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(57) 1 MpouseoaHble 3,3a,4 5-TeTparngpo-1H-okca-
30N0[3,4-a]xHONKH-1-0Ha obLued dhopmynsl (1),

Rg
%z)\(]«o
5

B koTopo# n pasHo 0 unw 1,

R, - aTom Bofopona NWbo 3TEHWN, MeTun, aTun, ge-
HWM, MAPCKCUMETUN UM METOKCUMETHIN, & TaKXe
nuwéo Ks - MeTun, TpudTopMETUN UNKW UUaHorpynna,
Rz - atom Bogopopa, MAPOKCHN WKW GEeH3WMNOKGH-
rpynna, a

R4 n Rs - atomMel Bogopoaa,

nvbo Rz n Ry BMecTe obpasyoT rpynny -(CH2)s-,

K3 - ruapokecun, a

Rs - atom BogopOAa,

nwbo Rz n Rs emecte obpasytot rpynny -O-(CH:z):-, a
Rz n Ry - aTomMue Bogopoaa,

nvbo Rz n Ks BmecTe obpasyoT rpynny -(CH2)s-,

K3 - ruapokecun, a

R4 - aTom BOgOpOAa,

B BUAES M3IOMEPOB, BIIKHAA SHAHTUOMEPH W AUacTe-
PEQN30MEPE], U CMECHU YRa38HHBLIX Pa3nMYHEIX opM,
BKIIOMEA PaLEMUYECKUe CMECH, NPOABNANLWE W3-
BupaTensHylo WHIUBUpYOLLYIO CNOCOBHOCTE No OT-
HoweHW K MAD-A nubBo cMmelaHHy WHruBupyto-
Wy cnocobHocTe No oTHoweHu kK MAO-A n MAO-
B

2 MMpownsesogHoe no n 1, OTAMHaAKLWESCA TeMm, YTO
OHO npeacTaenaeT coboi 3-metokcvmeTwn-7-(4,4,4-
TpupTOp-3-rugpokcubyToken)-2,3a,4,5-TeTparuapo-
1H-okcazono[3,4-a]JXMHONUH-1-0H, a TaKkKe ero 3HaH-

BU

TUOMEPH U ANACTEPEON3OMEpPEl B YUUCTOM BUAE UMW B
CMEecaX

3 MpowseogHoe no n 1, oTNHYAKLWEECA TEM, YTO
OHO npeacTaenAeTr cobon 3-metokcumeTwn-7-(4,4,4-
TputhTopbyTokcu)-3,3a, 4,5-TeTparnapo-1H-okcasono
[3,4-a]lxvHONKUH-1-0H, a Takke ero sHaHTUOMEpH W
AWacTepecu3oMepHl B YUCTOM BUAS UMK B CMECAX

4 MpowseogHoe no n 1, oTNHYAKWEECA TEM, YTO
oHo npeAacTarnaeT cobol 7-(4,4,4-TpucpTopByTOKCH)-
3,3a,4,5-Terparuapo-1H-okcazono(3,4-a]xMHoNWH-1-
OH, & TAKXKE ero aHaHTUOMEPH M FNACTEPEON30MEPEI,
HaX0AAWMNECA B YAGTOM BWAS UMK B CMECHX

5 MpowseogHoe no n 1, oTNHYAKLWEECA TEM, YTO
oHO npefcTasnseT cobol 7-(2-rugporcn-4.4 4-Tpudp-
TopbyToKkcu)-3,3a,4 5-TeTparuf po-1H-okcasono[3,4-a]
XUHOMWH-1-0H, A TaKXKe ero SHAHTHOMEpPL W fHAacTe-
peovnsoMepbl B YWCTOM BUAE UMK B CMECAX

6 [MpowseogHoe no n 1, oTNHYAKLWEECA TEM, YTO
OHO npegctaBngeT coboW 3-meTokcumeTun-7-[2-(1-
rMAapoKcULUKNONEHTHN)aToKCH]-3, 34, 4,5-TeTparngpo-
1H-okcazono[3,4-a]JxMHoNKWH-1-0H, a TaKkKe ero sHaH-
TUOMERB U ANACTEPESON3OMERL] B YUCTOM BMAE UMK B
CMEecaX

7  Cnocob nonyveHwa npowsBogHerx 3,38,4,5-
TeTparnapo-1H-okcazono[3,4-ajxMHoNuH-1-cHa  06-
Wed dopuynsl (), OTAMMAKOWKWACA TeM, UTO CoeqH-
HeHwve obwei dopmynsl {1}

o

' (n

2

B KOTOpoi R4 - aToM BogopoAa, sTeHun, deHun, rug-
POKCUMETUN WNU  MeTokcuMmeTun, obpabaTteBalcT
coeguHeHuenm obweir dopmyns (1)

&g
&y .
ag%{ W )

Ry

B KOTOPOR X - aToMm ranorena, nwbo Takaa nabuneHas
rpynna, KaKk Me3WNoKCH- MNK TO3WNoKCUrpynna, ¢ no-

(11) 41 916 (13) C2

(19) UA
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nyyeHuem coeguHeHUa opMynul (), B KoTopor R,
COOTBETCTBYET NpUBEAEHHEIM Bhille o603HaYEHMWsM,
nocrie 4ero BOCCTAHABMWBAKT YKA3aHHOE CcoefuHe-
Hue dopmynd (), B koTOopOl R¢ - aTeHun, ¢ nonyJe-
HueM coefnHeHna popmyne (), B KOTOPOK R - 3TN
8 Cnocob no n 7, OTAMYAKWHHCA Tem, yTo And
MOMy4YeHWa SHAHTUOMEpPOB W AUAaCTEpPEcW3OMEpPOB
coedUHeHWA ¢opmynel () B Ka4ecTBe MCXOOHLIX WC-
NonNb3yT COOTBETCTBYIOWUE WIOMEpPbl CoeaUHEHUHN,
onuceiBaeMblx popmynon (11}

9 CnocoB no n 7, OTAMYAWHACA TEM, YTO SHaH-
THOMEpPH W AUaCTEpeOU3cMephl COeAMHEHWA, OTBe-
varowwx dopMyne (I}, nony4awT W3 SHAHTMOMEpOB
UNW AWECTEPEeCMEROB COSAMHEHWA, ONWUCHIBacMbIX

chopmynoi {IV)

HyCo
(v)
pu
L]
wnu ceopmynon (V)
Haf.‘o
& (v)

Q),-o

rae R, - aTeHnn, MeTyn WNK heHun,

ANA NONYYEHUA KOTOPLIX

- (HOepPMEHTATMBHO TWAROMMIYIOT 3TWUN-2-METCKCH-
kapboHun-e-meTokcu-1,2,3, 4-TeTparn Apoxu HOMUH-1-
kapbokcunar,

- BKCTpaKuweid pazgenswT S(-)sHaHTWOMep ITWN-2-
MeToKcukapGoHun-6-meTokeK-1,2,3,4-TeTparngpoxm-
HonwH-1-kapbokcunara W R(+) aHaHTMOMep 3Tun-2-
kapbokcn-6-metoken-1,2, 3, 4-TeTparnapoxMHONuH-1-
kapbokcunara,

- obpabaTeiBaleT R(+)3HaHTWOMep aTWN-2-kapbokcn-
6-meTokcu-1,2,3,4-TeTparug poxMHoONuH-1-kapbokcw-
nata TUCHWMXNOPUACM W METAHOMOM G NOMnydeHuem
COQTBETCTBYIOWErO 2-MeToKcHKkapboHunbHoro npo-
M3BOJHCIO W

- 5 u R{(+) sHaHTUOMepH yKaszaHHoOro 2-me-
TOKCHKaPDOHUNNPOWSBOHOMO NPUBORAT BO B33UMO-
AelcTENE

nu6o c BoporugpMAoM NMUTHS, B PesynLTaTe 4ero
nony4arT, CoOOTBETCTBEHHO, S(+) u R{-) aHaHTWOMeE-
pbl coeguHeHvs bopmynel (1),

nubo ¢ MapULoM AMU3CEYTUNANIOMUHUA, B Pesynb-
TaTe 4Yero Mony-aKT, COCTBEeTCTBeHHO, S(-) u R{+)
SHaHTMOMEpH  COQTBETCTBYIOWErO  2-hbopMUNbHOMD
NPOV3BORHArO,

- YKA3aHHLIE 3HAHTMOMEPE! 2-(HOPMWNBHOMD NROWM3BOA-
Horo 0BpabaThBAKT MArHUACPraHWYeCcKUM  coefn-
HeHuemM cropmyne RiMgX, rae Ry onpepeneH erille, a X
- ATOM raroreHa, a 3ateM - MeTOKCMEOM HaTpHA, 3aTem
NPOBOAST pasgeneHre C© NoMoLE XpoMaTorpaduy, B
PeE3yNETATE YEro NONYyYaoT YEA3aHHBIE AWaCTEepReonso-
Mepbl coeAuHeHWA hopMyrel (V)

10 CnocoB no n 8, oOTNMMaKWMACA Tem, yTo And
nony-YeHWs 3HAHTMOMEPOB STUN-2-METOKCUKAPBoHWN-
6-meTokcu-1,2,3,4-TeTparngpoxmHONWH-1-kapbokcH-
nara, epMeHTETUBHLIA TWARONWS OCYLLECTBINAKT C
NOMOLWBI0 TaKNX PEPMEHTHBIX IKCTPAKTOB, Kak IcTe-
pasa neuyeHW CBUHBM NWBO ALETOHOBLIE MOPOLLIKM
nevyeHH Nowaau, CBUHEH, BeiKa, KPONWKa UMK CBL LI

11 NekapcTBeHHoe cpeacTBO, NposBnAtowee M3bu-
patenbHylo wHrUEupyowyw cnocobHocTe No oTHO-
weHuo £ MAQC-A nvbo cmewaHHylo WHrMbOKpyoWwyo
cnocobHOCTE Mo OTHoweHukw K MAOC-A u MAQ-B,
OTNMHAKIWEECA TEM, YTO GOCTOMT U3 CoeAUHEeHMs

dopmynei {|)

12 PapMaueBTUHECKWA COCTAB, COCTOAWMA W3 aKk-
TUBHOTO BeLLeCcTEa U NPUeMNeMOoro SKCLWMUEHTa,
OTNIMHAKIWKMACA TEM, YTO B KAYECTBE BKTUBHOMO Be-
WecTBa BHMKYAeT coeflHeHne obweid dopmyna (I)
B abchbeKTUBHOM KOMUYECTBE

HacTtoawee uzobpeTeHUe KacaeTcs NpPOU3B0g-
Helx  3,3a,4,5-TeTparngpe-1H-okcasonol3,4-alxn Ho-
AWH-1-0Ha, WX NOMYUEHWA, & TaKKe TepanesTUUecKo-
ro Menonk30BaHNe

MseecTHol [1] npoussogHule 3,3a,4,5-TeTparng-
po-1H-okcaszono[3,4-alxMHONWH-1-0Ha, NPWrogHsle
ANA MCNOMNB3CBAHWA B KAHECTBE AaHTHLENPECCAHTOR

MpeAycMOTPEHHBIE HACTOALLUM U30BpeTeHuemM
coegHeHwa oTeevakoT obwei dopmyne (1),

By

Fa O
R3 Rl (|}

o}-—o

B KOTOPOW N pasHo 0 unwn 1,

R1 npeacrasnaeT coboi atom Bogopoga, nnbo
ITEHUMBHYD, METHIBHYI, 3TUMBHYID, (EHWNBHYID,
TMAPOKCUMETUMBHYIO UMW METOKCHUMETUNBHYI TPyM-
ny, a Takxe
nbo R oboaHavyasT MeTUNbHY, TpUTOpPMETUNE-
HYyK MK YWaHorpynny,

Rz cooTBETCTBYET aTOMY BOAopoaa, Nubo rng-
POKCHMNEBEHON MW DeH3MNcKcKuIpynne, a

s 1 Rs aBNAKOTCA aToMamMy BOfopoaa,
nubo Rz v Ry BmecTe obpasyioT rpynny -(CHz)e-,

Rz npegcrasnseT cobol rMApOKCUNBHYHR FPynny,

a Rs oboanavaeT aToMm BOgoOpPOAE,

o K2 n Rs Bmecte obpasyioT rpynny -0-(CH2)a-, a
3z n R4 4BNAKOTCA aTOMaMKU BOLOpOLA,
nubo Rz n Rs emecTe obpasyioT rpynny -(CHz)e-,

Rz cOOTBETCTBYET rMAPOKCUIEHON Tpynne, a

R4 npegcraensAeT cobol aTom BOAOPOAR

MpegycMOTPEHHbIE HACTOALWMWM M30TDPETEHNEM
COEBAUHEHUA MOTYT HAXOAWTHLCA B (POpME pPasIUUHBIX
M30MEePOoB, B TOM UKcre, B hOpME BHAHTWOMEPOB W
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AuvacTtepeonsoMepcs HacTosuwee uscbpeteHue ox-
BATHIBAET YKa3AHHLIE PAasnNUUHBE hopMBl, a TaHe WX
CMECH, BKMIOMAA paleMH-eckie GMecH

CoeguHennsa, oteevatowme cdopmyne (), Mox-
HO NONY4YNTb B COOTBETCTBAM CO Cnocobom, npegc-
TaBMeHHbIM B [IpUNoXeHnd 1, NpuYem yKasaHHbIA
cnocob npeAncnaraeT, YTo COEAWHEHWE, OMUCHIBAE-
moe chopmynoi (11,

HG

Ry )
o)— ’
B koTopod Ry npegcTtaenAeT cobol atom Bogopoga,
N1B0o BTEHUNEHYIC, METUNEHYIO, (DEHWUITBHYI, TWAROK-
CUMETUNBHYH UNU METOKCUMETUMNBHYHO TPYNNY,
obpabaTeiBaKT COefMHEHUEM, COOTBETCTBYHOLWM
chopmyne (I},
Rs
X (D]
R { )n

3
Ry

B koTOpOW X obosHavaeT aToMm ranocreHa, nubo na-
BunbHylo rpynny, TAKYK Kak ME3WNOKCH- WKW TO-
3UNOKCUrpyYNNa,

€ NonyyeHWeM CoeAVHEHWA, oTeeuallero hopmyne
{I), 8 KoTopoi R COOTBETCTBYET NPUBEAEHHLIM BHILLE
obasHayeHuAM, NOcHe Yero BOCCTaHaBMNWBAIOT YKa3aH-
Hoe coeguHeHune, onucoiBaemoe dopmynon (1), B ko-
TOopoW Ry ABNASTCA  STEHWIBHOW TPYNNOW, ¢
nonyyeHnemM coefiMHeHNA, oTeevatollero dopmyne (1),
B KOTOpolA R npefcraenaeT cobold aTUNEHYIO pynny

CoeguHeHns, npegycMoTpeHHble dopMyrnon
{l1), B KoTOPOA R NpegcTaBnaeT cobod aToM BOogOPO-
A2, ITEHWNBHYI, METWITBHYIO WK (DEHWIBHYIO TRYN-
ny, MOryT BeiTb nonyyeHsl W3 3TUN 2-chopmun-6-me-
Tokcu-1,2,3,4-TeTparuapoxvHonuH-1-tapbokcunara,
W3BECTHOMO COEfWHEHWA, NONYYEHHWE KOTOPOro OnM-
caHo [1]

B towm cnydae, ecnn R4 obo3HauaeT atom BO-
AOpOoAa, YKa3aHHHA cnocob CocTOWT B TOM, UTO

- aTun 2-chopMun-6-meTokcu-1,2.3 4-TeTparna-
poxvuHonuH-1-kapbokcynar obpabatsiBaloT BOCCTa-
HaBMWUBAIOWWUM areHToMm, Takum kak Eoparnapug HaT-
pha unw Bopornapng Kanus,

- LMENW3npYIoT ofpasyoweecd npu 3tom coe-
AVHEHWE, NPUBCAS Ero BO B3aWMOAERCTBME C OCHO-
BaHWeM, TAKUM KaK METOKGUE HATPHS, W, HaKoHeL|,

- NOABERrAT ASMETWNUPOBAHWIO 7-METOKCH-
3,3a,4,5-TeTparmppo-1H-okcasona[3,4-alxuHonwnH-1-
OH, oTBEvaWMKi thopmyne (1Y)

HqO

(V)

0}_0

B Tom cniyyae, ecnu Ry ABNAETCA 3TEHUMEBHOR,
METWUMEHOA WKW PEHUNBHOW TpYNNod, YKasaHHHA
cnocob 3aKkNKMaEeTCs B TOM, YTO

- 31N 2-cpopmun-G-metokcn-1,2 3 4-teTparng-
poxvHoNWH-1-kapbokcwnar  obpabaTtwearor  opra-
HOMarHWeBhLIM COBAUHEHWUEM, ONUCHIBAEMBIM DOPMY-
non RyMgx, roe Ry npefacrasnaer cobold sTeHUMb-
HYK, METUINEHYIO UKW heHUnBHYIo rpynny, a X obos-
Ha4YaeT aToM ranoreHa,

- UMKNU3MPYOT oSpasyrleeca Npu 3TCM Coe-
JWHEeHWe, NPUBOJA €ro BO B3aMMOLEWCTBME C OCHO-
BaHWEM, TAKMM KaK METOKCW]] HATPUSA, W, HAKOHEL,

- NOABEPrakT JEeMeTUITMPOBaHWUK 7-METOKCK-
3,3a,4, 5-teTparngpo-1H-okcasono[3,4-a]xnHonwH-1 -
OH, oTeevalowmi dopMyne (V)

HGCD
R, W

B KOTOpoli Ry COOTEETCTBYET MNPMBEAEHHHM Bbile
obosHaveHnaAmM

CoeguHeHna, npegycMoTpeHHule  opmynon
{1, B rotopod Ry npepcrasnsaer cobol M POKCH-
METUMNBHYIO UMW METOKCUMETUMBHY TPYMNY, MOTyT
6bTe nonydeHel W3 3-sTeHun-7-rmapokcik-3,3a,4 5-
TeTparnapo-1H-okcasono[3,4-alxwHonvH-1-0Ha, coe-
AuHeHwA, oteevarawero dopmyne (I}, B koTopoi R,
ABNAETCA ITEHWNBHOW PYNNCW, cnegyrwmy obpa-
30M

- 3AWMLLAIT COOTEETCTBYIOWYHO TMAPOKCHNE-
Hylo Fpynny, B pesyneTaTe vero obpasyeTcs coefuHe-
HWe, onuckiBaemMoe dopmynoi (V1)

Pro

(M)

N N
pu—
O
B KoTopol Pr oBosHavaeT 3alMTHYIO TpyNny, Takylo
kak beHaunbHas rpynna,
- 0bpabaTeIBaT ykasaHHOE COEAWHEHWE O30-

HOM, a 3aTeM - BOCCTAHARMUBAOLLNM AreHTOM, TAKUM
Kak GOporMapug HaTpWs, ¢ Nony4eHUeM CoefHHEHUS,
onucuBacmoro hopmynoi (VIl), kotopoe

Pro

VI

)

o

- Nubo NUWAKT 3alWMTHLIX TPYNn ¢ nonyue-
HWEM COEAWHEHWA, NPegycMOTReHHOro dopMynon
{1}, roe R, ABNKETCA rTMAPOKCUMETUNLHOR PYNNOR,

- Nnubo obpabaTeiBaloT AUMETUN CynbdaToM ¢
obpasoBaHWeM GCOEBAWHEHWS, GCOCTBETCTBYIOLLEND

dopmyne (V)
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Pro

(VI

OCH,
0

O
C KOTOPCIO 3aTeM CHWMAIT 3AWMTHLIE TRYNNB € No-
AyyeHUen COEAMHEHUA, COCTBETCTBYLErC opmy-
ne (Il), rae R+ npeacrasnaeT cobol MeTOKCUMETUNb-
HYH0 rpynny
CoeguHennsa, oteevatowme cdopmyne (1), B Ko-
Topoh R, oDo3HAYaET SITEHWNBHYK, METWUIBHYIO,
ITWIBHYIO,  TMAPOKCHMMETHIIBHYID WKW METOKCH-
METUMBHYIO TPYNNy, MOTYT CYLLeCTBOBaTh B dhopme
LHMC- U TRAHC-W3OMEPOB,

R

Rs

Rs
/O
R; (I H

R Ri

3 R4 N K

j
0
{l TpaHC)

KOTOpHIE B CBOK OYepeflb NONyUaksT U3 LWUC- U TpaHe-
U3OMEPOB COCTBETCTBYIOLWMWX COBAWHEHWA, Npepyc-
MoTperHex dopmynon (ll), npyueMm nocnegHwe no-
My4aloT QMUCEHHBIM BHiWe cnocoboM nocne pasfe-
MEeHWA C NOMOLLbLI XpomaTorpadnn uvc- W TpaHc-
U3OMEPOR YKa3AHHOMO MPOU3BOAHOMO, NPEeAyCMOoT-
peHHoro dbopmynoi (V)

H.C

CoeaguHeHua, oteevarole dopmMyne (1), 8 Ko-
TOpoi

R1 npepgcTaenaeT coboi aTeHWNBHYIO TPYNNY, a

Rz - BeHaunokckrpynny,

- NWBO B BNLTEPHATVBHOM CriyJae

Ry SBNAeTCA rMAPOKCUMETUMBHOA WNU METOK-
CUMETUNEHOR rpYNNoA, a

R - rnapoKcunsHOR NN BeH3WNOKCUrpynno, a

pagvkansl Rs v Rs oBosHavaloT atombl BO-
aopoaa,
MOryT DbITb NONYyYeHbl TAIKE B COOTBETCTBUW CO CNO-
cobom, npejcTasneHHelr B MNpyUnoxeHu 2, npuuem
yKasaHHHRA cnocob npefycMaTpueasT, UTo

- Sarenun-7-mpgpoken-3,3a,4,5-TeTpamppo-1H-
okcasono[3,4-alxvHonuH-1-0H, coeguHeHwe, oTBevalo-
wee cpopmyne (I, B koTOpOW Ry ABMAETCA 3TEHWBHON
rpynnon, obpabarTkiBaloT coeiMHEHWEN, ONUCEIBASMBIM
dopmynoil RXCH{OH)-(CH3)-(CH2)X, roe X npepcrae-
naeT coboi aToM ranoreHa, Nvbo NabuneHyto rpynny, Ta-
Kyl0 KAK TO3UMOKCY- WM MESMMOKCHIPYNNa,

- 0BpabaTbBaloT nonyyeHHoe TakiM obpa3som
coeuHeHue, oTeevatoulee opmyne (1X)

/0
R%\( 5
HO H

N R 0%

O
BeHzun ranoreHnacm,
- NPUBOAST 0BpasyIoLeecs Npy STOM COefluHe-
HWe, onuceiBaemMoe hopMynon (X)

/O
R‘%\( }n
(X)
Bn H N R
P
O

BO BRAUMOLEACTEME ¢ O3CHOM, 8 3aTeM - ¢ BOCCTa-
HaBNUBAKLUM AreHTOM, TakWM Kak Boporuapug Hat-
pva, € MOMydYeHWeM NPOW3BOAHOrO, OTBEYaroWero
dopmyne (XI), koTopoe 3aTeM

/O
R[%\( )n
) ) ] |:XI)
@
o

- NGO NUWAGT 3aWMTHLEX TRYNN ¢ obpasosa-
HWEM COOTBETCTBYIOWLENO COEAVHEHWA, NPegycmMar-
peHHoro hopmynoi (), rae R oboaHayaeT rufpokcu-
METWMEHYIO Ipyny, a Ra - rMAPOKCUNEHYIO TpyRNy,

- nnbo obpabaThisaloT AMMETN CYNBKhETOM © No-
Ny4eHWEM coefuHeHns, onuceisaemore doopimynoid (XII),

/O
(X1
= ; N CH
2
P
Q
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- U3 KOTOPOro B fanbHedlWeM yAansoT 3aluT-
Hyl rpynny ¢ obpasoBaHUeM COOTBETCTBYIOLLENO
coegHeHws, npegycMoTpeHHoro dopMynci {1}, e ko-
Topol R; npepcraenser coboid METOKCUMETWMEBHYK
rpynny, a Rs ABNASTCA rMgpRoKCMNEHOW rpyNnor

YkazaHHBIe 3HaHTUOMEPH U AUacTepecusome-
pel coeqWHEHWR, oOTeeuawlux copMyne (1), no-
AYy4YaKT W3 3HAHTUOMEPCB W [AUACTEPEOW3IOMEepoB
coegnHeHWA, onuceiBaeMblx coopmynoi (I}, wunwm us
3IHEHTHOMEPOB COSAWHEHNA, COOTBETCTBYIOW X op-
myne (Il

B cBOK ouepeib, YKA3AHHLIE SHAHTUOMEPL! W
AWaCTepeon30MepEl COSAUHEHNHA, NPENYCMOTPEHHBIX
cpopmynoi (), nony4aloT U3 3HaHTMOMEPCE W gWac-
TepeousoMepoB coeguHeHnl, oTeevarowmx opmyne
{IV) nnv V), Beigensaemex u3 paueMryeckoro atun 6-
METOKCH-2-mMeToKCcHKapboHun-1,2 3 4-TeTparna poxu-
HonwWH-1-kapbokcunata B GCOOTBETCTBAM €O CMNO-
cobom, npeacraeneHHEIM B [MpunoxeHnd 3

YxasaHHBIA cnocob npegnonaraet pasgeneHue
C NOMOLLBK 3H3NMMATHYECKOTO TMAPONWN3a IHAHTHO-
Mepos 3TN B-MeTOKCH-2-MeToKcuKkapboHun-1,2.3 4-
TeTparngpoxMHONWH-1-kapboKkcunaTa, B XoAe KoTOpo-
ro

- BHIWEYNOMAHYTOE paLeMuqeckoe coeguHe-
HWe, Haxogsauleecs B BydepHom pacTBope, TAKOM Kak
CMECH CfHO3amelleHHoro dochara Kanua w aBy-
3aMelleHHoro chocdata HaTpua, Nubo B AByxdA3HOA
cpege, TAaKoW, Kak cMeck Tonyona W BydiepHoro pacTt-
Bopa, obpabaThiBaloT SHIWMHEIM IKCTPAKTOM, TAKAM
K&K ICTEPasa NEeYeHW CBMHbMW, alyeTOHOBLIE NOPOLUKM
neyeHw nowagn, cBuHbW, Dbika Wnw kponvka, v, B
0COBEHHOCTH, ALUETOHOBLIA NOPOLLOK MeYeHW OBLLI
{suinyckasMas Sigmay), u

- C NMOMOLLBK IKCTPAKYWKW oTaensor atun S-(-)-
B-meTokcK-2-MeTorcukapbonunn-1,2,3 4-TeTparngpo-
XWHONWH-1-kapbokcunar or aTun R{+)-2-kapboken-6-
MeToKCK-1,2 3 4-TeTpani pOXUHOMKWH-1-kapbokcunaTta

B Tom cnydae, ecnu stun R-(+)-2-kapbokcu-6-
MeToKcU-1,2,3,4-TeTparngpoxuHonuH-1-kapbokcunar
0obpabaTLiBalT TUOHWN XNOPWACK B pacTBopuUTEne,
TEKOM Kak TOryorn, a 3arem - METAHOMNOM, NoMnydawT
atun  R-(+)-G-meToKkcwn-2-meTokcukapbornn-1,2,3,4-
TeTparnapoxMHONH-1-kapbokcunar

B tom cnyvae, ecnn atun R-{+)- n 3-(-)-6-me-
TOKCK-2-MeTokcukap6bonun-1,2,3, 4-TeTparng poxvHo-
nwH-1-kapbokcunar obpabateiearor Goporugpuaom
NUTWA, NOMNYYaroT, COCTBETCTBEHHO, R-{-)- v S-(+)-
BHaHTHOMepsl 7-MeTokcun-3,3a,.4 5-TeTparuapo-1H-ok-
casono-[3,4-a]-xvHonuH-1-oHa (IV)

B tom cnyvae, ecnn atun R-{+)- n 3-(-)-6-me-
TOKCK-2-MeTokcukap6bonun-1,2,3, 4-TeTparng poxvHo-
nwH-1-kapbokcunar obpabartelBaT TMAPKMACM  Au-
W300yTUNaNOMUHYA B pacTBCpUTEne, TAKOM Kak To-
nyon, NoNy4awT, COOTBETCTBEHHO, 3TUN R-(+)- U S-
{-}-2-popmun-6-meTokcu-1,2,3,4-TeTparng poXMHONKUH-
1-kapbokcHnaT, KoTopbIA NpW NPUBEAEHWW €O BO
BIAWMOAENCTBNE C OPraHOMArHUEBEIM COEAVHEHNEM,
oTeBevaowmM dhopmyne RiMgX, B koTopon

K1 npeacTasnaeT cobol STEHUNBHYIO, METUMb-
HYH Unu PeHMMNBHYIO rpyNNy, a

X ABNAETCA aToMOM BOAOROAA,

B PAcTBOPWTENE, TAKOM KaK TeTparngpadypaH, 3atemM
NPWBOASAT BO B3AWMOAEWCTBME C METOKCVAOM HATPWA
B pacTBCpWUTEne, TAKoM Kak TONyon, Nocne Yerc noj-
BEPrakT Xpomatorpadm-eckoMy pasgeneHuio ¢ no-
ny4yeHWeM, ¢ oJHOR CTOPCHEI, (-} AWACTepecU3oMe-

POB coefluHeHUs, oTeeYaolere dopmyne (V), B KOH-
durypauynu [3(R),3a(R)] v [3(S),3a(R)], a ¢ apyroi
CTOPOHBI, COOTBETCTBYIOLMX (+) AUACTEPEOU3OMEPOB
B KoHpurypayuu [3(S),3a(S)] v [3(R),3a(S)]

Ana Toro, 4TobBl NONYY|TE WCNONb3IYEMBIN B
KauecTBE WCXO[HOMO BellecTBa paleMWYecKWd 3Tun
G-meTokcU-2-MeToKCUKapBoHun-1,2,3 4-TeTparugpo-
XWHOMWH-1-KapBokcunar

- B-METOKCWXWHONWH MpPUBCAST BO  B3aM-
MOAENCTBME C UWAHWIOM KaIKMA W UUEHWAOM TRU-
METUNCUNING, a Takxke ¢ DeH3onn xNopuaoM B Npw-
CYTCTBMW PACTBOPUTENSA, TAKOTO KaK [ UXMOPMETAH,

- obpasytowuiica npw atom 1-BeHaown-2-yua-
HO-B-MeToKCU-1,2-UrMAPOXMHONUH  MPHBOAAT  BO
B3anmogeicTene ¢ BpoMMCTOBOAOPOAHOW KMCTIOTOR
B YKCYCHOW KWCINOTE, 38TeM - C BOAHbIM HAWATHIPHLIM
CNUPTCM W, HAKOHEeL, - C YKCYCHOW KUCTMOTOR,

- NOnyd4eHHsd Takum obpasom 2-kapbokcu-8-
METOKGUXMHONWH oBpabaThiBaldT THOHWMA XNopUAOM
B pacTBOpUTENE, TAKOM Kak TOQNMyon, @ 3aTeM - Me-
TaHonoM ¢ obpasoBaHWem B-MeTOKCH-2-MEeTOKCUKaP-
BAHUNXWMHOMUHA,

- YKa3aHHOE COeAMHEHWE BOCCTAHABNUBAKT B
aTMocdpepe BOAOPOAA B MPUCYTGTBMW OKCUAA MNa-
TUHB W XNORWCTOBOAOPOAHOTO CNHMPTA B METEHONE C
nonyJyeHwem B-MeToKkcK-Z-meTokcukapbonnn-1,2,3,4-
TEeTParnapoXHONWHA,

- yKkasaHHoe coefuHeHUe obpabaThBaOT aTUN
XNopodOpMaTOM B pacTBOPUTENE, TAaKOM Kak FWX-
NopMeTaH, B NPUCYTCTBUK kapboHaTa kanuA

MpuesegenHbe panee [lpuMepbl MANKGCTPM-
pYoT HacToAwee usobpereHne

Mpumep 1.

[B3e, 3ap, 7(R)]-3-Otenunn-7- [4,4,4-TpudbTop-3-
rmapokcnbytoken]-3,3a,4,5-teTparngpo-1H-okcazono
[3,4-a]xMHONKH-T-0H

11 Uuc- w TpaHc-(+)-3-3TeHnn-7-MeToKCK-
3,3a,4,5-retparugpo-1H-okcasono[3,4-a]xuMHonuH-1-0H

K nepemewnsaesmomy pacteopy 116,3 r (0,442
M) atun  2-bopmun-B-meTtokcm-1,2,3.4-TeTparngpo-
XUHONWH-1-kapbokcunatTa &8 800 mn TeTparuapo-
chypana, oxna¥JeHHoMy Ao TemnepaTypsl -30°C, B
atMmocdepe aproHa B TedeHwe 30 MuH gobasnsioT
486 mn (0,486 M) 1 M 6pomuga BuHWNMAarHKMA Yra-
3AHHYK PeaKUNOHHYIO Cpedy NPOACIMEIT nepeme-
WHBaTL B Tedverne 2 u, nocre Yero JobaBnawT xo-
NOAHBIA HACHILLEHHBIA BOAHBIA pacTBOp XNopuaa am-
MOHMA [lonyqeHHylo cMeck ABaMAH IKCTPArMPYIT
STHM aueTaToM, COOTBETCTBYIOWWE IKCTRPAKTH Mpo-
MbIBAKOT BOAOH, BHICYLUMBAIOT Hap CynbhaToM Har-
pvA, Nocne Yero BLINAPMBAaeT PacTBOPUTENL NPW NO-
HWxeHHOM AaBrneHuy OBpaayiolleeca Npu 3TOM mMac-
No BHoBb pacTeopaoT B 340 Mn Tonyona v BHASKU-
BAKOT NpU TeMnepaType gednermayyu Ansa yaaneHusn
crnegoe soagul 3atem npu 90°C pgobaenatT 1 Mn
10%-HOro pacTBOpa METOKCWAE HATPWA B METaHone
M BHCBbL BbIAEPXWBAKT YKA32HHYID CMECh NPpU Temne-
paType AednerMayu, oTroHsa obpasyioluica aTta-
Hon BeinapwealoT nonydeHHy cMeck A0 CYXOTo GOC-
TOAHWA, BEIfENEHHBIA ocTaTok oTOWpaleT B 3TUN ale-
Tar U NPOMBIBAKT BOAOW, COOTBETCTBYIOWYH Opra-
Hvyeckylo ¢hasy BbiCYWINBAOT HAaL CynbedaToM HET-
pwa, NOcMne Yero BLINAPUBAKT PACTBOPUTENL NPW No-
HWKEHHOM AaBneHW BreigeneHHsId NpoayKT Nofeep-
raloT XpomarorpacdMn Ha CWIMKarenbHOR KoMoHKe,
ANKUMA CMECLIO TEMTaHa ¥ 3TN aueTaTa B8 COoTHO-
weHun 4 1, ¢ BEX0AOM 32,9 r TPaHC-NPOW3BOOHOMO
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noWMeHoBaHHOro coeuHeHua (tTnn 100°Cymn 13,4r
COOTBETCTBYKOLWETD UMc-NponseogHore (T nn 134°C)

12 TpaHc-(t)-3-aTreHun-7-rmgpokcn-3,3a,4,5-
TeTparngpo-1H-okcasono[3, 4-a]xmHonuH-1-oH

K pacteopy 24.6 1 (0,1 M) TpaHc-(H)-3-aT€HMN-
7-meTokcn-3,3a, 4, 5-TeTparngpo-1H-okcasono[3 4-a]
XWHOMUH-1-0Ha B 280 MN AWUXNOPMETAHA MO Kannam
aoBasnawT 19 Mn (0,20 M) TpubpoMnaga Gopa npu
TeMneparype 0°C, a 3arem, Yepes 1 4, - HacblWeH-
He pacTeop DukapboHaTa HaTPWA 40 HEWTRAMNBHOMO
pH PunbTRyOT YKa3aHHY CMECh, 8 COCTBETCTBYIO-
WKUA hUNETRAET SECTPATMPYIOT AMXMNOPMETAHOM, CO-
aepxawmnm 10% metaHona MonydeHHyK opraHudec-
Kylo dasy NpoMbIBAKT BOACH W BLICYWMWBANT Haj
cynbparTom HaTPWA, NOGNEe 4Yera MpH NoHWHKEHHOM
A2BrneHun BeINapwearoT pacTBopuTent QCpasylo-
LMACA NPW 3TOM TBEPARA OCTATOK PACTUPAIKT B CMe-
CW OUXMOPMETaHa W MEeTAHONa B COOTHOWeEHWH 11
QUALTPYIOT NONYYEHHYIO CMECH W BLICYLLIVBAKT €€ ©
KOHEYHBIM Boixogom 21,4 r npogykta Tnn 216°C

Mcnoneaya B KaYecTBe WCXO4HOMO BELLECTBA
ymue-(+)-3-aTeHun-7-metokecu-3,3a, 4, 5-retparugpo-1H-
oKca3ono[3,4-a]xWHoNKMH-1-0H, nonyuarT Uuc-(+)-3-
aTeHun-7-rmapokcn-3,3a,4,5-TeTparng po-1H-okcaso-
no[3,4-alxvHonuH-1-on T nn 250°C

13 [Ba, 2ap, 7(R)]-3-CSTenun-7-[4,4,4-Tpud>-
Top-3-rmapokcnbytokcu]-3, 3a,4,5-TeTparmgpo-1H-ok-
cazono[3,4-a]xmHonKWH-1-0H

K pacmeopy 21,2 r (0,092 M) TpaHc-(+)-3-
aTeHun-7-rapckcun-3,3a,4 5-teTparngpo-1H-okcaso-
no[3,4-a]xvHonuH-1-oHa B 150 MN aueToHUTPUNa B
aTMocdoepe aproHa NpU KOMHATHOW TemnepaTtype go-
BaenaAwT 25,4 1 (0,183 M) kapboHaTta kanus, a 3atemM
- 349 r (0,138 M) 1-uoca-3(R)-ruppokcu-4,4,4-Tpudp-
TopbyTana Yepes 4 4 ykasaHHyo cvech pasbasnaT
AVXNOpPMETAHOM W MPOMBIBAKT BofoA CoOTBETCT-
BYIOLYIO OpraHuueckylo cbasy BHIGYLWIUBAKT Hap
CyNearoM HaTPWMSA W NP NOHWMEHHOM AaBMeHWM
BoinapuealoT pacTeopuTene Obpasyloleecsa npw
3TOM MACNC OYWLLAT ¢ NOMOLLI Xpomarorpadum
Ha cUNWKarensHOR KOMOHKE, BNLUA XNopodhopmMom,
conepx¥aum 0-2% meTadona [locne Kpucrannu-
3aUMM U3 CMECH aUeToHA W AUM3oNPONUnoBsoro acu-
pa nonydaoT 30 r npogykta Tnn 135,8°C

MNpumMep 2.

[Ba, 3ap, 7(R)]-3-MugpokcumeTun-7-[4,4, 4-Tpu-
toTop-3-6en3nnokcnbyTokcH]-3,3a,4,5-teTparngpo-1H-
okcazono[3,4-alxvwHonuH-1-0H

21 [Ba,3aB,7(R)]-3-3reHunn-7-[4,4,4-TpudTop-
3-6en3nnokcnbyTorcn]-3,3a,4,5-TeTparngpo-1H-okca-
30MN0[3,4-a]XMHONWH-1-0H

K pacteopy 30,0 r (840 mM) [3¢,3aB,7(R)]-3-
aTeHun-7-[4,4,4-TpudoTop-3-rugpokcnbytokcun]-3,3a,4,
5-teTparngpc-1H-okcasono[3,4-alxuHoNMH-1-0Ha B
300 mn Tonyona agobaenatoT pacTteop 13,4 r mapok-
cupga Hatpua B 13,4 mn Bogel, 2,7 1 (8,4 mM) Bpo-
MULa TeTpabyTunaMMoHus, a 3atem - 43,1 r (0,252
M) BeHsun BpoMuaa YKazaHHylO CMeck nepeme-
WHBEKT B TEYEHWE 2 Y NPW KOMHATHOW Temneparype,
fnocrne 4Yero OBECTRArMPYIT 3TWMN  aueTaTom, npo-
MBIBAKOT BOAOA U BHICYLIMBAIKCT HaA CyNupaToM HaT-
pHsa, a pacTEOpHTENE BRNAPWBAIOT NPW NOHWKEHHOM
AasrneHun OBpasylwWWACs Npy 3TOM MacnsHbIA oc-
TETOK OUWLLAGT € NCMOLLLK Xpomarorpaddid Ha cu-
NWKArensHOW KOMOHKE, 3MLUWA CMECBIO rermaHa W
xnopodopMomMa B cOOTHOWEHWK 11 lonyyakT 351
npogykTa s cbopme Macna

22 [Ba,3aB,7(R)]-3-Tmapokcumerun-7-[4,4,4-
TpwdTop-3-OenannokcnbyTokcu]-3,3a,4,5-TeTparngpo-
1H-okcazono[3,4-alxmHonunH-1-oH

Uepes pacteop 31,5 r (70,4 mM) [3o,3ap,7(R)]-
3-atennn-7-[4,4.4-TpudTop-3-0eHannokenbyToKCH]-3,
38,4,5-Ttetparngpo-1H-okcazono[3, 4-a]xmHonuH-1-oHa
e 515 Mn guxnopmeTtaHa v 780 Mn meTaHona B Te-
YeHWe 3 4 NpogyealoT O3CH Npu Temnepatype -30°C
BateM c NoMOLWbIO CTPYU a3oTa YAaNAKT UCnonb3o-
BaHHLIM O3CH W, NoagepXMeas Temneparypy -30°C,
aobapnatotr 26,8 r (0,704 M) Coporngpuaa HaTpus
Yepez 5 MuH pobaegnatot 21,8 r (0,352 M) gumerun
cynedraa U NOIBONSIOT YKAIAHHOW CMECH HarpeThes
A0 KOMHATHOW TemnepaTypel 3aTem obpasoeabBLyto-
CA CMeCk NMPOMLIBAKOT BOAOH, COOTBETCTBYRLYHD Op-
raHWYecky oasy BbliCYLWWBAKT Hag Cynbdarom HaT-
PYS U KOHLUEHTPUPYHIOT NOMYUSHHBLIA PacTBOpP MNP No-
HUXEHHOM fAaBrneHWn BefileneHHBR NPOAYKT O4M-
WAKT ¢ NOMOLLEIK XpoMaTorpadiui Ha CHIMKarenk-
HOW KOMOHKE, JANKUWA AWXIOPMETAHOM, COpepXa-
wum 0-5% metaHona B pesynbrare nepekpuctaniv-
3alUuMK M3 AW3TWUNCBOID 3chupa nonydawT 26,5 r npo-
Aykra Tan 111,6°C

MNpuMep 3. [3o,3ap,7(R)]-3-MeTokcumeTun-7-
[4,4 4-TpudpTop-3-BeHannokcubyToken]-3,3a 4 5-TeTpa-
rmapo-1H-okcasono[3, 4-a]xuHoNUH-1-0H

K pactsopy 7,8 r {17 M) [3a,3aB,7(R) ]-3-rna-
porcuMeTun-7-[4.4, A-TpudiTop-3-BeHsunokcnbyTorcu]-
3,2a,4 5-1eTparuspo-1H-ckcazono[3, 4-a]x MHONKUH-1-
oHa B 85 mn Tonyona gobaensior 0,54 r (1,7 mM)
6pomupa TeTpabyTunamMonna, a 3ateMm - 6,4 r (51
MM) aumeTun cynedeara MNocne atoro B TeveHve 30
MWH NO Kannam gobaBnaT pacteop 2,7 1 (67 MM)
MAPOKCKHAE HATPUA B 2,7 MN BOABI YKA3AHHYIO peak-
LUWOHHYIO cpedy nepemewmwBaoT B TedeHne 30 MuH,
nocrie dYero pa3bapnAKT STUN ayeTaToOM, 3KCTPAa-
TMPYIOT COOTBETCTBYIOLYIO OpraHM4eckylo a3y, npo-
MBIBAOT €8 BOAOW W BbiCyLUMBANOT Hag cynbdhaTom
HaTpWsa, a pacTBOPUTENb BbIMAPUBALOT NP NOHUXEH-
HOM AaeneHun C NOMOLBK XPOMATOTPadiul HA CH-
MNUKAreneHoW KOMOHKe, 3MoUWsl CMECEK rermraHa M
3aTWN aueTaTa B cooTHoweHwW 1 1, suigenAawT 62 r
npogykTa B hopmMe macna

MpumMep 4,

[3a,3aB,7(R)]-3-MeTokcumeTun-7-[4,4 4-Tpu-
GTOR-3-rnapokcnbyTokcK]-3 38,4, 5-TteTparngpo-1H-ok-
¢azono[3,4-a]xMHoNKWH-1-0H

Pacteop 2,8 1 {6 MM) [3c,3ap,7(R)]-3-meToKCK-
meTvn-7-[4,4,4-TpudTop-3-CeHannokenbyTokcu]-3, 3a,
4 5-T1eTparujpo-1H-okcasono[3,4-a]xMHONKUH-1-0Ha
NoAEeprakoT rMaporeHUPoOBaHNID B TedeHne 16 4 & 30
MI 3TAHONA, B MPUCYTCTEMW CMEfoB XNOPUCTOBOOO-
pogHol kucnotel M 06 r 10%-Horo nannagueeo-
YIONBHOMO KaTanvaartopa, cogepxawerco 50% sogsl
YKasaHHyo cMech HUNLTPYHT Yepes cUMnkarens, a
pPacTBOPUTENb BLINAPWBALOT MPU MNOHWMKEHHOM AABMNe-
HAW BoeigeneHHeld NpoayKT OYMLIAKT ¢ MOMOLE
xpomMmaTorpacui Ha cunukareneHoR KonoHKe, 3MnKLWA
CMecCbto refraHa v 2Tvn ayetata 11 B pesyneTtare
NepeKpucTann3aund w3 Agu3TWNoBoro adpupa no-
nyyartT 1.4 rnpofykta T nn 94 8°C

MpumMep 5.

[3ox, 3R, 7(R)]-7-3-rmapokcnbyTORCN-3-TM A POKCH-
MeTun-3,3a,4,5-TeTparngpo-1H-okcazono[3,4-a]xu Ho-
NUH-1-cH

51 Tparc-7-beHaunokcu-3-ateHun-3,3a,4,5-
TeTparngpo-1H-okcasono[3,4-a]xmHonuH-1-0H
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K pacteopy 10 r (0,043 M) TpaHc-(+)-3-aTeHun-
7-rngpokcu-3,3a,4,5-Tetparnapo-1H-ckcasono[3,4-a]-
XWHOMNUH-1-0Ha {nonyq4eHHoro Ha ctagun 2 MpuMepa
1) w 12 r (0,086 M) rapboHara kanvs B 250 mn aye-
ToHuTRpMNa W 50 MmN gumeTundopmamuga gobasnaT
8.9 r (0,052 M) BeHaun Bpomuaa YKasaHHyd cMech
nepemellneaoT npu Temnepatype 80°C 8 TeueHue
Y, 3aTeM, NOKA OHA OCTAETCHA ropAYel, UNETPYIOT U
NpPoMEIBAKT aUETOHUTPWNOM, MNochne 4eroc npu no-
HIWXEHHOM faBrneHvW BoinapuBaroT gocyxa Obpa-
SYIOLUMICA NPY 3TOM OCTATCK OTOWRAoT B 3TWN aue-
TaT W HECKOMBKO pa3s NPoMbIBAKOT BOJOW, COOTBETCT-
BYIOLYIO OpraHuueckylo cbasy BHIGYLWIUBAKT Hap
cynbparTom HaTPUA W KOHUEHTPUPYHOT NpY NOHUMEH-
Howm aaBrneHun B pesynbrare neperpucrannuzaywu
W3 gumsonponwnoBoro acupa nonyvwawT 12,8 1 npo-
Aykta Tnn 96°C

52 TpaHc-7-BeHaunokcun-3-rugpoKcumeTun-3,
3a,4,5-tetparngpo-1H-okcazono[3,4-a]xuHonuH-1-0H

HYepes pactsop 12,5 r (0,039 M) Tparc-7-ben-
3UNOKCK-3-3TeHnN-3,3a,4,5-TeTparnape-1H-okcasono
[3.4-alxnHONWKH-1-0Ha B 450 MmN AuxnopmeTaHa n 350
MN METAHONA, OXNAXAEHHHA A0 TEeMNepaTyph
-40°C, B Teqerne 3 4 30 muH npogysakT o30H [loc-
fe IToro ¢ NOMOLLE CTPYW a30Ta YAanAKT U3bLITOK
030Ha W ManeHskMKu nopuwamK fobasndwT 14,8 1
(0,39 M) Coporngpwga HaTpud, a 3artem - 126 1
{0,195 M) auMeTun cynedla U OCTABNAKT YKa3aH-
HYI CMeCb Ha HOYb MpW KOMHAaTHOW TemnepaType
3Ty cMech ABaxAbl SKCTRATUPYIOT AWXIOPMETAHOM,
COOTBETCTBYIOWYIO OpraHideckyla dasy NpoMbIBaloT
BOAOW, HACLILLEHHbIM PACTBOPOM XITORMAA HATPUA M
BEICYLUWBAKT, 4 PACTBOPUTENL BHIMNAPWBAKT NpW No-
HIXEHHOM AaBneHuy [locTe OUMCTKM € NOMOLLGHD
xpoMarorpadi Ha GUNUKarenkeHOR KONoHKe, anouus
GMECHIO AWXNORMETEHE W METaHOoNa B COOTHOWEHWK
95 5, nonydaror 10,9 r npogykra Tnn 144°C

53 TpaHc-7-rugpoKcu-3-rnipokcumeTn-3,3a,
4 5-teTparuspo-1H-okcasono[3,4-a]¥xuHonuH-1-0H

30 r (9,2 MM) TpaHc-7-6eH3UNoKCH-3-Tg poKcH-
meTun-3 3a 4,5-TeTparmgpe-1H-okcasono[3,4-aJxnHonuH-
1-0Hg, pacTeopeHHoro B 20 mn atadona v 40 Mn TeTpa-
mgpodypaHa, NOABERIAKT IMAROTeHUPOBAHUIC B Te-
yeHne 1 4 B npucyTeTBuK 1 r 10%-Horo nannaaneeo-
YTOMBHOTO KaTanusaTopa, cofjepxalwero 50% sogbl
YrkazaHHy cmech UNBETPYIOT Yepes CUnMkarenb, a
PECTBOPUTENE BEINAPUBAKT MPU NOHWXEHHOM AaBne-
Hum MNonyuator 1,1 rnpogykra Tnn 250°C

54 [3a,3ap,7(R)]-7-(3-MugpokcubyTokcm)-3-
Mg pokcumMeTnn-3,3a, 4, 5-teTparngpo-1H-okcasono[3,
4d-alxmHONKUH-1-0H

K pacteopy 500 mr (2,13 MM) TpaHc-7-ruapok-
cu-3-rmapokcumeTn-3,3a,4,5-teTparngpo-1H-okca-
30n0o[3 4-ajxuHonuH-1-oHa B 3 M ayeToHuTpuna u 2
mn gumetundpopmamnga gobaenator 590 mr (4,26
mM) kapCorata kanwA, a satem - pactBop 523 mwr
(2,55 mM) 3(S)-rufporcubyTun n-TonyoncynbdoHaTa
B 5 MN aUeTOHWUTPUNA YKasaHHYK CMech nepeme-
LUMBAIKOT NpU TemnepaType 80°C B TeyeHWe 2 4, noc-
ne vero gobaensAnT 20 MN BogB W ABaX ALl 3KCTpa-
rMRYIOT 3TMN auetatom CooTBETCTBYHOWY opra-
HWYeCKY ¢haay BHICYWHMBAKT Hag CyNepaToM Har-
pPUA N KOHLEHTPWMPYIOT NpU NOHUMEHHOM [ABNEeHUW
Monyuaemoe Npu STOM TBEPAOE BELLECTBO NOABER-
ralT xpomaTtorpacbum Ha CHUNMKarenbHOW KOMOHKe,
SMIOUMA CMECBLID 3TUN aueTara WM LUWKMIarekcaHa b
CoOTHOWeEHMKM 1 1, nocne Yero pacTupParoT B AVU30N-

ponunoecr adupe [lonyuarwT 420 wMr npoaykTa
Tnn 102°C

MNMpumMep 6.

[3(5),3a(5),7(R)]-(+)-3-MeTorcumeTn-7-[4 4, 4-
TpudpToR-3-rngpokcnbyTokcu]-3,3a, 4,5-TeTparngpo-
1H-okcasono[3,4-a]- XWHOMWH-T1-0H

61 1-beHaoun-2-4uaHo-6-MeToKkcu-1,2-gurua-
POXUHOMHH

Pacteop 10 r (63 MM) 6-MeToKcMXMHONWHA B
30 Mn guxnopMeTaHa CMEeWNBaKT ¢ pacTeopomM 124
r (188 mM) uvanmaa kanws, nocne Jero K obpasoBaB-
wehca cMecHn mefnenHo aobaenawT 145 mn (125
MM) BeHsown xnopupa YKasaHHylo cMecs nepeme-
WHBaT B TedeHune 18 4, OTAENSIOT opraHudYeckyio
dasy, @ COOTBETCTBYIOWYIO BOAHY a3y SKcTpa-
rMpYT AnxnopmetraHom MonyueHHble opraHnyeckue
dpakyuu NpoMbIBaKOT BOAHOR 5%-HOA CONAHOW KUC-
NoTol, 3aTeM - BoAOH, BOOHEIM PacTBOPOM TMAPOKGH-
O3 HaTpya W GHOBA BOAOW, BLICYWHBAKOT WX Haj
CyNbbETOM HATPUA, & PacTBOPWTEN:L BHINARWBAT
npy noHwkeHHom gpasnenun  OOpasyloweecs npw
ATOM MACMO KPWCTANMWAYIOT U3 B5%-Horo astadona
MonyuaroT 13,4 rapoaykta Tnn 124°C

6 2 2-KapboKcH-6-MEeTOKCXMHOIKH

K pacteopy 217 r (0,747 M) 1-6eHzonn-2-yna-
HO-§-meTokCcK 1,2-gurnaRoxuHonuHa 8 270 mn ykeyc-
HOW KWcNoTel gobasnart 270 mn 48%-Hon Gpomuc-
TOBOAOPOAHOR KUCMOTHI U BRIZiePXMBAOT 0DpPasoBaB-
Wyloca cMeck Npu gedonermayun B TedeHne 30 mMuH
CUNBTPYIOT  yrasaHHYI0 CMech, OMoMNackUBaKT ee
AWSTUNOBEIM 3OMPOM, NOMAYYSHHOS NP ITOM TBEp-
JO€ BelEecTBO CYCNEeHAMPYIOT B 2 N1 BOAW W Harpe-
BaKOT A0 TemnepaTypel 90°C 3aTem Ao6aBNAKT BOA-
HbIA HaWaTEIpHEA cnupT go pH = 8-8 n puneTpyloT
YKa3aHHYK GMEChk, NOKa OHA elle OCTAETCH lopsidei
Mpw TemnepaType 50°C ¢ NOMOLWLLIC YRCYCHOI KMcro-
Tel hvneTpaT nogkacnaeT go pH = 4-5, zatem ox-
naxpatT OTOUNETPOBLIBAKOT KPUCTANMTMIOBAH HEIRA
NpoAYKT, ONONACKWBAOT ero BOAOA, nocne yerc ne-
pPeKpMCTannW3oBLIBAKT M3 250 MN YKCYCHOR KWCNOoTH
¥ NPOMBIBAICT ANSTUNOBLIM 3dompom [lonydaoT 129 1
npogykra Tnn 187°C

63 6-MeTokcu-Z2-meTokcnkapOOHMNXMHONWH

K cycneHauu 129 r (0635 M) Z2-kapbokcu-B-
MeTOKCUXMHoNKMHA B 1200 mn Tonyona no kannam go-
6asnsat 230 mMn (3,17 M) TMoHMN xnopuaa 1 Bolgep-
xueatoT oBpa3osaBLUYIOCA CMECH MPM NOBLILWEHHOW
TemnepaType B TeueHme 3 4 30 muH KoHueHTpupyoT
YKa3aHHBIA PacTBOP NPV MOHWHKEHHOM AABNEHWU, a
Nnony4eHHOE NpW 3TOM TBEPAOE BelWEecTBO PAaCcTBO-
paeT B 300 mMn MmeTaHona YKasaHHYK CMeck ne-
peMelnBaloT B TedeHwe 30 MUH, nocne Yero NpW no-
HWKEHHOM JABNEHWM BLINAPWBAKT PACTBORHUTENb, A
obpasyioluica Npu sToM NPOAYKT OTOUPAIST B AU3-
TUNOBEIA ahup U COBUPAICT ¢ NoMoLLbK UNLTpa-
UM BrigeneHHoe Teeppoe BeWECTEO OTOUPaKT B
aTn auetar v pasbasnAlT BOAHLIM HAWETEIPHBIM
CNWUPTCM, OTAENAKT COOTBETCTBYKILLYIO ORraHwdec-
kyto pazy, oCpabaToiBaloT ee MWBOTHBIM  YINem,
GUNBTHYICT W KOHUEHT PUPYIOT NPW NOHWHKEHHOM A3B-
neHvn Monyyaior 90 r npoaykra Trnn 129°C

64 (+)-6-MeTokcn-2-meTokcnkapbonun-1,2,3,
4-TeTparngpoXMHOMNKH

K pactBopy 50 r (0,23 M) B-meToKCK-2-METOK-
cukapboHunxuHonuHa B 1000 mn meTaHona aobae-
nAKT pacTeop 8H XNOPUCTOBOAOPOAHOMC 3TAHONA RO
pH 1, nocne Jero ykasaHHy CMeck NoOABEPratoT rMa-
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poreHusayny B TeueHue 18 u B NpucyTcTBUK 26 T
rMMAPaTUPOBAHHOTO OKCWMAA NNaTWHE 3aTem ¢ no-
MOWEK BUNETRALMY YAANAKT UCNONE3OBAHHEIA Ka-
Tanusatop, @ pPacTBOpWUTENb BHNZPWBAKCT MPH no-
HIWKEHHOM A2BreHny PactnpaloT NonyJyeHHbd npo-
AYKT B CMECKH AMU3oNPONUNoBoro advpa U NeTpone-
Horo adnpa, B pesynesTaTe dYero nonyuakT 56 r npo-
AykTa B chopme ruapoxnopuga Trn 12¢°C

AnA BolgeneHnA YNCTOMS OCHOBAHWA YKa3aHHBIR
npogykr pa3sbaBnaoT BOAHBIM HALLETHIPHLIM CIIMPTOM,
JKCTRATMPYIOT 3TV AUETATOM, BHCYLNBAKT Hag Cyrk-
thaTOM HATpUA, a TaKKe BLINAPWUBAICT PacTBOPUTENb
Npu NOHUMEHHOM gaeneHid T nn < S50°C

65 Ttun (+)-6-meTokcw-2-meTorcwkapboHun-
1,2,3,4-TeTparng poxuHonui-1-kapbokcunar

K pacTteopy 69,3 r (0,313 M) (+)-B-meTOKCK-2-
MEeTOKCHKapBOoHWN-1,2 3 A-TeTparnapoxuHonuHa 1 39
mn (0,407 mn) atun xnopodopMara B 1400 mn gux-
nopmeTaHa gobaenawT 85 r (0,63 M) kapboHaTta ka-
nwA W BhLigepKMBaloT 0EpasoBaBLWYIOCA CMeCckt MpPW
aednermauun B TedeHve 18 u OUNbTpYOT yrkazax-
HYH CMeCh, COOTBETCTRYIOLWMWA BUNETPAT KOHLEHTPU-
PYIOT NPW NOHWXEHHOM JaBNeHUW, a cbpasyiolMica
NpyW STOM OCTATOK MOABEPrakoT XpomaTtorpadouud Ha
CHIWKarenbHOW KOMOHKS, 3Miouwa CMecblo STHN auye-
TaTa v UWKIOrekcaHa B cootHoweHun 3 7 MonyvawTt
80,4 r npogykra B dopme Macna

66 Otun S-(-)-6-MeToKcKu-2-MeToKcukapbo-
HUN-1,2,3 4-TeTparuf poxXWHonuH-1-kapborcynar [T}
atun  R-(+)-2-kapbokcu-6-MeTokcn-1,2,3 4-TeTparug-
poxuHonuH-1-kapbokcunat

31 (10,2 mM) 3TN (+)-6-MeTOKCH-2-METOKCH-
kapboHun-1,2 3 4-TeTparnpoxuHonuH-1-kapbokcuna-
Ta cycneHgupytoT B8 80 mn 0,01 M docdarHoro By-
thepa (opHozaMeweHeld cocdaT Kanua + ABy3a-
MeleHHBIR pocdaT kanwa), pH 7 Sarem pH ykazaH-
HOW CMECK C NOMOLLE BogHoro pacTsopa 1 M rg-
pOKCHAA HaTpWUsa ACBOAAT Ao 7.3 u gobasnsawT 7.6
ALETOHOBOIO NOpPOLWKa neueHW oeusl O6pazoeas-
LIylOCS CMeCE NepeMellnBalT B TeueHWe 14 4 npu
KOMHaTHOW TeMnepaType, NOASpKNBas NocToAHHOE
sHaveHwe pH ¢ nomowesl BogHoro pacrteopa 1 M
TMAPOKCHAA HaTpwaA, 3atem UNbTPYIT YKa3aHHYo
CMeChb Yepes LUEenuT U NPOMbIBAT MCNOMB3OBAHHLIA
uenwT npubnuauteneHo 400 Mn gnaTunoeoro agwpa
CooTBETCTBYIOLLYIC BORHYIO chasy TpUkKAB SKCTpa-
rmpytetr 400 mn guatunosoro adupa, o6beAnHAKT
NONYYEHHBIE OPraHWJeckne MPaKMY, BBICYLLIBAOT
WX HAf CYNbehETOM MarHus, UNeTPYOT U BeINapu-
BaOT B Bakyyme [lonyualoT 1,5 r macnsHucToro npo-
AyKTa, coOTBETCTEyloWero 3Tun S-(-)-6-MeTokcn-2-
meTokcwkapboHun-1,2,3,4-TeTparnapoxuHonuH-1-kap-
Dokcunarty

ee 99% ¢ noMoLk xupaneHon HPLC

[or.]D20 =-54,7° (c = 0,9, guxropMeTaH)

CooTBETCTBYIOWYIO BOAHYIO a3y C NOMOLLLbH
10-HOW conAHOW KUCNOTH NOoAKMCNAKT Ao pH = 4.5,
3aTem TpuxAw skcTpardpytoT 100 MmN AMSTUNCBOMO
apmpa OB6reguHAKT NonydeHHele apvpHee hassl,
BLICYLUWBAKT WX Haf cyrnbhaToM MarHua v douneT-
PYKT, NOCMe Yero pacTBopvTeNb BEINAPWBAKT B Ba-
kyyme Monyyarot 1,04 r atun R-(+)-2-kapbokcn-6-me-
Tokcu-1,2.3 4-TeTparuf poxuHonH-1-kapbokcunaTa

ee 83% c noMoLyslo xupansHod HPLC

[0'«]020 = +66,5° (c = 0,99, gnxnopmeTaH)

67 OSrmun S-(-)-2-Oopmun-G-meTokcu-1,2,3,4-
TeTparngpoxMHonuH-1-kapbokcunar

K pacteopy 34,6 r (0,118 M) sTun S5-(-)-6-me-
TOKGKH-2-MeTokcnkapBoHun-1,2,3, 4-TeTpari g poxvHo-
nuH-1-kapBokcunaTta B 700 M Tonyona npu Temne-
patype -70°C no kannam gobaenaiT 235 mn (0,234
M) 1.5 M pacteopa rugpuaa Aun3obyTUNanioMUHUA B
Tonyone OB6pa30BaBILIYIOCA CMECh NepemMellBaloT B
TeueHue 15 MWH Npu TemnepaType -70°C, 3atem npu
nepeMelvBaHn mMegneHHo gobaensaor 17 mMn me-
TaHona, MO3BONSA MPHW 3TOM YKa3aHHOW GMEGCH Har-
PETBCA A0 KOMHATHOW Temnepatypu HobasnawT 1.5
n 1,5 M pacTBopa CONAHON KNCNOTH, OTAENAT opra-
HWueckylo ¢hasy, a COOTRETCTBYIOWLYIO BOAHYO hasy
SKCTParMpyloT AWSTWNOBBEIM adonpoM  [NonyyeHHbe
opraHuYeckme parumm HEeCKOMNbKQ pa3 NpPOMbIBAIT
BOAOW, @ TAKXS BLINAPWBAKT pacTBOpWTENb MPM No-
HWXEHHOM 6£|aBJ'IGHHIf‘I MNonyqareT 23,8 1 npegykra

[or.]D2 =-43,1° (c =1, AUXNopMETaH)

838 [3(8).3a(S)]-(+)- n [3(R) 3a(S)]-3-areHun-7-
MmeTokcu-1,2.3 4-TeTparngpe-1H-okcazono[3,4-alxwHo-
NWH-1-0H

K pacteopy 23,8 r (90 mM) sTun S-(-)-2-chop-
Mun-6-MeTokcK-1,2, 3 4-TeTparnapoxmHoniuH-1-kapGok-
cunata B 260 Mn TeTparngpoagypaHa, oxnaxXgeHHoMy
4o Temneparypu -40°C, B aTmocdepe aproHa B Te-
yeHue 1 4y 30 MuH aobasnswT 99 Mn (98 mM) 1 M
BpoMUAa BUHUNMArHWs YKasaHHYo pPeakuUOHHYHO
cpefy NepeMeLLUBaKOT B TedeHWe 1 u, nocne 4ero fo-
GaBENAIOT XONORHLIA HACLIWEHHLW BOAHLIA pacTeop
xnopuga aMmoHns [onyJeHHyr cvech ABRKAEI IKCT-
parvpyloT AWSTUNOBEIM 3BUPCH, MPOMBIBAKT BOAOH,
BHICYLUMBAKOT Haf CYNbATOM HATPWA, NCCNe Yerc Bhi-
NapUBACT PACTBOPUTENE NMPH NOHWHKEHHOM AABNEHWMW
OBpasyloleecsa nNpu 3ToM Macno BHOBb PacTBOPSAIOT B
172 mn Tonyona 1 HarpesatoT © gednermauned anA
YAANEHWA ClegoB BOAH 3aTem npw Temnepatype 90°C
Aobasnarot 0,8 mn 10%-Horo pacTeopa METOKCKUAA HaT-
pHA B MeTaHoNe YKa3jaHHYIo CMeCk BHOBE HArpeBaloT ¢
AedcnermMauvei, oTroHasa obpasytowunidcs sTaHon, noc-
fe Yero NosBonAKT el OCTHTe AC KOMHAaTHOR Temne-
pPaTypLl, @ NOMyueHHbIA PacTBOR NOOBEPrakT XPoMaTor-
pachv HA CUNUKATENbBHOA KOMCHKE, SMUMS CMEechid
LMKMorekcaHa K 3TWN ayeTaTa B cooTHoLeHWd 41 [le-
mydaoT 5,3 1 [3(S),3a(8)]-coe anHeHns

Tnn 80-33°C

[cr,]D20 = +b4,6° (¢ = 1, AuxnopMeTaH),

a Takke 3 r cooTeetcTBykowero [3(R),3a(8)]-coe-
AUHEHWA,

Tnn 137-138°C

[odo™ = +41,8° (c = 1, gMxnopMeTaH)

69 [3(3), 3a(S)]-(+)-3-areHun-7-rmgpoKkch-
3.3a,4,5-tetparngpo-1H-okcazono[3, 4-a]xmHonuH-1-0H

K pacteopy 5,3 r (22 MM} [3(5),3a(S)]-(+)-3-
aTeHUn-7-Metokcu-3,3a,4,5 -teTparng po-1H-okcaso-
no[3,4-ajxuHonuH-1-oHa B 13 MN gUxXnopmMeTaHa npu
TeMmneparype 0°C no kannAm gobasnawT 43 mn (43
MM) 1 M pacTeopa Tpwbpomuga Gopa B guxnopme-
TaHe O0pa3oBasWyOCH CMECh NEpeMEeLLNBaKT B Te-
yeHwe 20 MUH, nocne 4Yerc AobasnalT pasbasnex-
HeIA BOAHLIA HAWATHIPHEIA CMUPT 40 HeWTpankeHoro
pH Barem gobasnalT 5-10 mn meTaHana, B 2 pasza
KOHLUEHTPUPYIOT YRa3aHHYI0 PEakLUMOHHYIO Gpeay npy
NMOHWKEHHOM JaBneHnun u UNeTpYoT ee [onyJeH-
HblA NpyY 5TOM 0CaJ0K ONOMACKWBAKT BOJOR, 3aTEM -
OUSTUNOBEIM 3¢PHPOM, NOCMNe Yero BaICYIIMBAKOT Bhl-
fenawT 4,7 rnpogykra

Tnn 215°C

[cr,]D20 = +64,8° (¢ = 1, pUMeTUN CcynbdoKkecua)
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610 [3(9),3a(S), 7(R})]-(+)-3-CTenun-7-[4,4, 4-
TpugpTop-3-ruapokcnbytokcn]-3,3a,4,5-TeTparugpo-
1H-okcazono[3,4-a]xu HonwH-1-0H

K pactsopy 4,7 r (20 mM) [3(5), 3a(S)]-(+)-3-3-
TeHwn-7-rngpokcun-3,3a,4,5-TeTparngpo-1H-okcazono
[3.4-alxnHONWKH-1-0Ha B 55 MN aleToHWTpUna aobae-
naeT 5,6 r (41 mM) kapboHaTa kanwa, a zateM - 8,11
(31 MM) 3(R)-rugporcn-4,4 4-TpucdTopbyTun  n-To-
nyon-cynethoHaTa YKasaHHyl GCMEGH HarpeBalT C
aednermauven s TedeHve 16 J, nocne vyero paszbab-
NST AUXNOPMETAHOM 1 NPOMBIBAIOT BoAoW B pank-
HeAWeM NOMYYEHHYID OpraHUdeckyld ¢asy BhlCyLUIW-
BAKOT Haj CyNk(aETOM HATPUS, 3 33TeM NPU NOHUMEH-
HOM AaBNSHWM BLINapWBsaloT pacTBoputens Bol-
AENeHHOE NPWU 3TOM MECNQ OYULLAKT C NOMOLLEHD
xpomarorpadnn Ha konoxke cunukarena [locne
KPUCTaNMM3aUyM U3 AUW3ONPonWnosoro sdupa no-
nydawT 6,0 r npogykra

Tnn 145-146°C

[o]o™ = +78,4° (c = 1, meTaHon)

611 [3(8),3a(8), 7(R)]-(+)-3-3Ternn-7-[4,4,4-T-
pndsTop-3-6eH3nn-okcnbyTokcu]-3,3a,4,5-TeTparna-
po-1H-okcaszona[3,4-a]xuHonwnH-1-oH

K pactBepy 8,0 r (17 mM) [3(S) 3a(S). 7(R)]-(+)-
3-CTenun-7-[4,4, 4-tpudhTop-3-rugpokcubyTokcn]-3,3a,
4. 5-TeTparmgpo-1H-okcasono(3,4-ajxuHonvH-1-oHa B
80 mn Tonyona gobaenswT pacteop 2,7 r {67 mM)
rMEpoKkcuaa Hatpua B 2,7 Mn soasl, 0,53 r (1,7 mM)
Dpomuga TeTpabytunammonns, a sarem - 6,0 mn (S0
mMM) BeHsun Bpomufa  YEasaHHyo CMeck nepeme-
LUMBAIKOT NPU KOMHATHOW TewMnepaType B TeyeHue 16
4, MOCMNe Yero SKCTParvpyloT STHM ayeTaToM, Npo-
MBIBAIOT BOAOW, BLICYWIMBAIOT H&A CynbaToM Har-
pHUA W NPW MOHWKEHHOM AABNEHWW BhiNapHBAICT pac-
TEOPUTENE BhigeneHHoe npy 3ToM Macio oYULaT
€ NOMOLUBK XPOMATOrpadUd Ha CUMMWKarenbHOW Ko-
FOHKe, 3MIOUWS CMECKID LMIKNOrekGaHa W STUn aueTa-
Ta B cooTHoweHwd 8 2 [MonydakwT 7,1 r npogykra B
chopme MeANEHHD KPUCTaNMU3YIOWErocA Macha

Tnn 84°C

(oo™ = +111° (¢ = 1, puxnopMeTaH)

612 [3(3),3a(S),7(R)]-(+)-3-TmapokcuMeTn-7-
[4,4,4-TpndhTOR-3-0eH3nnokenbyTokcK]-3,38,4,5-TeT-
parufpo-1H-okcasono-[3,4-a]xMHONWH-1-0H

B pacteop 7,0 r (16 mM) [3(S),3a(3),7(R)]-(+)-
3-stenwn-7-[4,4 4-TpudbTop-3-6eHannokcnbyTokcw]-3,
3a,4,5-tetparugpo-1H-okcasono[3,4-alxmHonKuH-1-oHa
e 170 mn guxnopwmetana w 240 mn meTaHona B Te-
YeHWe 2 4 NofaKT 030H NpU TeMnepaTtype -40°C 3a-
TeM yAanawT O30H CTpyelR a3cTa, nocne yerc fobas-
nawT 5,9 r (160 MM) Gopornapwga HaTpua npw ToMA
¥e TemnepaTtype Yepes 5 mwH gobasnswT 5,7 wmn
(78 mM) aumeTnn cynedvaa, NOIBONAKT CMECH Har-
peTbCA A0 KOMHETHOW Temneparypul, 3aTeM npo-
MBIBAKOT BOAOA, & NOMYUYESHHYID NPW STOM OpraHUuec-
Kylo hasy BRICYIIMBAIT HAaf CcynbthaTtoMm HaTpwa M
KOHUEHTPHMPYIOT MNpW MNOHWKEHHOM pasneHiu Bol-
AENEeHHBIR NPOAYKT PacTUpaleT ¢ AWITMNOBHEIM Scbu-
pow, nocne yero dvneTpyieT MNonywawt 4.7 r npo-
AyKTa

Tnn 118°C

(oo™ = +111,1° (¢ = 1, guxnopMeTaH)

612 [3(5),3a(S), 7(R)]-(+)-3-MeTokcumeTuN-7-
[4,4,4-TpucbTOp-3-BeHaunokcnbyTokcu]-3,3a,4,5-TeT-
parngpo-1H-okcasono-[3,4-a]xMHonuH-1-cH

K pacteopy 4,6 1 (10 mM) [3(S),3a(S),7(R)]-(+)-
J-rupokcumetn-7-[4,4,4-TpudTop-3-rmg pokcnbyTOK-

cu]-3,3a,4 5-teTparuapo-1H-okcazono[3,4-a) XM HONWH-
1-oHa B 60 mn Tonyona gobaensawT 0,32 r (1 mM)
Bpomupa TeTpabyTun aMMoHuUsA, a sarem - 7,7 r{ 81
MM) awmeTnn cynbdgpaTta u pactsop 3.2 1 (82 wmM)
TMAPOKCHAE HaTPpMe B 3,2 MN BOAbl  YKAZEHHYLO
CMech NepeMellWBalOT B TeyeHwe 1 u, pasbaenawT
STHM ALETATOM, NOCME Yerc KCTParupyroT nonyyeH-
HYH0 OpraH1yeckylo ¢asy, NPoMbIBAKT ee BOJON, BhI-
CYWMWBAKT Hag cynbaToM HaTpUA W Npt NOHWXEH-
HOM JAaB/l€HWW BbINApWBAaKT pacTeoputens C no-
MOLWBIO XpomaTorpadvi HA CUNMKArENIbHON KONOHKE,
SMNKKUNA CMEechiD LMKNOrekcaHa W 3TN aueTaTa B
COOTHOWeHWW 7 3, nonydakT 5,2 r npoaykTa & cop-
Me Macna

[OL]D20 = +115,4° {c = 1, anxnopmeTaH)

614 [3(3),3a(3),7(R)]-(*)-3-MeToKCUMETUN-7-
[4,4 4-TpudbTop-3-rug porcnbyTokcn]-3,3a,4, 5-TeTpa-
rmapo-1H-okcazono[3,4-al-xmHonuH-1-0H

Pactsop 4,1 1 (8,8 mM) [3(S),3a(S),7(R)]-(+)-3-
MeTokcUMeTUN-7-[4,4 A-TpudiTop-3-BeH3unokcnbyTok-
cu]-3,3a,4 S-tetparvapo-1H-okcazono[3,4-a]JxuHoNWH-
1-oHa B 80 Mn ITaHCNa NoABepraldT MMAPOreHU3NPO-
BaHWIO B TeueHue 1 4 B npucytcTeink 0,8 r 10%-Horo
NanagneBoyronsHOro KaTanv3aropa, Co4epXaLLerc
50% BOAH, a Takxe CNenos CONAHOKMCNOro aTaHona
YKaszaHHylo cMeck UMETPYIOT Yepes cunukarents W
NpPW MNOHUKEHHOM AABMNEHWMA BHINAPWBAKT PACTBO-
pwTent [NoMMeHoBaHHLIA NPOAYKT KPUCTANMNIYIOT U3
CMECH aleToHa W AUW3CNPonunoBoro acwpa, a 3a-
TEM - U3 CMecH AUM3CNPONUNOROrC 3¢hUpa U M30NPo-
naHona B cooTHoweHuw 97 3 lonyyawTt 1.0 r npe-
AyKTa

Tnn 120,7-120,9°C

[oJo™ = +105,4° (c = 1, meTaHon)

MpumMep 7.

[3(R),3a(S),7(R)]-(+)-3-MeTokcumeTun-7-[4,4, 4-
TprdToR-3-rngporkcnbytokcun]-3,3a,4,5-TeTparngpo-
1H-okcazono [3,4-a]-XMHONWH-1-0H

71 [B(R),3a(S5)]-(+)-3-CTeHun-7-ru g pokcu-3,
3a,4,5-TeTparugpo-1H-okcasono[3,4-aJxMHon1H-1-0H

2,0 r (8,0 mM) [3(R),3a(S)]-(+)-3-aTeHun-7-me-
ToKCK-3,338,4,5-TeTparngpo-1H-okcasono(3,4-a]xvHo-
NuH-1-cHa (nonydYeHHoro Ha cragvn 8 lMNpumepa &)
obpabaTeiBaOT NpW YCMOBUAX, OMNWCAHHEIX B CTAAUW
9 MNpumepa 6 MNonydakot 1,9 1 npogykTa

[OL]D20 = +47,2° (c = 1, puMeTUn cynbbokcna)

72 [3(R),3a(8),7(R)]-(+)-3-O1eHun-7-[4,4,4-
TpucpTOop-3-rnapokcnbytokcu]-3,3a,4,5-TeTparnapo-
1H-okcaszono[3,4-a]JxMHONWH-1-0H

Pactesop 1,9 r (8,0 mM) [3(R)3a(S)]-(+)-3-
ITEHWN-7-TUA POKeK-3,3a,4,5-TeTparngpo-1H-okcaso-
no[3 4-ajxuHonuH-1-oHa B 26 MN ayeToHuTpuna n 10
MN aumetundropmaMuaa cbpabateearoT npu yonoe-
BHSX, ONWCaHHEX B cTaguu 10 Mpumepa 6 MNonydakeT
2,6 r npoayrTa

Tnn 143-145°C

[0o™ = +60,2° (¢ = 1, MeTaHon)

73 [3(R),3a(3),7 (R)]-(+)-3-O1eHun-7-[4,4,4-
TpwdTop-3-0eHaun-okcnbyToken]-3,3a,4, 5-TeTparng-
po-1H-okcasono(3,4-a]xMHONWH-1-0H

2,5 r (7,0 mM) [3(R),3a(S),7(R}]-(+)-3-aTeHun-
7-[4,4,4-Tpudprop-3-mgpokcnbyTokcun]-3,3a,4,5-TeTpa-
rugpo-1H-okcazono-[3,4-a]xnHonWH-1-oHa obpabaTh-
BAWT NPV YCINOBWAX, ONWUcaHHeX B ctagmu 11 Mpw-
mepa 6 Monywawr 3,0 r npogykra

Tnn 73-74°C

™ = +102,7° (c = 1, auxnopmeTar)
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74 [3(R),3a(S),7(R)]-(+)-3-TwapokcuMeTnn-7-
[4,4,4-TpudoTop-3-6enznnokcnByTorcin]-3,3a 4, 5-TeTpa-
rngpo-1H-okcasono[3,4-al-xmHonuH-1-oH

3,0 r (6,7 mM) [3(R),3a(8),7(R)]-(+)-3-atenwn-
7-[4,4,A-TpudpTop-3-beHavnokcubytorcn]-3,3a,4,5-TeT-
parngpo-1H-okcasono-[3,4-alxmHonuH-1-cHa  obpa-
BaThlBAlOT NpW YCMNOBMWSIX, OMWGCAHHEIX B cTagud 12
Mpumepa 6 Monyvatot 2,1 r npopykra

Tnn 107°C

(oo™ = +63,8° (¢ = 1, AUXIOpPMETaH)

75 [3(R)3a(8),7(R)]-(+)-3-MeTokcumMeTIN-7-
[4,4,4-TondTop-3-0eHannokcnbyTokcn]-3,3a.4,5-TeT-
paruf po-1H-okcazono[3,4-a]-xM HOMKUH-1-0H

Pacteop 2,1 r (4,7 mM) [3(R),3a(S),7(R)]-(+)-3-
Mg poKCWMeTUR-7 -[4,4 4-TpudTop-3-rng pokcubyToK-
cH]-3,3a,4 5-Tetparngpo-1H-okcasona[3,4-alxmHonns-
1-oHa B 30 mn Tonyona v 3 MmN guxnopmeTaHa obpa-
BaTblBAKCT NpU YCNOBWAX, OMNNCAHHBIX B cTafgud 13
MNpumepa 6 lNonyuyawT 1,8 r npofykTa B hopme Mac-
na

[0'«]020 = +64,8° (c = 1, guxnopmeTaH)

76 [3(R),3a(S), 7(R)]-(+)-3-MeTokcumeTun-7-
[4,4,4-TpudbTOp-3-ruapokcnbyTokcn]-3,3a,4,5-TeTpa-
rngpo-1H-okcasono[3,4-a]-xwHonwnH-1-oH

1,8 1 (3.9 mM) [3(R),3a(8),7(R)]-(+)-3-meToKCK-
meTun-7-[4,4 4-TpudTop-3-CeHannokcnbyTokcu]-3,3a,
4 S-teTparngpo-1H-okcazono[3,4-a]XxWHONUH-1-0HA
o6paBaThiBAT NPW YCMOBUAX, ONUCAHHEIX B CTAAWW
14 Mpumepa 6 MNonyqaeT 0,9 r npoaykTa

Tnn 1653-1655°C

[0]™ = +16,7° (¢ = 1, meTaHon)

Mpumep 8.

[3(R),3a(S), 7(R)]-(-)-3-MeTokcumeTn-7-[4,4,4-Tpy-
GTOR-3-rnapokcbyToKCK]-3 38,4, 5-TeTparngpo-1H-0k-
cazono[3,4-a] -XMHONUH-1-0H

81 2Smun R-(+)-8-MeTokcK-2-meTokcrKapbo-
HYN-1,2,3,4-TeTparng poxwHonuH-1-kapbokcunar

K 170 mn MeTaHona no kannAm gobaesn:AwT
21,8 mn (302 mM) TMOHKN XNoprga Npu TemnepaType
-40°C “epez 10 muH aobasnsaweT 168 r (60,4 mi)
atun  R-(+)-2-kapboken-6-metoken-1,2 2 4-TeTparu-
poxuUHONKH-1-kapborcwunara (NonyYeHHoro Ha cTagumn
6 Mpuwepa 6), NnepemelWNBAOT YKa3aHHYQ CMECE B
TeyeHve 3 u, Mo3BONAS el NpW ITCM HAIPeTeCH AC
TemnepaTypel 0°C, nocne 4yero BolNWBaKT ee B CMECHE
BOALI U NbAa W A0DABNAIT HAWATHIPHBIA CNUPT A0
HelTpanbHoro pH YKkasaHHyk CMeck IKCTParupyoT
3TN alUeTaTOM, COOTBETCTBYIOLYIC OpraHUYeckyro
da3y NpoMLIBAICOT BOAON, BLICYLLMEBAIOT Hag cynbda-
TOM HETPMA W BuinapwsawT pacreopuTens [lo-
nyyarT 18 r npoaykTa B dopme Macna

[odo™ = +52° {c = 1, AMXNOPMETaH)

82 Smn R-(+)-2-dkopmun-6-meTtokcn-1,2,3.4-
TETpPAarapoxHONWH-1-kapborcunaTt

18 r (0,061 M) stun R-{+)-6-MeTOKCU-2-METOK-
cukapbonun-1,2,3,4-teTparnapoxmHonuH-1-rap6ok-
cunata obpabaTLiBalT NpU YCNoBUAX, ONUCAHHLIX B
cragmu 7 MNpuwvepa 6 MonyyawT 11,6 r npogykra

[o]o™ = +67,9° (c = 1, gMxnopMeTaH)

83 [BR)3aR)-0)- n [3(8)3aR)]-(-)-3-3re-
HWN-7-MeToKeK-3,3a,4,5-TeTparmapo-1H-okcazon[3,4-
a]¥xUHOMWH-1-0H

11,5 r (43,6 mM) stun R-(+)-2-dopmun-6-
MeTokcu-1,2,3,4-TeTparngpoxuHon -1 -kapbokcunara
obpabaTbiBaloT Npw YCNoBWAX, ONWCAHHEIX B CTAAUN
3 Mpumepa 6 MNonyuawT 4,0 r [3(R),3a(R)]-coegmHe-
HWA

10

Tnn 80°C

[o)o” = -48,8° {c = 1, guxnopmeTaH)
U 2,2 r [3(S),3a(R)]-coegnHeruna

Tnn 140°C

[ = -39° (¢ = 1, puxnopmeTan)

84 [3(R), 3a(R)]-(-)-3-OT€HWN-7-THLPOKCKH-
3,3a,4 5-teTparugpo-1H-okcason  [3,4-a]xuHOMKUH-1-
OH

40 r (16 mM) [3(R),3a(R)]-(-)-3-sTeHnn-7-me-
TOKCK-3,3a 4,5 TeTpamapo-1H-okcazon[3 4-a]xvHonuH-
1-oHa oBpabaTeIBaOT NPY YCIOBMAX, CNWCAHHBIX B
cTagvu 9 I'IUpnnnepa 6 lMonyualoT 2,5 r npoaykTa

[OL]D2 = -45,2° (c = 1, gvveTnn cynbchokcug)

85 [B(R),3a(R),7R]-(-)-3-3renun-7-[4,4,4-tpn-
drop-3-rmgpercubyTokcu]-3,3a,4,5-teTparngpo-1H-
okcason[3,4-a]xnHonuH-1-0H

Pacteop 2,35 r (10 mM) [3(R),3a(R)]-(-}-3-
ITeHUN-7-TnApokeK-3,3a,4,5-TeTparngpo-1H-okcason
[3,4-a]xvHONKH-1-0Ha B 25 Mn aueToHWTpWNa u 10 MmN
AumeTundopMamufa obpabaThiBaloT NP YCNOBUAX,
onucaHHblx B cTagul 10 MNpumepa 6 MonydawT 2,571
npogykTa

Tnn 92°C

[or.]D20 =.31.4" (e = 1, auxnopMeTaH)

86 [3{R),3a(R),7(R)]-(+)-3-31eHun-7-[4,4,4-
TpudTop-3-6eHann-okcnbytokeu]-3,3a,4,5-TeTparua-
po-1H-okcason[3,4-alxuHonuH-1-0H

1,82 r (5,09 MM} [3(R},3a(R}, 7{R)]-(-}-3-5Teuun-
7-[4,4,4-pudpTop-3-runporcubytokeu]-3,3a,4,5-TeTpa-
ruapo-1H-okcazon-[3,4-a]xMHonuH-1-oHa  obpabarul-
BEKT NpW yCNoBuAX, onucarHelx B ctagun 11 Mpu-
mepa 6 MonyvaroT 2,1 r npoAgykTa B hopme mMacna

[oa]D?D = +28,9° (¢ = 1, AnxnopmMeTan)

87 [3(R),3a(R),7(R)]-(+)-3-Mapokcumerun-7-
[4,4,4-TpudbTop-3-DensnnokcubyTokcu]-3,3a,4,5-Tetpa-
ruapo-1H-okcason[ 3,4-a]-xmHonuH-1-0H

21 r (4,7 MM) [3(R),3a(R),7(R)]-(+)-3-aTeHun-
7-[4,4,4-pudprop-3-6eHaunokcnbytokcu]-3,3a,4,5-Ter-
parnapo-1H-okcason-[3,4-alxmHonwnH-1-oHa obpa-
GartuBaoT NpPW YCrNOBMAX, OMUCEHHBIX B CcTagun 12
Mpumepa € MNonyuarot 1,4 1 npogykTa

Tnn 110°C

[l = +15,5° (c = 1, anxnopmeTtan)

88 [3(R),3a(R),7(R)]-{(+)-3-MeTokcumeTnN-7-
[4,4,4-Tpudprop-3-6ensvnokcubyTokcu]-3,3a,4,5-TeTpa-
ruapo-1H-okcason[3 4-a]-xuHonuH-1-oH

1.4 1 (3,1 mM) [3(R),3a(R),7(R)]-(+}-3-rugpok-
cumeTwn-7-[4,4, 4-TpudTop-3-6eHannokcnbyTokcu]-3,
3a,4 5-teTparmapo-1H-ckcason[3,4-a]xu HonwH-1-oHa
OBpabaTeiBaloT NpU YCNOBUAX, OMUCAHHLIX B CTAAUM
13 Mpumepa 6 MMonydawor 1,0 r npoaykra B BUAS
Mmacna

[oc]DQU = +15,8° (c = 1, gvxnopmMeTaH)

89 [3(R),3a(R),7(R)]-{-)-3-MeTokcumeTUn-7-
[4.4,4-TpudTop-3-rugpokcnbyTokcu]-3,3a,4,5-TeTpa-
rnapo-1H-okcason[3,4-a]xMHonH-1-oH

1,0 r (2,2 mi) [3(R),3a(R), 7 (R)]-(+)-3-meToKCH-
meTun-7-[4,4,4-Tpudrop-3-6eH3unokcubyTorcu]-3,3a,
4,5-teTparnapo-1H-okcason[3,4-a]xuHonunH-1-oHa of-
pabaTbiealoT NpU YCroBHAX, ONWCaHHEIX B cTajgun 14
Mpuvepa 6 Boinapue pacTsopuTenb NpW MOHWXEH-
HOM JaBneHWn v Nposedd Xpomatcerpadpmio Ha cw-
NUKArenbHOM KOMCHKE, 3MMHOUWA CMEChD LVKIoreKkca-
Ha W 3TWN aUeTaTa B COOTHOWeEHWW 1 1, nonyuaT
0,65 r npogykTa

Tnn 90°C

[oc]DQU =-35,6" (c = 1, meTaHom)
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Mpumep 9.

[3(S),3a{R), 7 (R)]-(*)-3-MeTtokcumeTun-7-[4 4,4-
TpudgTop-3-rugpokcnbyrokcu]-3,3a,4,5-TeTparngpo-
1H-okcazono[3,4-a)-xuHonuH-1-aH

91 [3(8),3a(R)]-(-)-3-OTeHnn-7-rmapokcu-3,3a,
4 S-TeTparufpo-1H-okcason [3,4-a]xMHONKWH-1-CH

2.2 r (9,0 mM) [3(5),3a(R)]-3-aTeHUn-7-MeToK-
cu-3,3a,4,5-tetparngpo-1H-okcazono[3,4-a)xu HonwH-
1-oHa (nonyveHHoro Ha ctaguu 3 MNpumepa 8) obpa-
BarTbiBaloT Mpw yCnoBWAX, ONMUCAHHBIX B cTagun 9
Mpumepa 6 MonyyaroT 1,8 rnpogykTa

[or.]D20 =-50,8° (c = 1, pumeTHn cyntokcun)

92 [3(5),3a(R).7(R)]-()-3-Crenun-7-[4,4,4-Tpu-
thTop-3-ru fipokcubyTokcu]-3,3a,4, 5-TeTparuapo-1H-
okcazon[3,4-a]XMHONWH-1-0H

1,7 1 (7.5 M) [3(3),3a(R)]-{-)-3-sTeHun-7-rng-
pokem-3,3a,4,5-TeTpammg po-1H-orcason(3, 4-a]xuHonnH-
1-oHa oDpabaTeiBakT NPW YCMOBWAX, ONWCAHHBIX B
cragun 10 Mpumepa 6 [Mocne KpuCTaNMW3aUMKA W3
AnsTnosoro acgpupa nonydawT 1,8 r npoaykra

Tnn 145°C

[o]o™ = -16,4° (c = 1, meTaHon)

93 [3(S),3a(R), 7(R)]-(+)-3-31enun-7-[4,4,4-
TpudTop-3-6eHavnokcubyTokcun]-3,3a,4, 5-Tetparugpo-
1H-okcaszon[ 3,4-a)xMHonwH-1-oH

1,77 r (4,95 MM) [3(R),3a(R),7(R)]-(-)-3-areHwn-
7-[4.4.4-TpucpbTop-3-rnapokcnbyTokcu]-3, 3a,4,5-TeTpa-
rufpo-1H-okcazon-[3,4-a]xMHoNUH-1-0Ha obpabaThl-
BAKOT MPU YCMNOBUAX, ONUCAHHHX B cTagul 11 lMpu-
Mepa 6 lNocne c4MCTEM C NOMOLWEK XpoMaTorpadun
Ha CUNWKarensHOW KOMOHKE, 3MoUMA GMEChK LUKNo-
rekcagHa W xnopocgpopma B COCTHOWEHWMK 19, no-
nyuawT 2.0 r npoaykTa

(oo™ = +42,7° (¢ = 1, AUXNOPMETaH)

94 [3(8),3a(R),7(R)]-(+)-3-TnapokcumeTn-7-
[4,4,4-TpucpTop-3-BeHannokcnbyToken]-3,3a,4, 5-TeT-
parufpo-1H-okcason[3,4-a]-xM HONKWH-1-0H

1,9 r (4,2 mM) [3(8),3a(R),7(R)]-(+)-3-sTeHnn-
7-[4,4,4-TpudTop-3-6eHannokcubyTokcwn]-3,3a,4,5-TeT-
parngpo-1H-okcazon-[3,4-alxwHonwH-1-oHa obpala-
ToIBAOT NPV YCNOBWAX, ONMCaHHBIX B cTaguy 12 Mpwu-
mepa 6 CKOHUEHTPUPOBAB COOTRETCTBYHOLLYIO Opra-
HU4eckyl hasy npW NOHUMEHHOM [JaBNEeHWW, No-
nydatoT 1,7 r npogykra

Tnn 98°C

[c:v,]D20 = +69,5° (c = 1, puxnopmMeTaH)

95 [3(5),3a(R), 7{R)]-(+)-3-MeTokcumMeTIN-7-
[4,4,4-TpndbTop-3-6ensnnokcnbyTtoKkeun]-3,3a,4,5-TeT-
parngpo-1H-okcazon[3,4-a]-xuHonwH-1-0H

1,88 r (3,72 mM) [3(5),3a(R), 7(R)]-{+)-3-rma-
pokcumeTun-7-[4,4,4-Tpudprop-3-6eH3nnokc b yTokcH]-
3,38,4,5-Tetparnapo-1H-okcason([3,4-axMHonvH-1-cHa
obpabaTLiBalT NPW YCNOBUAX, ONWCAHHBIX B CTaAWNK
13 Mpwvepa 6 C noMoWs XpoMaTorpadum Ha cu-
AWKarensHOR KONOHKE, BNIOUMA CMEchld LMKNorekca-
Ha W 3TWN aueTata B COOTHoWeHWW & 4, nonydarTt
1,35 r npogykra & cbopme Macna

[0'«]020 = +61,6° (c = 1, guxnopmeTaH)

96 [3(8),3a(R), 7(R)]-(+)-3-MeToKCUMeTN-7-
[4,4,4-TpudbTop-3-rMg pokcnbyTokew]-3,3a,4, 5-TeTpa-
rmapo-1H-ckcazon[3,4-a]-xMHONWH-1-0H

1,28 r (2,77 MM) [3(S),3a(R),7(R)]-(+)-3-meTok-
cumeTun-7-[4,4.4-TpupTop-3-BeH3NNOKCUBYTOKCH]-3,
3a,4,5-rerparngpo-1H-okcason[3,4-a]xmHonuH-1-cHa
obpabaTLiBalT NPW YCNOBUAX, ONWCAHHBIX B CTaAWNK
14 Mpumepa 6 MNonyvarot 0,33 1 npogykTa

11

Tnn 103,8-103,8°C

[odo™ = +49,1° (¢ = 1, meTaHon)

MNpumep 10.

7(R)-(4,4,4-TpudTop-3-ruaporcubytorcn)-3,3a,
4 S-tetparnapo-1H-okcasono[3,4-almHonuH-1-oH

101 7-MeTokcm-3,3a,4,5-TeTparngpo-1H-okca-
3ono[3,4-alxmHonnH-1-oH

K pacteopy 10,9 r (41,4 mM) atun 2-cbopmun-
G-meToken-1,2, 3, 4-TeTparnpoxvHonuH-1-kapbokcuna-
Ta B 100 mMn MeTaHona, OXNaX[eHHoOMY FO Temne-
patypel 0°C, no vactam gobaenswT 2,2 r (41,4 MM)
Goporvapvaa kanvs  YkasadHHyw cpeay nepeme-
WHMBAKT B TeyeHue 1 4, Nocne Yero NogseprarwT rma-
ponuay, pasbaBnAlT BOAOW WM 2KCTPArMpyOT AWa-
TUNOBEIM acuUpoM 3aTeM COCTBETCTBYHOLYIO opra-
HWJeckylo hasy NPOMEIBAKT BOAOH W BHICYLUIUBAT
HaA cynbETOM HETPWA, & PacTBOPUTENE BLINApH-
BAKOT MPWU NOHWKEHHOM JaBneruy Boigenennoe npw
3TOM Macno BHOBb pacTBopAkT B 90 mn Tonyona,
HarpealoT cBpasoBaABLIWACA PacTBOR AO TEMNEPATY-
pel pednerMaunn, 4Tobel yganuTe cnefel BOAL!, W
ABaBNAIT KaranuTudeckoe Konwdecteo 10%-Horo
METOKCHEA HETPUA B METAHONE MNpM TEeMNepaType
90°C [Ons yaanenus oBpasOBABLIErOCH 3ITAHONA
YKa3aHHYK CMECEk BHOBb HArpeEBaIoT A0 TEMNEPaTYpPhl
Aedrermayuy, Nocne Yero BHMNAPUBAKT pPaCTBO-
pyTene lMonydYeHHsd ocTaTok oTEBWMpaloT B 3TWN aye-
TaT, NPOMbIBaOT BOAQH, Nocne 4Yerc GOOTBETCTEBYIO-
WY opraHndeckylo ¢oaay BHICYLWWMBAKT Hag Ccynudba-
TOM HaTPUS M KOHLEHT PUPYIOT NPU NOHUKEHHOM A3B-
neHuu [locne xpomaTtorpaddid Ha CUNUKarenbHOW
KONOHKe, 3MIUHA CMECBIO refTaHa U 3TUN ayeTaTa B
cooTHoweHun 4 1, nonydatot 5,0 r npoaykra

Tnn 99°C

102  7-Twppoken-3,3a,4,5-TeTparngpo-1H-ok-
cazono[3,4-a] XU HONMWH-T1-0H

K pacteopy 46 r (21 mM) sTun 7-MeTOKCK-
3,3a,4,5-tetparngpo-1H-okcason[3,4-alxmHonnH-1-oHa
B 50 MN AUXNOPMETaHA NO KannAM gobaenaloT 4 mn
{42 mM) TpMOpomupa Dopa npuw Temnepatype 0°C
Yepesz 1 u yKasaHHYIO cpeay NOABEPraloT ruaponuay,
A0BaBNAA BOAHEIA HAWATHIPHEIA CNUPT AC HeRTpank-
Horo pH T[locne storo oTdwnsTpoemBakT obpa-
30BEBLUIMWCA OCEA0K W BHICYLUMBEKT €ro B BaKyyMe
Monyyarot 3,1 r npopykTa

Tnn =>260°C

103 7-(R)-(4,4,4-Tpudmop-2-ruf] pOKCUBYTOK-
cn})-3,33,4,5-Tetparnapo-1H-okcasono[3,4-a]xMHomMWH-
1-oH

K pacteopy 2,0 r (9,7 MM} 7-rugporcw-3,3a,4,5-
TeTparnapo-1H-okcazono[3,4-alxvHonmy-1-ona B 10
Mn aueToHuTpwna u 10 Mn gumetundopmamMuia Ao-
Baenawor 4,3 1 (15 MM) 3-(R)-rugpokcu-4,4,4-Tpudp-
TopByTyn To3unara v 4,0 r (29 MM) kapboHaTa Ka-
nuA YkasaHHylo CMeCh NEPEMENBAlOT B TedeHue 4
u npwn Temneparype 90°C, nocne Jverc pazbaBnanT
STHMN AUETATOM W NPOMbIBAKST BOAOA COOTBETCTBYIO-
LWy opraHndeckyd ¢asy BHICYLLUBAKOT Haj cynbda-
TOM HaTPHMS ¥ BLINAPMBAKT NPU NOHUXKEHHOM Aasne-
HiKM BblgeneHHoe npu 2TOoM Macno odMLWEKT ¢ no-
MOLWBIO XpomaTorpadvi HA CUNMKArENIbHON KONOHKE,
BNUMA CMECHIO TEMTaHa M 3TWN aueTtaTa B COOTHO-
weHuy 41, B peayneTate Yyero nonydarT 1.9 r npo-
aykra Tnn 188°C

Mpumep 11.

S-(+)-7-(4 4 4-TpudropbyTokcK)-3,3a,4,5-TeTpa-
rmapo-1H-okcazono[3, 4-alxvHonuH-1-0H
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111 5-(+)-7-MeToKcu-2,3a,4,5-TeTparnapo-
1H-okcazono[3,4-a]xu HonwH-1-0H

K pacteopy 8,0 r (27 mM) sTun S-{-)-8-meToK-
cH-2-MeTokcKKkapbonun-1,2,3, 4-TeTparngpoXnHONMUH-
1-kapBokcunara (nonydyeHHoro Ha ctaguw B Mpumepa
6) 8 80 Mn aurnuma no YyactamM aobaensweT 0,90 r (41
mM) Boporuapnaa NUTUA YkasaHHylo cpejy nepeme-
WKBAKT B TeHeHWe 3 4 npu Temneparype S0°C, noc-
fe Yero BoiNMUBAICT B BOAY W IKCTPArMpyoT 3TUN aye-
TaToM 0CpasoBaBWWiAcA npogykt CoOTBETCTBYO-
LY opraHnyeckyo (oasy BHICYLUIMBRICT Hag cyrnbda-
TOM HATPWUA W KOHLEHTPUPYIOT NPWU NOHUXEHHOM AaB-
MeHWU, a BEJEeNeHHbIW OCTaTOK PacTHRalT B NETpo-
nerWHoM adnpe, cogepxawem Hebonbloe KonudecT-
BO w3onponunoeora cnupTa Monyyator 4 4 1 npoayk-
T8

Tan 112°C

[w)o™ = +63,7° (¢ = 1, AMXNOPMETAH)

B cootBeTCTBUM ¢ yKasaHHBIM cnocobom, uc-
none3ya B KAuecTBE WUCXCAHOro BellecTea aTun R-
{+)-6-MeToKcK-2-meTokckapboHun-1,2,3,4-TeTparug-
poxuHonuH-1-kapbokcunat, nonyvator R-(-)-7-meToK-
cu-3,3a,4,5-TeTparngpo-1H-okcazono[3,4-a)xu HonwH-
1-cH

Tan 110°C

[ 0’ =-40,1° {c =1, pmxnopMmeTaH)

112  S-(+)-7-Twppokcu-3,3a,4,5-TeTparngpo-
1H-okcazono[3,4-a]-XUHONWH-T1-0H

K pacteopy 4,3 r (20 mM) aTun 8-(+)-7-meToK-
cu-3,3a,4,5-Tetparmgpo-1H-ckcason(3, 4-alxvHonwH-1-
oHa B 40 MnN AUXNOpMETaHa, OXNax[eHHOMY A0 TeM-
nepatypul 0°C, no kannam gobasnawTt 39 mn (39 mM)
1M pacTeOopa TpubpoMuia Gopa B AWXNOpPMETaHE
npu Temnepatype 0°C YrazaHHylo cpeny nepeme-
LWKBAKT B Te4eHWe 1 4, N03BONAS NPU STOM NOAHATE-
cA TemnepaType, nocne uYero gobasnswT BoAHLIA
PacTBOR aMMWaka AC HelTpaneHoro pH, oTduneTRo-
BbiBAKT ODPA30BABWWICA NPW 3TOM OCAA0K W Bhi-
cywusatoT erc lNonyyawot 3,0 r npoaykTa

Tnn = 250°C

[0'«]020 =+51,4° (c = 1, gUMeTuN cynbgokeng)

B cOOTBETCTBUM G yKa3aHHEIM cnocobom, uo-
none3ysa B Ka4ecTBe NCXOF HOMo BelecTea R-{-)-7-me-
TokcK-3,34a,4,5-TeTparngpo-1H-okcasono[3, 4-a]xuHo-
nwH-1-oH, nonyvawr R-(-)-7- rugpokcn-3,3a,4,5-TeT-
parngpo-1H-okcazono(3,4-aJxMHonH-1-0H

Tnn =>250°C

[0-]020 = -46° {c = 1, pumeTun cynbgorcna)

113  S-(+)-7-(4,4,4-TpwdTopbyToKcK)-3,3a.4,
5-TeTparuapc-1H-okcazono[3,4-a]xUHONWH-T1-0H

K pacteopy 1,9 r (8,3 mM) S-(+)-7-rugpoKcu-
3,38,4,5-TeTparngpo-1H-okcazono(3,4-a]xvHonwH-1-
oHa B cmeck 10 mn guMeTnndopmamvuga u 40 wn
ayetoHuTpuna gobasnAarwT 2,7 r (13 mM) 1-Cpom-
4.4 A-tpucbTopbyTara w 2,6 r (18 mM) kapboHaTa Ka-
nwa YKasaHHYo CMECh BEIAEPMMBAKT B Te4eHwe 3 4
npu Temnepatype 90°C, nocne uvero pasbasnswT
9TUN aleTaToM W npoMeleaeT Bogol CooTseTcTBylo-
LY opraHnyeckyo (oasy BHICYLUIMBRICT Hag cyrnbda-
TOM HATPWUA W KOHLEHTPUPYIOT NPWU NOHUXEHHOM AaB-
AeHWd, a BbIJeneHHBId OCTATOK MOABEpralT Xpo-
maTorpadli Ha CUNMKarenkbHOW KOMOHKE, anwuwa
awxnopweTaHom, cogeprawim 0,5% meraHona [Mo-
Cne nepekpucTaniMsaynn na WaonpennrosBore cnup-
Ta nonydyarT 2,1 r npogykra

Tnn 121,3-121,4°C

[a)o™ = +33,8° (¢ = 1, AMXNOPMETEH)

12

Meumep 12,

Lnc-(+)-3-cbeHun-7-(4,4,4-TpudTopbyToKcH)-3,
3a,4,5-TeTparugpo-1H-okcasono[3,4-aJxMHoN1H-1-0H

121 Umc- w TpaHc-(+)-7-meToken-3-cbeHun-
3.3a,4,5-TeTparngpo-1H-okcazono[ 3, 4-a]xMHONWH-1-0H

KMcnonesya B KayeCTBE WCXOAHLIX BellecTs
pactecp aTUN  2-hopmun-B-meTokcu-1,2,3 4-TeTpa-
rMAPOXMHONWH-1-kapBokcMnaTa B METaHOMe, OXNa-
AeHHBA fo TemnepaTtypu 0°C, a Take 6pomng de-
HWNMarHus, obpabaruiBalT yKasaHHBIE pPeareHTHl
MPK YCNOBWAX, CXOA4HbIX C OMUCEHHBIMKA B CTagnu 1
Mpumepa 1, ¢ NONYYEHWEM COOTBETCTRYHOLWMUX LWC-
nponasofHoro, Tnn  99°C, u TPaHC-NPOM3BOLHOID,
Tnn 126°C

122 Lne-(+)-7-rngpokcu-3-cenun-3,3a,4 5-
TeTparnapo-1H-okcazono [3,4-alxwHonuH-1-oH

KMcnonesya B KauyecTBe WCXOAHOIC BeLEcTBA
ywnc-(+)-7-metokcu-3-cbeHurn-3,3a,4 S-tetparngpo-1H-
okcazono[3,4-aJxuHonvH-1-oH, KkoTopuil obpabaTth-
BAIOT NpWU YCNOBWAX, ONWGaHHLIX B cTagun 2 [pn-
Mepa 1, nonyd4awT Uuc-(+]}-7-THgPOoKCH-3-thenun-
3,23,4 5-TeTparmapo-1H-ckcasono[3,4-a] xMHonWH-1-0H

Tnn 242°C

Mcnonesys B Ka4ecTBe MGXOOHOMD BELEecTBa
TpaHc-(+)-7-meTokcK-3-beHun-3, 3a, 4, 5-TteTparng po-
1H-okcazono[3,4-alxMHonuH-1-oH, NoNy4yaKT TpaHc-
{(H)-7-rngpokcu-3-chernn-3,3a 4, 5-tetparngpo-1H-ok-
cazono[3,4-a] XU HONWH-T1-0H

Tnn 216°C

12 3 Uwnc-{+)-3-peHnn-7-(4,4 4-TpudTopbyTok-
cn)-3,3a, 4 5-tetparugpo-1H-okcasonao[3,4-alxmHonnk-
1-0H

K pacteopy 0,65 r (2,23 mM) yne-(+)-7-ruapok-
cn-3-cpeHnn-3,3a,4,5-reTparngpo-1H-okcazono[3,4-a]
XUHOMWH-1-oHa B 15 Mn gumetundopmaMnga gobas-
naT 0,66 1 (3.5 M) 1-Bpom-4,4,4-TpudsTopEyTaHa w1
0,64 r (4,6 mM) kapboHaTa kanusa YrkazanHy cveck
BbIlepXUBAIOT B TeUeHue 4 4 npu TemnepaType S0°C,
nocne 4ero pasbaBnAT BTUR AUETATOM W Npo-
MEIBAKOT BOFOW 3areM COCTEBETCTBYWOLLYIO Opra-
HWyeckyla ¢hasy BbICYWHMBAKT HAJ cynbhaToM HaT-
PV 1 KOHLUEHTPURYIOT MPW NOHUKEHHOM AABINEHNH, @
BEIAENEHHBIA OCTATOK NOABERIAT XPOoMETOrpadum
Ha CHMKarenbHOR KONOHKE, BNKLUA LMKIOrekGaHoM,
cofepxawum 20% atun auetaTta lMocne pacTupaHun
B AuMsonponunoeom scupe nonydvatot 0,60 r npoayk-
Ta

Tnn 129,5°C

Meumep 13.

Unc-(+)-3-meTun-7-(4,4,4-TpndbTopByTOKCH)-3,
3a,4,5-TeTparugpo-1H-okcasono[3,4-aJxMHoN1H-1-0H

131 Uue-(+)-7-meTokcu-3-wetun-3,3a,4,5-teT-
parngpo-1H-ckcazono[3, 4-alxmHonuH-1-0H

KMcnonesya B KayeCTBE WCXOAHLIX BellecTs
pactecp aTUN  2-hopmun-B-meTokcu-1,2,3 4-TeTpa-
rMapoXMHONKH-1-kapbokcunaTa B FUITUNOBOM 3hu-
pe, oxnaigeHHeAd ao TemnepaTtypol 0°C, a Takke
Opomug wmetwmnmardna, obpabaTwBaweT ykazaHHoe
peareHThl Npv YCNOBWAX, CXCAHBIX C ONWCAHHBIMK B
cragnd 1 lNpuMepa 1, ¢ NoNyyeHWeM COOTBETCTRYHO-
wero ywc-npownssogHoro, Tnn  138-139°C, n TpaHc-
npowssogHoro, T NN 122-123°C

132 Uuc-(+)-7-rugpokcu-3-Metun-3,3a,4 5-
TeTparnapo-1H-okcazono[3,4-alxvHonmH-1-oH

KMcnonesya B KauyecTBe WCXOAHOIC BeLEcTBA
ywnc-(1)-7-meTokeu-3-metun-3,3a,4,5-retparugpo-1H-
okcazono[3,4-aJxuHonvH-1-oH, KkoTopuil obpabaTth-
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BAKT MpW YCMOBMSX, OMNUCAHHBLIX B cTaguu 2 lpu-
Mepa 1, nonyqakT yuc-(+)-7-TMapoKCW-3-MeTun-
3,3a,4 5-teTpamppo-1H-okcazono[3, 4-a]xu HonwH-1-0H

Tnn 258-259°C

Mcnoneaya B KaYecTBe WCXO4HOMO BELLECTBA
TpaHc-(1)-7-MeToken-3-meTn-3,3a,4, 5-TeTparua po-1H-
oKca3ono[3,4-a]xHoNKMH-1-0H, NoNy4yakT TpaHc-(+)-
7-rngpokcu-3-metnn-3,3a,4,5-TeTparn gpo-1H-okcaszo-
no[3,4-a]xmHonuH-1-0H

Tnn 240-241°C

133 Uwnc-(+)-3-metun-7-(4,4,4-TpudpTopbyToK-
cu)-3,3a, 4 5-TeTparnapo-1H-ockcasono[3, 4-a] XMHOMKH-
1-oH

K pacteopy 0,70 r (3,2 MM} yuc-(+)-7-ruapor-
cu-3-MeTn-3,3a,4,5-TeTparngpo-1H-okcasono[3,4-a]-
XWHONWH-1-0H2 B 15 MmN gumetTundopmamnga gobae-
naeT 0,90 r (4,8 mM) 1-6pom-4 4, 4-TpucTopbyTaHa u
0,90 r {6,4 MM) kapBoHaTa Kanua YKasaHHyH CMechk
BHIAEPHMBAKT NpU TemnepaTtype 90°C B TedeHne 4 u,
nocrie uyero pasbaBnAlT STWA auyeTatoMm W npo-
MBIBAKT BOAOA 3arem COOTBETCTBYRILYK opra-
HUUeckyl ¢asy BHICYLUMBAKT HaJ CyNehaToOM HAT-
PUA N KOHLUEHTPUPYICT NPW NOHUXEHHOM AaBMNEeHWH, A
BBIfEMEHHE 0CTaToK nogeepratorT xpoMaTorpadum
Ha GWNUKArensbHOM KOMOHKE, SMOUMUA LW KNOTeKSaHoM,
cogepxawum 20% 3Tvn ayetaTta ocne pacTupaHva
B AMK3CcNponunoBomM advpe nonyvateT 0,80 r npogyk-
T2

Tnn 79,1-79,2°C

MNpumep 14, [30,3aB.7(R)]-3-I1wn-7-[4,4,4-
TpudTop-3-ruaporcudytokcu]-2 3a,4,5-TeTpamypo-1H-
okcazono[3,4-a]xnHornuH-1-oH

086 r (2,4 mM) [Bo,3ap7(R)-3-3renHvn-7-
[4,4,4-TpucbTop-3-ra pokcubyToken]-3,3a,.4,5-TeTpa-
rugpo-1H-okcaszono[3,4-alxMHonNuH-1-oHa  (Nony4eH-
Horo B [Npumepe 1) nopgeepraloT rMaPQreHMpPoOBaHNID
B TedeHve 3 y 8 20 mn meTaHona B npucyTcTeumn 0,2 1
5%-Horo nannagveBo-yronbHOrO Karanwsaropa, co-
Aepxaulero 50% eofbl 3aTem YKA3AHHYHO CMech
PUNBTPYIOT M KOHUEHTPURYIOT NPU NOHUKEHHOM AaB-
AeHWn Ao cyxoro cocTosHnA Obpajosaslieeca Mpy
9TOM Macno QYWILAKT ¢ NoMOoLblo XpoMmaTorpadum
HA CWIMKArenoHOW KOMOHKE, JMoUMA CMECLID [WX-
MOPMETAHA U MeTaHoMa B COCTHOWEHWY 95 5, a Tak-
Ke G NOMOLWBK KPWSTANMNWIALUUWM U3 AMW3ONPONUNo-
Boro apupa, B pesynerate udero nonydawTt 0,47 r
npagykra

Tnn 120-131°C

Mpumep 15.

[3(S),3a(S3), 7(3)]-3-MetorcumeTun-7-[4,4,4-Tpu-
Top-3-rugpokcnbytokcn]-3,3a,4 S-teTparmgpo-1H-
okcazono[3,4-alxvwHonuH-1-0H

151 [3(9),3a(5)]-(+)-7-beHavunoKkcK-3-3TeHwnN-
3,3a,4 5-teTparuapo-1H-okcason[3,4-a]xWHONKUH-1-0H

llcnonkaysn B KadecTBe WCXOQHOTO BeLLecTEa
[3(5),3a(S)]-(+)-3-3TenHun-7-rngpokcu-3,3a, 4, 5-TeTpa-
rngpo-1H-ockcasono[3,4-axmHonun-1-on  (nonyJeH-
HEeW Ha cTaguy 9 Mpumepa 6), koTopblid oCpabaTsi-
BAKOT NpW YCMNOBWSAX, ONWCAHHBLIX B cTtagnd 1 Tpu-
vepa S, nonydvawT [3(S),3a(S)]-(+)-7-6eH3unokcn-3-
aTeHun-3,3a,4,5-teTparngpo-1H-ockcazon[3,4-a]xuHo-
nuH-1-oH

Tnn 85-90°C

(oo™ = +71,1° (¢ = 1, AUXNOpMETaH)

B cooTBeTCTBUM ¢ yKasaHHBIM cnocobom, no-
NyYaKT CNegyouMe coeguHeHua

13

- [3(5),3a(R)]-(-)-7-beHsunokcKn-3-3TeHun-3,3a,
4 S-tetparnapo-1H-ckcason[3,4-a]xuHonnH-1-oH

Tnn 102°C

[ogp™ = -45,2°

- [3(R),3a(8)]-(+)-7-BeHaunokcu-3-sTeHnn-3,3a,
4 S-veTparnapo-1H-ockcason([3,4-a]xuHonwnH-1-oH

Tnn 98°C

[0]o® = +45,7°

- [3(R},3a(R)]-(-)-7-BeHaunokcu-3-sTeHnn-3,3a,
4 S-veTparnapo-1H-ockcason([3,4-a]xuHonwnH-1-oH

Tnn 84°C

[ap™ = -62,1°

152 [3(8),3a(S)]-(+)-7-EeH3annokcn-3-rugpok-
cumeTnn-3,3a,4,5-TteTparngpo-1H-ckcason[3, 4-alxu-
HONWH-1-0H

Mcnonesya B Ka4ecTBe WCXOAHOMC BelecTsa
CoSAUHEHWE, MONYYEHHOE Ha NpefbligyWwen cragun,
obpabaTeiBaloT ero NPM YCNoBWAX, ONUCEHHLIX B CTa-
awn 2 Mpumepa 5, ¢ nonydernem [3(5),3a(S)]-(+)-7-
BeH3NNoKCK-3-rmapoKcumMeTun-3,3a,4, 5-teTparujpo-
1H-okcaszon[3,4-alxvHonuH-1-oHa

Tnn 120-140°C

[OL]D20 = +73,8° (c = 1, aymeTnn cynedorcug)

Mcnonesya ToT ¥e cnocob, nonyualoT cnegyio-
WHe CoegUHEHNA

- [3(8),3a(R)]-(-)-7-Benznnokcu-3-rugporcumve-
TVN-3,3a,4,5-TeTparng po-1H-okcazon[3,4-alxMHonuH-1 -
OH B hopMe CMOonk

[a]DEO - _4’20

- [3(R), 3a(S)]-(+)-7-BeH3nnokcK-3-rna pokcrme-
TUN-3,3a,4 5-TeTparnapo-1H-okcason[3,4-a]x1 HOMWH-
1-0H

Tnn 138-140°C

[GL]DZU = +4,80

- [3(R),3a(R)]-{-}-7-BeHannokcu-3-rugporcme-
T1Un-3,33,4,5-Terparmgpo-1H-okcazon[3,4-a]xuHonNwH-
1-oH B ¢ogme CMOnk

[0n™ = -54,6°

153 [3(S),3a(S)]-(+)-7-BeHannokcu-3-meTok-
cumeTun-3,3a,4,5-terparnape-1H-okcasono[3,4-a]xu-
HOIMKWH-1-CH

K pacTeopy 1,7 r (0,052 M) [3(S),3a(S)1-(+)-7-
BeH3NNoKCK-3-rmapoKcumMeTun-3,3a,4, 5-teTparujpo-
1H-okcaszono[3,4-a]xuHonuH-1-oHa B 100 Mn Tonyona
n 100 mn guxnopMeTada gobasnawT 0,17 r (0,005 M)
TETpaMeTuNamMmoHniA Gpomnga, satem - 3,0 mn gw-
METVN cynbara v HakoHey - pacteop 1,7 r (0,041
M) ruapokcupa HaTpua B8 1,7 MN BOAK YKa3aHHYO
CMeck nepemeWwneaoT B TedeHwe 1 4 30 MuH, nocne
yero pa36aBnAlcT 3TUN ayeTaTtoM 3aTem oTRenswT
COOTBETCTBYIOLYID  OpraHudeckyto dpasy, npo-
MBIBAIOT €€ BOAOW, BLICYWMWBAKT Hajg Cynodarom
HaTpUa W BLINAPUBAKT PacTBOPUTENb NPWY NOHWKEH-
HOM AaBneHun C nomMowek xpomaTorpadi Ha CU-
NUKArenkesHoW KONMOHKE, 3NOUMA CMECER LMKNoreKca-
H& W 3TWUN aueTaTa B COOTHOWEHWW 3 2 nonydyarwTr
1.2 r npoaykra

Tnn 118-120°C

[odo™ = +76,7° (c = 1, AMxNopMeTaH)

B COOTBETCTBUW ¢ yKasaHHbIM cnocobom, no-
My4akoT crnegytole coefuHeHns
[3(5),3a(R)]-{-)-7-BeH3nnokcH-3-MeToKCMe-
T1Un-3,38,4,5-Terparngpo-1H-okcazon[3,4-alxmHoNWH-
1-0H
Tnn 99°C
[a]DEO - _2’20
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- [3(R},3a(5)]-(+)- 7-beHannokcu-3-MeTokCuMe-
TUn-3,3a 4,5-TeTparngpo-1H-ockcazon[3,4-a]xuHONWH-
1-cH

Tnn 96-98°C

[a)p™ = +1,1°

- [3(R),3a(R)]-(-)-7-BeH3nnokcH-3-MeTOKCHME-
Tn-3,3a 4,5-TeTparnapo-1H-okcason([3,4-a)xuHonuH-
1-CH

Tnn 122°C

[)p™ = -74°

154 [3(8), 3a(8)]-(H)-7-MTvapokcu-3-meTokcu-
mMeTun-3,3a,4,5-teTparugpc-1H-okcasono[3,4-a]xu Ho-
NnH-1-0H

Pacteop 1,2 r (0,0035 M) [3(S),3a(S))-(+)-7-
BeHsunokcK-3-meTokcumetnn-3,3a,4,5-TeTparngpo-
1H-okcazono-[3,4-al-xMHONMKWH-1-0Ha B Te4eHWe S u
NOAREPralT rMApOreHn3npoBaHntd B S0 MN MeTaHo-
na u 40 Mn TeTparugpodypaHa Npy MNOBbILWEHHOM
AaBNeHUW U oKpyXaloweld TemnepaType, B NPUCYTCT-
Bk 0,25 r 10%-Horo nannagueBo-yronsHoro KaTanu-
3aTopa, cogepawerc 50% sogbl 3aTeM YKa3aHHYO
CMECh (CUNbTPYT Yepes CUIMKarenb W BuiNapuBareT
pacTeOpMTErnb MNpU MOHUXEHHOM AaBneHun [lo-
nydawT 0,9 r npogykra

Tnn 172-176°C

[0'«]020 = +99° (c = 1, guMeTnN cynbboKeKHA)

B COOTBETCTBUM C yKa3aHHHM cnocoboMm, no-
Ny4aloT crnegyrwne coegnHeHNA

- [3(5),3a(R)]-(+)-7-Tn g pOKCH-3-METOKCHMMETHN-
3,3a,4,5-TeTparngpo-1H-okcazon[3, 4-alxMHoNuH-1-0H

Tnn 170°C

(oo™ = +11,1°

- [3(R),3a(S)]-(-)-7-Tn A pOKCH-3-METOKCHMIMETHN-
3,3a,4,5-TeTparuapo-1H-okcason[ 3, 4-a]XWHONUH-1-0H

Tnn 168°C

[m]D2U = -8,20

- [B(R),3a{R)]-(-)-7-T A pOKCU-3-METOKCUMETUN-
3,33,4,5-Tetparuapo-1H-okcason[3,4-a]xuHonuH-1-cH

Tnn 180°C

[o]p™ = -93,3°

155 [3(3),3a(S),7(8)]-(+)-3-meTorcvMeTn-7-
[4,4,4-TpudbTop-3-rmg pokcubyTokew]-3,3a,4, 5-TeTpa-
rmapo-1H-ckcazono(3,4-alxMHonH-1-0H

Mcnoneaya B kaJyecTBe WCXOAHBIX BelWwecTB
0,86 r (3,45 mM) [3(S),2a(S)]-(+)-7-ruf poKcu-3-MeToK-
cumeTun-3,3a,4 S-teTparmgpo-1H-okcasono[3,4-a]xw-
HonwH-1-oHa 1 1,54 1 (5,18 MM) 4,4 4-TpudTop-3(S)-
rmgpobyTvn  n-TonyoncynbgonaTa, obpabaTbiBaloT
yKa3aHHble peareHTol MPW YCIOBWAX, ONWCAHHBIX B
cTagun 4 MNpumepa 5, ¢ nonydeduem 0,38 r npofykra
B hopMe macna

[a)o™ = +33,2° (¢ = 1, MeTaHon)

MpeaycMOTPEHHBIE HACTOSILUM U3ohpeTeHnemM
coegHeHWs BMecTe ¢ WX OU3NYECKUMK CBORCTBAMU
NpefgcTaeneHtl B NpYBeLeHHOR HUxe Tabnuye

MNpeaycMoTREHHBIS HACTORIWMIM N30BpeTeHnemM
CoeAMHEHVA ABUINUCE 0D bekTOM (hAPMaKONOTMMECKUX
MCCMefoBaHWA, NOATBEPAVBLINX CNOCOBHOCTL YyEa-
32HHBIX COEWHEeHWA NOAABNATE AKTMBHOCTE MOHOA-
MWH OKCMAA3bl A U MOHOAMMH OKchAasH B

MamepeHne axktuepHocted MAO-A n MAO-B
NPOBOAUITM B CUCTEME IN vILro, MCNOMb3YA FCMOreHaT
MO3ra KpbIC B Ka4eCTEe MCTOYHKWEA bepmenTa [2]

CTaHaapTHEIA TecT COCTOMT B chneayloLlem
MO3T KpeICH roMoreHusnpyioT B 20 obremax 0,1 M
tpoccbatHoro Gydepa (pH = 7,4) v npenHkyGupyioT
100 mn romoreHata (5 Mr TKaHW) Npu TeMnepaType

14

37°C B TeuyeHne 20 MUH B OTCYTCTBWE WNWM B NpK-
CYTCTEWMM PasnUUHBIX KOHLUEHTPAUWA UCccregyeMoro
UHrMBuTOopa COOTBETCTBYIOLWYID Peakyuils  3anyc-
kawT, fobaeBnan [14C]cep0T0HMH ([14C]SHT, KOHEeuYHasA
KOHUeHTPauwa 125 mikm) gns w3MepeHns akTMBHOCTH
MAO-A, nubo [14C]¢)e|-mnamnamnu ([14C]PEA, KO-
HeYHaa KOHUSHTPAaLUS & MKM) ANA UAMepeHUs akTyB-
HocTW MAO-B, B KoHedHoMm oBweme 500 mkn Mocne
5 MuH uHryGayww B cniyvae [14C]5HT, nwnbo nocne 1
MWH B Criyqae [14C]PEA, YKA3aHHYID peakuno ocTta-
Haenueanw, gobaenaa 200 Mk 4H CONAHOW KMCNOTEI
3aTem COOTBETCTBYIOUIME PafUOaKTUBHbEe MeTabo-
nuTe, oBpascBaBWUecs B Pe3ynbTaTe OKUCIUTENEb-
HOMo AS3aMWHUPOBAHWA, OTAEMANU OT HEMCNOMNb3o-
BaHHoro cybcTpaTa C NOMOLLBIO IKCTPAKUWW B Opra-
HAYECKYH cba3dy, a TaIsKe NPOBCOAWIW KONMWYECTBEH-
HbIA YYeT yKkasaHHbIX MeTabonuToB NOCPEACTBOM W3-
MePeHNs pagoaKTUBHOCTH

WMHMMMBUTOPHYIO aKTUBHOCTE, MPOSIBMASEMYIO MO
oTHoweHno K MAO-A u MAO-B, npegcraenanu s eu-
ae KkoHcTaHT wuHrmbupoBanna KA (MAQ-A) w KM
(MAD-B)

B crnyyae coefUHEHWA, NPenyCMOTPEHHbIX Ha-
cTosAwum uzobpeteHnem, senuuuHa KM (MAO-A) Ha-
xoawnTca B npegenax ot 0,4 go 28 HM, B To BpeMs Kak
anadveHne KK (MAQ-B) eapewpyeT ot 0,7 go 1000
HWV

HekoTopele cOeAUHEHUs, NpPeayCMOTPEeHHLIS
HacToAwUM n3obpeTeHWeM, ABNAKTCA Wabupartenk-
HelMK MHrMBwTopaMn MAO-A, YTo okasbiBaeTcA BO3-
MOXHEIM B TOM CNydae, €CnKW BeMUYMHE OTHOLISHUSA
KU (MADO-AYKKM (MAQ-B) naxogwtca B npegenax oT
10 no 1000

Mexgy Tem, npodue W3 yKasaHHbIX COefMHe-
HWA npegcraenaT cobold uHMBuTope kKak MAO-A,
Tak 1 MAO-B, 4yTo MmeeT MECTO NpW BENWYUHE OTHO-
werna K (MAO-A)YKKW (MAO-B) B npegenax ot 0,1
a0 10

CnocobHocTE NOAABNATE AKTUBHOCTE MAQC BHI-
na NpogeMOoHCTPHMPOBaHa Takke In vIivo B TecTe Ha
ycuneHwe fgelctena L-S-rugpokcuTpurmodoaHa (L-
SHTP) na kpbic [3]

YKazaHHBIW TECT NMPOBOAWIK CheAyoWwrm ob-
pasom naptuam kpeic (Nno 10 ocobeld Ha kaxAayo Ac-
3y} nepopaneHo BEBOAWMW Pa3rWYHBIE A03bl WMCCMe-
AyeMoro npogykta Wni HocuTendA, a depes 60 MuH
ocywecTenAny  BHyTpuGprowWHHOEe BBEfeHWe L-
SHPT B goze 100 mrfkr, koTOpPaA cama no cede He
BbISLIBAET CEPOTOHUHBPrUYBCKUA cuHApoM (obulue
CYHOPOIW) ¥ KOHTPONBHEX HUBOTHEX

Hanwywe obwmnx cyfqopor cUEHWBanu no npuH-
yuny "ece unWM Hudero" depes 30 MwH nocne npw-
MmeHenna L-3HTP Pesynerate, nonyyeHduble and
KaX/IO A03bl MCCIeflyemMoro NpoAykTa, BuIpaxanw B
BW/& NMPOLEHTA XUBOTHHIX, ¥ KOTOPHX Habmoaanucs
obwmne cygoporn 3aTem, UCXORS W3 33BMCUMOCTH
Mexay adxbektom (MPOUESHTOM, XapaKTepwayioLum
KK AYI0 AO3Y) W NorapugpMom COOTBETCTBYIOLLEN [O-
3bl, C MOMOLEN NPAMONWHEWHOW PErPecCHK Onpe-
Aenanu A03y, NpW KOTOpoR obLliue cyfopord Habno-
faTca ¥ S0% xueoTHeix {EDsg), a Takke ee 95%-
HbIA AOBEpPUTENBHEIA MHTEPBAN

B cnyqae coeguHeHWR, NpegycMOTPEHHBIX Ha-
croawum msobpetennem, senmunta EDsp HaxcguTea
B npefenax ot 0,2 o 1,1 Mmrikr, uto noATeEp¥AAET
CNocoBHOCTE YKa3aHHbLIX COSQMHEHWH NOJaBnsTs ak-
TUBHOCTE MAD In vitro
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KpoMe Toro, cyas Mo OLEHKE WX TOKGUYHOCTW
nocrie In vitro No OTHOLWEHWIO K renaToLUTaM KpeC U
OTNUYHBIX OT YeroBeka NPUMATOB 0 HOKPATHOMO Npu-
MEHEHHWS, NPegycMOTPEHHEIS HAcTOAWMM W3cbpe-
TEHVeM COeJUHEHUH OYEHb XOPOLWO NEePeHOCHTCA B
npefenax WCCNeAOBaHHOMO CNekTpa J03 (BMNOTE AC
100 MEeM)

MonydeHHble Pe3yNbTaTel CBMAETENBCTBYIOT O
TOM, YTO NpPeaycMOTPEeHHLIE HacTOAWMM W3cbpe-
TeHVem coeguHeHUs MOryT DbiTb MCNONB3OBAH ANA
NPON3BOACTBA IEKAPCTBEHHLIX NPEnapatos, NposAB-
AAKWAX  U3BUpaTenNsHYID WHMMBUPYIOLWYD  cnocob-
HoCcTe nNo oTHoweHWo K MAO-A, nwbo vHrmbnpyko-
Wy cnocobHocTE No oTHoWweHW kak K MAO-A, Tak
u Kk MAO-B, npnuem ykasaHHble NerapcTBEHHBIE Npe-
NAPATE MOrYT HARTY NPUMEHEHWE OCOBEHHO Npu ne-
YeHWW [enpecCHMBHLIX COCTOAHWA, MNAHUYECKWX MpU-
nagkos, ¢obui, TPeBOrM, MUrPeHY, BO3PACTHLIX YM-
CTBEHHLIX PAaccTpolcTe UNKu cnaboyMus, a Taicke npu
npegynpexgeHun unu NedeHun HelpofereHepaTre-
Hex sabonesaHwi, Taknx kak BonesHe MNapkiHooHa v
BonesHk AnbLxeAMepa, N UHCYNBTOB

15

MpeaycMoTpeHHbIe HACTOALL WM M30BpeTeHnem
COefWHEHUST MOrYT UCNOME30BATECA B KOMBUHALMW C©
skcUWNWeHTaMW B POPMe COCTABOB, NpefHA3HaYeH-
HblX ANA NepopankHOro, NapaHTepankbHOre WM pek-
TanbHOro NPUMEHEHWA, HanpuMep, B dopme Tabne-
TOK, NOKPLITHIX cBonoYkoW TabnNeTok, Kancyn, pacTeo-
POB, CYCTIEH3WA UMK CYNMNO3UTOPUER

B cnyuyae nepopanbHOro NpUMEHEHWA [HEeB-
Has 4033 BBOLMMOIO AKTWBHOIO WHIpegWeHTa Mo-
¥eT BapbvpeoBaTe B npefenax oT 1 go 100 mrfkr g
BWAS OAHOM A03bl WMW MHOMECTBEeHHbIX fo3 [lpu
NapaHTepansHOM W PeKTanBHOM MPUMEHEHWH YKa-
3aHHaA [03a MOXET HaXO[WTLCH B npegenax oT 1
A2 100 mr/kr

IuTepaTypa
1 Eeponeiickmid nateHT EP 0,322,263
2 Fowler C and Stroln-Benedettt M 1n
J Neurochem 40 1534-1541 {1883)
3 Jalfre M, et al, Arch Int Pharmmacodyn
259 194-221 (1982)
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Ne Ri R2(Ra)C{Ra)-CH{Rs)-{CHz}n KoHdmrypaumn T (°C) [alo®

1 3a,3a,7 (R) 1317

2 OH 30,3aB.7(R) 1358

° CH=CH 3(5),38(8).7R) 145146 +784°

= - 2

4 e C/\/\ 3(R),3a(8),7(R) 143-145 +602°
5 3 3(R),3a(R),7(R) 92 -314°
) 3(5),3a(R),7(R) 145 A6 4°

7 3a,3a,7(R) 1017

8 OBn 30, 3aB, 7(R) 1116

9 -CH,OH : 3(S),3a(S),7(R) 118 +1111°
10 . C/\/'\ 3(R),3a(8),7(R) 107 +638°
11 3 3(R),3a(R),7(R) 110 +155°
12 3(5),3a(R),7(R) 98 +695°
13 -CH,0OH OH 3a,3a,7(R) 1225

Fac/\/\
14 3a,3aB,7(R) 147 6

aLéLy
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lNpoponxeHne Tabnuyel

No R, Rz{Ra)C(Ra)-CH{Rs)-(CHz)n- KoHchurypauun T.nn. (°C) [elo™

15 3u,3a0,7 (R) MaCno

16 -CH;OCH3 OBn 3o, 3ap,.7 (R) Macno

17 = 3(8),3a(8),7(R) Macro +115 4°

18 ; 3(R)3a(8),7(R) Macno + 64 8°
F3C/\/\ .

19 3(R),3a(R), 7(R) Macno +158

20 3(8),3a(R), 7(R) Macno +6186°

21 30,320,7(R) 163 4

22 OH 3a,3ap,,7(R) 9438

23 -CH,OCH3 : 3(8),3a(3),7(R) 1207-120 9 +105 4°

24 E C/\/\ 3(R)3a(8),7(R) 1653-165 5 +167°

25 3 3(R),3a(R), 7(R) 90 -356°

26 3(9),32(R).7(R) 103 6-103 8 +491°

27 3¢,3aB,,7 (5) 955

28 OH 3(R)3a(R), 7(S) 1188 107 0°

20 -CH,OCH3 M 3(R)3a(8),7(9) 103 8-103 9 =50 4°

30 F,C 3(8),3a(R),7(S) 163 5-163 7 -178°

31 3(8),3a(S), 7(S) Macno +332°

32 OH (uvc) (&) 115

-CH=CH;, /\/
33 {TpaHc) (T) 110
34 OH {ymnc) () Macno
-CH,0H /\/
35 {TpaHc) (1) Macno

9l6ly
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lNpoponxeHne Tabnuyel

Ne R, Rz{Ra)C(Ra)-CH{Rs)-(CHz)n- KoHdourypaums T.nn. {°C) [l
36 OH (Lnc) (1) 1206
-CH;QCH; CIA/
37 (TpaHc) () 129
38 OH 3o, 3ac, 7(R) 70
-CHQOCH3 /\/\
39 H,C 30,338,7(R) 104
40 -CHOH OH 30,3aB,7 (R) 102
ch/\/\

41 (uwc) () 744748
42 (TpaHc) (1) 882
43 /\/\ 3(S),3a(S) 68-72 +411°
a4 -CH=CH; F.C 3(8),3a(R) 105 -341°
45 3(R),3a(S) 98-102 +312°
46 3(R),3a(R) 80 -451°
47 (3a,3aa,) (£) 1388
48 3(S),3a(S) 128 +562°

“CH;0H .
49 F C/\/\ 3(8),3a(R) 124 +921
50 3 3(R),3a(S) 124 -122°
51 3(R),3a(R) 130 .57 4°

aL6LP
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lNpoponxeHne Tabnuyel

Ne R Rz{Ra)C(R4)-CH(Rs)-(CHz)n- KoHdmrypauma T.nn. °C) [edo™
52 Ba.3a0,) (+) 91
53 (3, 3ap) (%) 81
54 CH:OCHs /\/\ 3(S),3a(S) 830-833 +72 90
55 F,C 3(R),3a(S) 1106 -169
56 3(R),3a(R) 816-822 -602°
57 3(S),3a(R) 11101112 +172°
58 -CH20H /\/\ (3, 3ap) (%) 142
NC
59 Ba.3a0,) (+) 95
-CH;0H /\/\
80 NC (B0, 23P) (+) 635
61 -CH;QCHS3 OH (3c.,3ap) (%) 132
F,C
62 -CH;0CH; OH (3c,3ap) (1) Macno
F.C
63 H OH 2a(R,8),7(R) 188

SLBLyr
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lNpoponxeHne Tabnuyel

Ne R, Re(Ro)C{R4)-CH(Rs}-CH)u- KoHchurypauus T.n. (°C) (ko™
64 /\/\ 3a(R.S) 119 2
65 H F,C 3a(s) 121 3121 4 +338°
66 3a(R) 1213 313°
67 H Q/ 3a(R,5) 115
68 H ; 3a(R,5) 139
OH

69 H OH 3a(R.S) 120 9
70 H /\/\ 3a(R,S) 1209

NC
71 CoHs 30,3ap, 7R 120-131

‘:ﬂ
O
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aL6LP
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lNpoponxeHne Tabnuyel

Ne Ri R2{Rs)C{Rs)-CH{Rz)-{CH.)s- KoHdmrypaums T (°C) [alo®

72 CiHs /\/\ TpaHc (1) 78-82
F.C

73 CH- /\/\ TpaHc (1) 791792

74 FsC e (&) 63964 0

75 TpaHc (1) 1295
TRV

76 ywc () 86

aL6LP
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