1.42-1.59(4H,m),1.77-1.82(2H,m),2.07-
2.14(2H,m),2.28-2.32(2H,m),2.97-3.25(6H,m),4.45-4.48(2H,m)
,7.83(1H,ddd),8.11(1H,ddd).

41 | NMR:2.08(2H,quintet),2.95(2H,t),3.13(2H,t),3.40-3.75(4H,m),3
75-4.00(4H,m),4.14(2H,s),7.88(1H,dd),8.04(1H,dd).

54 | NMR:1.55-1.70(2H,m),1.90-2.20(4H,m),2.60-2.75(1H,m),2.90-
3.03(2H,m),3.05-3.20(2H,m),3.25-3.40(2H,m),4.40-4.60(2H,m)
,7.93(2H,dd),8.05(2H,dd).
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79 | NMR:2.02-2.16(2H,m),2.44-2.52(2H,m),2.93-3.06(4H,m),3.14-
3.21(2H,m),3.88-4.02(4H,m),5.76(1H,s),7.91(1H,dd),8.06(1H,d
d).

149 | NMR:2.21-2.33(2H,m),2.98-3.06(2H,m),3.83-3.92(2H,m),4.15-
4.22(2H,m),4.26-4.35(2H,m),4.43-4.50(2H,m),5.58-5.65(1H,m)
,7.65-7.77(1H,m),8.00-8.13(1H,m).

150 | NMR:1.13-1.32(2H,m),1.70-1.82(2H,m),1.96-2.03(1H,m),2.14-
2.21(2H,m),2.95-3.10(2H,m),4.08-4.16(2H,m),4.31-4.38(2H,m)
,4.38-4.47(2H,m),7.55-7.67(1H,m),7.91-8.05(1H,m).

152 | NMR:1.03-1.30(4H,m),1.45-1.63(3H,m),1.66-1.80(2H,m),2.20(
2H.,t),2.91-3.05(2H,m),4.07-4.14(2H,m),4.30-4.38(2H,m),4.38-
4.50(2H,m),7.50-7.68(1H,m),7.92-8.05(1H,m).

153 | NMR:1.13-1.30(1H,m),1.36-1.60(4H,m),1.65-1.77(1H,m),1.77-
1.92(1H,m),2.29(2H,1),2.71-2.83(1H,m),2.95-3.08(1 H,m),4.05-
4.17(2H,m),4.24-4.44(4H,m),7.55-7.68(1H,m),7.93-8.06(1H,m)
,12.04(1H,s).

[ 33]

Ex B

154 |NMR:1.24-1.40(1H,m),1.44-1.62(1H,m),1.66-1.79(1H,m),1.79-
1.88(1H,m),1.89-2.04(1H,m),2.15-2.32(2H,m),2.93-3.06(1H,m)
,3.06-3.17(1H,m),4.15-4.22(2H,m),4.30-4.50(4H,m),7.66-7.77(
1H,m),8.00-8.12(1H,m).

166 |NMR:1.18-1.30(2H,m),1.74-1.80(2H,m),1.96-2.08(1H,m),2.18(
2H,d),3.02-3.11(2H,m),4.15(2H,s),4.37(2H,s),4.43-4.49(2H,m),
7.77(1H,dd),7.97(1H,dd)

181 | NMR:2.22-2.30(2H,m),3.01(2H,s),3.85(2H,t),4.12-4.18(2H,m),
4.26-4.30(2H,m),4.44-4.48(2H,m),5.62(1H,s),7.79(1H,dd),8.01(
1H,dd).
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183 |NMR:1.26-1.40(1H,m),1.46-1.62(1H,m),1.68-2.02(3H,m),2.17-
2.30(2H,m),2.94-3.15(2H,m),4.16-4.20(2H,m),4.30-4.50(4H,m)
,7.80(1H,dd),8.00(1H,dd).

185 |NMR:2.41(1H,dd),2.57(1H,dd),2.96(1H,dd),3.15(1H,dt),3.58(1
H,dt),3.75-5.00(9H,m),7.75(1H,dd),8.00(1H,dd).

192 | NMR:2.90-4.00(6H,m),4.19(4H,s),4.30-4.70(3H,m),4.70-5.90(4
H,m),7.78(1H,dd),8.04(1H,dd),10.50-11.50( 1H,br).

196 |NMR:1.13-1.30(2H,m),1.70-1.81(2H,m),1.93-2.07(1H,m),2.17(
2H,d),2.96-3.09(2H,m),4.08-4.15(2H,m),4.30-4.37(2H,m),4.38-
4.48(2H,m),7.82(1H,dd),7.91(1H,dd),12.09(1H,s).

198 | NMR:1.05-1.30(4H,m),1.46-1.63(3H,m),1.67-1.79(2H,m),2.20(
2H.,t),2.91-3.04(2H,m),4.08-4.14(2H,m),4.30-4.38(2H,m),4.38-
4.48(2H,m),7.81(1H,dd),7.91(1H,dd),11.98(1H,s).

231 | NMR:3.40-3.65(4H,m),3.65-3.85(4H,m),4.13(2H,s),4.55(2H,s),
4.76(2H,s),7.67(1H,dt),8.05(1H,ddd).

232 | NMR:2.60-2.75(2H,m),3.25-3.38(2H,m),3.70-3.90(4H,m),4.55(
2H,s),4.71(2H,s),7.50-7.80(2H,m),8.05(1H,ddd).

233 | NMR:1.35-1.55(2H,m),1.75-1.95(2H,m),3.28-3.43(2H,m),3.70-
3.85(1H,m),3.90-4.10(2H,m),4.52(2H,s),4.70(2H,s),5.90-7.00(1
H,br),7.67(1H,dt),8.02(1H,ddd).

234 | NMR:1.10-1.35(2H,m),1.60-1.85(3H,m),2.95-3.14(2H,m),3.20-
3.36(2H,m),4.20-4.40(2H,m),4.52(2H,s),4.69(2H,s),6.20-7.50(1
H,br),7.67(1H,dt),8.02(1H,ddd).

235 | NMR:1.05-1.30(2H,m),1.30-1.45(2H,m),1.60-1.85(3H,m),2.90-
3.10(2H,m),3.46(2H,1),4.20-4.35(2H,m),4.50(2H,s),4.67(2H,s),
4.75-5.10(1H,br),7.66(1H,dt),8.01(1H,ddd).

236 | NMR:3.10-3.30(4H,m),3.50-3.70(4H,m),3.70-3.90(2H,m),4.30-
4.46(2H,m),4.60(2H,s),4.79(2H,s),4.50-5.50(1 H,br),7.69( 1 H,dt)
,8.10(1H,ddd),10.80-11.20(1H,br).
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238 | NMR:1.38-1.52(2H,m),1.58-1.70(2H,m),3.16-3.24(2H,m),3.30-
3.42(2H,m),4.00-4.16(2H,m),4.50(2H,s),4.69(2H,s),7.60-7.71(1
H,m),7.95-8.07(1H,m).

241 | NMR:1.70-1.84(2H,m),1.88-2.02(2H,m),3.54-3.82(6H,m),4.49(
2H,s),4.74(2H,s),7.61-7.72(1H,m),7.95-8.06(1H,m) .

[5% 34]

Ex i

242 | NMR:1.14-1.30(2H,m),1.66-1.82(2H,m),1.94-2.06(3H,m),2.98-
3.12(2H,m),4.20-4.36(2H,m),4.52(2H,s),4.68(2H,s),7.50-7.80(1
H,m),7.94-8.08(1H,m).

251 | NMR:3.40-3.50(4H,m),3.60-3.75(4H,m),4.54(2H,s),4.74(2H,s),
7.76(1H,dd),7.99(1H,dd).

252 | NMR:3.25-3.40(4H,m),3.95-4.15(4H,m),4.60(2H,s),4.78(2H,s),
7.79(1H,dd),8.04(1H,dd).

253 | NMR:2.60-2.70(2H,m),3.25-3.40(2H,m),3.70-3.95(4H,m),4.55(
2H,s),4.71(2H,s),7.00-7.60(1H,br),7.60-7.72(1H,m),7.78(1H,dd)
,8.00(1H,dd).

254 |NMR:1.35-1.55(2H,m),1.70-1.90(2H,m),3.25-3.92(2H,m),3.70-
3.85(1H,m),3.90-4.05(2H,m),4.52(2H,s),4.70(2H,s),5.30-6.20(1
H,br),7.76(1H,dd),7.97(1H,dd).

255 | NMR:1.10-1.30(2H,m),1.60-1.81(3H,m),2.90-3.10(2H,m),3.28(
2H,d),3.20-3.34(2H,m),4.52(2H,s),4.69(2H,s),6.30-7.40(1H,br),
7.76(1H,dd),7.97(1H,dd).

256 | NMR:1.10-1.30(2H,m),1.38(2H,q),1.60-1.85(3H,m),2.90-3.10(2
H,m),3.46(2H,t),4.20-4.35(2H,m),4.51(2H,s),4.68(2H,s),5.00-6.
| 00(1H,br),7.76(1H,dd),7.97(1H,dd) .

257 |NMR:3.00-3.30(4H,m),3.45-3.75(4H,m),3.75-3.90(2H,m),4.30-
4.50(2H,m),4.60(2H,s),4.80(2H,s),5.40-5.80(1H,br),7.79(1H,dd)
,8.05(1H,dd).
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258 | NMR:1.05-1.30(2H,m),1.47(2H,q),1.50-1.65(1H,m),1.65-1.82(2
H,m),2.25(2H,1),2.90-3.10(2H,m),4.20-4.40(2H,m),4.51(2H,5),4
.68(2H,s),7.76(1H,dd),7.97(1H,dd) .

262 | NMR:2.00-2.20(2H,m),3.00-3.22(2H,m),3.22-3.35(2H,m),3.74-
3.84(2H,m),3.95-4.08(2H,m),4.55(2H,s),4.60-5.60(3H,m),7.78(
1H,dd),8.01(1H,dd),9.20-9.50(2H,br).

264 | NMR:3.05-3.30(4H,m),3.75-4.00(4H,m),4.59(2H,s),4.78(2H,s),
5.00-6.00(1H,br),7.79(1H,dd),8.04(1H,dd),9.50-9.75(2H,br)..
266 | NMR:3.40-3.65(4H,m),3.65-3.85(4H,m),4.13(2H,s),4.56(2H,s),
4.76(2H,s),7.78(1H,dd),8.01(1H,dd).

267 | NMR:2.52(2H,t),3.50-4.20(11H,m),4.55(2H,s),4.76(2H,s),7.77(
1H,dd),8.01(1H,dd).

268 | NMR:1.70-1.94(2H,m),3.35-3.50(2H,m),3.52-3.65(1H,m),3.65-
3.80(3H,m),3.80-3.87(1H,m),3.87-3.95(1H,m),4.00(1H,s),4.08(
1H,s),4.51(2H,d),4.73(2H,s),5.00-6.50( 1 H,br),7.70-7.84(1H,m),
7.99(1H,dd).

| 269 NMR:2.70(2H,1),3.00-3.22(2H,m),3.26-3.38(2H,m),3.44-3.54(2
H,m),3.54-3.70(2H,m),4.30-4.50(2H,m),4.61(2H,s),4.80(2H,s),4
.80-5.10(1H,br),7.00-7.20(1H,br),7.54-7.74(1H,br),7.79(1H,dd),
8.05(1H,dd),11.30-11.70(1H,br).

270 | NMR:3.10-3.28(2H,m),3.28-3.40(2H,m),3.44-3.76(8H,m),3.80-
3.92(2H,m),4.28-4.50(2H,m),4.61(2H,s),4.80(2H,s),5.80-6.30(1
H,br),7.79(1H,dd),8.05(1H,dd),11.30-11.70(1H,br).

271 | NMR:1.25-1.44(3H,m),1.65-1.85(3H,m),2.97(2H,t),3.32-3.55(4
H,m),4.25-4.42(2H,m),4.51(2H,s),4.70(2H,s),4.80-5.50(1H,br),7
76(1H,dd),7.96(1H,dd).

272 | NMR:1.30-1.62(8H,m),3.30-3.45(4H,m),3.95-4.20(2H,m),4.51(
2H,s),4.70(2H,s),4.72-5.10(1H,br),7.76(1H,dd),7.96(1H,dd).
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[ 35]

Ex HiE

277 |NMR:1.35-1.52(2H,m),1.55-1.75(2H,m),3.28-3.45(2H,m),4.00-
4.20(2H,m),4.50(2H,s),4.69(2H,s),4.80-5.50(1H,br),7.76(1H,dd
),7.97(1H,dd).

279 | NMR:1.15-1.60(4H,m),1.60-1.90(3H,m),2.81(1H,dd),3.04(1H,d
t),3.42-3.55(2H,m),4.21(2H,dd),4.35-4.80(6H,m),7.76(1H,dd),7
98(1H,dd).

281 |NMR:1.20-1.35(1H,m),1.45-1.60(1H,m),1.65-2.15(4H,m),2.86(
1H,dd),3.04(1H,dd),3.80-4.40(3H,m),4.49(1H,d),4.54(1H,d),4.6
8(2H,s),6.86(1H,s),7.34(1H,s),7.76(1H,dd),7.98(1H,dd).
283 | NMR:1.00-1.25(2H,m),1.30-1.65(3H,m),1.65-1.85(2H,m),2.00-
2.15(2H,m),3.01(2H,t),4.20-4.40(2H,m),4.51(2H,s),4.68(2H,5s),
4.90-6.00(1H,br),6.50-7.00(1H,br),7.00-7.50(1H,br),7.76(1H,dd
),7.97(1H,dd).

284 |NMR:1.25-1.50(2H,m),1.70-1.88(2H,m),2.20-2.40(1H,m),3.11(
2H,1),4.20-4.40(2H,m),4.52(2H,s),4.70(2H,s),4.80-5.30(1H,br),
5.87(1H,d),6.59(1H,dd),6.80-7.10(1H,br),7.20-7.50(1H,br),7.77
(1H,dd),7.98(1H,dd).

285 | NMR:1.25-1.45(2H,m),1.65-1.78(2H,m),3.08(2H,1),3.65-3.80(1
H,m),4.20-4.40(2H,m),4.51(2H,s),4.69(2H,s),4.60-5.30(1H,br),
5.70-5.85(2H,m),6.80-7.20(1H,br),7.25-7.50(1H,br),7.76(1H,dd
),7.97(1H,dd).

287 | NMR:1.50-1.72(2H,m),1.72-1.88(2H,m),2.05-2.22(2H,m),2.90-
3.03(2H,m),3.03-3.18(2H,m),3.30-3.45(1H,m),3.49(2H,t),4.18-
4.50(4H,m),4.55(2H,s),4.73(2H,s),7.78(1H,dd),7.99(1H,dd),8.8
0-9.20(2H,br).

288 | NMR:1.50-1.75(2H,m),2.09-2.22(2H,m),2.76(2H,t),3.00-3.22(4
H,m),3.28-3.50(1H,m),4.28-4.44(2H,m),4.55(2H,s),4.74(2H,s),
7.78(1H,dd),8.00(1H,dd),9.10-9.35(2H,br).
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293 | NMR:3.45-3.66(2H,m),3.66-4.00(2H,m),4.00-4.20(2H,m),4.48(
2H,5),4.87(2H,s),5.80-6.50(3H,br),7.75(1H,dd),7.97(1H,dd).
296 |NMR:1.10-1.30(4H,m),1.40-1.64(3H,m),1.65-1.83(2H,m),2.03(
2H,1),3.01(2H,1),4.20-4.40(2H,m),4.51(2H,s),4.68(2H,s),5.15-5.
90(1H,br),6.50-6.85(1H,br),7.00-7.45(1H,br),7.76(1H,dd),7.97(
1H,dd).

300 | NMR:3.20-3.80(6H,m),3.99(2H,s),4.20-4.55(2H,m),4.61(2H,s),
4.79(2H,s),5.80-7.00(1H,br),7.71(1H,s),7.79(1H,dd),8.05(1H,dd
),8.13(1H,s),10.40-11.20(1H,br).

311 |NMR:3.32(2H,s),3.80-3.90(2H,m),4.25(2H,s),4.55(2H,s),4.83(2
H,s),7.74-7.82(1H,dd),7.97-8.06(1H,dd),8.19(1H,br).

317 | NMR:1.50-1.70(2H,m),1.70-1.82(2H,m),2.40-2.48(1H,m),2.57(
3H,d),3.02-3.14(2H,m),4.20-4.35(2H,m),4.52(2H,s),4.70(2H,s),
7.70-7.81(2H,m),7.92-8.02(1H,dd).

318 |NMR:1.52-1.68(2H,m),1.68-1.82(2H,m),2.95-3.15(5H,m),3.35-
3.45(2H,m),4.21-4.35(2H,m),4.52(2H,5),4.62-4.68(1H,1),4.68-4.
72(2H,s),7.70-7.80(1H,dd),7.80-7.88(1H,t),7.92-8.02(1H,dd).

[ 36]

Ex =

319 | NMR:1.50-1.80(4H,m),2.81(2H,s),2.90-3.20(5H,m),3.30-3.35(1
H,t),3.40-3.50(2H,m),3.50-3.60(1H,m),4.20-4.40(2H,m),4.52(2
H,s),4.71(2H,s),7.70-7.81(1H,dd),7.90-8.03(1H,dd).

322 | NMR:1.09-1.25(2H,m),1.66-1.78(3H,m),1.81(3H,s),2.88-3.10(4
H,m),4.21-4.35(2H,m),4.51(2H,s),4.68(2H,s),7.70-7.80(1H,dd),
7.80-7.91(1H,t),7.92-8.01(1H,dd).

323 |NMR:1.46-1.68(2H,m),1.92-2.10(2H,m),3.06-3.22(2H,m),3.26-
3.44(1H,m),4.23-4.37(2H,m),4.55(2H,s),4.72(2H,s),7.72-7.83(1
H,dd),7.93-8.05(1H,dd),8.25(2H,br).
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326 |NMR:1.12-1.32(2H,m),1.66-1.82(2H,m),1.92-2.06(3H,m),2.95-
3.15(2H,m),4.20-4.36(2H,m),4.52(2H,s),4.69(2H,s),7.70-7.82(1
H,dd),7.90-8.02(1H,dd).

330 | NMR:1.83-2.02(2H,m),3.54-3.90(4H,m),4.32-4.39(1H,m),4.39-
4.47(1H,d),4.49-4.56(1H,d),4.89(2H,s),7.70-7.80(1H,dd),7.92-8.
01(1H,dd).

331 | NMR:0.95-1.20(2H,m),1.65-1.80(2H,m),1.80-1.97(1H,m),2.52-
2.64(1H,m),2.82-3.00(1H,m),3.36(2H,t),3.55-3.70(2H,m),4.00-4
12(2H,m),4.28-4.39(3H,m),4.51(2H,s),7.66(1H,t),7.70-7.80(1H
,dd),7.90-8.00(1H,dd).

333 | NMR:1.40-1.63(2H,m),1.70-1.87(2H,m),3.10-3.26(2H,m),3.90-
4.00(1H,m),4.05-4.15(1H,m),4.15-4.30(2H,m),4.53(2H,s),4.95-
4.934.69(4H,m),7.65(1H,d),7.73-7.81(1H,dd),7.93-8.03(1H,dd).
334 | NMR:2.18-2.26(2H,m),2.80-2.85(2H,m),3.58-3.62(1H,m),3.72-
3.80(2H,m),4.12-4.20(2H,m),4.52(2H,s),4.77(2H,s),6.84(1H,br),
7.32(1H,br),7.72-7.80(1H,dd),7.95-8.03(1H,dd).

341 | NMR:2.08(1H,8),3.45-3.65(4H,m),4.40(2H,s),4.53(2H,s),7.70-7.
80(1H,dd),7.80-8.00(2H,m).

343 | NMR:1.18-1.45(4H,m),1.80-2.00(4H,m),3.36-3.50(1H,m),3.89-
4.02(1H,m),4.37(2H,s),4.50(2H,s),7.02(1H,br),7.35-7.50(1H,d),
7.72-7.81(1H,dd),7.90-8.00(1H,dd).
NMR:1.66-1.84(2H,m),2.16-2.30(2H,m),3.00-3.16(2H,m),3.42-
348 | 3.60(1H,m),4.02-4.18(2H,m),4.32-4.46(2H,m),4.56(2H,s),4.74(
2H,s),6.86(1H,br),7.72-7.84(1H,dd),7.94-8.06(1H,dd) .

365 | NMR:3.40-4.00(8H,m),4.14(2H,s),4.56(2H,s),4.76(2H,s),7.85(1
H,dd),7.96(1H,dd).

366 | NMR:2.52(2H,1),3.45-4.00(10H,m),4.55(2H,s),4.76(2H,s),7.86(
1H,dd),7.96(1H,dd).
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367 | NMR:1.70-1.94(2H,m),3.35-3.52(2H,m),3.52-3.65(1H,m),3.65-
3.80(3H,m),3.80-3.87(1H,m),3.87-3.95(1H,m),4.00(1H,s),4.08(
1H,s),4.51(2H,d),4.73(2H,s),4.70-5.30(1H,br),7.80-7.90(1H,m),
7.94(1H,dd).

368 | NMR:2.58-2.70(2H,m),3.20-3.36(2H,m),3.65-3.90(4H,m),4.00-
4.50(1H,br),4.55(2H,s),4.70(2H,s),7.86(2H,dd),7.95(1H,dd).
369 | NMR:1.35-1.55(2H,m),1.75-1.90(2H,m),3.30-3.43(2H,m),3.70-
3.85(1H,m),3.90-4.10(2H,m),4.52(2H,s),4.70(2H,s),6.50-7.50(1
H,br),7.85(1H,dd),7.93(1H,dd).

370 | NMR:1.10-1.30(2H,m),1.60-1.82(3H,m),2.90-3.12(2H,m),3.20-
3.34(2H,m),4.20-4.40(2H,m),4.51(2H,s),4.68(2H,s),6.10-7.50(1
H,br),7.85(1H,dd),7.92(1H,dd).

[% 37]
Ex &
371 |NMR:1.10-1.30(2H,m),1.30-1.46(2H,m),1.60-1.85(3H,m),2.90-
3.10(2H,m),3.46(2H,t),4.20-4.35(2H,m),4.52(2H,s),4.68(2H,s),6
.50-7.50(1H,br),7.84(1H,dd),7.92(1H,dd).
372 |NMR:3.10-3.30(4H,m),3.50-3.70(4H,m),3.75-3.90(2H,m),4.30-
4.46(2H,m),4.61(2H,s),4.80(2H,s),5.50-6.50(1H,br),7.87(1H,dd)
,8.00(1H,dd),11.00-11.40(1H,br).
NMR:1.50-2.10(12H,m),3.22(1H,quintet),3.65(2H,t),3.76(2H,t),
3.80-4.00(2H,m),4.59(2H,s),4.77(2H,s)
NMR:1.05-1.30(4H,m),1.40-1.90(11H,m),1.90-2.10(2H,m),2.20
(2H,t),3.00-3.26(3H,m),3.50-4.50(3H,m),4.59(2H,s),4.71(2H,s) .
NMR:1.04-1.22(4H,m),1.80-1.90(2H,m),2.10-2.21(1H,m),3.60-
421 |3.68(2H,m),3.70-3.76(2H,m),3.78-3.90(4H,m),4.59(2H,s),4.75(
2H,s).

399
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NMR:1.00-1.20(6H,m),1.25-1.40(3H,m),1.70-1.85(4H,m),2.05-
422 |2.15(1H,m),2.90-3.10(2H,m),3.32-3.52(4H,m),4.25-4.40(1H,m),
4.56(2H,s),4.68(2H,s).
NMR:1.80-2.10(4H,m),2.20-2.45(4H,m),3.62-3.72(3H,m),3.76-
3.84(2H,m),3.90-4.02(4H,m),4.61(2H,s),4.79(2H,s)
NMR:1.25-1.45(3H,m),1.55-1.90(9H,m),1.95-2.10(2H,m),3.00-
436 |3.17(2H,m),3.18-3.30(1H,m),3.30-3.50(4H,m),4.30-4.80(4H,m),
4.62(2H,s),4.73(2H,s)-
NMR:1.40-1.56(2H,m),1.56-1.90(9H,m),1.90-2.08(2H,m),3.14-
437 |3.26(3H,m),3.32-3.50(2H,m),3.90-4.55(3H,m),4.59(2H,s),4.73(
2H,s).
NMR:1.10-1.30(4H,m),2.45-1.70(4H,m),1.75-1.95(4H,m),1.95-
442 |2.10(1H,m),2.15-2.40(6H,m),3.06-3.22(2H,m),3.58-3.72(1H,m),
4.43(1H,br),4.59(2H,s),4.72(2H,s) -
NMR:1.05-1.25(6H,m),1.31-1.40(2H,m),1.71-1.82(3H,m),2.10-
457 |2.20(1H,m),3.05-3.12(2H,t),3.40-3.50(2H,t),4.28-4.31(2H,m),4.
58(2H,s),4.68(2H,s).

469 | NMR:2.26(2H,brs),3.00(2H,brs),3.27-3.40(4H,m),3.81-3.83(2H,
m),4.25(2H,brs),5.64(1H,s),7.75(1H, dd),7.98(1H,dd).

471 |NMR:1.02-1.04(2H,m)1.79-1.82(3H,m)3.16-3.41(6H,m),3.69(2
H,dd),4.53(1H,dd),4.72(2H,m),7.79(1H,dd),8.03(1H,dd).
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