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(57) MpownsBoaHble 7-U30UHOONUHUIIXUHONOHA U 7-
n3oungonuHunHagpTMpuaoHa obwen dpopmynsi (1)

oR ‘ 10

R - ankun ¢ 1-4 atomamu yrnepoga, He3aMelleHHbIN
Unn 3ameLleHHbin 1-3 aTomamu propa, Uuknoankun
¢ 3-6 aTomamu yrnepoga, eHun, HesaMeLeHHbIN

UM 3aMeLLeHHbIN OAHWM WU ABYMA aToMamu dTo-
pa, 3-okcanpon-2-un, R?- BOJOPON;

R®- rugpokeun unm rpynna O- R", , /A R"' o3Hauaet
ankvn ¢ 1-4 atomamu yrnepoaa, R - sogopoga,
amMuHorpynna, ankunamudorpynna ¢ 1-4 atomamu
yrnepopja, avankunamuHorpynna ¢ 1-3 atomamu
yrmepoa B Kaxaoii ankunbHou rpynne, R® - Bogopog,
ranoreH;

R® - BOZOPOA, an Kun okcu kapboH un ¢ 1-4 atomamu

yrnepoaa B aniknibHOU YacTy,
12

rpynna unu
M0 POKCA METUR,

; roe
R" o3Hauaet BOAOpOA, ankun ¢ 1-3 aTomamm yrne-
poJa, He3aMeLLEHHbIV UMW 3aMELLEHHbIA TMAPOKCU-
rpynnon, aJ'IKI/IJ'IOKCI/IKap6OHIAJ'I ¢ 1-4 atomamu yrne-
POAa B ankuabHoW 4acTy; R' osHauaeT BOZOPOA Unn
MeTun, R R R°uR" 03Haqar0T BOOOPO4 UNN METUST;
A o3HavaeTt N unn C-R™ rareR" 03HaqaeT BOOOpPOA,
ranoreH, MeTokcurpynna unum BMecTe ¢ R' moxeT 06-
pa3oBblBaTb MOCTUK CTPYKTYpbl -O-CH2-CH(CH3)-,
MXTayTOMepbl U CONSHOKUCIbIE COMK

MN306peTeHne OTHOCUTCA K HOBLIM MPOU3BOAHBIM
XMHOMOHA W HaTMpMAOHA, B 4aCTHOCTM, K MPOMU3-
BOAHbIM  7-M30VMHAONMMUHUMXMHOMOHA W 7-U30MHAO-
nuHMNTUpPUAoHa obuen dopmynsi (1)

8
9 th K

R.R

roe:

R - ankun ¢ 1-4 atomamu yrnepoga, He3aMelleHHbIN
unun 3amelleHHbIn 1-3 atomamun Topa, LUMKNoankun
¢ 3-6 atomamu yrnepopga, eHun, He3aMeLeHHbIR
UNn 3aMeLleHHbIV OAHUM MNM ABYMA atomMamu dro-
pa, 3-okcanpon-2-un, R? -BOAOPOA,

R®- rugpokeun unm rpynna O- R" , /A R"' o3Hauaet
ankun ¢ 1-4 atomamu yrnepoaa; R - sogopoa,
amMuHorpynna, ankunamudorpynna ¢ 1-4 atomamu
yrnepopga, avankunamudorpynna ¢ 1-3 aromamu
yrrepoa B Kaxaoii ankunbHou rpynne, R® - Bogopog,
rasnoreH,

R® - BOJAOpPOA, ankunokcukapboHun c 1-4 atomamu
yrnepoga B ankunbHOW 4acTu,

O

4
CO
O
O
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12

13
Mg pokCum etun,  rpynna wunu

12 R

-CH,-N
13
roe-

R osHavaeTt Bogopop, ankun ¢ 1-3 atomamu yrne-
poda, HesaMelLeHHbIN UMK 3aMeLLeHHbIN TMAPOKCU-
rpynnon, ankunokcukapboHun c 1-4 atomamu yrne-
pofa B ankumbHoii yacti, a R'> o3HauaeT Bogopos
N MeTurT;
R7, RS, R°® u R" osHauator Bogopog vn metun; A - N
um CR"™ rae R"™ osHauaeT Bomopos, ramnoreH,
MeToKeUrpynna unu BmecTe ¢ R' MoxeT 06pa3oBbi-
BaTb MOCTUK CTpyKTypbl -O-CH2-CH(CHab nx TayTo-
MepaM 1 COMNSIHOKUCIIbIM COMsIM, KOTOPble NMPOSBISIOT
LeHHble CBOWCTBa, B 4YacTHOCTW, obnagatoT Gonee
BbICOKOW, MO CPaBHEHWUIO C U3BECTHLIMWN U3 eBpONew-
ckon 3asBkn EP-A-343560 npon3BOAHLIMW XUHOSOHA
1 HadTMpPMOOHa, aHTBaKTepuanbHOM aKTUBHOCTbIO,
B YaCTHOCTM, B rpaMmnoroxuTenisHon obnactu

MpeanoyTUTENbHBIMKM  SBASKOTCA  COeAVHEHUS
o6en dpopmyrsi (1), B koTopoit: R' o3HauaeT
UuMKnonponun, aTun, 2-pTopaTun, HesameLLeHHbIN
WKW 3aMeLLEeHHbIN OAHUM, ABYMS UMW TpeMs
aTomamu dTopa, TpeT.-6yTun nnu HesameLleHHbIN
UNW 3aMeLLeHHbI OAHUM UK ABYMS aToMamu
dTopa deHun, 3-okcanpon-2-mn, R* osHauaet
BOAOPOA, aMMHOrpynny; R® o3HauaeT Boiopoa, thTop,
xrop unu 6pom; R” o3HavaeT Bogopos,
amMuHorpynny, MeTunamMmuHo-rpynny,
3TOKCMKapOOHMNaMUHOrpynmny, aMmmMHOMEeTuN,
3TOKCVKapOOHMNaMUHOMETU, TG POKCUM ETWI, 3TOK-
crKapOoHmn.

Ocob6eHHO NpednoYTMTENbHbLIMU ABMASIOTCA CO-
enuHeHus cdopmynsl (1), B KoTopon: R o3HavaeT
uuknonponun, aTun, TpeT.-oytun unu 2,4-
AndTopdeHurn, R” o3HavaeT ruapokeu nnm aTokeu, R®
03HayaeT Bo4opoA, unm dtop.

HoBble coeanHeHus obuier dopmynebl (1) MOXHO
nonyyatb 3a CYeT TOro, YTO COEOMHEHWe obLel

dopmyrnbl (M)

M o o
. /I ol .
l H
//!’QA/kT/‘*\ .2-
% .
. Ri ;

(In

roe:
R, RZ, R3, R4, R% 1 A umetoT yKa3aHHble Bbllle 3Ha-
YeHust 1 X 03HaYaeT ranoreH, B YacTHOCTU, hTOp Uiu
XNop, NOABEPraloT B3aUMOAENCTBUIO C COEOUHEHMEM
obwe chopmyrnbl (111)

R9 y Ri D
(ill)

e:
it

R, R, R, Rn R nmelot ykaszaHHOe Bbille 3Haye-
HWe, NMpy HeobxooMMOCTM B MPUCYTCTBUM CPeacTs,
CBS13bIBAOLUMX KUCMOTY, U NPy HeobXxoanuMocTn ume-
IoLmMecs 3awWwuTHble rPynnbl OTLLENMASOT WenoYHbIM
VAW KNCABIM TMAPOSIM30M U MOMNyYeHHble CoOeauHEHUs!
BblAensioT B cBo6OAHOM BuAe, B BUAe TayTOMEPOB
W CCIISHO-KUCTIBIX CONen.

Ecnn npumeHsiloT B KayecTBe WMCXOOHbIX Be-
wecTB, Hanpumep, 1-umknonponun~6,7,8-TpndTop-
1,4-onrnapo-4-oKCo-XMHONMUHKAPOOHOBYHO KUCNOTY ”
(1SR, 2RS, 6RS)-2-atokcukapboHnnamvHo-8-a3abu-
unkno[4.3.0]JHoH-4-eH, TO NpoTeKkaHWe peakumm MoXeT
ObITb N300paKEHO CrNeayoLLE CXEMON:
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g
1\
5C2 = CO5H

NH F\-",N/” -HF

pall. ing PL //L\

OCHOBAaHHC

= 0
=0

3
NH H S\ CO 5 H 1. HoO / OH

I |
N/L\'“.//l\ﬂ) 2. HCI

pai.
D :
H 2 H
]
N/‘\/‘\N HCI
/.‘)'H

Ecnv npuMeHsiloT B KauecTBe UCXOOHbIX coeau- 6uumkno[4 3 OJHOH-4-eH-8-nrn]-4-0KCo-3-XMHOMMHKaPp-
HeHun, Hanpumep, 1-umknonponun-5,6,8-TpudTop-1, GOHOBYIO KUCIOTY Y aMMUaK, TO peakunsi npoTekaeT
4-fIMrnApo-7-[(1SR, 2RS, 68P)-2-meTunamuHo-8-a3a- no crieqytoLLel cxeme

-HF
CH;NH H ~ ' , OZH
o
%
“H B A
F O
partr.
NH, O
ii
COH
CH;NH H
.

Ecnn npumeHstoT B KavyecTBE WUCXOAHbIX Be- AnH-3-kapboHoson kucnotel n (1SR, 2RS, 6SR)-2-

LLIeCTB, Hanpumep, 3TUNOBLIA apup 7-xnop-1-uukno- mMeTunamunHo-8-a3abnumnkno[4 3 OJHOH-4-eH, TO peak-

nponur- 6 - ptop-1,4-aurnapo-4-okco-1,8 - HadTUPWK- Lma NpoTeKaeT Nno creayoLLen cxeme
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H3C-NH H

CI

paLl.
Bzanmogencteue (II) ¢ (lll), npu koTopom

CH;NH H
coeanHeHus (nn MoryT Takke
ucnonb3oBatbCd B BMAE WX  COMew,
Hanpvmep, TMAPOXIIOPUAOB, MNPOBOAUTCS,
npeanoYTUTENLHO, B pa3basutene, “5’3
Hanpumep, AOume-Tuncynbgokenae, M,Ne-
anmetundopmammge, N-me-Tvn nuppon ug OH e,
Tpyamuge rekcametm 1 (PoCHOPHOM  KUCHIOTHI,
cynbdonaHe,  aueToHWTpune, BoAe,  CNupTe,
HanpvMep, MeTaHorne, 9JTaHone, H-nponaHorne,

n3onponaHone, MOHOMETUMIOBOM 3dhMpe UKo Unm
nupuavHe Takke MOryT MPUMEHHATbCS CMeCcHU ITUX
pacTBopuTenen

B kayecTBe CBfA3bIBAlOLLErO KUCNOTY CpeacTsa
MOXHO MPUMEHsSTb BCe OObl4Hble HeopraHuveckune
Uy opraHuyeckme kucnotoceasyowme. K HUM otHo-
CATCA, NpPeanoyTUTENbHO, TMAPOOKUCK  LLEMOYHbIX
MeTannos, KapboHaTbl LWEeMnoYHbIX MeTanmos, opra-
HUYeCcKMe aMUHbI 1 aMUOVHBI.

OcobeHHO noaxodswmmn cnegyet HasBaTb Tpu-
atunamuH, 1,4-guasabuumkno[2 2 2]JokraH, 1,8-gua-
3a6umuwkno[5 4 OlyHaek-7-eH unu n3bbitok amuHa (1)

TemnepaTypa peakuuy MOXeT BapbMpOBaTbCs B
LUIMPOKOM [Amana3oHe B ocHoBHOM, paboTaiT npu
Temnepatype 20-200°C, npegnoytutensHo, 40-

HOOX

B3anmopgenctesme MOXHO MPOBOAWTE MpU HOP-
ManbHOM [AaBMEHUW, HO TakKe W NPW MOBbILIEHHOM
AaBneHun B ocHoBHOM, paboTtaioT npu gasneHun 1-
100 6ap, npegnoytutensHo 1-10 6ap lMNpu ocyLllecT-
BMeHUN 3Toro cnocoba BBOAAT Ha 1 Monb coeguHe-
Hus (II) ot 1 go 15 monen, npegnovTuTensHo, ot 1 Ao
6 monew coeguHeHmns (111)

CBobogHble aMuHorpynnbsl MoryT ObiTb BO Bpemsi
B3aVMOAENCTBUS 3aluuLleHbl MOAXOAAWMUMA aMUHO-
3aWMUTHBIMK TpynnaMmu, Hanpumep, TpeT-OyTurnokcu-
KapbOHWMMOM UMK 3TOKCUKapGOHUIOM unu ObITe B BU-
Ae a30MEeTMHOBbIX FPyMM, U MoCfe OKOHYaHUsi peak-
unm ocBoboxaaTecsi 06pabOTKON NOAXOASALLEN Ku-
CMOTON, HanpumMep, XNOPUCTOBOAOPOAHOW MUNN Tpu-
(PTOPYKCYCHOW KUCFIOTOW, U NOOAXOASALUMM OCHOBaHU-
em, Hafnpumep, HaTPMeBOW MMM KanneBon LLenoYybio
(T W Greene, Protective Groups in Organic Synthe-
sis, cTp 218-288, n3g John Willey & Sons, 1981)

MonyyeHne KUCMOTHO-aAAMTMBHBIX COMen coe-
OVIHEHWI, cornacHo nsobpeTeHunto, NpoMcxoauT obbl-

C02COHKs OCHOBAHHC
-Hel
(a]
[l YHbIM obpasom,
02C2H= HanpumMep,
- pacTBopeHnem
OetanHa B U30bITKE
BOJHOW KWCMOTbl U
ocaXaeHuem conu

cMeluMBarlmmMes ¢
BOAOW OpraHM4eckum

pacTBopuTenem, Hanpumep, METAHOMOM, 3TaHOSIOM,
aueToHOM, aueToHuTpunom MoXHO Takke HarpeBaTb
9KBMBaseHTHble KonuyecTBa OeTamHa W KUACMOTHI B
BOAE UMW CnvpTe, HanpMmep, MOHOMETUIOBOM adhupe
ruKons, W 3ateM  ynapuTb  gocyxa wunu
oTdunbTpoBaTH BbIMaBLUYLO cornb Mog
dapmaLeBTNYECKM NPUMEHUMbIMU consmm
MOHMMAIOT, Hampumep, COMU  COMSAHOW  KWUCIOThI,
CEePHOM KUCMNOTbl, YKCYCHOW KWUCMOTbI, [NUKO-NeBomn
KWCMOTbI, MOSIOYHOW KMCMNOTbl, SHTAPHOW KUCMOTHI,
NIMMOHHOW  KUCAOTbl, BWHHOW  KUCNOTbl, MeTaH-
CynbdOKUCIIOTbI, 4-TONYOnCyNb(OKNCNO-ThI, ranak-
TYPOHOBOW KWUCMOTbI, 9MOOHOBOW KUCMOTbI, FAyTamu-
HOBOW KMUCMOTHI UMK acrnaparmHoBow KucnoTel. Lle-
NOYHble W LWenoYHo3eMerbHble COMW KUCIOT, CO-
rnacHo nuzobpeTeHuto, NoMy4aroT, Hanpumep, pacTBo-
peHnem 6eTtauHa B HEQOCTAaTOMHOM KONMYECTBE OC-
HOBaHMSA LUENOYHOTO UMK LLEeNIOYHO3EMENBHOIO Me-
Tanna, punbTpaumen H epa cTBopuBLUerocs 6eTamHa
1 ynapuBaHueMm cunbTpata gocyxa

dapMaueBTNYeCKN MPUrogHbIMK SBNSIOTCA CONU
HaTpus, Kanusa nnu kanbuma OB6paboTKoN LLEenoYHON
UNW LWenoYyHo3eMeNbHOW CoMnu noaxoasien cepeb-
PSHOW COMblo, HaNpMmep, HUTpaTom cepebpa, nony-
YaloT COOTBETCTBYIOLLME Conmn cepebpa

BOonbLUMHCTBO MPUMEHSIEMbIX B Ka4ecTBe UCXod-
HbIX coeauHeHun coopmynel (1) ABNSATCA M3BECTHbI-
MW MU MOryT ObITb NOMYyYeHbl N3BECTHLIMU CMOCO-
6amu

UcxopHble coeguHennst opmynbl () aenstoTcs
HOBbIMW OHM MOryT BbITb MOMYYEHbI TEM, YTO NOAXO-
Aslume AveHbl C NoAXoAAWMMKU AueHodunamu noa-
BepraloT peakuun Odunbca-Anbaepa, KoTopas npote-
KaeT Kak BHYTPUMOINEKYNAPHO, TaK U MEXMOMNEeKynsp-
HO, U 3aTeMm, Npu HeobxoanMOCTW, MPOBOAAT Apyrve
XMMUYECKMe peakuMn Ans NOoCTPOeHUs nupponuau-
HOBOrO Konbua M AN BedeHWs HeobXoAMMbIX Ans
Buornorvyeckont akTMBHOCTW 3amecTuUTenen, u B Mo-
crnepgHeln onepauuy OTLUENMSAT 3almnTHbIe rpynnbl y
aToma asoTa nupponuauHa lpu BHYTPUMONeEKynsip-
HOM MpoBedeHun peakuun Ounbca-Anbgepa coegu-
HeHus opmynel (1) unum (2)
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RY §3/\N-P

roe R7, RS, R°n R umetot
yKasaHHoe 10 a BblLLE 3HaYeHve
" | I
P o3HavaeT \/‘\ 3aLUTHYIO
rpynny (Hanpumep,
annvn, au.vm kapbamonn wmu
TpUTWR), U_/ o3Ha4aem
aogopog, \ZLV'-\/ KapbOOKCUIbHYIO
rpynny, cno>|<- HO3MPHYIO
rpynny , EkapBoHOBOW  KMCMOTBI  UNK
Kap6o HaMVI,EI,HyFO rpynny, CN wnun N02, npespaLuaioTt
co- eavHeHus
cbopmynbl 3) (ncxogs m3 (1))
vwnu - coeau-g HeHns dopmyIbl
(4) (ucxops n3 (2))

@)

‘C@

>8

9 10
R, R 4)
roe R7, RS, Rg, R1°, P u Z nmeloT ykasaHHble
BblLLE 3HaYeHus

BHyTpuMonekynspHbele peakuun tuna Jdunbca-
Anbpaepa yacTnyHo nssectHsl J M Mellor, A M Wag-
land / J Chern Soc Perkm! -C 997-1005(1989),
W R Roush, S E Hall, / J Am Chem Soc -103 - C
5200 (19B0), ECiganek, Organic Reactions 32 - C
1-374 (1984)

OpHako B aTnx paboTax OTCYTCTBYET yKkasaHue
Ha 3aWuTHbIE rPynmbl, KOTOPble OQHOBPEMEHHO MOA-
XOA4AT ANns peakuuu, n 3atem 6e3 npobnem moryTt
ObITb OTLLENMEHbI

Mpy MexmonekynsapHoM nNpoBedeHUM peakumm
Ovnbca-Anbaepa aveHbl opMynbl (5) B3anmopen-
CTBYIOT C AneHodwmnamn dopmynsbl (6) ¢ obpasosa-
HUEeM coeguHeHun ghopmyrbsl (7) v, npu HeobxoaMmo-
CTW, nocrne moaudukaumu rpynn 2° n Z°, Hanpumep,
nepeBOAOM LIMKMMYECKOro aHrmgpuga kapboHoBon
K1CnoTb! B Anadmp C OTLUENNEHNEM 3aLUMTHBIX rpymnn
P' urm P' un P2 UUKNM3aumen npespallaroT B Nnakrta-
Mbl chopmyrbl (8)

(6)
72
\—~»¥£ zl umm z2
9
R I
g7
A— . "
| 8
z2 sam 21 R
R L
L_’_(‘#V_—‘\//
2. /
Pe~N ) g7, rl0
P
_ (8)
r? , rI o P' 03HauaeT aumr- Unn kapbamMoMN3aLLUTHYIO rpyn-

(7)
B cbopmynax (5), (6), (7) v (8) 3amecTuTenu R’
R R° u R umetor yKa3aHHOe BblLLE 3Ha4YeHne,

ny, ecnm
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P o3HayvaeT Bogopoa unu P' Bmecte ¢ P? obpasyet
uvna; Z' m Z2 o3HaualoT Bogopog, kapGokeur,
CNOXHO-3MPHbIE rPYNMbl NN amugHble rpynmbl
kapboHoBou kucnoThbl, rpynnel CM unn NO2, npuyem,
no MeHbLUen Mepe, oaHa n3 asyx rpynn Z° nnu Z
AOMKHa OblTb CIIOKHO3MUPHOW TPYNnon  unn
amMugHow rpynnon KapboHOBOW KMCNOTbI, UNn
rpynnont CN, unu Z un Z?BMmecTe 00pasyoT MOCTUK,
Taknum obpasom, 4To obpasyeTcs aHrmapug
KapbOHOBOW KNCMOTHI.

MpegnoytTnTenbHBIMU 3aLWMTHBIMKU Fpynnamun P,
P', P sBRsioTCS Takue 3aluTHbIe TPynMbl, KOTOpble
npu YCrnoBuWsiX, NMPUMEHSAEMbIX ANs WX OTWenneHus,
obecneymBaloT LUMKNM3aumio OO faktama u, npu He-
obxoammocTn, aTepudmkaumio BTOpon, elle csoboa-
HOW, KapOOKCMNbHOM COYHKLUUM C MOMOLLBK NpuMe-
HSIeMOro B KayecTBe pacTBOpPUTENst cnupTa, Takum
obpasom, 4To Bce onepauun cnocoba moryT 6biTh

npoBefeHbl B OJHY CTaguio, U He NPOUCXOANT HEKOH-
TPONMUPYeMOro npeBpaLleHnss OuacTepeoMepHo- U
3HaHTMOMEPHOUNCTbIX UCXOAHBIX COEAUHEHUA B He-
pasgenumMble Unu TpyaHOpasaenMmble CMecu nUsome-
poB.

PeakumoHHOCTb M CenekTMBHOCTb, OCOGEHHO
AvactepeoMepHasi CenekTMBHOCTb, Kak BHyTpuMorie-
KYNSIpHOW, Tak U MEXMONeEKynspHon peakunn Ounb-
ca-Anbepa 3aBUCAT OT BuAa AWeHa u gumeHodwuna
(Hanpumep, BUA M YUCNO aKTUBMPYIOLLMX TPyMn, BUA v
YUCMO [AOMNOMHUTENMbHBIX 3amecTUTenen, umuc- wunm
TpaHC-KOHUrypaLms OBOWHOW CBSA3M), @ TakkKe OT
BMAA MPOBEAEHUS peakumn (Mex- Unu BHyTpumone-
KynsipHas) W oT Buga 3awmTHbix rpynn (P, P!, P?).
MpoBoaumble, cormacHo W300peTeHuto, peakuum
Ounbca-Agbaepa v Lyknusaumm MoryT ObiTe MOsiICHe-
Hbl CrieaytoLLen CXeMOM:

0
~
XN :-0 xcwgos, 20 4 | I
\_/"J CHa X N CHy
KUngd. ¢ obp. XOJOon.
LMC: TPaHC 1:1
HO,C H
HONP o -
- CHCXs, 15 u
N—.\_
P B KOMH. TeMrl.
pat.
OCHOBHOM NPOIOYKT
W H5C»0,C H
T e JIU JIU
2 " p QT!/N"P
ray @ u
B
AB
/’\"Q\ Tonyon 154 3:2
—H,C ¢ 0bp. xonop,
CH3
o
/].!\ CHE Tonyon 6 4:1
o) ¢ 06p. xonog,.
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CH- )
Toiyon 154 60 ¢

CH.

H3C0>,C H O

CH30H/H
| NH
59 ¢ obOp. xomon. =

H

CH-

4

- terparugpodypan 54

If c 00p. xomox
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CO,CoHs

HO
par

Hoco 02C H

Nn

EtOH/H,0 15 u

KOMHaT, TEeMIIEP.

H«-C

pa.

B kauyecTtBe pacTtBopuTens ans peakuyum OQunbca-
Anbaepa NpUMeHsI0TCA BCe MHEPTHbIE OpraHnyeckme
pacteoputenun. K HUM oTHOCATCH, NpeanoyYTUTensHO,
npoctble adupbl, Hanpumep, OUN30NPONUIIOBbLIN
adup, An-H -ByTUNOBBIN 3MpP, AUMETOKCUITaH, TET-
parvapodypaH 1 aHv3on, yrnesogopoabl, Hanpuvep,
rekcaH, MeTUNUMKIIoreKkcaH, Tonyon, KCUon n Mesu-
TUMEH, W ranoreHMpoBaHHbIe YrNMeBOAOPOabl, HaMpu-
mep, xropodopm, 1,2-aUXIopaTaH 1 xropbeH3orn.

Peakuuio unbca-Anbaepa MOXHO NpoBOAUTb U
6e3 pactBoputens. TemnepaTypa peakuum MOXET
BapbMpOBaTbCS B LUMPOKOM AuanasoHe. B ocHoBHOM,
paboTatoT B nHTepsane ot -20°C go +200°C, npeg-
noyTtutensHo ot -20°C go +150°C O6bI4HO peakuumto

2 qHs ¢ oOpat, XOIOS.

L

O

Temne*

+ EtOH
KOMHATH
o CoHs 18 1
pal
B
pait.

Ounbca-Anbgepa NpoBoAsT Mpu HopmarnbHOM AaB-
neHun. OgHako Ans YCKOPEHUs1 peakumm MOXHO npu-
MeHATb gaeneHuns go 1,5 Ma

JanbHenwee npesBpalleHne coeavHeHun dop-
Mynbl (7) Ao coeguHeHun copmynbl (8) nponcxoauT,
KaK 3TO OnMcaHo B MpuvMepax, Ui M3BECTHbIMU CMo-
cobamm opraHM4ecKon XMMnm.

Onsa Toro 4tobbl M3 coeamHeHn dopmyn (3), (4)
unu (8) nonyunts coeguHeHunst opmynel (Ill), Heob-
XO4MMbI AOMOMNHUTENbHbIE PeakLunm

Hanpumep, cnegyeT Ha3BaTb rMOpPONN3 COXHO-
ro admpa Ao kapboHOBOWM KMCMOTbI, BOCCTAHOBIEHNE
KapBOHUMbHBIX rPynM, Hanpumep, CoXHbIX 3UPoB
[0 anbAernaoB Unu CNUPTOB, UM NaKTamoBbIX rPymnn



[0 MUPPONUAVHOB, NepeBos MAPOKCUIbHON (YHK-
UMM B aMUHOMYHKLMIO, NepeBof KapGOKCUIbHOW
hYHKLUM UM ee NMPOU3BOAHOIO MPU pacLuenneHum y
aToMa yrnepoga B aMWHOMYHKLMIO, BOCCTaHOBW-
TenbHOE aMUHWpOBaHWe anbAervia UMeloLLelics B
MorieKyrne aMmuHOMYHKLUY, BOCCTaHOBUTENbHOE aMu-
HUPOBaHWE WMetoLLEeNCa B MOMeKyrne anbAeruaHoi
bYHKUMM aMUHOM, BBEOEHWE 3aLUUTHBIX rpynmn, OT-
LenneHve 3alUTHON rpynnbl y a3oTa NMpponuanHa,

35562

4YTOObI OCTanNMCb BO3MOXHO HaxosLLMecs B MOMNeKy-
ne gpyrue 3awmnTHble rpynnbl

OTu NpeBpaLLeHns NPOUCXOOST, KaK OnucaHo B
npumepax, UM M3BeCTHbIMWU B OPraHW4eCcKo XUMuK
meTodamm

OanbHenwee npeBpalleHne coeavHeHun dop-
mynel (3), (4) nim (8) B coegnHenuns cdopmynbl (1)
MOXeT ObITb MOSICHEHO credylowen peakLUoHHOW
cxemon

(=)
I CHgy
HgC05C NG KOH
‘ CH30H/H,0
> CHz
H 0
part. H CH4
HO,C N
Hj
r CH.
H
part.
o
1. CAH”OCOCI/NEt, H=C-,0 NH 0
CH-
2, NaN. HCI
- nCH-
3. IO, EtOH CH-
H
parr.
(o)
H5C>0 NH H H-,CNH H
[
l > LiAIH,
H
ail.
pay patt
1)TpraTnnamuH

2)ataHon
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CH-
OWBAT I)
"CH'
CU-
H
pan.
HOH,C H HOH-,C
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Hel
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Hs5C202C H O HOH9C H O
e
H paiL
pag.
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e
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H
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=

CH'



10



35562

o

1. NaNj H5C0 NH-H,C H 0

— : I CH-

A
2. PPh; ' N Haq
3. H,OH CHs
H

4. Cb

HC1

CH;0 H,C

1) TpucbeHmndocchuH
2) TpUaTUNaMUH

BONbLWMHCTBO MUCXOOHLIX COeQUMHEHURn opMyn
(1), (2), (5) n (6) ABNAIOTCS M3BECTHLIMW MNN MOTYT
OblTb MOMNyYeHbl N3BECTHBIMM B OPraHNYeckon XMmMum
cnocobamu

CoeawnHeHunsa copmynbl (lll) moryT wmcnonb3o-
BaTbCs Kak B BMAE palemaTtoB, Tak U B BUAe 3HaH-
TUOMEPHOUMCTBIX WKW AMacTEPEeOMEpPHOYNCTBIX CO-
eANHEHNI

3asBneHHble coeduHeHus dopmynbl (1) nposis-
NS0T CUMBbHYI0 aHTUBMOTMYECKYIO aKTUBHOCTb U, NpU
He3Ha4MTernbHOW TOKCUYHOCTW, obnagalT LUMPOKUM
CNEeKTPOM AEWCTBUSA MPOTMB FPaMMONOXUTENbHbIX U
rpam oTpuuaTtenbHbIX MUKPOOOB, 0COBEHHO, NPOTMB
aHpobaKTepuin, npexage BCero, MPOTUB TakuX, KOTO-
pble YCTOMYMBBI K PasnnyHbIM aHTUOWOTWMKAaM, Ha-
npumep, NEHUUMNNMHY, LedanocnopuHy, aMUHOIIO-
Ko3ugam, cynbdamvaaM, TeTpauuknuHy u Apyrum
XMHOMoHaMm 3asBreHHble COeAMHEHUS MPOSABAAT
XOPOLLYIO MEePEHOCUMOCTb

Bnarogaps 9TUM LeHHbIM CBOWCTBaM, coeguHe-
HWA MOTyT MPUMEHATLCA B MegMuMHe, a Takke Ans
KOHCEPBMPOBaHUS OPraHNYecKUX U HeopraHnYeckux
maTtepuanos, B 0COBEHHOCTH, BCEX BUOOB opraHuye-
CKUX MaTepuarnoB, Hanpumep, NOMMMepoB, CMa30y-
HbIX BELLECTB, KPACOK, BONOKOH, KOXM, Bymaru n gpe-
BECWHbI, MULLIEBbIX MPOAYKTOB U BOAbI

CoenuHeHns, cornacHo M306peTeHuto, aKTUBHBI
NPOTMB OYEHb LUMPOKOro CrekTpa MUKPOOPraHM3MoB

C ux nomoLLbio BOpHOTCA C rPaMnoONOXUTENbHbI-
MW W rpamoTpuuaTtenbHbiMM Baktepusimum n bakTte-
pronogobHbIMM MUKPOOPraHM3Mamu, a Takke C Bbl-
3bIBaEMbIMU UMK BOnesHsaMU

CoeaunHeHuns, cornacHo n3obpeTeHuto, NposiBns-
10T CUMNbHYIO aKTVBHOCTb B OTHOLLIEHWUM MOKOSILLIMXCS U
pe3nCTEHTHbIX MUKpoopraHuamoB B crniydae nokos-
wmxcs 6akTepun, T e TeX, Y KOTOpblX He Habnmto-
[aeTcs pocTa, COeAMHEHUsT aKTUBHbI NPU KOHLLEeHTpa-
LUSIX 3HaYMTenbHO bonee HN3KNX, YEM U3BECTHbIE

H
pan.
NH

ﬂ v
coefiMHeHNns1 3TO OTHOCUTCH He TOMbKO K BBOAUMBIM
KOnnyecTBaMm, HO M K CKOPOCTW ymepLuBrneHns Takve
pe3ynbTaTbl HAbNAANMCh y rpPaMmnonoXmTeNbHbBIX U
rpamoTpuuaTtenbHbix 6akTepuin, B YacTHocTh, y Sta-
phylococcus aureus, Pseudomonas aeruginosa, En-
terococcus faecafis u Eschenchia coif

Takke MO OTHOLLIEHWIO K BaKkTepusaM, 3HaunTenb-
HO MeHee BOCMPUUMYMBBLIM K BellecTBam, B3ATbIM
Onsi cpaBHeHWsl, B OCODEHHOCTW, K PEe3NCTEHTHbIM
Staphylococcus aureus, Eachenchia colt, Pseudo-
monas aeruginosa u Enterococcus faecalis, 3asB-
NeHHble COedMHEHNs MPOSBASIOT 3HaYMTEeNbHOE no-
BblLLEHVE aKTVBHOCTU

OcobeHHO aKTMBHbI COeAMHEHNSI MO OTHOLLEHUIO
K GakTepusam n 6akTepnonogobHbIM MUKPOOPraHu3-
mam MoaTomy OHM 0COBGEHHO MpUrogHbl B MeauuuHe
1 BeTeprHapuv ons NpounakTykM u xummotepanuu
rnioKanbHbIX U CUCTEMHBIX WMHMEKLUUA, Bbl3blBaeMblX
3TUMKM Bo3byamTenamm

Taike coegnHeHns rogaTca ans 6opb6bl ¢ Npo-
TO300HO30M U renbMMHTO30M Kpome Toro, coeguHe-
HWSA, NO M306peTeHnto, NPUroA4Hbl ANS feYeHns ony-
XoneBbIx 3abonesaHui

MpennoxeHHble COeAMHEHNS MOTYT MPUMEHATb-
Csl B pa3nu4HblX npenapaTtuBHbix dpopmax OcobeHHo
npeanoyTUTENbHLIMU ABNSIOTCA TabneTku, Apaxe,
Kancynbl, NUAONN, rPaHynbl, Cynno3nTopun, pacTeo-
pbl, CyCNeH3Mn 1 aMyrbCuK, NacTbl, Masun, renu, Kpe-
Mbl, FIOCbOHbI, NyAPbl 1 a3P0305K

MuHMMarnbHble KOHUEHTpauunm TOPMOXEHUs
(MKT) onpepensinuck cnocobom nocnefoBaTernsHOro
pa3baBneHust Ha Iso-sensitest arape (okcoua) Mpwu
3TOM FrOTOBWMW P arapoBbIX MAACTWH, KOTOPbIE MpK
[ABOVHOM pa3baBreHnn cogepxany yMmeHbLuatoLmecs
KOHLIEHTPaLuM akTMBHOrO BellecTBa ArapoBble nna-
CTWHbI NPUBMBANKN C MOMOLLBI MHOrOTOYEYHOro WMHO-

Kynsatopa Tuna OeHnen [Ona npuBYMBKW NPUMEHSNU
BblpallieHHble B TEYEHME HOUM KynbTypbl BO30yauTe-
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ns, KOTopble cHavana pa3baBnsnu Tak, YTobbl kax-
[as Touka MPUBMBKM coaepxana okoro 10° obpa-
3yIOLUMX KOMOHWIO YacTuy. MpuBMTbIe azaposble nna-
CTUHBI MHKyBmpoBanu npu 37°C n, cnycts npnbnusmn-
TenbHO 20 4YacoB, cuMTbIBaNM POCT MWUKPOOPraHu3-
MOB.

3HadyeHne MKT (MKr/mn) gaeTt camyio HU3KYLO
KOHLIEHTpaLIMIO aKTUBHOIO BELLLECTBA, NpPY KOTOPOWA

HEBOOPY)XEHHbIM [11a30M He Habnaanocb HNUKaKoro
pocTta

B Hwxecnepytowen Tabnuue npvBedeHbl 3Haye-
H MKT HeKkoTopbIX 3asBrfeHHbIX COeaWHEHUN, B
cpaBHeHun ¢ 7-(4-amuHo-1,3-Ournapo-m3ouHaon-2-
un)-1-umknonponun-6,8-gudtop-1,4-aurngpo-4-okco-
3-XMHONMHKapOOHOBOW KWCMOTOW (3asiBka Ha eBpoO-
nenckun nateHt EP-A-343 560, npumep 2).

Tabnuua
3HaueHns MKT (mkr/mun)

Mpumep * 4 6 12 14 19 22
E coli Neumann 0,5 0,0078 | <0,015 | 0,0039 0,03 <0,015 0,03
Klebsieiia sp. 8085 4 0,015 0,03 0,015 0,125 0,03 0,06
Enterobacter cloacae 2427 - 0,015 0,06 0,015 0,125 0,03 0,125
Morganelia morg. 932 1 0,015 - 0,015 0,125 0,03 0,125
Providencia sp. 12012 1 0,015 0,03 0,015 0,125 | <0,015 | 0,125
Micrococcus luteus 9341 - 0,015 0,06 0,015 0,125 0,06 0,125
Staphylococcus aureus ICB 25701 - 0,03 0,125 0,015 0,25 0,03 0,125
Staphylococcus aureus 1756 0,03 0,0039 | <0,015 |1 0,0019| 0,0078 | <0,015 | £0,015
Enterococcus faecalis 27 101 0,5 0,15 0,03 0,0078 0,03 <0,015 0,03
Pseudomonas aerugmosa Walter > 128 0,25 0,5 0,25 1 1 2

*

coeavHeHue Ans cpaBHeHus; 7-(4-ammHo-1,3-gurngpo-m3onHgon-2-mn)-1-unknonponun-6,8-gudptop-1,4-gurna-

po-4-okco-3-xnHonmHkapboHoBas kucnota (EP 343560, npumvep 2)

MonyyeHve NPOMEXYTOUHbIX MPOAYKTOB:
Mpumep A
8-a3abuuynkno[4.3.0]HoH-2-eH A.1.
(E)-1-6pom-2,4-neHTagneH

K 84 r (1,0 monb) Haxopgswerocs npu 0°C 1,4-
neHTagueH-3-ona npukansiBaloT Npu nepemeLunBsa-
Hum 150 mn (okomno 1.3 monb) 48%-How BogHoOW Gpo-
MWUCTOBOLOPOOHOW KMUCMNOTbI Tak, YTOObl BHYTPEHHSIS
TemnepaTypa He npesbiwana 5°C. Mocrne okoHYaHus
pobaBneHus npoforkarT nepemelunsats 1 vac npu
KOMHaTHon Temnepatype OpraHudeckyio a3y oT-
fenstoT u 6e3 o4ncTkM nogBepraoT AarbHenlemMy
NpeBpaLLEHNIO.

Beixog 107-129 r (73-88% o1 Teopuu)

A.2. (E}-1-(2-nponeHunamunHo)-2,4-neHTaameH

K 22B r (4,0 Mmonb) 1-amyHO-2-nponeHa npvikanbi-
BaloT npu nepemewnsaHun 58,8 r (0,4 monb) (E)-1-
6pom-2,4-neHTagmeHa (ueneBoe coeguHeHWe Mo
npumepy A.1). lMyTem oxnaxaeHus NOAAEpPXMBaOT
BHYTPEHHIOIO TemnepaTypy B AuanasdoHe 20-30°C, B
TeyeHne 5 yacoB nepemMelLnBaloT NpPU KOMHAaTHOM
Temnepatype Cmecb crywatoT npu 150 mbap, go-
6asnsaoT 20 r (0,5 Monb) rMAPOOKUCH HATpKUS, pac-

12

TBOpeHHoun B 200 Mn BOAbI, ABaXAbl IKCTPArnpyroT no
100 mn mMeTuneHxmopua a, cywart Haj cynbdaTtom
HaTpusi, npubaensoT 0,1 1 4-rMapokcu aHM3on a, cry-
LatoT, neperoHstoT npu 40 mb6ap Ansa ctabunusaunm
K guctunnaty npubasnsiot 10-20 y/munn 4-rmgpo-
KCMaHu3ona

Bbixoa: 33-35 1 (67-72% oT Teopun)

T.kun 77-82°C npwn 40 mbap.

'H-AMP (peittep.xnopocopm). S = 6,07-6,48 (M,
2H); 5,64-6,07 (m, 2H), 5,00-5,27 (m, 4H), 3,19-3,36 =
=1 u/munn (m, 4H).

A3. bl-[(E)-2,4-neHTaguennn]-M-(2-nponexun)-
auetamug

0

A
N7 CHy

Bepytr 24,6 r (0,2 monb) (E)-1-(2-nponenwun-
amuHo)-2,4-neHTagueHa (ueneeBoe coeguvHeHWe Mo
npumepy A 2), npykanbiBatoT 22,4 T YKCYCHOrO aHrma-
pvaa v nepeMeLlLnBaloT B TEYEHNEe HOYM NMPU KOMHAT-
Hon Temnepatype CryliatoT n NpUMeHsIoT danbLue B
CbIpOM BuZe.

A.4. 8-auetun-8-azabuumnkno[4.3.0]HOH-2-eH
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N CH,

33,1 r (0,2 monb) M-[(E)-2,4-neHTagnenun]-bl-(2-
nponeHun)-auetamMmmaa (Luenesoe coeguHeHue npu-
mepa A 3) pacteopstoT B 200 mn kcunona, B TeYeHne
15 MWH nponyckaroT CcUbHbIN TOK a3oTa, NpubaBnsAlT
0,1 r 4-rmgpokcrmaHm3ona, 3aTem HarpesaloT B Teye-
HMe Ho4M ¢ obpaTHbIM XonoaunbHUKoM. CrywaioT u
neperoHsoT B rnybokoM Bakyyme

Boeixog 23,1 1 (70% oT Teopuu, cuuTas Ha uerne-
BOE COELMHEHME MO npumMepy A 2).

T.kun 88-93°C (0,05 mbap)

A.5. 8-azabuyukrno[4 3.0]HOH-2-eH

H
|Nu

16,5 r (0,1 monb) 8-auetnn-8-asabuumkno-
[4.3.0]HOH-2-eHa (LeneBoe coequHeHVe No npumepy
A 4) HarpeBatoT ¢ 06paTHbIM XONOAUMBHUKOM B CMe-
cn n3 100 mn 45%-How HaTpueBow wwenoyvn, 50 mn
Bogbl n 100 mn 1,2-aTaHgnona B TeveHue 3 4acos.
Mocne oxnaxgeHwns aKCTparnpyrT YeTblpe pasa o
50 mn guatunosoro acdupa Ob6beanHEHHbIE OpraHu-
Yyeckue dasbl cywaT cynbdaToM HaTpusi, NeperoHs-
10T B rny6oKOM Bakyyme

Bbixoa: 6,6 r (54% ot Teopun).

T.kun : 36-44°C npm 0,35 mbap.

'H-AMP (neitTep.xnopocopm): é= 5,79 (m, 1H),
5,74 (m, 1H); 3,02-3,17 (m, 2H); 2,47-2,72 (m, 2H),
2,06-2,30 (m, 2H); 1,91-2,06 (m, 2H), 1,68 (m, 1H);
1,45 y/mnnn (m, 1H).

Mpumep b

Otunosbin admp (1RS, 2RS, 6SR)-8-a3abn-
umkno[4 3.0]HoH-4-eH-2-kapOOHOBOW KMCMOThI (Ana-
ctepeomep A) n atunosbivi admp (1RS, 2RS, 6SR)-8-
a3abuumkno[4 3.0]HOH-4-eH-2-kapbOHOBOWM KWUCMOThI
(onactepeomep B)

b1 I[(E)-2,4-neHTagueHun]-cbTanummg,

a
|
SR
7
0

BepyT 185 r (1,0 monb) dpranummnga kanus B
800 mn gumeTtundopmamuaa, npukansiBaloT Npu ne-
pemewwusaHum 147 r (1,0 monb) (E)-1-6pom-2,4-
neHTagveHa (Lenesoe coeguHeHue no npumepy A.1),
npu 3TOM BHYTPEHHIOKD TemnepaTtypy NoaaepXunsatot
oxnaxageHnem Hmke 30°C B TeyeHue Houu
nepemMeLUMBaloT Npy KOMHaATHOM TemnepaType 3atem
CMecCb BbIMMBAIOT Npu nepemewwvsaHum B 1,6 n ne-
OSiHOW  BO-Abl, 0Cagok OT(MUNLTPOBLIBAIOT,
npomMbiBalT BOAOW, cywaT MpuM KOMHATHOW
TemnepaTtype A0 NOCTOSIHHOrO Beca

13

Beca.

Beixoa. 177-200 r (83-94% oT Teopun).

Tnn' 118-12IC (npoba nepekpucT M3 3TaHO-
na)

'H-IMP (neiiTep. xnopodopm). 6= 7,85 n 7,72
(m, 4H, apun-H); 6,2-6,4 (m, 2H, Hy C-3 n C-4), 5,75
(ar, 1H, HyC-2, J =14 n 62 I'y); 5,20 (g, 1H, Hay C-
5,J=15Tu), 510 (g, 1H, H§ y C-5, J = 8 T'u);
4,33 y/mynn (g, 2H, Hy C-1,J =6 Tw)

b.2. (E)-1-amuHO0-2,4-naHTaguneH

B 2 n neperoHHbIn annapat ¢ KoroHkon (10 cm)
Tmna Vigreux nomewatot 400 r 6uc-(2-amuHOaTMN)-
amuHa 1 213 1 (1,0 monb) M-[(E)-2,4-neHTagnennn]-
pTanumuaa (uenesoe coeguHeHne no npumepy b.1)
1 HarpesaloT Ao kuneHus npu 60 mbap.

MpoaykT oTroHsitoT B nHTepsane 45-60°C npwu
60 mbap. Ons ctabunusauum K gUCTUNNSaTY npnbas-
nstoT 10-20 4/mMunn 4-rmgpokcrnanHmsona.

Beixoa: 71-80 r (86-96% oT Teopun)

B.3 Otmunosbii (E)-4-[(E)-2 4-neHTagneHunamu-
HO]-2-6yTEHOBOW KNCMNOTbI

W?WO

BepyT 41,6 r (0,5 monb) (E)-1-amuHO-2,4-neHTa-
AveHa {ueneBoe coeguHeHue no npumepy b.2) un
50,6 r (0,5 monb) Tpuatunamuta B 250 mn TeTparng-
podypaHa npu 0°C n npukanseisatot 96,5 r (0,5 monb)
atunosoro agwmpa (E)-4-6pom-2-6yTeHOBOIN KWCHOTHI,
pactBopeHHoro B 250 mn TeTparegpodypaHa BHyT-
PEeHHIO TemnepaTypy NOAAEePKUBAIOT oXnaxaeHueM
nbgom Huwke 5°C. lMNMepemewwmaroT 5 vacos npu 0°C,
3aTeM - HOYb - MPU KOMHATHOM TemnepaType

MpunbasnsaT 500 mn Tper GyTMn METUNOBOrO
acpupa, 3atem 500 mn 1 M HaTpueBon LLenoyw,
BCTPSIXMBAIOT, pa3genstoT dasbl, BOOHYI0 ¢hasy 3KCT-
parupytoT oguH pa3 100 mn TpeT 6yTun mMeTUnoBoro
admpa, obbeanHeHHble opraHuyeckne hasbl cywat
cynbdartom HaTpusi, npubasnsaoT 100 mn Tonyona u
0,1 r 4-rmgpokcmaHunsona, crywatroT (npyM 3TOM Tem-
nepatypa He pgormkHa npesblwatbe 40°C) Octatok
ouMLLAI0T XpomMaTtorpaduern Ha KornoHke ¢ 1 kr cunu -
karens (63-200 MKM) CO CMECbIO LMKIOrekcaHa u
aueTtoHa (2.1) MNepen cryweHnem cHoBa Ao00aBnsOT
0,1 r 4-rmpgpokcnaHunsorna U BO BPEMS CryLLeHUs He
npesblwatoT Temnepatypy 40°C.

Bblxon,1 52,7-58,6 1 (54-60% OT Teopum), XKenTo
BaToOe Macrio *

R:=0,24

'H-AMP (peittep.xnopodopm)- 5= 6,99 (AT, 1H,
J=15u5,5Tu); 6,1-6,45 (m, 2H), 5,98 (4, 1H, J =
=15Tu), 5,75 (ar, 1H, J=15un6,5Tu) 5,18 (g, 1H,
J=15Tu), 5,06 (g, 1H, J = 10 'u), 4,19 (x, 2H), 3,42
(@, 2H), 3,31 (a, 2H), 1,29 y/munn (1, 3H)

B 4. Otunosbini acup (IRS, 2RS, 6SR)-8-Tper -
6yTunokcukapboHun-8-asabuumkno[4.3.0]HoH-4-eH-2-
KapboHOBOW KMCMOThI (Auactepeomep A) 1 3TUNOBbIN
admp (1RS, 2RS, 6SR)-8-TpeT-6yTunokcukapboHun-
8-a3abumumkno[4 3.0]HoH-4-eH-2-kapbOoHOBOW KNCNOThI
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(onactepeomep B)

pail.
0 CHj3

CHs0,C, H N"}Lo/l_c”‘
CHy

pail. A
0 CH3
CHg0,C, H N o /P CHj
CH.
H B

PactBopstoT 97,5 r (0,5 monb) aTunosoro adgumpa
(E)-4-[(E)-2,4-neHTagmeHmnammnHol-2-6yTeHoBOM Kuc-
notel (uenesoe coegvHeHne b 3) B 250 mn Tonyona
MpukaneiBatoT 114,5 r (0,525 monb) gutpeT-6yTnn-
OvikapboHaTa, pacTBopeHHoro B 250 mn Tonyona, ne-
pemelwmBaloT B TeyeHne HOYM NpM KOMHATHON Tem-
nepatype 3atem B TeyeHue 15 MWHYT nponyckatoT
CUNMbHBIN TOK a3oTa, gobaenswot 0,1 r 4-ruagpo-
KcuaHu3ona, 3aTeM HarpeBaloT 6 YacoB ¢ 0OpaTHbIM
xonogunbHukoMm CrywiatoT, OCTaToK OYMLLAIOT KOro-
HOYHON XxpomaTorpadument Ha 1 kr cunukarens (63-
200 MKM) CO CMecChio LiMKorekcaHa u auetoHa (8 1)

Beixog 109-134 (74 - 91% oT Teopun) xentosa-
TOro mMacna, cMecb AByX AuactepeomepoB A u B B
COOTHOLUEHUU *4 1

Rf = 0,25

'H-AMP (neittep TetpaxnopeTaH, 80°C) 5 = 5,77
(m, TH(A) n 1H(B)), 5,68 (m, TH(A) n 1H(B)), 4,14 (m,
2H(A) n 2H(B)), 3,65 (m, 2H(A) n 1H(B)), 3,48 (aa,
1H(B)), 3,27 (44, 1H(B)), 3,00 (m, 1H(A) n 1H(B)),
2,85 (pa, 1H(A)), 2,76 (m, 1H(B)), 2,60 (m, 1TH(A))
2,25-2,55 (m, 3H(A) n 4H(B)), 1,93 (m, 1H(A)), 1,51
(C, 9H(B)), -\M (C, 9H(A)), 1,25 4/munn (1, SH(A) n
3H(B))

B 5 3tunosein admp (1RS, 2RS, 6SR)-8-a3abn-
umkno[4 3 O]HOH-4-eH~2-kapOOHOBOW KWUCMOThI (Ana-
ctepeomep A) n atunosbii adup (1RS, 2RS, 6SR)-8-
asabuumkno[4 3 0]HOH-4-eH-2-kapbOHOBOW KUCMOTHI
(onactepeomep B)

wW

pam. \=A
.C
H.n,

BepyT 6,0 r (20 MMoOnb) LEeNeBoro coegMHeHus
no npumepy b 4, pactBopeHHoro B 20 Mn gnokcaHa

H /

C4Hs04C, H

pau.

H



Mpu oxnaxaeHnn npukansisaoT 20 MN KOHL, cons-
HOM KMCIOTbl Takum obpa3om, 4TOObl BHYTPEHHSS
Temnepatypa He npesbiwana 30°C lNocne 3aBeplue-
Hua gobasneHus nepemewwnsator 10 MuHyT, gobas-
nsoT 40 M MeTUNeHXNopua a u npukansiBatoT npu
oxnaxgeHun nbgoMm 40 mn 20%-Hon oxnaaeHHON
NbOoOM HaTpueBou wwenoym OpraHudeckyto dasy oT-
OensiioT, BOAHY0 hady ogHOKPaTHO NPOMbLIBAOT Me-
TUNEHXIopMAoM, 06beanHeHHbIe opraHnyeckue da-
3bl cywar cynbdaTtom HaTpus, crywatoT lNonyyaroT
3,0 r cbiporo npoAaykTa, KOTOpbIN OYULLAI0T XpoMaTo-
rpadmen Ha konoHke ¢ 100 r cunukarens cMechbio
uMKrnorekcaHa, ataHona u 17%-Horo BogHOro ammua-
ka (12 01)

Beixoa 0,8 r anactepeomepa A un

0,8 r anactepeomepa B
Rf = 0,79 ueneBoe coeanHeHve no npumepy b 4
0,21 gnactepeomep B 0,11 guactepeomep A

'H-AAIMP (neTep xropodopm)
anactepeomep A 5= 5,83 (g, 1H), 5,69 (m, 1H). 4,15
(k, 2H), 3,21-3,38 (m, 2H), 2,52-2,89 (m, 3H), 2,21-
2,52 (m, 3H), 1,95 (m, 1H), 1,28 u/munn (1, 3H)
anactepeomep B 5= 5,64-5,87 (m, 2H), 4,16 (k, 2H),
3,14-3,33 (m, 2H) 2,86 (on, 1H), 2,15-2,74 <m, €H),
1,28 y/munn (1, 3H)

Mpumep B

(1RS, 2RS, 6SR)-2-aturnokcn kapboHu namm Ho-8-
a3abuumkno[4 3 0]JHoH-4-eH

B 1 (1RS, 2RS, 6SR)-8-TpeT-6}HWTOKCKKap6o-
Hun-8-azabuum«nol4 3 OJH o H-4-eH-2-kap BoHOBas KUC-
nota

14

CHy

0
NJLO/R—CH’

CHy

pa.

Bepyt 30,8 r (0,55 Monb) rmgpookucu kamus,
pactBopeHHon B 500 mn Bodbl, npubasnsT 147,7
(0,5 monb) uenesBoro coegmHeHns no npumepy b 4,
pactBopeHHoro B 500 mn mMeTaHona, u nepemeLum-
BatoT 8 yacos npu 60°C B cpege asota lNocne oxna-
XOEeHWS peakuMOoHHbIA pacTBop pasbasnsioT 500 mn
BOAbl U MeOfIeHHO MPUAMBAaIOT MpU NepeMeLlnBaHnm
125 mn ykcycHomn kucnoTkl [locne okoH4YaHwus npu-
6aBneHuns BoigepxusatoT 30 MUHYT Ha negsHon Ga-
He Ocagok OoT(MNLTPOBLIBAIOT, MPOMbIBAIOT BOAOWN,
cywart npu 50°C go nocTosiHHOro Beca

Bbixog 84-98 r (63-73% oT Teopuun)

T nn 174-176°C (npoba nepekpuctan us cmecu
m3onponaHorna v Bogbl (1 1)

"H-AMP (peiitep TeTpaxnopaTaH, 80°C) 5 =
=5,83 (m, 1H, Hy C-5), 5,74 (m, 1H, H'y C-4). 3,65-
3,80 (M, 2H, Hy y C-7 u Ha y C-9), 3,09 (ag, 1H, Hs y
C-9), 2,92 (pa, 1H, He y C-7), 2,70 (m, 1H, Hy C-2),
2,35-2,60 (M, 3H, Hau Hs y C-3 u H y C-6), 2,01 (m,
1H, Hy C-1), 1,5 4/munn (C, 9H)

B 2 (1RS, 2RS, 6SR)-8-TpeT-6yrmiOKCHKap6o-
HWM - 2 - 3TUMOKCUKapboHUnammnHo - 8 - azabuumkno-
[4 3 O]HOH-4-eH



BepyTt 53,3 r (0,2 Monb) UEeneBOro coeguHeHus
no npumepy B 1 n 22,2 r (0,22 monb) TpratunamuHa,
pactBopeHHoro B 200 mn 6e3BogHOro Terparmgpo-
dypaHa. Npn oxnaxaeHnn cMecblo Nbda ¢ NoBapeH-
HOM comnbto npukanbiBaoT 22,8 1 (0,21 Monb) aTumno-
BOro adpmpa XnopmypasbWHOW kucnotbl B 40 mn TeT-
parmgpodypaHa Takum obpa3om, Y4TOObl BHYTPEHHSIS
Temnepatypa He npesblwana -1CIC. MNocne okoHua-
HUsi NpubaBneHns NpogofKalT nepemMelwmsats 1
Yac npu HU3KOWM TemnepaType. 3aTteM OXNaXOEHHbIN
nbgom pacteop 15,6 r (0,24 monb) asuga HaTpus B
50 mn BoAbl NpMKanbIBAOT NPU CUITbHOM NepemMeLuu-
BaHWM Takum obpasom, 4Tobbl BHYTPEHHAS Temnepa-
Typa He npesbiwana -10°C. MNocne 3aBeplueHns Jo-
6aBneHns npogorkatoT nepeMewwmsatb 1 yac npu
HU3KON memnepamype 3ameM NpUKarbI8arom OXriax-
AeHHbIn nbgom pacteop 15,6 r (0,24 monb) asvpa
HaTpus B 50 mn Bogbl NpY CUILHOM NepemeLLnBaHnm
TaK, YTOObl BHYTPEHHSSI TeMnepaTtypa He npeBbillana
-10°C TlMocne okoH4YaHWsi AobGaBMNeHUst NPOAOIKaT
nepemewwmsaTs 30 MUHYT NpPU HU3KOM TemnepaType
3aTtem npubasnsatT nocnegosatensHo 300 mn BoAbI
1 400 mn Tonyona.

OT1gensioT opraHudeckyto chasy, cywat cynbda-
TOM HaTpus, crywatoT npu 15 mbap A0 NOMOBUHbI
nepBoHavanbHoro obbema (Temnepatypa GaHu Ao
25°C) OobasnsoT 100 mn ataHona, npu nepemeLuu-
BaHUM MeANeHHO HarpeBaloT (4O TaKoW CTenexwu,
4YTOObI BbIAENANCA a30T) M MOCMe OKOHYaHWSA Bblde-
neHus a3oTa KUNSATAT ¢ 06paTHBIM XONoAWIbHUKOM 4
yaca. CryLaioT 1 Cbipoi NPOAYKT nepekpucTanimso-
BbIBalOT M3 CMecu MeTaHona c Bogon (85 15), cywar
npu 50°C go NOCTOSAHHOrO Beca.

Bbixoa- 24,2-28,5 r (39-46% oT Teopun) ueneso-
ro CoeANHeHMsI.

Ton.: 120-122°C.

'H-AMP (geiiTep. xnopodopm): 5= 5,78 u 5,73
(2m, 1H, Hy C-5); 5,64 (m, 1H, H'y C-4), (4,59 wnp.c,
1H, NH), 4,12 (m, 2H, atokcun-CHy); 3,90 (m, 1H, Hy
C-2); 3,74 n 3,67 (2m, 1H, Ha y C-7); 3,67 n 3,56 (2m,
1H, HayC-9), 3,12 (m, 1H,HeyC-9), 2,92 (m, 1H, Hs y
C-7), 2,67 (M, 1H, Ha y C-3), 2,49 (m, 1H, H y C-6),
1,95 (m, 1H, H6YC-3), 1,83 (m, 1H, HyC-1); 1,46 (c,
9H), 1,244/Mmunn (m, 3H, aTokcn-CHz)

Ho6askon 10%-HON COMNSIHOW KUCMOTbI yCTaHaB-
nueatoT pH BogHON hasbl paBHOe 2-3, BblAepXMBaOT
30 muHyT Ha negaHon 6aHe, 0TUNBTPOBLIBAIOT OCa-
[AOK, NpoMbIBaloT BOAoW, cywaT npu 50°C go nocto-
SAHHOrO Beca.

Boeixoa. 16,0-19,2 r (30-36% ueneBoro coeguHe-
HMA no npumepy B.1) (Bo3BpalleHHOe MCXoQHOe Co-
eauHeHune)

B.3. (1RS, 2RS, 65*-2-atunokcukap0boHun-
amMunHo-6-a3abunumnkno[4.3.0]HoH-4-eH
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Bepyt 31,0 r (0,1 MOnb) UeneBoro coeaMHeHus
no npumepy B.2 B 100 mn cmecu meTaHona ¢ BOAOWN
(1:1) (cycneHaus). Beictpo npubaenstoT 100 Mn KoH-
LEHTPMPOBAHHOM COMSAHOM KWUCMOTbI  (NPOUCXOAUT
nerkuin pasorpes o 40°C), nomy4aroT rOMOreHHbIN
pacTBOp M NpOJOMKaloT nepemMellnBatb [0 KOHUA
BblaeneHus rasa (okono 10 muHyT) lMpubasnsioT
200 mn nepsiHoW BOoAbl U npukanbiBaoT 70 Mn 45%-
HOMW HaTpMEBOM LUENOYM MNpu MepemelunBaHun ”
OXNaXAEHUN NbAOM.

YeTblpe pasa 3aKCTparvpyrT MeTUIEHXIOPULOoM
(no 50 mn), o6beanHeHHble opraHudeckne dasbl Cy-
wat cynbdaTtom HaTpus, CryLialT, OTFOHSOT B rIy-
6okoM Bakyyme ocTaTkum pacTtBopuTens Beuiectso
npu crylieHumn saTsepaeBaeT

Bbixod. 13,7-16,6 2 (65-79% om meopuu) po3ogo-
KOpu4HeBOe, aMopdHOEe TBEpAOE BELLECTBO.

Rt = 0,81 uenesoe coegnHeHve no npumepy B 2

0,11 ueneBoe coeguHeHne
MeTtuneHxnopua/metaHon/17 %-Hbli BOOHbIA amMuak
(15 40,5)

'H-AMP (neitTep. xnopodopm) 6= 5,78 (a, 1H,
Hy C-5); 563 (m, 1H, Hy C-4), 4,94 (wnp 4o , 1H,
NH);4,10(m, 2H, atokcu-CHy), 3,88 (M, 1H,HyC-2),
3,28 (M, 1H, Ha y C-7); 3,19 (m, 1H, Ha y C-9); 2,84
(m, 1H, He y C-9), 2,57-2,62 (M, 2H, Hay C-3u Hs y
C-7), 2,43 (m, 1H, Hy C-6); 1,95 (m, 1H, Hs y C-3);
1,79 (m, 1H, Hy C-1), 1,23 u/munn (M, 3H, 3TOKCK-
CHa).

Mpumep I

(1RS, 2RS, 6SR)-2-MemnaMHHO-8-a3a6H4HKno-
[4.3.0]HOH-4-eH

HsC-
NHH
paLl.

BepyT 1,9 r (50 MMOnb) NUTUAANIOMUHUIArMOPUAA
B 25 mn 6e3BogHOro AuaTunoBoro adupa B cpege
asoTa, npukanbiBaloT 5,25 r (25 mMmonb) uenesoro
coeguHeHns no npumepy B 3, pacTBopeHHoro B
50 mn 6e3BogHoro TeTparmgpodypaHa, n HarpesatoT
3 vaca c obpaTHbIM X0NOAUNBHWKOM. [JononHuUTenNb-
Ho npubasnstoT 0,95 r (25 Mmonb) NMTUNANIOMUHUIA-
rmapuga u ewe pas HarpesatoT 3 Yaca ¢ ob6paTHbIM
XOnogaunbHKoM. Npu oxnaxaeHun nNbAoM MeANEHHO
npukanbsiBaoT Bogy A0 obpa3oBaHusa Benoro ocagka
Ocapgok oTunbTPOBbLIBAOT, ABaXKAbl KUNATAT CO
100 mn aTaHona JOTaHOMbHblE JIKCTPaKTbl 0b6bean-
HSIOT C MaTOYHMKOM peakuuu, npubasnsoT 50 mn
Tornyona, caywarom, ocTaTku pacTBOpUTENS yaansoT
8 rmybokom Bakyyme.

Beixoa: 1,95 r (77% oT Teopuun) amopdHOro Tee-
paoro BellecTsa.
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R = 0,11, metunexxnopug/metaHon/17%-Hbi
aMmMumak (2.4:1)

'H-AMP (geiitep xnopodopm): 5= 5,77 (a, 1H,
Hy C-5); 5,67 (m, 1H, H'y C-4); 3,33 (aa, 1H, Ha y C-
7); 3,26 (oo, 1H, Ha Y C-9); 2,73-2,82 un 2,54-2,63
(2m,4H, Hy C-2, H, y C-3, Hs y C-7 n Hs y C-9); 2,41
(c, 3H, CHaN); 2,34 (m, 1H, Hy C-6); 1,90 (m, 1H, Hey
C-3); 1,704/munn (m, 1H, HyC-1).

Mpumep O

(1RS, 2RS, 68P)-2-rugpokcumetun-8-azabmumk-
no[4 3 O]HoH-4-eH

O1 (1RS, 2RS, 6SR)-B-TpeT -6ytunokcukapbo-
HWUN-2-rugpokeumeTun - 8-a3abmumkno[4.3 OJuoH-4-eH
(amactepeomep A) n (1RS, 2RS, 6SR)-8-TpeT.-6ywt-
OKCMKapOOHWI - 2 - rmapoKcMMeTun - 8 - asabuuuko-
[4.3.0]HOH-4-eH (gunacTepeomep B)

o CH

pal.

9. 9H3
HI'CJ-”-I

BepyT 29,5 r (0,1 Monb) LleNeBoro coeamHeHus
no npumepy b.4 B 200 mn 6e3sogHoro 1,2-gume-
TOKCU3aTaHa B aTMocdepe asoTta, NpuKanbIBaloT Npu
BHYTpeHHen TemnepaTtype Huxe - 65°C 1,5 M pac-
TBOpa Aun3obyTunanioMuHunrngpnga B Tomnyorne
(0,225 monb) lNMocne okoHyaHws npubasneHns yaa-
NS0T oxnaxgatoLlyo 6aHoo, 4oBOAAT A0 KOMHATHOM
TemnepaTypbl 1 NepemMeLLnBaloT Npu Her 2 yaca [Npu
CUINbHOM NepeMelunBaHun npukansisaioT 60 Mn me-
TaHona (9K30Tepmuyeckass peakuusi), BHYTPEHHIO
TemnepaTtypy noggepXvBaloT OXNaKAEHMEM Xorog-
HoM BoasHoOW BaHen mexay 35 n 45°C. 3atem npuka-
neiBatoT 20 mn 5%-HoW HaTpueBol wenoymn MNMocne
OKOHYaHua npubaBrneHus NPOAOSIKaloT MepemeLLn-
BaTb 10 MuHyT Ocagok oThunbTPOBLIBaOT, ABaXKObI
noagepratoT obpaboTtke kunsyeHnem ¢ 150 mn aTa-
Homa. OTaHOMbHbIE 3KCTPAKTbl U PeaKUMOHHbIA pac-
TBOp 00bEeAuHAOT, CrywatoT, B rybokom Bakyyme
yaansawT pacteopuTenb. OCTaTok ouumwarT Koro-
HOYHOW xpomaTorpadment Ha 250 r cunukarens (63-
200 MKM) CMecblo pacTBopuTenen LuKorekcaH/ave-
TOH(4-1).

Beixoa: 12,9-17,7 r (51-70% ot Teopuu) xento-
BaTOro Macra, cMecb gvacrepeomepos A u B (4 1).

Rf = 0,36 ueneBoe coeaMHeHne No

]
N.J'LO/C{;ICHj

|

HOH2C H

)

npumepy b 4, 0,12
Lernesoe
coeanHeHue Au B

Chblpoi NpogyKT nNpu ANUTENbHOM CTOSIHUM 3a-
TBepaesaeT. [lepekpuctannmsaumen n3 cMecu adum-
pa ¢ neTponeHbIM 3UPOM MOXET ObiTb MonyyeHa
AvactepeoMepHoyncTass npoba OCHOBHOrO Auacte-
peomepa A

k)
]

'H-SIMP (geiiTep. xnopodopm)- (anactepeomep
A) 5 =5,67-5,82 (m, 2H, Hy C-4 n C-5); 3,50-3,77 (m,
4H, Ha y C-7, Ha y C-9 n rupgpokcnumetun-CHy); 3,02
(at, 1H, HEY C-9); 2.85 (m, 1H, Hey C-7), 2,2-2,4 (M,
3H). 1,87-2,00 (m, 3H); 1,62 (m, 1H, H y C-1),
1,464/munn (c, 9H).

02 (1RS, 2RS, 6SR)-2-rnflpoKCMMeTnn-8-a3a-
6uumkno[4 3 0]JHoH-4-eH

HOH,C. H

pal.

BepyT 2,5 r (10 Mmornb) LeneBoro coeguHeHusi
no npumepy A.1 8 10 mn MetaHona, GbicTpo npnbas-
nsoT 10 M KOHUEHTPUPOBAHHOM COMNSIHOW KUCMOTbI 1
nepemewmnsatoT 30 muHyT PasbasnsioT Bogonm Ao
ABOViHOro obbema, 3aTeM npukanbiBaloT 45%-Hyto
HaTpMEBYIO LUENOYb MPU NepemMeLlMBaHUN U OXnax-
OeHun nbaom fo yctaHoenenwusa pH > 12 Crywator,
OCTaTOK ABaXKAbl MOABEPralT KUMSYEHMIO C dTaHo-
oM MpU NepemMeLuMBaHun OTaHONbHbIE 3KCTPaKTbl
crywiatoT, B rnybokom Bakyyme yaanstoT ocTaTku pac-
TBOpUTENS.

Bbixoa: 2,1 r (NpoayKT COAEpPXXUT OCTaTKM XIopwu-
CTOro HaTpusl). 5

Rf = 0,20, metunenxnopuva/metaHon/17%-Hoi
BOAHbIA aMmmuak (2.4:1).

"H-AMP (peiiTep. aumeTuncynbdokeua) 5 =
=5,76 (g, 1H), 5,62 (g, 1H); 3,47-3,56 (m, 2H, Hay C-7
n Hy y C-9), 3,32-3,47 (m, 1H, Hs y rugpokcumeTun-
CHy); 3,23-3,32 (M, 1H, He y rugpokcmumetun-CHy),
2,77 (1, 1H, He y C-9), 2,64 (1, 1H, Hs y C-7), 2,10-
2,24 (M,2H, Hay C-3n Hy C-6), 1,77-1,88 (m, 1H, Hs
Y C-3); 1,69 (m, 1H, Hy C-2), 1,40 y/munn (m, 1H, H
y C-1).

Mpumep E

(1RS, 2RS, 6SR)-2-3™iOKCHKap6oHnnaMHHO-
meTun-8-asabuumkno[4 3 0]JHoH-4-eH

E.1. (1RS, 2RS, 6SR)-8-TpeT.-6y ™iOKCMKap6o-
HUN-2-(4-TonyoncynbOHNNIOKCUMETUNN)-8 -a3abuLmK-
no[4 3 O]HoH-4-eH (gnactepeomep A) n (1RS, 2RS,
6SR)-8-TpeT.-6yrHnoKCHKap6oHWi-2 - (4-Tonyoncyrb-
doHunokeumeTnn) - 8 - azabuumkno[4 3 OJHOH - 4 - eH
(onactepeomep B)

o CH,

A mirn o
CHy
H A
H.C
o cH,
' WO NN
CHy
H B

pal.
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BepyT 12,7 r (0,05 monb) ueneBoro coeaMHeHus
no npumepy 1 1 (cbipas cmecb anactepeoMepoB A 1
B) B 25 mn 6€3BOAHOIo NMpUAVHA U OXNaxgawT 4o -
15°C. Mopumsamun npubaenstot 11,0 r (0,0575 monb)
4-tonyoncynedoxnopuaa Tak, 4TOObl BHYTPEHHSS
Temnepatypa He npesbiwana -5°C Nocne okoH4aHus
npubaBneHns NPoAoIKalT nepemMelunBaTb 2 4aca
npu Temnepatype ot -5 go -15°Cr 3atem 3 yaca npu
KOMHaTHoW TemnepaTtype. NpubasnstoT 5 r nbaa, ne-
pemewmBaoT 5 MUHYT, BbinuealT B 50 mn BoAbl.
Ocagok oThunbTPOBbLIBAKOT, NPOMbIBAOT BOAOW, CY-
wart npu 50°C go NoCTosHHOro Beca

Beixoa: 14,4-16,3 r (71-80% ot Teopun) brneagHo-
pO30BOro TBEPAOro BellecTBa, CMeCb Anactepeome-
pos A u B.

MepekpucTannmsaumen U3 MeTaHona MOXHO Mo-
ny4nTb AMacCTepeoMepPHOYUCTY0 Npoby OCHOBHOIO
avactepeomepa A.

T.au: 111-113°C.

'H-IMP (geitTep. xnopodopm): (aractepeomep
A) 8= 7,79 (m, 2H, apun-H), 7,36 (g, 2H, apun-H),
5,74 v 5,78 (2, 1H, Hy C-5), 5,64 (m, 1H, H y C-4),
3,87-3,97 (m, 2H, To3un-OCHr); 3,59 u 3,67 (2n4,
1H, Hay C-7); 3,48 (aa, 1H, Ha y C-9); 2,78-2,96 (m,
2H, H6 y C-7 u Hs y C-9), 2,47 (c, 3H, apun-CHs),
2,22-2,36 (M, 2H, H3 y C-3 n Hy C-6), 2,06 (m, 1H, H
yC-2), 1,80-1,98 (m, 1H, H6yC-3), 1,59 (m, 1H, Hy
C-1), 1,451 1,47 4/mnnn (2c, 9H).

E.2. (1RS, 2RS, 6SR)-8-TpeT.-6ytHnoKCHKap-
60oHUN-2-3TUNoKcMKkapboHnnammHomeTnn-8-asabu-
unkno[4 3 O]HoH-4-eH (guacTepeomep A) n (1RS,
2RS, 6SR)-8-TpeT.-6yTMnokcnkapboHWn-2-aTUNoKCu-
kapboHnnamuHomeTun-8-azabuumkno[4.3.0]JHoH-4-eH
(onactepeomep B)

Q 0 CHs
C,H0 NH J'L /\— CH;
L
A
paLl.
. .-
C:Hﬁo NH H N CH-"
O CHy
pail.

20,5 r (0,05 monb) LeneBoro COeoUHEHUsI MO
npumepy E 1 (cbipast cmecb anactepeomepoB A u B)
1 6,5 r (0,1 monb) asnga HaTpus HarpesatoTB 100 mn
anmeTtundopmammga 4 vaca npu 70°C PeakumoH-
HbIM pacTBop BbinusaloT B 200 mMn BoAbl, 3KCTparu-
pytoT oauH pa3 200 mn neTponerHoro adupa, dasy
netponenHoro acpupa npomsiBatoT 50 Mn BoAbl, Cy-
wat cynbdatoMm HaTpusi U CryatoT Npyu KOMHaTHON
Temnepatype. OctaTok nornowatot 80 mn TeTparva-
podypaHa n npukansisaot 13,1 r( 0,05 monb )Tpu-
deHundocduHa, pactsopeHHoro B 80 mn TeTpa-
rmapodypaHa. lMocne okoH4yaHusi NpubasneHus ne-
pemelwumsatoT 20 YacoB NpU KOMHaTHOW TeMnepaTy-
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pe, 3atem MeaneHHo npukansisaoT 150 mMn BoOAbI,
rnocne OKOH4YaHus NpubaBneHns NpogorKaoT nepe-
mMewmBaTtb 15 MUHYT. Mpn oxnaxaeHnn npukansisaloT
CONSAHYI0 KUCMOTY (KOHL, consHasa kucnoTa/soga 1'3)
no ycrtaHosnenus pH = 3-4 TetparngpodypaH oTro-
HSIIOT B BaKyyme Mpu KOMHaTHOWM Temrepatype, peak-
UMOHHBIN pacTBop oxnaxgatT o 0°C, BbinaBuui
TpudeHungochnHoKena oTPUNbLTPOBLIBAKOT UMK MNO-
rNoLaloT MeTUM-TPeT.-byTUNoBbIM 3hMpom B cryyae
MacnsiHUCTOro NpoaykTa.

Ho6Gaskon 10%-HOWM HaTPUEeBOW LEeno4Yn ycra-
HaBnMBaloT B BoOgHOW dha3e 3HadyeHue pH > 12, oga-
XAOpl akcTparupytloT no 100 mn meTuneHxnopuaa,
obObeanHEeHHble 3KCTPaKTbl cylaT cynbdaToM Ha-
Tpus, 3atem npubasnstoT 6,0 r (0,06 Monb) TpmaTk-
namuHa, npv nepemelumMBaHun npukanbisaoT 6,0 1
(0,055 monb) aTunosoro acdhmpa XropMypaBbUHON K-
CnoTbl, pacTtBopeHHoro B 20 mn MeTuneHxnopuvaa.
MepemelunBalOT B TEYEHNE HOYM NPU KOMHATHOW Te-
MepaType, peakLUUOHHbIA pacTBOP MPOMbIBAOT OAUH
pa3 100 mn BoAbl, cywaT cynbdaToM HaTpus u cry-
waroT

Mony4yatoT 23 r cbIporo NpoayKTa, KOTopbIN OYK-
LaT KOMOHOYHOM xpomaTorpaduen Ha 100 r cuns-
karens (63-200 MKM) CMeCbI0 LiMKIorekcaHe ¢ aueto-
HoM (4:1).

Bbixoa: 12,4 r (76% oT Teopun) BSA3KOro macna,
cMmechb anactepeomepos A 1 B

Rf= 0,32 gnactepeomep A

0,29 gnactepeomep B (umknorekcan/aueToH
2:1).

Ounactepeomepbl A 1 B ounLlaloT KOMOHOYHOWM
xpomaTtorpadmen Ha 250 r cunukarens (35-70 Mkm) ¢
CMecCbi0 LiMKrorekcaHa v auetoHa (8.1)

Bbixoa- 4,3 r (26% ot Teopun) guactepeomepa A
(BAA3KOE Macro)

2,4 1 (15% oT Teopum) cMeLLaHHast dpakums

0,6 1 (4% ot Teopun) guactepeomepa B.

'H-AMP (neittep TeTpaxnopataH; 80°C):

Onactepeomep A: 5 = 5,75 (g, 1H, Hy C-5), 5,66
(m, 1H, H y C-4); 4,67 (wwnp, 1H, NH); 4,08 (x, 2H,
aTokcn-CHr), 3,62 (wwup, 2H, Ha y C-7 n Ha y C-9);
3,19 (wup, 1H, Ha y CHa-NH), 3,05 (wwup, Hes y CHr-
NH), 2,96 (aa, 1H, He y C-9), 2,81 (aa, 1H, Hs y C-7);
2,24-2,34 (M, 2H, Hay C-3 u Hy C-6), 1,78-1,94 (m,
2H,Hy C-2un Hgs y C-3), 1,54 (M, 1H, Hy C-1); 1,43
(c, 9H); 1,22 y/mnnn (1, 3H, atokcn-CH3)

Ownactepeomep B 5 = 5,69 (m, 1H, H y C-4); 5,57
(m, 1H, H y C-5), 4,65 (wwnp, 1H, NH); 4,08 (x, 2H,
atoken-CHy), 3,52 (aa, 1H, Ha y C-7), 3,41 (oa, 1H,
Hay C-9); 3,29 (oo, 1H, Hs y C-9); 3,24 (oo, 1H, Hay
CHr-NH); 3,03-3,12 (m, 2H, Hs y C-7 n Hs y CH2>-NH);
2,68 (m, 1H, Hy C-6), 2,12-2,22 (M, 2H,Hy C-1 n Ha
y C-3), 1,74-1,87 (m, 2H, Hy C-2 N Hg y C-3); 1,43 (c,
9H); 1,22 u/munn (1, 3H, aTokcn-CH3)

E3. (1RS, 2RS, 6S R)-2-atnnokcu kapboH nna mu-
HomeTun-8-a3abuunkno[4 3.0]HoH-4-eH

Q

C,Hs0” NH

par.
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BepyT 1,6 1 (5,7 MMOnb) LleneBoro coeguHeHns A
no npumepy E 2 B 10 mn metaHona, 6bIcTpo npunu-
BaloT 8 MM KOHLEHTPUPOBAHHOW CONAIHON KMUCOTbI U
nepemewwmsaotr 30 mMuHyT PasbaBnAwT BOAoOW A0
ABoMHOro obwbema, 3aTeM npukanbiBalT 45%-Hyto
HaTpMEBYIO LLENOYb MPU NepeMeLlBaHnM U OXIax-
OeHuu nbaoMm [0 yctaHoBneHus pH > 12. Yetbipe
pasa aKCTparupylT MeTUrneHxnopuaom, obbeanHeH-
Hble opraHuyeckune dasbl cylat cynbdaTom HaTpus,
OCTaTKN pacTBOPUTENS OTTOHAIOT B ryboKOM Bakyy-
me.

Boixoa. 0,8 1 (63% oT Teopum) BA3KOro Macna.

R= 0,16 {meTtunenxnopug, metaHon un 17%-Hul
BOAHbIN aMMKMaKk B cooTHoLleHun 15:4:0,5.

iH-AMP (neitTep. xnopocopm)' 5= 5,81 (g, 1H,
Hy C-5), 5,67 (m, 1H, Hy C-4); 5,00 (wwup, 1H, NH);
4,10 (k, 2H, atokcun-CHy), 3,18-3,28 1 3,08 (M, 3H u
M, 1H, Ha Y C-7, Hy y C-9, Hy n H6 y CH2-NH-CO);
2,67 (oo, 1H, Hs y C-9); 2,53 (oa, 1H, He y C-7); 2,34
(m, 1H, HayC-3),2,25CM, 1H, HyC-6); 1,79-1,96 (m,
2H, Hy C-2 n Hg y C-3); 1,50 (m, 1H, H y C-1);
1,24 y/munn (1, 3H, aTokcu-CH3).

Mpumep XK

(1RS, 2RS, 63P)-2-rugpokcumeTn-8-a3abuLmk-
nof[4 3.0]HoH-4-eH

XK.1. (E)-1-TpeT.-6yTrnokcukapboHnnammHo-2,4-
neHTagueH

0 CHy
WN/U\O/{—CI-I,
t CHy

BepyT 8,3 r (0,1 monb) (E)-1-amuHo-2,4-neHTa-
AveHa (uenesoe coeduHeHwne no npumepy b.2) B
50 mn metun-tTpet.-6yTunosoro acdwupa n npmubasns-
10T 20 mn 4-rugpokcmaHmsona 3atem npukanbiBatoT
npu BHyTpeHHen Temnepatype 20-30°C 22,9 r
(0,105 monb) Au-TpeT-6yTUnamkapboHaTa, pacTBo-
peHHoro B 50 mn meTun-Tpet.-6yTunosoro adwmpa.
Mocne okoH4yaHusi npubasneHns nepemelumnsatoT 20
4YacoB MpW KOMHaTHOW TemnepaType, CrywatT, ocTa-
TOK AW-TpeT.-OyTunaukapboHaTta yganstoT B rnybo-
KoM Bakyyme npu 40°C

Boixog. 18,9 r (cbipori npogykT) 6ecuBeTHOro
macna

Rf ~ 0,25 (cmecb LuKorekcaHe 1 aLeToHa B Co-
OTHOLLEHUN 4:1.

iH-AMP (geiitep xropodopm)' 5 = 6,05-6,43 (m,
2H, Hy C-3 1 C-4); 5,68 (pa, 1H, Hy C-2, J =14 n
6 l'u); 5,17 (g, 1H, Ha y C-5, J = 16 T'u), 5,07 (aa,
1H, He y C-5, J = 10 'u); 4,75 (wmp, 1H, NH); 3,77 (T,
2H, Hy C-1), 1,45 4/munn (c, 9H).

K 2 (1RS, 2RS, 6SR)-2-TpeT.-6ywiOKCHKap6o-
HWn-7,9-anokco-8~okcabuumknol[4.3 OJHOH-3-eH

ot e

pag.

CH
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BepyT 83,2 r (1,0 monb) (E)-1-amuHo-2,4-neHTa-
AveHa (ueneBoe coeaunHeHue no npumepy b.2) B
250 mn meTun-Tpet.-6yTnnosoro acdupa u npubas-
nsiot 0,1 r 4-rmapokcnanmsona. 3ateM npukanbiBaloT
npu BHyTpeHHen TemnepaType 20-30°C 229,2 r
(1,05 monb) an-Tpet-6ytungukapboHata B 250 mn
mMeTun-TpeT-o6ytunosoro adwmpa. lMocne okoH4YaHWs
npubaeneHnsa nepemelumsatoT 20 YacoB NpyU KOMHaT-
HOM TemnepaType PeakuuOHHYyl0 cMmechb CrywawT U
nornowatot B 1 n Tonyona [llpubasnsawT 103,0 r
(1,05 monb) aHrMgpuga ManenmHoBOW KMCAOTbl U ne-
pemeLLnBaloT 24 4Yaca npu BHyTpPeHHeW TemnepaType
60°C Ocapok oT(hunbTPOBLIBAOT, NPOMbIBAKOT TO-
Tyosnom v cywat npu 50°C po nocTosiHHOro Beca.

Bbixog' 208,2 r (74% oT Teopun) 6enoro Kpu-
cTannuyeckoro TBepAoro BeLlecTBa.

T.nn.- 157-159°C.

'H-AMP (peitTep. aumeTuncynbdokeua). 5 =
=5,81 (m, 1H, Hy C-4), 5,59 (g, 1H, Hy C-3); 3,77
(oo, 1H, Ha y CHr-NH); 3,44 (m, 2H, Hy C-1 n Hs y
CH2-NH); 2,94 (m, 1H, Hy C-2), 2,66 (M, 1H, Hy C-
6); 2,16 (M, 1H, Ha y C-5); 2,06 (m, 1H, Hs y C-5);
1,43 y/munn (c, 9H).

K.3. Metunosein acmp (1RS, 2RS, 6SR)-9-0kco-
8-a3abu1umkno[4.3.0]HOH-4-eH-2-kapbOHOBOW KNCNOThI

BepyT 83,2 r (1,0 monb) (E)-1-amnHo-2,4-neHTa-
AveHa (ueneBoe coeaunHeHue no npumepy b.2) B
250 mn TetparmgpodypaHa un npubasnsiot 0,1 r 4-
rMapokcuaHmaona 3aTeM npuKanbiBalOT MpU BHYT-
peHHen TemnepaType 20-30°C 229,2 r (1,05 monb)
an-TpeT.-6yTungukapboHata, pacTBOPEHHOro B
250 mn TeTparngpodypaHa. ocrne okoH4YaHWs npu-
6aBneHns nepemewwnBaot 20 YacoB NPU KOMHATHOM
Temnepatype. MNMpubasnsatoTt 103,0 r (1,05 monb) aH-
rmapuaa ManevHOBOW KWCIOTbl M HarpesaloT € 06-
paTHbIM XonoAunbHUKoM 5 yacos. CrywatoT u octa-
Tok nomewaoT B 500 mn meTtaHona, npubaesnswT
30 mn n-Tonyoncynb@OoKUCNOTLI, 3aTeM CHOBa Ha-
rpesatoT ¢ 06paTHbIM XxonogunbHWKOM 5 yacos. [lo-
cne oxnaxgeHusi ObICTPO MpMKanbIBaOT NPU OXNaX-
AeHVUn NbAoM U nepemelumBaHun pacteop 20 r kap-
6oHaTta HaTpusi B 500 mn Bogbl. CMech BblaepxuBa-
toT ewle 30 MUHYT Ha neasiHon GaHe.

Ocagok OTuNbTPOBLIBAKOT, MPOMbIBAOT He-
6onblIMM KOnM4ecTBOM BoAbl, cywart npu 50°C go
NOCTOSIHHOTO Beca.

Bbixoa. 125-148 r (64-76% ot Teopun) 6enoro
KpUCTannn4yeckoro BeLecTsa.

Tnn.: 190-193°C.

'H-AMP (peiiTep. aumeTuncynbdokeua). 8 =
=7,50 (c, 1H, NH); 5,77 (m, 1H, Hy C-4); 5,56 (m, 1H,
Hy C-5); 3,60 (C, 3H, CH30), 3,42 (an, 1H, Ha y C-7);
3,16 (aa, 1H, Hy C-1), 3,00 (m, 1H, H y C-6); 2,88
(na, 1H, Hs y C-7); 2,67 (m, 1H, H y C-2); 2,02-
2,18 u/munn (m, 2H, Ha n He y C-3)

K.4. (1RS, 2RS, 63A)-2-rmgpokcmumeTtun-8-asa-
6uumkno[4 3.0]HoH-4-eH
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Bepyt 19,6 r (0,1 Monb) UeneBOro coeguHeHus
no npumepy X3 B 100 mn TeTparngpodypa Ha B
cpeae WHepTHoro rasa (cycneHsws) lMpukanbiBailoT
100 mn (0,15 monb) 1,5 M pacTtBopa OunaobyTun-
anioMyHUIrMgpuaa B Tonyone npy BHYTPEHHEN Tem-
nepatype 10-20°C [Mony4YeHHbIn Npo3payvHbil romMo-
reHHbIN PacTBOP rpukarkisatom K cycrieH3uu 1,9 r
anaHata nutnsa B 50 mn TeTparmgpodypana lNocne
OKOHYaHus npubaBneHus nepemMewwmnsaoT 15 MUHYT
npu KOMHaTHOW TemnepaType, 3atem 30 MUHYT npu
HarpeBaHWM C 06paTHbIM XxonoaunbHukom [locne
oxnaxaeHus pobasnsatoT nopumsamm 3,8 r (0,1 mornb)
anaHaTta nuTus, 3aTem HarpesaloT 24 yaca ¢ obpaT-
HbIM xonogunbHWkoM llocne oxnaxgeHus npukanbl-
BaloT nocnegosatenbHo 50 mn Bogbl n 10 ma 1 M
pacTBopa HaTpueBOW Lienoyn, OoT(UNbTPOBbLIBAIOT
0cafoK u Tpwxabl kMAataT ¢ 150 mn aTtaHona Purnb-
TpaTbl /1 9KCTPaKTbl OObEANHSIIOT U CryLualT

Bbixog 16,4 r (MPOAYyKT COOEPXWUT FMAPOOKUCH
NUTUSE N anMiOMUHNSA)

Rf = 0,3 (cmecb meTuneHxnopug a, MetaHona u
17%-Horo BOQHOrO amMmmMuaka B COOTHoOLLEHUM 2 4 1)

Mpumep 3

(1RS, 2RS, 65P?)-2-atnnokcmkapboHunammHome-
TUn-8-azabuunkno[4 3 O0]HOH-4-eH

3 1 (1RS, 2RS, 6SR)-8-TpeTt-6yTnnokcukapbo-
HWUM-2-rngpokcumeTun-8-asabuumnkno[4 3 OJHOH-4-eH

CHs

(8]
PP

HOHC, H
: CHy

ran.

16,4 ceiporo npogykta no npumepy XK 4 (coort-
BerctByeT 0,1 MOMnb LEneBoro CoOeauMHeHUs no npu-
mepy XK 4) pacTeopstoT B 100 mn TeTparmgpodypa-
Ha lpu BHyTpeHHel TemnepaType 0-5°C npwukanbl-
BatoT 22,9 r (0,105 monb) An-TpeT-bOyTMnaMKap-
6oHaTa, pactBopeHHoro B 100 mn TeTparnapodypa-
Ha, nepemMelLnBaloT 24 yaca npu 0°C, 3atem 24 yaca
- NMpyY KOMHaTHon Temnepatype CrywaioT, Cbipon
NPOAYKT OYMLLAIOT KONIOHOYHOM Xpomartorpaduen Ha
250 r cunukarens (63-200 MKM) CMeCblo LiMKIOrekca-
Ha ¥ aueToHa B COOTHoLLEeHUN 2 1

Beixog 13,7 r (54% oT Teopumn) BA3KOro Mmacna

Rf = 0,21 ueneBoe coequHeHne

0,08 uenesoe coeagnHeHue no npumepy X 4

3 2 (1RS, 2RS, 6SR)-8-TpeT-byTunokcukap6o-
HWM-2-(4-TonyoncynboHWUNOKCUMETUIN)-8-a3abnLmk-
nof[4 3 OJHoH-4-eH

H
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0  CH.
HsC A©—so,-""‘-., N)J\O' C5 HfH’

pau,

OTO coeavHeHVe MonyyalT aHanorn4yHoO npume-
py E 1 13 uenesoro coeamMHeHus no npumepy 3 1

Bbixog 81-83% ot Teopun

Tnn 160-162°C

'H-AIMP (geittep xnopodopm) 5= 7,79 (M, 2H,
apun-H), 7,37 (g, 2H, apun-H), 5,67 (m, 1H, Hy C-4),
5,47 (m, 1H, H y C-5), 3,78-3,97 (m, 2H, T0o3un-
OCHr~), 3,13-3,42 (m, 3H, CH>-N), 2,95 (1, 1H, CH?-
N), 2,74 (m, 1H), 2 54 (m, 1H), 2 47 (c, 3H, apun-
CH3), 2,32 (m, 1H, H y C-2), 2,06 (m, 1H, Ha y C-3),
1,66-1,83 (m, 1H, H6yC-3), 1 444/munn(c, 9H)

3 3 (1RS, 2RS, 6SR)-8-TpeT -6ytunokcukapbo-
HWUM - 2 -3TUNOKCMKapBGoHNnamMmMHomMeTun-8-azabunumk-
no[4 3 O]HoH-4-eH

pal.

o cH
H N/LO/FCHS

CHy

JT0
coegviHeHune
nonyyatoT
aHarnornyHo npume-
E 2 u3 uenesoro
coeanHeHns no npumepy 3 2 Cblpon NpoaykT
OYULLIAIOT KONOHOYHOM XpomaTtorpaduen Ha
cunukarene (63-200 MKM), CMeCb LIMKITOrek-caHa ¢
aLeToHOM B COOTHOLIEHUMN 2 1

Bbixog 76% oT Teopuu, npospavHoe, BSi3KOe
macro

Ry= 0,35, umknorekcaH/aueToH (2 1)

'H-AMP (peiiTep TeTpaxnopaTaH, 80°C) 5 =
=5,69 (m, 1H, Hy C-4), 5,47 (g, 1H, H y C-5), 4,59
(wwup, 1H, NH), 4,10 (k, 2H, atokcu-CHy), 3,38 (aa,
1H), 3,32 (m, 1H), 3,24 (m, 1H) 3,01-3,08 (m, 3H},
2,79 (m, 1H), 2,47 (m, 1H), 2,07 (m, 2H), 1,78 (m, 1H),
1,42 (c, 9H), 1,22 y/munn (1, 3H, atokcu-CHs)

3 4 (1RSt 2RS, 63P)-2-a11n 0 Kcn kapboH un a Mu-
HOM eTun-8-a3abu umnkn o[4 3 OJHOH-4-eH

0
NH £ CHs0
-. H N” _
* \ pau
H
3T1o0 coeanHeHne nony4yarT

aHanoru4Ho npumepy B 3 u3 LeneBoro coegmMHeHus
no npumepy 3 3

Bbixog 42% ot Teopuu

Rf = 0,93 uenesoe coeauHeHwve no npumepy 3 3

0,23 ueneBoe coeanHeHne

Cmecb pacTBOpuTENEN MeTUneHxnopua/meta-
HON/17%-HbIl BOOHbIK aMMWaK B COOTHOLUEHUN
154 0,5
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Mpuvmep U

(1RS, 2RS, 3RS, 6314)-2-atunokcukapboHunamm-
Ho-3-meTun-8-a3abuumnkno[4 3 OJHOH-4-eH

M 1 N-[(2E, 4E)-2,4-rekcaguenunn]-cptanummg

0
X
e Ay
o)

OTO coedvHeHve Mony4altoT aHanorMyHo npumve-
py b 1 u3 (2E, 4E)-1-6pom-2,4-rekcagmeHa

Bbixog 77-79% oT Teopuu

Tnn 114-117°C (npo6a nepekpucT n3 aTaHo-
na)

'H-AMP (neiiTep xnopodopm) 8= 7,85 (M, 2H),
7,72 (m, 2H), 6,25 (g, 1H), 6,00 (gag, 1H). 5,5-5,8
(m, 2H), 4,29 (g, 2H), 1,74 4/munn (g, 3H)

U 2 (2E, 4E)-1-amuHo-2,4-rekcaaneH

OTO coeaMHeHVe MonyyalT aHanornMyHo nprmMe-
py b 2 u3 uenesoro coegnHeHunsa no npumepy U 1

T kun  40-70°C npu 16-18 mbap

Bbixog 67-83% oT Teopuu

N 3 Otunoseii acpup (E)-4-[(2E, 4E)-2,4-rekca-
OVEeHNNaMuHo]-2-6yTeHOBOW KMCMNOTbI

c
H_!C—W NW
I
H

OC,Hs

OTO coedvHeHune nmonyyalT aHanormyHo b 3 u3
LileneBoro coemHeHus no npumepy A 2

Bbixog 46% ot Teopuu

1H-AMP {pgentep xnopodopm) 6= 6,98 (4T,
1H), 5,9-6,25 (m, 3H), 5,5-5,8 (m, 2H), 4,19 (k, 2H),
3,40 (am, 2H), 3,27 (O 2H), 1,76 (g, 3H), 1,29 4/munn
(T, 3H)

N 4 Stunosbii admp (1RS, 2RS, 3RS, 6SR)-8-
TpeT -OyTunokcmkapboHun - 3 - meTun - 8 - asabuumk-
no[4 3 O]HoH-4-eH-2-kapboHoBOM KUCNOThI
(anactepeomep A) n atunosbeii adup (1RS, 2RS,
3RS, 6SR)-8-TpeT -6ytunokcukapboHun-3-metun-8-
a3abuumkno-[4 3 0]HOH-4-eH-2-kapOGOHOBOW KMCMOThI
(onactepeomep B)

0
N)Lo’{‘ =

CHy

C,H04C, H

20

a
CqH502C, H N/ILD/‘\‘ CHy
|

H3C"" H a

OT coednHeHWs Nomy4atoT aHanorMyHo npuve-
py B 4 u3 uenesoro coeguHeHus no npumepy N 3

Beixog 70% oT Teopun, cMeCb ABYX AMacTepeo-
mepoB A n B B cooTHoweHum AB =4 1

Rf = 0,49 (cmecb LuKnorekcaHa v aleToHa B Co-
OTHoLeHnn 2 1)

N 5 (1RS, 2RS, 3RS, 6SR)-8-TpeT -6yTnnokcu-
kapboHun - 3 - metTun - 8-a3abuuuknol[4 3 OJHOH-4-eH-
2-kapboHoBas kncnoTa

0  CHy
HO,C, H N~ ST CHy
CH;
H_,C %H
par-

1,17 1 (21 MMOrb)rMapoKNCKU Kanus pacTBOPsIOT
B 20 mn Bogpl, NpubaensaloT 5,9(19 MMonb) Lenesoro
coeguHeHns no npumepy U 4, pactBopeHHOro B
20 mn meTaHona, M HarpeBalT C obpaTHbIM XOfo-
avnbHukom 48 yacoB B cpefe asorta Crywatot, no-
rnoLwatoT BOAOW, OAHOKPATHO IKCTParnpyrT MeTu-
NeHXNopuaoM, yCTaHaBnNMBaloT YKCYCHOW KUCMOTOMW
pH BoaHou dasbl, paBHoe 3-4 Ocagok oTduUNbLTPo-
BbIBalOT, MPOMbIBAOT BOAOW CyLlaT MpW KOMHAaTHOM
TemnepaTtype, NepeKkpucTaniM3oBbIBalOT M3 CMecu
LMKnorekcaHa ¢ aLeToHOM Npu COOTHOLLEHNM 6 1

Bbixoa 2,25 r (42% oT Teopum)

Tnn 189°C

'"H-AMP (geiiTep aumeTuncynbdokcua) 8 =
=5,77 (g, 1H), 5,61 (m, 1H), 3,67 (m, 1H), 3,54 (m,
1H), 2,61-2,95 (m, 4H), 2,30 (m, 1H), 1,82 (m, 1H),
1,40 (c, 9H), 0,90 w/munn (g, 3H)

N 6 (1RS, 2RS, 3RS, 6SR)-8-TpeT -6yTnnokcu-
KapboHWn - 2 - aTUNokcnkapboHnnammHo - 3 - MeTun-
8-azabuumknol[4 3 OJHOH-4-eH

OTO coedvHeHWe NOMy4yalT aHanorMyHo npume-
py B 2 n3 2,25 r (8 mmonb) Lenesoro coeamHeHust no
npumepy U 5 ¢ Tor pasHuLen, 4To KUNATAT B 3TaHONe
8 yvacoB [MpoAyKT O4MLLAIOT KOMOHOYHOW XpomaTo-
rpacpmen Ha 100 r cunukarens (63-200 MKM) cMeCbio
pacTBopuTenen Tofnyona u yKCycHoro acdmpa B COOT-
HoweHun 2 1 Beixog 1,6 r (59% ot Teopuu), npo-



3payHoe macno.

'H-AMP (gevitep xnopodopm): 5= 5,68 n 5,72
(28, 1H); 5,61 (m, 1H); 4,81 (m, 1H); 4,0-4,2 (m, 3H);
3,53 (m), 3,62 (m) n 3,72 (a4, 2H); 3,08 (1, 1H), 2,92
(1, 1H), 2,75 (m, 1H); 2,47 (m, 1H); 1,83 (m, 1H), 1,47
(m, 9H); 1,25 (m, 3H), 0,97 4/munn (g, 3H)

n.7. (1RS, 2RS, 3RS, 6SR)-2-3*OKCHKap6o-
HUNaMmumHo-3-meTun-8-azabuumkno[4.3.0]JHoH-4-eH

OTO coeduHeHWe NOMyYalT aHanorMyHo npume-
py B.3 u3 1,6 r (4,7 Mmonb) LLeNeBOro coeaunHeHns no
npumepy W.6.

Bbixog: 0,7 r (70% oT Teopuu) xenToBaToro Mac-
na.

Rf = 0,09 (cmecb meTuneHxnopug a, MeTaHona u
17%-Horo BOAHOTO aMMuaka npu COOTHOLUEHWUU
15:4:0,5.

Mpumep K

(1RS, 2RS, 6RS)-2-3TOKCHKap6oHmiaMHHOMe-
TUn-8-asabuunknol4.3.0]JHoH-4-eH

K1. [Owatunosein adwup 3-pTanummaomeTunn-
uuknorekc-4-ex-1,2-ankapboHOBON KUCTOTbI

COOEt

COQEL

Ot

c

10,67 (50 wmmonb) M-[(E)-2,4-neHTagnennn]-
dranumuga (uenesoe coeauHeHue no npumepy b.1)
n 8,61 r anatmnosoro agpupa ymapoBow KUCNOThI
HarpeBaloT ¢ 0bpaTHbIM XonoaunbHUKoM a 50 mn To-
nyona aea AHA CMechb CryliatoT U ocajok XpomaTo-
rpacovpytoT Ha cunukarene (pacTBopuTenb CMeChb Liu-
KrnorekcaHa v aueTtoHa B COOTHoLleHum 8:1).

Bbixoa- 14,8r(77%oTtTeopun).

Tnn.80-84°C

K 2. 3mn-CIRS, 2RS, 6RS)-9-OKCo-8-a3a6n-
umkno[4.3 O]HoH-4-eH-2-kapbokcunaT(anacrepeomep
A) n 3Tnn-(1RS, 2RS, 6SR)-9-OKCO-8-a3a6n4HK-
no[4.3.0]HoH-4-eH-2-kapbokeunat (guactepeomep B)

EtOOC 0
N
NH
H
A
pal.
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BepyTt 150,3 r (0,39 monb) ueneBoro coeguHeHWs
no npumepy K.1 B 720 mn ataHona v npukansiBaloT
npu oxnaxgeHun negom 173,3 r (2,9 Honb) aTMNEH-
AvamuHa. MNepemetwnsatot 20 4acoB Npu KOMHaTHOW
Temnepatype, CrywalT B Bakyyme, pas3basnsioT Bo-
gon (okoro 700 mn). KoHUEeHTpMpOBaHHOW CONSHOM
KucnoTow yctaHaesnueatT pH = 2-3 n Tpuxabl 3KC-
TparmpytoT no 500 mn guxnopmertaHa. OpraHnyeckyto
a3y cywart Hag cynbdaToM HaTpus U crywatoT B
Bakyyme. PasgeneHve guactepeoMepoB NpoucxoauTt
Xpomartorpaduyeckn (pacTBopuTenb CMECb LMKIIO-
rekcaHa ¢ aueToHOM B COOTHoLWeHun 1:1)

Beixoa: 36,7 r npoaykta A (45% ot Teopum)

Rf = 0,47 (cMecb umknorekcaHa u auetoHa 11)

37,0 r npoaykTa B (45% oT Teopun)

Rf = 0,22 (cmecb umknorekcaHa v auetoHa 1:1).

K.3. (1RS, 2RS, 6RS)-2-rnflpoKCHMeT"-8-a3a-
6uuukno[4 3 OJHOH-4-eH

HO- H2C
H

NH

H
paLl.

5,2 r (25 mmonb) atun-CIRS, 2RS, 6RS)-9-0kco-
8-azabuuuknol4.3.0]HoH-4-eH-2-kapbokcunaTta (mpo-
aykt A n3 npumepa K.2) pactBopsitoT B cpefe a3oTa B
50 mn TeTparngpodypaHa u 3aTeM npukanbiBaloT
130 mn 1,5 M pacTtBopa Auu3obyTunanoMUHUAMG-
puaa (195 mmonb). PactBop HarpesatT 16 4acoB c
obpaTHblM xonogunbHukoMm [locne okoH4aHWs B3aw-
MOAEWCTBMS NpuKanbiBalT nocnegosatensHo 60 mn
meTaHona, 30 mn TpeT.-6yTUNMeTunoBoro agupa u
10 mn BoAbl 1 OTPUNBLTPOBLIBAKOT C [00aBKOW TOH3M-
na. OcTaTok Ha HyTye [OBaxAbl pa3MeLuMBaloT CO
CMeCbl0 3TaHoMa, KOHL, aMMuaka 1 Bogbl B COOTHO-
wexmmn 101:1 n cHoBa oTdumnbTpoBbIBaDT O6beau-
HeHHble WnbTPaThbl CrywatT U CbipOWA MPOAYKT OYu-
watT xpomatorpaduen (pactBoputenb: CMecb Ou-
XnopmeTaHa, MeTaHona W KOHL. amMuaka B COOTHO-
weHum 2 4.1).

Beixoa' 2,7 r (71% ot Teopun).

'H-AMP (geiitep. aumeTuncynbdokena) 5,69 (M,
1H, 4-H); 5,60 (m, 1H, 5-H); 3,39 (g4, 1H, 0a-H),
3,26 (a4, 1H, KO6-H); 2,97 (M, 2H, 7a-H, 9a-H); 2,63
(m, 1H, 96-H), 2,38 (6¢,1H,6-H), 2,32 (gg, 1H, 76-H);
2,06 (m, 1H, 3a-H); 1,95 (m, 1H, 1-H), 1,77 (m, 1H, 36-
H); 1,44 uy/munn (m, 1H, 2-H).

K. 4 (1RS, 2RS, 6RS)-8-TpeT-6yTokcukapbo-Hun-
2-ruppokcmumeTun-8-azabuumnknol[4 3.0]HoH-4-eH



HO - .

H & ]
HlC L.H_‘
e cua,
H
pet.

OTO coeavHeHVe NonyyaroT aHanormyHo npyume-
py 3 1 13 8,87 r (58 Mmonb) coegnHeHns no npumepy
K3

Beixog 11,0 r (75% ot Teopum)

Rf = 0,25 (cmecb UuMknorekcaHa u aLeToHa B CO-
OTHoLeHnM 2 1)

K 5 (1RS, 2RS, 6RS)-8-TpeT-6ymnoKCMKap6o-
HUN- 2 -(4-TonyoncynbgoHMUNoKCUMeTNN-8-a3abnLuk-
no[4 3 O]HoH-4-eH

pau,.

OTO coeavHeHVe nomnyyarT aHanorM4yHo npume-
py E 1 u3 coeamHeHns no npumepy K 4

Bbixog 97% ot Teopuu

Rf = 0,40 (cmecb UMKIOrekcaHa u aleToHa B Co-
OTHoLeHnn 2 1)

K6 (1RS, 2RS, 6P5)-8-TpeT-6yTnnokcukapbo-
HWM-2-a3ngomeTun-8-azabuumkno[4 3 OJHOH-4-eH

@ )LU—ECH,

Pacteop 33 r (0,08 monb) (1RS, 2RS, 6RS)-8-
TpeT -6yTnnokcrnkapboHun-2-(4-tonyoncynsOHNMOK-
cumeTunn)-8-asabuumkno[4 3 O]HoH-4-eHa (uenesoe
coeanHeHne no npumepy K 5) n 15,8 r (0,24 monb)
asnga Hatpus nepemewmsaoT B 200 mn N.N-gu-
metundopmamuga npu 70°C 40 yacoB OxnaxaeH-
HbI pacTBop pasbaenstoT Bogon (500 mMn) u TpwKabl
akcTparmpytot no 250 mn neTponenHoro adupa
ObObeavHeHHble opraHuyeckne asbl NPOMbIBAIOT
5%-HbIM pacTBOopom OukapboHaTa HaTpus, cywat
cynbaTom HaTpus 1 cryliatoT

Bblxo,u, 21,6 1 (97% oT Teopum)

'"H-AMP (geitTep xnopodopm) 5,71 (m, 1H,
C=CH), 5,58 (m, 1H, C=CH), 3,61-3,22 (m, 5H), 3,10
(m, 1H), 2,70 (b6¢c, 1H), 2,24 (m, 2H), 1,91 (m, 2H),
1,47 4/munn (c, 9H, Tpet -6yTun)

K 7 (1RS, 2RS, 6RS}-8-TpeT-6ytunokcukap6o-
HWUM-2-aMmHomMeTun-8-aszabuunkno[4 3 OJHOH-4-eH

35562
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AL
NT O + CHy
CH
H 3
pam.

- H.C

PacTtBop asupgocoeguHeHus ns npumepa K 6
(21,6 r, 78 mmonb) B 150 Mn cmecu nNupuanHa ¢ Bo-
OOV NMpu CooTHOLEHUN 5 1 HacbIWaloT, NPy Oxnax-
OeHVUN NbAOM, CEpOBOAOPOAOM W 3aTeM BblOepXKu-
BatoT 20 4YacoB npv KOMHaTHOW Temnepatype ocne
OKOHYaHMS B3auUMOLENCTBUA CrylialT B BakyyMme,
MHOIOKPaTHO MEepPEeroHstoT C TOMyorioM M OCTaToK
XxpomaTorpadumpytoT (pacTBopuTenb CMECb LMKIO-
rekcaHa u aueToHa B cooTHoweHumn 1 1}

Beixog 11,0 r (66% oT Teopum)
Rf= 0,12 (cmecb uMKnorekcaHa u aLeToHa B Co-

0 OTHoweHnn 1 1)

/U\ CH, K 8 (1RS, 2RS, 6RS)-8-
N a + cu. TpeT -6yTunokcukap6o-Hun - 2 -
" (aTunokcmkapboHnnammnHo) - 8 -

CHy a3abuumk-no[4 3 0]JHOH-4-eH

H-

3,7 r (15 mMmonb)
(1RS, 2RS, 6RS)-8-TpeT- 6yTI/IJ'IOKCVIKap6OHVIJ'I -2 -
amuHomeTun - 8- aszabuumk-no[4 3 O]HOH-4-eHa
nomewart B 40 mn guokcaHa u 15 mn BoAabl,
npubaensaoT 2,3 r (16 Mmonb) kapboHaTta kanus u
npukaneisatoT 1,75 r (16 mmornb) aTunosoro adwmpa
XIOpMypaBbUHON KMUCIOThI npu KOMHaTHOW
Temnepatype [locne AByX4acoBOro nepemMeLuvBaHus
CryLualoT B BaKyyme, OCTaTOK MOrfoLaT Auxriopme-
TaHom (70 mn), aBaxabl obpabaTbiBaloT BCTPsAXMBa-
Huem ¢ 20 Mn BOAbI, CyLIAaT Haj cyrbgaTtom HaTpus un
crywaiot

Cblpo nNpodyKT ouuwalT XxpomaTorpaduen
(cmecb umKkorekcaHa v BoAbl B COOTHOLLEHWMN 2 1)

Beixog 2,8 r (59% ot Teopum)

Rf= 0,53 (cmechb uumknorekcaHa ¢ BO4OW B COOT-
HoweHun 1 1)

K 9 (1RS, 2RS, 6RS)-2-(atokcmkapboHmnammHo-
meTun)-8-a3abuumknol[4 3 O]HOH-4-eH

w

0

MJOA  "HN- Hy
NH

padl.

7,6 1 (23 mmonb) npoaykta no npumepy Ko no-
mewiatoT B 100 mn cmMecu MeTaHona ¢ BOAOW B COOT-
HoweHun 1 1 n NnpubaBnsOT NPM KOMHATHOW Temne-
paType 30 M NONYKOHLEHTPUPOBAHHOW CONSHON Ku-
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cnoTbl. NMocne okoHYaHUsi BblAENeHWs rasa npogon-
XatoT nepemewwmsatb 30 MuHYT, pa3baBnsoT neas-
Hon Bogou (okoro 100 mn) u ycTaHaBnMBalOT KOH-
LEeHTpUpoBaHHOW HaTpMeBon Lenoybio pH = 12 Boga-
Hyt0 hasy YeTbipe pasa akctparvpytoT no 100 mn au-
XropMeTaHa OKCTpakTbl 06beauHsT, cywaTt Cyrb-
aToM HaTpWs U CryLLaloT B Bakyyme

Bbixoa- 3,9 r (76% ot Teopum).

Rf = 0,45 (cmecb gmxnopMeTaHa, MeTaHona u
KOHL. aMMmnaka B COOTHoLUeHun 2:4:0,1).

Mpumep 1

(1RS, 2RS, 6(33)-2-amuHomeTunn-8-a3abuumkno-
[4.3.0]HOH-4-eH-Buc-TpudTopmeTaHcynbdoHaT

H,N- H,C
K x 2 CFjCOOH

NEpalLL.

PacTteop H 20 r (8 w™monb)
(1RS, 2R8, 6E5)-8-TpeT -byTunokcmkapboHumn - 2 -
amuHomeTwn-8-a3abu-umknol4 3.0]HOH-4-eHa
(npoaykT no npumepy K.7) B 30 mn gnxnopmeTaHa
cmewwmBaioT ¢ 30 MN TPU-PTOPYKCYCHON KUCMOThI U
BblgepxmBatoT 30  MWUHYT  npu  KOMHaTHOWM
TemnepaTtype. PacTtBopuTenb M KUCMOTY OTFOHSAOT B
NPUCYTCTBAM TOMyomna, MHOFOKPATHO 3KCTparmpyoT
Tonyonom. MpogykT cywart B BaKyyMHOM 3KCUKaTope
Hag CMeCbl0 T[MOPOOKMCUM Kanmust U NATUOKUCK
¢ocdopa B cooTHOLIeHUN 1.1.

Bbixoa. 1,5 r kopyyHeHBOro Macna.

'H-AMP (neitTep. ameTuncynbdokena): 5,78 (M,
1H, C=CH); 5,60 (m, 1H, OCW); 3,34 (m, 2H); 3,03
(m, 1H), 2,87 (m, 2H), 2,73 (m, 1H), 2,45 (m, 1H), 2,34
(m, 1H);2,22(m, 1H), 1,944/munn (m, 2H).

Macc-cnektp (6ombapaupoBka ObICTpbIMM aToO-
mamun) M + 1 = 153.

Mpumep M

(1IRS, 2RS, 6SR)-2-3TOKCHKap6oHHnaMHHo-
meTun-8-azabuunkno[4 3.0]HoH-4-eH {NpogyKT naeH-
TUYEH coegnHeHno no npumvepy E)

M1 (1RS, 2RS, 65P)-2-rugpokcumeTtun-8-asa-
6uumknol4.3.0]HoH-4-eH

HO-H.C 1
MNH
A
pai.
,  6SR)-9-ckco-8-azabuyukno
2RS

[4 3 O]HOH-2-kapbokcunat (NpoaykT B n3 npumepa
K.2) nogBepratloT npeBpaLLeHno aHanorMyHo npume-
pyK3

Bbixoa: 75% oT Teopum.

Rf = 0,22 (cmecb guxnopmeTaHa, MeTaHona u
KOHL. aMMuaka B cooTHoweHun 15 4:0,5).

M.2 (1RS, 2RS, 6SR)-8-TpeT.-6y ™MmoKCHKap6o-
HUN-2-rmapokcnmeTun-8-azabuumknol4.3.0]JHoH-4-eH

23

HO - H,C
2
CHjy

00

CHs

pait.

Mpoaykt no npumepy M.1 nogBepratoT npespa-
LLleHUo aHanorm4Ho npumepy K.4

Bbixoa. 64% ot Teopum

Rf = 0,23 (cmecb LMKMorekcaHe 1 aleToHa B Co-
OTHOLUEHUU 2:1)

M3 (1RS, 2RS, 6SR)-8-TpeT.-6y ™iOKcnKap6o-
HUN-2-(4-TonyoncynsOHUNOKCUMETNN)-8-a3abnLmk-
no[4 3 OJHoH-4-eH

H,c@—so,— G

pall.

OTO coeguHeHMe NomnyyalT 13 Npogdykra no npu-
mMepy M.2 aHanornyHo npumepy E 1.

Bbixoa: 91-98% oT Teopun.

Rf= 0,59 (cmecb uuknorekcaHa n aLeToHa B CO-
OTHOLLEHUN 2:1).

M.4. (1RS, 2RS, 63P)-8-TpeT.-6yTnnokcmkapbo-
HWUM-2-a3ngomeTun-8-asabuumkno[4 3 0]JHoH-4-eH

H D

paLl.

Pacteop 13,0 r (32 mmornb) npogykTa, no npume-
py M 3, B8 80 mn M,M-aumetundopmamuga cmeLun-
BaloT ¢ 4,15 r (64 Mmonb) a3naa HaTpus u nepeme-
wwusatoT 4 yaca npu 70°C. 3atem npnbasnsoT Takoe
)Ke KONMM4YecTBO a3unga HaTpusi U NepeMeLLrBaloT eLle
6 uacos npu 100°C 3atem obpabaTbiBalT, Kak
onucaHo B npumepe K 6

Beixoa. 7,0 r (79% ot Teopun)

Rf= 0,55 (cmecb uuknorekcaHa C aLETOHOM B CO-
OTHOLLEHUN 2:1).

M.5. (1RS, 2RS, 6SR)-8-TpeT.-6yTWioKcHKap6o-
HWUM-2-aMMHomMeTUnM-8-azabuunkno[4 3.0]HOH-4-eH

H.N - H,C
2 rH 0
47 t
paLl.
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OT0 coeuHeHWe NonyyarT npespaLleHnem asu- H
JocoednHeHus, no npumepy M.4, aHanmorM4Ho npu-
mepy K. 7 Ouuwarot xpomartorpadumeit (cMecb MeTa- Jl
Hona, AWXNopMeTaHa M KOHU. aMMuaka B COOTHOLUe-
Hum 15:2:0,1)
Beixon: 75% ot Teopun
Rf = 0,12 (cmecb meTaHona, guxnopmetaHa u
KOHL,. aMMuMaka B cooTHowweHun 15:2 0,1). paH
M.6 (1RS, 2RS, 6SR)-8-TpeT. -6ytun o kenka p6o- )
HUN  -2-(3TMnokcukapboHunammHomeTun)-8-asabmun-

k1104 3.0]HOH-4-eH 8,36 r (40 mmonb) atun-(1 RS, 2RS, 6RS)-9-0kco-

8-azabuumkno[4 3.0] HoH-4-eH-2-kapbokcunaTta (npo-
aykt A no npumepy K.2) nepemewmsatot ¢ 30 mn BoO-

0 Abl 1 5 1 KoHU. cepHon kncnotel 40 yacos npu 60°C.
CHO Mpn oxnaxgeHun BbinagaeT npoaykt Ocafok npo-
MbIBaIOT HEOOMBLUMM KONIMYECTBOM XOSIOAHON BOAbI U
cyliaT B BaKyyMHOM CyLUMIbHOM Lwkadpy npu 50°C
Bbixogd. 4,80 r (66% oT Teopun)
iH-AMP (gentep. aumetuncynbdokeug): 12,35
(c, 1H, COOH); 7,60 (c, 1H, naktam-NH); 5,74 (m, 1H,
C=CH); 5,59 (m, 1H, C=CH), 3,45 (aa, 1H, 7a-H);
2,95-2,85 (m, 4H, 1-H, 2-H, 6-H, 76-H); 2,29 (m, 1H,
pan. 3a-H); 2,00 y/munn (m, 1H, 36-H).
H.2. (1RS, 2RS, 6RS)-2-3TOKCHKap6oHMnaMHHO-
4,3 1 (17 MMOIb) aMMHOCOEAUHEHNS, N0 NPUMEpY 9-okco-8-a3abnunkno(4 3.0JHoH-4-eH
M.5, n 1,9 r (19 MMOnb) TPUITUNAMMHA NOMELLAIOT B
50 mn gmxnopmeTtaHa, npukanbiBatoT npu 0°C 2,2 1 0
(20 mmonb) aTunosoro acdmpa X0pPMypaBbUHOW Ku-
CnoTbl, pacTBopeHHoro B 10 Mn guxnopmeTaHa, u ne- cstG
pemelunBatoT 24 4yaca npu KOMHATHOW TeMmnepaType.
PactBop cmelumnBatoT ¢ Bogow (50 mn) n pasgensiot
hasbl. BoaHyo dasdy akcTparnpyloT Tpuxabl AUXIop-
meTaHoMm no 40 mn OpraHuyeckme dasbl 06beanHs-
10T, CyLaT cynbdaToM HaTpus v CryLiatoT. war.
Bexox" 5,3 r (96% ot Teopun)
iH-AMP (gentep. TeTpaxnopataH, 80°C) 5,79
(aa, 1H, C=CH), 5,58 (m, 1H, C=CH); 4,61 (6c, 1H, OTo coeauHeHMe nony4valT npeBpalieHneM
kapGomat-NH), 4,23 (m, 1H); 4,12 (k, 2H, stun-CHy), (1RS, 2RS, 6RS)-9-OKCO-8-a3a6H4Htoio[4 3.0]HoH-4-
3,99 (m, 1H), 3,20-3,08 (m, 2H); 2,82 (m, 2H), 2,25 (m, eH-2-kapBOHOBOW KMCTOThI (MeneBoe CoeanHeHue no
2H), 2,09 (m, 1H), 1,84 (m, 2H), 1,42 (c, 9H, TpeT- npumepy H 1) aHanoriHo npumepy B.2.
6ytun), 1,37 4/munn (1. 3H, aTun-CH3) Bbixog- 68% OT Teopuu
M.7. (1RS, 2RS, 6SR)-2-(3TOKCHKap60HnnaMH- Rf = 0,06 (cMecb yuknozekcana u ayemona 6 co-
HomeTun)-8-asabuunkno[4 3.0]JHOH-4-eH orHomeHnH 1.1)
H.3 (1RS, 2RS, 6RS)-2-metunamumHo-8-a3abu-
o] uuknol[4 3 O]HoH-4-eH
CH30 HN-H,C | HJC
“NH
pat. H
10 coefuHeHune nonyvaot i NH
npespaweHnem (1RS, 2RS, 65H)-8-tpet- H
OyToKCcMKkapboHUN-2-(3TOK-CUKap6OHUMaMUHOMETUI)- o

8-a2abuumknol[4.3.0]JHoH-4-eHa, KaKk OMMCaHO B

npumepe K 9 pau;,

Bbixoa: KONMYeCTBEHHbIN.

Rf = 0,55 (cmecb MeTaHona, Anxnopmerana u LleneBoe coeauHEHME MONy4aloT B3aMMOAENCT-
KOHL,. aMMuaka B COOTHOLWeHMN 15 4:0,5) BMEM MpoAykTa no npumepy H.2 ¢ 10 akeuBaneHTamm
Dpumep H . AMM306YTUNAMIOMUHWIATMAPAAA aHAMOTMYHO NpUMEpY
(1SR, 2RS, 6RS)-2-MeTnnaMHHO-8-a3a6"HKno- K.3 1 obpabaTbiBaloT, Kak OMMcaHo B 3TOM NpuUMepe
[4.3.0]HOH-4-eH BbIXO,q 51% ot Teopum
1. (1RS, 2RS, 6P3}-9-okco-8-aszabuuukno- 'H-AMP (geittep. xnopodopm) 5,72 (m,
[4 3.0]HOH-4-eH-2-kap6oHoBas kucnoTa C=CH), 5,68 (M, 1H, C=CH); 3,19-3,10 (M, 2H), 288

(oo, 1H); 2,60 (aa, 1H), 2,50 (m, 1H), 2,44 (c, 3H, N-
CHa3); 2,33-2,28 (m, 2H), 2,19 (m, 1H), 1,89 y/munn (m,
1H).
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Mpumep O
(1SR, 2SR, 6P3)-2-meTnnamMmHo-8-a3abuumkno-

[4.3.0]HOH-4-eH
0.1. (1SR, 2SR, 6P3)-9-okco-8-a3zabuuukno-
[4.3.0]HOH-4-eH -2-kapboHoBas kucnoTa

HOOC
H @

NH

H
parr.

BepyT 0,2 r KOHL, cepHOW KMCNoThl, 25 Mn BoAbI
n 25 mMn ykcycHomn kucnoTbl npu 60"C Hebonbwumm
nopumsamu gobaenstoT 9,8 r (50 mmonbk) npoaykTa no
npumepy E.3. lMepemewmsatoT 5 yacos npu 60°C.
Ons obpaboTtku npubasnstoT pacteop 0,8 r Gukap6o-
HaTa HaTpusa B 10 mMn BOAbl M CryLaloT B BaKyyMme.
Octartok cycnenampytoT B 40 mn Bogpl U gobaBneHu-
€M KOHL. HaTpueBOW Lenoyn npu oxnaxgeHuu
nbAoM nepeBogaT B pacTteop. [locne Toro, kak ot-
(VNbTPOBLIBAOT HEPACTBOPMBLLYIOCH YaCTb, MOAKNC-
NS0T NOMYKOHLEHTPUPOBAHHOW COMNSHON KMUCIOTOW U
onaTb oxnaxgatT go 0°C BeinaBwuvi npogykT npo-
MbIBalOT HEOOMbLUMM KONMYECTBOM XONOAHOWN BOAb! U
3aTeM cylwaT B BaKyyMHOM CyLUMIIbHOM Lwikadpy mpwm
50°C

Bexon: 4,8 T (53% ot Teopun).

Trn." 192-123°C

0.2. (1RS, 2SR, 6RS)-2-3TokcukapboHnnammHo-
9-okco-8-a3abuumkno[4 3.0]HoH-4-eH

OTO coeauMHeHue nonyyalT npeBpalleHnem
(1RS, 2SR, 6RS)9-OKCO-8-a3a6n4HKno[4.3.0]JHOH-4-
€H-2-kapboHOBOW KMCMOThI (LeneBoe coeanMHeHne no
npumepy 0 1) aHanornyHo npumepy B 2.

Bbixoa: 68% ot Teopum

T.nn. 160-164°C.

0.3. (1RS, 2RS, 6RS)-2-Me*aMMHO-8-a3a6H-
unkno[4.3 OJHoH-4-eH

HJC\.NH
:H

-
pa.

OTO coedvHeHVe nony4valoT NpeBpaLleHeM npo-
aykta no npumepy 0.2 ¢ 10 akBMBaneHTamu Anm3oby-
TMRanlMUHUArMapuaa aHanornyHo npumepy K.3 un

06paboTKoMn, kKak onucaHo B 3TOM NpumMepe.

Bbixoa: 81% ot Teopum

"H-SIMP (neittep. xnopodopm). 5,72 (M, 1H,
C=CH); 5,50 (m, 1H, C=CH), 3,04-2,77 (m, 6H), 2,60
(m, 1H); 2,49 (c, 3H, N-CHj3); 2,31 (6¢c, 2H, 2x NH);
2,25 (m, 1H); 1,89 y/munn (M, 1H).

MonyyeHve aKTUBHbBIX COEANHEHWIA:

Mpumep 1

8-a3zabuumknol[4 3 O]HOH-2-eH-8-un)-1-umknonpo-
nun-6,8-gndTop-1,4-aurnapo-4-okco-3-XMHOMMHKap-
6oHoBas Kucnota

COH

1,4 r (5 mmonb) 1-umknonponun-6,7,8-TpudTop-
1,4-aMrnapo-4-okco-3-XMHONNHKapOOHOBON  KMCNOTbI,
0,6 r (5 mmonb) 1,4-gnasabuuyukno [2.2.2}okTaHa 1
0,8 r (6 MMOnb) LEeneBoro coeguHeHUst No npumepy A
Hazgpesarom B cmecu 15 Mn aueToHUTpUna n 7,5 mn
anmeTtundopmammga 3 Yaca ¢ obpaTHbIM XONoAWIb-
HukoMm. Nocne oxnaxaeHus npubaensoT 25 Mn BoAbl
n 2,5 Mn ykcycHou kucnotbl. Ocagok oTpunbTpoBbI-
BaloT, NPOMbIBaOT BOAOM, cywwat npu 50°C.

Beixoa' 1,8 1 (93% ot Teopun).

T.nn/ 224-226°C

OnemeHTapHbIN aHanms- C21H20F2N203.

c H N F

PaccuuTaHo: 653 | 52| 7,3 (9,8

HanpeHo- 6535|515 | 725 |9,7

Mpumep 2

(1'RS, 2'RS, 6*)-1-ymknonponun-7-(2'-atun-
okcvkapboHun -8'-azabuuukno[4 3.0]HoH-4'-eH-8'-un)-
6,8-audtop-1,4-anrnapo -4-oKkco-3-XMHOM U H KapboHo-
Bas kucrnota

parL. o
07 r (25 F COzH
H.C:O.C H !
Mmonb)  1- N N
A
H LMKNonponur-

6,7,8-Tpu-prop-1,4-anrnapo-4-okco-3-
XVHOMNMHKap6oHoBon kucnotel, 0,3 1 (2,5 mmonb) 1,4-
Avasabuumknol[2.2 2]-oktaHa u 0,6 r (3 MMmonb)
coeanHenns A no npumepy b HarpesatoT B cmecn 10
M aueToHuTpuna u 5 mn gumetundopmamuga B
TeyeHue 5 YacoB ¢ 06paTHLIM XONOANBHUKOM.
Mocne oxnaxaeHuss npubasnaT 30 M BoAbl U
1 M YKCYCHOWM KMCMOTbI, 0CaA0K OTUINbTPOBLIBAIOT,
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NpoMbIBalOT BOAOW, CyLUaT B 9KCUKaATOpe Hag rapo-
OKMUCbIO Kanus

Beixog 0,95 r (83% oT Teopum)

Tnn 212-214°C

OnemMeHTapHbIN aHanua C24H24F2N205

C |H | N|F

Paccuntano | 62,9 (5,2 | 6,1] 8,3
HangeHo 62,7 (5,3 | 6,1] 8,3

'"H-AMP (peitTep aMmeTuncynbcpokcua) 8 =
= 8,62 (c, 1H, HyC-2), 7,72 (O, 1H, HyC 5), 5,91 (g,
1H, Hy C-5'), 5,76 (m, 1H, H y C-4"), 4,05-4,19 {m,
3H, atoken-CHr n umknonponun-CH), 3,84 (m, 1H,
CH2N), 3,76 (m, 2H, CH2N), 3,53 (m, 1H, CH2N), 2,84
(M 1H, Hy C-2"), 243258(M 2H,H,Y C-3uHyC-
6'), 2,33 (M, 1H, Hs y C-3"), 1,94 (m, 1H, H y C-1),
1,22 (1, 3H, atokcu-CH3), 1,07-1,26 y/munn (m, 4H,
umxnonponmn-CHr)

Mpumep 3

(1'SR, 2'RS, 6*)-1-yuknonponun-7-(2"-atun-
okcvkapboHunammHo- 8'-a3abuuuknol4 3 O]JHOH-4'-eH-
8-un) - 6,8-gndTop -1,4-AMrMAPO-4-0KCO-3-XNHOMMH-
kapboHoBas kucrnota

0
0 F
N N
A

COH
pal,

2,8 r {10 mmonb) 1-umknonponun-6,7,8-TpudTop-
1,4-gurnapo-4-oKco-3-XMHONMHKAPOOHOBOW  KUCTIOTH,
1,1 r (10 mmonb) 1,4-guasabuumkno[2 2 2]oktaHa n
2,6 r (12 MMOnb) LeneBoro coegnHeHns no npumepy
B HarpesatoT B cMecn 30 mMn auetoHutpuna u 15 mn
AvmeTundopMammaa B TedeHue 3 yacos ¢ obpaTHbIM
XONOANNBbHUKOM

Mocne oxnaxpaeHust npubasnsaoT 45 mn BoAbl U
5 M yKCyCHOM KUCNOTbl, 0CaAoK OT(UNLTPOBLIBAIOT,
npomblBatoT Bogown, cywat npu 50°C

Bbixoa 4,8 r (94% oT Teopum) LieneBoro coegu-
HeHus B Buae agaykta ¢ 0,5 mons gumeTtundopma-
mvaa

Tnn 239-245°C

OnemeHTapHbI aHanu3

C24H25F2N305 x 1/2 C3HNO

c H [N F

Paccuntano | 601 | 5.6 [9.6 | 7.5 |=02H
HanpeHo 60,35 | 5,85 9,7 | 7,35

! [hJ

/X
'"H-AMP (peiitep xnopocbopM) 5= 8,69 (c, 1H
Hy C-2), 7,75 (g, 1H Hy C-5), 5,84 (a, 1H, Hy C-5"),
5,74 (m, 1H, Hy C-4"), 4,15 (m, 2H, aTokeu-CHy), 3,87-
405 (m 3H), 3,82 (m, 1H), 3,64-3,57 (m, 2H), H yC-
779", HyC-2", umknonponun-CH), 2,73 (m, 1H, Ha

y C-3"), 2,63 (M, 1H> Hy C-6'h 1,96-2,09 (M, 2H, Hy
C-1"un H6 y C-3", 1,08-1,32 y/munn (m, 7H, umkno-
nponun-CHr n atokcu-CH3)

Mpumep 4

(1'SR, 2'RS, 6'5H)-7-(2'-amnHo-8'-a3abuuukno-
[4 3 O]HOH-4'-eH-8"-un) -1 - umnknonponun-6,8-audTop-
1,4-gnrmapo-4-okco-3 -xMHonuHkapboHoBas kucnoTa

" T

b ol

pal,

2,55 r (5 Mmonb) LleneBoro coeaMHeHUst No npw-
mepy 3 HarpeBatoT B cmecu 50 mn 10%-Hon kanve-
BOM wenoym u 25 mn 1,2-ataHguona 3 4aca ¢ obpar-
HblM XxonogunbHWKkoM [locne oxnaxaeHns npubas-
nsT 50 Mn MeTaHona, CONAHON KMCMNOTOW (KOHL, COo-
NsiHas KucnoTta ¢ BogoW B COOTHoLWeHun 1 3) ycta-
HaBnueawT pU = 2-3, 3HEpPrmyHoO nepemMeLLnBaloT,
CHOBa OT(UILTPOBLIBAIOT, MPOMbIBAOT HEOGOMbLUMM
KOnnyecTBOM BoAbl, cywwat npu 50°C

Beixog 1,95 r (88% oT Teopuu) uenesoro co-
edvHeHns B Buae aggykta ¢ 1 Mornem CONsiHOW Ku-
cnotbl 1 0,5 mons Boabl

Tnn >300°C

OnemeHTapHbI aHanu3

C21H21F2N303X HCI x 1/2H,0

c H N| ClI| F

PaccuntaHo 56,4 52 | 9,4 8,0| 8,5
HawnpeHo 56,1 | 5,35 | 9,4| 7,45 8,25

'H-AMP (CF3CO2D) 5 = 9,24 (c, 1H, H y C-2),
8,06 (g, 1H, HyC5) 6,03 (o, 1H, Hy C-5'), 5,88 (m,
1H, Hy C-4"), 4,47 (m, 1H), 4,37 (m, 1H) 4,22 (m, 2H),
4,04 (m, 1H), 3,96 (M, 1H, Hy C-779" Hy C-2, uuk-
nonponun- CH), 2,99 (m, 1H, Ha y C-3'), 2,84 (m, 1H,
Hy C6'),258 (M 1H, Hs y C-3), 2,48 (M, 1H, Hy C-
T), 1,57 (m, 2H, umknonponun-CHr), 1,42 4/munn (M,
2H, umxnonponmn-CHr)

Mpumep 5

(1 SR, 2'RS, 6")-1-umknonponun-7-(2'-atunn-
okcrkapboHUnamuHo-8'-a3abuumnkno[4 3 O]HOH-4'-eH-
8'-un)-6-dpTop-1,4-aMrnapo-4-okco-3-xMHonNMHkap6o-
HOBas KucnoTa

paLl.
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1,35 r (5 mmonb) 1-uuknonponun-6,7-andTop-
1,4-gurnapo-4-oKco-3-XMHONMHKAPOOHOBOW  KUCIOTH,
0,6 r (5 mmonb) 1,4-gnazabuumknol2.2.2]oktaHa u
1,3 1 (6 Mmonb) LeneBoro coeguHeHns no npumepy B
HarpesatoT B cMecu 30 Mn auetoHuTpuna n 15 mn
anmetundopmammga 3 yaca ¢ obpaTHbIM XOnoausb-
HukoMm. Mocne oxnaxaeHus npubaensoT 30 MmN BOAbI
1 foGaBKOM YKCYCHOWM KMCINOTbI ycTaHaBnmBaroT pH =
= 4, oTMNbTPOBLIBAOT OCAAOK, CyCNeHANPYIOT B BO-
e 1 ocHoBaTefbHO MepemMeLLnBaloT, cHoBa OTdUNb-
TpoBbIBatOT 1 cywart npu 50°C.

Beixoa. 2,2 1 (97% ot Teopun)

T.nn: 197-199°C

'"H-AMP (neitTep. aumeTuncynbdokeua). 6 =
= 8,57 (c, 1H); 7,78 (m, 1H); 7,34 (wwup, g, 1H). 7,04
(8, 1H), 5,88 (g, 1H), 5,70 (m, 1H); 4,02 (k, 2H); 3,68-
3,93 (m, 5H); 3,49 (m, 1H); 2,48-2,72 (m, 2H); 1,93-
2,08 (M, 2H); 1,08-1,33 y/munn (m, 7H).

Mpumep 6

(1'SR, 2'RS, 6'3P)-7-(2'-amuHo0-8'-a3abuuukno-
[4 3 OJHOH - 4'-eH-8'-un) -1-umknonponun-6-gpTop-1,4-
Anrnapo-4-okco-3-xnHonmHkapboHoBas kucnota

pair.
S o
F CO-H
HN, H ] 115 r
(2,5 N N MMOrb)
Lienesoro

A

coeanHeHNs no npumepy 5 HarpesatoT B cMecn U3 25
Mn 10%-Hon kanueBon wenodn n 12,5 mn 1,2-
aTaHgmona 3yaca ¢ obOpaTHbIM  XOMOAUITbHUKOM.
Mocne oxnaxaeHus npubaensawT 50 mn meTaHona n
35 wmn Boabl, 10%-HOW CONSAHOM  KUCHOTOW
ycTaHaBnuearoT pH = 4-5, 0ocajokK
OT(hMNbTPOBLIBAKOT, NPOMbLIBAIOT BOAOW, CyLuaT npwu
50°C.

Beixoa: 0,9 r (82% ot Teopuwn) Lenesoro coegu-
HEHUs B BMAE aaaykra ¢ 1 MOnem CONsiHOM KMCNOThI
1 1 monem BoAbl

T nn/ >300°C

OnemeHTapHbIN aHanma.

HCIx HO

w
T

C [H | N[ F

57
55

9,6
9,5

4,3
4,1

PaccuntaHo: | 57,6

57,5

HangeHo

'H-AMP (CF3CO2D). b= 9,18 (c, 1H); 8,14 (.
1H). 7,39 (g, 1H); 6,06 (g, 1H), 5,89 (m, 1H); 4,38 (m,
1H); 4,22 (m, 1H), 4,06 (m, 1H); 3,97 (m, 2H); 3,64 (m,
1H), 2,88-3,05 (M, 2H); 2,57 (m, 2H), 1,68 (m, 2HJ;
1,39 y/mnnn (v, 2H).

Mpumep 7

(VSR, 2'RS, 6'34)-1-TpeT-6yTnn-7-(2'-atunokcu-
kapboHunamuHo) - 8' -azabuuuknol[4 3 0]HoH-4'-eH-8'-
un)-6-cdTop-1,4-aMrnapo-4-okco-3-XMHoNMHkapO oHo-
Bas Kucnota

27

COH

|

N
Sy

C2HsO NHH

paLl.

OTO coedvHeHWe nomnyyarT aHanornMyHo npuve-
py 5 u3 1,4 r (5 mmonb) 1-Tpet.-6yTnn-6,7-andTop-
1,4-aurnapo-4-okco-3-#nHonMHKapboHOBOW  KUCMOTHI
1 LleneBoro coeauHeHus no npumepy B.

Buixoa' 2,3 1 (98% OT Teopum) LieNeBoro coeau-
HeHus B Buae agaykta ¢ 0,5 mons anmetundopma-
muaa.

T.nn . 256-257°C.

OnemeHTapHbIN aHanu3

C25H30FN305 x 0,5 C3H7NO.

C [ H [N [F

PaccunTaHo." 62,7 9,7 | 3,7

HarneHo: 62,45 | 6,65 (9,6 | 3,6

'"H-AMP (geitTep xnopodopm) 5=8,94 (c, 1H);
7,87 (g, 1H); 6,91 (g, 1H); 5,87 (a,1H); 5,75 (m, 1H);
5,03 (wwup, 1H); 4,16 (m, 2H), 4,01 (m, 1H); 3,82 (m,
1H), 3,70 (m, 1H); 3,60 (m, 1H), 3,33 (m, 1H); 2,65-
2,77 (m, 2H); 2,03-2,13 (m, 2H); 1,92 (c, 9H);
1,28 y/munn (m, 3H).

Mpumep 8

(1'SR, 2'RS, 6")-7-(2'-amuH0-8'-a3abuyukno-
[4 3.0]HOH-4'-eH-8'-un) -1-TpeT -OyTun-6-dprop-1,4-Aun-
rmapo-4-okco-3-xmHonnHkapboHoBas kucnoTa

0
F CO.H
I
N
HiC /k:HCHJ

pail.

1,2 1 (2,3 MMOrb) LIENEBOro COEAMHEHUS NO Npw-
mepy 7 HarpeBatoT B cMecu 25 mn 10%-How kanue-
Bol wenoyn n 12,5 mn 1,2-ataHauona 3 4aca ¢ ob6-
paTHbIM xonoaunbHUKOM. [locne oxnaxgeHus npu-
o0asnsaoT 25 mn Boapbl, 10%-HOI CONSHOM KUCNoTOM
yCcTaHaBnmBalT 3HavyeHne pH = 6-7, oTUNbTPOBLI-
BalOT OCafoK, NpoMbIBaloT BOAOW, cywwat npu 50°C.

Beixoa' 0,95 r (96% oT Teopun).

T nn.. >300°C

'H-AMP (CF3CO.D). 8= 9,44 (c, 1H); 8,19 (a,
1H);7,47 (g, 1H); 6,04 (g, 1H); 5,88 (m, 1H); 4,38 (m,
1H);4,37(m, 1H), 4,16 (m, 1H):4,05(M, 1H), 3,97 (m,
1H), 3,63 (m, 1H); 2,87-3,04 (m, 2H); 2,50-2,64 (M,
2H);2,11 y/munn (c, 9H).
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Mpumep 9

(1'SR, 2'RS, 6'5P)-1-atun-7-(2'-atnnokcukap6o-
HunamuHo - 8' - asabuumkno[4 3 0]HoH-4'-eH-8'-un)-6-
dT1op-1, 4-A 1 rna po-4-0Kco-3-XMHOM U H KapboHOBast Kn-
croTa

pag.

1,3 r ( 5 mmonb ) 1-9TUn-6,7-andTop-1,4-anrma-
po-4-0kco-3-XuHo-NnHKkapboHoBon kucnotel, 0,6 1
(5 mmonb) 1,4-gnasabuumkno[2 2 2JoktaHa n 1,3 r
(6 Mmorb) ueneBoro coeamHeHus no npumepy B Ha-
rpesatoT B cMecn 15 mn auetonutpuna v 7,5 mn gu-
meTundopmammaa 3 Yaca ¢ 06paTHbIM XONOANMbHY-
koM [Nocne oxnaxaeHusa npudaensoT 10 mn aueTo-
HuTpuna, 20 mMn Boabl M 2,5 MN YKCYCHOW KUCMOTbI
Ocafgok oTWNbTPOBLIBAIOT, MPOMbLIBAIOT CMECHIO
aueToHuTpuna u Bogdbl B cOOTHOWeHUM 1 1 1 cywar
npu 50°C

Beixoa 2,1 1 (95% oT Teopuu)

Tnn 293-295°C

OnemeHTapHbii aHanma C23H26FN305

c H N F

PaccuntaHo 623 [ 59| 95| 4,3
HanpeHo 61,356,051 9,35 4,1

'H-IMP {geiiTep 4 1 MeTU N cynbdokeua) 8 =
=8,82r (c, 1H), 7,77 (g, 1H) 7,35 (g, 1H), 6,62 (g,
1H), 5,88 (O, 1H), 5,70 (m, 1H), 4,49 (k 2H), 4,03 (k,
2H), 3,70-3,86 (m, 3H), 3,48 (m, 1H), 3,28 (m, 1H),
2,48-2,69 (m, 2H), 1,94-2,07 (m, 2H), 1,41 (1, 3H),
1,20u/munn (T, 3H)

Mpumep 10

(1'SR, 2'RS, 6*)-7-(2'-amnH0-8"-asabuuunkno-
[4 3 O]HOH-4'-eH-8'-un)-1-aTnn-6-dpTop-114-gurngpo-4-
OKCO-3-XMHONUHKapboHOBas KMcnoTa

o]
F
HoN
N N
1
r CaHs
H
CO/H
paLl.

1,35 1 (3 MMOMb) LeneBoro CoeauHeHns nNo npu-
mepy 9 HarpesatoT B cMecu 30 mn 10%-Hon kanume-
BOM wenouun n 15 mn 1,2-ataHamona 4 yaca ¢ obpar-
HblM XoroguneHukoM [locne oxnaxgeHus npubas-
nsaT 30 mn auetoHuTpuna, 10%-HOW COMSIHOW Ku-
CNoTOW ycTaHaBNuBalT 3HavyeHne pH = 2 Ocapok

OT(UNLTPOBLIBAIOT, NMPOMbBIBAOT CMECHIO aLETOHUT-
puna c Bogow B cooTHowweHunn 1 1, cywat npu 50°C.
Beixog 1,20 r (98% oT Teopun) LeneBoro coe-

OVIHeHVs B BuAe ruapoxnopuga

Tnn >300"C

A-AMP (CF3CO2D) 6= 9,14 (c, 1H), 8,17 (A,
H), 6,92 (g, 1H), 6,05 (g, 1H), 5,89 (m, 1H), 4,75 (k,
H), 4,36 (m, 1H), 4,21 (m, 1H), 4,04 (m, 1H), 3,92 (m,
H), 3,64 (m, 1H), 3,00 (m, 1H), 2,92 (m, 1H) 2,50-
,63 (M,2H), 1,784/munn (1, 3H)

Mpumep 11

(1'SR, 2'RS, 6")-8-xnop-1-uunknonponun-7-(2'-
3TUnokcmkapboHunamuHo - 8' -asabuumkno[4 3 OJHOH-
4'-eH-8'-un)-6-dtop'1,4-aurnapo-4-okco-3-XMHOMMH-
kapboHoBas kncrnoTa

1
2
1
2

1,5 r (5 mmonb) 8-xnop-1-unknonponun-6,7-au-
dTop-1,4-AMrngpo-4-oKco-3-XMHOMNMHKapOOHOBOW  KU-
cnotbl, 0,6 1 (5 mmonb) 1,4-gnasabuumkno-[2 2 2]-
okTtaHa 1 1,3 r (6 MMOnb) LIENeBoro CoOeaMHEHUs, No
npumepy B, HarpesatoT B cMecn 15 MmN aueToHuTpm-
na v 7,5 mn gumetundgopmammga 3 yaca ¢ obpart-
HblM XonogunbHWkoM [locne oxnaxaeHns npubas-
nstoT 35 Mn BoAbl, JOOABKON YKCYCHOW KWUCIOThI YC-
TaHaBnMBaloT 3HayeHue pH = 4, ocagok oTUNbLTPO-
BbIBalOT, NPOMbIBAKOT BOAOW 1 cywat npu 50°C

Beixog 2,3 r (94% ot Teopum)

Tnn 225-227°C

OnemeHTapHbIn aHanma C24H25CIFN305

c H N Cl F

PaccunTaHo 58,8 |51 86 | 7,2 | 3,9
HarnpeHo 58,55 15,4 | 8,65 | 7,05 | 4,05

'H-AMP (neiiTep xnopodopm) S= 8,86 (c, 1H),
7,92 (g, 1H), 5,85 (g, 1H), 5,74 (m, 1H), 4,65 (wwp,
1H), 4,30 (m, 1H), 4,07-4,19 (m, 3H), 4,04 (m, 1H),
3,86 (m 1H), 3,57 (paa, 1H), 3,48 (o, 1H), 2,64-2,78
(m, 2H), 1,98-2,12 (m,2H), 1,39 (m, 1H), 1,27 (m, 3H),
1,17 (m, 1H), 1,05 (m, 1H); 0,81 4/munn (m, 1H}

Mpumep 12

(1'SR, 2'RS, 6'5P)-7-(2'-amnHo-8'-azabuumkno-
[4 3 O]HOH-4'-eH-8'-un)-8-xnop -1 - umknonponun -6 -
dTop-1,4-Anrnapo-4-okco-3-XMHONMMHKapboHoBasA Ku-
crota
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HaN, H

H
pan.

1,0 r (2 MmMOnb) LeneBOro coeAuHEHNs, No nNpu-
mepy 11, narpesatoT B cmecu 20 mn 10%-Hon kanue-
Bov wenoun n 10 mn 1,2-aTaHgmona 3 yaca ¢ obpar-
HbIM XonoAunbHUKoM [locne oxnaxpeHus gobaskow
10%-HON CONSHOW KMCNOTOM ycTaHaBnMBaKT 3Hauye-
Hue pH = 6, ocafok OTUNLTPOBLIBAIOT, NMPOMbIBAIOT
BofoM, cywat npu 50°C.

Bbixoa- 0,8 r (96% ot Teopunm).

Tnn >300°C 5

'H-AMP (CF3CO2D): M= 9,43 (c, 1H),

8,14 (g
1H), 6,04 (g, 1H), 5,89 (m, 1H); 4,81 (m, 1H), 4,48 (m,
1H), 4,23 (m, 1H); 4,07 (m, 2H), 3,94 (m, 1H), 2,98 (M,
1H); 2,89 (m, 1H), 2,45-2,61 (m, 2H); 1,76 (m, 1H),
1,45 (m, 1H); 1,32 (m, 1H); 1,084/munn (m, 1H).
Mpumep 13
(1'SR, 2'RS, 6'3P)-10-(2'-aTnnokcukapboHun-

amuHo-8'-azabuunkno[4 3 O0]HoH-4'-eH-8'-un)-9-Top-
2,3-gurnapo -3 -metun-7-okco-7H-nupupol1,2,3-ciel-
[1,4]6eH30KCca3nH-6-kapboHOBas kucnoTa

1,4 r (5 mmonb) 9,10-gudpTop-2,3-gurngpo-3-me-
TMn-7-okco - 7H-nupugo[1,2,3-cle][1,4]6eH30kca3nH-6-
kapboHoBon kucnotel, 0,6 r (5 mmonb) 1,4-gnasa-
6uumnkno[2 2.2]JoktaHa u 1,3 r (6 mmonb) uenesoro
coeAuHeHus, no npumepy B, HarpeBaiwT B cmecu
15 mn aueToHutpuna u 7,5 mn gumetundopmamuia
HarpeBaloT 7 4acoB C obpaTHbIM XOMOAWUMBbHUKOM
Mocne oxnaxpexnusa npubasnsioT 20 Mn aueTOHUT-
puna, 20 mn BoAbl U 2,5 mn ykcycHon kucnoTel. Oca-
JOK OT(MNbTPOBLIBAOT, CHOBA CYCMEHAUPYIOT B
40 Mn cMecu aueToHUTpUNa ¢ BOAOMW, SHEPTUYHO ne-
pemeLmnBawT, CHoBa OT(UMNbTPOBLIBAIOT, NPOMbIBA-
0T HebonbWNWM KONMYEeCTBOM BOAbI M cywaT npu
50°C

Bbixog 1,6 r (67% o1 Teopuu)

T nn:275-286°C

'"H-AMP (geiitep. oumetuncynbdokeug) S =
= 8,88 (c, 1H, HyC-5);7,52(4 1H. H y C-8), 7,30 (g,
1H, NH); 5,84 (g, 1H, Hy C-5'); 5,68 (m, 1H, Hy C-
4'); 488 (k, 1H, Hy C-3); 4,53 (1, 1H. Ha y C-2), 4,24
(@, 1H, Hesy C-2), 4,00 (k, 2H,sTokcu-CHy), 3,71-3,83
(m, 3H);3,66(m, 1H);3,58(m, 1H, Hy C-779'n Hy C-
2'); 2,47-2,57 (M, 2H, Ha y C-3' n H'y C-6% 2,00 (m,
1H, Hs y C-3"); 1,89 (M, 1H, H y C-T); 1,46 (a, 3H,
CH3Y C-3); 1,18 4/munn (1, 3H, atokcu-CH3)
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Mpumep 14

(1'SR, 2'RS, 6*)-10-(2'-amuHo-8'-a3abuymkno-
[4.3.0]HOH-4"-eH-8'-un)-9-dTOp-2,3-AUrMapo-3-meTun-
7-OKCO-7H - nupwupo[1,2,3-cie][1:4]6eH30KCa3nH-6-kap-
6oHoBas kucnoTa

Q
F COH
HaN. H |
N N
Bt
% CHy
H
mpaLl.

1,2 r (2,5 MMOnb) LIeneBoro coeanHeHus1, No npu-
mepy 13, HarpeBaiT B 25 mn 10%-Hon kanvesown
weno4mn B TedeHne 10 yacoB ¢ obpaTHbIM XONOAUIIb-
Hukom. MNMocne oxnaxaeHust npubaensaoT 10 mn aue-
ToHuTpUna, 10%-HoW CONSIHOM KMUCIOTOW yCTaHaBnu-
BatT pH = 6-7, 0ocagok oTPUNbTPOBLIBAIOT, NPOMbI-
BalOT HeGOMbLUMM KONMMYECTBOM BOAbl, CywwlaTt Mpu
50°C.

Bbixoa: 0,95 r (95% om meopuu).

T.nn." >300°C.

'H-AMP (CF3CO.D), 5= 9,44 (2c, 1H), 8,18 (2p,
1H), 5,97 (m, 2H); 5,76 (M, 1H); 4,82-4,98 (m, 2H);
4,70 (m, 1H), 4,40-4,54 (m, 2H), 4,17 (m, 1H); 4,07 (T,
1H); 3,39 (m, 1H); 2,98-3,12 (m, 2H); 2,64 (m, 1H);
1,86 y/munn (g, 3H).

Mpumep 15

(1'SR, 2'RS, 6'0OP)-1-umknonponun-7-(2'-atun-
okcvkapboHunammHo -8'-azabuumkno[4 3 O0]HOH-4'-eH-
8'-un)-8-ptop -1,4-gnrnapo-4-okco-3-xmHonuHkapbo-
HoBas Kucnota

COH
0 pau.
0
C,H,O/'LNHH '
N L]
F 20 r (7,5
H mmone) 1 -
umknonponun -

7,8-an-dTop-4-0KCO-3-XMHONMHKa pOOHOBOW
kncnotbl, 1,7 1 (15 mmone) 1,4-anasabuumkno[2 2
2]oktaHa u 1,9 r (9 MMOmb) LENeBoro CoOeaUHEHWS,
no npumepy B, HarpeBaotT B 75 MmN
anmetuncynbdokeng a 1 yac npu  100°C.
PactBoputens OTroHa0T B rNybokom Bakyyme,
OCTaToOK MepemeLuMBaloT C  aueTOHWUTPUIIOM, OT-
dunbTpoBbIBaOT U cywart npu 100°C

Beixoa: 3,1 1 (90% ot Teopuu)

T nn:278-280°C

'H-AMP (CF3CO.D): 8= 9,20 (c, 1H, H y C-2);
8,32 (g, 1H, Hy C-5); 7,39 (ga, 1H, Hy C-6), 5,95 (4,
1H, Hy C-5'); 5,88 (oA, 1H, H'y C-4"), 4,40 (m, 3H, H
y C-2', Hay C-7"u Ha y C-9'); 4,15 (m, 3H, unknonpo-
nun-CH n atoken-CH3); 3,85 (1, 1H, Hs y C-7"}; 3,64
(T, 1H, He y C-9); 2,85 (M, 2H, Ha y C-3' u H y C-6");
2,23 (M, 2H, Hy CN'n He y C-3'), 1,55 (m, 2H, unk-
nonponun-CHr); 1,42 y/munn (M, 5H, unknonponwun-
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1 aTokcn-CH3)
Mpumep 16
(1'SR, 2'RS, 6")-7-(2'-amnHo-8'-a3abuymkno-
[4 3 O]HOH-4'-eH-8'-un) - 8 - xmop - 1 -umkron ponun-8-
dTop-1,4~aurnapo-4-okco-3-xmHonnHkapboHoBas Ku-
cnota

COosH
um u g
N A
% . par.
23 1 H 5 MMO~b)

LileneBoro coeguHeHns, no npumepy 15, HarpesaloT B
cmecn 50 mn 10%-How kanueBow wenoyn n 25 mn
1,2-3TaHgmona 6 YacoB ¢ 06paTHbIM XONOAUINbHUKOM
Mpunbasnstotr 50 mMn meTaHona wu ycTaHaBnuBailoT
NONYKOHLEHTPUPOBAHHOMN COnsAHOM K1crnoTom
3HayeHne pH = 4-5 Ocapok oTUNLTPOBLIBAKOT,
cycrneHampytoT B 35 M MeTaHona, ConsiHOM KUCNOTOWN
ycTaHaBnuealoT 3HadeHne pH = 2-3 u nocne
npubaeneHns 35 MmN BOAbl  OCHOBATEMbHO
nepemMeLuMBaloT, cHoBa (UMbTPYIOT, NMPOMbIBAIOT He-
6onMbLUNM KONMYecTBOM BoAbl M cywwat npu 100°C

Beixog 1,6 r (84% oT Teopuu) uenesoro coegu-
HeHVs B BUAe rmgpoxropuga

Tnn >300°C

'H-AMP (CF3CO2D) 5= 9,22 (¢, 1H, Hy C-2),
8.37 (m, 1H, HyC-5), 7,39 (a4, 1H, HyC-6), 6,05 (g,
1H, Hy C-5'), 5,89 (oA, 1H, Hy C-4'), 4,47 (m, 1H),
4.37 (m, 1H). 4,18 (m, 1H), 4,05 (M, 1TH, Hy C-2", Ha y
C-7', Hay C-9' n yuknonponun-CH), 3,99 (1, 1H, He y
C-9"), 3,67 (1, 1H, HGYC-7"), 3,00 (M, 1H, HayC-3"),
2,92 (m, 1H, HyC-6"), 2,55 (m,2H, HyC-1'nHgyC-
3", 1,55 (M, 2H, umknonponun-CHA 1,424/munn (M,
2H, uuknonponun-CHr)

Mpumep 17

(1 'SR, 2'RS, 6'SR)-1 -unknonponun-7-(2'-atun-
okcukapboHunamuHo-8-a3abuumnkno[4 3 O]HOH-4'-eH-
8'-un) - 5,6,8 -Tpudtop -1,4-gurnapo-4-okco-3-xmHo-
nuHkapboHoBasi kucnoTa

CO,H

I
N N
- A

paLl,

1,8 r (6 mmonb) 1-umknonponun-5,6,7,8-teTpa-
dTop-1,4-aMrngpo-4-oKco-3-XMHOMNMHKAapOOHOBOW  KU-
cnotel, 0,7 1 (6 mmonb) 1,4-gnasabuuukno-[2 2 2]-
KTaHa 1 1,5 r (7,2 MMonb) LENeBOro CoeaAMHEHUS, MO
npumepy B, HarpesaloT B cMecu 15 Mn auetoHuT-
pvna un 7,5 mn gumeTtnndopmammga 3 yaca c obpat-
HblM XxonogunbHWkoM [locne oxnaxaeHns npubas-
nswT 20 mn auetoHnTpuna, 20 mn BoAbl U 2,5 Mn yk-
cycHow kucnoTbl Ocafgok OTUMNbTPOBLIBAOT, CyC-
neHaunpytoT B 40 Mn cMecu aLeToHUTpuna ¢ Bogomn

30

(1 1), cHoBa OT(hMINLTPOBLIBAIOT, NPOMLIBAIOT BOAOW,
cywart npu 50°C

Bbixoa 2,55 1 (87% ot Teopun)

Tnn 242-244°C

OnemeHTapHbIN aHanu3 C24H24F3N305

c H |N F

PaccuuTaHo 58,7 |49 |8,6 | 11,6

58,65 (5,2 (8,7 | 11,35

HangeHo

'H-AMP (gaittep xnopodopm) 5= 8,66 (c, 1H),
5,84 (g, 1H), 5,75 (m, 1H), 4,15 (m, 1H), 3,82-4,05
(m,4H), 3,77 (m, 1H), 3,56 (m, 1H), 2,72 (m, 1H), 2,62
(m, 1H), 1,96-2,10 (m, 2H), 1,28 (m, 3H), 1,06-
1,24u/munn (m, 4H).

Mpumep 18

(1'SR, 2'RS, 6")-5-amuHo-1-yuknonponun-7-
(2'-atunokcukapboHunammHo - 8' -azabuumkno[4 3 0]-
HOH-4'-eH-8'-un)-6,8-andtop -1,4 -gurngpo-4-okco-3-
XWHONMHKapboHoBas kucnoTa

NH, O
j\ F CO,H
C.HsO” “NH H I
N N
7T A
S
H

part.

2,5 r (2,5 mmMonb) LeneBoro coeguHeHWs, No
npumepy 17 nomewatT B 50 Mn gumeTuncynbdok-
cupa, NponyckalT B TeyeHne 8 yacoB razoobpasHbii
ammuak n HarpesatoT go 140°C lMocne oxnaxaeHus
pobasnstoT go 100 mn Boabl, 10%-HOM COMSIHOW Ku-
CNOTON yCTaHaBMMBAKT 3HayeHue pH = 2-3, ocagok
0T(WMbTPOBLIBAIOT, NPOMbIBAIOT BOAOW, CyLlaT npu
50°C

Beixog 1,91 (78% ot Teopum)

Tnn 225-229°C

'"H-AMP (geiiTep aumetuncynbdokcug) 6 =
= 8,44 (c, 1H), 7,31 (g, 1H), 7,12 (wwp, 2H), 5,83 (g,
1H), 5,68 (m, 1H), 3,93-4,04 (m, 3H), 3,46-3,81 (M,
5H), 2,46-2,61 (m, 2H), 2,03 (m, 1H), 1,90 (m, 1H),
0,97-1,21 y/munn (m, 7H)

MNpumep 19

(1'SR, 2'RS, 6*)-5-amuHo-(2'-amnHo-8'-a3abu-
umkno[4 3 O]HoH-4'-eH-8'-un)-8-xmop- 1-umknonponun-
6,8-gmdTop-1,4-aMrmapo-4-okco- 3-xm HOMM H KapboHo-
Bas kucnota

0
F COH
HMN H |
N N
A
%
H
paz-

1,2 r (2,6 MMOnb) LLENEBOro COEQUHEHUS, MO



npumepy 18, HarpesatwT B cmecun 20 mn 10%-Hon ka-
nueson wenoyn n 10 mn 1,2-ataHgnona 15 vacos ¢
obpaTHbiM xonoaunbHukom [llocne oxnaxgeHus npu-
6asnsT 10 mn aueTtoHutpuna, 10%-Hom consHon
KUCMOTON yCcTaHaBnuBawT 3HayeHue pH = 3-4, BbI-
nepxwusawT npu 0°C 4 yaca, ocagok oTUNbTPOBbI-
BalT, NMPOMbIBaOT HEGONbLWMUM KONMYECTBOM BOAbI,
cywart npu 50°C

Bbixoa: 1,1 1 (95% oT Teopun) uenesoro coeau-
HeHus B BUAE rugpoxnopuaa

Tnn >300°C

"H-AMP (pentep pumetuncynbdokcua). 5 =
= 8,46 (c, 1H), 8,39 (wwup, 2H), 7,16 (wup, 2H), 5,90
(@, 1H), 5,70 (m, 1H), 3,97 (m, 1H), 3,69-3,82 (m, 3H),
3,53 (m, 2H), 2,56-2,68 (m, 2H), 2,23 (m, 1H); 2,07 (M,
1H), 1,00-1,21 y/munn (m, 7H).

Mpumep 20

Stunnoebin acpup (VSR, 2'RS, 6'SR)-1-giiKnonpo-
nun-7-(2'-aTunokcukapboHunammnHo - 8' -azabuumkno-
[4.3 O]HOH-4'-eH-8'-un)-6-bTOp-1,4-ANrnapo-4-okco-
1,8-HapTMpnanH-3-kapbOHOBON KUCNOThI

0
o F COCoHs
e i JOL |
NTTSNTTN
A
H
paLt.

1,24 r (4 mmonb) aTtmunosoro adwmpa 7-xnop-1-
uuknonponun- 6 - grtop-1,4-gurnapo-4-okco-1,8-Had-
TMpnanH-3-kapboHoson kucnotel, 0,48 r (4 mMmonb)
1,4-gnasabuunkno[2 2JoktaHa v 0,84 r (6 mMmonb)
LileneBoro coedunHeHusl, No npumepy B, pactBopeHHO-
ro 8 20 mn aueToHuTpuna, nepemelumnsaloT 3 4aca
npu KoMHaTHom Temnepatype. Cmecb BbInMBalT B
BOAY, 9KCTparnpylT MeTUIEeHX0puaoM, obbednHe-
HHble 3KCTpaKTbl CywaT cynbdaToMm HaTpus, crylia-
t10T. Cbipoii NPOAYKT o4uMLaloT XpomaTtorpaduen Ha
konoHke ¢ 100 r cunukarens (63-200 MKM) C CMecCbio
uuknorekcaHa v auetoHa (1.1).

Beixoa: 0,5 r (26% oT Teopum).

Rf = 0,18 (cMecb LuknorekcaHa ¢ aLeToHOM B CO-
oTHoweHun 1 1)

1H-AMP (gewnTep. xnopodgopmy 6= 8,45 (c, 1H),
8,00 (@, 1H, J = 13 T'u), 5,86 (A, 1H); 5,72 (m, 1H);
4,94 (wwp, g, 1H); 4,38 (k, 2H), 3,86-4,25 (m, 5H),
3,33-3,70 (m, 3H), 2,50-2,84 (m, 2H), 1,90-2,15 (m,
2H), 0,80-1,34 y/munn (m, KOH).

Mpumep 21

(1'SR, 2'RS, 6*)-7-(2'-amunHo-8'-azabuymnkna-
[4 3 O]HOH-4'-eH-8"-un) -1 -umknonponun-6-cptop-1,4-
Anrnapo-4-okco-1,8-HadTmpmanH-3-kapboHoBasi Kuc-
nota
CO,H
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31

910 coeamHenne nonyyatot u3 0,1 r (0,2 Mmonb)
LeneBoro coeguHeHus, no npumepy 20, aHanorn4yHo
npumepy 10. Beixog; 0,08 r (95% oT Teopuu) ueneso-
ro coeVHeHWs B BuAe rmapoxmnopuaa.

T nn.: >300°C

AH-SMP (CF3CO2D)- §= 9,17 (c, 1H), 8,14 (g,
1H), 6,05 (ag, 1H); 5,89 (g, 1H); 4,46-4,78 (m, 3H);
3,565-4,15 (m, 3H), 2,82-3,04 (m, 2H); 2,42-2,64 (m,
2H); 1,58 (m, 2H); 1,30 4/munn (m, 2H).

Mpumep 22

(1'SR, 2'RS, 6")-1-umknonponun-6,8-gudrop-
1,4-gurngpo-7-(2'-meTunamuHo-8'-azabuuuknol[4 3 0]-
HOH-4'-eH-8'-nn)-4-okco-3-xmHonnHkapboHoBas  Kuc-
nota

COsH

pa.

0,84 r (3 mmonb) 1-umknonponun-6,7.8-TpudTop-
1,4-onrmapo-4-okCco-3-XMHOMMHKAPOOHOBOW  KUCMOTbI,
0,68 r (6 mmonb) 1,4-gnasabuunkno[2.2 2]JoktaHa u
0,65 r (4,6 MMonb) LEenNeBOro COeaUHEHUst, Mo Mpu-
mepy [, HarpeBatoT 3 cmecn 10 Mn aueToHMTpUNa u
5 mn gumetundopmamuga B TeveHme 21 yaca c 06-
paTHbIM XonoaunbHUKoM. [locne oxnaxgeHwus npu-
6asnsoT 20 mn auetoHutpuna u 10 mn BoAbl, Ao-
6aBkovi 10%-HOW COMSHOW KWUCMOTbI yCTaHaBNMBaloT
3HayeHne pH = 3-4. Ocagok oTubLTPOBLIBAKOT, CyC-
neHgvpytoT B 30 Mn cMecu aueToHUTpWna UM BOAbI
(1.1), cHoBa OT(MMLTPOBLIBAOT, MPOMbIBAIOT He-
60MbLIMM KOMMYECTBOM BOAbl, cywwat npu 50"C

Bobixoa: 1,15r(85%oT1Teopun):6 = 9,24(cy 1H),
8,06 (g, 1H);6,04(a, 1H);5,90(m, 1H);4,47 (b1, 1H);
4,37 (m, 1H), 4,21 (m, 2H), 3,94(m, 1H), 3,87 (m, 1H);
3,06 (c, 3H); 2,98 (m, 1H}; 2,84 (m, 1H), 2,57 (m, 1H),
2,46 (m, 1H); 1,58 (m, 2H); 1,41 y/munn (m, 2H)

Mpumep 23

(1'SR, 2'RS, 6*)-8-xnop-1-unknonponun-6-
¢rTop-1,4-aurnapo-7-(2'-meTunaMmmHo-8'-azabuumkno-
[4 3.0]HoH-4'-eH-8'-un)-4-okco-3-xmHonuHkapboHoBas

kucnorta
COH

HsC-NHH e I
padl. l
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coelHeHME MONy4alT aHanorMyHo npumMepy 22 u3
0,9 r {3 mmoneb) 8-xnop-1-umknonponun-6,7-gudTop -
1,4-onrimapo-4-okco-3-XMHOMMHKApOOHOBOW  KUCMOTHI,
0,34 r (3 mmonb) 1,4-guasabuumkno-[2.2.2]oktaHa 1
0,61 r (3,6 MMmOnb) LEneBOro coeauHeHwsl, Mo
npumepy .



Beixog' 1,3 r (92% oT Teopwuu) uenesoro coegu-
HeHVs B BuAe ruapoxnopuga

Tnn. >300°C

'H-AMP (CF3COD)- 5= 9,43 (c, 1H); 8,15 (a,
1H); 6,06 (g, 1H), 5,92 (m, 1H), 4,81 (m, 1H), 4,51 (m,
1H), 4,24 (m, 1H), 4,14 (m, 1H). 3,87-3,9b (M, 2H);
3,05 (c, 3H), 2,88-3,03 (m, 2H); 2,48-2,63 (m, 2H);
1,74 (m, 1H); 1,47 (m, 1H); 1,33 (m, 1H); 1,124/munn
(m, 1H)

Mpumep 24

(VSR, 2'RS, 6"SR) - 1 - (2,4-aucTopdeHun) - 6 -
dpTOp-1,4-gUrnapo-7-(2'-metunammHo-8'-azabmyukro-
{4 3.0]HOH-4'-eH-8'-un)-4-0KkCco-3-xuHoNnHkapboHoBas
Kucnota

(&
F CO:H
HaC - NH H |
N N
. J F
H
pa,
F

OTO coedvHeHve Mony4atoT aHanorMyHo npumve-
py 22 n3 0,85 r (2,5 mmonb) 1-(2,4-gudTopdeHun )-6-
dTop-1,4-Anrnapo-4-okco-3-XMHONMMHKapboOHOBON KK-
cnotbl, 0,50 r(4,5 mmonb) 1,4-gnasabuvuukno-2 2 2]-
oktaHa 1 0,76 r (5 Mmornb) LeneBoro coeaMHeHUs, no
npumepy I

Beixoa: 0,6 r (47% oT Teopun) Lenesoro coegu-
HeHVs B BuAe ruapoxnopuga

Tnn.. >300°C

'H-AMP (CFsCO.D). 8= 9,01 (c, 1H), 8,20 (A,
1H);7,70(m, 1H), 7,34 (m,2H); 5,95 (g, 1H); 5,86 (m,
1H); 4,28 (m, 1H); 3,7-3,9 (m, 3H), 3,01 (c, 3H), 2,94
(m, 1H), 2,82 (m, 1H); 2,50 (m, 1H); 2,41 y/munn (m,
1H)

Mpumep 25

(VRS, 2'RS, 6*)-1-umknonponun-6,8-gndrop-
1,4 - puruapo - 7 -(2'-rmpgpokcmmeTun-8'-azabumkno-
[4 3 O]HOH-4'-eH-8'-1n)-4-0KCco-3-XxMHONUHKapboHoBas
Kucnota

HOH.C H

pan.

0,9 r (3 mmonb) 1-umknonponun-6,7,8-TpudTop-
1,4-ournapo-4-oKco-3-XMHONMHKAPOOHOBOW  KUCIOTH,
0,35 r (3 mmonb) 1,4-guasabuuyunkno[2 2 2]oktaHa u
0,7 r (4,5 Mmonb) LEeneBoro coeaMHeHns, No NpUMepy
[, narpesatoT B cmecu 10 Mn aueToHuUTpuna n 5 mn
avmetundopmammga 4 yaca ¢ obpaTHbIM Xonogunb-
HukoMm. MNocne oxnaxaeHus npubaensoT 10 Mn Boab!

35562

n 1,5 Mn ykcycHou kucnotbl Ocagok oTdunbTPOBbI-
BaloT, cycneHampytoT B 40 Mn cMecy aueToHuTpuna ¢
Bogou (11), cHoBa OTMNLTPOBLIBAKOT, CyllaT Npu
50°C.

Bbixog 0,95 1 (76% oT Teopun).

T.nn.. 244-247°C.

'H-AMP (geitTep. aumeTuncynbdokeua): 5 =
= 8,58 (c, 1H); 7,67 (g, 1H); 5,87 (A, 1H), 5,75 (m,
1H), 4,07 (m, 1H), 3,78 (m, 2H); 3,68 (c, 1H); 3,27-
3,52 (m, 3H), 2,40 (m, 1H);2,23(m, 1H), 1,82-1,95(m,
2H); 1,62 (m, 1H), 1,08-1,23 y/munn (m, 4H)

Mpumep 26

(1'RS, 2'RS, 6")-1-umknonponun-7-(2'-atun-
okcukapboHunammHomeTun-8'-azabuumkno[4 3 OJHOH-
4'-en-8'-un)-6,8-Andtop-1,4-gMrnapo-4-okco-3-xmHo-
nuHkapboHoBasi kucrnoTa

pau,

0,6 r (2,1 mmonb) 1-umknonponun-6,7,8-Tpu-
dTOp-1,4-aMrngpo-4-oKco-3-XMHOMMHKapOOHOBOW  Kn-
cnotel, 0,25 r (2,1 mmonb) 1,4-gnasabuymkno-
[2 2.2]okTaHa 1 0,7 1 (3,1 MMOnb) LieneBoro coeguHe-
HMsA no npumepy E HarpesatoT B cMecu 8 mn aueTo-
HUTpuNna u 4 mn gumeTtundopmamuga 3 yYaca ¢ 06-
paTHbIM XoroaurnbHUKOM [locne oxnaxaeHus npu-
6aBnsoT 10 mn auetoHuTpuna, 10 mn Bogsl u 1 mn
ykcycHon kucnotel Ocagok oTdunbTpoBbLIBalOT, CyC-
neHavpytoT B 20 MN CMecK aueToHUTpuna ¢ BoAOWM
(1 1), cHoBa oTuMnbTPOBLIBAIOT, cywwat npu 50°C.

Beixoa 0,8 1 (79% ot Teopun).

T.nn: 220-222°C

'H-IMP (geiiTep xnopodopm). 6= 8,70 (c, 1H,
HyC-2);7,77(a, 1H, Hy C-5); 5,86 (a, 1H, HyC-5");
5,77 (, 1H, HY C-4"), 4,81 (ump, 1H, NH), 4,13 (m,
2H, atokcu-CHr), 3,96 (m, 1H, uuknonponun-CH),
3,77 (Hy CH>-NH n Ha y C-9'); 3,60 (m, 1H, Ha y C-
7'); 3,36 (M, 11, Hs n C-9'), 3,14 (m, 1H, Hs y C-7");
2,37-251 (M, 2H, Hay C-3' uHy C-6), 2,04 (m, 1H, H
yC-2"), 1,94 {m, 1H, H6yC-3"), 1,73 (m, 1H, HyC-I);
1,08-1,22 u/munn (m, 7H, umknonponun-CHr n aTok-
cu-CHs).

Mpumep 27

(1'RS, 2'RS, 6%)-7-(2'-amnHomeTun-8'-azabu-
umkno[4 3.0]HoH-4'-eH-8"-un)- 1-umknonponun-6,8-an-
dTop-1,4-amMrngpo- 4 -okco - 3 - kapboHoBas kncrnoTa

0
F CO,H

H,N
paLl,
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0,75 r (1,5 mMmomnb) UeneBOro COeQUHEHUS, MO
npumepy 26, HarpesatoT B cmecu 15 mn 10%-Hon Ka-
nveson wenoun n 4 mn 1,2-ataHguona B TedeHne 3
YacoB C¢ obpaTHbIM xonogunbHWkoM [locne oxnax-
AeHna npubaensaloT 15 Mn aueToHWUTpUna, ycTaHas-
nuBatoT 10%-How CONsiHOM KUCMOTOW 3HadveHne pH =
= 2-3 Ocagok oTMNbLTPOBLIBAIOT, NMPOMbIBAIOT CMe-
Cbi0 aueToHuTpuna ¢ Bogon (11), cywat npu 50°C

Beixog 0,6 r (90% oT Teopum) Lenesoro coegu-
HeHVs B BuAe ruapoxnopuga
Tnn 236-240°C
'H-AMP (CF3CO2D) 5= 9,24 (c, 1H), 8,06 (o,
6,01 (g, 1H), 5,90 (m, 1H), 4,47 (m, 1H), 4,18 (m,
4,06 (m, 1H), 3,88 (m, 1H), 3,58 (O, 1H), 3,28 (T,

2 73(m, 2H), 2,50 (m, 1H), 2,18 (m, 1H), 2,00 (m,
1,56 (bl, 2H), 1,42 4/munn (m, 2H)

Mpumep 28
(1'RS, 2'RS, 6*)-1-umnknonponun-6,8-gudptop~
1,4 - gurnapo - 7 -(2'-rmgpokcmmeTurn-8'-azabuumnkno-
[4 3 O]HOH-4'-eH-8'-nn)-4-okco-3-xmHOoNMHKapOoHoBast

Kucrota
COH

1H),
2H),
1H),
1H),

pai. ' .

OTO coevHeHne NonyvalT aHanorM4yHo npume-
py 9 u3 0,59 r (3 mmonb) 1-umknonponun-6,7,8-TpUT
d1op-1,4-AnTNOPO-4-0KCO-3-XMHONMUHKapOOHOBOW Ki-
cnotbl 1 0,69 1 (4,5 MMoOnb) LENeBoro CoeanHeHus,
no npumepy XK

Beixoa. 1,1 1 (88% o1 Teopuu)

Tnn 270-272°C

OnemeHTapHbIn aHanua C22H22F2N204

C |H N| F

63,5
63,85

5,3
55

6,7
6,7

9,1
8,8

PaccuuTtaHo

HangeHo

"H-AMP (menTep aumeTuncynbdokcua) 5 =
= 8,58 (c, 1H), 7,66 (g, 1H), 5,77 (m, 1H), 5,55 (a4,
1H), 4,06 (m, 2H), 3,68 (m, 1H), 3,47 (m, 2H), 3,28-
3,42 (m, 3H), 2,88 (m, 1H), 2,66 (m, 1H), 2,06 (m, 2H),
1,83 (m, 1H), 1,08-1,24 u/munn (m, 4H)

Mpumep 29

(1'RS, 2'SR, 6'P3)-1-unknonponun-7-(2'-aTunok-
cukapboHunammHomeTun-8'-azabmumknof4 3 O]HOH-4'-
eH-8-un) - 6,8 - gudTop -1,4-aurnapo-4-okco-3-xnHo-
nvHkapboHoBas kucrnoTa

33

.,‘
Q
o
T

pau.

OTO coedvHeHWe Nony4aroT aHanorM4yHo nprvme-
py 9 u3 0,63 r (2,23 mmonb) 1-umknonponwn-6,7,8-
TpudpTtop -1,4-AMMapo~4-oKkco-3-XMHONMHKapOOoHOBOM
kncnotsl 1 0,60 r (2,68 mmonb) uenesoro coeanHe-
HWs, No npumepy 3

Beixog 0,7 r (65% ot Teopum)

Tnn 226-229°C

'H-IMP (neiitep xnopodopm) 5= 8,71 (c, 1H);
7,76 (g, 1H), 5,79 (m, 1H), 5,54 (g, 1H), 4,91 (wmp,
1H), 4,12 (m, 3H), 3,96 (m, 1H), 3,79 (m, 1H), 3,56 (m,

1H), 3,47 (m, 1H), 3,18 (m,2H), 2,91 (m, 1H),2,65(m,
1H), 2,20 (m, 2H), 1,91 (m, 1H), 1,08-1,33 y/munn (m,
7H)

Mpumep 30

(1'RS, 2'SR, 673)-7-(2'-ammnHomeTnn-8'-azabu-
umkno[4 3 O]HoH-4'-eH-8'-un}- 1-umknonponun-6,8-au-
dTop-1,4-Anrnapo-4-okco-3-XMHONMMHKapboHoBas  Ku-
cnota

0
F COH

H,N
pa.

OTO coedvHeHWe NOMyYaloT aHanorMyHo npume-
py 10 u3 0,48 r (1,0 MmMOnb) LEeNeBoro coeanHeHns
no npumepy 29

Beixog 0,39 r (86% oT Teopwuu) LeneBoro co-
edviHeHWs B BUAE rmapoxnopuaa

Tnn 304°C

"H-AMP (CF3CO2D) 5= 9,20 (c, 1H), 8,02 (a,
1H), 5,91 (m, 1H), 5,68 (g 1H), 4,43(m, 2H), 4,12(m,
1H), 3,94 (m, 1H), 3,87 (m, 1H), 3,28-3,42 (m, 2H),
3,14 (m, 1H), 2,87 (m, 1H), 2,67 (m, 1H), 2,46 (m, 1H),
2,12 (M, 1H), 1,56 (m, 2H), 1,38 4/munn (m, 2H)

Mpumep 31

(1'SR, 2'RS, 3'RS, 6'5P)-1-umknonponun-7-(2'-
aTunokcukapboHunamuHo - 3' -meTun-8'-azabuumkno-
[4 3 OJHOH-4'-eH-8'-un)-6,8-andTop-1,4-gurnapo-4-ok-
C0-3-xmMHonuHKkapboHoBas KucnoTa



COH

OTO coeavHeHVe MonyyalT aHanorn4yHo npume-
py 9 n3 0,59 r (2,1 mmonb) 1-umnknonponun-6,7,8-
TpudTop-1,4-gnrnapo-4-okco-3-xMHONNHKapO OHOBOW
kncnotbl 1 0,6 1 (2,6 MMOrb) LIEeNEBOro COEAUHEHWS,
no npumepy A

Beixog 0,8 r (78% ot Teopum)

Tnn 258-259°C

Mpumep 32

(1'SR, 2'RS, 3'RS, 6*)-7-(2'-amnH0-3'-meTnn-
8'-azanumkno[4 3 O]HoH-4'-eH-8'-un)-1-umknonponuin-
6,8-gndpTop-1,4-aMmapo-4-okco-3 -xm HoMM H KapboHo-
Bad Kucnota

0
F COH
H,N H 1
N N
HC F A
H
pau,

OTO coeavHeHVe nonyyaroT aHanormyHo npyume-
py 10 13 0,6 r (1,23 MMonb) LENEBOro CoeaAMHeEHNs,
no npumepy 31

Beixog 0,55 r (99% oT Teopuu) uenesoro co-
edviHeHVs B Bude rmgpoxropuga

Tnn >300°C

'H-AMP (CF3CO.D) 6= 9,24 (c, 1H), 8,06 (a,
1H), 5,98 (g, 1H), 5,86 (m, 1H), 4,47 (m, 1H), 4,07-
4,32 (m, 3H), 3,95 (M, 1H), 3,10 (m, 1H), 2,82 (m, 1H),
2,50 (m, 1H), 1,57 (m,2H), 1,40 (m,2H), 1,324/munn
(0, 3H)

Mpumep 33

(1'SR, 2'RS, 6")-1-a1un-7-{2'-atunokcunkapbo-
HunamuHo-8'-azabuunkno[4 3 0]HOH-4'-eH-8'-un)-6,8-
andtop-1,4 -gurngpo-4-okco-3-xuHonnHkapboHoBas
Kucnota

0
Lo
CaHsO” “NH H |
i
F CyHg

b

£

COH
OTO coeaMHeHWe NoMyyalT aHanorMyHo npuve-
py 9 u3 1,12 r (4,16 mmonb) 1-atun-6,7,8-tpudpTtop-
1,4-gnrnapo-4-okco-3-XMHONMMHKapOOHOBOW KMUCMOThI

35562

n 1,05 r (5,0 MmMonb) LeneBoro coeanHeHus, No npu-
mepy B

Beixoa 1,9 r(99% oTtteopun)

Tnn 285-287°C

Mpumep 34

(1'SR, 2'RS, 6'3PI)-7-(2'-amunHo-8'-a3abULIMKIIO-
[4 3 O]HOH-4'-eH-8'-un)-1-a1n-6,8-andTop-1,4-0UMva-
po-4-0Kco-3-XMHONMHKapboHoBas kucnoTa

COH
0
H,N £
’ I} pau.
Y
9
: B CaHg "
%
H

coefiMHeHVe Mony4aloT aHanormyHo npumepy 10 n3
0,6 r (1,23 MmoOnb) LENeBOro COEeaUHEHUs, Mo
npumepy 33

Beixog 1,44 1 (97% OT Teopun) LeneBoro co-
edviHeHVs B Buge rmgpoxropuga

Tnn >300°C

'H-AMP (CF3C0O2D) 6 = 9,12 (c, 1H), 8,10 (a,
1H), 6,02 (g, 1H), 5,88 (m, 1H), 4,94 (m, 2H), 4 37 (m,
1H) 4 21 (m 2H), 4,03 (m. 1H), 3,95 (M, 1H), 2,99 (m,
1H), 2,83 (m, 1H), 2,58 (m, 1H), 2,49 (m, 1H), 1,78
y/munn (1, 3H)

Mpumep 35

(1'SR, 2'RS, 6")-8-xnop-1-umknonponun-7-(2'-
aTunokcukapboHnnammHo - 8' -a3a 6 u umkn o4 3 OJHoH-
4'-en-8'-un)-1,4-aurngpo-4-okco  -3-XMHONMHKapOoHO-
Bad Kucnota

pe.

1,06 r (3,75 mmonb) 8-xnop-1-umknonponun-7-
dTOp-4-0KCO-3-XMHOMMHKapOoHOBOW KMcroThl, 0,84 1
(7,5 mmonsb) 1,4-guaszabuumknol2,2,2] oktaHa n 0,95 r
(4,5 mmonb) ueneBoro coeguHeHus, nNo npumepy B,
HarpesaloT B 35 M AMMeTUNCynbgokcuaa B Te4eHmne
4 vacos go 100°C PacTtBopuTenb OTroHsAOT B riy6o-
KOM BaKyyMe, OCTaTOK MepemeLuvMBaloT C aueTOHUT-
punom, oTdunbTpoBbIBatoT 1 cywat npu 100°C

Beixoa 1,5 r(85% otTeopun)

Tnn 260-261 °C

Mpumep 3g

(1'SR, 2'RS, 6'5P)-7-(2'-amnHo-8'-azabuuumkno-
[4 3 O]HOH-4'-eH-8'"-un)-8-xnop-1 - yuknonponun -1,4-
Anrnapo-4-okco-3-XnMHoNMHKaoboHoBas Kncnota
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0
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OTO coedvHeHVe MOny4aloT aHanorMyHo npumve-
py 16 u3 1,5 (3,2 Mmorb) LieneBoro coeguHeHus, no
npumepy 35

Beixog 0,72 (52% oT Teopuu) LeneBoro coeau-
HeHus B BUAe rmgpoxropuga

Tnn >300°C

Mpumep 37

6,8-fIH(J)TOp-1-[(1RS, 25P)-2-dbTopumknonponuin-
1,4-fIHrHflpo-7-f(1'SR, 2'RS, 6")-2'-meTunammHo-8-
as3abuuuknol[4 3 0]HoH-4'-eH-8'-un] - 4 - OKCo - 3-XMHO-
nvHkapboHOBas kucrnoTa u

6,8-audTop-1-[(19P, 2P?3)-2-cpTopumknonponun-
1,4-gurmgpo-7-[(1*  2RS, 6'SR)-2-MeTHnaMHHO0-8*-
as3abuuukno[4 3 0)-HoH-4'-eH-8'-un]-4 - okco - 3-xuHo-
nvHkapboHoBas kucrnoTa

pan-

151 wmr (0,5 mmomb) 6,7,8-Tpudptop-1-[(1PE,
28P)-2-dropuwmknonponun]-1,4-aurngpo-4-okco-3-xu-
HonuHkapboHoBow kucnoTsl, 63 mr(0,55 mmonb) 1,4-
Avazabuuukno[2 2 2]JoktaHa u 84 me (0,55 mmonb)
LileneBoro coeguHeHns, no npumepy I, HarpesaloT B
cMecu 13 2 Mn auetoHuTpuna v 1 mn aumeTundop-
Mamuga B TedeHune 1 yaca ¢ o6paTHbIM XONOANIBbHM-
koM [locne oxnaxgeHus CycneHsuio OTubLTPOBbI-
BaloT, 0cagok cycneHaupytoT B 30 mn Bogbl, CHOBa
oTdunbTpoBbIBatOT, cywwat npu 70°C

Bobixog 93 mr (43% oT Teopum)

Tnn >300°C

'H-AMP (CF3CO2D) 5= 9,20 u 9,24 (2c, 1H),
8,08 (g, 1H), 6,04 (g, 1H), 5,90 (m, 1H), 5,14 (am,
1H), 4,38 (m, 1H), 4,32 (m, 1H), 4,20 (m, 2H), 3,82-
3,98 (M, 2H), 3,05 (c, 3H), 2,98 (m, 1H), 2,84 (m, 1H),
2,56 (M, 1H), 2,43 (m, 1H), 1,78-2,04 y/munn (m, 2H)

35562

Mpumep 38

B-xnop-6-prop-1-KIRS, 28P)-2-dTopuuknonpo-
nun-1,4-gurngpo-7-[(1'3P, 2'RS, 6'3P)-2'-meTtunamu-
Ho-8'-a3abuumnkno[4 3 O]HOH-4'-eH-8'-un]-4-okco-3-xu-
HoMMHKapboHoBas kncnoTa u

8-xnop-6-dptop-1 -[(1SR, 2P8)-2-dTopuuknonpo-
n*-1,4-AHrMApo-7-{(1'SR, 2'RS, 6'SR)-2'-MeTWiaMH-
Ho-8'-a3abuumnkno[4 3 0]HOH-4'-eH-8'-nn]-4-okco-3-Xxu-
HOMMHKapGoHOoBas KncnoTa

0
F CO-H
HsC-NHH I
N N
ct
% 3710
H F coeavHeHue
nonyyatoT
paII. aHanorn4yHo

npumepy 37 mn3 159 wmr (0,5 mmonb) 8-xmop-6,7-

HsC - NH H

paI'Io

andTop-1-[(1RS, 2SR) - 2 - dropumknonponunl]-1,4-
Anrnapo-4-okco-3-XMHONMHKapboHOBOW KUCMOTHI
n 84 mr (0,56 mMmomnb) LENEBOro COeaUHEHWs!, MO
npumepy I

Boeixoa 130 mr (58% ot Teopun)

Tnn 247-249°C

'H-AMP (CF3CO2D) 5= 9,22 1 9,43 (g u c, 1H),
8,16 (g, 1H), 6,05 (g, 1H), 5,92 (m, 1HJ, 5,07 n 5,20
(2am, 1H), 4,64 n 4,80 (2m, 1H), 4,41-4,54 (m, 1H),
4,18 n 4,26 (2m, 1H), 4,07 (m, 1H), 3,86-3,97 (m, 2H),
3,06 (c, 3H), 2,98 (m, 1H), 2,90 (m, 1H), 2,55 (m, 1H),
2,47 (m, 1H), 1,88 n 2,07 (2m, 1H), 1,43 n 1,72
y/munn (2m, 1H)

Mpumep 39

6,8-gudtop-1-[(1P5, 2SP)-2-cdpTopunknonponun-
1,4-flnrHflpo-7-[(1'SR, 2'RS, HunammHo-8'-
a3abuumkno[4 3 co-3-xmHonuHkapboHoBas KucroTa u

6,8-fIH0Top-1-[(1SR, 1,4-fIHrHflpo-7-[(rSR, 2'RS,
6'8«)~2'-aTunokcmkapbo-HunammHo-8'-a3abuumkno[4
3 0O]HoH-4'-eH-8'-nn]-4-ok-co-3-xmHonnHkapboHoBas
Kucrota

9 F COH
CyHs0 NH H 1
N N
H
F
pa,
0
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pait.

OTO coeavHeHVe NonyyaroT aHanormyHo npyume-
py 37 n3 301 mr (1 mmonb) 6,7>8-Tpn0TOp-1-[(1RS,
23P)-2-dpropumknonponwusn]-1,4-aurnapo-4-okco-3-xu-
HonuHkapboHoBon kucnotel 1 231 mr (1,1 mMmonb)
LileneBoro coeguHeHus, no npumepy B.

Bbixoa 428 wmr (89% ot Teopun).

Tnn 282-283X.

A-AMP (CF3CO2D)- 6= 9,16 n 9,22 (2¢, 1H);
8,04 (g, 1H); 5,91 (O, 1H); 5,85 (m, 1H), 5,13 (am,
1H), 4,37 (m, 3H); 4,16 (m, 4H); 3,91 (m, 1H); 2,72-
2,87 (m, 2H), 2:20 (m, 2H); 1,66-2,04 (m, 2H);
1,424/munn (1, 3H)

Mpumep 40

(1'RS, 2'RS, 6*)-8-xnop-1-uuknonponun 7-(2'-
aTokcukapboHunamuHomeTun - 8-asabuumknol4.3 0]-
HOH-4'-eH-8"-1n)-6-pTop-1,4-aurngpo -4-okco-3-XnHo-
nuHkapboHoBasi kucrnoTa

0
CzH_n"/J\hN— H,C H
pan
H Ci A
. H

OTo coeguHeHVe nonyyarT, nogBeprasi B3anumo-
Aencrteuio  8-xrop-1-umknonponun-6,7-gudptop-1,4-
Onrmpo-4-okco-3-XMHONMHKAPOOHOBYHD KUCIOTY C Le-
neBbIM COoeaguHeHreM, No npumepy E, kak onvcaHo B
npumepe 26

BbIxo4 KONMYeCTBEHHbIN

'"H-AMP (neitTep aum etun cynbdokeua). 5 =
= 8,81 (c, 1H.2H); 7,89 (a, 1H, 5H); 7,19 (1, 1H, kap-
6amat-NH), 5,71 n 5,58 (2m, 2x1H, HC=CH), 4,38 (m,
1H, umknonponun-H); 3,99 (k, 2H, atun-CH3), 3,45-
3,40 (m, 3W), 3,12 (m, 1H); 3,00 (m, 2H); 2,30 (m, 2H);
2,12 (m, 1H}; 1,96-1,87 (m, 2H), 1,20-1,11 (m, 5H,
2xuuknonponun-H, atun-CH3); 1,00-0,90 y/munn (M,
2H, 2xuuknonponun-H)

[pumep 41

(1'RS, 2'RS, 6'SR)- 7-(2'-amnHomeTunn-8'-aszabu-
umkno[4.3.0]HoH-4'-eH-8"-un)-8-xnop-1-ynknonponun-
6 - dTop -1,4-gurngpo-4-okco-3-xmHonuHkapboHoBas
Knucnota

HA-HC - F coow!

x HCI

pat,

CoeauHerne no npumepy 40 nogsepratoT npe-
BpaLLEHMIO, Kak onncaHo B npumepe 27.

Bbixoa: 82% ot Teopuu, rmapoxnopua.

"H-AMP (neitTep. AumeTuncynbdokeua): 5 =
= 8,82 (c, 1H, 2H); 7,91 (g, 1H, 5H); 5,88 n 5,80 (2m,
2x1H, HC=CH); 4,39 (m, 1H, uuknonponun-H); 3,45-
3,35 (m, 3H); 3,18 (m, 1H); 2,80 (m, 2H); 2,46 (m, 1H),
2,31 (m, 1H); 2,19 (m, 1H); 2,06 (m, 2H), 1,19-0,95
y/munn (2m, 2 % 2H, 4 x uvknonponun-H).

Mpumep 42

(1'RS, 2'RS, 6*Y1-uyuknonponun-7-(2'-aTokcu-
kapboHunammHomeTun - 8' -azabuumknol4.3.0]HoH-4'"-
eH-8'-un)-6-dtop-1,4-aurnapo-4-okco-3-XMHONMHKap-

6oHoBas kucnoTa
CH:0 ¢ oon

0
oro ”LHN-H,C £
e XY
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coefiMHeHne Mony4atoT, noasepras B3anMoaeCTBuMO
1-umknonponun-6,7-gudTop-1,4-aurnapo-4-okco-3-

XWHONUHKapOOHOBYO KucnoTy c LeneBbiM
coefMHeHeM no npumepy E, kak onucaHo B npume-
pe 26

Bbixog 95% ot Teopuu.

'"H-AMP (geitep. aumeTuncynbdokeua) 8 =
= 8,61 (c, 1H, 2H); 7,81 (a, 1H, 5H);7,49(g, 1H, 8H),
7,21 (1, 1H, kapbamat-NH); 5,80 n 5,63 (2m, 2x1 H,
HC=CH), 4,00 (k, 2H, atun-CH,), 3,82-3,78 (m, 2H),
3,63 (M, 1H), 3,18-3,00 (m, 4H); 2,38 (m,2H); 2,00 (m,
2H), 1,89 (m, 1H), 1,30 (m, 2H, 2 x unknonponwun-H);
1,17 y/munn (m, 5H, 2 x unknonponun-H, atun-CH3s)

Mpumep 43

(1'RS, 2'RS, 6'SR)- 7-(2'-amnHomeTnn-B'-azabu-
umkno[4 3 O]HoH-4'-eH-8'-un)-1-umuknonponun-6-dTop-
1,4-anrmapo~4-okco-3-xnHonmHkapboHoBas K1cnoTa

x HCI



36

OTO coeanHeHWe nomny4aloT, nodseprasi B3avmo-
OENCTBMIO coeanHeHne no npumMepy 42, kak ato onu-
caHo B npumepe 27.
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Bbixog 72% oT Teopuu, rmapoxnopug

'"H-AMP (peitTep anmeTuncynbdokeua): 5 =
= 8,64 (c, 1H, 2H); 7,87 (g, 1H, 5H); 7,51 (g, 1H. 8H);
5,84 n 5,68 (2m, 2x1H, HC=CH); 3,84-3,78 (m, 2H);
3,68 (M, 1H); 3,17 (1, 1H), 3,09 (m, 1H). 2,81 (m, 2H};
2,53 (m, 2H); 2,36 (m, 1H), 2,19 (m, 1H), 2,05 (M, 1H);
1,31-1,19 y/mnnn (2m, 2x2H, 4 x uuknonponun-H)

Mpumep 44

(1'RS, 2'RS, 6'5PU-uyuknonponun-7-(2'-atokcu-
kapboHunamvHomeTun - 8' -azabuuukno[4 3 0JHoH-4'-
eH-8'-un)-6,8-gudTop - 1,4 - anrnapo-4-okco-3-xmHo-
nuHkapboHoBas kucnota

(o]

pail.

JT0
coefiMHeHVe nony4yaroT, noasepras B3aMMogencTBuIo
1-umknonponun-6,7,8-tpudTop-1,4-aurna-po-4-okco-
3-XuHONMMHKap6oHOBYHO KUcrnoty ¢ LienesbiM
coeavHeHveM, no npumepy K, kak aTO0 onucaHo B
npumepe 26

Beixox 91% ot Teopumn.

'"H-AMP (nenTtep. xnopodopm): 5= 8,71 (c, 1H,
2H); 7,80 (A, 2H, 5H), 5,80 n 5,67 (2m, 2x1H,
HC=CH ); 4,80 (1, 1H, kapb6amat-NH); 4,12 (k, 2H,
atun-CHy); 3,97 (m, 2H); 3,86 (m, 1H), 3,81 (m, 1H);
3,54 (m, 1H), 3,37 (m, 1H), 3,18 (m, 1H), 2,86 (m, 1H),
2,38-2,25 (m, 2H), 2,00-1,90 (m, 2H); 1,30-1,20 (m,
5H, 2 x uuknonponun-H, atun-CH3), 1,14 4/munn (m,
2H, 2 x ynknonponun-H) 'm

MNpumep 45

(1'RS, 2'RS, 678)-7-(2'-amnHomeTun-8'-azabu-
umkno-[4 3 O]HOH-4'-eH-8'-un)-1-umknonponun-6,8-gu-
dTOp-1,4-gMrnapo-4-okcc~3-xuHonnHkapboHoBasa Ku-
cnorta

COOH

Ha

OTo coeanHeHMe nony4vawT, NpeBpawias npoaykT
no npumepy 44, kak onucaHo B npumepe 27

Bbixoa. 84% oT Teopuu, ruppoxnopua.

"H-aMP (CF3CO2D)' 5= 9,21 (¢, 1H, 2H); 8,04
(@, 1H, 5H), 5,91 n 5,80 (2m, 2x1H, HC=CH); 4,45(m,
1H), 4,35 (m, 1H), 4,18 (m, 2H); 3,92 (M, 1H);3,55(m,
1H), 3,35 (m, 1H), 3,08 (m, 1H); 2,69-2,58 (m, 2H);
2,47 (m, 1H); 2,19 (m, 1H); 1,57-1,40 y/munn (2m,
2x2H n 4 x ynknonponun-H).

MNpumep 46
(1'RS, 2'RS, 675)-8-xnop-1-uynknonponun-7-(2'-

CiHs0 W4~ H G ¥ COOH

370 coeagvHeHne nony4valT, nogBepras B3aumo-
pencteuio B-xn op-1-uuknon ponu n-6,7-gudrtop-1,4-
anrnapo-4-okco-3-XMHONMHKapboOHOBYIO  KMCMOTY C
LeneBbiM coeanHeHnem, no npumepy K, kak onucaHo
B npumepe 26.

BbIXo4: KONUYECTBEHHbIN

T nn : >300°C.

MNpumep 47

(1'RS, 2'RS, 673)-7-(2'-amuHomeTwnn-8'-aszabu-
umkno[4 3.0]HOH-4'-eH-8'-un)-8-xnop-1-uuknonponun-
6-pTtop - 1,4 -gurngpo-4-okco-3-xmHonuHkapboHoBas
Kkucnota

H/’CK?/\F [01 COOH
Q\A\/N Lo

HC!

pa.

OTO coeMHeHVe Nony4aloT NpeBpaLleHeM npo-
AykTa no npumMepy 46, Kak onvcaHo B npumepe 27.

Bbixoa 58% oT Teopuu, rmapoxnopua.

T.nn = >300°C

Mpumep 48

(TRS, 2'RS, 6'A5)-7-(2'-amnHomeTnn-8'-azabu-
umkno[4.3.0]HoH-4"-eH-8'"-un)-1-umknonponun-6-dTop-
1,4-aurngpo-4-okco-3-xnHonMHkapboHoBas KknucnoTa

aTunokcukapboHunamumHomeTun - 8' -aszabuywukno-

O 0 [4.3.0]-

1 1 . \

HOH- —— e 4'-eH-8'-
- - F

un)- el HI=H% H - 6-pTop -

1,4- ,ll aurngpo-

4- Mﬂ H OKCO-3-
: ! A

XI/IHOI'II/IHKap60H oeasd KucrnoTta



COOH em, no npumepy K, kak onmcaHo B npumepe 26.

Beixoa. 75% oT Teopum.

T.m.: >300°C
arl Mpumep 49
p (1'RS, 2'RS, 6'P5)-7-(2'-amuHomeTnn-8'-azabu-
umkno[4.3.0]HoH-4"-eH-8'"-un)-1-umknonponun-6-dTop-
3TO coefuHeHue Mony4atoT npespatieHnem 1- 1,4-aurngpo-4-okco-3-XnHonmMHkapboHoBas KnucnoTa
uuknonponun - 6,7-gudtop-1,4-aurnapo-4-okco-3-xu-

HOJ'II/IHKap60HOBOl7I KMCNOTbl C UueneBbiM coegunHeHun-
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% WOl

0
. rmwoﬂ
!
Svas)
pail.

OTO coedMHeHVe MonyyatoT NpespaLleHnemM npo-
AykTa no npumepy 48, kak onMcaHo B npumepe 27.

Beixoa: 77% ot Teopuu, rmapoxnopua.

T nn = >300°C.

Mpumep 50

(1'RS, 2'RS, 6'Pr3)-10-(2'-aTnnokcmkapboHun-
a Mu H omeTwi-8 -azabuuyikn o[4.3.0 JHoH-4"-eH-8-n n )}-9-
dTOp-2,3-Anrnapo-3-metun-7-okco-7H-nnpnao[1,2,3-
de][1,4]6eH30kca3mH-6-kapboHoBas

Kucnota COOH
ubl - H,C C,H,0
pa, g
F 1
1 H
STO /l\L,«\ i I
coeuHeHne N N
nonyyaioT X
B3anModencTemem H Q\/’]\CML 9,10-
andTop-213-

avrnapo-3-meTun-7-okco-7H-nupu-go-[1,2,3-
cle][1,4]6eH30kca3nHKapOOHOBON KMCIOTbI C LENEBbLIM
coeanHeHveMm, no npumepy K, kak onucaHo B
npumepe 13

Bbixoa. 80% ot Teopum

Tnn. 190°C

Mpumep 51

(1'RS, 2'RS, 6"3)-10-(2'-amuHomeTnn-8'-aszabu~
umkno[4 3 O]HoH-4'-eH-8'-un) - 9-dTop-2,3-anrngpo-3-
meTun-7-okco-7H~nnpnao[1,2,3-cie][ 1,4]6eH30KkcasnH-
6~kapboHoBas kucnoTa

HaN = H,C . F COOH

X
H C)\/I\CHl

OTO coedMHeHWe MornyyaloT npeBpaLLeHnem npo-
aykTa no npumepy 50, kak onucaHo B npumepe 14

Bbixoa" 95% oT Teopwuu, rugpoxnopua.

T m.; >300°C.

Mpumep 52

Otun-(1 'RS, 2'RS, 6*3)-1-umknonponun-7-(2-
aTunokcukapboHunammHometnn- 8' -asabuuwnkno-[4
3.0]HOH-4'-eH-8'-un)-6-pTop-1,4-anrnapo-4-okco-1, 8-
HadTMpuanH-3-kapbokeunat

1
HN - HC F CDOEt

35562

CHO
paL,



Cmecb u3 828 wmr (2,6 mmonb) aTwn-7-xmop-1-
uuknonponun-6-gptop-  1,4-aurnapo-4-okco-1,8-Hadp-
TupuanH-3-kapbokcnnata, 900 mr (4 Mmonb) mpo-
Aykta no npumepy K n 20 mn auetoHuTpuna nepe-
MeLUMBalOT TPU AHA MpU KOMHATHOW TemnepaType
3aTtem oTUNbTPOBLIBAIOT H €pa CTBOPUBLLYIOCS YacTb
1 pacTBOp CrywaloT B Bakyyme. Cbipon npodyKkT nog-
BepralT XxpomaTtorpadMyeckon o4vucTke (pacTBopu-
Tenb - CMeCb OMXITOPMETaHa, MeTaHona W KOHLEH-
TPVYPOBAHHOTO aMMMnaka B COOTHoOLLEHUN 15:4 5)

Bbixoa- 700 mr(56% ot Teopum).

'"H-AMP (geiiTep aumeTuncynbgokcua) 6 =
= 8,36 (c, 1H, 2H), 7,81 (g, 1H, 5H); 7,21 (1, 1H, kap-
6amat-NH); 5,73 n 5,67 (2m, 2x1 H, HC=CH), 4,20 n
3,99 (2, 2x2H, 2 x atun-CHy); 3,86 (m, 1H), 3,78 (m,
1H); 3,56 (m, 2H); 3,13-3,01 (m, 2H), 2,89 (m, 1H),
2,35 (m, 1H), 2,18 (m, 2H), 1,88 (m, 2H); 1,26 (2T,
2x3H, 2 x atun-CH3); 1,02 n 0,88 y/Munn (2x2H, 4 x
X umknonponun-H)

Mpumep 53

(1'RS, 2'RS, 6"3)-7-(2'-amnHomeTnn-8'-a3abu-
umkno[4 3.0]HoH-4'-eH-8'-un)-1-uuknonponun-6-gTop-
1,4-gurnppo-4-okco-1,8-HadTmpmanH-3-kapboHoBas

KNCNOoTa
H F
S n =
|
NN

Q
COOH
NI
: A

38

HsN -

Ha
pal.

0,70 r npoaykTa, o npumepy 52t nepemeLumsaloT
B 7 mn 1,2-3taHavona n 10 mn 10%-Hol kanueBown
weno4mn B TedeHue 4 yacos npu 130°C lNocne oxna-
XOeHus pa3baBnsaloT aueTOHUTPUIOM U yCTaHaBnu-
BaloT pa3baBrneHHON COMNSIHOM KUCINOTOW 3HaveHue
pH = 2. 3atem crywatoT B Bakyyme o obbema npu-
6nusntensHo 10 MN 1M ocaxpatT NpoayKT foOaBKoN
aueTtoHa Kpuctamnel cywat npu 50°C B BakyyMHOM
CyLNMbHOM LuKady

Beixoa. 0,30 r (47% OT Teopuu), rmapoxnopua.

T.nn: >300°C

Mpumep 54

Mvgpoxnopug 7-[(1'RS, 2'RS, 6'RS)-2-aMHHO-
meTun - 8'-a3abuumnkno[4 3 OJHoH T -eH-8'-un)-6,8-aun-
dT1op{(1 RS, 2SR)-2H$Top4HWonponHn]-1,4-guru-
Ap0-4-0KCO-3-XMHONNHKapHOOHOBOW KUCNOThI
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0
F A ‘ i COOH
HN-CH.,, " N
F A/F' Ha
H
B

A 380 wmr (1 mmonb) (1RS, 2RS, 6RS)-2-
amuHomeTun - 8-azabuuukno[4 3 O]HOH-4-eH-buc-Tpu-
dTopaueTara (npoaykt no npumepy J1) cmewwmrBaioT B
1 mn auetoHutpuna ¢ 112 wmr (1 mmons) 1,4-
AnasabuumkTio[2 2 2]JoktaHa n pactBopom 155 mr 3-
HUTpobeH3anbgernga B 1 mn auetoHutpuna Cmechb
nepemelunsatoT 1 yac npuM KOMHaTHOW TemnepaTtype,
pasbasnsoT 1 mn gumetundopmammaa, CMeLMBaoT
c 224 wmr (2 mmonb) 1,4-anazabuunknol2 2 2]oktaHa u
270 mr (0,9 mmoneb) 6,7,8-TpATop-1-[(1RS, 2SR)-2-
dropumknonponun]- 1,4-aurmapo-4-oKco-3-XMHOMNUH-
KapboHOBOW KMCNOThbI M HarpesaloT 1 yac ¢ obpaTHbIM
xonogunbHukom CryLiatoT, nepeMeLluMBaoT C BOAOW,
oTdwunbTpoBbIBalOT U cywat npn 80°C B rnybokom
BaKyyme

Beixog 480 mr 6,8-gudtop-1-[(W3, 2SR) - 2-
dropuyknonponun] - 1,4 - gurngpo - 7-f(1'RS, 2'RS,
6Ké)-2'-(3-HuTpobeH3nnmgeHammHomeTnn)-8-azabu-
unkno[4 3 O]HOH-4'-eH-8'-nn]-4-okco-3-xnHonmHkapbo-
HOBOWN KNCNOTHI

Rt = 0,5 (cunukarenb, cMecb AMXIIOpMETaHa, Me-
TaHona u 17%-HOro amMmmaka B COOTHOLIEHUM
3081)

B 450 Mmr npopykra co ctagun A pacTBOpslOT B
npubnuamtensHo 30 Mn AuMxsiopMeTaHa U CMeLIMBa-
10T ¢ 3 mn 3 H consHou kncnoto Cmecb nepemeLun-
BatoT ¢ 30 mn BoAbl BoaHyto dasy otaensioT npo-
MbIBaIOT AUXTOPMETAHOM M NNOunn3yoT

Beixog 170 wmr rugpoxnopuga 7-[(1'RS, 2'RS,
6K5)-2'-amnHomeTun-8'-azabuuukno[4 3 O]HOH-4'-eH-
8'-un]-6,8-gndtop-1-[(1P3, 28A>-2-hbTopumknonpo-
nun]-1,4-ournapo-4-okco-3-XMHONMHKapboHOBON  Ku-
CnoThbl

Rf = 0,06 (cunukarenb, cmMecb AMXIOpPMETaHa,
meTaHona n 17%-Horo aMmmnaka B COOTHOLWWEHUN
3081)

'H-AMP (CF3CO.D) 5 = 5,07 M 1 5,2 u/munn (m,
1H, CH-F)

MNpumep 55

(1'SR, 2'RS, 6*H-uuknonponun-6"-gudrop-
1,4-aurngpo-7-(2'-meTunamvHo-8'-asabuymkno[4 3 0>
HOH-4'-eH-8'-1n)-4-0kco-3-xMHoNnHkapboHoBas  KuUc-
nota

HaC
T “NH F

Ha

OT0 coeadvHeHWe nonyvaroT, nogsepras B3avmo-
dencreuio  1-umknonponun-6,7,8-tpudtop-1,4-gurna-
po-4-0kco-3-X1HONMKapboHoaylo KUCIOTY C LefeBbiM
coeauHeHveM, No npumepy H, kak onvcaHo B npumepe
22

Bbixog 61% oT Teopuwn, rugpoxnopug

Tnn >300°C

MNpuve p 56

(1'SR, 2'RS, 6"3)-1-unknonponun-6-crop-1,4-
avrngpo-7-(2'-meTunammnHo-8'-azabuumkno[4 3 O]HOH-
4'-eH-8'-un)-4-okco-3-xnHonmHkapboHoBas kucnota

o
Al NH F COOH
N N
: A

pal

OTO coeadnHeHve nony4yatoT, Nogseprasi B3aMmo-
aewcteuo  1-yuknonponun-6,7-augTop-1,4-aurngpo-
4-0KCcO-3-xMHON U KapOOHOBYIO KUCMOTY C LieneBblM
coefnHeHveM, no npumepy H , kak onncaHo B npu-
Mepe 22

Beixog 60% oT Teopuu, ruapoxnopug

Tnn >300°C

MNpumep 57

(1'SR, 2'RS, 6'A5)-8-xnop-1-ymknonponun-6,8-
angtop-1,4-aurngpo-7-(2'-metTunammHo-8'-azabumumk-
no[4 3 O]HOH-4'-eH-8'-un)-4-0KkCo-3-XMHOMMHKap6oHO-
Bas KucnoTa

x HCI

par,

OTO coedMHeHVe nomnyyalroT, noagsepras B3ammo-
pencteuio  8-xnop-1-umknonponun-6,7-gudtop-1,4-
Anrnapo-4-okco-3-XMHONMHKapOOHOBYD  KUCNOTY C
LeneBbliM coeguHeHneM no npumMepy H , kak onncaHo
B npumepe 22

Beixog 70% oT Teopum, rugpoxnopug

Tnn >300°C

Mpumep 58

(1'SR, 2'SR, 6RS)-14*nknonponwun-6,8-gudTop-
1,4-gurmapo-7-(2'-meTnnammHo-8'-aszabuuukno[4 3 0]-
HOH-4'-eH-8'-un)-4-okco-3-XnHonMHkapboHoBasi  Kuc-
nota



paLl.

39
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Q
HJC\NH F OTO coefuHeHWe nonyyatoT, Nnogsepras B3anMo-
T M aencrteuio  1-uuknonponun-6,7-audgTop-1,4-aurugpo-
l 1 4-0KCO-3-X1HONNHKapOOHOBYO KUCMOTY C LeNeBbIM
N N coefuHeHuem, no npumepy 0, kak onMcaHo B nNpumMe-
pe 22 Bbixog 66% oT Teopuu, rugpoxnopug
F :l: Tnn >300°C
H MNpumep 61
Amun-frSR, 2'SR,  6'P3)-1-uuknonponun-6-
COOH
x HO
pan-

OTO coeduHeHWe nomyvaroT, noasepras B3avMo-
dencreunio  1-umknonponun-6,7,8-tpudpTtop-1,4-gurna-
po-4-0KCO-3-XMHONNHKapOOHOBYIO KWUCAOTY C LUene-
BbIM coeAuHeHueMm no npumepy O, Kak onucaHo B
npumepe 22

Beixoa 35% OT Teopuu, TUAPOXIOPHU]T

Tnn >300°C

Mpumep 59

(VSR, 2'SR, 6'P3)-8-xnop-1-yuknonponun-6-
dTop-1,4-gurngpo-7-(2'-metTunammHo-8'-azabumumkno-
[4 3 O]HOH-4'-eH-8'-un)-4-okco-3-xnHonnHkapboHoBas
Kucnota

Ha

OTO coeduHeHWe nomyyaroT, noasepras B3avMoO-
genctsuio  8-xnop-1-unknonponun-6,7-gudpTop-1,4-
ANTNAPO-4-0KCO-3-XMHONMHKApOOHOBYID  KUCNOTY €
LeneBbiM coeguHeHneM, no npumepy O, Kak onucaHo
B npumepe 22

Beixog 78% oT Teopuw, rugpoxnopug

Tnn >300°C

MNpumep 60

(TSR, 2'SR, 6"3)-1-unknonponun-6-ptop-1,4-
Aavrngpo-7-(2'-meTunamuHo-8'-azabuuukno[4 3 O]HOH-
4'-eH-8'-un)-4-oKkco-3-XxnHonnHKapboHoBas KucnoTa

Ha

pail.



dTop-1,4-gurnapo-7-(2'-meTnnammHo-8'-a3abuLmkno-
[4 3 OJHOH-4'-eH-8'-un)-4 - okco -1,8 - HadTMpMANH-3-
kapbokcunaT

COOE!L

2 Ha

OTO coeduHeHWe nomyvaroT, noasepras B3avMo-
OEeNCTBUI0  3TUN-7-xnop-1-uuknonponun-6-prop-1,4-
anrmgpo -4 - okco-i.B-HadTMpuamnH-3-kapbokcunarc
LeneBbIM coednHeHneMm, no npumepy O, Kak onmcaHo
B npumepe 52 O6paboTKON HEGONbLUMM KONUYECT-
BOM pa3baBneHHON COMSHOWM KUCMOTbl MofyyYaT rma-
poxnopwug

Bbixoa- 91% ot Teopuun

Rf = 0,64 (cmecb MeTaHona, AUXNOpMETaHa WU
KOHLEHTPMPOBAHHOIO aMmuaka B COOTHOLWEHUU
1540,5)

MNpumep 62

(1'SR, 2'SR, 6'P3)-1-unknonponun-6-prop-1,4-
Aavrngpo-7-(2'-meTunammnHo-8'-azabuymnkno[4.3 O]HoH-
4'-en-8'-un) - 4 -okco-1,8-HadpTMpnamH-3-kapboHoBas
Kucnota

Hel
pait.

OTO coeadmHeHWe Mony4atT, npespaLlas npogykT
no npumepy 61, Kak onucaHo B npumepe 27

Beixog 89% ot Teopuw, rugpoxnopug

Tmn >3CKIC

Rf = 0,32 (cmecb MeTaHomna, OMXnopMeTaHa u
KOHLEHTPMPOBAHHOIO amMMuaka B COOTHOLUEHWU
1550,5)

MNpumep 63

7-[(1SR, 2RS, 6RS) - 2 - amuHo - 8 -azabuumkno-
[4 3 OJHOH-4-eH-8-un)]-1-umnknonponun-6-cptop -1,4-
Anrnapo-8-meToken-3-xmHonmHkapboHoBas Kucnora

0
g CO,H

Cwmecb 590 wmr (7,2 mmonb) 1-uuknonponun-6,7-
angTtop - 1,4 - aurnapo - 8 - MeTokew - 4 - oKkco - 3-
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XMHONNHKapbOHOBOM KNCMOTLI B 6 M aLeToHuTpuna
n 3 mMn gumetundopmamunpga smecte ¢ 233 Mmr
(2,08 mmonb) 1, 4 - gnazabuunkno[2.2 2]JoktaHa u
530 wmr (2,52 mmonb) (1SR, 2RS, 6RS)-2-s10kK-
cvkapboHunamuHo - 8 - asabuumkno[4.3.0]HoHeHa (no
npumepy B) HarpeBaloT ¢ 06paTHbIM XONOAWIbHUKOM
B Teye-Hue Houm B aTMocdepe asota CrywatoT B Ba-
KyyMe 1 OCTaTOK o4uMLLaloT nyTeM xpomaTorpadum Ha
cunukarene C NpMMEHeHWeM B KauyecTBe 3foeHTa
cMecu auxnopmeTtaHa, metaHona u 17 %-Horo am-
Muaka B cooTHoweHun 150:20:1. MonyyatoT 0,5 1 1-
umknonponun-7-KISR, 2RS, 6RS)-2-anwoKCHKap-

6oHunamvHo -8- asabuuuknol4,3,0]-HoH-4-eH-8-un}-6-
dTOp-1,4-A1rMapo-8-MeToKen-4-oKco-3-XMHONUHKap-
GOHOBOW KNCMOThI, KOTOPYIO pasMeLUMBAIOT NpU Tem-
nepatype 130°C B TeuyeHne 3 4yacoB B CMeCH
3 mn atunedrnukons n 10 mn 10%-Horo egkoro Kanw.
Mocne oxnaxgeHws pobasnsAlT aueToHuTpun, pH
cpedbl JoBodsaT go 6-7 nytem gobasneHusi pa3bas-
TNEHHON COMSIHOW KWUCMOTbI, BbINaBLUUA OCadoOK OTca-
CbIBalOT, NPOMbIBAIOT BOAON M CyllaT B Bakyyme npwu
Temnepatype 65°C.

Bbixoa: 240 Mr BblleyKa3aHHOro LeneBoro npo-
aykta ct.nn. >330°C
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o6n -eng apk. Twupax 50 npum  3am
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