2420-229606EA/032
HOBEE TETEPOLMKIIMYECKME COEIMHEHNMA, AKTHBHEIE B KAYECTBE
HHTUBUTOPOB EBETA-JIAKTAMA3
ONMCAHME

Hacroamee nzobpeTeHne OTHOCUTCH K PeTepOUUKINYE CKUM
COelIUHEHMAM, KOTOopHe ofnanalnT CBoMCcTBaMM MHIMOMTOpOB OeTa-
JlakTaMas M, Takum obpasoM, IMpelCcTaBJSANT WHTepec IOJA OoOpeBH C
rHpexuMOHHEIMM 3aboJleBaHMAMM MM  OJI8 ux npodémnakTtuxku, B 2 bopme
KOMOMHALMI C Ppas3JMYHBEIMM AHTUBMOTUMYECKMMM COeOIMHEHMSAMM Tuna R-
JIAKTaMMHOB, C LUeJbO I[IOBHUWEHMA ux 3d¢bexTBHOCTM Onsa OGopbbu C
rnaToreHHbMM OaKTepusaMy, NPOAYyUUPYWMMM B-JlakTaMash.

M3BecTHO, 4YTo odepMeHTaTMBHAA MUHaKTMBaALUMA aHTUOMOTMKOB THUIIA
f-JlaKTaMMHOB, Kak coeOuHeHUM THna IEHUUUIIJIMHOB, TakK u
uedasIOCIIOPMHOB, ABJIAETCA  [pPenATCTBMEM  IJiA  YKas3aHHoOI'o  Tuna
coeOMHeHMM npu JedeHuy OaxTepuasJbHEX 3abosieBaHuii. YkasaHHa#A
MHaKTMBaUus MnperncraBiasgeT cobol npouecc gerpajaumm p-JIaKTaMMHOB U
ABJIAETCHA OIOHMM W3 MEeXaHM3MOB, B pes3yJjbTaTe KOTOPHX OakrTepun
MOTYT CTaTb PEe3UMCTEeHTHBMM K JedeHuno. XejarenbHO HeUTpalnM30BaTh
YKa3aHHBIM bepMeHTaTUBHBIM npouecc, IpUCoenHAS K
aHTMOaKTepMuallbHOMY  ar'@HTy  TuIla p-JakTaMMHOB  IOPYTOM  areHT,
cnocobHell MHIMOMpoBaTh $epMmeHT. Ecam  uvHrMOMTOp —B-JaKkTamassl
NPYMMEHSHAKT B KOMOMHauUMM C aHTUOMOTMKOM Turia R-JJaKTaMMHOB, TO
MOXHO MOBHICUTb ero 209eKTMBHOCTE NO OTHOUWEHUI®O K HEKOTOPHM
MMKPOOPI'aHU3MaM.

Taxkum oBpasowM, HacToAlee nsobperTeHue OTHOCUTCH K

coenguHeHusM odopmynel (I):
//"N A
| (D

rne:
R, osHauvaeT aToM Bomopoma, paamkan COOH, CN, COOR, CONRg,
#NR
c
R7, (CHz)n'Rs M NHR,

R BuOupainT un3 Tpynns, oO6pas30OBaHHOM AaJKMJBHEM pPaInKalioM,



comepxammM orT 1 mo 6 aToMOB yrJsepona, He o0s83aTeslbHO 3aMelleHHBM
NUMPUIONILHEM nunu xapBaMouJIb HbIM paagukaJioM, —-CH;-ankeHmsb HbIM
pamukKajioM, comepxamyMM B cyMMe OT 3 Oo 9 aToMOB yIJiepona, apuioM,
conepxammM or 6 no 10 aToMoB yTruepona, WJIM apajikKMJOM, CcolepXaumm
or 7 mo 11 aToMeOB yrjepoma, IIpuU 2TOM HAOpO apUJbHOIO WM
apaJKMJILHOTO paIukana He obsazaTeslbHO BaMelweHo pagukanoM OH, NH,
NO,, AJIKMJIIOM, conepxalmmum oT 1 oo 6 aTOMOB yroaepomna,
aJIKOKCUTpPYNnoM, cojepxameym or 1 mo 6 aTOMOB yrJjiepoda, WIM OOHMM
MM HECKOJILKMMM aToMaMM IanoreHa,

Re u Rq, OIOVHAKOBHEHIE WM pPas3HHeE, BEHIOMpPAT U3  TIpYIIH,
ofpasz30BaHHOM aTOMOM BOOOpPOOa, AaNKWUIbHBEM paluKajlioM, COILepXallMM OT
1 mo 6 aToMOB yIJlepola, apuioM, colepxamuM oT 6 no 10 aToMoB
yraepona, U apankuiioM, cojepxaumM oT 7 nmo 11 aToMoB yryiepona, He
obs3aTesJbHO 3aMelleHHBIMM KapOaMOMJIBHEM panuKaJioM, YypeumoIpyInon
WIYM IOUMETWJIaMMHOTDYIIION, M aJKUJIbHEM palMkajioM, cozepxammm oT 1
OO 6 aToOMOB yIJlepola M 3BaMelleHHEM NMUMPUIOMJLHEM paluKaJioM,

n’ paBdHo 1 wmmm 2, u Rs BeBupawT "3 IpPynneH, ofpa30OBaHHOM
paankangammu COOH, CN, OH, NH;, CO-NR¢R;, COOR, OR, OCHO, OCOR,
OCOOR, OCONHR, OCONH,, NHR, NHCOH, NHCOR, NHSO;R, NH-COOR, NH-CO-
NHR mam NHCONH;, a sHaueHusa R, Rg u R, onpenesieHbl BHIE;

R, o3HauaeT aToM Bomopoma wmaum rpymnry (CHz)q-1Rs, Tme n’i paBHO
0, 1 mnu 2, u 3HadeHMe Rs yKazaHO BHIIE;

R3 o3HauvaeT aToM BOJOpPONa WM AJNKMIbHEIM palukalj, CcoIepxXauuMn
or 1 mo 6 aToMoOB yIvlepona;

A o3HadYaeT CBA3b MeXOy IOBYMsA aToOMaMM YyIJvlepodaMM, HeCyUVMM

=:IC(H)—R‘

rpynnel Ry u Ry, wnm rpynny ' , oe R, oBozHaAuaeT aToM
Bomopona wuiam rpynny (CHz)n1Rs, roe n’; m Rs MMewT yKa3aHHHE Bhllle
3HaQYeHUs, [OIYHKTUP O3HadaeT BO3MOXHYK HOOMNOJIHUTEJIBHYK CBA3b C
OOHVMM MM IOpyTMM aTOMOM yIUlepola, HecymuM 3aMmecTurenm R; u Ry,

n paBHo 1 wm 2,

X o03HadaeT JOBYyXBaJIeHTHyK rpynny -C{(0)-B-, CBABAHHYIO C
aTOMOM as30Ta yYepe3 aToM YyIjepola, B o3HauaeT OBYXBAaJIeHTHYK
rpyniy -0-(CHy)pr—, CBA3aHHY® C kapBOHMJIOM 4Yepes aToM KMUCIopoza,
rpyrnny -—-NRg— (CHz)pr— uim —-NRg-O-, CBHS3aHHY® C KapBOOHMJIIOM uepes

aTroM azsora, n’’ paedo 0 wmmm 1, a mna ciaydaa -NRg-(CHz)nprr— Rg



BHOMpPawT M3 TI'pylns, obpa30BaHHOUW BoaopoloMm, pamukanom OH, R, OR,
Y, 0Y, Y;, OY;, Yz, OY,, Y3, OCH3CH,SOgxR, OSiR,RpRc M SiRsRpR., a mnsa
cnydyaa -NRg-O- Rg BHOupawT U3 Ipynne, oO6pasoBaHHOM BOIOPOIOM,
pamukasoM R, Y, Y;, Y, Y3 m SiRsRpR., npm 3ToM R,, R, ¥ R¢
MHIOUMBUIOYAJIBHO OB3HAaYaloT JIMHEMHBI MM pPa3BETBJICHHEM  aJIKMJIbHLD
pamoukasn, coaepxaumi oT 1 mo 6 aToMoB yIiiepona, WM apuibHLI
pamnkal, colepxaumm oT 6 no 10 aToMoOBR yrJjepola, IpuyeM R umeer
3HaueHue, ykKasaHHoe Bulle, a m paBHo 0, 1 wmmm 2,

Y BeOMpaioT M3 TIpynne, ofpa3oBaHHOM palukanamm COH, COR,
COOR, CONH,, CONHR, CONHOH, CONHSO;R, CH,COOH, CH,COOR, CH,CONHOH,
CH,CONHCN, CHzreTpason, saummeHHu CH;Terpason, CH,SOsH, CH,SO,R,
CH>PO(OR) 2, CH2PO(OR) (OH), CH,PO(R) (OH) m CH;PO(OH),,

Y; BRIOUpPAaKT U3  I'PYIIIH, obpasoBaHHOM palukajgamm  SOzR,
SO,NHCOH, SO;NHCOR, SO;NHCOOR, SO,NHCONHR, SO,NHCONH, u SOsH,

Y, BrOupawoT #3 TIpynne, o6pa30BaHHOM palukajamm PO (OH),,
PO(OR)2, PO(OH) (OR) m PO(OH) (R),

Y3 BHOMpaKT M3 TIpynns, OOpPa3OBaHHOM TETPAa30JILHEM DPalMKajoM,
TeTPa30JIbHEM panMkKasioM, 3aMelleHHEM palukajioM R, ckeaparoMm, NH
umm NR TerpaszsosniomM, NH unm NR TeTpasosioM, 3aMeueHHEM paIMKaloM R,
NHSO;R m NRSO;R, mnpu 3TOM R MMeeT BHaueHMe, yKas3aHHOe paHee;

Ri, R M Rz BCe TpM ONHOBPEMEHHO He O3HadamoT aToM Bopjoponmna,

ecm n paBHO 1, a A o3HavaeT Ipyniy , B KOTOpoM Ry

ABJIAETCA aTOMOM BOOopoa u

- JmGo X o3Havaer rpynny -C(0)-0-(CHz)y+, B KOTOPOM n’’
paerHo 0 wumu 1,

- Jmbo X o3HauvaeT rpynny -CO-NRg-(CHz)nr, B koTOpOM n’’
paBHO 1 u Rg ABNAETCA MBOMNPONUIILHOM TIPYIMNoN,

- Jmubo X o3Hauaer rpynny -CO-NRg-(CHz)nr, B xoTOpol n'’’
paBHO 0 1 Rg ABASETCA BOOOPOIOOM WMJIM (PEeHUJIOM,

a TakkXe K COJIAM YKas3aHHHX COeIMHEeHMI C OCHOBAHMSIMM MJIMU
MMHEpAaJNbHEMM WMJIM OPTAaHUYECKMMM KUCJIOTaMM, a TakkXe K BHYTPEHHUM
COJISIM, KOTOpHE OHM MOTYT oBpas30oBaTh IIPM HEeOBXOAMMOCTH.

CoemnHeHua odopmynul (I) M MX COJM ONMCaHH M 2aABJEHH B
MexIOyHapoIOHo 3asBke PCT/FR01/02418, nonmaHHoM 24 wwonsa 2001 c

NpUOpMTETOM B COOTBETCTBMM C 3asABKOM Ha nareHT ¢paHumm N0010121,



nomaHHou l-ro aBrycra 2000 r.

CoennHeHus bopMmy b (I) CYLIECTRYIOT B BUIOE YMCTHX
SHaHTMOMEPOB WJIM UUCTHX OMACTEPEeOM3OMEPOB MM B BKMIE CMECH
5HaHTUOMEPOB, B YacTHOCTH, pauemMaTosB, nnmn cMecen
ounacrepeonsoMepoB. Kpome Toro, mHOMBMAOyaJbHEHE 3aMecTuresim R;, R,,
Ry, Cc opmHOM CTOPOHH, U X, C IOPYyI'OM CTOPOHH, MOTYT HaxXOIUTHLCA B
UMC—~ M/WUIM TPaHC-TIOJIOXEHMM IO OTHOWEHMI K LMKIY, B KOTOPOM OHMU
HaxXonsaTcH, u, TakuM ofpasoM, coenvHeHMsa GoOpMyJIH (I) wMoryT
HaxoouMThCA B BUOE LMC-U3OMEPOB WM TPAaHC-U3OMEPOB WM CMecen
NBOMEPOR.

[lon anxkuJaepHBEIM paguKasioM, colepxammM oT 1 x»mo 6 aToMoB
ynaepona, [IOHMUMAIT MeTUIbHEBIA, 3TUJIb HBIA panukal, a TaKXxe
APOINMIIE HEIM , Oy TUIbHERA, T[EeHTUJIBHEI WJIM TEeKCUJIbHEM, JIMHEMRHHI,
Pa3BETBJICHHEM WM LMKIMYECKMUNM palukKaJsl.

[Nlon —-CHz;-aJjJiKeHMJIEHBEIM paguKalioM, colepxaumM oT 3 mo 9 aToMmoB
yrjaepona, I[IOHMMAKT, HaNpuMep, aJUIMJIbHEM palukKaad uin OyTeHMJIbHBIA,
[NEHTEeHWUJIbHBEIM MJIM TeKCEHWJILHEM paluKall.

[lon apuilbHEM pagMKaJoM, conepxaumM or 6 mo 10 aroMmoB
yrJaepona, MNOHMMAKT eHMJIbHBEM MM HaPTMIbHHEIN paoukall.

llom apalkuJbHEM . pagukaljioM, comepxauyMm oT 7 mno 11 aTomoB
yIJyiepona, IIOHMMAlT OeHS3MJbHBM, OQEeHEeTUJIbHBEIA WM MeTUJIHADTMIILHED
pannkas.

[lon ajnkuIokcu, conmepxammMm OT 1 OO0 6 aTOMOB yTIJepona,
[TOHMMAIT, B JaCTHOCTH, METOKCHU~-, 3TOKCHU-, [IPONoOKCU-,
M3OMNPOINOKCU-TPYINNYy, a Takke OyToOKCHM—-, UN300YyTOKCH-, BTOP-OYTOKCU-
unm TperT-0yTOKCU-TPYIIIlY.

[lon aToMmoM rajoreHa, IMOHMMaKWT aToM ¢ropa, xJjopa, OpoMma WK

uona.
[lon ckBapaToM, IIOHMMAaIT paInkasl QOpPMYyJIH:
OH
7N
0 o
Cpemn KMCJIOTHO-@IIUMTUBHBIX CoOJlIel NpomyKToB opmysnsl (I) MOXHO
NpMBeCTH, CpeIM MNpodYMx, Ccouu, oOpa30BaHHHE C MMHEepPAaJibHBEMU

KUCJIOTaMM, TaKVMH Kak coJiaHaAd, 6pOMMCTOBOIIOpOJIHaFI,



MOOMCTOBONOPONOHAA, CepHas MM opTodpochopHad, MAM C OpraHUYEeCKUMM
KUCJIOTaMM, TaKuMMM Kak MypaBbuHasA, YKCyCcHas, TpudToOpykcycHasd,

NponMoHoBadA, BOeH30MHasA, MajleMHoBas, byMmapoBas, SHTapHas, BMHHa#dA,

JIMMIMOHHAa 4, mapenerasd, TJIMOKCUIIOBASA, acnaparuHoBas KMCJIIOTa,
aJIKaHCYJbOOHOBLIE KMUCJIOTHI, Takue Kak MeTaHCyJlbdoKucjioTa U
3TaHCyJbdOKMCIOTAE, apuicyybboHOBEE KMUCJIOTHI, Takue KakK

BeH3o0JICYJIbOOKMCIIOTa M Napa-ToJIyoJsicyilbdoKucaoTa.

Cpemy OCHOBHO-aIOMTUBHEIX COJIel NPOOyKTOB ©¢opMynu (I) MOXHO
[IpUBECTH, cpenu IIpoOYMX, cosim, obpasoBaHHEIE C MMHEepAaJbHBMM
OCHOBaHMuUAMM, TaKMMM KakK, Hanpumep, I'MIPOKCUI HaTpusa, KaJausd,
JIUTUSA, Kanbums, MarHua WM =~ aMMOHUSA, MWIM C OplaHUYeCKUMU
OCHOBaHUAMM, TaxkyMMM  Kak, HanpuMep, MeTUIIaMMH, IPONMJIaMUH,
TPMMeTUJIaMM1H, O3 TUIIaMUH, TpusTUNaMmMH, N, N-OIuMeTMISTaHOJaMMH,
TPUC (PMIPOKCU~METUJI) aMUHOMETAaH, 3TaHOJIaMUH, NMUMpUIONH, [IMKOJIMH,
OMUMKIIOTEeKCUIJIaMM1H, MopdosnH, OeH3uIaM1H, npokKauH, JIN3UH,
apI'MHMH, IMCTMIMH, N-MeTHUJIVIOKaMMH, a Takxe conu dpocdoHms, Takue
Kak ankmnpochoHun, apundocdonmit, ankuinapunpocoonu,
ankeHunapunpochoHMMt UMM CONMM UYETBEPTMUHBIX aMMOHMEB, TakKue Kak
COJNb TeTpa-H-OyTuUJIaMMOHUA .

OBbekTOM HacToAWero uzobperTeHus ABNAeTCHA IIpMMEeHeHue
coeauHeHnn o¢opmynel (I), a Takxe uX ¢apMaueBTUYECKU [IPUMEMIIEMEIX
coyilel OJya IIOJy4YeHMA JIeKapCTBEHHOI'O CpelncTBa, I[penHa3HauYeHHOTOo
I8 MHTUBMPOBAaHMA MNPOOYKLUMM [P-JlaKkTaMas [NaTOTeHHBEMM BaKTepusMu.

Eme OOHUM O0OBEeKTOM HaCTOAWEIO usobpeTeHus fIBJIAETCHA
npuMeHeHMe coenuHeHuMn oO¢opmynul (I), a Takxe uxX OGapMalLeBTUYECKU
[IprMeMJIeMBIX COJIeM, MWHIUOUPYIUMX OPOIOYKUMI p-JjlakTaMas OaTOoTreHHBMU
BakTepuaMH, o nesnbo [IoJIy4eHus JIEKAPCTBEHHOTI'O cpencTea,
npelHa3HA4YeHHOTO MONA JiedeHUss MHOEeKUMOHHHX 3abosieBaHuM y JoIOen U
XVMBOTHBIX .

O6rekTOM HacToAwWero usobpeTeHus HABJAETCS, B UYaCTHOCTH,
BHIIEO3HAUEHHOE [IpMMEHEeHKue, oTJaudapleecsa TeM, UYTO B COeIVMHeHUdX,
cooTBeTCTBYyIOIMX GbopMmyse (1), n paBHo 1 m A u Ry wuMmewnT
onpeneJieHHHe  BHUWE 3HadeHuUsa, Ri o©3HayaeT aToM Bomopona, R;
O3HauaeT aToM Bomopoma, pangukan COOR wmnu CONRgR;, rme Re¢ M Ry
MMEIOT OIpenesieHHHe BhHlle 3HadeHMa M X os3HadaeT rpynny -C(O)-B-,

rne B osHauvaer rpynny -0-(CHy)prr— mim —-NRg-(CHy)pr—, n’’ paeno 0



n Rg mmMeer =HaudeHUsd, KOTOpPEIE OnpeleJieHH BHIIEe, HarpyuMep, 3HadeHus

'Y, Y1 u OY;, wu, B YacCTHOCTU, B COeIMHEeHMAX, COOTBETCTBYIIIMUX

== C(H—R,
bopmysnie (I), A o3HavaeT Tpynmy | , Doe R, o3HauaeT aToM

Bomopona, R; o3HauvaeT aToM BoJopoda U B o3HauvaeT rpynny -NRg-
(CHz)prr—, Thoe n’’ paBHO 0 M Rg o3HawvaeT pamukan OY;.

O6rekToOM HacTofAmero wusobpeTeHus ABJSETCHA, B  YaCTHOCTH,
BHIEO3HaAYEHHOEe [IpUMMEHeHMe, OoTJiMuaKpleecs TeM, UYUTO COeldMHeHusA
BRIOMpAKT M3 CIMCKa, COIepXamero cijaelyolMe COeIMHEeHMA:

- uuc-7-okco-6-okca-l-azabuumukio[3.2.1l]okraH-4-nponaHoBrasa
Kuciora,

- ODudeHNIMEeTUJIOBHIM 3bup TpaHc-7-okco-6-okca-1-
azabuumukiio[3.2.1]okTaH-4-yKCYCHOM KUCIOTH,

- nudeHMIMEe TUIIOBLIMA 20up uuc-7-okco-6-okca-1-
azabuumukino[3.2.1]okraH—-4-yKCYCHOM KMUCJIIOTHI,

- deHUIMEe TUJIOBLIM sdup TpaHc-3~-6eH30oUN-2-0KCco-1, 3-
mmazabuumukino[2.2.1]renraH-6-kapBOHOBOM KUCJIOTH,

- deHMIMe TUJIOBLIM 3bup TpaHCc-2-0kCco-3- (cyabdpokcu) -1, 3~
Inasabuuukio[2.2.1] renrad-6-kapboHOBOM KUCJIOTH),

- 6-[[ (4-MeTrundbeHus) cysabdoHmn] okcu] -1, 6-
omazabuumkno [3.2.1]okraH-7-0H,

- 6-[ (MeTnicynbdoHmn) okcul -1, 6-ouazsadbuumkno[3.2.1]okrad-7-
OH,

- 6-[[ (4-HuTpodbenun) cynbvdoHmn] okcu] -1, 6-ouazabuumukno [3.2.1]
OKTaH-7-0OH,

- mudeHUIME TUIIOBLIM 3¢up TpaHc-7-okco—-6-okca-1-
azabuumukno [3.2.1] okraH-2-kapOOHOBON KUCIOTH,

- (4-HuTpodeHMI) METUII-TPAaHC-7-0KCO-6-0KCa-1-
azsabuumkio [3.2.1]okraH-2-kapbokcunar,

- TpaHC-7-0okCcoO-6-okca-l-azabuumukio[3.2.1]okTaH-2-kapboHoBasa
KKUcJoTa,

- ¢eHusMeTUII-TPaHC-7-0KCO-6- (Cynbdorcu) -1, 6-
onasadbuuukio [3.2. 1] okraHn-2-kapbokcunar,

- deHUNIMeTUII-TPAHC-7-0KCO-6- (cynbdokcu)~1, 6-
onazabuumkino[3.2.1] okraH-2-kapbokcumnar,

- deHMsIMeTUNI-TpaHC~7~0kCcOo-6~ [ (peHuncynvdoums) okcu] -1, 6~



omnasabuuukino [3.2.1]okTaH-2-kapbokcunar,

- beHuIMeTMII-TpaHC-7-0KCO-6~[ (2-TUBHUICYJbOOHMUI) okcu] -1, 6-
Inaszsabuuukino [3.2.1] okran-2-kapbokcuUnar,

- TpaHCc-6-0eH30uNI-7-0KCco-1, 6—nmaszsabuumknof{3.2.1]oxkTan-2-
kKapboHoOBas KUCIOTA,

- MeTuJ-TpaHc-6-6eH30uNI-7-0KCO-1, 6—
mmaszsabuuukino [3.2.1] okraH-2-kapbokcuiar,

- TpaHc-7-0KCOo-6- (cyabdokcu) -1, 6-mmazabuumukiao{3.2.1]okraH-
2-xkapbokcaMmni,

- TpaHc-7-0kco-N- (beHmnnMmeTun) -6- (cynsdpokcu) -1, 6~
oaszsabuuukio [3.2.1] okraH-2-kapbokcamMma,

- TpaHc-7-okco-N- (2-nupmanHmuiaMeTui) -6~ (cyasdporcu) -1, 6-
mmasadbuumukio [3.2.1]okraH-2-kapbokcaMmnm,

- TpaHc-7-0KCcOo-N-[2- (3-nupuaouHun) aTun] -6- (cynbdpokcu) -1, 6-
ommasadbuumkio [3.2.1]okTaH-2-kapbokcamMmun,

- TpaHc-7-okco-N-[2- (4-nupuaouHuin) aTun] -6- (cyabdpokcu) -1, 6-
omnaszsabuuukno(3.2.1]okraH-2-kapbokcamMmm,

- TpaHc-7-okco-N-[2- (2Z-nupuamMHuMI) 3TuJ] -6- (cyasdpoxkcu) -1, 6-
omaszsabuumkino[3.2.1] okraH-2-kapbokcaMun,

- TpaHc-N-[3- (ammHOKkapBoHMI) beHun] -7-okco-6- (cyabdporcu) -
1, 6-mgnazabuuukno [3.2.1]okran-2-kapbokcamMmi,

- TpaHc-N-[4- (mMMeTunaMmHo) penmn] -7-okco-6- (cynbdpoxkcu) -1, 6-
mmasadbuuukio [3.2.1] okraH-2-kapbokcamMmi,

- TpaHc-N-[3- (mMMeTunaMmHo) beHun] -7-okco-6- (cynedpokcu) -1, 6~
omazabuumnkino[3.2.1] okraH-2-kapbokcamMmny,

- TpaHc-7-okco-N-{ (4-nupuaonHun)merunl -6- (cynvdpoxcu) -1, 6-
mmasadbuuukno [3.2.1] okraH-2-kapbokcaMum,

- TpaHc-7-okco-N- (3-nupuIOnMHMIMEeTUI) —~6- (cynbdokcu) -1, 6-
onasabuumkiao[3.2.1) okraHn-2-kapbokcammunm,

— TpaHc-N- (l-aMuHO-1-0kCO-3-peHUN-2-nponmi) -7-okco—6—
(cynbdporcu) -1, 6-mmasabuuukio[3.2.1]okraH-2-kapbokcamMul,

- TpaHc-N- (2-aMyHO-2-0KCO3TIJ) —~7-0KCO-6- (cynbdokcu) -1, 6-
omMasadbuumkio [3.2.1] okraH-2-kapbokcammunu,

- TpaHc-N-[3-[ (aMMHOKkapBOHMII ) aMMHO | beHMJI] - 7-0KCO—6—
(cynpdorcu) -1, 6-onazsabuuukio [3.2.1l]okraH-2-kapbokcamMu,

- TpaHc-N- (2-aMMHO-2-0KCO-1-deHunsTui) -7-oKco-6—



(cynedporcu) -1, 6—ouazabuunkio [3.2.1] okraH-2-kapbokcaMma,

- 2-aMMHO-2-OKCOJTUJIOBHM 3dMUpP TpaHC-7-0KCO-6- (cynbdokcu) -
1, 6-mnazsabuuukio[3.2.1]okTaH-2-kapBOHOBOM KUCJIOTHI,

- 2- (4-NMPUIOVHWI) 3TWJIOBEI 53OMpP TpaHC-7-0KCO-6- (Cynbbokcu) -
1, 6-muazabuumkio[3.2.1] okTaH-2-KapOOHOBOM KMUCJOTH,

- 2-(2-nMPpUIOMHWII) DTUJIOBEI 30UpP TpaHC-7-0KCO-6- (cyJbdokcu) -
1, 6-muazabuumkno [3.2.1] okTaH-2-kapOOHOBOM KUCJIOTH,

- 6-(cynbdpokcu) -1, 6~-amazadbuumukio([3.2.1]okT-3-eH-7-0H,

- 3-MeToOKCcU—-6- (cynbbokcu) -1, 6-mmaszsabuuukio[3.2.1]okr-3-eH~-
7-0OH, a TakKXe UX COJIA.

O6bekTOM HaCTOAWeTro nsobpeTeHns ABJISEeTCHA TaKxe
BHIIEO3HAYEHHOE IIpMMEeHeHMe, oTJMuamumeecd TeM, UYTO B COCTaBse
JIEKapCTBEHHOTO cCcpeldcTBa, coenuHeHue oopMynua (I) obbeguHAOT C
AHTUOMOTMKOM Tuna B-JIJakTaMMHOB, BHOPaAHHBM M3 TPYMNNH, COCTOAMmENR
us rNeHamoR, [IeHeMOB, kapbarieHeMOB, nebpemosr, kapbauedeMoR,
okcauedpemon, uUedaMULMHOB U MOHOBAKTAMOB.

IMon B-ﬂaKTaMMHaMM [NOHMMAKT, HanpuMmep, NeHMUIINJININHEH, TaxKue

Kak AMOKCHUMJIIJIVIH, aMITMUNJIIIINH, A3JIOUMJIJIUH , Me3JIOUMJIJIMH,
ananuuJijiniH, rerTaunJiJgIMH, 6akaMnIMUMIIIMH, KapﬁeHMHMHHMH,
CyJIbOeHULUMIIJIIVH, TUKapPUMJIJINH, nmnepaunsiJgmnH, a3JIOUMJIJIVH,
MelMJIJIMHaM, MMBMEeUMJIJIMHAaM, MeTULINIIJIIMH, IMKJIa UMJIJIVIH ,
TanaMnmMuUnaJINH, aCllIOKCUMUIMJIIIINH , OKCaUuMJIJINH, KIIOKCAUMJIJIIMH,

OANKIIOKCAUNJIJIMH, @HDKHOKcaHMHHMH, Ha@uMHHMH nJjin nmmMBaMIIMUMIIIINH,

uedanocnopmHH, Takue kKak uedalIoTHMH, uedpanopuouH, nepaxJiop,
uedpagpokcu, uedpamanmgod, uedazsonny, uedpasiekCHH, nedppanuH,
uedpruzoxcumM, uepoKCUTHH, uebauveTpun, uedporuamMm, unedorakcumM,

nepcynommH, ueponepasoH, uepTM3OKCUM, UedMeHOKCHUM, UedMeTasos,

uedpanoramMumH, uebpoHmcun, uedonmzumM, uednupom, uedraznouM,
uedTpuaxkcoH, Hebnmupammm, uepBbyrniepas3oH, uegdosonpax, uebpenmmM,
uedpozenuc, nebdnynpeHam, uedpysoHam, uedpnmuMmsoa, uedbramMomH,

uepmukcuM, uepTUOyTeH, uedaMHMP, LednOTNOKCUM akKceTusl, LedPNOIOKCUM
IIpOKCeTH, uebdrepaM NMBOKCMII, nebperaMeT NMUBOKCUI, uepxkaneH
IIMBOKCHMII nim yedpamrTopeH [IMBOKCHUJI, nedpypokcumM, uvedpypokcum
akceTus, Jopakapbaued, JaTaMokced, kapbarieHeMHl, TakuMe - Kak
viMuneHeM, MeponeHeM, OualeHeM WJM NaHuIMleHeM M MOHOBaKTaMel, Takue

Kak a3TpeOHaM M KApyMOHaM, a TakKXe uX Ccoliu.



CoenuHeHmsa oopmysH (I) wimM ux dapMaueBTUYECKUM NpueMieMEe
conu MOIyT OHTb BBeIeHH OINHOBPEMEHHO C NpPMHATMEM aHTUMOMOTUKOB
Tuna f-JlaKTaMMHOB, nam oTgesibHO, [NIpenrnoYTUTENLEHO nociue
AHTUOUMOTHMKOE. 3TO MOXHO OCYWECTBUTL B BUIOE CMECHM IOBYX AaKTUBHHX
KOMIIOHEHTOB  WJIU B BUIOE bapmaLeBTHYECKON KOMOMHauum  OBYX
OTHEeJIbHEIX aKTUMBHEX KOMIIOHEHTOB.

Jo3upoBka coenuHeHuit o¢opMynel (I) u  ux odapMaleBTUUECKU
npueMmsieMelx COJIell MOXEeT BapbMpOBaTb B WMPOKMUX IIpeneyilax, U B
KaxIoM OTIeNbHOM cnydae IOOJIKHA BHTb npucnocobisieHa K
MHIOVMBMUIOyAaJbHBEM YCJOBUMAM M K [1aTOT'@HHOMY AareHTy, OpolyuMpyoleMy
B-nmaxkramase. B ofuweMm ciyuae noOxondAmen sABJISeTCs CyTouHasa mno3a,
cocrasnsapmasa or 0,1 no npubimzmrensHo 10 1.

KpomMe Toro, oTHoOmeHMe wmHTMOMTOpa B-nakramaszn odopmynun (1)
nnmm ero ¢QapMaueBTUMUECKM I[IPUEMIJIEMOM COJIM K aHTUOMOTMKY Tuna -
JJaKTaMMHOB MOXeT TakXe BapbUpOoBaTh B WMPOKMX Ipenejlax, U B
KaxIoM OTIOeJIbHOM clnydae IOJDKHO BBITH IIpUCnocoBJJIeHo K
MHIVMBUIOyAaJIbHEIM YCJIOBMSM. B ofmeM cjayuyae yKa3aHHOe OTHOWIeHue
JOOJIKHO COCTaBJIATH OT NpubausurensHo 1:20 mo npubnmzmurensbHo 1:1.

JlekapCTBEeHHHIE CpeNCTBa, KOTOpPHE ollpelesieHbl Bhllle, [IPVMEHSKT
B BUIE bapMalLleBTUUECKMX KOMITIO3UMLMMA B cMecH c MHEPTHLM
bapMaueBTMUYECKMM  OpPTaHUUYECKMM MJIM MMHEpalbHEM  HaNOJHUTEJEM,
[IPUTOOHEIM onsa TpedbyeMoro cnocoBa BBeOEeHUA, n 3THU
bapMaleBTHUUECKME KOMIIOSUUMKM TaKXe SHABJAOTCS OOLEKTOM HACTOAWLETO
nzo0peTeHuUs.

YkasaHHEE KOMIIOSMLMM MOIYT OHTb TBEPOBIMM WMIM XUOKVMMM U
uMeTb BuUI o¢apMaueBTUYECKMX OGOopM, UCIIONB3YEeMEIX B HAaCTOAllee BpeMsA

B MeIoMluHe, TaKNX Kak, HanpmMmep, OBBIUHEIE Wwim IOpaXupOBaHHEE

TabneTku, XeJla TUHOBHIE KarcyJsl, TpaHyJHl, CYIIIO3UTOPUH,
MHBEUMpPYEMEE [pernapaTH, Masu, KpeMHl, renyu; MX TOTOBAT B
cooTBeTCTBUMM C OOBIYHEMM @ MeTomaMu. AKTUBHHM (He) KOMIIOHEHT (hI)

MoxeT (MODYT) OBITb CMEWaHH C HANOJHUTEJs MM, OORYHO [IPMMEHSEeMEMM
B dapMaueBTHMUYECKMX KOMIOBMUMAX, TaKMUMU Kak Taljlbk, IymMmmapabuk,
JlakTo3a, kpaxmaJ, cTeapaT MaTrHMfA, MacJO KakKao, BOJIHHE WIu
HEBOJIHEIE HOCMUTEJIM, KUPH U Macja XMBOTHOIO WIM PpPacCTUTENBHOTO
NIpoOMCXOXKOEeHUA, napadmHoOBLE [IpOM3BOLHEE, TJIMKOJIU, pas3JIndHEE

cMaymeaTesi, IOUMCIepraTOoPH MIUM SMYJIbTATOPH M KOHCEPBAHTH.
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YKasaHHBIE KOMIO3MUMM MOTYT Takke wuMeTs bdopMy JuoduImszara,
npenHa3HaUYeHHOI'O0 OJA pacTBOPEeHUMS B COOTBETCTBYKIEM HOCUTENe
HenocpenCTBEHHO rnepen ynorpebyieHueM, HanpuMep, TAaKOM Kak
cTepullbHasl anuMporeHHas BOIA.

CoenvHeHMAa ¢opmynsl (I) MoryT ORTb NOJYYEHH O crnocoby,
BRJIOYARILEMY ;

a) cramMo, B XOIe KOTOPOM areHT KapOOHUIIMPOBAHMUA BBOIAT B
peakuuw, B CJdyuyae HeoBXOIMMOCTM, B INPUCYTCTBMM OCHOBAHMA, C

coenmHeHueMm dopmynm (II):

Y

(CH,)n

Al
3 2 (1)

roe:

R’, o3HayaeT aToM BoOIOpoIa WM pamukayn CN, 3allMIIEeHHY® Tpynny

f/m‘

COCH, COOR’, (CH2)n'R’s, CONRg, R; MM BalMIIEHHYIO Tpyniy \‘"‘;

n’, Re¢ M R; MMEOT onpenesieHHHE BHIEe BHAYEHUA U

R’ 1 R’s uMeoT, COOTBETCTBEHHO, YyKas3aHHHE BHIle SHaueHMs R u
Rs, B KOTOPEIX BOBMOXHHE PEaKLMOHHOCMNOCOOHHE (YHKLUMOHAJbHEE IPYIIH
MOTYT OBITE 3alMUIEHH;

R’, o3HauaeT aToM Bomopoda uau rpynny (CH,)n’iR’s, n’i u R’ ¢
MMET olpelesJIeHHBEe BHIIEe 3HAYEeHUSA;

R3; mMeeT onpenelleHHOE BHIle 3HaYeHMUE;

A’ o3HauaeT CBA3b MexOy MOBYMS aToMaMu yIJlepola, HeCyMMMU

[]
samecTuTesmm R’; u R';, unm rpynny i , Doe R’y o3HauyaeT aToM

Bonopoma uiu rpynny (CHz)n1R's, rme n’; u R’s umMmenT onpeneyleHHEe
BHIE 3HaYeHMdA, IIYHKTUDP O3HauaeT BOSMOXHYK CBA3b C OINHMUM WU
ApyTMM aToMaMM yrJjepojna, HecyumMu 3amecTtuTenm R’; um R’,;

N mMeeT ornpelesieHHOE BHIIE 3HaYeHUEe;

HZ oshnavaer rpynny HO-(CHz)n’’-, NHR’g-(CHz)n-r— ummm NHR’g-O-,
roe n’’ uMeeT onpenesyieHHOEe BHIIE 3HAaueHMe M R’g oO3HavaeT aToMm
Bomopona, 3amMmeHHu pamukan OH, pamukan R’, OR’, pamukan Y’ wumunu

OY’, npuuem Y’ BrOuparnT M3 rpynn COH, COR’, COOR’, CONH,, CONHR’,
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s’ammmeHHoOM Tpynnel CONHOH, CONHSO,R’, s3sammmeHHoOM rpynne CH,COOH,
CH,COOR’, =aummmeHHOM Tpynna CH,CONHOH, CH,CONHCN, CHrerpasona,
3aMmeumeHHoro rTpynrnon R’, CH,SO;R’, CH,PO(OR’),, =amMieHHONM TpPYIIIH
CH,S80s3, salyMme HHOM TPYIIIH CH,PO(OR’ )OH, samMme HHOM TPYIIkL
CH,PO (R’ )OH, =mammmenHon rpynnet CH,PO(OH),, panukana Y’'; wmm OY',,
npuyeM Y’ BHOUpPpAawT U3 Tpynn SO;R’, SO,NHCOH, SO,NHCOR',
SO,NHCOOR’, SO,NHCONH,, SO,NHCONHR’ wu =samumeHHo# rpymnnu SOsH,
pamukana Y’',; umam OY',, rme Y’', o3HavaeT zaumMumeHHyw rpynny PO(OH),,
3auumeHHyw TIpynny PO(OH) (OR’), =sammmeHHyilo rpynny PO(OH)R’ wunm
rpynny PO(OR’}),, wim pagukain Y's, npuyem Y’; BoOupaklT U3
3amMIeHHOr'o TeTpasojya, TeTpas30oJjla, 3aMelleHHOTo paaukanoM R’ , NH-
Wi NR’ —3ammMme HHOTO TeTpasona, NH- nnu NR’ -TeTpasoJa,
3aMelleHHOTro pamoukanoMm R’, NHSO,R’ u NR’SOR’, rme R’ wumMmeerT
onpeneJyieHHOE BHIUIE BHadeHUe;

C LEeJIbI0 IOJIydeHMA [IPOMeXyTOYHOI'O coeIuHeHusa ¢opmyJel (III):

w
NN
(CH)n '

3 2

(III)

roe:

R”:, R’3, R3, A’ M n MMeOT Te Xe 3HAaUeHMs, 4YTO U BHIE U Jubo
X1 ABJIAeTCA aTOMOM BoIopona u X; npencrariaser cobom rpynmny -—-Z-CO-
X3, npu 3TOM X3 npencraBJigeT cobon OCTaTOK areHra
kapboHunupoBanua, Jubo X; npexncraraseT coboyr rpynny -ZH un Xy
npencrasnasgeT cobom rpymnny CO-X3, npu sTOM X3 MMeeT onpelnefieHHoe
BHILIE BHa4YeHUe;

b) cramuio, B xoIe KOTOPOM B INPUCYTCTBMM OCHOBAHUA UUKINIYIOT
[IoJlydyeHHOe paHee IMpPOMexyTodHOe CcoeIMHeHMe; U

c) B ciiyyae HeoBxonuMMocTH, CTaguM a) MNpeguecTBYOT U/MIM 3a
cramMer b) crnemyloT onOHa MM HECKOJbKO CJIenyluMX peakumi, B
COOTBEeTCTBYLIEM [IOpPSAOKe:

~ 3alMTa PeakKUMOHHOCIIOCOOHEIX QYyHKUMOHAJBHEIX I'PYIIIIMPOBOK,

- yIDaJjleHMe BalMTh PeaKUMOHHOCINOCOOHHX (QYHKUMOHAJNBHEIX I'pPynn,
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- arepudurkauuns,

- OMELIEeHME,

- cyiabbaTuporRaHUe,

- docdarupoBaHue,

- aMuIOvpoBaHue,

- auuMnmMpoBaHue,

- cynbboHUIMPOBaHMUE,

- ankKuInpoBaHue,

- BEeIEeHMe IOBOMHOM CBA3M,

- ofpaszoBaHME TpPYIIIE MOYEBMHEH,

- BBelOeHMEe TeTpas3OJIbHOM TPYMNIH,

- BOCCTAHOBJIeHUE KapOOHOBOM KMCJIOTH,

- JeruipaTauus aMuia B HUTPUN;

- ofpasoBaHue CcoJu,

- JVIOHHHIM OOMeH,

- pacuervieHmne MM pasheJleHMe IMacTepeOoUu30OMEPOB;
— OKHuCJeHue cynabdumga B CynabdoKCUO U/ MU CYJIbOOH.
B kauvecTBe areHTa KapOOHUIMPOBAHUSA MOXHO MCIOJbL30BaTh TaKoOMi

peareHT, kak ¢ocred, mmdpocreH, TpudpocreH, apuinxijgopdopmMmaT, TaKoM’

Kak benunxnopdopmmuaT 1ZR10% n-Hurpobenunxyopdopmmar,
apankuiaxjopbpopmuar, Takor Kak OeHsunxjopbopmuar, aNKuJI  WUIu
aJIkeHUIxXJopdopmmar, TaKou Kak MeTunxnopbopMmaT nim
aJsumaxjoppopmuar, ankniaoukapboHar, TaKON Kak TpeT—

OyTunomMkapboHaT, IMMMMOABOJI-KApOOHUA M UX CMEeCHu.

[IpeonodTMTESILHO peaKUuMio MNpOBONAT B [IPUCYTCTBMM OCHOBAaHMA
UM CMEeCHM OCHOBAHMUIM, KOTOPHE HEeNTPpaM3yloT oOpa3yonllylncsa KUCJIOTY.
OcHOBaHMe MOXeT, B UYaCTHOCTHM, SHABJATLCA aMMHOM, TakKMM Kak
TPUSTUIIAMUH, IOUUBONPONMUISTUIAMUH, [IUPUIVH, OUMETUJIAMMHONMPUIMH.
TeM He MeHee, B KaueCTBe OCHOBAHMA MOXHO MCIIOJb30BATb MCXOIHEIA
nponykTt ¢opmynsl II. Ero 6epyr B u36uHTKe. [loSCHEHMSA NPMBOIOATCH B
DKCMEPMMEHTAJNIbHOM YacTu. B chnyyae HeOOXOOMMOCTM MNPOOYKT (GOPMYJIH
II ucnone3ylT B BMUIOE  KUCIOTHO-AILOUTMBHOM  COJIM, Hanpumep,
rnopoxJjiopuia miam TpudTopaueTara.

B kauecTBe OCHOBAaHMA Ha CTaIMM b) MOXHO TakXe MCIIONbL30BaTh
aMMHH, WM IUOPUIOB, aJIKOTOJIATH, aMuin WM KaApOOHATH IEJIOYHHX WJIM

WeJJOYHO3eMeJIbHEIX MeTaJlJIOB.
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AMMHE MOXHO BHOpaTb, HAalpUMep, M3 HUXENPUBEIOEHHOI'O CNMCKa.

B kauecTBe I'MIpMOA MOXHO TakXe WUCINOJLE30BaTh IUIPUIO HATPUA
MM KaJus.

B kauecTBe ankKoIoJIATa WEeJIOUHOI'O MeTasuja, IpenrnouTUTEeNbLHO,
MCIOJIE3YIT TpeT-0yTuiaT KaJuAa.

B kauvecTBe aMmuiga HEJIOYHOTO MeTajjla MOXHO, B WaCTHOCTH,
MCMOJIb30BaThL OUC (TPUMETUIICUIIMII) aMu JIMTUSA .

B kxauecTBe kapboHaTa MOXHO, B YaCTHOCTH, MCIOJb30BATh
kKapboHaT uau BuxkapbOoHAT HATPUA MIM KaJIMA.

B ciayuae HeoOXOIMMOCTM, TNpPOMeXyToOuHOe coeluMHeHue O(opMynkl
III MOXeT OHEITh MIOJIY4YeHO B BUIOe KMUCJIOTHO—-aOOUTUBHOM coJin,
oBpasoBaHHOM B npouecce peaxkuuu kapBoHUIMpOBaHuA, u, B
YaCTHOCTM, TIuApoxJiopuIa. [Hanee, B 3ToN Xe ¢opMe ero MCNOoJb3YyT B
peaxkuuy LUKIU3aALNMA.

B ciaydyae HeoBXoIMMOCTHM, ULUKIM3AUUIO MOXHO OCYNEeCTBUTL 6e3
BHOEJIEHUS [IPOMEXYyTOYHOTO coenuHeHusa dopmysn ITI.

Peakuuu, yIOOMAHYTHE Ha CcTaiuu C), HABJAOTCH, Kak NOpaBuUio,
OOBIYHEIMM pPEeakKUMAMM, XOPOWO MI3BECTHEIMU CIelMaJIMCTy.

PeaklUMOHHOCIOCOOHEMM QYyHKUMOHAJILHEMM I'DYIIlaMM, KOTOPHE B
cllydae  HeoOXOOMMOCTM  3alMMAnT  SalMTHBEMM  DpYIINaMu, ABJIANTCSH
PEaKUMOHHOCNOCOOHEE YyHKUMOHAJNbHEE TPYINE KaAapOOHOBHX  KMUCJIOT,
aMMHOB, aMuUIOOB, I'MIOPOKCU M I'MIPOKCUIAMMUHOB.

BammTy KMUCIOTHOM (QYyHKUMOHAJIBLHOM TPYINH OCYWEeCTBJAKT, B
YacTHOCTH, B BUIE CJIOXKHHX aJIKMJIOBHX 2¢MPOB, CJIOXKHHEX aJlJIMIJIOBHIX
s¢upoB, OeHsmna, OeH3ITMIOPWIA WMIM N-HUTpoOeH3Mia.

YnaneHue 3alMTH OCYUWEeCTBJST OMELJIEHMEM, KUCJIOTHBIM
TUOPOJINBOM, TUIPOI'€HOJIM3BOM 1Z8)8%8 pacuennesmeM npu rIoMoumu
PacTBOPUMEIX koMIJIekcoB Palladium O.

[IpyMepH  yYKa3aHHHX 3alMTHEIX Tpynn u yhaleHus 33l Th
NMpUBenOeHH HUXE B BKCIEpPVMMEHTAJIbHOM Y4acTu.

3ammMTy AaMMHOB M aMMIOB OCYHWECTBJIAKT, B YaCTHOCTM, B Bule
OeH3MIMPOBAHHEIX [POU3BOIHEX, B BuIe kapbaMaToB, B UYaCTHOCTH,
annmi-, 6GeH3un-, O¢eHMINI- UM TpeT-OyTuinxkapfaMaToB MM B BuIe
CUNMJIIbHBEIX [IPOM3BOOHBIX, TaKUX KakK [NPOM23BOLHEE TpeT-0yTuJjIiaMMeTun-,
TpUMeTWII—-, TpubdeHus- uiIn naxe oubeHuN-Tper-ByTUIICUIMIIA.

YoaJieHue SalMTH OCYWEeCTBJIST B BaBUCHMMOCTM OT TUMA 3allMTHOM
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TpPYIINH C [IOMOWLD  HaTpusd Wi JINTUS B KMIOKOM aMMmake,

TUOPOTEHOMN30M MJM [pU NOMOWM PaCTBOPMMEIX KOMILIEKCOB Palladium O

OeMCTBMEM KUCJOTH MM OeMcTBueM dTopupga TeTpadyTUIIaMMOHUSA.
lIpyiMepH NIpMBEIOEeHE HMXEe B B3KCIEPMMEHTAJIbHOM YacTu.

BammuTy TIMOPOKCMIIAMMHOB OCYWECTBJIAIT, B YaCTHOCTM, B BUIe
CJIOXHEIX OEH3UJIOBHIX WM aJUIMJIOBEHX 3QUpPOR.

PacumernyieHre CJOXHEHX 30MPOE OCYyWEeCTBJSAIT TUIPOTEHOJM3OM WU
IpM NOMOWM PacCTBOPUMEIX KoMIUlekcorB Palladium O.

[loacHeHUsa NpuBelNeHH Iajiee B BKCIEpPUMMEHTaJ/JbHOW YacTH.

3amuTy CIUMPTOB OCYMEeCTBJIAKRT TpaguLMOHHEM CnocoBoM B Buie
MPOCTHX 30MpPOB, CJHOXHEX 3bupor wuau kKapboHaTOB. IlpocThHe 3QMpPH
MOTYT OHTb [IPOCTEMM AJIKMJIOBEIMKU MAM AJKOKCUAJIKWUIIOBRMY spupamm,
NpeanodYTUTENIbHO, [IPOCTHMM METUJIOBEMM MM METOKCUDTOKCUME TUJIOBLHMU
sbupamm, OpOCTEIMM  apwujioBeMM  3bupamm  uiauM, NpenrnodTUTEJILHO,
NpoCcTEMM apuJIOoBeIMM 3dupamMm apaskuna, HanpuMmep, ©eH3WIa, WM
CUJIMJIbHEIMM [POCTHEMM 3dupamMm, HaOpuMmep, CUMMIbHBEMM [IPOM3BOOHEMMU,
npuBeneHHeMY BhWEe. CJOXHHEe 30UMpH MOTYT OBTH JIIOOEMM CNOCOOHBEMU
pacuenyasaTbsCs CJIOXHBIMU sbupamu, U3BEeCTHEIMU creuuaamucry u,
NpEenNnoYTUTESIbHO, aleTaToM, [PONMOHATOM MM OeH30aTOM MM  II-
HuTpoOeH30aToM. KapboHaTe MOI'yT, HamnpuMmep, OBTb MeTUN-, TpeT-
OyTuin-, anami-, OeH3WJ- MM N-HUTPOOeH3UNIKapOoHaTaMM.

YoasneHue 3amWmUTH OCYIEeCTRJIAKT cnocofamu, M3BEeCTHBIMU
crieunaJyiMcTy, B YaCTHOCTH, OMBLIIEHUEM, TUOPOT€HOJIN30M,
paclernjeHMeM pPacTBOPUMMEIX KoMjekcoB Palladium O, ruopoamsoM B
KMUCJoM cpene munm obpaborTkoit dTopmaoM TeTpabyTHMIIaMMOHUSA B CJydae
CUJIMIIBHBIX [IPOMU3BOOHHX .

[IpuMepHl NpMBeOeHH B 3KCIEePMMEHTAaJbHOM YacTu.

Peakuuio cynbdpaTUpoBaHUs OCYUWECTBISAKNT OEMCTBUEM KOMILJIIEKCOB
SO3;—aMMHEI, TakKMx kKak SOz-nupuanH waM  SOz;—OuMeTundopMaMmn, B
nMpuIvHe, a II0JIYYE€HHYI COJIb, Halnpumep, CoJib OIUPpUAOMHAa, MOXHO
3aTeM oOOMEHATsL, HaNpuMep, Ha COJIb JIpPYyIOoIr'0 aMmMHa, YeTBEepTUYHOTO
aMMOHMSA nnm WEeJIOYHOT'O MeTaJsa. [TpuMepH! [IpUBeneHH B
SKCMEePUMMEHTAaJIbHOM 4YacCTH.

Peakuuw ¢QochaTupoBaHusa OCYULECTBJIAKNT, HAIpuMep, OeNCTBUEM
xnopbdocoara, Takoro Kak OuMe TUJI-, OnbGeHs3uJI- N

IndpeHunxnopdocoar.
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Peakuuno  aMuUIOMpOBaHMA  OCYUWECTBJST, BHauvaJsie obpabaTuBas
KapOOHOBYIO KMCJIOTY aKTMBATOPOM, TaKMM KakK aJKuUIxJopdopMmaT WM
EDCI, a 3aTeM JOEMCTBYIOT TIMIPOKCMAOOM aMMOHMS WM [IOOXOOSAMMM
aMMHOM MJIM €I'0 KUCJOTHO-aIOOUTMBHOM COJIbK. [IpUMEpH MpMBEIEeHH
Jajiee B DKCIEepMMEHTAJIBHOM YacTu.

Peakuunu aUMIIMPOBaHMA U CyNnbOOHUNMPOBAHUS [MpOBOOAT  Ha
IPMIOPOKCUMOYEBUHAX COOTBETCTBEHHO OencrBueM COOTBETCTBYKUETO
rajoreHa’sruupuua num aHIMIpMuoa kapBboHOBOM KUCJIOTH nm
COOTBETCTBYKIUEI'O TIajIoOTeHaHTuApmuia CyJIbPOHOBOM KUCJIOTH. [IpMMeph
npmBeneHH naJjiee B SKCIEePMMEHTaJIbHOM YacTHM.

Peaxkuumwo AJIKMIINPOBAaHUSA OCYUECTBIIALT oencrTBueM Ha
TUOPOKCUIIbHEE [NpOU3BOMHEIE rajoreHaJsykuia unu rajioreHaJkuia,
3aMelleHHOoT o, B YacTHOCTH, CBOOOIOHBIM MM 3TepUPULUUPOBAHHEM
KapBOKCUIBLHEM pannkKaJyoM. llosscHeHUA IIpHUBE neHE najee B
3KCNEePVMEHTAaJIbHOM YacTH.

BosMoxHOe BBeIeHue B KOHLE OBOMHOM CBSi3H, KoTopasd
HaxoImMTCs, [NPennodYTMTENILHO, MexIny aToMamMy yIJjepola, HecCcylrMu
zamMecTuTesMm Rgq M Ry, OCYymWecCTBIAOT »OelICTBMEM I'aJIOTeHIPOU3BOJHOTO
ceJleHa C T[OoCHenymolyM  OKMCJIeHMEeM I[10 M3BECTHRM  CHeUuMaliMcTy
cnocobaMm. IllpuMep NpuBeleH najiee B IKCIEPUMMEHTAJIbLHOM dYacTu.

OBbpas3oBaHue kapbaMuOHOM TpYNIH, KoTopas OTHOCUTCH K
3aMecCTUTEJIo Rs, OCYUWEeCTBJIAT, NpennoyYTUTEeNILHO, nencTeueM
COOTBETCTBYKWIEIC M30OUMaHaTa Ha cBoBbomHyl rIpynmny NH. [TprMep
NnpuBeleH paJjiee B BKCIEepPMMEeHTaJIbHOM YacTu.

BBeneHue TeTpas30JbHOMN TPYINH OCYIEeCTBJIAIT OencraueM
TaJIOTeHIIPOM3BOOHOTO, NnpennouTmuTelsIbHO, dTopnpons3BOOHOIO
SalMEeHHOTO WJIM 3aMelleHHOI'o TeTpasl3ojia. YOajleHMe SalMTh  MOXHO
OCYUWECTBUTL TI'MIOPOTEHOJINB0M.

BoccTaHoBneHME KUCJOT B CHMPTH MOXHO OCYWECTBUTbH HOeNCTBUEM
BopaHa wuan, dYepes cTamMio OOpPa30BAHMA I[IPOMEXYTOYHOTO CMEMaHHOTO
aHruzmpuia, JnOeucTemeM Oopruipuia WeJOYHOIO MeTasla. CMelaHHBI!
aHI'MIOpUI TOTOBAT, HanpuMmep, c [IOMOMUIB IO ankuaxjaopbopmmara.
[loAcHeHMs npuBeneHH Jajlee B BKCIEPMMEHTaJIbHOM YacTu.

llermopaTaumMs ammuna B HUTPUI MOXET I[POXOIUTbL B YCJOBUSX
peakumii KapOOHMIMPOBAHMUA M LUMKJIMBALMK.

Okucnenue cCynbdmmor B cynbdokcua wu/mam  cyiabPoH  MOXHO
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OCYIWECTBUTEL OericTBUEM HaOKMUCJIOTH, Takon Kak MeTa-
xjnopHanbeH30MHaA MJIM HandTajneBas KUCIOTa, MM JIOOr0 ApyTroro
peareHra, M3BECTHOI'O CINeUMaJucTy.

[lonydyeHue COJI€M KUCJOT B CJHydYae HeOBXOIMMOCTM OCYHECTBJST
nofaBJIeHMEM KMCJIOTH B pacTBOPMMONM Qpase K coemuHeHulo. OBpas3oBaHMue
cojlell C OCHOBaHMAMM MOXeT OHTb OCYWEeCTBJIEHO MOJIA COeOUHEeHUN,
comepxXammMx KUCJIOTHYIO TPyMNny, B UYaCTHOCTM, KaApPOOKCUIBHYI TIpynmny,
JIMb6oc IJIS COeOMHEeHMM, CohepXalMx CyabOOKCUTDPYNNY WM NPOU3BOOHOE
docdopHOIl KUCJOTH, WIM NOJA COeAMHEHMM, CcolepXxallMX TIeTepOLMKJI,
objlajampiMii  KMCJOTHEMM CBONMCTBaMM. B nepeBoM cJjyyae peakuuwo
OCYWECTRJISAT nobaBJieHueM COOTBETCTBYKIETO OCHOBaHM4A,
NpUuBeOeHHOro BHIE. BO BTOpOM cllydae [1OJIydalnT HENOCPeICTBEHHO
COJNlb INMUPUIOMHMA BO BpeMs HOEeMCTBUA KoOMIJIekca SO;-NMUPMOMH M [OJTydaKnT
ApyTye COJIM U3 YKAa3aHHOM COJIM NUPUMIOMHUS. B TOM MM IOpPpyTOM Ccaydae
MOXHO TakXe OCYyUEeCTBUTb MOHHHN OOMeH Ha cMmoJie. I[IpuMMepH NOJIyYeHUS
coJiell NpMBENEeHH HOaJjlee B BSKCIIEpPMMEHTAJILHOM 4YacTH.

PasneJjieHue 3HAHTUOMEPORB n OIMacTEepeon30MEepoB MOXHO
OCYWIeCTBUTL B COOTBETCTBUM C MeTodaMM, W3BECTHEMU CHeumaJucry, B
JacTHOCTHM, XpoMmaTorpaduei.

[TommMMmo cnocoBOB, OMMCAHHHIX BhHlle, coeluHeHus ¢opmynu (1)
MOTYT OHTE IOJIYdeHH IO crnocofaM, B KOTOPHX BHaualle MCIOJb3YT
coemuHeHue odopmynn (II), rvme R’;, A’, R';, R3 u HZ wumMmewoT Takue
3HaAYeHUs, KOTOpHE NPUMBOLOAT HENOCPenCTBeHHO (6e3 TpaHcdopMmauuu) K
3Ha4YeHUsAM B COeIMHEHMAX, KOTOphHe XOTAT NOoINyunMTb. B ciyuae
HeoOXOOMMOCTM Te M3 yKa3aHHHEX  3HayeHui, KOTOPHIE comepxarT
PeaKUMOHHOCNOCOOHEEe  QyHKUMOHAJIBHEE  T'PYIH, YIIOMSHYTHIE  BHIE,
3amMumaKnT, IpyM  STOM yHaJleHMe SalMTH [OPpOUCXOOUT I[oCJie CTaluu
UMKIM3auuMu b uiam B ool OpyTroM MNOOXOIAWMMI MOMEHT IIpM IpOBeIeHUM
CUHTe3a. 3auMTy TDpynne M yhalJleHuMe 3BalMTH OCYyUWEeCTBJSIT Kak
OIIMCAaHO BhHINE.

[TonoOHele CNOCOOH MNPMBEOEHH Hajlee B 3KCIEPUMEHTAJIBHOM 4YacTu.

[IpooyKTH dbopmy (II) U3BECTHEI Wi nx noJydanT B
COOTBETCTBMM CO crnocobamm, MIBECTHRMM CleluMaJucTy. CCHJIKM Ha
JIUTepaTypy, a TakkXe CrnocolbH IIoJIyyeHMd TIpUBeNeHH  Janee B
SKCIEepMMEeHTANbHON YacTH.

Crnenymouye IPUMEPH [OSCHAKT M300peTeHMe, HO He OI'PaHUuMBaKnT
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ero.
[NIPUME PH

B ykaszsaHHHX NOpMMepax MCIOJb3YOT ClelylliMe COKpAaleHMA :

DEAD: IM3TUJIOBHM 39UP a30-OMKAPOOHOBOM KUCJIOTH

TEA: TpusTUiaMuH

DMAP: 4-nuMeTUIIaMUMHONMPUIONH

EDCI: rumpoxmopun 1- (3-mDuMeTHIaMMHO-NIPONMJI) —3-
aTunkapboIumMmna

THF: Trerparunpodypan (TI'd)

AIBN: 2,2’-a30-6uc-u308yTUPOHUTPUI

M: MmosAapHasa Mmacca

MC: Mmacc-chnexrTpoMmeTpus

EIl: 3JIeKTPOHHEIM yOap

SIMS: Macc-CHNeKTpOMeTpus Ha BTOPUUHHEX MoHax (BUMC)

FAB: OoMbGapioupoBKa OHCTPEMM aToMaMu

pumep 1
IndeHMIMETUNIOBEI 20UpP uMc-7-0KCco-6-okca-1-
a3abuumkiio[3.2.1] okTaH-4-NPONaHOBOM KUCJIIOTH

CMmeumBawT 3,16 1D (10,6 wMMoOJIB) rmopoxJjopmoa 3-okco-1-

(beHUNIMeTIN) -4 -NUNepPUONHIPONaHOBOM KMCJIOTH (M=297,7 1)

(NpyBOOMTCA B 3asABKe Ha mnaTeHT fAnoHum J54098-772) u 100 mn
3TaHOoJa M OoXJjaxnalT no Temnepatypua 10°C. B Toke azorTa [oBaBJigioT
B Tedenume 15 mmH 1,84 r NaBHs;, npM 3ToM TeMmrnepaTypy MNOLIEpPXMBAOT
B MHTepBaJie oOT 8 1nmo 13°cC. HawoT HarpeTbCsd OO KOMHATHOMI
TeMIepaType M OCTaBJART Ha 1 dYac 30 mmH. JobBamasior eme 380 wMn
NaBHs, 1 ocTaBisioT Ha HOYb MPM KOMHATHOM TeMmnepaType.

BemapuBawT pacTBOpPUTENb MNPM [NOHMKEHHOM IaBJIEHUM, OCTATOK
pacTBopsior B 50 Mn Bomn M noHmxawT pH ¢ 10 mo 2 ¢ roMmombio
KOHLEHTPMPOBAHHOMN COJISIHOM KMCJIOTH . CHoBa BHIIAPUB AT npu
NOHWXEHHOM IaBJjieHMM. TBepmOelt ocraTok (npubauzurenbHo 10,8 1)
NpOMEIBAKT nBa pasa 100 mn »TaHosNa, 3aTeM pacTBOPUTENL BHIIAPUBAKT
pY IOHMXEHHOM OAaBJIEHUM.

TaxuM ob6pasom nosayuawr 3,10 r rumpoxsopuma 3-TMOpoxcu-1-
(benmnMeTn) -4 -NUNEPUOMHIPONAHOBOM  KUCJIOTHI {(M=299,7 r), yTo
COOTBETCTBYET BHXOINY 97%.

PazBonar 3,10 r (10,3 MMoJsb) paHee MNOJYYEHHOTO COEOVMHEHMS B
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100 mn 3TaHoJa, 3areM  OobBaBasoT 900 wMr rpenBapuTeNbHO
HachllleHHOTo BomoponoM 10%-Horo PA/C B 30 Mn 3TaHoma.

OcraByAlT Ha HOUbL B aTMochepe Bomopoda INpPM HOPMAJLHOM
HOaBJIEHUMM, 3aTeM YIOalAoT KaTanus3aTop o(uiabTpoBaHMeM, a 2STaHol
BHIIIAPMBAIOT [IPU [NOHMXEHHOM HOABJIEHUM.

MonyuyaioT 1,90 r IUIOpoXJiopuna TpaHCc-3-TuapoKcu—4-
MUIIePUIOMHIPONAaHOBON KMCHOTH (M=209,6 1), BHXOI 88%.

CvemmBaoT 1,79 r (8,54 MMONB) paHee MNOJYYEHHOI'O COeIOUHEeHUS
¢ 20 mn sTtanHona m 20 M BOIH.

SaTeM nOOGABINANT KOHUEHTPMPOBAHHHI pPacTBOP IMIPOKCUIA HATPUS
0O Tex mop, noka ypoBeHb pH He cocTaBur npubnusmuresnbHo 8,5.

Barem pgoBaBiAwT 1 M ammmMiaoBoro  sdupa  XJIOPMypaBbUHOM
KMCJIOTEH UM KOHUEHTPUPOBAHHEIM pacTBOP I'MIAPOKCUIA HATPUSA, UYTOOH
coxXpaHATe pH B MHTepBane or 8 mo 9.

PeakUMOHHYK CMeChb 3KCTparMpyoT 3TwialeTaToM, 3aTeM BOJHY
basy nomxucnaior no0 ypoeHA pH 2 pobBaBleHMEM KOHLEHTPUPOBAHHOI
COJIAHOM KUCJOTH UM TIOBTOPHO SKCTPATMpPYyT 3TuUialeTaToMm. llocne
CYWKM UM  BHINApMBaAHUA  PACTBOPUTENS NPM [NOHMKEHHOM  IaBJIEHUU
nojgydyanr 1,69 r cHporo npomykTra, KOTOPHIN CHOBa I[OMENAanT B CMeCh
INXJIOpMeTaHa ¥ STaHoja, 3aTeM OTQUALTPOBHBAKT U  BHIAPUBAKLT
PacTBOpPUTEJIE [IPpU MNOHMXKEHHOM HOAaBJIEHUM.

Takmm oOpaszsom nosydawrT 1,40 1 rTpaHc-3-rugpokcu-1-[(2-
IIPOTNEHNUJIOKCH) KapOoHWUI] —4-NuNepuaoMHNpoOnaHoBoit kucjoTe (M=257 1) cC
BEIXOHOM 60%.

PacTBOopsaw0T 3,24 r (12,6 MMOJIB) [TOJIYy4YEeHHON paHee
TUMOPOKCUKUCIIOTH M 6,4 r rTpupeHunpocoémua B 60 M TI'd npwm
Temnepatype 0°C B aTMmochepe azora. 3arem noBasjsior 2,5 mn DEAD u
dyepes 15 MMH pPEaKUMOHHYK CMeCh BHIAPMBAKT T[pPM  TMOHMKXEHHOM
IaBJIEeHUM M NOJy4dyanT 12 I CHpoOro npomykra. OuMmanT XpoMmaTorpabueir
Ha CcuIMKaresyie C 3JIOMPOBaHMEM CMeCbhI IUXJIOpMEeTaHa M 3Tuiallerara B
rpamvente 9/1, 8/2, 7/3, 4YTOGH OTIENUTH UMC- U TPAHC-JIAaKTOHH.

HonyuwawT 2,72 r UMC~JAaKTOHaA B CMeCH C HeBOJbLIMM KOJIMUESCTBOM
DEAD m okcumoMm dpocohpmHa.

YKasaHHBM [POJYKT pacTBopAnT B 10 MI OMMETOKCHM®TaHa M
nobasiaT 8 Mi pacTeopa lH. NaOH. llocsie B3aMMOOeMCTBMA B TeuyeHMe

1 wuac, PE€akKLMOHHYI CMeChb 3J3KCTPAarMpyrwT »OBa pask3a 3TujaleTaroM,
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3aTeM MNOOKMUCIAT OO YpOoBHA pPH 2 2H HCl M NOBTOPHO 3KCTPATMPYOT
3TUJIalleTaTOM. [locne cywku U  BHOApUMBaHUA  pPaCTBOPUTEJA Npu
[NTOHMXEHHOM HOaBJieHuM noJiydanoT 1,07 I IrMIPOKCUMKMCIIOTH.

1,0 r cuHpOM I'MOPOKCMKMCIOTH PpPacTBOPAKT B CcMecu 5 M
IMXJiopMeTaHa M 2 MJI MeTaHojla, 3aTeM of6pabaTHBaKT MW3BHTKOM
mbpeHmnIMaszoMeTaHa B IOMXJIOPMETaHe O MCYEe3HOBEHUS MCXOIOHOTO
npooykTa. PacTBopuTesib BHIIAPMBAKRT IIPM  [IOHMXEHHOM HAaBJEHUM MU
NpoOyKT OYMHAT XpoMarorpadpueirt, nonaydas 1,39 r moudpeHMIMEeTUIIOBOTO
3b¢upa unc-3-runpokcu-1-[ (2-nponeHmnokcu) kapBoHms] -4 -
NUMNEPUOMHIIPONaHOBOM KUCHIOTH (M=423 1) ¢ obmmM BEXOIOM 26%.

llanree B arTMmocdpepe aszora pacrteopsaonT 1,2 r© (2,83 mMMOJB)
MMOJIYYEHHOT'O paHee MNpoAyKTa B 23 M OMXJOPMEeTaHa. 3aTeM OoBaBJIST
390 Mkn ykcycHOM kucJoTH, 860 mxy BusSnH m 70 Mr Pd(PPhj),.

PacTBOopMuTesb BHNAPMBAKT MPM IIOHWKEHHOM MOAaBJEHUMM M I[OJYYalT
3,82 r© CHpPOro mnpoOyKTa, KOTOPEN MPOMHBAIT [1€TPOJIEMHEM 3OMPOM.
MNonyuawoT 1,27 r© npoOykTa, KOTOPHYM OGUILTPYIOT HA CUIMKaTrelse C
MCroJIb30BaHMEM IOUXJIOPMETaHa, 3aTeM CO CMeCh IOMXJIOpMeTaHa M
meTaHona 95/5, 3arem 90/10. Takum o6paz3oM nosyuaior 0,87 o
IndpeHMIMe TMIIOBOIO sbpupa LMC-3-TUAPOKCHU—4 ~IMUNIePUIMHITPONAaHOBOM
kucjora (M=339 r) ¢ BHxOOoM 77%.

Pacreopawr 400 Mr (1,00 mMMonb) paHee NOJIyYEHHOT'O COEOMHEHMS
B 25 M IuxJjopmeraHa, nobaBnsoT 80 wMxya mubocreHa (Cl;COCOCL),
336 Mxn TEZA, 144 mr DMAP.

OCTaBnAKT B3aMMOINEMCTBOBATE NPM KOMHATHOM TeMmrnepaType B
TedeHre 5 uyac 30 MuH, 3aTeM pas3baBiST OUXJIOPMETAHOM. I[IPOMBIBAIOT
10%-HelM BOOHBM pPaCTBOPOM  BMHHOM  KMCJIOTH, 3aTeM  dpocoaTHEM
OydepHEM pacTBOpOM HaTpusa Cc pH 7, opraHumueckyow O(asy cywaT Han
CynbdaToM HATPUs, 3aTeM BHNAPMBAKT pPaCTBOPUTEJE IIPU IOHMXEHHOM
nasyeHun. TakuMm oOpasoM noJsydailoT 380 MI' CHPOIO NPOOYKTA.

OummaloT xpoMmarorpaduert Ha cuaMkaresye C 3JIOMPOBAHMEM CMECBHIO
ouxjopMeTraH/sTunauerar 95/5 ¢ nobaskoit 0,1% BOIH.

MosyuawnT 184 Mr uenesoro coemmHeHuda (M=365,43 1), BHXOO
50%.

CnekTp lH-aMp (CDCl;, 300 MI'u), XMMMUYECKMEe CIOBUI'M B M.IO. U

MYJIE TUIIJIIE THOCTL IIMKOB:

1,60-1,88 (M): NCH,-CH,~CH; 2,48 (M): CH,-CH,-CO; 2,78 (m) -
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2,90 (M) - 3,33-3,47 (m): cg;—N—cgz; 4,50 (m): CHO-CHz; 6,89 (c):
COCH(CeHs)2; 7,33 (M): (CeHs)2.
WK-cnekTtp (CHCli;): 1784, 1734, 1600, 1585, 1496 cm™*

Macc-crnekTp (3JieKTpopachnblUIeHMe C NOJIOXKMTEJIBHOM MOoHM3aumen)

m/z: [M]* = 365

Ipumep 1 bis

lnc-7-oxkco-6-okca-l-azsabuumkio[3.2.1] okraH-4-nponaHoBasg KUCJOTA

PacTteopsior 176 Mr (0,482 mMMonb) IMIOJIYYEHHOTO paHee MOpOOyKTa
B 10 mMn aueroHa. Hobarmaawrt 90 mr 10%-Horo Pd/C.

OcTaBagKRT B3aMMOOEeNCTBORBATH B aTMochepe BOOopoOa opu
HOPMAaJIbHOM [HaBJIEHMM B TedeHMe 3 yacoB. J[lanee pmobaBidaAwT eme 25 M
KaraaMsaTopa ¥ MNPOBOOAT peakUuMio eme B TeueHue 1 uvac 15 MmuH.

KaranusaTop OTOUILTPOBHBAKT, 3aTEeM BHIAPMBAKT pPacCTBOPUTEJIb
npy MNOHMXEHHOM OaBJIEeHMM M NnojydanT 146 MI' npomoykra.

[TloeTopAawnT peakuuo B 10 i aueroHa ¢ 35 Mr 10%-Horo Pd/C B
aTMocdepe BoImopoma M MPOBOIAT peakKuMow B TeuyeHuMe 1 uyac Oo ee
3aBeplUeHus.

SaTem KaTaamsaTop OTHeN AT buneTpoBaHMEM n dunsTpaT
yrnapmMBalT MNPy [IOHMXEHHOM HaBJjieHuM. [lomyuanor 137 MIr crHporo
NMPpOOYKTa, KOTOPHM MNEePEeKPUCTAIM3OBHBAIT M3 CMECHM ITUIIOBOTO 3dMpa
M neTpoJienHoro sdupa. TakuM ofpas3oM oJydanT 75 MIP LeJeBOTIO
nponykra (M=199 p) c BhHxoImoMmM 78%.

CnekTp 'y-amp (CDCl;3, 250 MI'u), XuUMUYeCKMe COBUTM B M.O. U

MyJIb TUIJIE THOCTL I[IMKOB:
1,30-1,63 (M) u 1,88 (M): NCHz-CH,-CH; 2,25 (T): CHz-CH2-CO;
3,06 () m 3,38 (M): CHp-N-CHz; 4,65 (m): C-CHO-CHp; 12,08 (c): H
NONBUXHEIM .
VK-cnekrp (BazeauHoBoe Macyo): 1785, 1717 cm™?
Macc-cnekrp (FAB) m/z: [M+H]* = 200; 159
lpumep 2

IndpeHnnMeTMoBeM 39Mp TpaHc-7-okco-6-okca-1-

asabuuukno [3.2.1]okTaH-4-yYKCYCHOM KMCJIOTH

CmemwmBaloT B MHEpPTHOM aTMmochepe 94 wMr (0,259 mmMoub)
I'MIpoxXJopuaa onbeHnIMe TUIIOBOT O adupa TpaHC-3-I'MIOPOKCU—-4-
IUINEePUIMHYKCYCHOM kucioTH (M=361,87 1) (ommcaHo B FEur. J. Med.

Chem - Chim. Ther - 1982 - 17(6)531-5) u 7 My OuxJopMeTaHa.
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OxnaxnaiT Ha ©OaHe CO JbIOOM M BHOCAT 19 wMkja moudpocreHa.
[lepeMenmBaT B TeudeHMe 25 MMH, =aTeM goBariasawT 72 MK TEA.
[lepeMeunBaoT npM KOMHATHOM TeMrepaType B TeueHue 30 MuUH U
PacTBOPUTENL BHIIAPUMBAT [IPM MNOHMKEHHOM MNaBJIeHUMM. 3aTeM OoGaBJIAKLT
7 Mmn Tosyosia. JoGamnsawT 36 Mxa TEA, sarem 31 mr DMAP.

HarpeBaior B TeueHume 15 MmH QO Temneparypel 100°C, =arem
OCTaBJAT NPM KOMHATHOM TeMneparype. Jajee MNpoMHBAKT 2 pasa o
4 Mn1 10%-HelM pacTBOPOM BMHHOM KUCJIOTH B Bone, 3areM 4 M1
HAaCBHIIEHHOT'O pacTBOpa XJiopuOa HaTpuUA B BoOIe.

CymaT Han cyJabdaToM MarPHUA, duneTpyloT M pacTBOpPUTENb
BHIIAPUBAKT I[IPU [OHMWXEHHOM OaBJISHUM.

[MosnyyaioT 78 MT MacJa, KOTOpoe XpoMaTorpadupyior Ha
CuwiIMkKaresne, MCrOJIb3YyA B KauecTBe 3Jn0eHTa cMechb 95/5 muxsopmeTaHa
M 3TUNALeTaTa.

Takum oBpasoM [IoJIydamnT 35,7 MT LeJIeBOTO COeOMHEeHUs
(M=351,405 r) B BMIOE KPUCTAJJIOB 6EJOTO LBETa (BHXOM 39%).

Ipumep 2 bis

TpaHc-7-0kCO-6-0okca-1-azabuuukio [3.2.1] okTaH-4-yKCyCHas KMUCJIOTa

CMemnBamoT B WHEpPTHOM arMmochbepe 38,7 wmr (0,110 mmoss)
nponoykTa, IMOJIYYEHHOTO B npuMmepe 2, a Takke 2 MJI aleToHa M 38 MD
10%-Horo Pd/C B kauecTBe KaTajaMsaTopa.

[lomemaoT B aTMochepy BOOOpOna MNPM HOPMAaJbHOM IaBJIEHUM.

OcTaBnsaoT B3aMMOLNEMCTBOBATH B TeueHUe 45 MMH, 3aTeM yOalsoT
KaTaamsaTop duiL TPOBaHMEM u pacTBOpUTENDb BBEIIIAPMBAKT rnpu
[TOHMXEHHOM IOaBJISHMH.

TakmMm oOpasoM nojydanoT 32,6 MI' CHPOTO MNPOIOYKTA.

[lepeKpUCTAJNIMBOBEBAIOT B 9STUJIOBOM 3bupe U nojgydaor 14,2 Mr
LeJIeRoro CoenMHeHMA B BuIe KpucrauioB Oejoro useta (CgHigNOs -
M=185,181 r) c BmHxoIoM 69%.

lpumep 3

IVOEeHMIIMe TMJIOBEIN 2dUp umc-7-okco-6-okca-1-

az’abmumkio[3.2.1] OKTaH-4-YKCYCHOMN KUCJIIOTH

CMmeummBawT 1,5 (5,78 MmMmonw) TpaHc-1-[(1,1-
IMMETUIIBTOKCHU ) KapBOoHMI] - 3-IMMIOPOKCU~4 -MTUNEePUAMHYKCYCHOM KUCJIOTH
(npuBomurca B Eur. J. Med. Chem - Chim. Ther - 1982 - 17(6)531-

5), 7 Ma IUXJIOpMeTaHa, 3,03 r TpudbeHunpochdHmuHa n 22 MJI
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TeTparmapodypaHa.

Jobapnswr pactBop 0,91 mn DEAD B 2,5 Mi TerparuapodypaHa.
OcTaBnsanT B3aMMOOENCTBOBaATbL B TeueHuMe 3 yac 20 MMH, 3areM
noGaensor 8,7 Mn lH. T'MIPOKCMUIA HATPUA U NEepEeMelMBaKT B TeueHUe
1 vac 15 muH.

PeaKUVOHHYI0O CMeChb 3KCTparmpyloT 2 pasa 3TuilaleTaToM, 3aTeM
mopomaAT no pPH 2 npu noomomm  2H. COJISHOM  KUCJIOTHI. 3aTeM
SKCTParvpyoT TpU pasa 3TUIAalleTaToM.

OpraHnueckue (ase OOBEOMHANT UM NPOMHBAKT B  HAaCHUEHHOM
pacreope xJjopuia HaTpusa B BoOJe, 3aTeM CymwaT Han cyJlbdparom
Maraua, (QuIbTPYIOT U pPacCTBOPMTEJIb BHIAPMBAKT MPM  [OHMKEHHOM
JaBJIEHUM .

TakuM oOpaszom nomaydaor 1,37 r kpucramios Gejnoro ueera 1,1-
nmmeTmneTmn—(3a.anb¢a.,7a.anb¢a.)-rexcarmnpo—Z—oxco—@ypo[2,3—
clnupuonH-6 (2H) ~xapbokcuiaara (C12H21NOs-M=259, 304 1) C BHXOIOM
91%.

CMmemmBalT B MHEPTHOM arMochepe 1,37 r (5,28 wMMmosb) panee
[IOJIy4eHHOT'O COeOMHEHMA M 32 M OUXJIOpMeTaHa.

BBomaT wu3BHTOK pacTBoOpa JOudeHMIOMasz3OMeTaHa B OuxJiopMeTaHe
OO0 MCYE3HOBEHMA MCXOOHOT'O MNPOAYKTa.

3aTeM BLIIAPMBAKNT PaCTBOPUTEJNb [NPU [OHMKEHHOM HaBJEHUM M,
TakuM obpasoM, noayyaoT 2,81 I CHpoOro nponyKTa, KOTOPHEM OYMIAIT
XxpoMarorpadmuenn Ha CcuiaMkareje, UCNOJb3YS B KauecTBe DSJI0eHTa
IMxXJopMeTaH, a 3areM cMeck 95/5 mmxiopmeraH/s3Tuiauerar.

[Tony4anT 2,00 r INPEeHUIIMETUIIOBOTO sbupa umc-1-[(1,1-
AMME TUIISTOKCU) KAPOOHMIT] - 3-PUIPOKCU—4 ~IUNEePUOMHYKCYCHOM KUCJIOTH B
BMIe KpucTaJuIoeB Gejqoro usBera (M=425,528 1) c BhIXOmoM 89%.

NNomemaror 0,6 r (1,41 MMOJIb) paHee NOJYYEHHOIO COEIMHEHUS U
1,93 mn 7,3 M pacTBopa xJOpPMIA BONOPOMA B MeTaHOJE. [lepemMemmBaioT
Npy KOMHATHOW TeMnepaType M uyepe3 15 MuH pobGaBmgoT 1 M
IUXJIOpMEeTaHa.

Eme uepes 15 MMH peakuMOHHYIO CMeChb yNapuBAaOT [PU [TOHMXEHHOM
OaBJIEHUN .

BHOBb 1nofaBiaslwT OUXJIOPMETaH, SBaTeM CHOBa ynapuMpawT. 3Ty
ornepauuio MOBTOPAKRT HECKOJNLKO pas.

3aTeM NPOOYKT NEPeKPUMCTAUIMBOBHBAKT M3 3TUIOBOTO adupa.
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TakumM obpasom, [oJIydanT 0,44 1 TUOpoxJjiopuna
InbeHUIME TUIIOBOTO sdupa UMC=3-IUIPOKCU -4 ~NUNEePUINHYKCYCHOM
KNCJIOTEL C ofOwen ¢opmynoit CzoH3NO3, HC1 (M=361,871 1) C BHXOOOM
86%.

YkasaHHass peakuua NPUBOIMT TakKke K OOPa30BaHMIO pPaBJIMYHEIX
KOJIMYEeCTB JIaKTOHAa TumpoxJjiopuna (3a.anvda.,7a.ansda.) -
rexkcarnipodypo (2, 3-clnupummu-2 (3H) —-oHa, (M=177,6 1).

CMmemmBaKOT B MHEPTHON arMmochepe 0,28 r (0,77 mMMmonb) paHee
NOoJy4eHHOTO coemmHeHMs CpoHz3NO3, HC1 1 19 mn mmuxsopmeraHna.

Hob6asmnsor npu TeMrnepaType 0°cC 60 MKJT onbocreHa u
nepememmBaoT. Yepes 25 muHyT BBOOAT 0,32 Ma TEA. BaTeM noBaBJgioOT
94 Mr DMAP 1 BEIOEPXMBAKT [NPU KOMHATHOM TeMIepaType.

[lepememBanT B TedeHMe 4 yac 15 MmH, =BaTeM nocjenoBaTesbHO
npoMulBailT 10%-HEIM BOOHHM pPAaCTBOPOM BMHHOM KUCJOTH M HACHILE HHEM
pPacTBOpOM XJIOpMIa HaTpUsa B BOIE.

3aTeM cywaT Han CyndbbaToM MarHMA, OUILTPYIOT M pacTBOpUTElb
BHIIAPUBAKT [1PM IIOHMXEHHOM OAaBJISHUU.

TakmMm ofOpasom nosydawT 0,265 I LeJeBOTO COEOMHEHMUS C obien
dopmyston Cy3H21NO4 (M=351,405 1) ¢ BhHxomom 98%.

CnekTp lHy-gMp (CDCl3, 250 Mr'u), =xXuMMMUeckuMe CIOBUITM B M.IH. U

MyJIbTUNJIETHOCTL [IMKOB:
1,82 (M): NCH;-CHp; 2,30-2,70 (M): CO-CH-CH; 2,93 (m) -
2,99 (oT) m 3,45 (M): CH2-N-CH; 4,60 (n): CH-CHO-CH;; 6,87 (c):
CO2CH (CeHs)2; 7,10-7,35 (M): (CgHs)z.
MK-cnekTp (CHCl3): 1786, 1734; 1600, 1587, 1496 cm’l.
Macc-cnexkTp (BMMC) m/z: [M + Na]t = 374%.

[Ipumep 3 bis

umc—7—oxco—6-0Kca—1—a3aémumxno[3.2.l]oxwaH—4-chyCHaq KMCcJjoTa

CvemnBapr 55 wMr (0,156 wmmoub) NpoaoyKTa, TIOJYUYEeHHOTO B
npmMmepe 3, 3 M 3TuaaueTara u 55 Mr karammsaropa 10%-Horo Pd/C.

[lomemaoT B aTMochepy BOmOpPOIA MNPM HOPMAaJIbHOM LABJIEHMM.

OCTapJyAlOT B3auMONENCTBOBATL B TeueHume 1 yac 30 MMH, 3aTeM
KaTamMsaTop  OTQMIETPOBHIBAT UM  BHIAPUBAKT pPAaCTBOPUTENb  [pYU
[TOHMXEHHOM HaBJIeHUN.

TakuMm ofpasoM mnojiydaioT 38 M- CHPOTO MNpPOOyKTa, KOTODEIM

[NEepeKpUCTaAJUIM30BHBAIT M3 CMEeCHU [IeHTaHa U 3TUJIOBOITO scbmpa.
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TakmMm oOpasoM mnojsydamT 16 MI' LeJIeBOI'O COEIMHEHMS B BuUIe
Kpucrasos 6Gejsioro upera (M=185,181 1) c BHxOOOM 55%.

CnexkTp 'H-gMp (CDCl;, 250 MI'u), XuMMYecKUe CHOBUITM B M.IO. U

MYJ1b TUIIJIETHOCTL I[TMKOB:
1,63-1,86 (M) m 1,91 (mM): NCH,-CH,; 2,27-2,49 (M) wm 2,54
(mm): CO-CH;-CH; 2,98 (m) m 3,54 (m): CH>-N-CH,-CHz; 3,04 (moT) »un
3,41 (mm): CHz-N-CH-CH; 4,71 (m): CH-CHO-CH,.
VK (BasesmHOBOe MacJjyo): 1784, 1734, 1686 cm™l.

Macc-cnekTp (BVMMC) m/z: [M+H]® = 186*%, 167".

IpuMmep 3 ter

MeTusnoBe 3¢pup uMc-7-okco-6-okca-l-azabuunkno[3.2.1]okraH-4-

YKCYCHOM KUCJIOTH

PacreopsawT 78 wMmr (0,421 wMMoJb) cCOeIMHEHMA, [OJYYEHHOTO B
npuMmepe 3bis, B 1 Mn muxJjopMeTaHa.

[lo kannaM goCaBnsaRT UM3OHITOK IOMas3oOMeTaHa OO Tex [op, [oka He
MOABUTCA XeJITOE OKpallMBaHMe, 3aTeM pPacCTBOPUTENb BHIIAPMBAKT [IpU
[IOHMXEHHOM IaBJIEHUM.

[TostyuaoT 80 mr CHPOTO IponoykKTa, KOTOPHIMA ouMmaKT
XxpoMaTorpaduenn Ha cCuukKarejle C 3JIOMPOBAHMEM CMECb OUXJOpMeTaH/
aTunauverar 95/5.

YkasaHHeM of6pa30M nojaydamnT 8,2 MI' UeJIeROr0 COeOMHEeHUS
(M=199,208 1) c BHXOODOM 10%.

[pumep 4

Uuc-7-0okco-6-okca-1-azabuumkio[3.2.1] okTaH-4-aleToOHUTPUII

PacTrOpsw0T 67 mMr (0,38 mmonb) TmopoxJjopmnna
(3a.anvda.,7a.ansda.)-rekcarmapodypo [2, 3-c] nupuoun-2 (3H) -oHa,
(M=177,6 1), nojnyyeHHoro B npumepe 3, B 1 mn 4,17 M pacTBopa
aMMmaka B MEeTaHoJle.

[lepemMemmBaT B TedeHMe 5 uYacC, pPaCTBOPUTEJb BHIAPMBAT NIpPU
NMOHMXEHHOM HaBJIEHMM, 3aTeM CHoBa nobaBisioT 1 MJI pacTBOpa aMMmaka
B METAaHOJIE M MNPOINOJIKAKT peakuuio B TeueHue 18 uac.

PacTBopuTe b BHITIAPUBAKT NPU MNOHMKEHHOM HNABJEHMM M NOJIyHaloT
TakuM obpasoM 79 Mr umc-3-rumpokcu-4-nunepmuiamHaleTramMmmga c obumeit
bopmymnom C;H140,N, (M=158 r).

CMemMBaKT B MHEPTHOM aTMochepe 75 MT IOJYyUYEHHOTO paHee

coeouHeHusa B 9 Mn ANXJIOpMETaHa .
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OxnaxpgamwT Ha OaHe co JnbioM M BBomAT 30 MKJI OudocreHa.

BunepxmuBaloT Ipu Temnepartype ot 0 no 5°C B Teuenne 40 wMuH,
saTeMm pobaBmasawT 0,16 mn TEA u uepe3s 5 MmHYyT 46 M DMAP.

[lepeMeumBaT B TeueHMe 4 yac IpM KOMHATHOM TeMnepaType.

[lpoMuBaloT OBa pasa no 2 mi l10%-HEM PAacTBOPOM BMHHOM KUCJIOTH
B BOoIe, 3aTeM 2 MJI HaCHUEHHOT'O pacTBoOpa XJIOpMIa HATpUA B BOIE.

Cymar Han MgSO4, GuUIBTPYOT, pPacCTBOPUTEJIL BHIIAPDMBAKT MpPHU
NMOHMXEHHOM JaBJjieHuM. [lonmydawT 35 MI' CHpPOro npoOykTa, KOTOPHI
pacreopsior B cMmecu 30/70 >TuiaueraTa M OuxJopmeTraHa. Ocamok
OTdMIIL TPOBEIBAT, M OUIBTPAT YNapUBAKT NPU IMOHMXEHHOM IaBJIEHUM.

YkazaHHeM ofpas3oM noJjydanT 23 MI'  UeJeBOTO COenuMHeHUs
(M=166,18 r) B BuOe Macja C BHXOIOM MNPUBIU3UTESBHO 26%.

MK (BasenuHoBoe Macno): 2241, 1777 cmt.

Macc-cnektp (EI) m/z: [M]® = 166, 137, 82, 55, 42.

[pumep 5

3-Bensowmyn-1, 3-nnazabuuukio [2.2.1]renran-2-oH

CvMemmBawT B MHepTHOM arTmocdepe 1,01 o (5,43 wmmvoab) 1,1-
IVMETUIISTUIIOBOTO 3dpupa 3-aMMHO-1-nyppOonMIOMHKAPOOHOBOM  KUCJIOTH
(M=186,25 r) (npuBOoOUTCA B MEXIyHapoOIHO}! 3aAaBKe Ha MHaTeHT WO
9801426) u 10 mMn IouxJopMeTaHa, PACTBOP OXJaXOaT OO TeMnepaTyps
0°C, =aTeMm no kanaaMm goBasnasoT 0,76 mn TEA.

[lepemMemnBaioT B TeueHMe 15 MmH, nommepxuBas remnepatypy 0°C,
3aTreM nobGasiawpT 0,63 mn xgopucroro SeH3ouia.

BeloepXxmBaoT NpM KOMHATHOM TeMmlepaTtType, 3aTeM pas30aBJsoT
notamyieHmeMm 10 M OuxJiopMeTaHa.

Hanee npomuBaoT 10%-HEM BOOHEM pPAaCTBOPOM BUHHOM KMCJIOTH,
sareMm 10 wmn Bomgel. Cymar Han cynbdaToM MaATHUA, OUIBTPYOT WU
YHansaonT OUMXJOPMETAH BHIIAPMBAHUEM MPU NOHMXEHHOM NaBJEHUM.

[TonmyuamnT 1,30 r 1, 1-oMMeTUIIS TUIIOBOT'O sdupa 3-
(GeH30MIAMUHO) -1 -NMPPOMMINMH-KAapOOHOBOM KMUCJIOTH (M=292,36 1) B
BUIOe Macja XeJTOoTIO lBeTa. Buxon 82%.

CmemmBaor 1,30 r (4,46 MMOJIb) YKa3aHHOTO coemmHeHuMs c 10 mn
MeTaHoJIa.

PacTBop oxmaxpampT 00 TeMmneparTypu 0°C, 3aTeM TIIOCTeINeHHO
BBOOAT 6,12 Mn 7,3 M pacTBopa XJOPUCTOI'O BOIOPOJAa B MeTaHOJeE.

3aTeM pacTBOPMTENb BHIIAPMBAKT INPU [NOHMXEHHOM IaBJICHMUM.
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Taxkum obpas3oM [1OJIy4amnT 1,01 o TMIOpoXJaopuiaa N- (3~
[MUPPOJIMAOMHWII ) BeH3aMmuIa (M=226,707 T, UMenero BMO  Macla
KalWlTaHOBROI'O LBeTa ¢ BHXoIoM, Oam3kuMm k 100%.

CMmeumBaoT B WMHepTHou armocdepe 1,01 r (4,46 MMoJab) paHee
[IOJIYYE€HHOT'O COoeIMHeHusa, a Takxe 10 M guxaopMeTaHa.

OxnaxpailoT pno TeMmnepatypul 0°C, 3areM no KamiuaM OoOaBJIAKLT
1,36 mn TEA.

[lepemeuvBaT B TedeHMe 15 MMH, 3areM 0O KarjaM [o6aBJSAoT
1,44 mn mudpocrenHa.

NonmepxuBawT TeMmneparypy 0°C B Teuenme 30 MMH, 3aTeM JaoT
NOOHATLCA OO KOMHaTHOM TeMIepaTypH.

Hanee pas3BaBiART IOIUMXJIOPMETaHOM, NpPOMHBAKT 10%-HEM BOIHEM
PacTBOPOM BMHHOM KMCJIOTH, =3aTeM BOLOM.

Cywar Hang cyJgbdaToM MarHUA, OUALTPYIOT M KOHLEHTPUPYKT
BHIIAPMBAHMEM pPaACTBOPUTEJNA [PM T[IOHUXEHHOM HABJIEHMM U II0JIYyYaioT
0,615 r ceporo npomykTa.

OuuuwalT xXpoMaTorpaduer Ha CcCuIMKareje C 3JIOUMPOBaHUMEM CMEChI
90/10 mmxJjopMeTaH/aLeToH.

YkazaHHEM obpasoMm BHOEJIAIOT 0,320 r xJjiopuna 3-
(beH30MIIaMMHO ) — 1 -NUPPOIMOMHKAPBOHOBOM KUCJIOTHL, KOTOPYIO
NepeKkpMcTaJuIM30BLEBaOT. Boxon 28%.

llanee pacTeBOpAT B UHepTHOM armocdepe 0,585 r (2,31 MMomB)
YKa3aHHOI'O BHIlE COeIMHeHMA B 18 mn TerparuipodypaHa.

PacTBop oxJsaxpapT OO TemnepaTyph -78°C, 3areM noBaBJgnT M0
kariamM 2,55 M 1M pacrBopa  OMC (TPUMMETMJICUIIMI) amMmia JUTUA B
TeTparnipodypaHe.

[TosmyyarwT pacTBOP XeJTOI'O LBeTa, TeMnepaTypy KOTOpOIO
NnognepXxmBaiT Ha ypoBHe -78°C B TeuenHue 20 MMH, 3aTeM MNPOIOJIKAIT
nepeMeuMeaTb B TeuyeHMe 1 yac, noBbmas TeMmnepatypy. LoOGaBJSgOT npu
TeMmrieparype 0°C 350 MkJa YKCYCHOM KMCJOTH, 3aTeM 5 Mn 10%-Hent
PacTBOpP BUWHHOM KUCJIOTH B Béne. PacTBOpsioT B 3Tujauerare, 3aTeM
npoMuBalT 10%-HEHM pPacTBOPOM BMHHOM KUCIOTH, @QocbarTHeM OydepHumM
pacTBOopoM c pH=7, =arem BOIOMN.

Opranmueckyio ¢aszy cywar Hax cyiabdaToM MarHusA, OOUIBTPYIT U
KOHUEHTPUPYIT BHIAPMBAHMEM PAaCTBOPUTENS MNPU MNOHMXKEHHOM IaBJIEHMMU.

lNonyuawor 0,315 r ceporo npomykTa B BMIE TBEpIOTO BelecTBa
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XeJITOro LBeTa.

YkaszaHHBI CHIpO¥ NpoOOyKT OYMIAT XxpoMaTorpadmuen Ha
cunukarese c SJIIOMPOBaHUEM CMeCho 90/10 OMXJIOpMeTaHa "
3TuUIaueTara.

YxkasaHHeMM OB6paszom nogayuvanT 0,140 1 LUelleBOIO COeIMHEeHMS
C12H12N202 (M=216,24 1©) B BuMIOe TBEepOoro BemecTBa O6eJorc LBeTa C
BRIXOIOM 28%.

MK (CHCls): 1801, 1775, 1675; 1620, 1603, 1582 cm™t.

Macc-cnekTp (3JileKTpopacneJyieHMe C IMOJIOKUTENbHOM MOHM3auue)

m/z: [M]* = 216, 105, 77.

[lpumep 6

KanueBasa cosb TpaHc-6-[ (beHunMerokcu) kapboHuin] -2-okco-1, 3~

onazsabuuukio [2.2. 1] renTaH~3-yKCYCHOM KMCJIOTH

CMeumnBamwT 1 T (3,12 MMOJIb - M=186,25 T) 1-(1,1-

IOVMMETUIISTMUII) OBOTO M 2- (beHuJIMeTMs1) OBOTO 3dupa TpaHc-4-ammHoO-1,2-
MMPPOSIMIMHINKAPOOHOBOM KMCJOTH (npuBomuTcsa B J. Org. Chem. 1991,
56, 3009-3016), 10 mn TeTparmmpodypana, 560 Mkn aJumuISpoMaleTara
n 660 mMxa TEA.

[lepemenmBanT nNpM KOMHATHOM TeMnepaType B TeueHue 14 uac,
3aTeM B TeueHue 3 yac npu Temneparype 50°C.

3aTeM pacTBOPAKT B 3TUJaleTaTe U NOPOMHBAKT 10%-HEM BOZIHBM
PacTBOPOM BWHHOM KMCJIOTH, 3aTeM HaCHIIeHHEM paCTBode xJjiopunaa
HaTpusa B Boge.

Opranmnueckyw ¢asy cywar Hang CcyabdaToM MarHUS, buneTpyoT,
3aTeM BHIIAPMBAKT PaCTBOPUTEJIb NPM [NOHMXEHHOM OaBJIEHUM.

Takmm ofpasoM mnosydawT 1,21 T CHPOro MNpoAyKTa, KOTODHIA
ouMmAaT XpoMaTorpagmen Ha cCuUIMKarese C 2JIOMpoBaHMeM cMecbio 80/20
OuXJIopMeTaHa M B3TujaleTara.

TakmMm oOpazom nogaydvaior 0,99 mr 1-(1, l-ouMeTHasTUII) OBOTO U
2- (beHUSIMETIIT) OBOT'O apupa TpaHc-4-[[[ (2~
NponeHnsIokcH) kapOoHmnlMerni] ammuo] =1, 2-NMPPONIMIOMHANKapBOHOBOM
KMCJIOTH C ofmeit dpopmysioit Ci,H3pN,0¢ (M=418 ).

K 0,99 r (2,36 wMMOJAb) paHee I[IONYYEHHOT'O COeIMHEeHUS B
aTMocdepe asoTa u npu Temneparype 0°C pmoGapiasgoT 6 M 4M pacTropa
XJIOPUCTOTO BOIOpOIa B aTUaLeTare. 3aTeMm OCTaBJISIOT

B3auMMOLENCTBOBATEL NPM KOMHAaTHOM TeMIepaType B TeueHue 15 MUH.
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PacTBopuTesb BHIIApUMBAKT IIPM MNOHMXEHHOM JIaBJIeHMM. [lojaydanT
CHIPOM MPOLYKT, KOTOPHN MNepeKpMCTaNIM30BLHBANT U3 3TUJIOBOTO 3dupa
n nonydawr 0,95 r nuxjpoprugpaTa (EeHMIMETMIIOBOTO 3dMpa TpaHc-4-
[ [ [ (2-nponeHnsIOKCH ) KaPOOHMII] METIUIT] AMMHO | =2 -NMPPOJIMIONH—
INKapOOHOBOM KMUCJIOTH C obmeit dopmysoit Ci7Ho3N,04, 2HC1 (M=394 ).

0,5 r yxasaHHOTO MNpPONyKTa pacTBOpswT B 20 MJ OMXJopMeTaHa |
moGasuisoT 1,3 My 2H. I'MAPOKCMIA HaTpusa M 3 MJI BOOH. HeKaHTUPYOT,
SKCTParupyoT IOMXJOPMETaHOM, CyllaT Hal CcyJbdaToM MaTHMA, 3aTeM
OMIBTPYIOT M BHIIAPMBAT PaCTBOPUTENb NPU IOHMXEHHOM IaBJIEHUM.

TakmMm oOpasoM nojayyawoT 339 Mr CBoBOOHOTO IOMaMMHaA. BrxoXn
cocTapsdaeTr 83%.

PacrBopsawr 100 mr (0,314 mMoOJIb) paHee MNOJIYYEHHOTO IMaMMHAa B
5 M aueToHUTpusa npu Temneparype 0°C u B aTMocdepe aszoTa.

HoBaBasawT 21 Mkn mubocreHa. Iloclie B2auMMONEMCTBMS B TedeHUE
15 MmH k ykazaHHOMy pacTBOpy B aTmMocbepe aszora U B TeueHue 4 yac
nobaBndalT CcMechb, comepxamylw 38 Mr DMAP, 88 wMka TEA B 10 wMn
aleTOHUTPUJIa, HarpeTyw OO TemnepaType 70°C.

MMocune 3aBepleHnd noBaBJjieHUSA  pPeaKLUMOHHYII cMecChb CHOBa
HarpeBawnT B TedeHue yaca, saTeM OXJlaXInaioT, paszbaBasoT
3TUIIALETaTOM " [IPOMEIBAIOT rnocJienoBaTesIbHO 10%-HeM BOIOHBIM
PacTBOPOM BMHHOM KMCJIOTH, 3aTeM HAaCHUWEHHEM pacTBOPOM XJopuIa
HaTpua B Boge. llocsie Cywkyu Han cyabdaToM HaTpus, OUILTPOBaHUA U
BEHINAPVBAHUSA pPACTBOPUTEJIEN MPM IIOHMXEHHOM IaBJIEHUM MoJydaioT 58 Mr
CHPOTO MNPOOyKTa. YKAa3aHHBIM [IPOOYKT OYMIMAT xXpoMaTorpadueit Ha
cunmkaresie C DSJOMPOBAHMEM CMeChK IOuMxXJIopMeTraH/sTuiaueTaTr 8/2 u
noJry4amnT 19 mr 2-NIPONEHUJIOBOTO 3dupa TpaHC-6-
[ (peHnnMeTokcH) kapOoHmn] -2-okco-1, 3-ouazabuumkio [2.2.1] renTan-3-
aueraTa c obmen dopmysioit CigHpoN20s (M=344,57 1) c BuxomoM 17%.

3aTeM pacTeBopAT 24 Mr (0,069 wmMmomB) BHIIEYKaBaHHOTO
coemmHeHMa B 250 MxJ mmxJgopmeTaHa. JofGaeBnsior 3 Mr Pd(PPhs), B
arMocpepe asora, 3arem pobasnaor 150 MmMxa 0,5 M pacrsopa sTMA-2-
rekcaHoaTa Kammsa B STulaueTaTe. UYepes HECKONbKO MMHYT obpasyercs
OCaloK, KOTOPHM UeHTpudyImMpyioT M I[POMHBAKT nBa pas3a 500 Mkn
STUalerara.

losyyakT 24 Mr LejeBoro coenuHeHus, CisHisKN.Os (M=342 1), c

KOMM4YeCTBEHHBIM BHXOIOM.
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CnekTp lH-aMP (DMSO, 300 MI'u), XuMMUeCKMe COBUTM B M.IO. U

MyJIb TUIIJIETHOCTL MMMUKOB:

1,83 (mmm) u 2,56: N-CH,-CHN-CH,; 2,50 m 2,79 (m): N-CHp-
CHN-CHz; 3,23 (m) m 3,41 (m): =C-N-CH,-C=0; 3,62 (mnnm): O=C-CHN-
CHz; 4,13 (c): N-CH-CHN-CHz; 5,16 (c): =C-0-CH,-CgHs; 7,38 (M):
CeHs-CH;.

Macc-crnekTp (®JeKTpOpacCHbJIEHME C IMOJIOXMTEJIbHOM MOHM3auuen)
m/z: [2MK + H]® = 723, [2MK + Na]* = 707, [MK + K]* = 381, [MK +
Nal® = 365; [MK + H]" = 343.

Npumep 7

MeTusoBEM 39Up TpaHc—-3-0eH30UJI-2-0kco-1, 3-

oasabuuykio[2.2.1] renTad-6-kapGOHOBOM KUCJOTH

CmemmBawT B atmocpepe azora 0,471 r» (1,93 mmoms) 1-(1,1-
OVME TUJIRTUJI) OBOT'O u 2-MeTUJIOBOTI'O adpupa TpaHc-4-ammHo-1, 2-
NMPPOJIMIMHINKAPOOHOBOM KMUCJOTH (npuBomurca B J. Org. Chem. 1991,
56, 3009-3016) u 3,5 M Cyxoro IMXJOpMEeTaHa IJIg €TI0 pPaCTBOPEHUS.

PacrBop oxnaxpaioT nOo Temnepatypu 0°C, =3aTeM no6GaBiasioT 10
kannaMm 269 Mk TEA.

NepeMewyBapT B TedeHue 15 MMH, roalepxmBas TeMIepaTypy IIpHu
0°C, 3areM HoGaBASKT [0 KamIaM 224 MKJ XJIOPUCTOIO GeH3oMUJa.

3aTeM JapT TeMnepaType noiHATbcA o 20°C B TeueHMe daca.

Pazbarusigior 30 MI OuxJopMeTaHa, 3aTeM IpoMuBailoT 10%-HEM
BOOHHM pPacCTBOPOM BMHHOM KMCJIOTH, 3aTeM HacCHIEHHHM pPacTBOPOM
BukapboHaTa HaTpus, 3aTeM BOIOH.

Cymaf Han cynspaToMm  MarHumsd, bunsTPYIOT, KOHUEHTPUPYIOT
BHIIApMBAaHMEM OUXJIOPMEeTaHa IPpU [OHMXEHHOM JOaBJIEHUM.

TakuM ofpasoM noJgyuyaior 0,6 I Macia XeJTor'o LBeTa, KOTopoe
oYMIAIT XpoMaTorpadgmem Ha CuaMKaresie, MUCIOJb3YySs B KadecTBe
DJI0EHTa CMeChb OuxXJopMeTaH/MmeraHos 99/1.

TakuM o6pazoM BupgenswoT 0,499 r 1-(1, l-OMMeTUNDTUII) OBOTO M
2-MeTUIIOBOTO sdupa TpaHc-4- (6eH30MNIaMINHO) -1, 2~
NUPPOIMOMHINKAPOOHOBOM KUCJIOTH c obumen dopmysion C18H24N205
(M=348 1) C BHXOHOOM 74%.

CvmemuBaoT B aTMmocdepe aszora 0,400 r» (1,15 wmMoJe) paHee
NOJIydeHHOTO CcoeOuMHeHMAa C 3 M 3TuilauerarTa, dYToOb pacTBOPUTH

YKas3aHHOEe cCcoelMHeHue, 3aTeM pacTBOp OXJjaxIalT 00 TeMlepaTypl
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0°C,  onmobBammsaor 2,89 Mn 4 M pacTBopa XJIOPUCTOTC BOIOPOHa B
aTUaleTarTe.

Yepes 15 MmH nOpomomxawT —NepeMEelMBAaTH Py  KOMHAaTHOM
TeMreparType B TedyeHMe 1 4Yaca. 3aTeM pacTBOPUTENb YIAJdOT
BhHIIIAPMBAHUEM I[IPU [MOHMXKXEHHOM OAaBJIEHUM.

Takum oOpazom nonydawT 0,350 r© ruopoxjopmia MeTUIOBOTO
apupa TpaHCc-4- (6eH30MUNIaMMHO) -2 -NUPPOJIUONHINKAPBOHOBOM KUCJIOTH C
obmen dopmysionn Ci3HisNO3, HC1 (M=284,744 r) B BuOe TBEPIAOTO
BemecTBa OeXeBOrO LBeTa.

CMemmBamT 0,327 by (1,15 MMOJIE ) paHee NNOJNIy4€HHOTO
CoemMHEeHMsl, IMOMElWEeHHOro B aTMocdpepy azora, ¢ 4 M OMXJIOPMETaHa.

CycneHsuio oxJlaxgaonT o TeMmnepatypu 0°C, =3aTemM mnoBaBJisioT
352 mkn TEA. llepemMemmBanT B TedeHMe 15 MMH npu Temneparype 0°C,
3areM polGamnasioT 138 wMkn moupocreHa. IlpomosrkamwT I[epeMelMBaTh B
TedeHrue S5 MUH npu Temneparype 0°C, 3aTeM peakKLUMOHHOM CMeCHM HaloT
HarpeTbCA OO KOMHAaTHOM TeMIepaTypel M OCTABJAAKT Ha 30 MuH.

Hanee pasz0baBadAwRT IOUXJOPMETaHOM M NPOMEBAKT 10%-HEM BOIHBM
pPacTBOPOM BMHHOM KMCJOTE, 3aTeM BOOOM M CywaT Han CyJabdaTom
MaTHUS.

OB TPYIOT u yOaJsnsoT pacTBopUTENb BhITIapUBaHMEM npu
NOHMXEHHOM naBJjieHun. Takmm ob6pasoM nogydaoT 0,360 1 cHporo
rnponykra, KOTOpPEIM  OYMHMAKT XpoMaTorpadmer Ha cuwImMkarene ¢
3JMPOBAHMUEM CMEChI0 OUXJIOopMeTaH/aueToH 95/5.

YkasaHHBM oOpa3oM noJyuaioT 93,7 MI' I'MIOPOXJIOpUIA METUJIOBOT'O
adupa TpaHc-4- (OeH30MIaMMHO) -1~ (XJTopKapBOHMI) -2~
NUPPOJIMINHINKAPOOHOBOW KMCJIOTH (Ci4H14N,04, HC1 (M=310,74 1)) <C
BEHIXOOOM 26%.

CMmemmBawT 93,7 Mr (0,301 mmMob) paHee [MOJIYYeHHOTO
coemmHeHusa B aTMocdepe asora ¢ 3 Mn TerparuapodypaHa. IloHMxa©T
TeMrepaTypy pacTBopa no -78°C, saTeM no kamnnaM nobasiasioT 332 MK
ouc (TpuMeTMIICWIIMIT) aMmuOa JmMTuA B 1M pacTBope B TerparmnpodypaHe u
TeMnepaTypy pPeakUMOHHOW CMeCu TINOoIOepXMBAKLT npu -78°C eme B
TedeHue 5 MMH.

[lepememmBanT B TedeHue 30 MMH NpM KOMHAaTHOM TeMmrnepaTrype.

3aTeM pacTBOp OXJaxmaloT OO TemnepaTyps 0°C u  nobaBiasoT

55 MK yKCycHOM KkuciyoTe. JHobasiasior 20 Mi sTunaueratra m 4 M
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pocparHOoro OydepHoro pacTBopa ¢ pH=7,0. IIeKAaHTUMPYWT, [POMHBAIT
BOLOVM, CywaT Hag CcyJasdaToM MarHusa, OUILTPYOT, KOHLEHTPMUPYIOT
BrHMapuBaHueM. TakuMm oOpazoM nojydawT 76 MI' [eHH, KOTOPYK OYMIAoT
xXpoMmaTorpaduen Ha cunmkarese c SJIOMPOBaHUEM CMEeChI0
ouxJjaopMeraH/auetod 97/3.

BeLOesIgioT 5 MI' UMCTOTO LEJIeBOTO COenMHeHus c obmeit dopMyson
(C14H14N204,HC1 (M=274,279 1)) Cc BHXOIOOM 6%.

MK (CHCls3): 1805, 1779, 1743, 1669; 1603, 1589, 1486 cm .

Macc-cnektp (EI) m/z: [M]* = 274, 215, 169, 105, 77.

IpuMmep 7 bis

deHMIMEe TUMIIOBLI 30up TpaHc-3-6eHs30uNI-2-0Kco-1, 3—

ovazaduumkiio [2.2. 1] fenTaH-6-KapOOHOBOM KMCJIOTH

[IoBTOPAKT YCJIOBUA npmmepa 7, B3AB B KaueCTBE MCXOOHOTO
0,92 r 1-(1,1-DMMeTMNISTMI)OBOTO UM 2-METUJIOBOTO spupa TpaHc-4-
aMMHO—-1, 2-NUPPOUIOMHOMKAPOOHOBO! KUCJOTH (NpUMBOOMTCH B J. Org.
Chem. 1991, 56, 3009-3016), wu noJyyYaoT LeJleBOe COeIMHEHMuEe C
obuwyM BHIXOOOM 5,4% B 4 cramuu.

IIpumep 8

PeHmnMeTUIIOBE 3¢UP TpaHCc-2-0KCO-3- (beHuncynasdonmma) -1, 3~

Inasabuuykiio [2.2. 1] renTaH-6-KapOOHOBOM KUCIOTH

CMmemmBaioT B aTMocbhepe asora 2,97 1-(1, 1-omMeTHUI3TUN) OBOT'O
7 2-MeTUJOBOTO 3¢upa (9,26 MMOIB) TpaHC-4-ammHoO-1, 2~
NMPPONMUIMHINKAPOOHOBOM KMCJIOTH (anBonMTéﬂ B J. Org. Chem. 1991,
56, 3009-3016) c obmenn dopmynoir Ci7H,4N,0,4 (M=320,392 1) nu
moGaBJIAT 25 M IuMXJopMeTaHa. OxJaxOaioT [0 TeMmnepaTyps 5°C u
noBasnawT 1,3 Mn TEA. I[lepeMemmBanT B TeueHMe 10 MUH M 3aTeMm
noBasnsawT 1,63 r GeH3o0JCyNbdOXIOPMIA.

[lpomonxaioT MnepemeumBaTh NpU TeMmnepatype 5°C B TeueHue 15
MMH, 3aTeM TeMIepaTypy PpeakUMOHHOM CcMecu nomHumawnT npo 20°C B
TeueHue 45 MuH.

Pas36aBJgioT C NOMOWBI IOMXJIOPMETAHA, MNPOMHIBAKT 10%—HEM BOIHEM
PacTBOPOM BMHHOM KMUCJIOTH, 3aTeM ¢ochaTHLM O6ydepHEM pacTBOPOM C
PH=7,0, 3areM HaCHmWEHHHM pPacCTBOPOM XJOpuIa HaTpMa B Bome. Cymar
Han CynbdaTOM MarHMs M pPacTBOPUTENb BHIAPUMBAT NOPM [MOHWKEHHOM
IOaBJIEHUY .

Taxum oOpasoMm nosyyawT 4,5 I CHpPOro NpomykKTa, KOTOPHULL
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XpoMaTorpadmpyroT Ha CuIukarese C SJIOMpoBaHuMeM cMecbio 90/10
IMXJIOpMeTaHa M 3TuJaleTaTa.

Takxe BHIOEJIAIT 4,06 iy 1-(1, l-guMmeTunsrun)osoro wu  2-
{deHUMIIMETIIT) OBOTO sbupa TpaHc-4-[ (beHuncynedoHMn) amMmuuo] -1, 2-
NMPPOJIMIOMHIONKAPOOHOBOM KM CJIO THI C obumen dpopmysion Co3H2gN206S
(M=460,552 r), 4YTO COOTBETCTByeT BHXOIYy 95%.

CMemmMBawT 3,83 (8,31 MmmMonw) [IOJIYYEHHOT O paHee
cynpboHamMmma ¢ 10 my1 6e3BOOHOIC MeTaHoJa.

PacTBop oxyaxpailoT OO TemnepaTyp 0°C u  goBGaBisgoT IpU
yKasaHHOM Temnepatype 8,2 Mn 10 M pacTBopa COJAHONM KMUCJIOTH B
MeTaHOoJIe.

OcTaBsfT NepeMewmBaTh Npu TeMmneparype 0°C B TeyeHue 5 MMH,
3aTeM TeMlepaTypy MNOBHIIAKT OO KOMHATHOM.

Uepez 30 MMH BHNapMBaKT METAHOJ [PU I[IOHUMXEHHOM HaBJIEHUH,
PacTBOPAIOT HECKOJIbKO pa3s B MeTaHoJie, 3aTeM B IMXJOpMeTaHe. 3aTeM
NepeKPUCTAJNIMBOBEBANT I'MIPOXJIOPUI M3 ITMUIOBOIO 3dupa.

TakmMm oOpasoMm nojgydaoT 3,2 I IuOpoxXjopuia O(QeHUIMETUIJIOBOTO
sbupa TpaHC—-4- [ (peHMNICYNE QOHMIT) aMMHO ] =2 ~IMPPOIMINHANKAPGOHOBOM
KncnoTe C obment dpopmynoir  CigHygN»04S, HC1 (M=396,896 1), 44ToO
COOTBETCTBYeT BHXOOY 96%.

CvemmBaiorT 2,78 r (7 MMOJIb) ITOJIYYEHHOT'O paHee TIMAPOXJiopuAa B
MHEepPTHOM aTMmochepe c 28 M OMXJOPMETAaHa.

3aTeM oxJlaXHawT o TeMnepaTypu orT 0 mo 5°C, sBaTeM InoBGaBJALT
2,15 mn TEA.

[lpongosrkalT nepeMemMBaTb B TedeHMe 15 MUH MpyM TeMmrepaType B
nHTepBasie or 0 no 5°C, s3arem moGaenaswor 0,46 mn gudocreHa.

YkasaHHy0 TeMmrepaTypy M[OLOEePXMBAT B TeydeHue 4 MUH, 3aTeM
noGapnawT 10%-HBM BOOHENT pacTBOP BMHHOM KUCJOTH, pasbaBigoT
OVXJIOPMETAHOM, JeKaHTUpywoT, NPOMLIBAIOT  HACBIIEHHEMM  pPaCTBOPOM
xJjopuna HaTpusa B BOIE, cymar Han cynbdaToM MaATHMA U
KOHLEHTPUPYIOT INPU IIOHMXEHHOM HOaBJIEHMUM.

Taxumm oOpasoMm nosyudawT 3,1 I Macjga XeJNTOr'O LBETa, KOTOPOe
ouMmaT XpoMaTorpaduer Ha cuMkarejle C @ SIOUMPOBaHMEM CMEChD
omxJjopMmeTaH/arunauerar 9/1.

BuoensoT 1,82 T beHnIMe TMIIOBOTO sdupa TpaHc-1-

(xn1opkapbonun) -4- [ (benmncynsdoHmn) amMmmuo] -2 -
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NUMPpPOMAOMHONKAPOOHOBOM  KMUCJOTH C ofbment odopMysioin  CigH19C1N,05S
(M=422,89 1), 4YTO COOTBETCTBYeT BHXONy 61%.

CMeumBamnT 1,81 T (4,28 MMOJIB ) MNOJIYy4YEeHHOI'O paHee
kapOaMouixjopuna B MHEpPTHOM aTMmocdepe m 31 Mn Terparmmgpodypaa.

lTonyuyeHHET pPacTBOP OXJIaxJaloT OO TemnepaTypu -70°C, 3areM
npm yKas3aHHOM TeMlnepaType B TeueHue 10 MmH gnobasaswor 4,7 miu 1M
pacTeopa Ouc (TpMMETWICUIWII) aMmuia JMTUS B TeTparuinpodypaHe.

[lepememmBawT B TeudeHue 45 MuH npu Temneparype -70°C, 3aTeM
NOBHWAKNT TemnepaTypy nOo 0°C. PeakKUMOHHYK CMeCh BHIOEPXMBAKT [pHU
YKasaHHOM TeMrepaType B TeueHue 2 yac 30 MuH.

3aTeM noBaBnasgpT 295 MK YKCYCHOM KMCJIOTH.

PazbaBnanT OMXJIOPMETAaHOM, 3BaTeM IMpPOMHBAKT 10%-HEM BOOHBEM
pacTBOpPOM BMHHOM KUCJOTH, GocdaTHeM OybepHEM pacTBopoM ¢ pH=7 u
HaCHIIEHHEM pacTBOPOM XJiopuIa HaTpusa B BoOIe.

Cywmat Han cynbbaToM MarHMa M ynapuMBaonT Oocyxa Ipu
[TOHMXEHHOM NaBJIEHUM.

Crlpon IPpOOyKT OoUMWAT XpomaTorpaduen Ha CuUIuKarene,
MCrOJIb3YyA B KaueCTBe 3JI0eHTAa CMeCh IOuUxXJiopMeTaH/sTunauerar 95/5.

TakuMm obpasoMm noJsydaioT 244 MI' UeJleBOTO CoenMHeHUa c obmeln
dopmysont CygH1gN,0sS (M=386,429 r), 4UTO COOTBETCTBYeT BHIXOmy 14%.

CrniexkTp 'H-gMp (CDCls, 400 MI'u), =XMMMYECKMHEe CIOBUIM B M.I. U

MYJIb TUIIJIETHOCTE IUKOB:

2,15 (Mm): O=C-CH-CH;; 2,85 u 3,08 (m): O=C-N-CHz:; 3,62 (Mm):
O=C-CH-N-CHz; 4,94 (c): 02S-N-CH-CHy; 5,16: CO,-CH,-CgHs; 7,34 (M):
CeHs; 7,57 (M) - 7,68 (M) m 8,03 (M) SO2CeHs.

MK (CHCls): 1780, 1743; 1586, 1499 cm’l.

Macc-cnekTp (SJeKTpOpacHOEJIEHME C MNOJOXMTEJILHOM MOHM3aluuet)
m/z: [2M + Nal® = 795, [M+Na+CH3CN]* = 450; [M + Nal]* = 409; [M +

H]* = 387.

[lpumep 9

QPeHUIMETUIIOBEIT 3dUp TpaHC-3-O6eHz3ouna-4-MeTun-2-okco-1, 3-

mmMazsabuumukio[2.2.1]renraH-6-kKapOOHOBOM KUCJIOTH

CMmeumBalT B MHEepPTHOM aTmocdepe 18,69 r (58,52 wmMmonb) 1-
(1, l-mumeTunaTun) oeoro u  2- (peHunMeTus) osoro sdéupa 4-oxco-1,2-
NUPPOANIOMHIONMKAPOOHOBOM KMCIIOTH (npuBoouTcsa B Chem. Pharm. Bull.

43(8)1302-1306 (1995)) c obwer odopmymsont Ci7H»1NOs (M=319,361 1) u
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500 M Be3BOOHOTOC ITUJIOBOTO 3dupa.

HoGaBJAT K I[OJy4YeHHOMy pacTBopy cycneHzmio 10 r CeCl; B
50 M1 6e3BOIHOTO 3TUIIOBOTO 3dupa.

[lepememvBaloT cycrneHsuow B TeueHume 30 MMH 0OpM TemrnepaType
20°C, sarem oxnaxpawT no -60°C.

Hanee pnoBaBaswoT 20 mn 3M pacTtBopa MeMgBr B aTunoBoM sdupe.

OcTaBiAT B3aMMOAEMCTBOBATh B TeueHMe 1 uyac npM Temneparype
-60°C, 3arem B Teuenume 30 MMH NOBHWAKT TemnepaTypy no 0°C.
HelrpanuaymorT 10%-HeMM  BOOHEM pacTBopoM  NH4Cl. SKCTparupymoT
IOMXJIOPMETaHOM, (QUIbTPYIT, OpTaHMYecKyln oGasy MNpoMHBalT BOIOM,
cymaT Haja CcynbdaToOM MarHMA UM ynapMBapwT OOCYXa IpPU  [TOHMKXEHHOM
OaBJIEHUM .

TakuMm ofOpasoMm nonyyawor 19,33 1 Macna, KOTOpoe€ OYMMAKLT
xpoMarTorpadpuen Ha cuImKarese c BJIOMPOBAaHUEM CMEeChK
IxJiopMeTaH/ By TMaMe TUIIOBE 3bup 90/10.

[NonyualwT 7,21 1 1-(1, 1-ovMeTUII3THUI) OBOTO )7 2-
(beHnIMETIII) OBOT'O sbupa urc-4-ruopokcu-4-mMeTmni-1, 2-
NMPPONIMINHINKAPOOHOBOM KUCJOTEH C obuwen bopmynon C18H25NO;5
(M=335,404 r) c BuXomoMm 36%, a Takxe 2,5 r anuMepHOTO cnupra.

CMemmBalT B MHEepTHOM arTmocdepe 3,17 1 (9,45 wMMoub) paHee
[NOJIy4eHHOTO coenuHeHmMa wu 70 M guxjnopmeTaHa. OxJjaxOoaioT Ooo
Temneparypu 5°C u no kamnaMm no6GaeBnswT 2,3 ma TEA, 3arem 1,28 mn
MEeTaHCybPOHUIXIIOPHIA .

[lepemMeumBaT B TeueHue 45 MMH npm Temrneparype 5°C.

llpomeiBaioT 10%-HEM BOOHEM pPaCTBOPOM BMHHOM KMCJIOTH, 3aTeM
¢ocparHemM OydepHEM pacTBOpoM C pH 7, 3aTeM BOIOOM.

Opranmyeckyo odasy cywar Han cynpdaToOM MATHUA M YNapuBaoOT
OOCyXa INpY I[IOHMXEHHOM IaBJIEHUM.

TakmMm oBpasom nogayvawT 3,9 r wMacaa, KOTOpOe  OYMIaloT
XxpoMmaTorpaduen Ha cunmkareje c BJIIOVMPOBaHMEM CMeChI0
ouxJjopMeTaH/sTunauerar 90/10.

[TonmyyawT 2,75 o 1-(1, 1-ovMeTHUISTUI) OBOTO u 2-
(eHUIIMETUIT) OBOTO sdupa unc-4-metun-4- [ (MeTusncynboHns) okcu] -
1, 2-nvppommoMHoMkapOOHOBOM KUCJIOTH C ofmeit GopMysoit CigHa9NO,S
(M=413,494 1), uTO cooTBeTcTByeT BHxOOy 70%.

Mosyuar pacreop M3 2,54 1© (6,14 MMOJb) NOMYYEHHOTO paHee
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Mesusiara B 40 mi muMmeTundpopMammia.

SBaTeM npu Temneparype 20°C noGasasmor 519 Mr (7,98 MMOJIB)
NaN3, HarpeBawnT no 50°C B TeueHume 2 wuwac. Ilocne oxJaxIeHUS,
BeuIMBalOT B 250 M Bomw M sKcTparupyoT 250 M OMxXJIOPMeTaHa.
OpraHmuyeckyio ¢pasy NpoMeEBaRT BOoIoi. CymaT Han cynbdaToM MATHUS U
ynapuBawT OOCyxXa I[Py I[IOHMXEHHOM IOaBJIEHUM.

MosnyyanoT 2,4 1 CHPOTO nponykra, KOTOPBIM ouMmAIT
XpoMmaToTrpadmuerr Ha cuamMkarese, MCHOJNL3YS B KaueCTBE DJJIOEHTa CMecCh
IouxJjopMmeTaH/sTunauerar 95/5.

TakmMm obpasoMm nonaydakoT 1,66  1-(1,l-muMeTunsTuin)oBoro m 2-
{deHMIIMETHIT) OBOTO 3dupa TpaHc-4-asuno-4-merun-1, 2-
NUPPOIMIMHINKAPOOHOBOM KUCJIOTH c obuen bopmynion C18H24N404
(M=360,42 1), (TuTp npubmusaurensHo 30% Bec.), UYTO COOTBETCTBYET
BHIXOLY NpuUbaus3mTesbHo 25%.

PacTrBOpsOT 1,85 r nonyuyeHHOTO paHee asuna (ro ecTsb
npubamsurenbHo 1,7 MMonb) B 18 mn TosyoJa.

SaTem noBamasawpT npu Temrneparype 20°C 1,38 min BusSnH u 84 wmr
AIBN.

TemnepaTypy moBomAT no 75°C u noanepxuBawT ee B TeudeHue
2 uyac.

BrriapuBalT TOJIYOJl M IOBTOPHO PacCTBOPAKT B 3TUJalleTare.
JoGaBnaKT HACHIIEHHEN BOJIHEI PacTBOP @Topgna Kalua ¥ [NepeMelMBanT
B TedeHMe 30 MMH OpM KOMHATHOM TemnepaTypé.

OUNbTPYIOT 4Yepes Kiapceslb, OEKAaHTUPYIRT UM CyWaT OpIaHUYeCKYyn
dasy Hanm cynbbaToM MaTHUA.

[locne BHNapyBaHMA pPaCTBOPUTENIS IIPM [IOHUMXEHHOM JaBJIEHUM,
nojydamoT 3 T Macja, KOTOpOoe XpOMaTorpadupyloT Ha CUIMKaresige C
BJIOMPOBAHMEM CMEChI0 IMxJopMmeTaH/MeTaHosn 9/1.

[NosyuamnT 560 Mr 1-(1, l-ovMeTHUIIBTUII) OBOTO n 2-
(beHnMeTHI1) OBOT'O sdupa TpaHc-4-ammHO-4-MeTUN~-1, 2~
AMPPONIMIONHINKAPBOHOBOM KVICJIOTHL c oBuen bopmynon C1gH26N204
(M=334,419 r). BHXOL KOJMYECTBEHHHI.

CmemwmBaoT B MHepTHOM arMocdepe 578 mMr (1,72 wMmMmonb)
[IONIYYEHHOI'O paHee aMmuHa B 30 M OuxXJIopMeTaHa.

OxmaxmaioT OO TemrnepaTyphl 5°C u poBasigoT no kamasaM 290 Mk

TEA, sareM 240 MKJ XJOpUCTOTo GeH30MNa.
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[lpomonxaT nepeMemMpBaHue npm TeMmriepaTtype 5°C B TeueHue
30 MUH.

PasbaBiawnT OUXJIOPMETaHOM, IIPOMBIBAIOT 10%-HBM BOIHBM
pacTBOPOM BMHHONW KMCJIOTH, HaCHIleHHEM BOOHEMM pPacTBOPOM KapBoHaTa
HaTpus, 3aTeM BOIOM, OpraHMYeckyl ¢asy cywaTr Hal cylbdaTom
MaTrHUSA M PACTBOPUTEJIb BHIIAPMBAIOT I[IPU IMOHMXEHHOM OaBJISHUU.

TakmMm ofpasoMm nojsywarpT 950 M Macsa, KOTOpoe OuYMHAKRT
xpoMmaTorpaduen Ha cunukarene o BIIOMPOBaHUEM CMeChIo
ouxynopMeraH/sTunauerar 90/10.

TakuMm ofBpasom nojgydanT 732 Mr 1-(1,l-muMMeTHMASTUII) OBOTO UM 2-
(deHunIMeTMI) OBOTO adupa TpaHc-4- (6eH30ounaMmuo) -4-meTun-1, 2-
MUPPOJIMONHINKAPBOOHOBOM KNCJIOTH c obuen bopmynon C2o5H3pN205
(M=438,528 1), 4YTO COOTBEeTCTByeT BHxXOIOY 97%.

PacreopsawT 636 Mr (1,45 MMOnb) MNOJYUEHHOTO paHee amuaa B
1,9 Mn sTunauerara, oxslaxmalT OO TemrnepaTypd or 0 mo 5°C Ha GaHe
Co mbaoM, 3areM pobGaBjsoT 3,2 M1 4,6 M pacTBopa XJOPUCTOTO
BoOopolda B 3TuMJaleTaTe.

[NoBrIpaoT TeMrnepaTypy o 20°cC, 3aTeM yepes 1 Jac
PAaCTBOPUTEJIb BHIIAPUBAIT [IPpM MNOHWKEHHOM NaBJIEHMUM.

3aTeM TMIOPOXJIOPUIL MEPEKPUCTAJIMBOBHBALT M3 3TUIOBOTO 3dMpa.

TaxkumMm oBpasoMm roJrydanT 570 wMr rMaopoxJjopuna TpaHc-4-
(OeH3MIaMMHO) -4 -MeTUII-2-IUPPOJIMOMHKaApBoKCuIara beHmnmMeTmIIa lo
obuen ¢Qopmysionn CyoHzoN,053,HC1 (M=374,87 r) B BUIe nopomka 6enoro
uBeTa. BHXOHN, TakuMM oOpasoM, SBJISAETCA KOJMYECTBEHHBIM.

PacTsopsawnT B MHEPTHOM aTMmochepe 100 mr (0,267 MMoab)
[NOJIy4YE€HHOT'O paHee IuipoxJjopuina B 1,5 Mn muxmopMmeraHa.

OxmaxzaioT pHo TemnepaTypsl oT 0 no 5°C, =areMmM noBaBisgoT
90 mxn TEA.

[lepememnBaioT B TeueHuMe 15 MmMH npu Temrneparype 5°C, 3aTeMm
nobasnaoT 20 Mkn oudpocreHa.

[lpomosxaloT nepeMemnBaTe B Teuvenue 30 MMH IpM TemnepaType
5°C.

3areM oOpabarumBalT 10%-HbM BOOHEM PACTBOPOM BUHHOM KUCJIOTH,
3KCTParupyoT IOINXIJIOpPMETAaHOM, OpPTr'aHMYECKYIO bazy [IPOMEIBRIOT
HaCHIEHHEIM PacTBOPOM XJIOpMIa HaTpMA B BOIe, CywaT Hal CylbdarTom

MarHMa M PacTBOPUTEJIb BHIIAPMBAKT MPpUM MNOHMXEHHOM IaBJIEHUM.
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Takmm o6pasom noJgyualor 130 Mr Macaa, KOTOpOe  OouMmamoT
xpoMmaTorpadbueit Ha cunukarese c 3JIOMPOBaHMEM CMeChK
ouxJjiopMeraH/sTunauerart 9/1.

TaxkuM oBpasoM noJsydawT 72 Mr QeHUIMETMIIOBOTO 3dMpa TpaHC-4-
(GeHsOoMNaMmnHo) ~1- (XnMOopKapGOHUI) ~4 ~Me T~ 2 -~ NMPPOJIMONHKAPBOHOBOIA
KUCJIOTH c obmen dbopmynon C1H21N04C1 (M=400, 865 ), 1> Gulel
COOTBETCTBYET BHIXOOY 67%.

PacTrBopsanT 373 MD (0,930 MMOJIB ) MOJIYYeHHOTI'O paHee
coemmHeHus B 9 M TeTparuipodypaHa.

3aTeM pacTBOp OXJaXmaloT OO Temneparyps -70°C M OoGaBaMOT B
TeyeHre 5 MMH 1 Mn 1M pacTBopa OuC (TPpUMETMJIICMIIMI) aMuIa JMUTUS B
TeTparuipodypate.

PeakKLUMOHHYI0O CMeCb OCTaBJAIT HarpeBaTbCa HO TeMmnepaTyps 0°C
B TeueHue 45 MuH, 3areM HoBaABASKOT 69 MK YKCYCHOM KUCJIOTH.

3aTeM pas30aBiAKT IOUXJIOPMETAHOM, NPOMHIBAKT 10%—HLIM BOOHBM
PacTBOPOM BMHHOM KMCJIOTH, 3aTeM oOochaTHeM OBydepHbM pPacTBOPOM C
pH=7,0 M HaCHIEHHEM pacméopom XJjiopulla HaTpusa B Bole.

OpraHmdecky ©¢asy cymaT Han CyabdaToM MarHMA, YNapuBaKoT
[ocyxa IMpM [NOHMKEHHOM HOaBJIEHMM, UYTOOH nojdyduTb 330 MD CHpPOTO
nponykra, KOTOPEIM  OUMIAIOT XpoMaTorpadmuelr Ha cunmkareje c
SJIOMPOBaHMEM CMeCh0 IMxJopMeTaH/sTunaueratr 98/2, conepxameit 0,1%
0o6. TEA.

TakmM oOpasoMm nonydaor 123 MI' LeJeBOrO COeOMHEHMA C obmeit
popmysiont Cz1HzoN204 (M=364,404 1), UuTO COOTBETCTBYyeT BrIXOOy 36%.

CnekTp 'H-saMPp (CDClz, 300 MI'u), XMMMUYECKME CIOBUTM B M.O. U

MYyJIb TUILJIETHOCTL MMKOB:
1,76 (c): CH3; 2,11 (mm) u 2,73 (mnm): N-CH-CHz; 2,93 (moT) u
3,00 (m): N-CHp; 3,96 (mmm): N-CH-CHp; 5,21: CO,CH,CeHs; 7,36 (M):
CHCgHs; 7,43 (T) n 7,57 (Tr) m 7,72 (m): COCg¢Hs.
MK (CHCls3): 1776, 1745, 1682; 1601, 1580, 1498 cml.
Macc-cnekTp (3JIEKTPOpAaCHBUIEHME C [OJIOXKUTEJLHOM MOoHM3aLueii)
m/z: [2M + Nal® = 751; [2M+H]* = 729; [M + Na]* = 387; [M + H]* =

365.
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lpumep 10

1-Tponennnrpupennnpocdonnesas cColb PEHUIMETUIIOBOTO 3dupa TpaHC-—

2—0Kco—3—(cynb@oxcm)—1,3—nma3a6mumxno[2.2.1]renTaH—6—Kap60HOBoﬁ

KUCJIOTH

PacTBopsawT B MHepTHOM arMmocdpepe 15 r (46,71 mmomp) 1-(1,1-
IVME TWJISTUI) OBOTO M 2- (beHunameTus) oBoro sdupa umuc-4-ruIpoxkcu-
1, 2-nypposmonHkapOOHOBOM KUCJIOTH ([POMBIIJIEHHENT NPOOYKT) C obweir
bopmynon Cy17Hy3NOs (M=321,377 r) B 255 My Ge3BOOHOTO IVXJIOpMEeTaHa.

K pacrBopy nobGaeasior 5,42 wMn 2,6-ayTunomHa. OxJaxmanoT Io
Temneparypue -70°C, 3areM B TeueHme 5 wMuH BBOOAT 8,25 M
aHrugpuina TpUPTOPMETAHCYJIIbOOKMUCIIOTH .

llepememnBaioT B TedveHme 10 MmH npu TeMmnepaType -70°C, =arem
BBOOAT npu -70°C 4,43 r O-anauiaruMaOpOKCUIIAMMHA .

3aTeM pPEeaKLMOHHYI0 CMeChb OCTaBJISIOT MNpM KOMHATHON TeMreparype
B TeueHue 27 yac.

Pas0aBnaowT OMXJIOPMETaHOM, 3aTeM I[POMHBAaK0T 10%-HEIM BOOHBM
PacTBOPOM BMHHOM KMUCJOTH, HACHIEHHHM BOIHBM pacTBOpoM NaHCO; wu
BOIOM.

Opranmdeckyo ¢asy cywaT Han CylbdaTOM HaTpMS UM BHIAPUMBAKT
pacTBOpPUTEJIL IIPU [OHMXEHHOM IaBJEHUM,

TaxmMm ofpas3oM nojy4awT 23 I CHPOIO Macja, KOTOPOE OYMILAKT
XpoMaTorpapuenn Ha cuamMkKarese, MUCIOJb3YyS B KadeCTBe 3JI0OSHTa CMeChb

OuXJIOpMeTaH/3Tunauerar B rpaiueHTte 95/5, 90/10, zarem 80/20.

[MonyuamnT 7,18 o 1-(1, 1-ouMeTUN>TUI) OBOTO n 2-
(beHnnmeTnn) oBoro abupa TpaHc-4-[ (2-nponeHunIsokcu) ammHo] -1, 2—-
OMPPOININHKAPOOHOBOM KUCJIOTH c obumen dopmynoin C3pH2N,05

(M=376,456 1), 4YTO COOTBeTCTByeT BHXOmy 40%.

3,25 r (8,63 MMONbL) paHee MOJYYEHHOTO COeOMHEHMUS pPacTBOPSHIT
B 3,5 Mn sTunauerara.

OxnaxnaoT no TemnepaType oT 0 mo 5°C, sareM noGaBagoT 19 mi
4,6 M pacTBOpa XJIOPMCTOTO BOIOpPOINa B BTUJalLeTaTe.

OCTaBnAwT B3aMMOOENCTBOBATL, IepeMemVBas [pM TeMlepaType OT
0 mo 5°C B TeueHue 40 MuH.

PacTBOpuTesb  BHIIAPMBAOT MNP [IOHMKEHHOM HOAaBJIEHMM, 3aTeM
PaCTBOPAIT HECKOJIbKO pas3 B IOM3TUIIOBOM 3dupe M CoBUPAT XUIKOCTH

Hag OoCaIKOM.
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Takum ofBpasoMm nosaydawoT 2,54 r ruipoxJjiopuia B BuIe ocalkKa
Gejloro uBeTa, KOTOPHII pacTBopAlT B 55 M OuxjopMeTaHa Ipu
nepeMemviBanmum. [JoGasasawT 7,3 M1 2H. TImMapokcuia HaTpusa. llocne
IDEeKaHTMPOBAaHMSA OpraHuMYecKyp das3y cymaT Hal cynbdaToM HaTpusa.

IuxsopMeTaH BHIIAPMBAKT NpM [IOHMXEHHOM IaBJIEHUM.

TakmMm oOpazoM nosydvawnT 2,12 r beHunMeTnsoBOoro s¢mMpa TpaHC-
4-[ (2-nponeHnsIoKCH ) aMMHO | =2 -NMUPPOIIMOAMHKAPOOHOBOM KMUCJIOTH C obwen
bopmysionn CisHygN,03 (M=276,337 1) B BUOe Macla C BHXoOoM 89%.

PacTBOopAwT B uMHepTHON aTMmochepe 4,14 r (15 MMonb) paHee
NoJIlyyeHHOI'O0 coeluHeHusa B 1,5 J1 aueToHuTpuia.

OxyaxpaioT OO TemnepaTypa or 0 pmo 5°C um pobasnanorT 1,14 wMn
mbpocreHa. I[lepeMeumBaKT B TeueHMe 15 MMH, B3aTeM MNocChenoBaTeJsIbHO
noGasnswor 4,6 mn TEA n 1,83 r DMAP B 80 My aueToHUTpuIa.

TeMmrepaTypy [1OBHIIAKT no KOMHaTHOM u OCTaBJIAKT
B3aMMOIEMCTBOBATL B TeueHMe 26 yac, 3aTeM [OJOBUHY PacTBOPUTEA
BEHIITIAPMBAT IPM IOHMXEHHOM IaBJIEHUN.

Hanee of6pabGaTHBawT 10%-HEM pacTBOPOM BUMHHOM KMCJIOTH, 3aTeM
3KCTparupyioT OUXJIOPMETAaHOM. OpraHn4Yeckyio basy IIPOMBIB AT
HacCHIIEHHEIM PacTBOPOM XJiOpMOa HAaTpuMsa B BOOe, CylWaT Han cylbdaTom
MarHmsa M pPacTBOPMUTEJIb BHIIAPUBAKT [PM [OHMXEHHOM OaBJIEHWM.

TakmMm ofpasoM noayyaiwT 43 I CHPOTO IPOOyKTa, KOTOpPHIM
oumMmanT xXpoMmMaTorpaduen Ha CcuiaMkKareyie C  3JIOMPOBAaHMEM CMEChI0
omxJjiopMeTaH/sTunauerar 90/10, c nobaskoit 0,1% TEA.

NonyuwawT 312 Mr QeHMIMEeTHMJIOBOIO 20¢Mpa TpaHc-2-okco-3-(2-
nporieHnsiokcu) -1, 3-guazabuumukio [2.2.1]renTtaH-6-kapBboOHOBOM  KUCJIOTH
c obuwen ¢dopmysion CieH1gN204 (M=302,33 1), UYTO COOTBETCTBYET BHXOLNY
7%.

PacTBOopAKwT B MHepTHoM armochepe 70,2 Mr (0,232 MmMoOsab) paHee
[NOJIy4E€HHOTO CcoeImMHeHusas B 2,3 MI OUXJIOpMEeTaHa. 3aTeM BBOIAT
26,5 Mka ykcycHoOM kucjaoTel M 134 Mr Pd(P(Ph)s),.

OcTaBiAKT B3aMMONENCTBOBATL B TeudyeHue 40 MMH Npyu KOMHATHOMN
TeMrneparype, 3aTeM [IOHMXaKT TeMruepaTypy a0 =-20°C u gobaBisioT
2,9 wMn 0,314 M pacrBopa koMIekca SO;-nupummH. OCTaBJSOT
B3aMMOIENCTBOBATL B TeueHMe 2,5 uyac, 3areM OoBaABJAOT OMXJIODPMETaH
M PEaKUVOHHYK CMeChkb BHIIAPMBAKT NpM IOHMXEHHOM MOaBJIeHMKM. 3aTeMm

pacTBopsawT B 40 M OuMXJopMeTaHa U MNPOMHBAKT 5 M BoOe. OTOEJALT
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opranmueckyio ¢$asy wm cymar Ham cCcCyiabdpaToM  HaTpusd, 3aTeM
PacTBOPUTEJIb BHIIAPUBAIT NPM MOHMXEHHOM HaBJIEHUM.

Takmm ofpaszoM noJsydanT 280 MI CHPOTO MpPOAYKTa, KOTOPHIL
OUMILAKT xpoMmaTorpadbuein Ha cumMKarese c BJNOMPOBAHUEM
nocJlenqoBaTeJIbHO CMeChbld OuxjiopMmeraH/aueToH 80/20 c mobBaBkoit 0,1%
TEA, 3aTeM cMmecho muxJjiopMmeraH/aueToH 50/50 ¢ noBaekoit 0,1% TEA.

lTomyugaoT 34,0 Mr uUesleBOTO CcoemMHeHMs C ofmelt PopMyJIoin
C34H33N20,SP (M=644,689 1) B BuIOe Macila XeJTOT'O LBeTa C BHXOIOM
23%.

CnekTp ly-amp (CDCls, 400 MI'u), =xXuMMMYeCKMe CIOBUIM B M.IO. U

MyJIb TUIIJIETHOCTb IUKOB:

2,00 (M) m 2,48 (M): CHp-CH-C=0; 2,72 (m) wu 3,12 (c): CH-
CHp-N; 3,75 (M): CHp-CH-C=0;; 4,71 (c): CH-CHp-N; 5,18 [AB] CH,-
CeHs; 3,75 (M): CHp=CeHs m 2,29 (m): CH3~CH=CH; 6,62 u CH3;-CH=CH;
7,21 CH3-CH=CH; 7,60-7,85 P (CgHs) 3.

Macc-cnekrTp (37eKTpoOpacnLIeHne C OTpPULATENbHOMN )2

[IOJIOKUTENLHONM MOHMBauuel) m/z:
[Manmon] ~ = 341
[an'ruou] = 303

llpumep 11

1-MponeHnnrpupeHmapochoHneBas Coab METUIIOBOIO s¢upa TpaHc-2-

oxco—3—(cynb¢oxcu)—1,3—nma3a6mumxno[2.2.l]renTaH—6—Kap60Hosoﬁ

KMCJIOTH
[loBTopswT ycnoBusa npuMepa 10, B3AB B KaYeCTBE MCXOIHOTO
207 Mmr 1-(1,1-OMMETHMISTUI)OBOTC M 2-METUJIOBOIO ’pupa uuc-4-
TUOPOKCU-1, 2-NMMPPONIMINHKAPOOHOBOM KUCJIOTH .
TakmM oOpasoMm nosyvanT 12 MI UejeBOTO NOpoIyKTa C obwen
popmystonn C;H19N,078 (M=266,231 r).

Macc-crnekTp (anekTpopacneieHne c oTpMLIATeJIEHOM )2

OOJIOXUTEJIbHOM MOHu3auuen) m/z:
[Max-mon] - = 265
[an'ruou] o= 303

[Ipumep 12a

IndeHNIMeTUNIOBE 3dUp TpaHC-7-okco-6-okca-1-

azabuumkio [3.2.1]okTaH-3-KapBOHOBOMN KUCIOTH

CMmewmBaKwT B MHEPTHOM aTMochepe 8 wmy mmxjaopMmeraHa u 347 Mr
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(1 MMoJIb) ruIOpOXJOpMAa IMPEeHUIMETUIIOBOTO 3dMpa umc-5-ruapoxkcu-3-
NMnepmnIMHKapBOoOHOBOM KUCJOTH (npuBoamuTcsa B Acta Chem. Scand. Ser.
B 35(4) 289-294).

OxsylaxpanT o TemnepaTtypn 0°C, 3arem moBaengwT 346 mxa TEA u
72 Mxn gupocreHa.

OCcTaB/AKT B3aMMONEMCTBOBATL B TeueHMe 15 MMH, nongepxuBas
TemnepaTypy O0°C, 3aTeM BHIIAapMBAIOT pPACTBOPUTEINL I[IPUM [TOHUKEHHOM
IaBJeHuM. PacrBopsaioT B 25 M Cyxoro ToJiyoJsa. OUILTPYIOT, YTOOH
yianuTe rugpoxJsiopun TEA,

K ¢unsrpary nobaenswor 553 Mkan TEA M HarpeBawT OO KMIIEHMA B
TedyeHue 4 uac.

SaTeM pas306aBJART 3TUIALETATOM M NPOMEBAKT 10%-HEM BOOHBIM
pacTBOPOM BMHHOM KWUCJIOTH, 3aTeM HacCHIUEHHEM pacTBOPOM XJopuia
HaTpus B BOHEe M CyllaT opraHuU4Yeckyow ¢asy Hal cynbdaroM MarHUS.

SaTeM ynapuBapT IIPM [IOHMXEHHOM MHaBJIEHMM U noJydalor 339 Mr
CHIPOT'O NPOAYKTa, KOTOPHM OUMIAT XpoMmMaTorpaduein Ha cuamkarese ¢
BIIOUMPOBAaHMEM CMecChio Tosyon/sTunauerar 70/30.

TakumM oBpasoM noJiydamor 146 MT UeJseBoro CoOeOMHEeHus
(M=337,378 r), 4YTO COOTBETCTBYeT BHXONY 43%.

CnexkrTp lH-aAMP (CDCls, 250 MI'u), xXuMMUeCKMEe CHOBUTM B M.IO. U

MyJIb TUIIJIETHOCTb MMKOB:
2,15 (nmm) n 2,73 (o xB): N-CH-CHO-CHz; 2,92 (rT): 0,C-CH-;
3,00 (n) u 3,45 (m): N-CH,-CHO; 3,48 (mm) u 4,07 (mm): N-CHz-CH-
COz2; 4,79 (mT): N-CHp-CHO; 6,90 (c): CO;~CH-(CeHs)2; 7,33 (M):
(CeHs) 2.
MK (CHCls): 1792, 1734; 1600, 1585, 1497 cm’!.

Macc-cnekrp (EI) m/z: [M]" = 337, 292, 183, 167.

pumep 12b

TpaHc-7-0kco-6-0oKkca-1-azabuuukio[3.2.1]okraH-3-kapboHOBAaA

KMcJjorTa
CveumBaT 320 Mr coemMHeHMsi, [MOJIYY4EeHHOTO B npumepe 12a,
17 mn aunerona m 70 Mr 20%-Horo Pd/C B kauecTBe kaTaJmsaTopa.
[lepemMemwreaioT B aTMochpepe BoOOopona MNPM HOPMAJILHOM IaBJIEHUU.
Jepes 2 uac 30 mmH cHoBa pmoGaBaswoT 70 MI karaamusaTopa u
OCTAaBJIAT B3aMMOIENMCTBOBATbL B TeueHMe 1 wyac 30 MmMH, 3areM

OUIb TPYIOT pPeakKLUMOHHYI CMecCh.
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PacTBOopuTenb BHIAPUBAKT [IPpM NOHMXEHHOM MHABJIEHUMM M TaKUM
obpasoMm [1oJiy4danT 350 mr CHpPOTI'O nponykTa, KOTOPLI
[IepEKPUCTAJNNIM3OBHBAIT M3 [I€HTaHa.

duneTpywT U, TakuM ofbpasoM, noayuakT 158 Mr uejseroro
npoaykra c¢ obuwen ¢dopmyson C;HgNOy; (M=171,154 r) B BMOE TBEpPOOTO
BelleCTBa Ceporo uBera. Bnxom 89%.

CnekTp 'H-aMp (OIMCO, 300 MI'u), xXuMMUEeCKMe CIOBUMIM B M.IO. MU

MyJIb TUIJIETHOCTbL [MKOB:
2,10 (mmm) wu 2,43 (mM): N-CH;-CHO-CH,; 2,83 (TT): 0,C-CH-;
3,13 (m) n 3,27 (om): N-CH,-CHO; 3,40 (mm) u 3,72 (mo): N-CH>-CH-
CO:H; 4,81 (M): N-CH,-CHO; 12,54 (ym.c): COzH.
UK (BazesmHoBOe Macmo): 1782, 1692 cm™l.

Macc-cnekrp (EI) m/z: [M]® = 177, 155, 127, 82, 70.

[IpuMmep 12c¢

(4-HurtpodeHns1) METUJIOBLI BOUP TpaHC-7-0OKCO-6-0OKkca-1-

azsabuumkio[3.2.1] okTaH—-3-KapO®OHOBOM KUCJIIOTH

CMmemmBawT B MHepTHON aTMmocdpepe 30 mr (0,175 MMOab) KMUCJIIOTH,
nosiydeHHou B npumepe 12b, u 0,5 mn guxiopmerTaHa. 3arTeM HoBaBJIALT
26,8 M 4-HUMTPOOGEH3UIJIOBOI'O cnupTa, 2,2 Mr DMAP m 37 mr EDCI.

OCcTaBiAwT B3aMMOINENCTBOBATL B TedeHMe 2 Yac I[pM KOMHaTHOM
TeMneparype.

3aTeM opraHmMueckypw o¢pasy pas30aBiagoOT OUXJIOPMETAHOM, I[IPOMHBAT
10%-HbM BOOHEM pacTBOPOM BMHHOM KMCJIOTH M QochaTHEM BydbepHsM
pacTeopoM C pH 7.

[Tocnne cyuwkm opraHuueckoit ¢asel Han cynbdaTroM HaTpus U
BEHIMTApPVUBaHMA PpPACTBOPUTEJIA IPM I[OHMXKEHHOM IaBJIEHMM nOojayvamoT 57 Mr
CHIPOTO MNPOAYKTAa, KOTOPHIM OuMIAT XpoMmaTorpabduelrt Ha cuamkaresge c
INIIOMPOBaHMEM CMecChbi ToJayon/sTunauerar 85/15.

3aTeM [MpPOOYKT [I€pPeKPUCTaNJIM30BHBAIT M3 CMeCU BTUIIOBOTO
¢Mpa ¥u neHTaHa wu nogydawoT 34 MI' KPUCTaJUIOBE 6eJloro LBeTa
ueygeBoro coemuHenus (M=306,277 r). Buxom cocraenseT 63,5%.

CnekTp lH-aMP (CDC1ls, 300 MI'u), XuMMMYeCKMe COBMUITM B M.O. U

MyJIb TUIIJIETHOCTb I[TMKOB:

2,14 {(ompm) wu 2,84 (mM): N-CH,-CHO-CHz; 2,90 (rT): OC-CH-;
3,10 u 3,49 (mM): N-CHp,-CHO; 3,43 (mm) wu 4,14 (ym.n): N-CH,-CH-
CO2; 5,27 [AB]: CO;-CH2-CgHs; 5,56 m 8,24 [AA'BB']: C-CgHs-NO,.



43

MK (CHCl3): 1799, 1789, 1741; 1609, 1526, 1495 cm™'.

Macc-cnexkrp (EI) m/z: [M]® = 306, 170, 136, 126, 106, 82.
[Tpumep 13

6- (PeHMIMeTMII) -1, 6-Ouaszsadbuumkno[3.2.1] okraH-7-0H

Cramus A:

K pacteopy 20,71 1 3-ammuo-nupumouHa B 200 wMn xJopuna
MeTusieHa OoOaBJART NOpu TeMmrnepatype or 0 go 5°C 30,7 Mn TEA.
3areM no kaminAM JgobaBiAlT B TedeHue 15 MumH 25,5 Mn xnpopucToro
OeH30OMJIa U OCTaBJIAOT IIPpM KOMHATHOM TeMmInepaTrype. Yepe3 1 uac npu
rlepeMeliMBaHuM  INPOMHBAKT  BOIOH, 3aTeM  HaChUEHHbBM pPacTBOPOM
OukapOoHaTa HaTpusa, BaTeM OpTraHMUeckyw ¢azy cywaTr Hal cyiabdpaToMm
HaTpMa U  BHIIAPMBAaKT pPacCTBOPUTENb [Py [IOHUMKEHHOM OaBJIEHUM.
[MosryuanoT 42,29 o LLeNIeBOTO rponyxkTa B BUIOE KPUCTAJJIOB
(M=198,226 r).

Cragusa B:

K pacrBopy 10 r© npomykKTa, MNOJYy4YeHHOTO Ha cTamum A, B 200 Ma
MeTaHoJa pobGaBaawT 4,3 M KOHUEHTPUPOBAHHOM COJIAHOM KUCJHOTH U
500 wMr 5%-HOrO pomMsa Ha TIUIOPOKCKUIE AaJIlOMMHMA. ['MOPUPYIOT B
aTMocoepy Bomopoma c narJjeHueMm 60-110 Gap B TeueHue 15 uac.

PeakUMOHHYIO CMeChb (QUILTPYIOT, ONOJIACKMBAKT METaHOJIOM, 3aTeM
¢uIbTPaT KOHUEHTPUPYIOT MPM [OHMXEHHOM HaBJIeHUMU. ['MIPOXJIOPUI
NPMBEAEHHOTO IMPOAYKTa MoJiydanT B cMecu C 10%-HBEM IMIOPOXJIOPUIOM
MCXOOHOT'O MNpOOyKTa.

PacreopawT nponykT 250 min xjopuma MeTuseHa u pobasssior 1,1
DKBMBAJIEHTa 1lH. TUIpPOKCMOA HaTpusA. [locjle NepeMemMBaHMA B TedeHMue
15 mMmH XJjopul MeTujieHa HOEeKaHTMPYIOT, OpPTaHMUECKyw O¢asy MNPOMEBAKT
BOOOM, CymaT M YyHNapMBaoT NpM [OHMXEHHOM JOaBjieHuM. OCTaTOK
XxpoMaTorpadmupyoT Ha CUIUKarejle C SJIOMPOBaHMEM CMEeChb0 XJIOpUI
MeTuJjleHa—-MeTaHOoJI-TpuaTHuIaMmMH 92/8/3.

Monmyuwaror 7,4 T uUesleBOrO MNPOOYyKTa B BUIE KPUCTAIOB C
BHIXOOOM 72%.

Cramnsa C: N- (peHmsMeTus) -3-nunepmuiarHaMmuy

PacteopanT 20 T npoaykTa, I[IOJYYEHHOI'O KakK OMNMCAHO Ha cTaiuu
B, B 600 Mn 1,2-muMmerokcusTaHa. K pacrBopy B TeueHue 30 MuH
no6aBJIA0T 14,86 r asoMoruopuua JIMTUA . HarperakoT npu

nepeMemMBaHMM B MHEPTHOM rase [pu TemnepaTtype 75-80°C B TeueHue
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16 wac, =Barem oxjaxpaioT no Temnepatypu 0°C M B Teuenme 45 MuH,
crend 3a TeM, 4YToOH TeMmlepaTypa He Npermmasa 12°C, nobaBiswoT
11 mn Bogel. IlepemMemmBawT B TedeHue 10 MMH, QUIBTPYIOT M OCTATOK
[IPOMEIBAKT XJIOPUIOOM MeTueHa. OdunbTparT KOHLEHTPUPYIOT npu
ITOHMXEeHHOM JaBJjieHum. [lonydaoT 17,8 1 UeseBOro npolykTa B Buie
MacJsa, KOTOpoOe TIeperoHAT I[IpM [IOHMXEHHOM HOaBJIeHMM (Temrneparypa
kuneHms: 114-121°C/0,8 wmBap). loayuanT 16 T uLeJleBOTO IMPOOYKTa C
BEIXOOOM 86%.

Cramgusa D: 6- (penunMmerms) -1, 6~ouazsabuumnkio[3.2.1l]okTaH-7-0H

PacTeopsawT 1,06 r npolykra, I[OJy4YeHHOT'o Ha cTamuu C, B
28 cM® rTosyona, =BaTeM OXJaxmaoT IO 0°C u poBaBJISIOT B MHEPTHOM
rase 337 Mmka mmbpocreHa. [IOBHMAIT TEMNEPATYPY M BHIOEPXKMBAIT 2 Yac
npu Temnepartype 20°C. KOHUEHTPUPYIT IIPM I[IOHMXEHHOM HaBJIEHUM,
3aTeM OCTaTOK XpoMaTorpadmpyoT Ha CwiIMKareje C SJIOMPOBaHUEM
[10CJIeNOBaTEJIbHO CMEChbi XJOpUI MeTuieHa-aueToH 95/5, sarem 80/20
“, HaKOHell, CMeCBhI XJIOPUI MEeTUJIEHa-MEeTaHOJ-TPUaTuIaMmuH 92/8/3 u
nonydamwT 362 MIr uesieBoro nponykra Ci3HigN,O (M=216,85 1) ¢ BHXOIOM
30%.

CPV Macc-cnextp (EI) m/z: [M]' = 216, 125, 91.

MK (CHClj): 1718; 1498 cm’t.

[lpumep 14

6-Bensoun-1, 6-auazadbuumkio[3.2.1]okrad-7-0H

Cramusa A: 3- (6eHsuiaMMHO)-l-nunepuirvHkapBOHOBas KUCJOTa

PacTrBopsarwT 5 I npomykTa, MOJNYyYeHHOTO Ha cramuMuM B npumepa
13, B 1,25 =5 6espogHOro TOJIyoJla B aTMochepe asora, 3aTeM
nodasnsaor 3,4 mn TEA u BBOOAT Opu TeMmnepaTtype or 0 gmo 5°C B
TedeHnme 3 MuH 1,47 mn mudocrenHa. UYepes 20 MuMH NpM TemmnepaType OT
0 mo 5°C ee mnoesmakpT no 20°C, nommepXuMBAaKT I[IPU [1epeMellMBaHUMU B
TedyeHMe 75 MuH, 3BaTeM PpacTBOPUTEJNb BHIIAPMBAIT IIPU MOHMKEHHOM
naBjieHMM. OCTaTOK XpoMaTorpadupyloT Ha CUIMKaresie C 3JIOMPOBaHUEM
CMEeCbl XJIOpUI MeTuJleHa-aueToH 8/2. Hoayuwamor 3,44 1 LULeJleBOIO
npooykra (Bexonm 52,6%).

Cragua B: 6-BeHzoun-1, 6-mmaszsadbuuukio([3.2.1]okTaH-7-0H

BeomaT B aTmochepe azoTa 48 Mr rungpmna HaTtpua B Bume 50%-
HOM mucnepcuu B Macjge u 20 mn TI'¢. OxjaxpamoT OO TeMmnepaTypn or 0O

oo 5°C, saTeM goBaBjadlwT B 2 OOMH InpueM 266 MD  IponoykTa,
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[IONIY4YeHHOTO Ha cTanuu A.

TemnepaTypy MNOBHWAKT OO KOMHaTHOM, 3areM mnoGaBasaoT 60 MKJ
YKCyCHOI kmucyoTH u 10 mu dpocparHoro BydepHoro pacTeopa ¢ pH 7.

Hasiee noBaBJAKT HEMHOT'O 3JITuUjaueTrarTa, 3aTeM IeKaHTUPYT U
[TIOBTOPHO SKCTParupywT 3sTuialeTaToM. OpraHmueckyw ¢Gasy cymaT Han
cynbdaToM MarHuA, 3aTEeM DPaCTBOPUTENM BHIIAPUMBAKT IIPM [TOHMKEHHOM
OaBJIEHUN.

CHpOM MNPOIOYKT XpoMaTorpadupyoT Ha CuIMKareje C 3JIO0MPOBaHUEM
c pnoBaBkoi 2%-HOT'O alleToOHa.

TakuMm obpasoMm noaydawpr 143 Mr uesneBoro nponykKra Ci3HioN,O»
(M: 228,25 7). BHXOID 62%.

CnekTp H-gMP (CDCljz, 250 MI'y), XuMMYEeCKMe COBUITM B M.O. U

MyJ1b TUMJIETHOCTh MMUKOB:
1,20-2,15 (M) n 2,42 (M): NCH-CH,-CH,-; 2,80 (m) - 2,93 (m);
3,11 (m); 3,28-3,58 (m): CH»-N; 4,54 (m): CH-N; 7,43 (Mm); 7,55
(M); 7,69 (mM): CeHs.
MK (CHCl3): 1758, 1672; 1605, 1586, 1492 cmt,
Macc-cnexkrp (EI) m/z: [M]* = 230, 125, 105, 77.
lpnmep 15

7-0kco-1, 6-nunazabuumkno[3.2.1]okTaH-6~-yKCcyCcHasa KUCJoTa

Cramns A: 5-[(1,l1-OuMeTnasTun) guMeTmacuami] -1, 6-
omnaszsabuuukio [3-2-1]okraH-7-0H

[TomMemanT B arTMochepy aszoTa 843 M JmMTHA UM KOHIOEHCUDPYIOT IIpU
Temrnepatype -70°C 320 wmn amummaka. JIoGaBJSOT IpM TeMIepaTrype
-70°C B Teuenme 10 Mmu 7,56 r (34,8 MMOJIL) NpoOykTa, MNOJNYYEHHOTO
B npumepe 13, B 160 mn TerTparunpodpypaHa. [lepeMemmMBalT B TeUSHUE
5 MmH, 3aTeM aMMMak OTI'OHSIOT B TOKe as30Ta, MeInJeHHO I[OBHMAA
TeMrepaTypy Ho 20°C. B NOJNIydYeHHY CYCNEeH3MI0 MenJieHHO noBaBJIgioT
npu 20°C 7,9 r (1,l-muMMeTHUIDTMI) OMMETUIICHMIIMIXJIOPMUAAE B 10 om®
TeTparugpobypaHa, 23aTreMm I[epeMeumMBawT B TeueHue 10 MuH. Janee

noBasnsgwr 160 oM’ sTMnaneTrara, =3aTeM 60 oM’

10%-HOTO BOIOHOTO
pacTBOpa BMHHOM KUCJOTH. JeKaHTUPYIT, MNOBTOPHO 3KCTPAI'MpPYIOT
3TUjaueTaToM, OpraHuMYeckynw ©Gasy [IpOMEBaKT BOIOOM, CYyWAT Hajg
cysibdaToM HaTpMss U pPacCTBOPUTEJIb  BHIIAPMBAKT [IPM  [TOHUXEHHOM
DapJjieHuM. [JlojlyyeHHoOe Maciyo xpomarorpadupyloT Ha CcuaMKarene c

3IOMPOBAHUEM XJIOPMIOOM MEeTuJeHa, coaepxamero 10% BonOe, 3aTem
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CMEeChI0 XJOpuI MeTuJieHa-aueToH 8/2 wu nonaydawr 3,04 1» UejneBOTO
nponykra (BeHXOI: 36,2%).

CrnekTp lH-gMPp (CDC1l3, 250 MI'u), =XuUMMUYECKMEe CIOBMIM B M.I. U

MYJIb TUIIJIETHOCTb I[TMKOB:

0,21 (c¢) m 0,40 (c): SiCH3; 0,97 (c): SitBu; 1,5-1,8 (M) wu
2,07 (M): N-CH-CHz-CH,-; 2,85 (m) m 3,32 (M); CH-CH2-N; 2,93 (n&T)
n 3,32 (M): CHz-CH,-N; 3,65 (Mm): CH-N.

MK (CHClj3): 1710; 842 cm.

Macc-cnexTp (EI) m/z: [M]* = 240, 225, 183, 100, 83, 57.

Cragnsa B: O(eHMIIMETUIIOBLINA 20up 7-okco-1, 6-
orasabuumkino [3.2.1] OKTaH-6-yYKCYCHOMU KMUCJIOTH

PacTropsaioT B armMocdepe asora 1,44 r (5,99 MmMmonb) npomykra,
oJly4eHHOro Ha cTtagmuM A, B 14,4 M1 TerparuimpodpypaHa, 3arem
noGasnanT 941 Mk QeHMIMEeTMIIOBOTO 3¢Mpa OPOMYKCYCHOM KMCJIOTH U
3aTeM mo kamjiasaM 6 man 1 M pacTBopa ¢Topuma Terpa-H-O6yTUNAaMMOHUA B
TeTparminpopypaHe. IllepememmBaior 10 MuMH npu Temneparype 20°C,
3aTeM pasbapaAapT 15 M sTunaueraTa M OOBaABJAAT 5 M BOIHOTO
docparHoro OydepHoro pacreopa ¢ pH=7. JleKaHTUPYOT, MOBTOPHO
BKCTParupymoT 3STUJIALETATOM, OpTaHMYeCcKyKw ¢asy IMNPOMHBAKT BOIOMA,
CywaT Han CyabdaToM HaATpMA M pPacTBOPUTEJNb  BHIAPUBAIT NOpU
[IOHMXX€HHOM JIaBJieHum. OCTaTOK B ané MacJla XpoMaTorpadupyioT Ha
cunMkaresye C 2JIOMPOBAHMEM CMEChI XJIOPMI MeTulleHa-aueToH 8/2 c
notaeskon 10% Bomul. IosmywawT 140 Mr ueneBoro npomoykTa. Brxon
cocramjaser 9%.

MK (CHCl3): 1746; 1720 cm™.

Macc-cnexkrp (EI) m/z: [M]* = 274, 183, 155, 139, 91, 83.

Cramusa C: 7-Okco-1, 6~mmazsabuunkio[3.2.1] okTaH-6-yKCyCcHas

KUCJIOTAa

Pacreopsior 137 Mr npomykTa, M[OJyYeHHOT'O Ha cTagMM B, B
1,5 Mn sTunaueTaTa, 3aTeM K pacTBopy nobamiasior 14 Mr 10%-HoTro
Pd/C u nomemaior B arTMmocdepy Bomopoma. UYepes 15 MMH CHOBa
nobasysor 15 wMr Pd/C v nepemMemmMBanT B 2 TeyeHMe 15 MuH.
KaranuzaTop OT(MIBTPOBHBAKT, OIIOJACKMBAKT STUJIALETaATOM, 3aTeM
aleTOHOM ¥ METAHOJIOM U pPAacTBOPUTEJIb BHIIAPMBAIOT [OPU T[TOHUMXEHHOM
naBJjieHun. [losy4alT CyMMapHO 68 MI' CHPOIO NpOIOyKTa, KOTOPLI

NEepeKpUCTAINIM3OBEEBAKT M3 3pupa. [lonyuyawnT 58 MI LeJleBOTO MNPOIOyKTa
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c obuwen Qopmysiont CisHigN,03 (M=274,321 r). BuHxon cocrTasjsgeT 63%.

CnekTp 'H-aMP (CDCls, 400 MI'u), XuMMMUecCKMe CIOBUIM B M.IO. U

MyJib TUIIJIETHOCTb [MUKOB:
1,48 (M), 1,63 (M), 1,73 (M) m 1,86 (m): N-CH-CH,-CHp; 2,85-
3,00 (m); 3,14 (mom) u 3,64 (M): CHp,~-N-CH, m CH-N; 3,78 m 4,14
[AB] : CON-CH,-CO.
Macc-cnextp (EI) m/z: [M]® = 184, 139, 125, 111, 97, 83.
. Mpumep 16

7-Oxco-N-dpeHunn-1, 6-mmazsabuumukyio[3.2.1] okraH-6-kapBokcaMm

CMeuBalT B MHEPTHOM rase 1 wmn TerparuagpodypaHa u 99 wMr
(0,41 mMoNeb) coenuHeHUS, nonyquHord Ha cramnm A npumepa 15.

HoBaByAmwT nocjyenoBaTesibHO 50 Mk (eHuUIM3OUMaHaTa, 3aTeM
450 mMxn 1M pacTtBopa ¢dropuma TerpabyruiammoHus B TI'O.

OcTaBjAlwT B3aMMOOEMCTBOBAaTbL B  TeueHue 10  MuH, 3aTeM
paz6aBJsaoT 3TUJIALEeTaTOM, [IPOMBIBAIOT BOION. IexaHTUpywT,
opraHmueckyio ¢asy cywar Han cynsdpaToM MaTHMUsA. PacTBoOpuUTeNb
BHI1APMBAT [IPY TOHMXEHHOM IaBJIEHMM. YKasaHHEM OOpas3oM MOJyYdanT
140 wMr cHporo npoayKTa, KOTOPHIM OuUMUIAIT XpoMmaTorpabduerr Ha
cunMkKkaresie, B3AB B KaudecTBe 3JJIOEHTa CMEeChb IUXJIOPMETaH/3TuiaueTar
90/10.

NMonydyaoT 21 MI' LHeNeBOTO CoeIOMHeHusa C ofuwelt dopmynoit CizHisN3O
(M=245,283 1), 4YTO CcooTBercTBYeT BHxomy 20%.

CnekTp lH-aMp (CDCl;, 250 MI'u), xXuMmMyeckue CIOBMITM B M.I. U

MyJIb TUNJIETHOCTE I[IMKOB:

1,78 (M), 2,02 (M) m 2,17 (m): N-CH-CH;-CH,; 2,88 (m), 3,13
(ar) mn 3,42 (m): CH»-N-CH;; 4,49 (M): CH-N; 7,11 (7); 7,34 (T) u
7,54 (m): Ce¢Hs; 10,05: NH.

MK (CHCls): 3302, 3266; 1734; 1700; 1602, 1553, 1501 cm!.

Macc-cnexTp (EI) m/z: [M]* = 245, 153, 126, 119, 98, 92.

llpumep 17a

6-[{1- (PenunmeTnn) -1H-rerpazon-5-umnl -1, 6-

mmMazabuunkino[3.2.1]okTaw-7-0H

[MoMemwarwT B WMHepTHoM Tas3e 480 wMr (2 wMMOJab) coedMHeHus,
MOJIydeHHOI'0 Ha cTaluu A npmumepa 15.
SaTeM m»oGaBJAKT pacTBop 712 Mr S-dpropo-1l-(pennsmermi)-1H-

TeTrpazona B 1,5 mi vTerparmipodypaHa, 3arem 2 Mn 1 M pacrTeBopa



48

¢Topuna rerpabyTuiiammoHusa B TI'd. OCTaBJIAKT B3aMMONEeMCTBOBaThL B
TeueHme 1 MuH.

3aTeM pasfaBiiAanT 3TUJIaleTaToM, NNPOMHBAIOT BOOOM,
OekaHTUpPyKT. OpraHudyeckylo ¢asy cyuwaT Hald cyabdaTroM MarHusa u
PacTBOPUTEJIbL BHIIAPUBAKT IPU [NOHMXEHHOM OaBJIEHUM.

YkaszaHHEM oOOpas3oMm nojaydaroT 1,06 © MacagHMCTOrO Npooykra,
KOTOPEI OYUAKnT xpoMaTorpabpuen Ha CUIMKaremne CMEChI0
auxjiopMeran/sTunauerar 90/10.

TakuMm oOpasoM nojiydamorT 143 Mr uUeJIeBOTO CcoenuHeHua ¢ obmen
dopmysionn CigHieNeO (M=284,324 1) B BMOe amMopdHOTO mHpomykra 6eJsioro
uBeTa. Brxon cocTarjigeT 25%.

CnexTp 'H-AMP (CDCls, 250 MI'u), XMMMYECKME COBMIM B M.ZH. U

MyJIb TUTIJIETHOCTE IMKOB:
1,80 (M), 2,04 (M) um 2,67 (m): N-CH-CH;-CH,; 2,83 (m), 2,85
(mM), 3,10 (mm) w 3,44 (mm): CHp-N-CHz; 3,99 (M): CH-N; 5,63 »n
5,88 [AB]: CegHs-CHz; 7,18 (M) m 7,32 (M): CgHs.
[IpuMmep 17b

6- (1H-Terpazson-5-un]-1, 6-mmaszsadbuumukno[3.2.1]okTaH-7-0H

CmeumBanT 120 MI npoaykTa, MNOJNYy4YeHHOTO B npummepe 1l7a m 2,4
MJI cMecu MeTaHoJsi/3Tunauerar 90/10, sarem pobBamaswT 2,4 mn TI'd no
oJlydeHnsa I1pO3padHOTO pacTBopa.

Hanee pobapnswor 24 Mr 10%-Horo Pd/C B kauecTBe KaTaJjJaM3aTopa
M nepemMemMBaRT B arMmochepe Bogmopoma. Ilocsie 3 uyac B3aMMONEeNCTBUSA
KaTraamsaTop OTOUIIL TPOBHIBAIOT, ONoJIaCKMBAIOT CMEeChK
TeTparnapodypaH/MeTaHos, 3aTeM pPacCTBOPUTENDb BHIIApUBAOT  [IPH
[NOHMXEHHOM JOaBJieHMM. Jlajlee NOpPOOYyKT I[I€PEeKPUCTAJINIMBOBHBAKT U3
3TUJIOBOTO 2dupa.

TakmM oO6pasoM [OJydaKnT 72 MI' UeJIeBOTO CcoelMHeHusa C obmei
bopmysionn C;H1gNgO (M=194,198 r) B BuMOe nNponykra O6ejoro LUBeTa B
BUIEe KPUCTAJJIOB. BHXOIO cocrarjseT 88%.

CnexkTp 'H-aMp (OMCO, 300 Mru), =xXuMMUeckuMe COBUTM B M.O. U

MYyJib TUIJIETHOCTL IIMKOB:
1,63 (M), 1,89 (M) m 2,07 (M): N-CH-CH,-CH,; 3,14-3,20 (M) u
3,43 (M) : CHp-N-CHz; 4,51 (m): CH-N.
MK (BasesmHoBOe Macho): 1744; 1594 cm™t.

Macc-cnextp (EI) m/z: [M]® = 194, 165, 124, 111, 98, 83, 68,
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56, 41.

Mpumep 18
6-Anermn-1, 6-ouaszadbuuukno [3.2.1)okTaH-7-0H

Pacreopsior B 1,4 Mmn TI'¢ 140 mMr (0,582 wMMOnb) CcoenouMHeHMUd,
[IOJIyYeHHOT'O Ha cTaium A npumepa 15.

K nonydyeHHoOMy pacTBOpY MocjienoBaTenbHo nobasnasaoT 55 Mkn
YKCYCHOT'O aHrnaopuaa, saTeM 0,58 mn 1M pacTeopa bropuna
TeTpadbyTuiaMMoHus B TI'Q.

3aTeMm pasbasispoT 3TUJIAleTaToM, MPOMEIBAIOT BOIOI,
IOEeKaHTUPYIOT, OpraHuuYecKylo ¢asy cymwaT Hal CcylbdaToM MarHusa, =3aTeMm
pPacTBOPUTEJIb BHIIAPUMBAKT [IPYM NOHMXEHHOM HaBJEHWM.

YkasaHHeM of6pasoM nonayuyamor 116 Mr ceHporo wMacjga, KoTopoe
xpoMarTorpadupyoT Ha cunukareye C MCIOJIb30BaAHUEM cMecu
ouxnopMeralH/aueToH 80/20.

TakuM of6pasoM noJsydanTt 18 MI ULeleBOl'0 CcoeIuMHeHUs C obuwen
bopmysniont CgHyoN20, (M=168,196 r), uT0o CcoOTBETCTBYeT BHXOoOy 18%.

CriekTp 'H-aMP (OMCO, 300 MIu), XWUMMUECKMEe CIOBUTM B M.I. M

MY JIb TUIIJIETHOCTL I[IMKOB:
1,65-2,20 (m): N-CH-CH,-CH,; 2,54 (c): CHizCO-N; 2,83 (&),
3,33 (mMm), 3,10 (M) u 3,45 (mm) CHp-N-CH.; 4,55 (M): O=C-N-CH.
MK (CHCl3): 1758, 1696 cM™*.

Macc-cnextp (EI) m/z: [M]' = 168, 140, 126, 98, 43.

pumep 19a

6~ (®eHUIMeTOKCH) ~1, 6-muaszsabuumkyo[3.2.1]okTaH~7-0H

PacreopsawnT 44,02 r (0,22 wMmomp) 1,l-muMernnoBoro 3bupa 3-
okco-l-nunepulMHkapbOHOBON KMUCJIOTH (C10H17NO3, M=199, 251 )
(npuBomurca B J. Med. Chem. 1986, 29, 224-229) B 440 My 3TaHoJa.

3aTeMm nobaBiaoT 38,79 o TUIOpoxJIopnuna O-B6eH3UI~-
rMgpokcusiaMmHa. [Hanee no KkamiaaM K CycrneHsum nobaBjsoT 54 wn
NMpUIOMHA .

OcTaBJsIOT B3aMMOOEMCTBOBATHL, [1epeMemmBasi B TeueHue 4 uyac
npu TeMmriepaTtype npubansuTesbHO 25°C, 3aTeM pacTBOPUTENb
BHIIaPMBAIOT IIpM T[IOHWAKEHHOM HaBJjleHMM. OCTaTOK pacTBOPAKT B CMeCcHU
OMxXJiopMeTaHa M 23TujaleTaTa, 3areM QUILTPYOT M CIOJaCKUBAKLT
buneTp IOMxXJIOpMEeTaHOM, Jaljiee CMeCbl IMXJIOpPMeTaHa U 3TuialeTara.

3aTeM QUILTPAT YyNapMBaKwT OOCYXa [PWM MOHMWKXEHHOM OAaBJIEHMM.
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TaxkuMm oOpasoM noaydawT 69,8 1 npospayHoro MacJyja XeJToTro
LuBeTa, KOTOpOe ouMmanT XpoMaTorpabmuer Ha cuaMkarese. B kayecTse
BJI0EHTA MCIOJBL3YIT CMEeChb UMKJoTekcaH/»Tunauerat 80/20.

MonyuawnT 57,21 T 1, 1-oMe TMIIOBOTO adpupa 3-
[ (beHnMeTOKCH ) UMMHO] -1 -IMNEepMOMHKapPBOHOBOM KMUCJIOTH c obmen
bopmysioir Cy7HqN203 (M = 304,39 1) B Buae Macna OJegHO-XeJITOTO
uBeTa. Brixon cocrasnsaeT 85%.

PacreBopsawT 24,82 r (0,0815 mMMOnb) MNONydYEeHHOIO paHee OKCHUMA
B 163 M sTaHona, OXJaxIeHHOTO o TeMmnepaTyph -10°C non asoTow.
SaTeM OoBaBJIAKT 25 M KOMIUIekCca OOpaH-NMPUIMH, a Hajiee 10 KaljiaMm
B TedeHMe 1 uwac 15 MmmH gpobaBiaawr 204 M 2H. COJASHOM KUCJIOTH.
PacTrBop nepememmBailoT B TedeHuMe 1 wac 15 MmMH npu TemnepaType
-5°C, 3aTem npomeBanoT 100 M HaCHIEHHOTO pacTBopa OukapboHaTa
HarTpysa M QOallee MaJlIeHbKMMM nopuusaMmm gpgobasjgirT 35 1 kapboHaTa
HaTpuA, IOoBons ypoBeHb pH no 7-8.

PeakUMOHHYIO CMeCh JKCTPATUDPYIOT 3TMUIIALETaTOM.

OpraHuueckue ¢asb oOBeIUHAWT, cymwaT Hal cyiabdaToM HaTpusd,
pPacTBOPUTENb BHIIAPMBAKT IPpM IOHMKEHHOM JaBjeHuu. TakuMmM ob6pasom
[IOJIyYamnT 39,0 r BecluBeTHOM MacCJASAHUCTOM KMIOKOCTU, KOTOpYI
pacTeopapT B 400 Mmi sTunauerara.

PacTeop NpOMBIBAIOT BONHEM pacTBopoM 0,05H. CONSAHOM KUCIIOTH,
3aTeM opraHuyeckue o¢asu OOBEOMHAIT M PaCTBOPUTEJNIE BHIIAPUBAKT Npu
[IOHMXEHHOM IaBJIEHUM.

lMonyuawoT 35,5 r© OecuBeTHOM MACHSHMUCTOM XUAKOCTM, KOTOPYID
ouMmaKT XpoMarorpaduert Ha CuIMKaresie C @ DJKUMPOBAHMEM CMEChIo
ouxjopMmeraH/sTunauerar 95/5, 3arTeM cMecblw AMXJIOPMETaH/3TuUlaleTaT
80/20.

TakmMm ofpaszsoMm nogyvawor 17,89 1,1-puMmeTunoBoro soémpa 3-
[ (bennMeToOKCH ) aMMHO] - 1-nNunepuOMHKapBOHOBOM KMCJIOTH c obuem
bopmynont Ci7H6N203 (M=306,41 1) B Bule 6eCLBETHOT'O Macja. BHXOI
cocTapJsaeT 72%.

Pacreopsawor 6,72 r (21,9 MMOJNB) IOJYYEeHHOI'O paHee MNUIEPUIMHA
B 22 Mn ®TUaueTara, oOXJaxmoeHHoro no -10°C. B rmeueHue 30 MMH 10O
KarJjaaM no6aBJgoT 28 M 4,0 M pacrTBopa 6e3BOOHON
XJIOPMCTOBOOOPOOHON KMUCJIOTH B 3ITHUJALETaTe.

Uepes 1 uyac npu Temneparype 0°C nobamasiorT 40 M1 3TUIOBOTO
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sdpupa, OCTaTOK  IUMI'MIOpOXJiopMOa  OTOMUIABLTPOBHBAKT M  NPOMEBAIT
S5TUJIOBEIM 3OUPOM.

TakumM o6pa3oM noJydawT 3,87 I TBepHOIro BelecTBa 6e&Jioro
uBeTa.

Kpucrannuzauuen ¢uabTpaTa nonydamor eme 1,80 r uyeserBoro
IIPpOOyKTa.

[ToslyuyeHHEN1 MNPOOYKT noMmewmanT B 60 Mia lH. IMIOPOKCHUIA HaATpUA U
120 Mmn »Tunauerara. [locsle HOEeKAaHTUPOBAHMA BOOHYK Gasy HacCHUIAanT
XJIOPMIOOM HaTpMA, 3aTeM BSKCTparMpyloT JnOBa pas3a 3TUlaleTaToM.
Opranuueckue o¢azun OOBEOMHAKT M CyllaT Hal CcyJbdaToM MarHusa, =aTeMm
yllapuBawT IOOCyXa HOPU NOHMKEHHOM IOAaBJIEHUM.

YKazaHHEM obpaszoM IoJIyyamnT 3,67 T N- (peHuMeTOKCHU) -3~
nunepuagmMaMmHa ¢ obuwenn  popmyson  CipHigNoO (M=206,29 1), yTo
COOTBETCTBYET BHXOOY 81%.

PacrBopsaor 518 Mr (2,5 MMONb) IMOJYUEHHOI'O paHee COeIMHEHUSA
B 5 mn 6e3BOIOHOTO IOMXJIOpMeTaHa, s3arTeM jgobasnaanT 0,5 mn TEA.

[TonyueHHyw OesloBaTyl CyCIEeH3MI OXJaXOalT 0o -65°C, =sareM B
TedeHne 15 MmH pobBaesasapr 12,5 mn 0,10 M pacrTeBopa mnudpocreHa B
IOVXJIOpPMETaHe.

llocne B3amMomencTBusa B TedeHrMe 45 MMH OecCUBETHHI pacCTBOP
pazbaBnanT 15 ma ouxjaopMmeTaHa U obpabaTeBanwT 15 MI BOOH.

CMechk [OEeKaHTUPYIOT, 3aTeM BOIHyl a3y oskcrparupyioT 20 wMa
IMxJIOpMeTaHa.

OO0benvHeHHHE oOpTraHuMdyeckue ©¢az3e CywaT Han cyjiabdaToM MaTHUA,
3aTeM KOHUEHTPUMPYKT HOCyXa IpM [NOHMXEHHOM JaBJeHUM. TakuMm
ofpasoM noJsydanT Macno 6JefHO-XeJTOTO LBETa, KOTOpOoEe OuMIlaKT
xpoMmaTorpaduerr Ha cuaMkareye C SJOMPOBAHMEM CMeChbl 3TulaleTarTa
90/10, saTeM cMecbl OuxJiopMeTaH/sTuinauerar 80/20.

TakuM ofOpaszoM noJyyanT 196 Mr LeJleBOTO COoeIuHeHuMS C obmed
dopmymonn Ci3H16N202, (M=232,28 1) B BMIe OecUBETHOTO MacJja. BHXOI
cocraBaseT 34%.

CnexkTp 'H-aMP (CDCl;, 300 MI'u), =XuMMUYeCKMe CIOBUTM B M.I. U

MYyJIb TUIIJIETHOCTL IIMKOB :

1,59 (M) m 1,93-2,18 (M): N-CH-CH,-CH;; 2,73 (&mrt), 2,94
(gr), 3,17 (oT) u 3,40 {(anm): CH,-N-CHz; 3,29 (T): N-CH; 4,89 (m):
N-O-CH,-(CeHs) ;7 7,38: CgHs.
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MK (CHCl3): 1747; 1498 cm'.
Macc-cnextp (EI) m/z: [M]* = 232, 91.

Mpumep 19b

6- (AueTunokcu) -1, 6—mmazabuumukno[3.2.1]okrau-7-0H

PacrBopsawor 95 wMr (0,41 wMmMONb) cCcoemMHeHUs, IIOJIYYEHHOTO B
npumepe 1%a, B 5 Mn MeTaHosa, npoBasBasior 8 wMmr 10%-sHoro Pd/C,
3aTeM CYCIeH3MK TI[OMemanT B aTtMmocdepy BoOOoOpola IpPM HOPMAaJIbEHOM
OaBJIeHMM B TeueHue 1 uac npm TeMmnepartype 25°C, mnajee kaTanmmsaTop
OTOUIIE TPOBLIBAIOT .

[locyie BHIMIAapMBaAHMA pacTBOPUTENS IMPU TOHMXEHHOM HOaBJIEHUU
nonyuaior 70 Mr xpucTaJuiIoB 0eJloTc LBeTa.

-Kpucraninel  pacCTBOPSKOT B 2 mn 6e3BOOHOrO  IUXIIOpMEeTaHa.
PacrBop oxnaxnalorT no -10°C nonm asoroMm. Jajsiee gpobarjsior 70 Mk
nupuinHa, 3areM 40 MkJI YKCYCHOTO aHI'MIpuiIa M [epeMemlMBamnT B
TeyeHre 20 MMH. KOHLEHTPUPYIOT IpPY [OHMXEHHOM IaBJI€HMM U [10JIydaioT
75 Mr kpucTannoB O6esoro LBeTa, KOTOPHE ouMmalT xpomarorpaduen Ha
cumkaresie C 3JOMPOBaHMEM CMeChbio OuxXJopMeTaH/sTunauerat 80/20.

IMonyualpT 49 Mr uUeJeBoro coenmHeHus (M=184,20 r) B BUIe
TBEepIOT'O BemecTBa OeJyioro LBeTa. BHxXon cocTaBjasgeT 65%.

CnekTp 'H-sIMP (CDCls;, 300 MI'u), XMMMYEeCKME CHBUTM B M.IO. U

MyJIb TUIJIETHOCTb [IMKOB:

1,60-2,2: N-CH-CH,-CHz; 2,24 (c): CH3; 2,95 (m) u 3,54 (mM):
N-CH,-CH; 3,07 {(mor) n 3,54 (yw.nm): N-CH,-CHp; 3,94 (yw.T): O=C-
N-CH.

MK (CHCl3): 1798; 1764 cm™*.

Macc-cnexktp (EI) m/z: [M]* = 184, 142, 125, 43.

[Ipumep 19c

6- (BeHsowyiokcu) -1, 6—mnaszadbuunkiao[3.2.1]okTaH~-7-0OH

NosTopsAalT ychoBuss npumepa 19b, B38SB B kadecTBe MCXOIOHOTO
205 Mr coenuHeHus, NoJlydeHHoro B npumepe 19a, wum 200 wMr
OeH30MHOT'0 aHTMIOpuaa.

TakuMm o6pasoMm IojydamT 64 MI' LeJIeBOI'O coeluHeHuss C obumen
bopmynont Ci3H14N203 (M=246,27 r) ¢ Bmxonmom 30%.

CnexkTp lH-MP (CDCli;, 250 MI'n), XUMMYECKMEe CIOBUTM B M.I. U

MYyJIbTUILJIETHOCTDL IIMKOB:

1,64-1,95 (M) mu 2,10-2,35 (M): CH-CH,-CH,; 3,02 (m) m 3,65
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(mm) : N-CH,-CH; 3,13 (mr) u 3,55 (yw.nm): N-CH,-CHp; 4,09 (yuw.T):
O=C-N-CH:; 7,49 (M): 7,65 (TT); 8,12 (M): CsHs.
MK (CHCls): 1774, 1756; 1602, 1585, 1495 cm™!.

Macc-cnexkrp (EI) m/z: [M]* = 246, 105, 77.

Mpumep 19d

6- (1-Okconponokcu) -1, 6—omaszsabuuukio [3.2.1]okTaH-7-0H

[loBTopAwT ycJjioBua npumepa 19c, B39GB B KayeCTBe MCXOIOHOTO
163 Mr coemmHeHus, noJydYeHHOTO B npmMmepe 19a, u 70 MK xXJgopuna
IPOIMOHNUIIA .

TakmM oOpasoM noJay4dawnT 17 MI' UeJIeBOTO CoeluMHeHus < ofueln
popmynion CgHi4N,O3 (M=198,23 r) c BHIXOOOM 12%.

CnekTp 'H-sAMP (CDCl;3, 300 MI'u), =xXuUMMYeCKMe CIBUTM B M.IO. U

MyJIb TUIIJIETHOCTb [UKOB:
1,25 (7): O=C-CH,-CH3; 1,65 (M), 1,78 (M) u 2,10 (m): N-CH-
CH,-CHz; 2,52 (M) O=C-CHp-CH3; 2,94 (d) m 3,55 (yw.m): N-CH,-CH;
3,07 (ar) u 3,48 (mm): N-CH>-CHy; 3,93 (M): N-CH,~-CH.
MK (CHCl3): 1792; 1763 cm™ .

Macc-cnexktp (EI) m/z: [M]* = 198, 170, 142, 125, 97, 57.

Mpumep 19e

6-[ [ (4-MeTundeHus) cyanbdbonmn] okcul] -1, 6-mmazsadbuumkio [3.2.1] okTaH-

7-on
[TloBTOpsioT YyciaoBusa npumepa 19d, B3AB B KauecCcTBEe MCXOIOHOTO
139 M coenmHeHuH, MMOJIydeHHOro B npuMepe 19a, n 126 Mo
TO3UJIXJIOpPKUIA .
TakmM oOpasoMm rnosydawT 77 MI LUeJeBOT'O COoeOMHeHMsa C obumeit
bopmynioit Cy3H1gN2048 (M=296,35 r) ¢ BHxonmoMm 44%.

CnekTp lH-aMp (CDCl;, 250 MI'u), =xXMMMUYeckue CIOBUTM B M.IO. U

MYyJIb TUIIJIETHOCTb [IMKOB:
1,55 m 2,99 (M) : N-CH-CH,-CH;; 2,45 (c): CHs3; 2,89 (m), 3,00
(or), 3,29 (or) wm 3,39 (am): CHp-N-CHz; 4,04 (Mm): N-CH; 7,35 u
7,91 [AA'"BB'] CH3-CgH4-SO;.
MK (CHCls): 1775; 1599, 1495, 1383; 1193, 1180 cm™l.

Macc-cnekrp (EI) m/z: [M]* = 296, 155, 141, 125, 91.

Npumep 19f

6- [ (MeTuncynedoHmn) okcul -1, 6-muazabuumkiao [3.2.1]okraH-7-0H

lloBTOopAlT ycnoBua npuMmepa 19%e, B3AB B KayeCTBE MCXOMOHOT'O
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211 Mmp coelnMHeHus, MOJIYYeHHOTO Ha craium 194, u 80 MKn
MEe3UJIXJIOpHUIA .

TaxkuM ofpasoM noaydamor 50 MI LeneBOro CoeOMHEeHUsa C ofbumen
dopmysionn Ci17H1,N048 (M=220,25 1) ¢ BHXOIOOM 25%.

CnekTp lH-AMP (CDCls, 250 MI'u), XuUMMUeCcKMe CIOBUTUM B M.O. U

MYJIb TUIIJIETHOCTEL ITMKOB:
1,56 n 2,38 (m): N-CH-CH-CH,; 3,00 (m), 3,12 (mr) un 3,49
(M) : N-(CHz2)2; 3,26 (c): CHs3; 4,12 (mM): N-CH.
MK (CHCl3): 1775; 1381, 1187 cm™ .

Macc-cnektp (EI) m/z: [M]® = 220, 141, 125, 97, 79.

llpumep 1Sg

6-[ [ (4-HurpodbeHun) cynsdonuy] okcul] -1, 6-nmazabuunkno[3.2.1] okran-

7~-0H

[loeTOpsAlT YycgaoBuA npuMmepa 19f, B3ABR B kKauecTBe MCXOOHOTO
270 Mr coeguMHeHMs, [ONy4d4eHHOTO B npmMmepe 1%9a, u 283 wMmMr 4-
HUTPOOEH30JICYNbOOHMNIXIIOPUIA .

TakuMm ofbpaszoMm noayuapT 205,5 MI LejleBOTO coenMHeHusa C obmen
dopmyniont Ci12H13N306S (M=327,32 1r) ¢ BmxonooM 54%.

Cnexkrp !H-gMP (CDCl;, 250 MI'u), =XMMMYecCKMe COBUTM B M.IO. U

MyJIb TUIJIETHOCTL IIMKOB:
l,64 (or), 1,84 (M), 1,99 (M), 2,31 (mMm): NCH-CH,-CHz; 2,94
(m), 3,30 (amr), 3,04 (mr), 3,40 (yw.nm): N(CHz).; 4,14: 0=C-N-CH;
8,25 nm 8,41 [AA'BB']: NO;-CgH4SO;.
MK (CHCl3): 1776; 1610, 1590, 1538; 1393, 1191 cm'.

Macc—-cnekTp (EI) m/z: [M]* = 327, 186, 141, 125, 111.
Ipumep 20

6-[ [ (4-MeTundbeHun) cynvdonun] ammuol -1, 6-omnazabuuukiao[3.2.1] okTaH-

7-0H

PactBopawT 5 1 (25,1 wmMMomab) 1, l-muMeTmnsTuiloBOTO 23dupa 3-
OKCO-1l-nunepuaMHKapOOHOBOI KMUCIOTH (npuBomurcs B J. Med. Chem.
1986, 29, 224-229) (CyoH19NO3, M = 199,251 r) B 50 Mmn muxjopMmeTaHa.

SBaTeM k pacTeopy InoBamJjsnT 4,67 To3UATMIPA3MHA M OCTAaBJAKLT
B3aMMOIENCTBOBATL B TedeHuUe 2 yYac nNpu IepeMellMBaHMM, 3aTeM
pacTBOPUTENb BHIIAPMBAKT MNPM [OHMXEHHOM HAaBJIEHUU.

TakuMm o0OpasoM MOJNYy4dalwT C KOJMYEeCTBEeHHHM BrxomoM 9,56 r 1,1-

OIMMeTUISTUIOBOTO 3dupa 3-[2-[ (4-MeTundeHUs) CynpdOoHMI] PTMOPABOHO] -
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l-nunepmIonMHKapBOHOBOM KMUCJIOTH c obmen dopmy o C19H25N30,4S
(M=367,47 ).

CMewmmBamnT B MHEPTHOM rase 4,5 1 [IOJIYYEHHOTO paHee
coemmHeHma (12,2 wMMone), 90 wMn cMecu MeTaHOJ/TeTparuigpobypaH
50/50 M HECKOJIBKO KPUCTANJIMKOB OGPOMKPE30JIOBOTO 3&JIEHOTO.

Hasee poGasaamT 1,62 r NaBH3CN, oxJjaxnaioT OO0 TeMIepaTyph OT
0 nmo 5°C wm BBOIAT, nogIepxMBas ypoBeHb pH Ccpenn B MHTepBaJsie OT
3,8 mo 5,4, 0,7 M pacrBopa raszocobpa3HOro XxXJopuIa BoIopoIa B
MeTaHoJe.

OcTaBJgOT B2aMMOIENCTBOBATbL B TeudeHue 2,5 uac.

BrIIapMBaOT IIpM TOHMWXEHHOM HaBJleHun 2/3 pacTBOpuTeliel, 3aTeMm
noBasnsior 200 Mn OuxaopMeTaHa M [IPOMBIBAKT HACHUWEHHBEM BOOHBM
pacTeopoM BukapboHaTa HaTpuUA.

OpraHuueckyio ¢azy cywaT Hal cyabdaToM HaATpus M pPacCTBOPUTEJb
BHIIAPMBAIT IPU [OHMXESHHOM HOaBJIEHUM.

TakuM oOpas3oMm rnoayuawoT 4,48 r 1,l-gumerunoBoro sdupa 3-[2-
[ (4-MeTmndennn) cynbdoHms] rmgpasmHo] -1l -nmunepuanMHkapOOHOBOM
KUCJIOTH c oBuen bopmynon C17H27N304S (M=369,486 ). Brxon
cocrapygeTr 99%.

CMemMBaT B MHEPTHOM Tras3e npu rTemneparype 0°C 4,48 r
[IOJIydeHHOT'O paHee coenuHeHMA M 9 M 3TUIauerara.

HoBapnsawT 30 mMn 4 M pacTeBopa rasoobpasHOTO xJjiopuna BoJopola
B 3TuUjaleTaTe, Il1epeMemMBaloT B TedeHue 15 MuH, 3aTeM OQUIBTPYIOT U
[NPOMEIBAT TUIPOXJIOPUI 3TUJaueTaToM. Cyuwar npu [TOHUXEHHOM
LaBJIEHUU u MOy 4anT 3,48 r OINTUOPOXJIopKUIa 2-(3-
NUNepUINHWI) ruopasuna  4-MeTun-6eH30JICYJIbQOHOBOM KUCIOTE C obwen
bopmysor Cq2H19N30,S, 2HC1 (M=342,289 r). Brxon cooTBeTcTByeT 84%.

3areM pacTBopsaT 3,48 I paHee NOJYyYEeHHOI'O COeIMHeHUs M 5 Ma
OEMOHM30BAHHOM BOOH. IIpM MHTEHCUBHOM IIlepeMelMBaHuMM OOOaBJIALT
10,2 mn BomHOTO pacTBopa 2H. I'MAPOKCUIA HATPUA.

llocsie 1-2 wMMH BsaumMomencTBus obOpasyercsa ocanok. Jarnee
nepememyBapT B TedeHue 10 MHUH, 3aTeM OCaloOK OTOMIETPOBHBAKT U
NpOMHBAT BOIOM, 3aTeM 3THUJaleTaTOM.

[TosljyyeHHOe TBepOoe BeEeWeCTBO CyllaT [IpM [IOHMXEHHOM IaBJIEHUM.

TakmM obpaszoMm noayudawT 2,21 1 2-(3-nunepuivHwui) rmppaszuna 4-

MeTHMII-6eH30JICYIbPOHOBOM KMUCJIOTH c obumen bopmynon C12H19N30,S5
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(M=269,328 r). CoorTBeTcTBRyKmMIA BHXOI 81%.

CMmeummBamoT B MHepTHOM Tra3e 500 mMr (1,85 MMOJIB) [IOJIYUYEHHOI'O
paHee aMuHa u 20 Mn TerparmapodypaHa.

K nonyueHHOM cycneHsuy  OoGaBISOT npu TeMIepaType B
uHTepBane ot 0 mo 5°C 112 wmkn iaubocrena, 3arem 517 mMmkn TEA u
23 mr DMAP.

OcTaBJglOT B3aMMOIENCTBOBATL I[IPpM I[IepeMellMBaHUM ¥ I[IOBHIIAKT
TeMmriepaTtypy oo 20°C.

Hasniee pasBaBJdAnT 3ITUIIALETATOM, 3aTeM TIpoMeBanT 10%-HeM
BOIHEM PACTBOPOM BMHHOM KMCJIOTH, 3aTeM IeMUHEePUIIM3OBAHHOM BOIOM.

OpraHuyeckylo ¢aszy cywar Hal cyabdaToM  MaTHUSA, 3aTeM
pPacTBOPUTEJIL BRHIIAPUBAIOT IPM [NTOHUXEHHOM IaBJIEHUM.

[NonydaT 769 MI' CHpPOTO MNPOIOYKTa, KOTOPHIM PACTBOPHAIT B 7 M
muxJjiopmeraHa u 517 mxn TEA.

OcTaByAlwT B3aMMOIEMCTBOBaThb Ha HOYb [IPU [epeMelBaHuM.

PasbaBigioT  OUXJIOPMETAHOM, NPOMHEBAKT BOIOI, cymaT  Hag
cyabdpaToM HaATpMA UM PpPaCTBOPUTEJNb  BHIAPUBAKT MIpU  [OHMKEHHOM
OaBJIEHUM .

[MosTy4eHHY [1EHY (395 wm71) ouumanT XpoMaTorpaduein Ha
cunmukaresie C MCIOJb30BaHMEM CMECU IOMXJopMeTaH/s3Tunauerar 80/20.

MonyuanoT 44 Mr UeJleBOTO CoOeIuHeHMA C ofweit Qopmynon
C13H17N30,S (M=295, 362 r). BHXOI COOTBETCTBYyeT 8%.

CnekTp 'H-fIMP (CDCls, 250 MI'u), XMMMYECKME CIOBUIM B M.H. U

MyJIb TUIJIETHOCTEL [MKOB:

1,55-1,80 (M) m 2,18 (M): N-CH-CH;-CH;; 2,42 (c): CH3; 2,88
(m) m 2,93 (m); N-CHp-CH; 3,18-3,32 (M): N-CH,-CH;; 4,08 (Mm): N-
CH-CHz; 6,98 (ywm.c): NH.

UK (CHCl;): 3264, 1737, 1599, 1490 cm .

Macc-cnekTp (BJeKTpopacHbyIEHME C NOJOXUTEJLHOM MOHMU3aumen)
m/z: [M + Na]® = 318, [M + H]® = 296.

llpumep 21
6—~[ (4-Merundbeunun) cynsdoHunl} -1, 6-omazabuumkio [3.2.1]) okraH-7-0H

PacTrROpS0T B 3 wMn 6e3BOOHOI'O  OUXJIOPMETaHa 305 wmr
(1,52 mMoJb) 1, 1-0uMeTHUIISTUIOBOTO 3dupa 3-aMMHO-1-
NMMNepuIMHKapOoOHOBOM KUCAOTH (npuBomgurcsa B J. Med. Chem. 1992,

35, 4334-4343), c obment dopmymnont CioHoN,0, (M=200,282 r).
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Janee gpoBasjsgiorT 212 Mria TEA, 3aTeM oxJaxjaoT OO .5°C n
nobarasgioT 278 M To3uaxJopupa. [lepeMemMBalOT, NOBHIAA TEMIepPaTypy
no 20°C u oCcTaBAAKT B3aMMOIENCTRBOBATEL B TeUeHMe 2 uac.

Janee pasbabBJdlT OUXJIOPMETAHOM M I[IPOMHBAKT cHauajla 10%-HeM
BOIOHEM pPacTBOPOM BMHHOM KUCJIOTH, a 3areM OydepHuM pacTBOPOM C
pH=7.

Pazgensaior M cyuwarT opraHuMdUeckyw oGasy Hang cyiasdaToM MarHus,
3aTeM BHIIAPMBAKT pPAaCTBOPUTEJNIE IPM [OHMXEHHOM HaBJlieHMM. Takum
obpaszoM [noJydanT MacJo, KOTOpoe ouumanT xXpoMmaTorpaduenr Ha
CUMJIMKaTeJle C SJIOMPOBaHMEM CMeCblo IMXJiopMeTaH/sTunauerart 9/1.

MosayuamT 440 MT 1, 1-gMeTHAS TUIIOBOTO s¢upa 3-[{[(4-
MeTubeHNn) cynbdoxHmi] ammHo -1 -nunepuiIMHKapBOHOBOM KUCJIOTH
(npuBoouTca B J. Med. Chem. 1992, 35, 4334-4343) ¢ ofwen
bopmynon Ci17Hz6N204S, (M=354,472 r). CooTBeTCTByKUMNM BHXOO 82%.

CMmeckr 425 Mr nDOJy4YyeHHOI'O paHee coenuHeHusa u 2,1 M cMmecu
TpudTOPYKCYyCHas KMcJoTa/ouxJopMeTaH 50/50 OXJIAXOAT o
TeMmnepatypu or 0 mo 5°C.

BrimepxupanT, nOepemMemuBas, Opu Temnepatype 5°C B TeueHue
30 MmH.

3aTeM pacTBOPMUTEJIb BHIIAPUMBAT I[pPM [IOHMXKXEHHOM MHaBJEeHUM U
roJry4amoT 403 MT TpudTOopaueTara 4-MeTni—N- (3-NUIIEPUIONHUIT) —
BeHszoscyneboHammna ¢ obmen dopmynon CigHy9F3N,04,S (M=368,377 r).

CycneHoupyloT 228 MI' paHee MNOJYYeHHOTO COeOMHEHMA B 2 MI
MeTaHoJsia. OfpaBaThHBaioT UWIBHTKOM cMoJas DOWEX 21K 20-50 Mesh,
aKTMBMPOBAHHOW I'MIOPOKCUIOM HaTpUS.

OUNbTPYIOT, ONOJIaCKMBAKT CMOJIy B MeTaHoOJe, 3aTeM uIbLTparT
YyINapmMBampT Npy NOHMXEHHOM IaBJIEHUM.

TakuMm obpasoM nogaydaior 123 Mr 4-mMeTtun—N- (3-nunepuinHu) -
BeH3zoncyNnbboHaMmnoa ¢ obuwent dopmysionn CioHi1gN0,S (M=254,353 p).

PacTBOpAlOT B MHEPTHOM rasze 118 MIr paHee MNONMYyYEHHOT'O aMMHa B
1,2 Mn guxJjopMeTaHa.

Danee nocJsiemoBaTesbHO BrROOAT 98 wMkn TEA, 3areM 28 MKJ
mmpocreHa. OcCTaBJAOT B3aMMOIENCTBOBaTh [PM [EepeMellMBaHuUM B
Teuenme 30 wMuH npu TeMmneparype or 0 mo 5°C. Pas6aBiaawT
OMXJIOPMETAaHOM, OpTaHu4YeckKyio o¢asy npomuBawT 10%-HEM pPacTBOPOM

BMHHOM KMCJIOTH, BaTeM BoIoi. [locsie Ccywku Hag CyabbaToM HaTpus,
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duneTpOBaHMS U BHIIAaPUBaHUA pPACTBOPUTENS [IPM [IOHMXEHHOM JOaBJIEeHUM
CHPOM TINPOIOYKT OuMIAT XpoMmaTorpadmert Ha Cculmkarene, B3AB B
KadYeCTBE OSJIOEHTa CMeChb OuxJjopmeraH/aueToH 95/5.

TaxumMm obpazomMm [oJIy4amnT 112 mr xJjopuna 3-[[(4-
MeTunbeHun) cynedoumn] ammuo] -l-nunepmuauukapBoOHOBOM KUCJIOTH c
obuwen ¢popmynoit Ci3H17C1IN,03S (M=316,308 r). Buxonm cocTaBjfaeT 76%.

B wuHepTHOM aTMmocdpepe cmemmpalorT 10 Mr rumppuna HaTpusa (55-
65%-aa cycneHs3usa B Macine) u 2 min 6e3BOOHOIO TeTparuipodypaHa.

BareM nobaBnaAnT 71 MI paHee MNOJYYE€HHOTO MNpoOyKTa.

[lepeMeuneamwT MNMpy KOMHATHOM TeMmnepaTrType B TeueHue 15 MuH,
3aTeM OobaBisalT 12 MKI YKCYCHOM KUCIHOTH M 2 MI  dpochaTHOTrO
bydepHoTrOo pacTtropa ¢ pH=7.

[lepeMenmMBaiT €lle B TedeHMe 5 MMH, 3aTeM gnOobaBaswoT 5 wmn
aTuUlaunerara, OEeKaHTUPYyoT, 3aTeM MOBTOPHO SKCTParmpynT
3TUlaneTaToM. PaspgesiAlT M cymaT opraHMueckylw $azy Hal cyabdaToMm
MarTHus, duneTPYIOT, BHIIAPUBAIT pPaCTBOPUTEJDb IpYM  TIOHMXEHHOM
OaBIIEHUN.

YKas3aHHEM oOpas3oM MNoJiydalT 65 MI' CHpPOTO NPOOYKTa, KOTOPHIA
ouMmapT XpoMmaTorpaduein Ha CcuIMkaresyie C 3JIOMPOBAHMEM CMECHIO
mixnopMeraH/auneroH 95/5.

Takum obOpaszoM noaydaioT 40 Mr LeNeBOIro coenuHeHUa cC ofbmein
dopmysionn Cy3H16N203S (M=280,348 1). Brxonm cocraBngeT 64%.

CnexkTp 'H-gMp (CDCl;3, 250 MI'u), XMMMUYeckMe CIOBUTM B M.IO. U

MyJb TUIIJIETHOCTE IIMKOB (OBa KOHboOMepa MNpUCYTCTBYIOT B [IPONOPUMHK
90/10):

1,46 (M), 1,76 (M) m 2,08 (mM): NCH-CH,-CHz; 2,44 (c) u 2,45
(c): CH3; 2,82 (m) n 2,98 (M) u 3,28-3,50 (m): -N-(CHz)z; 4,55
(M) n 4,65(m): CO-N-CH; 7,33 u 7,78, 7,35 m 8,02 [AA'BB'] CHs3-
CeHy—S0;.

MK (CHCls): 1758, 1598, 1995, 1367, 1169 cm™'.

Macc-cnexkrp (EI) m/z: [M]}* = 280, 216, 155, 125, 97, 91.

MMpumep 22
6-Oxkca-l-azabuuukino[3.2.1]oxkr-3-eH-7-0H

CMeumBaoT B MHEPTHOM Tase 5 Min IOuxjopMeTaHa U 68 Mo
IMOpOXJiopuIa 1,2,3,6-TeTparmopo-nupnaoMH-3-onaa (M=135,5 1)

(npuBoouTcsa Chem. Pharm. Bull. 30(10)3617-3623(1982)).
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HoBasnawT 33 MKI audpocreHa U IepeMellMBalnT B TedeHue S5 MUH
npu Temnepatrype 0°C. 3arem pnoGaBnsworT 140 Mxkjg TEA mu 61 mMr DMAP.

OcTaBiAnT B3aMMOIENCTBOBaTL MpM KOMHATHOM TeMmnepaType B
TedyeHrMe 2 Yac, Jajiee pas3BaBJISgOT IUMXJIOPMETAaHOM M IpoMuBailnT 10%-
HEIM BOJIHbBM pPacTBOPOM BMHHOM KMCJIOTH, 3aTeM BOHOM. [eKaHTUPYKRT U
cymwaT opraHmdeckypo ¢asy Hanm cynpdaToM MarHuga. PacTBopuTelb
BHII1aPMBAKT IPU MOHMWXEHHOM pnaBjeHun. TakuM oOpaz3OM MoJaydanT 5 MT
CHPOTO NPOAyKTa, KOTOPEM OuMmWAKT XpoMaTorpadmeir Ha CUIMKareye C
3JOMPOBaHMEM CMeEChI0 IOUXJIopMeTaH/aTuiauerar 95/5.

YkasaHHEM oOpasoM IIoJiydalT 3 MI' LeJIeBOI'O CoeluHeHusa C obuein
bopmynon CeHsNO, (M=125 r). Bmxon cocTaBJfeT 5%.

[lpumep 23

deHNIMeTUIIOBEIM 3dup TpaHC-3-06eH30u-2-0Kco-4-okca-1, 3-

omaszabuunkino [3.2.1]okTaH-7-KapbOHOBOM KMCIOTH

CMemnBamT B MHepTHOM rase 5,50 r (13,7 w™vons) 1-(1,1-
OVME TUJISTUI) OBOTO un 2~ (®deHUIMeTUJI) OBOT'O spupa umc—-4-
[ (MeTusicynbdouns) okcu] -1, 2-nuppomInHkapOOHOBOM KMCJIOTH
(npusogurca B J. Org. Chem. 1991, 56, 3009-3016) c o6uei
dopmysiont CygHzsNO7S (M=399,466 1) u 110 M ouMeTuapopMammia, 3aTeMm
noGasnaioTr 2,58 r N-rumopokcudpranummupa, saTeMm 1,52 1 OukapBoHara
Kanmsa.

HarpepawT npu  nepeMemmBaHumu  no  Temneparypm 100°C wu
NonnepXMBaKT PeaKUMOHHYI0 CMeChb I[IpM YKas3aHHOM TeMmnepaType B
TeueHue 4 uac.

OxynaxpaioTr no 20°C, poBGaeasAwT cMecs 220 Mn BOIH U JbIa,
3aTeM BKCTParmMpymoT MW3O0NPONMIIOBHM 2dMpoM.

Cymar Han cynabbpaToM MarHusd, 3aTeM YHIapuMBaoT HOOCyxa [pH
MOHVWXEHHOM HaBJIEHUMU.

OcraTok xpoMaTorpadupynoT Ha CuIMKareje C  3JIOMPOBAaHUEM
CMecCblo OuxJiopMeTaH/aTunauerat 90/10.

Takum oBpasom noaydyawnr 3,06 r 1-(1,l-guMeTuNns3TUII)OBOTO U 2-
(peHMIME THIT) OBOTO apupa TpaHc-4-[ (1, 3-ourugpo-1, 3-ouokco-2H-
U3OMHIOOJI-2-UJ1) OKCU] -1, 2-NUPPONMMIOMHKAPOOHOBOM  KUCJOTH ¢  obumein
bopmMmysion CisHyeN207 (M=466,494 1) . Brixon cooTeercTByeT 47%.

PacTeopsiior 3,24 T (6,94 MMONb) OTasamMmia, NOOJYWEeHHODO Kak

YKasaHo paHee, B 33 MJI OMXJIOPMETaHa.
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HoBarasoT 372 MKJI rmOopaTa I'MOpasMHa.

[lepemeuwmBaT eme B TedeHue 2 yac 30 MMH IOpM TeMmrneparype
20°cC.

Ob6pazoBaBuUMICH ocanok O0TdUIIL TPOBHBAIT, OINOJIaCKUBAKLT

INXNOpMeTaHOM, 34aTeM pacTBOPUTEJIb BRIIIAPUBAIOT npum IMOHMXEeHHOM

OaBJIEHUM .
[TonyyanoT 2,91 by CHIPOTO NpoOyKTa, KOTOpPhIM OUMUIAIT
xpoMaTorpaduen Ha cunmkarene c 3JNOUPOBaHMEM CMecChbio

nuxynopMmeran/srunauerar 90/10, =arem 80/20 m 50/50.

Takum obpaszoM [OJTy 4aKnT CyMMapHO 942 MD 1-(1,1-
OUMETUIIBTUII) OBOT'O n 2- (beHMIIMETUIT) OBOTO sdupa TpaHc-4-
(amMmHOOKCU) -1, 2-NUPPOIMOMHKAPOOHOBOM KUCJIOTH C ofmweit dopMysion
C17H24N,05 (M=336,39 1). Brxon coorBercTByeT 40%.

CMemMBaKwT B MHEepPTHOM Trase 8§53 MP paHee [IOJYYE€HHOTO
coemmHeHnmsa (2,53 mMonb) u 8,5 Mn 6e3BOOHOTO IMXJIOPMEeTAaHAa.

OxmnaxpnaorT 1o Temneparypun or 0 mo 5°C, saremM poBaBISKOT
706 Mk TEA m 588 Mkn GeH3oMaxJIOpHIA.

[lepememeaior B TedeHme 10 MuH npu Temneparype or 0 mo 5°C,
3aTeM TeMlepaTypy nosmmainT o 20°C ¥ OCTaBJAOT B3aMMOIEMCTBOBATH
eme B TeueHue 30 MuH.

OpraHudveckyio dpasy npomeeaioT 10%-HEM BOOHEM PACTBOPOM BUHHOM
KMUCJIOTE, 3aTeM BOIOOM. [NeKaHTUMPYIT M CymaT opIlaHMuecKyw ¢asy Han
cynbdaTom HaTpuUA, pacTBOpUTEb BHIITAPMBAIOT npu [TOHUXEHHOM
OaBJIeHUN.

TakuM obpasoM noJjaydawoT 1,38 r npomykTa, KOTOPBIM CMENUMBAKT C
25 M ouxJjopMmeTaHa. OxJjaxnmaioT OO TemnepaTypul oT 10 mo 15°C wu
noBasnsaT 123 MkJA I'MOpa3uMHI'MIOpPAaTA.

OcTaBJAwT B3aMMOIOENCTBOBATh npu repeMemmMpaHumn npu
Temnepatype 20°C B TeueHue 2,5 uyac.

PacTBopuTesib BHIIAPMBAKT I[1PU NOHUMXKXEHHOM IAaBJIEHUM.

YkasaHHEM ofOpasoM rnoJyyarT 1,13 I CHporo nponykTa, KOTOPHM
ouMIaKnT XpoMaTorpadmenn Ha CUIMKarese C SJIOMPOBaHMEM CMECh
omxJyopMeraH/sTunauyerar 80/20.

Monyuaior 948 M 1-(1, 1-ouMeTUNSTUI) OBOT'O )7 2-
(eHMIIMETUIT) OBOTO sdupa TpaHc—-4-[ (6eH30cUIIaMMHO) OKCK] -1, 2—-

NMPPOIMINHKapBOHOBOM KMNCJIOTH c obmen dbopmynion C24H2gN70¢
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(M=440,50 ). O6mwmi Bmxonm 85%.

PacTBopswoTr npu nepeMmeumBaHuy 948 MI' paHee [OJYYEHHOI'O
CoOeOMHEeHMs B 2 MJ 3TMjalerarTa.

OxmaxpalorT 0O Temrepatypu ot 0 gpo 5°C, =zaremM noGaBJAKT B
oouH npuem 4,7 wMmn npubnusuresnbHo 4,6 M pacTBopa rasoofpas3HOTo
XJopuma BOoOOpoOna B 3TMialeTarTe.

Yepes 1 yac pacCTBOPUTEJIb BHIIAPUBAKT [IPU [IOHMXEHHOM IaBJIEHUU
M NPOOYKT IPOMEIBAKT 3 pasa 3TUIOBEM 3dupoM.

PacTBOpKTEeJIb BHIAPUBAKT NOpPM [OHMXEHHOM HaBJjeHuM. Takum
o6pa30oM oJy4JarT 842 Mr deHnIMe TUIIOBOTO sdupa TpaHc-4-
[ (BensounamuHo) okcu] -1, 2-nUpponnuaMHKapOOHOBOM  KMCJOTH B BUIOE
PHIXJIOM  I1eHH  BeJjioro  uBeTa c oBuelr  dpopmysionn  CigHoN20,4, HCL
(M=376,84 r).

BHIXOD SsBJSETCH KOJUYECTBEHHEM.

PacTBopswnT 47 Mr (0,125 mmMoab) MOJIYYEHHOT O paHee
rmopoxJsiopuna B UMHepTHOM raze B 0,5 Mn nuxnopMmeraHa. JoBapisaoT
25,2 Mk nvipuaouHa, =saTeM OXJaxIalT Ioo TeMIneparyps OT 0 mo 5°C mun
nobaraawr 9,5 Mxa oupocreHa.

MoBrmapT Temnepatypy no 20°C, paz6aBisgoT OUMXIOPMETAHOM,
3aTeM pPeakKUMOHHYK CMechb TIpoMHBanwT 10%-HEM BOIHEM pPacCTBOPOM
BMHHOM KMCJIOTH M BaTeM BOIOM.

OpraHuuyeckyio ¢asy IOeKaHTUPYIOT M cyuwaT Hal cylbdaToM HaTpus.
3aTeM paCTBOPUTEJIb BHIIAPMBAIT [PM MNOHUXEHHOM HOaBJEHUU.

TakuM o6pas3oMm nogaydainoT 43,8 MIr CHpOro npomnykTa, KOTODHIM
ouumaKT xXpoMaTorpadmern Ha CUIMKareJge C SJIOMPOBAHMEM CMEChI
ouxnopMeTaH/srunauerar 90/10.

NonydaioT 34,9 MT dbeHMIME TUIIOBOTO sdupa TpaHc-4-
[ (ben3zounaMmHo) okcHu] -1~ (xJOopKapOOHMII) -2 ~IUPPOJIMIOMHKAPOOHOBOM
KMUCJIOTH c obuei bopmynon C20H19C1N5Og (M=402,83 r). BrIxon
cocTaenseTr 69%.

PactropswT 13 Mr (0,032 MMONb) paHee MNOJIYYEHHOTO COeOMHEHUS
B 4 M1 ToOJIyoOJia.

NobGapnsawT 9 Mxan TEA u 7,8 mMr DMAP.

OCTaBJISIOT Ha HOYb NPM HaTpeBaHum no Temnepartypu 100°C.

PacTBopuTenk BHIAPMBAKT I[IPM I[IOHMXEHHOM OAaBJIEHMM, 3aTeM

OCTaTOK OouMuaKnT xpomaTorpa(bmeﬁ C BJIIOMPOBaHMEM OUMXJIOpMETAaHOM.
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TakuM obpaszoM noJayyvawoT 4,3 MI' LeJeBOI'0 coeIuHeHus ¢ obmen
bopmynion CyoH1gN205 (M=336,37 7). BrXOn cocraBnseT 40%.

CnekTp 'H-sMP (CDCls, 300 MI'y), XWUMMYeCKMe CHBUTM B M.I. U

MyJIb TUIIJIETHOCTb IIMKOB:
1,97 (mmm) wn 2,85 (monm): N-O-CH-CH,-CH; 3,80 (mm) m 4,14
(mm): N-O-CH-CH>-N; 4,75 (am): N-CH-CH;; 4,93 (T): N-O-CH-CHz;
5,04 n 5,31 [AB]: O-CH2-CeHs; 7,77: u 7,25-7,50 (M) CHy-CgHs m OC-
CeHs.
MK (CHCls): 1735; 1612, 1575, 1496 cm™'.
[lpumep 24

3-BeHzoun-1, 3-amazsabuiimkio [2.2.2] okTaH-2-0H

B arMmocdepe azora pacTeopsawoT 2,4 r (10 MMone) rImopoxJjopuuaa
N-4- (munepmonnaui) -6eHsammaoa (npupommurcs B J. Med. Chem. EN.
17(1974), 136-739), c obuen  dpopmMmysnor  C12H16N20 B 30 wMn
OUXJIOPMETaHa .

OxJyaxnpaioT no Temrneparypul 0°C M npu nepeMemmBaHum [OBGaABJISAKT
2,8 mn TEA u 0,66 Mmn oudocreHa.

Uepe3 HECKOJIbKO MMHYT pas306aBiaonT IOMXJOPMETAaHOM, 3aTeM
npomelBaloT 10%-HbeMM BOOHEMM pPacCTBOPOM BMHHOM KUCJIOTH U BOIOM.
OpraHmueckyi ¢asy IOeKaHTupyloT, CcymaT Hal cyabdaToM MarHUA U
pPacTBOPUTEJNIL BHIAPMBAKT IpM [IOHMXEHHOM OaBJeHMM. OuuMmampT Ha
cunmmkarejyie C 3JIOMPOBAHMEM CMeChio IMxXJopMeTaH/saTuiaueraTr 90/10.

ITosyyamT 1,62 T xjopuna 4- (B6eH3s0oMNIaMMHO) -l -NIUnNnepunOnH-
KapOOHOBOM KUCHOTH C of6melt oopMynoit Ci3HisCIN,Os (M=266,5 1).
Beixono coorBeTcTBYEeT 61%.

B arTmocdepe asora pacTBopswoT 1,21 1 (48 MMOJIB) NOJJYYEHHOTO
paHee coeluHeHus B 37 Mn TeTparunpodpypaHa.

PacTBop oxJylaxpampT OO TemnepaTyph -78°C, =aTeM pgoBaBigoT M0
kanaaM S5 M 1M pacTBopa OuUC (TpUMETWMIICMIIMI) ammOa JIMTUA B
TeTparuipodypaHe.

[lonnepxuBawT npu Tremrneparype -78°C B TeueHume 15 MMH, 3areMm
MNOBHIAKNT TeMlepaTypy OO0 KOMHATHOM M OCTaBJHAIT BsaMMdneﬁCTBOBaTb
ewe B TeueHue 1 uac.

PacTBop oxnaxparoT 0o Temnepatrypu 0°C, saremM nobaBaswoT
720 MK YKCYCHOM KMCJIOTH, NpM 3TOM ofpasyeTcsa ocanok. Pas6aBigoT

sTUaueTaToM, NpoMeBaRT 10%—-HbM BOOHBIMM pPACTBOPOM BMHHOM KUCJOTH
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n pocharHemM GydepHemM pacTrBOopoM ¢ pH=7,0.

OpraHuueckyw ¢aszy IOeKaHTHUPYIT M CcyllaT Hand CyJbQaToOM MarHuA.
ML TPYIOT M pPacCTBOPUTEJb BHIIAPMBAKT I[IPM [NOHUMXEHHOM JaBJIEHUU.
Cripoit NpoOyKT OYUIAKT xpoMaTorpabuemn Ha cunukarese o
BIIOMPOBaHMEM CMecChio auxJjiopMeTaH/aTunauerar 90/10.

YkazaHHEM oBpasoM [OCJe [epeKpPUucTaIM3almMy U3 3TUJIOBOTO
spupa nonaydyakor 0,214 1 UueneBOrc coenuHeHus C ofuweit dpopMmynon
C1gH14N20>, (M=230 r). Buxonm cocTaBaseTr 20%.

CrieKkTp ly-aMP (IMCO, 250 MTu), XUMMYEeCKMe COBUITM B M.IO. U

MYJIb TUNJIETHOCTL MNIMKOB:
1,71-2,02 (m): (CHz),-CHN; 3,14 (r): N-(CH)2; 4,84 (M):
(CHz)2—CHN; 7,39-7,65 (M): CeHs.
MK (CHCl3): 1735, 1682; 1618, 1602, 1582; 1488 cm .
Macc-cnekTp (®JeKTpopaclHeyleHue C MOJIOXUTEJIbHOM MOHM3aluuen)
m/z: [2M + Na]® = 483; [M + Na + CH3CN]* = 294; [M + Nal]® = 253.
llpumep 25

InbpeHnnMeTMIOBEM 5dMUp TpaHC-7-okco-6-okca-1-

asabuunkno [3.2.1]okTaH-2-kKapBOHOBOM KUCJIOTH

CMemyBaKpT B MHEPTHOM aTMmocdepe 15 M guxjgopmeraHa u 197 Mo
(0,633 MMOJIB ) Inbe HMIMe TUIOBOTO adupa TpaHC-5-TUIOPOKCU-2-
NUNepmMaoMHKapboOHOBOM KUCHOTH (npuBomuTca B Rec. Trav. Chim.
(1959), 78, 648-658) c obwenn dopmysionn CigHp1NO;.

OxjaxpanT o TeMrepaTypH 0°c, 3aTeM I0OCAeOBaTEJILHO
nobarnawr 42 wMxka nubocrerna, 177 Mxn TEA um panee 77 mMmr DMAP.
OCTaBJAIT B3aMMOIOEMCTBOBaTh 4 Yac Npu KOMHATHOM TeMneparType.

Jlasee peaKUMOHHYK CMecCb INpoMeBaioT 10%-HeM BOOHEM pPacTBODPOM
BMHHOM KMCJIOTH, SaTeM HaCHUlEeHHEM pacTBOPOM XJiOpuIa HaTpusa B
BOIE.

OpraHuueckue ¢asn 0O0BEeIMHALT M CywaT Han CcyjiabdaToM MarHu#A,
pacTBOpuUTEslb  BHINAPMBAOT I[IPM [OHMXEHHOM IOaBJIEHMM U [10JIy4alioT
195 Mr cCcHpoOTO OpPOIyKTa, KOTOpBI OuMmWalT XpoMmaTorpaduen Ha
cuImMKareyie C 3JIOMpOBaHMeM OuxjopMeTaHoM c nobaskoy 0,1% BOObI.

[Mony4alT Macjio, KOTOpOe I[epeKpUcCTa/UIM30BHBAKT M3 CMEeCcHu
NNeHTaH/2TUIOBHM 20uUp.

YxkazaHHEM of6pasoMm nonydaor 108 Mr ueyeBoro coeIMHEHUA B

BUIE KpUCTaJlJIoOB GeJyioro uBerTa C obuwen dbopmysion Co0H19NO,
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(M=337,338 r). Buxon cocraBndgeT 51%.

Cnexkrp H-aMP (CDCl;, 400 MI'iy) , XMMMUECKMe COBUTU B M.IO. U

MYyJIb TUIJIETHOCTbL IMKOB:
1,86 (M) m 2,03 (M): N-CH-CH;-CH>-CO; 2,27 (M): N-CH-CH,-CHz-

co; 3,07 (m) wu 3,29 (M): N-CH;-CHO; 4,31 (mm): N-CH-CH; 4,73

(M) : N-CH>-CHO; 6,93 (c): CO;-CH-(CgHs)2; 7,27-7,41 (Mm): CH(CgHs)2.
MK (CHCls): 1788, 1736; 1496 cM .

Macc-cnekrp (BMMC) m/z: [M + Na]®* = 360; [M + 1li]* = 344;
[M]T = 337, 167.

[lpuMep 26a

(4-HurpodeHms) METUIIOBEIM 30UP TpaHC-7-0KCO-6-0OKca-1-

azsabuumkio[3.2.1]okraH-2-kapBOHOBOM KUCJOTH

CMemmMBaowT B MHEPTHOM aTMmochepe 66 w1 IuxXJopMeTaHa M 1 T

(3,56 mMMonb) (4-HUTPOPEeHUI ) METMJIOBOI'O 3dMpa TpaHC-5-IMIOPOKCU-2-
IUIepuIMHKapBboHOBOM KNCJIOTH c obmen bopmMmy o C13H;6N205
(M=280,282 r).

OxmnaxpanT OO0 TeMnepatypel 0°C, 3arem gnobamasior 0,24 wmn
mMpocreHa. OcCTaBJAKT B3aMMOOEMCTBOBATHL NpPU [NepeMEelMBAHMM B
TeueHre 10 MuH npu Temnepatype 0°C, 3arTeM TemnepaTypy [NOBHIALT
IO KOMHaTHOM. PacTBOpPUTEJNb BHIIAPMBAKT MNP [MOHMXKXEHHOM MNaBJIEHUU.

Ocamok pacTBOpPAKT B 66 Mmi Tosiyosqila u noBGasaswor 0,99 mn TEA.

Konby nomewamoT Ha MaclaHyio 0aHo Cc TeMmneparypoir 110°C wu
BHOEPXMBAKT B TedeHue 15 MmH. 3aTeM HAlT CMECUM OXJAIOUTLCH OO
KOMHaTHON TeMIlepaTypH.

[MpoMeiBaT 10%-HEM BOOHEIMM pPacCTBOPOM BMHHOM KMCJIOTH, B3areM
HaChHUEHHEIM PAacCTBOPOM XJIOpuUIa HaTpusa B BoOe.

OpraHudeckyno dazy cyumar Han cyabbaTom  mMarHus, 3aTeM
PacTBOPUTEJIL BHIIAPMBAIT IPU [MOHMXEHHOM IOaBJIEHUU.

YkasaHHEM oOpazoMm noJgaydawnT 0,885 r chHporo nponykra, KOTOPHMA
ouMmanT XpoMaTtTorpaduern Ha cwiIMkKareje C @ SJ0OMPOBAHUEM CMeChblo
omxjopMeTaH/sTunauerar 85/15.

TaxkuMm obpas3oM nonayuakT 0,184 © UeneBoro coemuHeHusa ¢ obueln
bopmysnionn Ci4H14N20¢ (M=306,276 T) B BuOe Macja XeJTor'o LBeTa.

Brixon coorBeTcTByeT 17%.

CnexkTp lH-aMp (CDC1;, 400 MI'u), XMMMYECKUE CIOBUIM B M.IO. MU

MyJIb TUIIJIETHOCTBb I[IMKOB:
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1,92 (M) m 2,07 (Mm): N-CH-CH,-CH,-CO; 2,22 (M) u 2,30 (M):
N-CH-CH,-CH,-CO; 3,17 (m) m 3,35 (mM): N-CH-CHO; 4,28 (mm): N-
CH-CHz; 4,79 (M): N-CH;-CHO; 5,33 [AB]: CO2-CH2-CeH4NOz; 7,56 nu
8,25 [AA'BB']: CH,-CgHs-NO;.

MK (CHCl3): 1791, 1745; 1609, 1526, 1495 cm™l.

Macc-cnexktp (EI) m/z: [M]* = 306, 262, 136, 126, 82, 55.

lpuMmep 26b

TpaHc-7-0kco-6-okca-l-azabuuukio[3.2.1]okTau-2-kapboHoBas

KMCJIoTa

CmeumBapT 140 Mr (0,457 MMoOJb) CJIOXHOTO 3¢upa, MOOJYYEHHOTO
B npumepe 26a, 7 wMn aueroHa u 28 Mr 20%-Horo Pd/C B kauecTBe
KaTranuzaropa.

OcTaBNAlT B3ayMMOOEeNCTBOBAaTh I[IpM [epeMellMBaAaHMM B TedeHUue
25 MMH B aTMmocdepe BoIopoa INPM HOPMAJILHOM IaBJIEHUN.

KaTanuzaTop OT(UILTPOBHBAKNT M 3aTeM pPacCTBOPUTEJb BLIIapMBaloT
Ipy IIOHWXEHHOM HOaBJIEHUU.

TakuM obpasoM nojgydailoT 137 MI' UeJIeBOI'O coeAuHeHusa C obmen
bopmynont C;HoNO, (M=171,152 r) B BHMOe Macna B cMecu C 1 Moab TI—
TONyUIMHa. Brxon cocraBJsseT 97%.

CrnexkTp ly-gMP (DMSO, 400 MI'u), XuUMMYecCKMe COBMUTM B M.IO. U

MYJIb TUIIJIETHOCTE IIMKOB:
1,84 (M) m 1,95-2,05 (m): N-CH-CH,-CH,-CO; 3,13 (m) u 3,24
(om): N-CH,-CHO; 4,02 (om): N-CH-CHz; 4,81 (mmM): N-CH,-CHO.
[Ipumep 26¢C

MeTUJIOBHM 20Mp TpaHC-7-0KCO-6-0okca-l-asabuuukio[3.2.1] okraH-2-

KapOOHOBOM KUCJOTH

Pacreopsiior 17,25 wMr (0,1 MMOJIb) KMCJIOTH, [OJIYY€HHOM B
rnpuMepe 26b, B 3 MJI OUXJOpPMETaHa.

ObpabaTHBanT M3IOHTKOM IUa3OMeTaHa B pacTBoOpe IMXJIOpMeTaHa,
3aTeM pacCTBOPUTENbL BHIAPMBAKT IIPM [IOHUXEHHOM HOABJIEHUMU.

YkazaHHEM ofpasoM noaydanT 30 MI' CHPOTO IMNPOOyKTa, KOTOPLI
ouumapT xpoMmaTorpaduer Ha CcuIukaresie C @ DJIIOMPOBaHMEM  CMECHI
TonyoJs/sTunaueratr 90/10.

ODonyuaioT 6,7 MDD UueJeBroro coemmHeHusa (M=485,187 1). Brxon

cocrTaBydgeT 36%.
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Ipumep 27

(4-HurpodeHus) METUIIOBE 30UP UUC-7-0KCO-6-0OKca-1-

asabuuukio [3.2.1]okTaH-2-kapOOHOBOM KUCJOTH

B aTMocdepe asora BBOIAT 0,802 T (2,034 MMOJIb )
TpudropaueTrara (4-HurpodpeHun)mMeTunoBoro sbpupa umc-5-rmapoxcu-2-
NMMNepunMHkapOoHOBOM  KUCJOTH  (npuBomuTca B Rec. Trav. Chim.
(1959), 78, 648-658) c obmen dopmMmysion C13H16N20s, CF3CO5H
(M=394,303 r) B 40 mMn IOuxjopMeTaHa M OXJaxXOalnT OO TeMlIepaTypsl
0°C. JHOobaprnsaor 0,135 mn mudpocreHa. [lepeMemmMBaKT B TeuyeHue 15 MuH
npu Temneparype 0°C, noBHmAamwT TeMIepaTypy OO KOMHATHOM U
IPpOOOJIKAKT [lepeMellMBaHue B TedueHue 35 MMH.

PacTeopuTess BHNAPMBAIT IIPU MNOHMKEHHOM IHABJIEHUM.

PacTBopsawT ykasaHHHM npoomykr B 40 Mn Togayona u 1,1 wn
TPpUOTUIIAMUHA. PeakUMOHHYI0 CMeChb HarpeBawT B TeueHue 35 MUH 1O
Temnepatrypsl 100°C, 3areM OCTaBAAKRT OXJaxdaTbCA OO KOMHAaTHOM
TeMrnepaTypH.

llpoMuBaioT BOOOM, 3areM QpochaTHeEM BydepHEM pacTBOopoM C pH=7.

Opranmueckyio ¢asy cymwaT Hal CcydbbaToM HaTpus M pPACTBOPUTENHL
BHIIApMBAIOT MPWM [OHMXEHHOM OaBJIEHUM.

YkasaHHeM oOpasoMm nogydawT 0,56 © ceporo npolykTa, KOTOPHI1
OuMIAIT XpoMaTorpadmerr Ha cCcuwMKarejge C B3JOMPOBAHMEM CMEChIo
omxJjiopMeraH/aueroH 95/5.

Takmm oOpaszom nojgydarrT 110 Mr uUeJeBOTO COeOMHEHUS C obuen
bopmysiont Ci4H14N206, (M=306,275 1) B BUIOe Macia. BHXOO COCTaBJSeT
17%.

CrnekTp H-aMP (CDC1l3, 300 MI'u), XMMMUECKME CIOBMIM B M.O. U

MyJIb TUIJIETHOCTb IMMKOB:
1,80-1,94 u 2,10-2,45: N-CH-CH,-CH,-CO; 3,07 (m), 3,04 (mmM)
n 3,86 (nm): CH-N-CH,; 4,80 (T): O=C-O-CH; 5,28 u 5,43 [AB]: 0=C-
O-CH2-Ce¢Hs; 7,61 u 8,24 [AA'BB'] CgH4NO,.
MK (CHCl;): 1801, 1794, 1745, 1704; 1609, 1525, 1498 cml.

Macc-cnekTp (EI) m/z: [M]® = 306, 262, 136, 126, 83, 55.
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IMpumep 28a

l-MiponenunTpudeHnndpocpoHreBas coJib QSeHUMIMETUIIOBOTO IdUpa TpPaHC—

7-0KCO-6- (cynbdokcu) -1, 6-guaszsabuumkno [3.2.1] okraH-2~-kapBOHOBOMN

KUCJIOTHI

Cragnsa A: deHUIIME TUJTOBHIA 3dup uuc-5-rumapokcu-1-
(TpudTOopoaueTUII-2-NMUNTEPUOMHKAPOOHOBOM KUCIIOTH

PacTBOpAlOT B MHepTHOM aTMmochpepe 6,19 r (22,77 MMOJB)
TMIpoxJjopuna beHUIMeTUIIOBOTO abupa 5-ruopokcu-2-
nMnepnuInHkapOoOHOBOM KMUCJIOTH c obuen dbopmMmyJion C13H1gC1NO;
(M=271,746 1) (npuBomurcs B Rec. Trav. Chim. (1959), 78, 648-
658) B B0 mn 6e3BOOHOTO IOMXJIOPMETAHA.

OxJjlaxnawT 00 Temneparypu 5°C u pobasnsawor 9,5 mn TEA, 3areM
no xamnsaMm 6,46 M TpudTOPYKCYCHOTO aHT'Mipuia.

OCTaBJISAOT B3aMMOOEeNCTBOBATh npu riepeMemBaHnm npu
TeMnepatype 5°C B TeueHuMe 1 uac, 3aTeM pas30aBiALT IMXJIOPMETAHOM,
[IPOMEIBAKT  IIOCJeOOBaTEJILHO 10%-HeM BOIHEM PacCTBOPOM  BMHHOM
KMCJIOTH, BOIOHEM docbaTHEM OydepHEmM pacTBopoM ¢ pH=7 u HacCHIleHHBEM
PaAacTBOPOM XJIOpMUIA HaTpusA B Boe.

Oprahunueckylo ¢aszy HOekaHTUMpPpYT M CcymaT Hal cyjJbdaToM MarHuA.
3aTeM paCTBOPUTEJIb BHIIAPUBAKT I[IPU [NOHMXEHHOM HaBJIEHUM.

TakuMm obpazoM noJydawoT 10 r macja KpacHOIO LBeTa, KOTOpoe
pacrBopsiT B 100 Mn MeraHosa. OxnaxzaioT no Ttemneparyps 10°C u
MeOJIeHHO H[OoOaBJAKT IpM MaKCuMalibHOM Temnepatype 20°C 6,8 r (78
MMOJIb) OukapboHaTa HaTpusa B pacTeope B 100 M BOOH.

OcTaBJALT B3aMMOOENCTBOBATh npu rnepeMemBaHnmn npm
Temneparype 20°C B TeueHue 30 MHUH, SKCTPATUPYIOT IMUXJIOPMETAaHOM.

OpTraHnYecKyo basy OeKaHTUPYIOT, MPOMBIBAIOT HaCHIE HHBEM
pPacTBOPOM XJiopuIa HaTpus B BOAEe M CyllaT Hal CyJbbaToM MarHUA.

PacTBopuTesb BHIIAPUMBAKT MNpPM I[OHWKEHHOM IaBJI€HMM U TakuMm
oBpa3oM rnoJydalrT 7,6 I Macja OpPaHXeBOTO liBeTa, KOTOpOoe OuMIalT
xpoMmaTorpadmnen Ha cuamkareJse C BJIOMPOBaHMEM CMecChIio
ouxnopmerad/sTunaueratr 95/5.

TakuM ofpa30M MnoJjgydalT 6 T LUeJIeBOTO CcoeluHeHusa C ofbuwen
dopmynont CisHigF3NOs (M=331,294 r). Bmxon cocraBiaseT 68%.

Cragusa B: deHMJIMETUJIOBLIA 3¢up TpaHc-5-[ (2-

MNPONEeHnJIOKCHK ) aMMHO ] —1- (TpudpropaueTnn) -2 -nunepuanHkapOoOHOBOM
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KMCJIOTH

Beogoar 1,74 r (5,26 MMOJIb) MOJIYYEeHHOT'O paHee cnupra B 29 Mmn
aLeTOHMTpUIa. OxjaxgaloT 0o TeMmnepaType =-40°C um nobaBaflT Opu
ykaszaHHoM Tewmneparype 0,61 Mn 2, 6-nyruaomHa (CsH3N(CHs)z), 3areMm
0,91 mMn TpudpTOPMETAHCYJNEPOHOBOI'O aHIMIpUia.

OCTaBIAKT B3auMMOIEMCTBOBAThL NpPM I[epeMelMBaHMM B TeyeHue
30 MuH 1npu TeMmneparype -40°C. 3Barem pmgo6aBJSiOT INIpu  TOM  XKe
TeMlepaType B TedeHue 1 wMuH 0,7 wMn (10,52 wMMomb) O-
aNINMUITUIPOKCUIIAMMHA .

TemnepaTypy noemmakT no 0°C, 3arem pobasasor ewe 0,61 wmn
2,6~-0yTHMIMHA M OCTABRJIAKT B3aMMOIEMCTBOBATh Ha Houb (15 uyac) mnpwm
TeMmneparype npubausurensHo 5°C, =BaTeM eme Ha 2 dYac Ipu
TemnepaTtype 20°C.

Oanee pasz306aBigiT OUXJIOPMETAaHOM, I[IPOMHIBAIOT BOIHEM PpPacTBOPOM
ukapboHaTra HaTpusa, 3areM 10%-HBM BOIOHHIM pacTBOPOM  BMHHOM
KMCJIOTH M HACHIEHHHM PacCTBOPOM XJiOpMIa HaTpus B BOIE.

OprahHuueckylo dasy IOeKaHTHPYT, CyWaT Hal CcyJibbaToM MarHusa u
PacTBOPUTEJIb BHIIAPUBAKT I[IPM NOHMXEHHOM HABJIEHMM.

TakuM ofpazoM noJjgydamor 2,1 I Macia XeJToro uBera, KoTopoe
ouMIAaKT XxpoMmarTorpadmeinn Ha cunukarene C @ SAOMPOBaHMEM CMeChIo
TosyoJs/stunauerar 90/10.

NonmyuarT 1,23 I ULeNeBOTO COeOMHEHMA ¢ obmen dopMyJon
C1gH21F3N204 (M=386,374 r). Bmxon cocraBJjigeT 61%.

Cramua C: deHMJIMETUJIOBHIM sbup TpaHCc-5-[ (2-
[POINEHMJIOKCH ) aMUHO ] -2 -NUNepuaMHkapOOHOBON KUCJIOTH

PacTropAKwT B MHepTHOM arTMmocdepe 1,41 o (3,65 wmMoOIB)
[IOJIYYEeHHOT'O paHee coenuHeHusa B 25 6e3BOIHOTO MeTaHoJa.

OxnaxnpaioT OO Temnepatypu ot 0 mo 5°C, =areM peJiailor 3
nobBasnienusa 145 mr NaBH; ¢ uHTepBanamu B 45 MMH.

3aTeM peakUMOHHYK CMEeCh MNOIOKUCIAIT OO pH = 2 npenBapuUTesIbHO
oxJyaxneHHsEM Oo 5°C 1lH. BOOHBIM PacTBOPOM COJISHOM KUCJIOTH.

DKCTPparrMpynT 3TUJIalLeTaTOM.

Boonyio ¢aszy oxnaxpmalT OO Temneparypu 5°C, noBaBmnsioT 100 mn
aTunaueTara M obpabaTHBAaT HACHUEHHEM pacTBOpOM kap®oHaTa HaTpus
no noaydenmss pH B mHTepBane ot 8,5 mo 9.

3aTeM aMMH SKCTPATUPYIT 3TUIIALETATOM. OpI‘aHM‘JeCKYIO @asy
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IPOMHBAIT HACHIIEHHEM pPAaCTBOPOM XJIOopMoa HaTpua B Bole, 3aTeM
cymaTrT Hang cynbdaToM MarHmMs UM YIapuBaowT pacTBOPUTENb  1pH
[TOHMXEHHOM HOaBJIEHMMU.

TakuMm ob6pas3oMm nogaydapor 0,628 r uUeseBoro mnponykra c obmen
dbopmynoit CigH2oN203 (M=290,364 1) .

Brxon cocrasiaser 59%.

Cragusa D: deHuIMeTUJIOBHM adup TpaHC-7-0KCO-6— (2-
nponeHmMnokcu) -1, 6-muaszsadbuuvkiio[3.2.1] okCTaH-2-KapOOHOBOM KUCJIOTH

PacTBOpAKT B MHepTHoOM arMmocdepe 103 wmr (0,35 mMmodb)
[IOJIYUEHHOTO paHee aMmHa B 35 M 0e3BOOHOIO OUXJIOpMEeTaHa.

PacTBOp oOxJlaxnaloT OO0 TeMmneparypn or 0 mo 5°C u moBaBJsAwT IO
KamJasaM nopM ykasaHHoM rTewmnepatype 0,1 wMmn TEA, 3atem 21 MKI
ondpocreHa.

OcTaBNAKT B3aMMOOENCTBOBATL I[IPM IepeMellMBaHuMM B TedYeHue
15 mmH npu Temneparype or 0 mo 5°C, =aTeMm TemnepaTypy MNOIOHMMAKT
o 20°C u pobBasnswor 42 mr DMAP. I[IpodospkaloT IepeMelMBaThb I1pU
TeMmneparype 20°C B TedueHue npmubausmuTesIbHO 5 dac.

PazbaBnsnT OUXIIOPMETAHOM, [IPOMEIBAIOT 10%-HEM BOJIHBIM
pPacTBOPOM BMHHOM KMUCJIOTH, 3aTeM BOOOH.

Opraunueckyio ¢aszy cywaT Han cynbpaToM MarHusa U yrHapuBawoT
PacTBOPUTENbL NPM [OHMXKXEHHOM IOaBJIEHUM.

TakuMm ob6pasoMm noayuaioT 70 MI' CHPOIO NpPOOyKTa, KOTOPHIM
OUMIIAIT XpoMaTorpadmert Ha CuIMKareje C 3JIOMPOBaHMEM CMeCchblo
ouxJjopMmeTraH/aTunauerar 98/2.

MonyyaloT 48 MI' LeJIeBOTO npogykTa C obwen dopmysiolt Ci7HzoN204
(M=316,36 r). Bexonm cocramjseT 43%.

MK (CHCls3): 1750; 1642; 1600, 1496 cmt,

Macc-cnekTp (3JleKTpopaclsleHMe C IIOJIOXMTEJIbHOM MOHMU3aumen)
m/z: [M + Na + CHsCN]* = 380; [M + Na]* = 339; [M + H]® = 317.

Cranus E: l-TlponeHuntpudenunpocdoHmnerasn COJIb
PeHUIMeTUIOBOTO sbupa TpaHCc-7-0KCO-6- (cynbdokcu) -1, 6-

oMazabuumkio[3.2.1] okraH-2-KapBOOHOBON KUCJIOTH

PacTBopsioT B MHepTHOM arMochepe 202 wMmr (0,638 wmmonb)
coelIuMHeHMs, T[OJydyeHHOT'0 Ha cragzu4 D, B 5,5 wMn ©6e3BOIHOTO
AuxJjiopMeTaHa.

K nosmydyeHHOMy pacTBopy npu Temneparype 20°C no6aBidanT
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73 MKJI YKCYCHOM KMCJOTH, 3areM 369 My Pd(P(CgHs)3)a.

llocne nepemeumBaHmsa B TeueHue 30 MMH IOpM  KOMHaTHOMU
TeMIlepaType o6pa3oBaBUWyKCA N-IMIpOKCHMMOYEBUHY obpabaTHBAaT
5,5 Mn nupuivHa u 358 Mr kommiexkca SO;—NUPUIOMH.

OCcTaBJIglOT B3aMMOIEMCTBOBATL IIpM I[IepeMellMBaHMM B TEeUeHUue
18 uac npu TeMnepaType 20°C, 3aTeM PEeaKUUOHHYD CcMecChb
KOHLEHTPUPYIOT BHIIAPUMBAaHMEM pPacCTBOPUTEJIA [IPU [IOHMKEHHOM OaBJIEHMM.

PacTBOpSA0T 50 MII OuUXJIOpMeTaHa u [IPOMBIBAIT BOLOM.
OpraHudeckylo ¢asy cymar Hang CcyabdaToM MarHmMsa M BHIIAPUBAT
OUXJIOPMETAaH MNPY NOHMXKXEHHOM IaBJIEHUU.

YkasaHHEM of6paz3zoM noJyudaiT 650 MI CHpOTO NponykKTa, KOTOPHIM
ouUMIAT XpoMaTorpadmelrt Ha CcuUIMKareye C 3JIOMPOBAHMEM CMecChio
ovxnopMmeTraH/aueToH 60/40 ¢ moGaekoit 0,1% o6. TEA.

TaxuMm obpasoM rojiydanT 280 MI' nNpuBeleHHOM B Has3BaHUM COJIM
pocdoHms c obmenm dopmynon C%H%NghPS (M=646,705 1). Buxon
cocTaBJigeT 68%.

CnekTp !y-aMP (CDCl;, 300 MI'n), XMMMYeCKMEe CIBUIM B M.O. MU

MyJIb TUILJIETHOCTbL IMKOB:

2,05 (M), 2,22 (mM) m 2,33 (M): N-CH-CHz-CHz; 2,95 (m) wu
3,30 (mgr),-0=C-N-CHz; 4,10 (M) u 4,32 (M): O=C-N-CH u O=C-N-CHp-
CH; 5,12 (c): COO-CH,-CeHs; 7,36: CgHs m 2,30 (mM): CH3-CH=CH; 6,65
n 7,20 CH3-CH=CH; 7,65-7,85 P(C¢Hs)3.

MK (CHCls): 1746; 1638, 1605, 1587, 1495 cm'.

Macc-cnexkTp (3J1eKTPOpaCEIIeHK e c OTpHLIATEJILHOMN 2
MOJIOKMTEJLbHOM MoHM3aumen) m/z: [Mawou]l = 3557 [Miamonl & = 303.
Tpumep 28b

HaTpuemasa coJsib OEHUMIIMETUIIOBOTO 3dMpa TpaHC-7-0KCO-6- (CysbbokrCcH) —

1, 6-mmnazabuumukio[3.2.1]okTaH-2-KapBOHOBOM KUCJIOTH

PacTropswT 236 ™MD (0,364 mMMoOMB) dbocdboHmeBOM conu,
IoJyyeHHOM Ha cTamum E npumepa 28a, B 0,8 Mn TerTparmopodypaHa u
nobaBnaoT 4 KanaM BOIH.

[ToJly4YeHHE pacTBOP MNPOMNYCKAalT uYepes3 KOJIOHKY cOo cMoJion DOWEX
S50WX8 B dopme Na+ npu 3IOMPOBaAHUM BOION.

Nocne nuodmmzaumm noJiydaioT 127 MI' LUeJIeBOM HATPMEBOM COJU C
obwen odopmynont Ci4Hi5N,0,SNa (M=378,339 r). Buxon cocraBaser 92%.

CnexkTp lH-sMP (OMCO, 300 MI'u), XuMMUeCKMe CIOBUIM B M.IO. M
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MyJIb TUIJIETHOCTbL IMKOB:

1,65-2,02: N-CH-CH>-CH;; 2,91 (m) wu 3,04 (mr): O=C-N-CH;
4,00-4,05: O=C-N-CH m 0O=C-N-CH,-CH; 5,20 [AB]: COO-CH,-Cg¢Hs; 7,39
(M) : CgHs.

MK (BasenuHOBOe Machyo): 1744; 1495 cm™!.

Macc-cnekTp (3JeKTpopacHbeUleHMe C OTPpMUATEJIbHOM MWOHM3aluen)

m/z: [M]™ = 355.

lIpumep 28c

OeHUIMETUIIOBEIM 3¢Mp TpaHC-7-0kCco-6—[ (deHuncynsdpoHmn) okcul -1, 6—

Inasabuimukiao{3.2.1]okrau-2-kapOOHOBOM KUCJIOTH

Pacreopsior 48 Mr (0,152 MMONMB) NOPOM3BOOHOTO, I[IOJIYUYEHHOTO Ha
craozun D B npumepe 28a, B 1,2 Mn guxjopMmeTaHa.

K cmMecn poGaenawT npu Temneparype 20°C 26 MKA  YKCYCHOM
KMUCJIOTH, 3aTeM 88 Mr Pd(PPhj)s M OCTaBJAAKT B3aMMOIEMCTBOBATH IpU
rnepeMellMBaHMy B TedeHue 2 dac npm remneparype 20°C.

PasbapuswoT TOJIYOJIOM u BHIIapMBaKT pacTBROpPUTENN pm
[NOHMXEHHOM HaBJIEHUM.

K IOy Y€HHOMY CHIpOMY IPOOYyKTY no6aBJIsaoT 1,5 Mmn
OMxyopMeTaHa, 25 MKJ nupuiuHa M 24 Mk GeH30JCyJbOOHMIXIIOPKAA .

OcraBndaAlwT B3aMMOIENCTBOBaTb Npu  TeMmneparype 20°C npwu
nepeMemMBaHMM B TeueHMe 1 uyac, 3aTeM NOBTOPHO mobamBadawT 12,5 Mk
nupuavHa u 10 Mk 6eH30JCyJbOOHMIXIIOPKIA .

[lepeMewBaloT B TeueHMe 15 MMH npu Temnepatype 20°C wu
pas30aBJIgIOT OUXJIOPMETAHOM.

3aTeM 10CJienoBaTeJyIbHO MNPoMeBAaRT 10%-HEM BOOHHM pPAaCTBOPOM
BUMHHOM KUCJOTH, ¢ocoaTHeM OydPepHEM pacTBOpoM ¢ pH=7 U HaCHIEHHBM
pPacTBOPOM XJiopulla HaTpus B BOJIe.

Opranuueckyw ¢asy cymwaT Han cynbdaToM MarHUSA M PaCTBOPUTEN DL
BHIIApMBAOT NpM [IOHMXEHHOM gHaBJjeHuu. [losyuvanr 180 wMr Macna
XeJTOr'O lBeTa, KOTOpOe OouMIalnT xpoMaTorpadmest Ha cuamMkarene C
BJIOMPOBAaHUEM CMEeCh0 OMXJIOpMeTaH/MeTUI-TpeT—0y TUIOBOTO sdupa
95/5.

TakmuM o6pasoMm nonydanrT 20 MI UeNeBOI'O COeIMHEeHUsa C obmeit
bopmMmyont CypHz9N206¢S (M=416,456 r). Brxon cocrapiaser 31%.

CnekTp 'H-amp (CDC1l3, 300 MI'u), =xXuUMMYEeCKMEe CIOBUTM B M.IO. U

MyJIE TUMJIETHOCTE IMKOB:
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1,83 (M) »n 2,00-2,25 (mMm): N-CH-CH,-CHy; 3,02 (m) wu 3,16
(onM) : O=C-N-CH»; 4,04 (M) m 4,11 (zm): O0=C-N-CH u O=C-N-CH.-CH;
5,21 (c): COO-CH2-Ce¢Hs; 7,34 (m): CgHs; 7,56 (M), 7,70 (M) m 8,03
(M) : 02S-CeHs.

MK (CHClj3): 1780, 1738; 1600, 1585, 1498; 1386, 1193 cm’.

Macc-crnekTp (3JIeKTpOpacCHBJIEHME C TMNOJIOKMTEJSIbHOM MOHM3auuen)
m/z: [2M + Na]® = 855; [M + Na + CH3CH]" = 480; [M + Nal* = 439;
[MH]® = 417.

lIpumep 28d

deHnIMeTUNOBEM 3dUpP TpaHc-7-0kco-6-[ (2-TUBHUICYILOOHMI) OKCH ] —

1, 6-nnazabuumkio[3.2.1]okTaH-2~KapOOHOBOM KUCJOTH

Bz3ge B kauecTBe wMucxomHoro 100 Mr (0,316 MMoOMb) coedOMHEHUs,
NoNydyeHHOro Ha cramuu D B npuMepe 28a, T[OBTOPHIT YCJIOBUSA
Ipennoylero rnpuMepa, 3sa UCKJIIIOYEeHMEM TOTO, 4yTOo BMECTO
BeH30CYNbPOXIOPHIA MUCIOJNb3YIT 2-TU3HUICYJIbOOHRMUIXIOPKUT.

TakuM of6pasoM NojaydanT 8 MI' LeJNeBOoro CoelMHeHMA C obueln
bopmyniont CigHi1gN20S2, (M=422,481 r). Brxon cocrtaenserT 30%.

CnekTp y-amp (CDC1l;, 300 MI'u), XuMMMYEeCKMe COBUTM B M.IO. U

MYJIB TUIIJIETHOCTEL TIIMKOB:

1,84 (M) u 2,10-2,25: N-CH-CH,-CHp; 3,02 (m) u 3,24 (aT):
0=C-N-CHp; 4,06 (M): O=C-N-CH,-CH; 4,14 (mm): O=C-N-CH, 5,22 (c):
COO-CHz-CgHs; 7,17 (mm): SO03-C-S-CH=CH; 7,35 (ym.c): CgHs; 7,80
(mm) : SO3-C=CH; 7,87 (m): SO3-C-S-CH.

MK (CHCls): 1780, 1739; 1600, 1503, 1495 cm'.

Macc-crnekTp (®JeKTpopacheJIeHUEe C IMOJOXKMTENbHOM MOHM3auuen)

m/z: [M + Na + CH3CN]' = 867; [2M + Nal* = 445; 339, 298, 91.

Npumep 28e

PeHMIIMETUIIOBEI 3dUp TpaHC-6- (2-TMAPOKCU-2-OKCOITOKCHU) —7~0OKCO—

1, 6-mmazsabuumkio[3.2.1]okTan-2-kKapOGOHOBOM KMUCJIOTH

Cragus A: JQeHMIMEeTUJIOBHM 230Mp TpaHC—~7-0OKCO-6-[2-0Kco-2-(2-
MPONEeHMJIOKCHU) 3ToKCcK] -1, 6-nuazabuumkino (3.2.1]okraH-2-kapOOHOBOM
KMCJIOTH

PacTBOpsioT B  MHEPTHOM aTMmochepe 48 MU (0,15 wmmonb)
coeIMHeHMd, IIOJy4YeHHOTo Ha cramuu D B npumepe 28a, B 1,5 wMr
6e3BOIHOTO OUXJIOPMETaHa.

HoBaBnsT Opu Temrnepatype 20°C 18 MKJ YKCYCHOM KUCIOTH,
P
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sareM 88 wMr Pd(P(Ce¢Hs)3)s ¥ ocCTaBiagaoT B3aMMOOENCTBOBATH MNpU
TeMmnepatrype 20°C nepeMemmpas B TedeHuMe 1 uac.

OuUJIb TPYIOT Ha cunmukarene o] 3JIIOMPOBAaHNEM CMecChbio
IuxJiopMeTaH/TperT-0yTUIMe TMIIOBOTO 3dupa 7/3.

PacTeopuTesb BHMNAPUBAKT [IPM MNOHMWXKEHHOM HOABJEHUUM M I10JYYAT
70 MI I'MIOPOKCMMOYEBMHH, KOTOPYK0 pasfaBisaiT 2 M IUMXJIOPMETaHa,
sareM pobaeJssapT 85 Mkyn TEA u 64 Mxn Opomauerara ajnuia.

[lepememmBaioT Mpyu TeMmreparype 20°C B Teuyenume 3,5 uac.

[lpoMeiBaT nocrsenoBaTeslbHO 10%-HEM BOOHBM pPAaCTBOPOM BMHHOM
KUCJIOTH, BOIOHEM OybdepHrM pacTBOpOM C pH=7 M BoOOOMN.

OpraHuueckyrw ©¢asy cymwaT M BHNAPMBAKLT pPaCTBOPUTENb [NPHU
MOHMXEHHOM NaBJIEHUM.

TakuMm ofpasoM noJydaioT 60 MIP CHPOTO I[IPOOYKTA, KOTOPHUA
ouMmapT XpomaTorpaduerr Ha CcuaMkKareye C @ SJIOMPOBAaHUMEM CMECLIO
ouxJjiopMeraH/MeTun-rper-6yTunosoro sémpa 90/10 ¢ pobBakoit 0,1%
TEA.

NosyyaloT 22 MI' UeJIeBOI'O CcOeIuMHeHus C ofbwed dopmynoi
C19H22N06, (M=374,396 r). Buxonm cocTarjdeT 39%.

Cragus B: beHMIIME TUITOBRIM s3dup TpPaHC—6~ (2-TMIOPOKCU-2—
OKCO3TOKCHU) ~7-0KCcO-1, 6-mnaz3aduunkio[3.2.1]okTaH-2-KapOOHORBO
KUCJIOTH

PacTBopsioT B MHepTHOM arTMmocdepe 22 wMr (0,0587 wmmMmons)
NMOJIy4eHHOI'O paHee coenMHeHus B 1 My 6e3BOIHOTO OMXJIOPMETAaHa.

JoBasnsaoT npu TeMmrneparype 20°C 10 MKI YKCYCHOM KUCIOTH U
34 Mr Pd(P(CgHs)3)4 M OCTaBIAOT B3auMMOIEMCTEOBATEL [IpU TeMnepaType
20°C, nepememmBas B TeueHue 30 MUH.

PeakUMOHHYI®O CMeChb YHNapuBaKOT M pPacTBOPAKT B TOJiyoJle IJA
yIOaJIeHUA YKCYCHOM KMCIIOTH.

Takum obOpasoM noJjydawT 49 MI CHpPOro nNpoaykKTa, K KOTOPOMY
nodasnsoT 2 M docdaTrHoro OydpepHoro pacrTBopa ¢ pH 7, 3arem
NPOMEIBAT 2 pas3a no 1 Min OuMxJjopMeTaHa.

BrnapmBamoT pacTBOPUTEJL M [oJaydaT 46 MI' CHpOIro IpoOyKTa,
KOTOpHIM OuMmaKT XpoMaTorpadueir Ha CuIMKaresie C 3JIOMPOBaHUEM
CHayajia CMecCbid IuxXJiopMeTaH/TpeT-O0yTUIMeTuNOBRIT 3¢up 90/10, 3arem
cMechbio OuxJopMeTaH/aTaHon 60/40.

YKazaHHEM oOfOpa3oM nonydawT 4,5 MI LeJIeBOTO COeIOMHEHUS C
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obumert dpopmynonn Ci7H37N,06P (M=636, 691 1r). Brxonm cocrarjsgeT 12%.

[Ipumep 29a

(4-HurpodbeHms1) METUMJIOBEI 5dUp TpaHc-6-6eHzousI—7-okco-1, 6-

oMasabuumkio [3.2.1] oOKTaH-2-KapOOHOBOM KUCJIOTH

Cranusa A: 1-(1, l1-auMe TS TUIIOBHIMA 3dup) n 2-[(4-
HUTpObEeHMIT) ME TUJIOBEIA 3¢up] umuc-5- (MeTunCcynsdoHMI) okcu-1, 2-
nunepmaoMHKapOOHOBOM KUCJIIOTH

PacTBopAlT B  MHEPTHOM  aTMocdepe 112 mn  muxJIOpMeTaHa,
11,25 r (29,5 wmmome) 1-(1,l-muMmermnaTuioBoro sbéupa) u 2-[(4-
HUTPObEeHMIT) METUJIOBOTO sdpupal umMc-5-rmgpokcmu-1, 2-
NUNnepuIMHKapBoOHOBOM  KUCJIOTH (NpuBoOMTCA B Rec. Trav. Chim.
(1959), 78, 648-658) c obuen dopmysoin CigHsN,0; (M=380,398 r).

OxmaxpmamoT Do TeMmnepatypn or 0 mo 5°C, 3aTeM BBOIOAT
nocnenoBaTensHo 5 mu TEA, nanee 2,44 mi MeTaHCysnbdoxmopuna.

TeMnepaTypy npu NnepeMemMBaHMM NOBHWAKT OO0 20°C M OCTaBJSOT
B3aMMOIOEVCTBOBAThL B TeueHue 1 yac. 3aTeMm pazbapasanT
IMXJIOPMETAHOM, NPOMHBAKT 2 pasa BOIOM, CywWaT Halg cyJabdaTom
HaTpusa M BHINAPUMBAKT PacTBOPMTEJIb [IPU NOHUXEHHOM HOaBJIEHUM.

TakuM oOpasoM nojydamoT 16 I CHpPOTO Macjua, KOTOpOoe OYMIanT
XpoMaTorpapuen Ha CuIMKarejge C SJIOMPOBaAHMEM  OMXJIOPMETAaHOM,
comepxammMMm 2% 3TUIALETAaTa.

[lonmyuawoT 9,14 r LeJIeBOoTO nponoykTa c obuen dbopmynon
Ci9H26N20gS (M=458,491 r). Brxon cocrapsaser 67%.

Cramma B: 1-(1, 1-IyMe T3 TUIIOBLIA 3%up) u 2-[(4-
HUTPO®EHMII) METUJIOBEIN 2¢Mp] TpaHc-5-azmuno-1, 2-nunepMamMHKapOoOHOBOMR
KUCJIOTH

PacTroOpsAiT B MHEePTHOM aTMochepe 11,1 r (24,2 mMoun)
NOJIy4eHHOI'O paHee Mes3mujaTa B 111 Mn guMmeTundopmammna .

SareM pobGaensioT 1,73 r asmpa HaTpusa NaNs.

Harperawr ipu nepeMemBaHuU o TeMmriepaTypH go°cC u
BHIOEPXMBAKT [IPM YKasaHHOM TeMmnepaType B TeueHue 18 wuac.
Temnepatypy amoBomar po 20°C, 3sareM ouMmeTuIdopMaMmMI BHIIAPUBAKOT
Npy NOOHMXEHHOM JaBJIeHMM [OO I[IoJlydeHuss HeOoJgbworo obbvema, Jajnee
pastaBnAnT 3ITUNALETATOM M NPOMHIBAKT 2H. PAacCTBOPOM TI'MIPOKCHMIOA
HaTpusa u Bomom. CymaT Hal cCyabdaToM MarHusa, 3aTeM BHIIAPUBAT

PacTBODPUTEJNIM NPU ITOHMKEHHOM HABJIEHUM.



75

[Tony4eHHBI CHIPOM MPOIOYyKT B BUAOe MacJsa OUMMAIT
XpoMmaTorpadpuen Ha CcCuIMKaresJe C IJOMPOBAHUEM  OUXJIOPMETAHOM,
colnepxammMm 2% sTujaleTarTa.

Takum ofpasoM nojaydanor 7,34 I LeJIeBOrO CoeOMHeHusa c obmen
dopmynonn CigHyp3NsOg (M=405,413 r) B BuIOe Macja XeJTor'o LBeTa,
KOTOpOe KPpUCTAJIIM3YETCH.

Brixony cocraBiseTr 75%.

Cragusa C: 1-(1, 1-InMeTHUIS TUIIOBEI s¢up) n 2-[ (4~
HuUuTpobeHnn) MeTusioBelt 2dup] TpaHc-5-aMmHO-1, 2-niunepuIMHKapOOHOBOM
KNCJIOTH

BeomsaT 7,34 r (18,1 MMOJIB) MOJIYy4eHHOT'O paHee as3unga B 150 mn
TerparnopodyparHa um 30 My BOMHL.

HoBaBaswor 7,2 1r TrpudbeHunbocdmHa, =aTeMm OCTABJIAKLT HA HOUbL
npu nepeMmemmMeaHuM npu Temnepartype 20°C.

3aTeM pacTBOPMTENL BHMNAPUMBAKT OPUM [OHMXEHHOM HABJI€HUM U
[MPOBOJNAT IOBE OTI'OHKM BTUJIALLETATOM.

TakuMm obpasoM NoJiydalT Oe3BOIHHINM 3KCTPaKT, KOTOPHEIM OYMIAIT
XpoMaTorpapuein Ha CuIMKaresyie C @ SJIOUPOBAHMEM  IOUXJIOPMETAHOM,
comepxammM 5% mMeTaHoJa.

[MostyyalorT 5,62 1 UeJeBOTO coenuHeHusa C obmel odpopMmysion
CigHo5N30g (M=379,416 r). BrxXon cocrTarnseT 82%.

Cragua D: 1-(1, 1-OvMeTHII3 THUIIOBEIA 20up) u 2-[ (4~
HUTPpOPEeHMIT) ME TUIIOBHINA 3¢up] TpaHc-5- (6eH30ounamMmuHo) -1, 2-
NMNepruIVHKapSOHOBON KUCJOTH

Pacreopsor 700 Mr (1,84 MMONB) I[IOJYYEHHOI'O paHee amMmMHa B
8 M OuxJiopMeTaHa.

OxnaxpailoT »no TeMmnepatypu 0°C, 3aremM BBogsaT 257 mMxn TEA u
214 Mxy SeH3oMIxJIOpPMIA.

TemnepaTypy noBmmanT no 20°C.

[locmie 40 wMmH B3auMoIeMCTBMA pas30aBlIsgOT OUXJIOPMETAHOM,
[IPOMEIBAOT HACHINEHHHM pacTBOpoM OukapfoHaTa HaTpusa, 3aTeM BOIOM.

Cymar Hanm cynabdpaToM HaATpuA, pPacCTBOPUTEJIb BHIIAPMBAKT I[1pU
FIOHMXEeHHOM HaBJIEHUM.

TakuM obpasoM nojaydaioT 867 MI' LeJleBOTO coelMHeHMs C obumein
bopmysiont CysHpoN30,7 (M=483,525 r). Buxon cocraBnseT 97%.

Cragua E: T'mopoxnopud (4-HuTpodbeHMSI) METUIOBOTO 3¢Mpa TpaHC-
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5- (6eHB3OMUNIaMMHO ) —2-TUIIEPUOMHKAPOOHOBOM KUCJOTH

CmemmBapT 861 Mr (8 MMOJb) IIOJIY4eHHOTO paHee amMmuia, 9 M
MeTaHosma u 2,3 Mn 8 M pacTBopa ras3oofpa3HOrO XJjopuoa Bomopoda B
MeTaHOoJe.

TemnepaTypy nosemainT no 20°C M oOCTaBIAKT B3aMMONSHCTBOBATH
B TeyveHue 3 yac. 3arem pobamnsor 1,15 wMn pacTBopa xJjopuia
BoIopoOoa B MeTaHoJIe.

[lepememmBaT B TedueHue 20 MuH npu Temnepatype 20°C, 3arem
BHIAPMBAIOT PACTBOPUTEJIE NPM MNOHMXEHHOM IOaBJIEHUM.

3aTeM OCYWEeCTBJANT OBE€ OTI'OHKM IOUXJIOPMETAaHOM, 3aTeM [OBe
OTI'OHKM STUIIOBEM 3OUPOM.

[IpoOyKT KPUCTANIUBYIT B 3TUIOBOM 3dupe.

TakuMm oBpaz3oM nbnyqamT 715 Mr uUeNeBOTO CoeIOMHeHuUs cC obmen
bopmynionn CygH22CIN3Os (M=419,967 r). Brxon cocraBjsgeT 96%.

Cramua F: (4-HurpodeHusn)mMeTUIIOBEI 3bmp TpaHc-5-
(6eHzounaMmMHo) —1- (XN0pKapBOHUI ) —2 ~NUNEPUONHKAPOOHOBON KMCJIIOTH

CMemmBamoT 1,08 p (2,58 mMoJgb) [IOJTYUEHHOT'O paHee
ruopoxJjopuna M 1l mn ouxJgopMeTaHa.

[lonmyuyeHHYK CyCHeH3MI0 OXJlaxjalT »Oo TemnepaTyp oT 0 mo 5°C u
noBasnawr 791 mMmxkn TEA, 3aTeM K I[IOJy4YEHHOMy pPacTBOPY OOBABJISIOT
161 mxn mupocreHa.

llepememmBaT B TeueHrMe 5 MuH npu Temneparype or 0 mo 5°C,
3aTeM MNOBHMAKT TeMrnepaTrypy o 20°C M OCTaBJASKT NOpPM [epeMelMBaHMUMU
B TedeHue eme 30 MMH.

Hanee pasbaBiaanT OUXIJIOPMETAaHOM, TIPOMHBAKT 10%-HEM BOIHEM
pPacTBOPOM BMHHOM KMUCJIOTH, 3BaTeM BOIOM.

Cywatr Hagmg cynbdaToM HATPMA M BHNAPMBAKT pPACTBOPUTENL [IpHU
[TOHMXEHHOM IaBJIEHUA.

Chpolf NpPOOYKT OuYMIAIOT XpoMaTorpadueir Ha cuamkarejge c
BJIOMpPOBaHMEM CMeCbI IUXJIOpMeTaHa, colepxammMM 5% aleToHa.

MoayyvanT 969 M uLeneBoro coeaMHeHMa C obmel ©dopMyJson
Co1H»C1N3Og (M=445,862 1).

Buxon coormBeTcTByeT 84%.

Cramma G: (4-HuTpodeHus)MeTUJIOBEM 3¢up TpaHC-6-0eH30MI-7-
okco-1, 6-gmazabuumkiio [3.2.1)okTaH-2-KapOOHOBOM KUCJIIOTH

CmemmBailoT B MHepTHoM Tasze 928 wMmMr (2,08 wMMomnb) palee
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[OJIY4YEeHHOI'O CoenuHeHUa U 27 M TeTparmipodypaHa.

[TonlydyeHHB pacTBOp oOxXJjaxpaiorT no -78°C npu nepeMemmMBaHuu,
Jasiee BBomaAT 2,1 mu 1M pacTBopa O6MC (TPUMETUIICUIIMII) aMMaa JIMTUA B
TeTparuigpodypaHe.

OcTaBJIALT npy  NnepeMelMBaHMM B TedyeHue 10 wMumH npu
TeMmrneparType -78°C, 3arem pgmobaBasior 130 MK YKCYCHOM KUCHOTH U
flepeMemMBaKwT, IOBHUAS TeMrnepaTypy no 15°C.

PazfaBJigioT 3TUalLeTaToM, 3aTeM [OoCJeloBaTeslbHO [POMEBAT
10%-HBIM BOIHEM pPACTBOPOM BMHHOM KMCJOTH, ©¢ocdaTHeM OydbepHeM
pacTBopoM Cc pH=7 u BoOIoOM.

CywaT Han cCynbdaToM MarHMUS M BHIIQPUMBAKT pPaCTBOPUTENbL I1PpU
[TOHWXEHHOM IaBJIEHUM.

TakuM ofpas3oM noJjydanT 1,6 I CyXoro SKCTpaKTa, KOTOpPhM
ouMualT XpoMmaTorpaduerr Ha CuIMKaresge C @ 3JOMpOBaHMEM CMeChio
IouxJjopMeTaH/aueToH 98/2.

3aTeM NOPOIOYKT KPpUCTAJJIM3YIOT B 23TUJIOBOM 3dupe ¥ nonyuawnT
204 wMmr eJleBoTO coenMHeHns c obuein dbopmy o C,1H19N30g
(M=409, 441 1).

BrIxOn COOTBeTCTByeT 24%.

CrnekTp 'H-sIMP (CDCl;, 250 MI'n), XMMMUYECKME COBUIM B M.H. U

MYyJIb TUIIJIETHOCTb IIMKOB:

1,98 (M), 2,22 (M) m 2,40 (m): N-CH-CH,-CH; 3,08 (m) mu 3,42
(or): O=C-N-CH,; 4,23 (mm): O=C-N-CH; 4,53 (m): O=C-N-CH;-CH;
5,34 [AB]: COO-CH;-Ce¢Hs, 7,69 (Mm): 8,25 (M): 7,44 (M) m 7,56 (M):
CeHs M CgH4NO,.

MK (CHCl3): 1763, 1744, 1676; 1609, 1603, 1583, 152¢,
1492 cm™.

Macc-cnextp (EI) m/z: [M]* = 409, 304, 273, 201, 105, 77.

[IpuMmep 29b

TpaHc—-6-6eH30uUN-7-0Kkco-1, 6—mnazabuunukio[3.2.1]okraH-2-kapboHoBaA

KUCJIoTa
CmeuwmBapoT 89 Mr ciioxHoro sdupa, NOJIydeHHOToO B IpuMepe 29a,
4 My aueToHa M 6 Mr 10%-Horo Pd/C B kauecTBe kaTaaus3aTopa.
OcTaBJfgOT B3auMMOIENCTBOBaTbL Npu  Temnepatype 20°C npwm
rnepeMeumBaHmMm B aTMocdepe BoOOpoma B TeueHMe 2 yac 45 MmH, 3aTem

KaTaJms3aTop OT(bI/IJ'IprOBbIBaIOT u @VIJII::'I‘paT ynapmeawnT TIpy TIOHMXEHHOM
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OaBIIEHNU.
YkasaHHBM obpasoM [oJIy4daiT 88 mMr CMOJIHI, KOTOpPYIO
kpucranmusywoT B 0,5 Mn aTunosoro sbdupa.
TakuMm o6pasoM IroJiydaonT 54 M LEeJeBOTO COeIMHeHMA C ofuen
bopmynont Ci4H14N204 (M=274,278 r). BHXOn cocraBageT 91%.

Cnextp 'H-fIMP (CDCls, 250 MIL), XMMMYECKME CHBUTM B M.IO. U

MYyJIb TUIIJIETHOCTb [IMKOB :
1,96 (M), 2,10 (M) u 2,37 (m): N-CH-CH,-CH,; 3,13 (m) u 3,41
(oM) : O=C-N-CH,; 4,10 (yw.m): O=C-N-CH; 4,52 (M): O=C-N-CH,-CH;
7,44 (m): 7,56 (TT) M 7,69 (mm) CeHs.
Macc~-cnektp (EI) m/z: [M]® = 274, 229, 169, 105, 77.

[Ipumep 29c

MeTunoBel 3dup TpaHc-6-6eH30MN~7-0Kkco-1, 6—

JMasabuumkio [3.2.1]okTaH-2-kKapBOHOBOM KUCJIOTH

K 28 mr (0,102 MmMoONb) KMCIIOTH, MOJIydeHHON B npumepe 29b,
DOBaBNAKT MNpM MepeMeuMBaHMM 2 MJI OMa3oMeTaHa B IOUXJIOPMETaHe C
KOHLeHTpauuen 12,7 p/i.

PacTBopuTes b BHNAPMBAT I[IPM I[IOHMXEHHOM JIaBJIEHUM, M OCTATOK
ouMmapT XpoMarorpadmern Ha cCuaIMKarese C SJIOMPOBAHMEM CMEChbI
ouxJopMeTaH/sTunauerar 98/2.

[Tonywalor 18,4 MI UeJeBOrO CcoemMHeHUss C ofumel GopMymoil
Cis5H16N20O4 (M=288,305 r). Brixonm cocrapnseTr 63%.

CnexkTp ly-aMp (CDCl;, 300 MIr'u), xXuMMMUYecCKMe CIOBUIM B M.I. U

MYyJIb TUMJIETHOCTb [UKOB:
1,90-2,42: N-CH-CH;-CHz; 3,12 (m) wu 3,44 (mr): O=C-N-CHy;
3,83 (c): CHs; 4,17 (ywm.m): O=C-N-CH; 4,54 (M): O=C-N-CH,-CH;
7,44 (7), 7,56 (7) 1 7,69 (m): CeHs.
Macc-cnekrp (EI) m/z: [M]* = 288, 229, 183, 155, 105, 77.
lIpumep 29d

TpaHnc-6-6eH3onn-7-okco-N- (beHunamernn) -1, 6-

amaszsabuumkio [3.2.1] okTaH-2-kapbokcaMmu g

CmeumBalor 30 Mmr (0,109 wMMosb) TpaHc-6-6eH30MA-T7-0OKCO-1, 6-
aaszabuumnkio[3.2.1]okTaH~-2-kapOOHOBOI KMCJIOTHI, [1OJIYy4eHHOM B
npumepe 29b, 0,5 wMn  guxnopmeraHa, 23 Mr EDCI w13 Mka
BeHzMNIaMMHa .

OcraBnqioT B3aMMOOENCTBOBATh B TeueHue 30 MMH  IIpu
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nepeMemmBaHmm. 3aTeM paszsbaBiAwT OMXJIOPMETAHOM, IpPOMEEBAaKT 10%-HeM
BOJHBIM pPacTBOpPOM BUHHOM KUCTIOTH, OeKaHTUPYIOT u CymarT
opraHuueckyin basy Han cynbdaroMm HaTpMA.

PacTBopuTesib BHIIAPUBAKT MNpPU [IOHMXEHHOM IaBJIEHMM M T[1OJIy4daioT
CHPOM MNPOIOYKT, KOTOPHM OuWMWAT XpoMarorpadmein Ha cuamkaresye c
3JIIOMPOBaHMEM CMeChblo IOuUxXJIopMeTaH/aueTroH 98/2.

Takum obpaszsoM nojgqiydamwT 19,5 MI LUeNeBOTO coeluMHeHUs C obuen
bopmynont Cy1Hz1N303 (M=363,419 1) . Buxon cocraBisaeT 49%.

CnekTp lH-gMP (CDCl,, 300 MT'u), XuMMUecKMUe CIOBUTM B M.IO. U

MyJIb TUILJIETHOCTL IIMKOB!
1,97 (M), 2,34 (M) u 2,59 (M): N-CH-CH,-CH,, 2,90 (m), 3,33
(M), 3,99 (yw.m) m 4,50 (M): O=C-N-CH, O=C-N-CH,-CH, 0=C-N-CHz,
CO-NH-CH2-Cg¢Hs; 6,94 (ywm.T): NH; 7,24-7,58 (M) u 7,68 (M): CeHs-CO
u CeHs—CH,.
MK (CHCls): 3411, 1763, 1680; 1603, 1583, 1519, 1498 cm™'.

[Ipumep 29e

6-Benzsoun-N-[mMeTun (beunsmerun) ]—7-okco-1, 6-

omasabuuukio[3.2.1]okraH-2-kapbokcaMmuy

lloBTOpsT ycnoBua npuMmepa 29d, B3ae 50 mMr (0,182 wmMmoub)
KMCJIOTHI, [1OJIydeHHOM B npuMmepe 29b, u 45 Mkn N-mMeTunbeH3MJIaMMHAa .

lNongyuawoT 12 MI' UeJeBOrO COeIMHEeHMsa C obuwel oopMyJioit
Cy2Ho3N303 (M=377,45 r). Beixonm cocraBngeT 17%.

Macc-cnextp (EI) m/z: [M]* = 377, 272, 105.

Ipymep 29f

6-Bensoun-2- (rmopokcumeTm) —1, 6-amazaduumkio [3.2.1] okraH—7-0H

PacTrBopaioT B MHepPTHOM arTMmocdepe B 3 MN TeTparuipodypaHa
100 mMr (364 MMOJIb ) TpaHc-6—-0eHz0MI-7-0KCO-1, 6~
Inasabuuukio([3.2.1]) okraH-2-kapOOHOBOM KUCJIOTHI, NOJy4YeHHOM B
npmMepe 29b.

OxyaxpjawT OO TeMmlepaType =10°C wu  no6asBiadpoT 40 Mka
MeTuIMopdosmHa, =3arTeM 38 Mk >THaxJIopbopMmarTa.

OCcTaBAnT B3auMOOENCTBOBATH B TeueHue 15 MMH npu
TeMmrieparype -10°C, 3aTeM noBHmaKpT TeMmnepaTrypy no 0°C u nobaBnswoT
27 mr NaBH,;, 3aTem po6aBjAwT MNo KamjaaMmM 1,5 MI MeTaHoJa.

[lepememmBapT TInpu TeMmnepartype 0°C B TeueHmMe 2 uyac, 3aTeM

TeMneparTypy NOBHUAKT OO KOMHAaTHOM .
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HoBapnaoT 3 MJI BOIH, I[I€pEMEWIMBAIOT B TeueHue 15 MuMH, BaTeM
noBaBnsT HECKOJIbKO Karnesub xJjiopuna aMMOHUS . SKCTparupyoT
3TUNaLeTaToOM, CyllaT Han CcyjdbdpaToM MarHusa, (UIBTPYIOT M BHIIAPUBAKT
pacTBOpUTENb [pPM [IOHMXEHHOM IaBJIEHUM.

YkasaHHEM oOOpas3oM noJjydamoT 85 MI' CHpPOT'O NponOykKTa, KOTOPHIM
ouMmamnT xXpoMarorpadmen Ha cCcuIMKaresyie C SJIOUMPOBAHMEM CMEChI
ouxJgopMmeraH/MeraHon 98/2.

Takum ofpas3soM noJiydamoT 25 MI' UeJIeBOT'O coenguHeHus C  obumen
bopmynon Ci4H1gN203 (M=260,3 r). Brxon cocTaBjAeT 26%.

CnekTp !H-IMP (CDCl;, 300 MTu), XUMMUECKME CHOBUTM B M.IH. U

MYJIb TUIIJIETHOCTL ITMKOB:

1,1 (m, 1H), 2,00 (M, 2H) 2,30 (M, 1H): CH-CH,-CH,-CH;
2,19: 3,23 (m) mu 3,26 (mTr): N-CHz; 3,60 (Mm): N-CH-CH,-OH; 3,70
(M) m 3,77 (mnm): CH-CH2-O; 4,56 (mM): N-CH-CH,-N.

Macc-cnexkTp (BMMC) m/z: [M + Nal® = 283, [M + H]' = 261,
[M]* = 260, 229, 105.

lpumep 30

(4-HurpodeHus) MeTmJIOBEM 30up TpaHCc-6-aueTmy-7-okco-1, 6-

onazabuumnkio[3.2.1]okTaH-2-kapOOHOBOMW KUCJIOTH

Pacreopsaior 1 r (2,63 MMONb) MNpPOOYKTa, I[NOJYUYEHHOTO Ha CTaluu
C B npumepe 29, B 12 wMn guxjgopMmeraHa. [Jobaenaior 250 Mka
YKCYCHOIO aHIruipuia, OCTAaBJSKNT B3aMMOLENCTBOBATE B  TeUeHMue
10 MMH npu nepeMeuwMBaHuy, 3BaTeM pas3baBiIgSOT OUXJIOPMETAHOM MU
[NPpOMEBAKT HACHIIEHHHEM pacTBOpoM OukapboHaTa HaTpusd.

OpraHuMueckylo GGa3y cymaT Han cynbdpaToM HaTpuda, YyhHapueBamoT
Jocyxa TIIpM I[IOHMXEHHOM JIOaBJIEHUM U II0JIydaloT 1,2 1-(1,1-
oMeTuNIaTUI1) oBoro u 2-[ (4-HurpobeHms)Merms] oBoro sdmpa TpaHC-5-
(aueTmyiaMmHo) -1, 2-nunepmiIMHKapOOHOBOM KMCJIOTH C ofmweit dopMyson
Co0H27N307 (M=421,453 r).

YkasaHHBEM I[POAYKT MCHOJB3YIT ©6e3 OuMuCTKM Ha CcTaiguax,
aHaJIOTUYHEIX cTagusM ¢ E no G npmmepa 29, M TakuM oOpasoM
nojgydapor 14 M uUeneBOTo coelMHeHMs C obuweit odopmynon CieHiiN30¢
(M=347,330 r). Brxom cocTaBlser 17%.

Cnexkrp 'H-aMP (CDCljz, 300 MI'y) , XUMMHMUecCKkMe CIOBMTM B M.O. U

MyJib TUIIJICTHOCTE IIMKOB:

1,87 (M), 2,00-2,30 (mM): N-CH-CH,-CHz; 2,54 (c): N-CO-CHs;
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2,95 (m) m 3,21 (mM): O=C-N-CHp; 4,26 (yw.n): O=C-N-CH; 4,55 (M):
O=C-N-CHp-CH; 5,34 [AB]: CO;-CH2-CeH4; 7,57 m 8,25 [AA'BB']: CgHs-
NO,.
Macc-cnextp (EI) m/z: [M]* = 347, 304, 211, 169, 125, 43.
Ilpumep 31

(4-HMTpOPeHMNT) METUJIOBEIM U 2-NIPONEHUJIOBHN 3dup TpaHc-7-oKkco-1, 6-

omnasabuuykio[3.2.1]okral-2, 6-oMkapOOHOBOM KUCJIOTH

PacTeopsiT B 8 MJI OuxjJopMeTaHa B aTMocbepe aszora 1,24 1T
(3,278 mMomnp) npoOykTa, NOJyYeHHOro Ha cramum C npumepa 29a.

PacTBop oxmaxpair go 0°C, =zarem moGaBiuawTr no kannam 0,45 mn
TEA, 0,35 Mmn annuiaxjaopdopmmara.

NonmepxupamT npy remrneparype 0°C B TeueHMe 15 MMH, 3aTeM
OCTAaBJISIOT B3auMMOIEMCTBOBATL IIPU [epeMellMBaHUMM B TeueHue 1 uyac
NIpM KOMHAaTHOM TeMIlepaType.

3arem pasbaBaspTr 20 Mg OuxJopMeTaHa, [POMBIBAIOT BOOHEM
pacTBopoM OukapboHaTa HATpMUsa M JIBa pa=a BOLOM.

Cywar Han cyiabdaToM MarHMA M BHIAPUBAKT pPaCTBOPUTENb [pU
[IOHVXXEHHOM HAaBJIEHUM.

YkaszsaHHeM ofpa3oMm noJsydanor 1,5 r 1-(1, l-OuMMeTHUnsTUA) OBOTO M
2-[ (4-HuTpodpeHUII) METUIT] OBOTO sbupa TpaHc-5-[[2-
NPONEeHNJIOKCHK ) kapOoHmI1] aMnHo ] -1, 2-nunepuaMHaMKkapOOHOBOM KUCJIOTH C
obumen dopmyiiont CroHogN3Og (M=462,486 1) .Brxon cocrTasiaseT 99%.

Ykas3aHHBM MPOOYKT  MCIOJNL3YIT Ha  CcTanuax, aHaJIOTUYHKLIX
cramuaM ¢ E no G npumepa 2%9a, wu nojydaor 30,6 Mr uejeBOTO
coenmuHeHMss C obumen o¢opmynont CigHi9N30q, (M=389,368 1) B BUIE
TBepOOIro BelmecTBa 0eJyioro uBeTa. Brxon cocrasiaseT 40%.

CrnekTp 'H-aMp (CDCl;, 300 MI'y), =xXuMMuyeckue COBUITM B M.IO. U

MyJIb TUIJIETHOCTb ITMKOB:

1,91 (M), 2,00-2,29 (Mm): N-CH-CH;-CH; 2,98 (m) wu 3,25
(yw.n): O=C-N-CHz; 4,27 () O=C-N-CH; 4,37 (ywm.c): O=C-N-CH,-CH;
4,77 (yw.n): COO-CH-CH=; 5,33 (c): COO-CHz-CeHy; 5,29-5,46:
CHp=CH; 5,98 (M) : CH=CH; 7,96 u 8,29 [AA'BB']: CeH4-NO,.

MK (CHCls): 1801, 1775, 1738, 1724; 1649; 1608, 1595,
1526 cMm™t.

Macc-cnekTp (SJIeKTPOpPAacCHBUIEHME C IOJIOXUMTEJIbHOM MOHM3aumen)

m/z: [2M + Na]* = 801, [M + Na + CHsCN]* = 453, [M + Na]® = 412.
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Ipumep 31 bis

PeHMIIME TUIIOBEM 2dUp TpaHc-6-6eH30MI-7-0KCO-1, 6~

OMasabuumkio[3.2.1]okTaH-2-KapBOHOBOM KUCJIOTH

CMemvBalT B MHEpPTHON aTMmochepe 200 Mr odeHumnMeTusioBOro sdupa
TPaHC—5- (BEeH30UJIaMMHO ) -1~ (XJIoOpxapBGOHMIT) =2 -NUMNEePUOVHKaPOOHOB O
KUCJIOTH C obmeir dopmynoit C,1H1C1IN,O4 (M=400,87 1), [OJYy4YeHHON IO
crnocofy, aHaloTMYHOMY cnocoby Ha cramusax ¢ A no F B npumMepe 29a,
B 6 M 6e3BOOHOTO TeTparmiopodypaHa M oxJjaxnarwT mno —-78°C.

DoBaBnsoT rno Kariam 0,55 MJI 1 M pacrsopa
ouc (TpUMEeTUIICUIIMII) aMMIa JUMTUSA B TeTparmnipodpypaHe.

OcTaBidAT B3aMMOIENCTBOBAThL NpM TeMmnepatype -78°C npwu
rnepeMenMBaHumM B TedeHuMe 10 MmH, 3arTeM DoBABIAILT 25 MKI YyKCYCHOM
KMNCJIOTH .

TemnepaTypy nNOBHWAT OO KOMHAaTHOM, 3aTeM nobaensawnT 10 M
10%-HOTO BOIOHOTIO pacTeropa BMHHOM KUCJIOTHI. 3KCTPaTrmupymoT
3TUJIaleTaToM, IPOMEBAKRT BOIHEM @QocpaTHeM OydPepHEM PaCTBOPOM C
pH=7, sarTeM BOOOIi M CymaT Hald CyJabdaToM MarHus.

PacrBopuTesp ynapMpamoT OOCYXa NPM [IOHMXEHHOM IaBJIEHUM.

Nosy4dalor 158 mr CHIPOT'O npoaykra, KOTOpPHIM ouMIAT
xpoMaTorpadpuen Ha cunukareje C BJIOMPOBaHMEM CMeChIK0
ouxJjopMeTaH/aueTodH 98/2.

YxkazaHHeM oOpas3oM nogyudamnT 70 MI' UeJIeBOTO COeOMHEeHMH C
obuen dopmysonn Co1HygN,04 (M=364,40 1) . Brxon cocTaBnser 39%.

Cnektp 'H-AIMP (CDClj, 400 MIu), XuMMUUeCKMe COBUTM B M.O. U

MyJIb TUIJIETHOCTE IMKOB:
2,15 (M) m 2,25 (M): NCH-CH,-CH;-CH-CO»; 1,94 (M) m 2,36 (M);

NCH-CH,-CH,-CH-COz; 4,20 (m) N-CH-CO;; 4,50 (xB): NCH-CH,-CH,-CH-

CO2; 3,08 (m) m 3,40 (mT): N-CHy; 5,25 [AB]: CO,-CH,-CgHs; 7,38

(yw.c): CHp-Ce¢Hs; 7,43 (yw.T) M 7,55 (ym.r) m 7,69 (ym.T) CgHs-CO.
MK (CHCl3): 1764, 1744, 1675; 1602, 1584, 1498 cml.

Macc-cnexkTp (BMMC) m/z: [M + Nal* = 387, [M + H]' = 365,
259, 257, 229, 105, 91.

IIpuMep 31 ter

OeHUIIMETUIIOREIM 30uUp 6-BeH30MI-7~0KCO-1, 6—

omaszsabuumkiio [3.2.1]okTaH-2-eH-2-KapOOHOBOM KUCJIOTH

CMmeumBaoT B aTtMmocdpepe aszsora 46 Mmr (0,126 MMosb) MpoadykTa,
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[IOJIYyYeHHOT'O B npumepe 31 bis, n 0,5 mn Be3BOOHOTO
TeTparnopodypaHa.

OxmnaxpamoT no Temnepatypel -70°C m gmoBaensior 0,31 mMn 1 M
pacTBopa OuC (TpMMETMJICUIIAI) aMuIa JIMTUA B TeTparunpodypaHe.

OcTaByALT B3aMMOAENCTBOBATbL IpU TeMmrepartype -70°C npu
nepeMenMBaHMM B TedeHMe 2 uyac, 3aTeM [OBHWAKT TeMlIepaTypy oo
-15°C u poBaBnAnT I©pM ykasaHHOM TemrnepaTtype 0,41 wMmn 0,7 M
pacrBopa C¢Hs-SeCl B TeTparumgpodypaHe.

[lepeMeumBawT npu Temneparype -15°C B TeueHue 15 MmH, 3arTem
TEeMIepaTypy IMNOBHWAKT OO0 KOMHATHOM B TedeHMe 15 MUH M BHUIMBAKWT B
CMeChb BOIH M JbAa, COIOepXallyldo HEeCKOJBKO KaMheJlb HaCHIUWEeHHOTO
BOOHOI'O pacTBopa OukapBoHaTa HaTpud.

SKCTpParupyior 3TUJIaleTaToM, [IPOMEIBAIOT BOIOM, CywarT u
BHIIAPUBAT PaCTBOPUTEJIb [NPU [IOHMXEHHOM IOaBJICHMM.

OcraTok oOuUMWAKT XpoMaTorpadueil Ha CUIMKATENe C 3JIOUPOBaHMEM
CMecbld mmxjiopMeTaH/aueToH 98/2 u noayyawoT 15 MIP QeHMIMETUIIOBOTO
3dupa : 6-6enzoms-7-0kco-2- (beHuncenexnun) -1, 6-
onasabuunkno [3.2.1]okTaH-2-KapBOHOBOM KUCJIOTH C obumeit bopmynon
C27H24N204Se (M=519,46 r). BHxon cocrarnseTr 23%.

CmemmBaioT 15 Mmr (0,028 MMonb) paHee MNOJIYyYEHHOT'O COeOUHEeHUSH
n 0,3 Mn OouxJjopMeTaHa.

OxnaxpaioT o  Temneparypul 0°C wu  pgo6aBJsoT 15 Mr M-
XJIOpHanOeH30MHOM KMCHOTH B pacTBope 0,15 Mn mouxjopMmeTaHa.

OcTarnswoT B3aMMOOeMCTBOBATH npu rnepeMenmMBaHnn npu
Temrneparype 0°C B Teuenme 15 MMH, 3aTeM NOBHWAKT TEMNepPaTypy OO
KOMHAaTHOM,

HobGapysawT npubInM3nTeNbHO 20 mn BOIHI, BKCTParmpymoT
AMXJIOPMETAHOM M OpraHMYeckyw oGasy npoMeBaiT BOOHEM OGochaTHEM
OydepHEM pacTBopoM ¢ pH=7. CymaT Han cyibdaToOM MarHusa, OouibTPYIOT
M BHIIAPMBAKT pPacTBOPUTEJIb [PM [NOHMXEHHOM HaBJICHUU.

YKasaHHEM OOpasoM noJjiyyaoT 15 MI' CHPOTO MPOOYyKTa, KOTOPLIA
ouMumalT xXpoMaToTrpaduein Ha CuIMKarese C BJIOMPOBAHMEM CMEChIO
ouxaopMeraH/aueToH 98/2.

TakuM ofOpasoM roJiydamoT 5 MI UeJIeBOIO CoenMHeHus C obwmel
dbopmysiont Cy1H1gN04 (M=362,39 1) . Buxom cocrabjser 48%.

CnexkTp lH-amp (CDC1l;3, 300 MI'u), XuUMMUECKMe CIOBUITM B M.O. U
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MYyJIb TUIIJIETHOCTE ITMKOB:
2,66 (rm) mn 2,99 (ram): N-CH-CHy; 3,03 (m) wu 3,77 (mom): N-
CHz, 4,76 (7r): N-CH; 5,23 [AB]: CO2-CH;-C¢Hs; 7,02 (mT): N-C=CH;
7,30-7,38 (mM): CHz-CeHs; 7,42 (mMm), 7,54 (T™M) u 7,62 (mM); CeHs-
Co.
Npumep 31 quater

6-BeHnzoun-7-okco-1, 6-mmnazabuumkno [3.2.1] okr-2-eH-2-KapBoHOBaA

KMCJIOTa

CMmeummMBaKwT 20 MmD (0,055 mMMonb) nponykTa, NMOJIYYEeHHOTO B
npumepe 31 ter, nobasnswor 0,4 Mn auetroHa M 4 mMr 10%-Horo Pd/C B
KadecTBe KaTammMs3aTopa.

[lomemaT B aTMochepy BOLOOpOIa M OCTABJAAKT B3aMMOOEMCTBOBATH
B TedyeHMe 3 dYac MPM MHTEHCUBHOM [epeMEWMBaHMUM.

OUITE TRPYKOT u [IPOMEIBAKT KaTajamM3aTop aueToHOM, 3aTeM
MEeTaHOJIOM. OUNIbLTPaT BHIIAPMBAKT NPU NOHMXEHHOM NaBJISHUM.

Takum ob6paszoM nojgydawT 14 MI' ueneBoIo coenuHeHUA c obuen
dopmysont Ci4H1oN04 (M=272,4 1). BuxXonm coctaBnsgeT 93%.

Macc-cnexktp (EI) m/z: [M]* = 272, 105.

Ipumep 32 a

2-IpONeHUJIOBE 3PUP TpPaHC—7-0KCO-6- (2-beHnIMeTokcu) -1, 6-

rasabuuukio[3.2.1] okrad-2-kKapOOHOBOM KMUCJIOTH

Crammsa A: 2-NpOneHnJIOBHI a¢up UUC-5-TrMOpoKcu-1-
(TpudTopauneT) -2 -NMUNEepPUIMHKAPOOHOBOM KUCJIIOTH

Pacteopsor B 17 Mn sTunauerara 17 » (0,059 mone) 1-(1,1-
OMMEeTMJIBTUII) OBOTO MU 2- (2-MpOMneHus) oBoro 3dupa UMC-5-IMOPOKCU-
1, 2-nunepuaoMHKapOOHOBOM KMCJOTH (npuBomuTca B Rec. Trav. Chim.
(1959), 78, 648-658), c obuweint dopmyson CisHp3NOs (M=285,3431 r).

HoGaBnsT npu Temneparype 0°C pactBop 51 M XJIOPUCTOTO
BOOOpOIa B 3TMllaueTaTe C KOHUeHTpauuen 150 r/u.

TeMmnepaTypy [TOBHIIAIOT no KOMHaTHOM n OCTaBJISIIOT
B3aMMOIENCTBOBATL NpPM NepeMellMBaHMM B TeueHme 1 wac 30 MuH.

STunaueTaT  BHNAPUBAT NPpU  [OHMXEHHOM  HaBJIEHUH, 3aTeM
PacTBOPAIT B 3TUIIOBOM 320upe, KOTOpHII, B CBOK OuYepelb, YOAJAOT
IIpY [OHUXEHHOM HOaBJIEHUM.

TakuMm ofOpazoM noJgydamwT 12 D TBEepIoro BemecTBa OJegHO-

XeJITO'O LUBeTa, KoTopoe cMmemmBanT ¢ 200 Mn rerparunpodypaHa.
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OxnaxpawnT 10 Temnepatyph 0°C, z3arem moBarnsior 37,6 ma TEA.

NoonepxmBaT npu Temneparype 0°C, 3areM MeOJIeHHO nOOBABJSAKT
16,8 Mmn TpudTOPYKCYCHOT'O aHIMIpMOA.

NoBrmawT TeMmneparypy no 20°C M OCTAaBAAKT B3aMMOIOEMCTBOBATH
eme B TeuyeHue 20 MUH NpU NepeMelrBaAHUU.

3aTreM pobBaBnsior 20 MI BOIH.

loslyyeHHB pacTBOp I[epeMeuMBaodT B TeueHue 1 uyac 1npu
KOMHaTHOM TeMrnepartype u BeummBaioT B 300 M1 BOOH. 3IKCTPAaIMPYIOT
3TMJIaLEeTaTOoM, [IPOMHIBAT BOOOM, CymaT HaO CyJdbdaToM HaTpus U
BHIIAPUBAKT PacTBOPUTEJb [IPU [OHMXEHHOM IaBJIEHUM.

[TonyyamoT 15,7 T CBIPOTO nponykTa, KOTOPRIA OUMIAIT
xpoMmarorpagduen Ha cuaukarese c BJIOUPOBaHUEM CMEeChI
ouxnopMmeTaH/sTunauerar 90/10.

YxkaszsaHHeM o6pa30oM nojgydaonrt 12,3 1 LeNneBoro CcoeOuMHeHMA C
obwert odopmynonn Ci1Hi4F3NOgs (M=281,23 1) B BuIOe Macja XeJlToro
uBera. Belixon cocraBnsaeT 73%.

Cramusa B: 2-IIpOneHMIIOBHI 3dup TpaHCc-5-
[ (peHmMeTOKCH) aMmHO ] ~1- (TpUdTOPaLETUI) -2 -NUNTEPUOMHKAPBOHOBOM
KM CJIOTH

CmemmBawor 10,9 r (38,7 MMOJL) COeOMHEHMA, I[IOJIYYEHHOTO Ha
craoum A, u 150 Mn aueToHuTpuUia.

[lonydyeHHEIM  pacTBOp OJIeOHO-XEJTOTO UBeTa OXJaxOoaonT Io
TeMmnepaTyps -30°C, 3aTeM poGaBnswoT 4,94 Mmiu 2,6-sjyTUOMHA M 6,7 Mn
aHruIpuna TpubTopMeTaHCYNbOOKMCIIOTH. [lepeMemBaKT B  TeueHMUe
15 MmH, 3aTeM Takxe Ipu Temneparype -30°C moGamsnspor 9,57 r O-
OeHSMIITUIPOKCUIIAMMHA .

[Io oxkoH4YaHMM pJoBaBJIeHMA TemnepaTypy noeesmawnT 0o 0°C wu
OCTaBJIANT B3aMMOIEMCTBOBATL B TedeHMe 1 Yac OpuM yKasaHHON
TeMriepaType. 3aTeM [OBTOPHO pobamBiasdior 4,9 wi 2, 6-JyTuMOMHA U
OCTaBJIAKT B3aMMOINENCTBOBAThL B TedeHMe 3 IHel I[IpU TeMnepaType
0°cC.

SaTeMm pPeaxKUMOHHYIO CMecChb BJIMBAIOT B 500 Mn BOOH u
IKCTPaArMpyoT 2TUJIaUueTaTOM. [locnenoBaTesbHO  INPOMBIBAIOT  BOIOM,
BoOHeM  dpochaTHemM OydepHeM pacTBOopoM ¢ pH=7,0, HaCHIeHHEM
pacTBOPOM XJOpuIa HaTpusa B BOle, 3aTeM CHOBa BOJIOM.

CymaT Han cyJbdaToMm HaTpyAa W pPacTBOPUTEJIE BHNOAPUBAKOT NpU
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[TOHWXEHHOM IaBJIEHUM.

TakuM ofOpaszoM noJsyyainT 23 I CHPOTO MPOAYKTa, KOTOPHIA
pacrBopsiT B 150 M IOuxjgopMmeTaHa. [IpoMeBapT 10%-HBIMM BOIOHEM
pacTBOPOM BMHHOM KMCJIOTH, 3aTeM cymaT Hal cyabdaToM HaTpud,
pacTBOpUTeEsIb BHIIAPMBAOT [IPU NOHMWXEHHOM OaBJIEHUM,

Takum oOpasoM IrojydarnT 16,1 D Macyia XeJTor'o uBeTa, KOTOpoe
ouumanT xXpoMmarorpaduert Ha cuiImMkarese.

Monywaroor 12,1 T UejNeBOro coemuMHeHuUsa C obmeit Qopmyson
C1gH21F3N204 (M=386,37 1) B BUIE KpMCTAJUIOB. BrXOHO cocTaBjser 72%.

Cramna C: 2-IIpOneHUJIOBHM 3¢up TpaHC-5-
[ (beHMIMETOKCHU ) aMMHO ] =2 -UNEePUINHKAPOOHOBOM KMUCJIOTH

80 Mm  MeTaHOJla oOXJaxIaoT OO TeMmnepartypu -10°C, =zaTrem
nobaraswT 4,15 r (37,8 MMonb) NaBH4.

K 3TOlt cMecu npu nepeMeuMBaHUM MeIJIEHHO HOOABJAKOT B TeueHue
30 mMmH, nonmmepxuBas TeMmnepartypy npm -10°C, pacteBop 10,6 1T
(27,4 MMONB) paHee MNOJYYeHHOTO coemuHeHusa B 80 M1 MeTaHoJa.

BaTeMm TeMrnepaTypy  [1OBHIIAKLT o 0°c, 3aTEM  YKa3aHHYR
TeMriepaTypy NOIOEPXMBAIOT B TeueHMe 3 yac.

PeakUMOHHYI CMeCb BHUIMBAKT B cMech 450 Ma JgbpOda M BOOH U
150 mn 3TUJIAaueTaTa. IekaHTUPYIOT, [IPOMBIBAIT BOIOM, 3aTeM
opraHnmyeckypo ¢asy cywaTrT Han CyabbaToM HaTpMs M BHIAPUBALT
pPacTBOpPUTEJNb NPY TNOHMXEHHOM HaBJEHMUM.

Takum obpasoM noJydaoT 8,2 I Macja XeJToro LBeTa, KOTopoe
pacteopapT B 80 mMn TerparmaopodypaHa, mnoGaBIALT pacTBop 2,43
maseJsieBoOM KucJoTH B 25 Mn TI'®G. BHKpUCTaNIM30BABUMMACA okcaJjarT
OTOMILTPOBHBAIT M [IPOMEBAIT HeboJjbmyM KoJguuecTBoM TI'®, 3arem
CymaT NOpM MNOHMXEHHOM HaBJEHMM UM PAaCTBOPAIT B HACHIIEHHOM pPacTBOpe
OukapboHaTa HaTpMA. 3KCTPaAIMpPyOT 3TUJIALETaTOM, OpPTaHUUYECKyw Gasy
NMPOMEIBAIOT BOOOM M  pacTBOPMTEJSb  BHIIAPUMBAKT IIPM  [NOHMKEHHOM
OaBJIEHUN .

TakuM obpaszoM nosayvawor 4,39 1 UeneBoro coeluMHeHus C obuen
bopmysion C16H22N203 (M=290, 36 ) B BUIE Macna, KOTOpoOe
KpUucCTaJnIM3yeTcsa Npu TeMrneparype Huxe 20°C. Buxon cocramJsgeT 55%.

Cramua D: 2-IIpOrneHuUsIOBbLI 3pup TpaHC—7-0OKCO-6- (2-
beHmmmeTokcH) -1, 6-mmazsabuunkio[3.2.1] -okTaH-2-KapBOHOBOM KMUCJIOTH

PacrBopsior B aTMmochepe azsora 3,2 r (1l MMOJB) T[IOJIYYEHHOTO
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paHee Mmacna B 500 mn aueToHuTpMIa.

[ToslydeHHEM pPacTBOP OXJaxpaioT npu Temneparype 0°C Ha GaHe coO
JbaoM u pobasnaoT 3,37 mn TEA, zarem 0,796 Min moupocrenHa um 1,48 1
DMAP.

TemnepaTypy roBumanT no 20°C ¥ OCTaBJSAKT B3auMMONEMCTBOBATHL
npy nepeMemyvBaHMM B TeUeHMe 2 uac.

SaTeM peakKUMOHHYI0 cMechb BauBaowT B 200 M BOOHOI'O pacTBOpa
0,1. conaHoM kucaoTh, pobasiasior 400 M BOOE, SKCTPATUPYIOT
IMXJIOPMETaHOM, I[IPOMEIBAIOT BOOOM M CymaT Han CyjabdaToM HaTpus.

3aTeM BHIIAPUMBAKT pPAaCTBOPUTEJL I[IPM T[OHMXEHHOM MHaBJIEHUM U
nosgydaior 3,1 I ueyeBoro coeIuMHeHMs C obmenn o¢opmysnoint Ci7HzoN204
(M=316,36 ) B BuUOe KPMCTAJUJIOB. BHXOHO cocTabBjsaeT 89%.

CnexkTp 'H-aMp

1,66 (M) u 2,00-2,16 (M) O=C-CH-CH»-CH,; 2,94 (m) wu 3,07
(nr) N-CHz, 3,31 (M) N-CH-CH; 4,14 (mm) O=C-CH, 4,68 (aor) CH,-
CH=CHz; 4,90 u 5,06 [AB] CH»-CeHs; 5,26 (m xB) u 5,34 (m xB) CHy-
CH=CHz; 5,92 (M) CH2-CH=CHz; 7,37-7,42 (M) CeHs.

MK (CHCl3): 1748; 1646; 1496 cm™ .

Macc-cnexkTp (SJIeKTpOpacCHBUJIEHME C MOJIOKUTEJIEHON MOHM3alMen)
m/z: [2M + Nal]® = 655, [M + Na + CHiCN]* = 380, [M + Na]* = 339,
[M + H]* = 317, 289, 91.

pumep 32b

Tpaac-7—oxco—6—(QeHMHMeTOKCM)-1,6-nma3a6mumxno[3.2.1]—0KTaH—2—

Kap60HOBaH KKCJIOTa N ee COJIb C LUMKJIOTEeKCUIIAMUHOM

PacTBOpPAKLT B aTMocdepe asora 2,21 r (6,98 MMoOIb)
COenuHEeHUs, TOJIy4eHHOT'O B npumepe 32a, B 44 M IuxjopMeTaHa.

HoBaBasioT 0,5 M pacTBOp STUIINEeKCaHoaTa HaTpus B
3TujalerarTe.

Hanee noGaBJiAlT B OIOMH npueMm 242 Mr TerpakuctpubeHunpocomHa
najnanusa, SaTeM I[epeMellMBalT B TedueHue 1 yac. PasbaBndawnT 22 M
sTurauerara u nobaBasaT 75 M HacCHUEHHOT'O pacTBopa NaH,POy.

3aTeM D3KCTPaAarvpymoT 3TuilalueTaToM UM opTraHMuecKyl ¢asy cymar
Hag cyJabdaToM HaTpuA. PacTBopuTenb BHIAPMBAIT NOPU [OHMKEHHOM
OaBJieHUM U [oJydalor 3,5 r ocTarka XeJToro LBeTa, KOTOPHRI
pacTBopAlT B cMecu 11 mn sTtunauerara u 0,8 M UMKIOTEKCUIIAMMHAE .

Kpucrannmiyeckymw COJIb LUKJIOT'€ KCUJIaMMHAa OTOeJIAT
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¢MIbTPOBaHMEM M NPOMEIBAT STUJIOBHM 3bupoM, 3aTeM pacTBOPUTEJb
BHI[1aPMBAKT IPM NOHMXEHHOM HaBJIeHMM. YKasaHHEM oOpas3oM MOJyuYaiT B
cymme 2,51 T KpUCTaJUIMUECKOM COJIM, KOTOPYK PAacCTBOPAKT B 25 M
HACHIWEHHOT'0O BOIOHOIO pacTBopa NaH,PO4. 3JKCTparuMpyoT 3TUNIALETATOM,
O0BEIMHAKNT OpTaHuMYeckue ¢asel M CywaT Hal CysbdaToM HaTpUA, 3aTeM
PacTBOPUTEJIbL BHIIAPUBAIT [PU [IOHMXEHHOM NaBJIEHMM.

Ykaz3aHHEM obpasoM noJaydawT 1,82 I UeneBOoro CoOeIMHEHUA C
obmwen dpopmysion CigH1gN204 (M=276,29 1). Brixom cocTaBysgerT 94%.

CnexktTp 'H-aMp (CDCls, 300 MI'u), =XMMMUYecKuMe CIOBUTYM B M.H. U

MYyJIbTUIJIETHOCTb [MKOB:
1,68 (M) wm 2,20-2,22 (M): CH-CH,-CH-CH; 2,89 (m) m 3,11
(nom): N-CHp; 3,34 (mm) N-CHp-CH, 4,13 (yw.m): N-CH-C=0; 4,90 »u
5,05 [AB]: CHp-0; 7,32-7,43: CeHs.
Macc-cnekTp (BMMC) m/z: [M + Nal® = 299, [M + H]* = 277, 91.

Ipumep 33 a

[lMpuaMHMEBasa CONb TPaHC-7-0KCO-6- (cynbdorkcu) -1, 6-

orasabuumkio [3.2.1] -okTaH-2-KapBOHOBOM KUCJIOTH

Cramma A: TpaHc-7-0kco-6- (peHunMmeroxkcu) -1, 6-
maszabuumnkio[3.2.1] ~okraH-2-kapBokcaMu

PacrBopsaiorT B 30 Mn aouxjgopMmeraHa 1,1 r© (4 MMOJIb) CoemMHEHMUS,
NoJIy4YeHHOT'O B npumepe 32b.

K ykazaHHOMy pacTBopy unobGaenswT 0,67 mn TEA.

PacrBop oxnaxpmaioT no 5°C M [OOCTAaTO4YHO OHCTPO IOBaBIIALT
0,57 Mmn msoByrunxiopdopmmara.

[lepemewnBaloT B Teuenme 20 MUH npu TeMmneparype 5°C, 3arem
Me OJIeHHO npu SHEPIUMUYHOM repeMeliMBaHnm nobaBisoT 3 MJT
KOHLUEeHTPUPOBAaHHOTO aMMMaka.

[lepememmBaHve MpoOOOSKAKT B TeyeHMe 1 uyac 0OpM KOMHATHOM
TeMmreparype, PEeakKUMOHHYIO CMecChb pasbaBaSgoT 30 mn BOJIHI,
SKCTParMpyioT IOUXJIOPMETAHOM, I[IPOMHBAIOT BOLOM, CylWlaT Hal CyJbdaToM
HaTpuAa M yrnapmuBamoT IPpM NOHMXEHHOM IaBJIEHMM.

MonyyaioT 1,1 r LeJIeBoro coenuMHeHus c obuen dpopmysion
C14H17N303 (M=275,31 r). BHXOI KOJMYECTBEHHHI.

Cramus B: TpaHc-6-ruaopokcu-7-okco-1, 6-nnasabuumkno[3.2.1]-
OKTaH-2-kapBbokcaMun

CMeumBaoT 1,1 r© coemuHeHMs, [OJYUYEHHOTO Ha cramum A, 30 i
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MeTarHona u 300 mMr 10%-Horo Pd/C.

[lomemalor B aTMocepy Bomopoma, 3aTeM CMeChb BHEepPITMUHO
repeMemMBanT B TedeHue 45 MMH.

3aTeM KaTaJM3aTop OTOMIILTPOBLIBAIOT, I[IPOMEIBAIT METAaHOJIOM,
3aTeM CMeCbl OMXJIOPMEeTaH/MeTaHOJ.

dunbTPpaT ynapuBaKoT IIPM IIOHVMXEHHOM OAaBJIEHUN.

TakmM o6pasoMm noayudawT 800 MIr ueneBoro coeaomMHeHusa ¢ ofmeit
bopmysiont C;H131N303 (M=185,18 r) B BuOe BecCLBETHO! IMEeHH.

Cramma C: CoJsp nDUpMIOMHUA TPAaHC-7-0KCO-6- (cynpbokcu) -1, 6-
omaszsabuumukino [3.2.1] -okTaH~-2-kapbokcaMmua

CmeunBawT B aTMocdepe asora 800 Mr noJsfydeHHOIO paHee
coenuHenmsa u 20 my 6e3BOIOHOTIO MNUPUIOMHA.

SareM pobBamaapT 1,91 r koMnnekca SO;—-NUMPUOUH.

CMecr nepemeumBanT B TedeHue 20 MMH 2 IIpM KOMHATHOM
TeMmneparype.

3aTeM peakUMOHHYK® CMeChb OTOUILTPOBHBAKT M pPaCTBOPUTENb
BHIIAPMBAIOT NIPU [OHMXEHHOM HaBJIEHUM.

YkamaHHEM oOOpas30M [IOJIyYalnT LeJjleBoe COeIUHEeHMe ¢ obmeit
dopmysiont Ci1oHi16N40gS, CsHsN (M=344,35 1) B BUIe BellecTBa XeJTOI'O
uBeTa.

pumep 33b

Cosib TeTpabyTUJIaMMOHMS TpaHC-7-0KCo-6- (cynbdpokcu) -1, 6-

Iuaszabuumkyio[3.2.1] -okraH~-2-kapbokcaMmaa

MMoJlyyeHHE! paHee NponyKT BBOAAT B 40 M/ KOHLUEHTPUPOBAHHOI'O
BOIOHOTO pacTBopa NaH;PO4, 4YTOOH NOJYy4YMThL BHaueHue pH 4.

OKCTpaIrMpyoT 3STUlaueTaToM, 3aTeM K BOOHOM Odase JobBaBJgoT
1,01 r Bucynsdpara TerpabyTHUIaMMOHUA.

[lepememBarT B TedeHme 10 MMH IIpM KOMHATHOM TeMIlepaType,
skcTparuvpylor 4 pasa no 300 Mn 3TUIaueTaToM, CyllaT OpPIaHUYECKYIO
basy Han cynedpaToM HATPpUSA U yNapuBaOT [IPU [OHMKEHHOM HaBJIEHUM.

YkasaHHeM OOpasoMm noJydawT 1,530 T 6ecuBeTHONM IE€HH, KOTOPYK
ouMmAaKRT Xpomarorpaduen Ha cunmukKaremne c 3JIOMPOBaHUEM
pacTBOpuUTesleM alueToH/muxnopMmeraH/TEA 50/48/2.

TakmMm oOpasomM nonaydamor 1,02 r uUeneBoro mnponykTa c obument
bopMmysiont Cy3HgagN40¢S (M=506,71 1) B BuIOe OecUuBeTHOM NeHH. OBumi

Beixon 50%.
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[Ipumep 33c

HaTpueBasa COJIb TpaHC-7-0KCo-6- (cynsdokcu) -1, 6-

oazabuuukio[3.2.1] -okraH-2-kapfokcaMmoa

[IlpooykT, IMOJIydeHHH B npuMmepe 33b, pacTBOpAT B 7 MI CMecu
aueroH/Boma 1/1, =3arTeM noMemamwT B KOJOHKY C 180 r© cMoax DOWEX
50WX8 B dopme Na' u smoupyoT Bonmoi. [ocne BHNapMBaHMA BOOH NpPU
[TOHMXEHHOM HaBJIEHMU [POOYKT KPUCTAJIIMBYIOT .

TakuMm obpasoM noJgydaiorT 542 MI' LeJleBOTO CcoenMHeHuss cC obuen
dbopmysont CyH;oN3NaOgS (M=287,23 r). Brxonm 94%.

CnexkTp H-gMP (OMCO, 300 MI'u), xXuMMUEeCKMe CIBMTM B M.IO. M

MyJIb TMIIJIETHOCTE ITMKOB:
1,55-2,10 (3H) : CH-CHz-CH-CH; 2,91 (m) un 3,02 (yw.nm): N-

CHz; 3,38 (ym.c): N-CH-CH; 3,68 (m): N-CH-C=0; 7,23 m 7,44: NH.
Macc-crnexTp (2JeKTpOpacHeyieHMe C OTpMLATEeJIbHOM MOHM3auuen)

m/z: [M]™ = 264.

Ipumepu ¢ 34 no 47

Crnenyomye kapfokcaMmObl [IOJIydamT IO cCcrnocoby, aHaJloTUUHOMY
crioco®y, KOTOpPHIM TIpuBeneH B npuMmepe 33, B3AB B KauecTBe
ucxogHoro 110 Mr KMCJIOTH, MOJyYeHHOM B npumepe 32b.

EoMHcTBEeHHasa pasHMLA COCTOMT B TOM, YTO Ha cTagum 1
WCIIOJNIb3YEMEIE  peareHT, TO eCcTb pacTBOP aMMmaka, 3aMeHSaT
COOTBETCTBYNOUMM PaCTBOPOM aMMHa.

Takum  oOpasoM, uU3MeHAeTCcH TOJIBKO Tpynna Ri, KoToOpas
onpegneJjieHa IOJAa dopMmyJiH 1.

NMpumep 34

M3 49 Mk OeHs3uaMMHa I[OoJydawT 64 MI' HaTPUEBOM COJIM TPAaHC-
7-okco~N- (peHunMeTnn) -6~ (cynedpokcu) -1, 6-
onazabuumkio [3.2.1] okraH-2~-kapbokcaMmuua ¢ ofumM BHXOIOM 38%.

Macc-cnekTp (3JIeKTpopacheUIeHUEe C MNOJIOKUTEJIBHOM MOHM3aumen)
m/z: [M + Na]® = 400, [M + H]* = 378.

[pumep 35

N3 43 MK 2-nupuIMHMeTaHaMmMHa MnojydamrT 37 MI' HATPUEBOM COJIU

TpaHC-7-0kco-N- (2-nupuaomHuiIMe 1) -6- (cynsdpokcu) -1, 6~
omasabuuukno [3.2.1]okTaH-2-kapbokcamuma ¢ oBummM BHxomoM 14%.
Macc-cnekTp (2JIEKTPOPACIHHJIEHME C [OJIOKMTEJILHOM MOoHM3aluen)

m/z: [M + H]® = 379.
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MMpuMmep 36

M3 51,3 Mr 3-nupumiMHSTaHaMMHa MOJIydawT 42 MI' HAaTPMUEBOM COJM
TpaHc—7-0kco~-N-[2~ (3-nupuOuHMI) 3TKui] -6- (cynedokcu) -1, 6-
mmasabuunkio[3.2.1]okraH~-2-kapbokcaMuna ¢ obumM BeXOOOM 20%.

Macc-cnekTp (3JeKTpOpacChuJIEeHNE C [OJIOXUTEJIbHOM MWMOHMBaLMen)

m/z: [M + H]T = 393.

[lpuMep 37

M3 51,3 Mr 4-nupmaomMHaTaHaMmHa noJydaioT 40 MI HaTpUMeBOM COJM
TpaHCc—7-0kCcO-N-[2- (4-nupuamuunn) aTui] -6- (cynepokcu) -1, 6-
oMasaduumkio [3.2.1] okraH-2-kapfokcaMmuaga ¢ Buxomom 20%.

Macc-crnekTp (sJekTpopaclbUleHre ¢ IOJIOKUTEJbLHOM MOoHM3aluuen)
m/z: [M + Na]® = 415, [M + H]' = 393.

lpumep 38

M3 50,2 Mr 2-nupummMH®TaHaMMHa [oJydaloT 45 MI HaTpueBol coJm

TpaHC—-7-0KCO-N-[2- (2-nupuIOMHNUI) 3TUN] -6- (cyaedokcu) -1, 6-
onazabuuukino [3.2.1]okraH-2-kapbokcaMmua C BHXoOIOoOM 23%.
Macc-cnekTp (BJaeKTpopacHbBUIeHMEe ¢ MNOJOXUTEJILHOM MOoHM3auuein)

m/z: [M + H]Y = 393.

Ipumep 39

M3 58,3 Mr 3-ammHobeHzamuma nojydaiT 43 MI HaTPMEBOM COJIU
TpaHC-N- [ 3- (ammHOkapOoHui) penmn] -7-okco-6- (cynbdokcu) -1, 6-
mmasadbuumkio[3.2.1]okraH~-2-kapfokcaMmuaa C BHXOIOM 22%.

Macc-cnexkTp (sJieKTpopacnheleHMe C OTPMLATEJbHOM MOHMBaumen)

m/z: [M]™ = 383.

Npumep 40
U= 58,3 wMp 4-nyuMeTnaMMHOOEHB3aMMHA  [IOJIy4daiT 65,3 wMr
HaTpUeBOM comu TpaHc-N-[4- (ouMeTnnaMmHo ) peumn] -7-okco-6-
(cynbdporcu) -1, 6-nuazabuumkio[3.2.1] okraH-2-kapbokcammuaa C

BeiIxonoMm 40%.
Macc-cnekTp (2JeKTpOpacHEJIEHUE C OTPULATEJIEHOM MOHM3auuen)

m/z: [M]™ = 383,

llpumep 41

U3 58,3 Mr 3-mguMeTusaMMHOOEH3aMMHa NoJgydanwT 91 MI' HaTpueBOM
COJn TpaHc-N- [ 3- (auMeTunammHo) denmn] -7-okco-6- (cynbdpoxkcu) -1, 6-
omasadtuuukio [3.2.1] okraH-2-kapbokcaMmia C BHXOIOM 54%.

Macc-crnekTp (2JIeKTpopacleUleHMe C OTPMLATEJILHOM MOoHM3auuen)
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llpumep 42

M3 43 wMxa 4-nupuIMHMETaHaMMHa I[oJydainT 24,6 MI HaTPUEBOR
CoJn TpaHCc-7-okco-N-[4~- (nupuonHui) MeTun] -6- (cynndoxcu) -1, 6-
mmasabuuukio [3.2.1]okraH-2-kapbokcamMmuua C BHIXOOOM 15%.

Macc—-crnekTp (9JIeKTpOopacIlEUIEHUME C OTPULATENbHOM MOHM3alumen)

m/z: [M]™ = 355.

[lpumep 43

M3 44 wMxn 3-nupuiIMHMeTaHaMMHa noJgydaoT 44,7 MD HaTpueBOM
CoJn TpaHC-7-0kCO-N- ( 3-NMUpUIOMHUIME TUI] -6— (Ccynbdokcu) -1, 6-
mmasadbuumkio[3.2.1] okrad-2-kapbokcaMmia C BHXOOOM 26%.

Macc-cnekTp (sJeKTpopacliJIeHVe C OTPULIATEJIEHOM MOHM3auuen)

m/z: [M]™ = 355.

[lpumep 44

Us 84 mMrp (.+-.)-.anvda.-aMmHoOBeH3OJANPONAHAMUIA noJyiydamnT
55 Mr HaTpueBoil cosm TpaHCc-N-(l-amMMHO-1-0OKCO-3-beHun-2-nponum) -
7-okco-6- (cynbpokcu) -1, 6-nmasabuunkno[3.2.1] okraH-2-kapBokcaMmia
C BRHIXOIOM 27%.

Macc-crnekTp (oJeKTpopaclhlIeHME ¢ OTpULIATEJbHOM MOHM3aluen)

m/z: [M]™ = 411, 321.

llpuMmep 45

3 46 Mr TruIpoxJyopmpa 2-aMMHoaueTraMmuuna M 61  wMka  TEA
nojiydamoT 25 MI' HaTpueBOM com TpaHCc-N-(2-aMMHO-2-0KCO3THia) -7-
okco-6- (cynvdpokcu) -1, 6—auazabuumkno [3.2.1]okTaH-2-kapBokcammua C
BHIXOOOM 13%.

Macc-cnekTp (SJleKTpopacllbUleHMe C OTPULATENbHOM MOHM3auuen)

m/z: [M]™ = 321, 249.

llpumep 46
N3 64 wMmr (3-ammHOpeHMII)MOUEBMHH NojyuyaioT 43 MI HaTpUeBOM
conu TpaHCc-N-[3~ [ (amMmHOkap®oHMI) aMmHO] beHnn] —7-okco-6-
(cynedokcu) -1, 6-mnazaduumkno [3.2.1]) okraH-2-kapbokcaMmuaa c

BHIXOIOOM 24%.
Macc-cnekTp (®JIeKTpopacHbUIeHUME C OTPMLATEJBHOM MOHU3auuen)
m/z: [M]~ = 398, 153, 111.

MMpumep 47

M3 63 Mr (.+-.)-.anbda.-ammHobeHzOJaAlLleTaMMIa MoJydampT 64 Mr
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HaTpueBOMt cosm TpaHCc-N- (2-aMuHO-2-0KCO-1-peHnnasTunmi) -7-oKco-6-
(cynbdpoxcu) -1, 6-nmazabuumkio [3.2.1] okTaH-2-kapbokcaMmmuua c
BeIxonoMm 38%.

Macc-cnekTp (sJekTpopacIlbUl€HME C OTPULATEJILHON MOoHMBaUuuen)

m/z: [M]” = 397.

lIpuMmeps ¢ 48 nmo 51

Cnegngywoimme COeOMHEeHUs oIy 4anT us 110 mMr COeOUMHeHUus,
NOJIYYEeHHOTO Ha cramy E B npumepe 32, KOTOpHE KaXOeMi pas
S3TepudMLUUPYIOT NOOXOOAIMM  CIIMPTOM, YTOBE  [OJIYYMThb KOHEeYHEN
IPOOYKT.

3aTeM MOBTOPHAKT YCHOBMA cTamui ¢ B no E B npumepe 33.

[lpumep 48

s 31,5 Mr 2-runpokcmualeTamMmpa nojgydaior 54 MD HaTpueBOil
ConmM 2-aMMHO-2-OKCO3TUJIOBOTO 3dMpa TpaHC-7-0KCco-6- (Cybdokcu) -
1, 6-mmazabuumkino([3.2.1]oKkTaH-2-KapOOHOBOM KUCJOTH C BHXOIOM 32%.

Macc-cnekTp (SNeKTpOpacHeJIEHME C OTPULATEJIbHOM MOHM3aumein)

m/z: [M]™ = 322.

llpumep 49

U3 51,7 Mmr 4-nupuaouHsTaHOJNa nojgydanT 20 MI HaTpueBOil COMM
2- (4-NUPpUIOMHUI) 3TUJIOBOTO sbupa TpaHC-7-0KCO-6- (cynbdpokcu) -1, 6-
anazabuumkno [3.2.1] okTaH-2-KapOOHOBOM KUCIOTH C BHXOIOM 8,5%.

Macc-cnekTp (sJeKTpopaclhyleHue C OTPMUATEJBHOM MoHU3auueln)

m/z: [M]™ = 370.

Mpumep 50

N3 47,3 Mr Z2-nuMpuIMHBTAaHOJIa [NoJjiydyaoT 47 Mr HaTpMUEBOM COJU
2- (2-NMMPUIONHWUIL) 3TUIIOBOTO  3¢upa TpaHC-7-0KCO-6~- (cynbdokcu) -1, 6-
omasabuumkiao [3.2.1]okTaH-2~-kapBOHOBOM KMUCJIOTH C BHXOOOM 23,4%.

Macc-crnekTp (®JIeKTpOopacCHNRJIEHME C OTPULATENbHOM MOHM3aLMen)

m/z: [M]™ = 370.

[lpumep 51

Vs 57,7 Mr 3-nupuamHSTaHoJa noaywanT 50 MI HaTpueBOM cosu
2- (3-NMMPUIOMHUI) STUJIOBOTO  3¢Mpa TpaHc-7-0oKco-6- (cynbdokcu) -1, 6-
mmaszadbnumkio [3.2.1]okTaH-2-kapOOHOBOM KMUCJOTH C BHXOIOM 26%.

Macc-crnekTp (SJeKTpopacHbJIEeHUME C OTPULATEeJIbHOM MOoHM3auMeln)

m/z: [M]™ = 370.
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Mpumep 52

HaTpuesas COJIb 3-mMeTOoKCU-6- (CynbbokcHu) -1, 6-
onazsabuumkino[3.2.1]okr-3-eH-7-0H

Cragya A

PacrBopsior 10 r (50 mmone) 1, l-muMerunaTuiosoro sdupa 3, 5-
amokco-l-nunepmauHkapboHoBoM kucjora B 10 MO MeTaHoJsla, =aTeM
nobaBnaoT 6 T (54 MMoJsb) rMIOpoxnopuma O-allIMIITMOPOKCUIAMMUHA .

OcTaBnsT IpM [epeMelMBaHMM B 2 TeyeHMe 3 yac, 3aTeM
BEIIAPMBAIOT pPacTBOPUTENL NPM MMOHMXEHHOM IaBJIEHUHA.

Ocalok pacTBOPAKT B BoIe, DBKCTParuMpyioT OUXJIOPMETAHOM,
NMPOMEIBAKT OpTaHMYecKylw OGasy BoOmoM, 3aTeM CcymwaT Hal cylbdaToMm
HaTpuA.

[locsie ¢uabTpauMy ¥ BHIIAPUBAHUSA pPaCTBOPUTEJSIS IIPM [IOHMXEHHOM
naBjeHun nojaydawor 10,6 r 1, l-muMeTunaTuioBoro sdmupa S-mMeToKCU-3-
[ (2-nponeHunoxkcu) uMmHoO] -3, 6~ourunpo-1 (2H) -NMPUIMHKAPBOHOBOM
KUCJIOTE] c obmen bopmynon C14H22N204 {(M=282, 342 r). BuIXon
cocraenser 75%.

Cragusa B

B konby nomemalor 10,6 r (37,6 MMONbL) NpPOOyKTa, MOJIYUYEHHOTO
Ha cramgum A, u 212 MiI MeTaHoJA.

PacTBop oxJjaxmaioT OO0 TemnepaTypH -5°C, npo6asnsioor 37,8 T
umaHoboprunpuaa HaTpus, 3aTeMm 58,2 mi spupara dropuma Gopa.

SareM pasbaBJAT OUXJIOPMETAHOM, BHUIMBAKT B CMeChb BOIOH M 2H.
TMOPOKCUIA HaTPUsA, DSKCTPATMPYIOT IMXJIOPMETAHOM, OpPTaHMYEecCKyl oGasy
NpoMeIBAKT BONOM, cymaT Han cyjabdparoM HaTpusa, O(UIbTpyoOT U
BHIIQPMBAT PACTBOPUTENL [PM [IOHMKEHHOM NAaBJIEHUM.

[TonydeHHHN MNPOOYKT OYMIIAT XpoMaToTpadmerr Ha cuauKarese c
3JIOMPOBaHMeEM CMechblo 3TunaueraT/auxiopmeraH 10/90.

Takum o6pasoM nonayyawor 5,5 r 1,l-guMeTun>TUNOBHM 2dup 5-
MeTOoKCH—-3-[ (2-NponeHnNIoKCH) aMmHo ] -3, 6-gurngpo-1 (2H) -
NMpMIMHKapOOHOBOM KM CJIOTEHI c obuen dbopmynon C14H24N20,
(M=284,36 r).

Beixon cocramBaseT 51%.

Cranus C

B kon6y nomemawnT 5,5 r© (19,3 MMOJB) NpOOyKTa, I[IOJYYEHHOTO

Ha cramuu B, 27,5 mn muxjnopMmMeraHa M 4,2 MJI aHM3o0Ja.
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3arem npobasjsawTr 27,5 Mn TpuPTOPYKCYCHOM KUCJIIOTH.

Yoansaior TFA M IUXJopMeTaH [1pU [IOHMXEHHOM HOaBJIEHUU.

OcTaTok pPacTBOPAIT B Bole u IKCTPATUPYIOT 3 paza
sTujlaueTaToM. BozmHyno ¢$aszy nommesiaumpalT nobaBiieHMEM aMMMaka,
3aTeM BKCTParvpyioT 3TUIALETAaTOM.

Opranudeckue ©$asn NIPOMEIBAKT BOIOH, cymaT Hal cynbdaTom
HaTpusa. OUILTPYIOT, =3aTEM BHNAPMBAKNT pPAaCTBOPUTEJNE IIPM INOHUKEHHOM
OaBJIEHUN.

YKa3aHHBM obpasoM foay4damnT 2,45 1 5-MeToKCU—N- (2~-
rnponeHunokcu) -1, 2, 3, 6-rerparunpo-3-nuMpuirvHaMmHa c obuwen dopMmynon
C9H16N202 (M=184,24 1").

Brixon coctTaeiiser 69%.

Cramusa D

PacTBopAwT B MHEPTHOM aTMmocdepe 2,45 r (0,0133 mmMoub)
npoOoykTa, MNOJydeHHOro Ha ctaguu C, B 826 M auUeTOHUTpUIaA U
pacTeop oxjaxmalT no 0°C.

HoBaeaswor 0,778 Mn mudocreHa.

TeMrepaTypy [MNOBBIAKT IO KOMHATHOM, =3aTeM gpobaejsawoT 5,56 wmn
TEA.

OcTaBJIART NepeMeUMBaTbCA Ha HOYb IPpM KOMHATHOM TeMIeparype,
3aTeM pPacTBOPUTENb BLITAPMBAKT NPM OHUXEHHOM HOaBJIEHUM.

OcTaTox pacTBOPAKT B  BoOe, 3KCTPaAarMpylnT 3TUIaLeTaTOM,
opraHmueckyr o¢asy NpoMeBaKT BOAOK, CymaT Hal CyJlbdaToM HaTrpus,
duneTpyOT, 3aTeM PacCTROPUTENb BHIIapMBAKT npu [TOHMXEHHOM
OaBJIEHUMN.

Ocamok ouMmaloT XpoMmaTorpaduer Ha cuaIMkKarese C 3JIOMPOBaHUEM
CMecb aTunaueTar/muxjopMmeraH 1/9.

YKkaszaHHBM obpasoM IOJIy4aKnT 1,13 r 3-MeTOKCU-6- (2-
[IponeHusiokcu) -1, 6-~ouazabuumukino [3.2.1]okr—-3-eH-7-0Ha c oBbmen
@OpMYJ’IOﬁ C10H14N203 (M=210, 23 I‘) .

Buxon cocraraseT 40, 3%.

Crangus E

Konby npomyBamoT MHEPTHLHIM TIas3oM ¥ pacTeopsioTr 105 Mr
(0,5 mmMmoub) nponyKTa, [IOJIydeHHOro Ha cTamnumu D, B 1,1 wmn
IuxJjopMmeTaHa, nOobaBnsioT 57 MKJI YKCYCHOM KMCJOTH, 3aTeM 317 wMr

PA[P(CeHs)3]4.
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Mocne B3auMoIeVcTBMA B TeueHMe 1 dac gpgobBasnasor 1,1 wMma
nupuamHa, 3ateMm 238 MI komrnekca SO3;—IMPUIMH.

OcTaBnsoT [epeMemMBaTLCS  Ha  HOUb, 3aTeM pacCTBOPUTEJb
BHIIAPUBAIOT NPU MOHMKEHHOM HaBJIEHUM.

.OCTaTOK noMewapT B  BOLY, 3KCTPaTrmMpyioT  IOMXJIOPMETaHOM,
NpOMEBAKT BOIOM, opraHudeckyrw OGaszy cywaT Han cyabdaToM HaTpusd,
OMNLTPYIOT M pPaAacTBOPMUTEJIbL BHIIAPUBAIOT NPU [OHMXKXEHHOM INABJIEHMM.

Ocagok ouMmaKT XpoMaTorpaduert Ha cCuIMkKarese C DJIOMPOBaHMEM
CMeChi0 TpuxJIOpMeTaH/aueToHuTpusa 50/50.

Yka3aHHBM obpaszoM NoJy4darmnT 148 wmr 1-
nponeHunTpubeHunpocdonmneron com 3-MeTOKCH-6- (cynbdbokcu) -1, 6~
omazsabuumukio[3.2.1]okr-3-eH-7-0Ha ¢ obmen ¢opmysiont CogHogN,04PS.

Buxon cocraenseTr 53%.

Cragusa F

Pacreopsior 148 Mr npoaykTa, IOJYYeHHOIo Ha cramum E, B
Booe, comepxamen 10% TI'O.

[lonydeHHBI pPacTBOP IMPONYyCKAalT udYepes KOJOHKY co cMoJyor DOWEX
50WX8 B dopme Na' npu smoMpoBaHMM BOHOM, comepxameit 10% TI'®.

[IponykT amoduamsyoT M noJiydaioT 51 M uesieBOM HaTPMEeBOM COMM
c ofmen dpopmysionn CiH9N0gSNa (M=272,21 r). BeXOon cocraBndger 70%.

CnexkTp ‘H-$IMP

3,04 (m) m 3,25 (mm): C=CH-CH-CH,-N; 3,41 (m) wu 3,71 (mm):
N-CH,-C=CH; 3,47 (c): CH3-O; 4,20 (mm): C=CH-CH-CH.-N; 5,19
(yw.n): C=CH-CH-CH,-N.

Macc-cnekTp (®JeKTpopacHbUleHMe C OTPUUATEJIbHOM MOHMBaLMen)

m/z: [M]” = 249, [M -CHiz] = 235.
pumep 53

Harpueras conb 6-(cynabdokcu) -1, 6-guazabuumkiao[3.2.1]okr-3-eH~-7-

OHa
Cranusa A
Pacrteopsor 1,03 r (5,2 wMmMvomb) 1, l-aMMeTMASTMIIOBOTO 20upa
3, 6—ournnopo-3-okco-1 (2H) -nupuaoMHKapOOHOBOM KUCJIOTH ! oBmen
dopmysonn Ci9H1sNO3 B 15 M;m sTaHona. HoGaraswpr 572 Mr (5,2 MMoJb)
O-anmuiaruiopokcuilaMmHa, 3arem 1,3 Ma nupuaMHa.
OcTaBJsIIOT IepeMemBaTbCA B TeueHue 15 MuMH, 3arem »oOaBJIAT

100 M ouxnopmeTaHa, NOpoMeBalT 10%—-HEM BOOHBIMM PaCTBOPOM BMHHOM
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KUCJIOTH M OpraHMYecKylw daz3y cywarT Hag CcyiabdaToM MarTHMUA.
OUIL TPYIOT n pacTeBopuTENb BHITAPMBAKT npu [TOHMXEHHOM
OaBJIEHUN.

YxazaHHeEM 0O0pasoM  [OJYy4anT 1,36 1 1, 1-aMMeTUA3TUIIOBOTO

sbupa 3, 6—ournnpo-3-[ (2-nponeHnNoKcu) muMmHo ] -1 (2H) -
nMpuIMHKapOOHOBOM KMUCJIOTH c obmen bopmyJsion C13H30N203
(M=252,32 ).

COOTBETCTBYKIMIA BHXOHN SBJISETCH KOJMUYECTBEHHEM.

Cragnga B

[loBTOpPSAT YyCJIOBMA cTammM A npuMmepa 52, wucxoms us 1,38 T
NpoOOyKTa, I[IOJY4YeHHOTro Ha cramuu A, 15,1 r umaHoBopruapuia HaTpuUs
n 8,3 mn sbupara Tpudropuma 6Gopa.

YkasaHHEM oOpas3oM nocie ouucTtky noayuawr 0,99 r cmecum 2/3
1, 1-ouMe TS TUIIOBOTO sdupa 3-[ (2-nporieHUJIOKCH) aMMHO ] -1 -
NUNepuMIMHKapOoHOBOM KMCIOTH M 1/3 1, l-nuMeTunsTuioBoro 3dupa
3, 6-ourngpo-3-[ (2-nponeHmiokcu) aMmmHo ] -1 (2H) -nupnaMHKapOOHOBOM
KUcJoTH ¢ obumenn bopmynon Ci3HooN,03 (M=254,33 ).

Brixong cocraBasger 71%.

Cragua C

Pacteopsor 1,07 © (4,26 MMONL) CMecH, IIOJYYeHHOM Ha CTaguu
B, B 2 wMn oaTulauetara. OxJjaxpjaioT OO TeMmrneparypu 0°C, =3areMm
noBaBJAanT 5,8 wmn 7,3 M pacTeopa XJIOPUCTOTO BOIoOpoIa B
aTuauerare. OCTAaBJAOT B3aMMOOEMCTBOBaTbL B TeueHue 2 uyac 30 MuH
npu Temneparype 0°C.

PacTBOpuTes b BHIOAPMBAKLT NpM [IOHMXEHHOM OaBJIEHMM, 3aTeM
pacTeopsaT B 3¢upe, OTOUIBTPOBHBAKT OCTATOK M 3aTeM CywaT IIpH
[MTOHW)XEHHOM IaBJIEHUM.

YkasaHHeM of6pasoM nogaydalor 560 Mr gurumgpoxJsopmuma N-(2-
nponeHunokcu) -1, 2, 3, 6-rerparmgpo-3-nupuaMHaMmHa ¢ obweir dopMmysion
CgH16CLloN20 (M=227,14 1).

Brxon cocTamsfeT 57%.

Cragusa D

PacTeopsaioT 560 Mr (2,46 MMOJNBL) NOpoOyKTa, IIOJNYYEHHOTO Ha
crammn C, B 6 MJI JIMXJIOpMeTaHa, 3aTeM pobaeBiasawr 2,5 M1 2H.
TUOPOKCHUIOA HATPUA.

JekaHTUPYIT M BOOHYD ¢a3y 3KCTparMpyioT 3TUIIAlLEeTaTOM.
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O6pemMHAIT opraHudeckue @¢ase, CcywaT Han CcynbdaToM MaTHUA,
duneTPYIOT, 3aTeM pacTBOPUTEJb BHIIAPUBAKT npu [IOHVIXEHHOM
OaBJIeHUN.

YkasaHHEM 0Bpas30OM  IMOJYydanT 278 Mr N-(2-nponeHuUJIOKCH) -
1,2,3, 6-Terparnopo-3-NMpMAOMHAMMHA c oBuen bopmysion CgH14N20
(M=154,21 ).

Bexon cocraBaser 73%.

Cragua E

PacrBopsawT B arMmocdepe aproHa 270 mr (1,75 mMosb) mNponykra,
Nnojy4yeHHoOro Ha crammm D, B 45 aueroHuTpuna, nobamiaawT 760 MK
TEA n 105 Mxn mudpocrena.

OcraBJgioT B3aMMOOEMCTBOBAThL B TeueHM e 15 MMH npu
TeMmneparype 0°C, =BaTeM TeMmnepaTypy [OBHMAKT IO KOMHATHOM U
OCTAaBJIAKT B3aMMONEMCTBOBATH €lle B TeueHMe 2 yac.

SaTeMm pobasasawT 213 Mr DMAP M OCTaBJAKT Ha HOYb.

JoBaBnsowT 2THUJIALETAarT, 3aTeM  IPOMLEIBAIOT 10%-HeM  BOIHHEM
PacTBOPOM BUMHHOM KUCHOTH M BOIOM.

OpraHnueckyw o¢asy cymwaT Hal CcyabdaToOM MarHMA, OOUILTPYIOT U
PacTBOPUTEJIL BHIAPUMBAIT [PU NOHMKEHHOM IaBJIEHMUM.

[ToTy4yeHHHI CHIPOM NpooyKT oYMmaKT Ha cCUImkKarese c
snmﬁposaﬂmem cMecbl0 IuxjiopmeraH/aueroH 95/5, conepxameit 0,1%
TEA. |

YkasaHHbEM oOOpaszoM MnojydailT 36 MI' 6- (2-nporneHusokcu)-1, 6-
amaszsabuuukino[3.2.1]okT-3-eH-7-0H c obuen dopmyion CgH;,N,0,
(M=180,21 r).

Brixon cocraBsaser 11%.

Cramus F

[loBTopalT ycnoBua cTamum E npumepa 52, wucxoma wmu3 51 M
(0,27 MMmomNb) npoOyKTa, IMOJYYEHHOT'O Ha cTamuuM E, 33 MKJI yKCYCHOM
kucaoTH, 165 Mr PA[P(CeHs)3]ls4 m 132 Mr xommnexkca SO3—NMPUIMH.

YkasaHHBM oBpasoM [IOJy4anT 29,6 Mr 1-
nponeHunTpubennnpocooHmneBon conm 6- (cynbdokcu) -1, 6-
onazabuunkino[3.2.1]okr-3-eH-7-0Ha.

YKaz3aHHYI COJIb [PONYyCKalT uepe= KOJOHKY co cMmoyiot DOWEX
50WX8 B ¢popme Na' npu smompoBanum BOmOM, comepxameint 10% TTO.

[[pooykT muodmMamMsyioT M nojaydaoT 13 MI' LeJeBOM HATPUEBOM COJMU
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c obumen dopmymnom CgH,N,OsSNa (M=242,19 r).
Beixon cocraeaser 20%.
Macc-CcrneKkTp (DJeKTPOpPacCHbUIEHME C OTPULATEJIbHOM MOHMBALUMEN)

m/z: [M]™ = 219.

NMpumep 54

Harpuepas coap 6-(cynbdokcu) -1, 6-mmazabuumkno[3.2.1]oxkraH~7-oHa

[loBTOpPAKT YyCJOBUA CcTaguu A npumepa 53, wucxoma us 12 1T
(0,061 w™ome) 1,l-gumerunoBoro 3sdupa 3, 6-ourmagpo-3-okco-1(2H) -
NUMPUIOMHKapOOHOBOM KUCJIOTH C ofmeit bopmysoin CypHisNO3, 9,7 1
xJjopruagparta O-OeH3uMNTMIPOKCMJIaMMHa M 15 M nmupuauHa.

YxkazaHHEM 06pasoM  [IOJydamnT 19,4 » 1,1-0MMeTUN3TUIOBOTO
sdupa 3, 6~gurngpo-3-[ (beHunmeTokcu) mMmmHo ] -1 (2H) -
NUPpMIMHKApOOHOBOM KUCJIOTH C obweit o¢opmynoi Ci7H2oN,03  (M=302, 38
r). COOTBETCTBYOUMI BHXOL SBJSETCH KOJMUECTBEHHRIM.

Cragusa B

[loBTOpPAKT YycJyoBMA craamu B npumepa 53, wucxoma wus 14,9 1
(0,0496 MOJIb ) nponykra, MOJIYUEHHOTO Ha craonu A, 12 o
umaHobopruapuna Hatpua u 30 mn sdupara Tpudropuma Gopa.

YkasaHHEM oOpasoM I[I0CJie OYMCTKM ronaydalrT 8,2 1 cMecu 2/3
1, 1-gmMeTunsTunosoro s¢upa 3, 6-ouruaopo-3- [ (beHUIMeTOKCHU) aMMHO ] -
1 (2H) -nupuamHkapGoHOBOM kucaoTe M 1/3 1, l-muMmerusnsTuiiosoro sdupa
3- [ (peHMIMeTOKCHU) aMUHO ] =1 ~NMUPUIOMHIMKAPOOHOBOM KUCJIOTH C ofmelt
bopmynon Ci17Hz4N203 (M=304,39 1) .

Buixonm cocraBnsaeT 55%.

Cragusa C

lloBTopsawT ycnoBua cTtazuu C npumepa 53, wucxoms wms 9,3 o1
(0,0306 wMosb) cMecu, IMOJyUyeHHOM Ha cTamfum B, wu 106 Mn 7 M
pacTBopa XJOPMUCTOI'O BOOOpOda B 2ITHJAlLETaTe.

YkasaHHeM OO6pazoM rnogaydawnT 8,39 r cMmecu 2/3 murumpoxJopuia
N- (penunmeroxcu) -1, 2, 3, 6-rerTparnipo-3-nupmuirHaMMHa u 1/3
muryuagpoxnopuna N- (peHuIMeToKcCHu) -3-nupuivHaMmMHa C obweit QopMynon
C12H18C1,N,0 (M=277,20 ).

Beixon cocraBnseT 98%.

Cramusa D

[loBTopawT ycnoBua cramum D npumepa 53, wucxonms wus 8,30 o

(0,0299 wMosp) cMecHu, nNOJIlydeHHOM Ha cramum C, u 30 wMn 2H.
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M'mMopoKCcuiga HaTpud.

YkasaHHBM obpasom [oJy4damnT 5,95 T cMecu 2/3 N-

(bennnmeroxkcu) -1, 2, 3, 6-Terparnapo-3-nupuianHaMmMHa u 1/3 N-
(beHmMeTOKCH) ~3-NIUMPUIOMHaAMMHA c obmen dbopmysion C12H;6N-0
(M=204,27 1).

Buixon cocrabyisier 98%.

Cragua E

[loBTOpsOT ycijoBuA  crammm E npmumepa 53, wucxoma ums 5,02 r
(0,0246 mMoyb) cMecH, roJlydeHHoM Ha cragum D, 2,43 s oudocreHa,
7,4 mn TEA u 3 r DMAP.

B kosuBy, OCHalleHHYK®w MaTrHMTHOM Melajikoit, npu Temneparype 0°C
M nom aproHoM nomemawr 5,020 (0,0246 mMoJB) npolykra,
NnojaydeHHoOro Ha cramgmu D, u 1,2 Mn 1,2-muxjopsTaHa.

3areMm pnobaraspoTr 2,43 T mudocreHa.

YkazaHHEM oOOpasoM [I0CJe OuYMCTKM noJjgyyawor 2,4 1 6-
(denunmeToxkcu) -1, 6-ouazadbuumukino [3.2.1}okr-3-eH-7-0Ha C obmen
bopmynont Ci3H14N20, (M=230,27 1).

Brixon cocrTaBJsdgeT 42%.

Taxxe OJIy4damnT 512 MI 6- (beHmsMeTOKCH ) ~1, 6-
oMazadbuuukio[3.2.1) okTaH-7-0Ha c obmen bopmynon C13H16N20;
(M=232,27 ).

Buixon cocraBbisiseT 9%.

Cramusa F

Pacreopsiior 0,128 r (0,551 wmosB) 6- (beHmMeTOKCHU) -1, 6=

oMazabuumkio[(3.2.1]okTad~7-0Ha, MOJydeHHOTO Ha cTaliuuM E, B 1 wMn
MeTaHoJa.

JoBaBasior 0,035 r Pd/C B kauecTBe KaTanmmM=3aTopa M NOMEWAlT B
aTMocdbepy BoOIOpoOa MIPM HOPMAJILHOM HaBJIEHUM.

B KOHLE peaxkumum pPeaKLuMOHHYIO cMechb OTdMIIbL TPOBHBAKT,

onoJlaCKuBaKT MeTaHOJIOM WM BHIIAPUBAKT pPacTBOPUTEJIE [IpM IIOHMXEHHOM

DaBJIEHUU .

YkazaHHBEM obpasoM noJiy4aoT 76 MT 6-rmopoxcu-1, 6-
mazabuumukio[3.2.1]okTaH~7~0OHa c obmen bopmynon CgH1gN20,
(M=142,16 ).

COOTBeTCTBYIOH.le;I BRIXOLO ABNAE€TCA KOJIMYeCTBEHHEM.
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Cramnsa G

B konby B uHepTHOM aTMmMochepe nomemar 75 mr (0,528 mMmosb)
NpoOyKTa, IIOJY4YeHHOTO Ha cramgum F, B 2 MJ NMpMUIMHA.

Job6aBusoT 235 MI' KOMIJIEKCa SO3—nupuIMH M OCTAaBJALT
B3aMMOJOENCTBORaTL B TeuYeHMe 2 dac.

3areM p0obaBJaSAKT HECKOJIbKO Kalejlb BOOH M pacTBOpPUTENb
BHIIAPMBAIOT IIPYU MOHMXEHHOM IaBJIEHUU.

YkaszaHHEM oOO6pasoM nojiydaiT 361 MI' CHpPOro NpoayKTa, KOTOPHLIM
ouMmampT XpomMarorpadmerm Ha CUIMKATrene C 3JIIOMPOBAaHMEM CMECHhI0
ouxnopMmeraH/sraHon 6/4, copepxawmenn 0,1% TEA.

YxasaHHBM oBpasoM [oJry4amnT 32 Mr OUYMIEHHON cosm
TPUBTUIIAMMOHKSA 6- (cynbbokcu) -1, 6-nmnazabuumukno [3.2.1lokralH-7-0H C
obuen dopmysionn CiiHisN30sS (M=301,32 r).

Buxon cocraBjdgeT 17%.

Cragus H

Pacreopsior 31 Mr' npomykKTa, [IOJydeHHOrO Ha cramMum G, B
0,5 Mn pomw, conmepxament 10% TI'O.

[lonydYeHHEM pPacTBOp NPONyCKalT Yepes KOJOHKY CO CcMoJior DOWEX
50WX8 B dopme Na' npu saoMpoBaHMM BOHOI, comepxamest 10% TI'O.

[IponoykT smopuamsyoT M noaydawpt 20 M LeJeBOM HaTPUEBOM COJM
c oBumeinn popmysonn CgHgN,OsSNa (M=221 r).

Brixon cocTapJfaer 77%.

Macc-cnekTp (®JIeKTpopachnhJIEHMEe C OTPULATEJIbHOM MOHM3aUuen)

m/z: [M-H]™ = 221.

dapMakoJiorMyecKkoe MCCJIeJOBaHue IIpOOYKTORB I10 MBO6p€TeHMD

I/ CoenuHeHmsa o¢opmynel (I) M uMX dapMaueBTMUYECKM I[IpUEMIIEMHE
conu ob6jJafanT MHIUOMTOPHOM AKTMBHOCTBI IO OTHOWEHMI Kk B-
JlakTaMasaM pasJIMYHEIX WTaMMOB OaKTepuit, M 3TU UX TepaneBTUUECKUE
CBOMCTBa MOTyT OHTb onpenejieHH 1in vitro Ha wuBOAMPOBaHHHX f-
JlakTaMasax:

A. NonyuyeHune B-nakramMas Tem-1 u P99

B-naxkTamass BHLOEJIAIT ns WTaMMOB BakTepwuit, KOTOpEIe
PE3MCTEeHTHH K MNeHMUMIAMHaM wumiam uebasocnopunam (Teml wm P99
NpooyuupyroTCH, COOTBETCTBEHHO, E.coli 250HT21 un E.Cloacae
293HT6) .

BaKTepMM KYJIb TUBUDYIOT B NUTaTeNbHON cpene cepmpue-Mo3r C
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KOHUeHTpaumer 37 r/n (DIFCO) npum Temnepatype 37°C. [0 OKOHYaHUK
BKCINOHEeHUMANbHOM (asel uUx cobupaldoT, OXJaxIalT ¥ ULUeHTpUudyIupywoT.
Ocankmu OakTepuit pactBopsioT B 50 MM docdaTHO-HaTpueBoMm OydpepHOM
pacteope npu pH 7,0 M CHOBa UeHTPUPYyTMPYIOT. BakTepum pacTBOPAKT
B IBYX ofBeMax ykas3aHHoro OydepHOTro pacTBopa u ndnBepramT Iusucy
C [IOMOIIBIO French-Press npu TeMmneparype 4°C. [Tocne
LeHTpudpyrmpoBaHmus B TedeHue 1 ywac ¢ yckopeHuem 100000 g, npwu
TeMmneparype 4°C, cynepHaTaHTH, CcoIepXalMe pacTBOPUMYK Gpakumo
3KCTPaKTOB OaxkTepuil, OTHEJIAIT UM 3aMOPaxuBaKT IIPpM TeMIepaType
-80°C.

B. OnpegnesieHVe aKTUMBHOCTU [B-jakTraMmas

B KadecTBe cybcrpaTa UCIIOJIb 3T HUurpouebmH (OX0OID),
ayKCOXPOMHEM  LedasiocriopuH, npooyKT Tugpoamnsa B-nakTamasaMmm
KOTOPOT'O MMEeT KpacCHHM LUBEeT U [OoIJIoWAaeT NpM OJMHE BOJIHE 485 HM.

KuHeTuky aKTUBHOCTM [-JlakKTaMas OHNpenesisanT N0 MW3MEHEeHU
norsiomeHua npu 485 HM Ha njJacTMHax C T[IOMOUBI ClekTpodoToMeTpa
(Spectra Max Plus de Molecular Devices) kak pesynbTaT IMIPOIM3a
cybcTpara. SKCIepMMEHTH [IpoOBOOAT npu TeMnepaTrype 37°C.
KonmnuecTBo GepMeHTa HOPMalM3YIOT M [POBOOAT W3MEepeHMe HadaJlbHOMU
CKOpOCTH.

C. OnpepneyieHMe AKTUBHOCTM MHIMOMTOPOB B-JjlakTaMas

Ons VCCNenoBaHNA HeoBpaTUMOCTH peakuumn npoBOOAT oBa
naMepeHus - ©6e3 peIBapuUTesIbHOM MHKyBaumm M C uHKkyBauuen c
bepmeHTOM M MHTUOMTOPOM (5 HM). I[IpoBOOAT nOBe cepum MNCCIeOOBaHUM
NPOOYKTOB C 6 MM 8 KOHLeHTpauusaMM. PeakuMOHHasi CMeCb COIEpPXUT
100 wMkKM HuTpouedumHa wu 50 MM odocdbaTrHo-HaTpueroro OBydepHoOTo
pacTeopa ¢ pH 7,0.

D. PacuerH ICsg

CxopocTu IMOpoJsmsa onpenenawoT c MHIMOMTOPOM n Ges
MHrubuTopa. W3MepAlT KOHLeHTpaluuio uHTubMTOopa, KOTOopmM Ha 50%
rMoOaBJIsieT peakuuMo IMapoJimsBa HuTpouebmHa - depmMeHTOM (CI50).
OBpaboTky  OAaHHHIX  OCYHWEeCTBAAKT c nomoublo nporpammel GraFit

(Erathycus Software).
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[IpyMep N

IC50 HM/TEMl

IC50 HM/P99

bis

bis

bis

ter

bis

O ~J N s W Www NN

10
14
19°
19f
19g
22
25
26a
26b
26¢C
28b
28c
28d
28°
29
29¢c
29d
29°
29f
30
31
33

700
462
6730
590
4400
2010
2710
1010
650
55
1400
8500
0,26
6400
11
110
29
5100
28
115
4900
1100
9,5
29
1,3
52
460
450
9500
4200
5200
3500
5700
17

(> 10000)

250
17
62
630
1,50

600
1850

7000
12
1100
390

4200

2000
6300

330
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34 27 32
35 53 56
36 23 110
37 29 160
38 35 77
39 31 50
40 51 96
41 14 120
42 25 70
43 31 76
44 59 100
45 12 60
46 26 70
47 18 43
48 15 120
49 8,2 98
50 18 150
52 11 4600
53 15 5900
54 3100 -
II/AKTUMBHOCTE MHI'MOMTOPOB [-JjakTamas, [puBedeHHas  Bhile,

yCUNMuMBaeT AaKTUMBHOCTE aHTUMOMOTUKOB TuUMa L-JaKTaMMHOB, KOToOpas
BeleT K CMUHepruueckoMy 30deKTy, UTO Takxke I[10KA3aHO [pMBEIeHHBMM

nanee pe3syJipTaTaMm,; OHU noxKkaseBalT MMHVMAJIbHYK MHI"MﬁMpYIOH.IYIO

KOHUeHTpauuio in vitro (CMI B MKT/Mmi), NC OTHOWEHUKw K
onpeneJsIeHHOMY  4YMCJIy  INaTOTeHHHX  MMKPOOPT'aHM3MOE, KOMOMHa UMM
ueborakcuMa M OMIepauUMJUIMHA C coeauMHeHusaMmu  popmysiel (I)  cC
KOHLEeHTpauuen 5 Mr /. UCnosne3yoT MeTomn, Ha3bIBaeMBI

MUKpoOpazBaBJieHMe XUIOKOM Cpenoin.

[TonyualoT pan KOHLIeHTpaLlui B-nakTaMMHa B NpUCyTCTBUU
[MOCTOSSHHOM  KOHLEHTpauuu (5 Mr/n) wmus3yyaemMoro nponykKTa, 3aTeM
KaXIE BHCEBaKT C pas3JMuHBMM HTaMMamMu OCaKTepui.

Mocsie wuHKyBauMu B TeueHMe 24 uyac B CYWMJIBHOM Kamepe Ipu
TeMmrneparype 37°C, wuHrMOGuMpOBaHME pPOCTa OLUEHUBAKT [0 OTCYTCTBMIO

Kakoro-Jmbo pas3MHOXeHMs OaKTepuit, YTO I[O3BOJAET OIpelesMTb
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MMHMMaJIbHEE MHIUOupylmme KoHueHTpauuu (CMI) mia xaxmoro wmramma,
BHpaXeHHBEe B MI/JI.

MosyyampT cJjelyolye pes3yJbTaTh:

OmelT olTammMm dPeHOTUN Hedo- [TprmMmep [TpumMmep
N TaKCUM 35 33
1 011GO66 S.aureurs PeniR 1,2 1,2 2,5
2 250HT21 E.coli Teml <=0, 04 <=0,04 <=0, 04
3 250HT22 E.coli Tem2 <=0,04 <=0,04 <=0, 04
4 250CF1 E.coli Tem3 >40 0,15 <=0,04
5 2508J1 E.coli Tem?7 0,08 <=0,04 <=0, 04
6 250HT26 E.coli SHV1 0,6 <=0,04 <=0, 04
7 250BE1 E.coli SHV4 40 0,08 <=0,04
8 250HT23 E.coli ClasseD 0,08 <=0,04 <=0,04
9 293HT6 E.cloacae ClasseC >40 0,6 <=0,04
10 301HT6 Serratia Serratia 0,3 <=0, 04 0,08
11 391HT7 | P.aeruginosa PSE 40 20 20
12 391HT8 | P.aeruginosa PSE 40 20 20
Onwmir | MMpuMmep | Tipumep | llpumep | llpumMmep | Ilpumep | Mpumep | lpuMmep
Ne 34 36 37 38 39 40 41
1 1,2 1,2 1,2 1,2 2,5 2,5 2,5
2 <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04
3 <=0,04 [ <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04
4 0,15 0,3 0,3 0,3 0,08 0,6 2,5
5 <=0,04 | <=0,04 0,08 <=0,04 | <=0,04 0,15 0,6
6 <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04
7 0,08 0,3 0,6 0,3 0,08 1,2 >40
8 <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 | <=0,04 0,08
9 0,6 20 >40 20 1,2 >40 >40
10 <=0,04 0,08 0,08 0,08 <=0,04 0,08 0,08
11 20 40 20 40 20 >40 >40
12 20 40 20 40 20 >40 >40

OnuiT | llpumep 42 | IipuMmep 43 | llpumep 44 | lipumMep 48 IIpumep 49
Ne

1 2,5 2,5 2,5 2,5 2,5
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2 <=0,04 <=0,04 <=0,04 <=0,04 <=0, 04

3 <=0, 04 <=0,04 0,15 <=0,04 <=0,04

4 <=0,04 0,08 0,3 <=0,04 0,08

5 <=0, 04 <=0, 04 0,08 <=0,04 <=0,04

6 <=0,04 <=0,04 0,08 <=0,04 <=0,04

7 <=0, 04 <=0, 04 0,6 0,08 <=0,04

8 <=0,04 <=0,04 <=0,04 <=0,04 <=0,04

9 0,3 0,08 >40 0,15 He onpeneNneHo
10 <=0,04 <=0,04 10 <=0, 04 He ornpenelieHo
11 20 20 >40 40 He OorpenesieHo
12 20 20 >40 >40 He onpenesyeHo
OnHT liramm deHOTHUN [Iunepa- [Ipumep [IpumMmep [IpmMmep

e UMJIIIIUH 35 33 34

1 011G0O66 PeniR 10 1,2 1,2 0,6

2 250HT21 Teml >40 2,5 0,3 5

3 250HT22 Tem?2 >40 20 0,6 >40

4 250CF1 Tem3 >40 10 1,2 >40

5 2505801 Tem7 >40 5 0,6 >40

6 250HT26 SHV1 >40 5 1,2 20

7 250BE1l SHV4 >40 20 1,2 >40

8 250HT23 ClasseD >40 10 2,5 40

9 293HT6 ClasseC >40 5 0,6 10

10 301HTe6 Serratia 5 1,2 0,6 1,2

11 391HT7 PSE >40 >40 >40 >40

12 391HTS8 PSE >40 >40 10 >40
Onwir | MpumMmep | [lpuMep | NlpuMmep | [Ipumep | [Ipumep | Ilpumep | TIpumep

N 36 37 38 39 40 41 42

1 1,2 0,6 0,6 1,2 0,6 1,2 1,2

2 5 2,5 5 2,5 10 40 1,2

3 40 >40 >40 20 >40 >40 2,5

4 40 40 20 40 >40 >40 2,5

5 20 >40 >40 >40 >40 >40 2,5

6 20 20 40 40 >40 >40 5

7 >40 >40 >40 20 >40 >40 5
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8 20 40 >40 10 20 40 5
9 20 40 40 20 >40 >40 1,2
10 1,2 2,5 1,2 0,6 1,2 1,2 0,6
11 >40 >40 >40 >40 >40 >40 >40
12 >40 >40 >40 >40 >40 >40 >40
OneiT N | lIpumep | llpuMmep | IlpuMmep | Mlpumep | IpumMep | [ipuMep | Mpumep | lpumMep
43 44 45 46 47 48 49 50
1 1,2 2,5 1,2 0,6 0,6 1,2 1,2 1,2
2 1,2 5 1,2 5 2,5 0,6 1,2 2,5
3 1,2 >40 2,5 >40 20 2,5 2,5 40
4 2,5 40 2,5 2,5 5 1,2 1,2 5
5 5 >40 2,5 >40 40 1,2 5 40
6 5 >40 2,5 >40 2,5 1,2 20 40
7 10 >40 5 40 5 2,5 20 40
8 2,5 40 10 10 10 5 10 40
9 2,5 >40 1,2 >40 >40 2,5 10 >40
10 0,6 >40 0,6 1,2 1,2 0,6 He 0,6
omnpene
JIEHO
11 >40 >40 >40 >40 >40 >40 He >40
onpene
JIEHO
12 >40 >40 >40 >40 >40 >40 He >40
onpene
JIEHO

[IpuMep dPapMaLEBTUUECKON KOMIO3ULNM:

1/ TNonyuakoT ©¢apMaLeBTUUSCKYD KOMOO3MUMI (JModuamsaTH) Onda
MHBEKLUK, COIepXalylo

— C OIOHOVM CTOPOHH: coOenMHeHue no npuMmepy 35 - 500 mr

- C OpyTol CTOpoOHH: ueporakcum - 1 T

CTepusbHBI BOIOHEM pas30aBUTeJlb B JOOCTATOYHOM KOJIMUECTEBE HOO
obreMa 5 cm’

Oba aKTMBHHIX KOMIIOHEHTa TIpM HeoOXOOUMOCTM MOTYT OLIThb
[IOMeleHH OTOEeJILHO B IBE pasHBE aMIlyJil May OBa JIaKoHa.

2/ TonyuyailoT GapMaleBTHUUECKYID KOMMIO3ULMIO (JuModunam=aTH) s
MHBEKLNY, COOepXallylo

~ C OOHOM CTOPOHH: COeluMHeHMe no npumepy 33 - 250 mr

- C IOpyToi CTOpPOHH: UedbnupoH — 1 T
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CTepuJibHEIM BOIOHEDM paz3baBuTreslb B JOOCTATOYHOM KOJMYECTBE MO
o6beMa 5 cm’
O6a aKkTUBHHIX KOMIIOHEHTa NpM HeOBXOOMMOCTM MOTYT  OHTb

NnoMemeHE OTOSJIBHO B JOB€ pal3JIMUHBIE aMOyJiel UM OBa ¢JakoHa.
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¢OPMYJIA U3OBPETEHNA

1. NpumeHeHue coenuHeHuit obueim dopmyss (I):

R1

//’~$ i (1)

rne:
R; o3HauvaeT aToM Bojgopona, paaukana COOH, CN, COOR, CONRg,

c/m'

R7, (CH2)x'Rs MmN,

R BuOupawowT K3 Tpylne, o00pa30BaHHOM aJIKMJIbHEM paOuKalioM,
comepxamyM oOT 1 mo 6 aTOMOB yTrJepona, He o6A3aTellbHO 3aMelleHHbM
NMUPUONUIIb HEM W xapBaMOWUJIIbLHBEIM painkKasioM, -CH;—-aJIKkeHWUJIL HEIM
pamuMkKajioM, colepxammMm B cymMme oT 3 no 9 aToMOB yIuiepona, apuiioM,
conmepxammM oT 6 mo 10 aToMoB yryiepona, WM apaliIkKMJIOM, COOEPXalMM
or 7 mo 11 aromMoB yriepoma, IpM B3STOM fAOpPO AaAPUIBHOTO MU
apaJIKMJIBbHOTO palukajla He obAs3aTesIbHO 3aMelmeHo panukasiom OH, NH,,
NO,, AJIKUIIOM, cogepXxailmm oT 1 oo 6 aToMOB yrJjepona,
aJIKOKCMIPYIIIoN, comepxamer oT 1 no 6 aToMoB yIJiepona, I OIOHVM
MM HEeCKOJIbKMMM aTOMaMu I'aJIoTeHa,

R¢ m Ry, oOMHaAaKOBHE WJIM pasHHe, BHOMpAKT U3 TPYINIH,
obpa30BaHHOM aTOMOM BOIOpPOHa, AaJKUJbHBM paauMKaJioM, colepXaluM OT
1 no 6 aToMmMoB yrsepoma, apwuioM, comepxaumM orT 6 no 10 aTomoB
yroJjepona, M apaJjikuioM, coiepxaumM oT 7 mo 11 aroMoB yrJyiepola, He
o0A3aTeNlbHO 3aMelleHHHX KapOaMOouJIbHEM pPaluKajioM, YpPeuOorpyIrnon
WM IUMMEeTUJIaMUHOTPYINON, U AaJIKMJIbHEM paOMKalioM, cogepxammMm oT 1
OO 6 aToMOB yrJjepoha M 3aMelleHHbBM NUPUIMJIBHEM PaIuKaJjoM,

n’ paBxHo 1 wmm 2,

Rs BHIOMpawT M3 TpyHone, obpa3oBaHHOM panukaiamMy COOH, CN, OH,
NH;, CO-NRgR;, COOR, OR, OCHO, OCOR, OCOOR, OCONHR, OCONH,, NHR,
NHCOH, NHCOR, NHSOz;R, NH-COOR, NH-CO-NHR wmnu NHCONH,, a 3HaueHus
R, Re¢ M Ry uMewnT ornpenesieHHHE BHIle 3HaYeHWs;

R; o3Hauaer aToM Bomopoma unu rpynny (CHz)n1Rs, rone n’; paBHO
0, 1 mim 2 u 3HaueHue Ry yKas3aHO BHIUE;

R3 o3HauaeT aToMm BOOOpOOa WJIIM AJIKWJITb HHY panukaJg, conepmammf&
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or 1 mo 6 aroMoOB yIJiepoma;
A o3HavaeT CBS3b MeXIOy OBYMsS aToMaMM YyIUIepoOa, HeCcyluMHu

==== C(H)——R,
Trpynnel Ry M Rp,, uam rpynmny , Dme Ry o0O3HavaeT aToM

Bonopoma wnu rpynny (CHz)nriRs, Tme n’; m Rs uMeoT onpeneseHHHE
BHIIE 3BHa4YeHMdA, I[IYHKTUPD O3HadaeT BO3MOXHYI OONOJIHUTEJIbHYK CBA3b
MeXOy OIOHUM MJIM OPpYT'MM aToMaMM yIJepola, HeCcyulMMM SaMeCcTUTEeS M R;
n Rz,

n paBHo 1 wum 2,

X oOBHauvaeT [OByXBaJIeHTHyKO rpynny .-C(0)-B-, CBASAHHYK C
aTOMOM asoTa uYepe3s aToM yIJlepoda, B oO3HauvaeT OBYXBAaJIEHTHY
rpynny —O-(CHz)nrr=, CBA3aHHY C KapOOHMUJIOM Yepes3s aToM KMUCJopoda,
rpynny -NRg— (CH2)nr— mam -NRg-O-, CBA3aHHy© C KapOOHWUJIOM uepes
aroM asora, n’’ paeHo 0 wumm 1, a gna caydasa -NRg—(CHs)n/r— Rg
BHOMpAKT U3 I'pynne, ofpa30BaHHOM BOOOPOINOM, paaukajsoM OH, R, OR,
Y, OY, Y;, OY:, Yz, OY,, Y3, OCH»CH,SOnR, OSiRsRpR:. m SiRsRpR., a 1nns
ciaydas -NRg-O- Rg BHOMpaAwT M3 Dpynne, o6pa30BaHHOM BOLNOPOIOM,
pamukanmoM R, Y, Y;, Yz, Y3 um SiRsRpRe, npum 3ToM Rs, Rp U R¢
MHIMBMOYANIbHO O3HAYalT JIMHEMHBI WJIM pPas3BETBJIEHHHM  aJIKUJIbHHIM
pammka’sn, comepxaumi OT 1 no 6 aTOMOB yIJepona, WM apWilbHBDA
panvkai, comepxaumi or 6 mo 10 aToMmMoB yryepoma, hnpuueM R umeer
3HayeHMe, YKasaHHoe BHme, a m paBHo 0, 1 wmmm 2,

Y BrOupawT w3 rpynns, ofpa3oBaHHOM paaukasamm COH, COR,
COOR, CONH;, CONHR, CONHOH, CONHSO,;R, CH,COOH, CH,COOR, CH,CONHOH,
CH,CONHCN, CHzreTpasoJs, s3ammmeHHEM CHzrerpasos, CH,SO3H, CH,SO,R,
CH,PO (OR) 2, CH,PO(OR) (OH), CH,PO(R) (OH) m CH,PO (OH),,

Y3 BHOMpPAWT ns TpYIINH, obpasoBaHHOM pamuKaJaMu SO2R,
SO,NHCOH, SO,NHCOR, SO,NHCOOR, SO,NHCONHR, SO,NHCONH, u SOs3H,

Y, BuOupaioT U3 TIpynne, o6pa30BaHHOM paoukajgamMu PO (OH),,
PO(OR),, PO(OH) (OR) m PO(OH) (R},

Y3 BHOMpPAKT M3 TPy, o6pa30BaHHOM TEeTPAa3OJIbHHM paauKalioM,
TeTPa30JbHBEM pPaIMKAaJOM, 3aMeleHHEM palukaJioM R, ckBaparToMm, NH
ninm NR TeTpasonom[ NH mnm NR TeTpas3o0JioM, 3aMelmeHHEM paauKalioM R,
NHSO,R 1 NRSO;R, npu s3ToM R mMeeT 3HaUeHMe, yKas3aHHOE BHUE;

npuM YyCcJloBMM, UYTO €CIM n pasBHo 1, a A o3HavaeT Tpynmny
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T C(H)————R4

, B KoTOpoM Ry sABRJIseTCs aTroOMOM BoIgopoaa, u

- JquBo X o3Hadaetr rpynny -C(0)-0-(CHz),r, B koTopoi n’’
paBHo 0 umm 1,

- Jubo X o3Hauvaer 7rpynny -CO-NRg-(CHz)nr, B KkOTOpPOM n’’
paBHO 1 M Rg ABJIAETCS MBONPOMNMUILHOM TPYIINON,

- Jmbo X o3sHauaer 7rpynmny -CO-NRg-(CHz)nr, B kOTOpOM n’’
paBHo 0 m Rg ABJIgeTCA BOIOPOOOM MM deHuIIoM,
Torma Ri, Ry M R3 Bce TpM OOHOBPEMeHHO He MOTYT O3HAauaTb

aToM BoIOopola,

a TaKxe dapMaueBTUUECKM  [PUEMIIEMEIX coJieit  yKa3aHHEIX
coenoMHeHuMn ons NoJIy4YeHus JIEKApCTBEHHOTO cpeIncTeBa,
npenHasHAYeHHOTO nJs MHTMOMPOBAHUSA NpOoIyKUMUMU B-naxkTamas

[IaTOTeHHbBIMM OaKTepUAMH.

2, TlpuMmeHeHMe o n.l coemuHeHur odopmynu (I), a Takxke ux
bapMaueBTHMUYECKM [IpUMEMIIEMHEX COJer, MHIUOUpYIIUX Opooykumwo B-
JlakTamas rIraTor'eHHbMM OBaxkTepusMmM, OIS [NOJNYYEHUS JIEKAPCTBEHHOI'O
cpenOcTBa, [pPelHAa3HA4YEeHHOTO LONd JiedeHuUs OaxkTepuasibHEX UWHbekumit y
Jionem M XMBOTHRIX .

3. pumeHeHrne no n.l wmm 2, oTAMYaKIeecs - TeM, uro
coeImMHeHMs CcooTBeTCcTBYWRT ¢opmyne (I), roe n paBHo 1, A u R; uMeprT
onpemesieHHHe B 1.1 BHadeHus, Ri o03HadaeT aToM Bomopona, Rp
O3HavaeT aToM Bogopona, paaukasg COOR mnm CONRgR;, Rg M Ry umenT
onpeneJyieHHee B .1 BHauveHus KU X o3HauvaeT rpynny -C(0O)-B-, rme B
o3HauvaerT rpynny -—-0-(CHz)p - umm -NRg-(CHz)pv—, Tmne n’’ paBHo 0 »u
Rg mMMeeT 3HAYeHMs, KOTOpHE olIpenejleHH B i.1l.

4. TlpyuMeHeHue 100 I1.3, oTaMuUaKmeecss TeM, WTO Rg oO3Hadaer
pamukan Y, Y; u OY;, npuueM Y u Y; MMEOT BHadYeHMUs, ONpeleJIeHHHE B
nm.1.

5. IllpumeHeHue o JjuoboMy m3 M. 1l-4, omamuuawmeecs TeM, €TO A

=== C(H)——R4
O3HayaeT IpPYINny , Doe R, o3HauaeT aToM Bomopona, R;

O3HayaeT aToM Bonopona M B osHauaer rpynny —-NRg-(CHy)nrr—, Tme n’’
paBHo 0 u Rg o3HawvaeT pamgukan OY;.
6. IpuMmeHeHue no JwoboMmy u3 nn. l1l-4, orTIMuamreecss TeM, WTO

COeMHEeHNA BH@MpaIOT n3 CnmcCka, coepxaumero cnenymoumre CcoelVMHEeHUsS:
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- uuc-7-okco-6-okca-l-azabuumukio [3.2.1]okTaH~-4-nponaHoBas
KucJjora,

- OMdEeHUIIMETUIIOBHIMA 3dup TpaHCc-7-oKkco-6-okca-1-
azabuumkno[3.2.1] okTraH-4-yKCYCHOM KMUCJIOTHI,

- OUOEHUIMETUIIOBHIM adup umuc-7-okco-6-okca-1-
azsabuumkio[3.2.1]okTaH-4-yKCYCHOMN KUCJIOTH,

- beHMJIMEeTUJIOBLIA 30up TpaHc-3~-6en3oun-2-okco-1, 3-
mmasadbuunkio[2.2.1] rentaH-6-KapOOHOBOM KMCJIOTH],

- GeHUIMeTUJIIOBHI sbup TpaHC-2-0Kco-3- (cynbdoxkcu) -1, 3-
masabuuukio[2.2. 1] renraH-6~xkapOOHOBOM KMUCJIIOTH,

- 6-[ [ (4-MeTundeHun) cynsdbonmi] okcnl] -1, 6-
mmazabuumkno[3.2.1]okraH~7-0H,

- 6-[ (MeTnacyapdoHmus) okcul -1, 6-guazadbuumukno[3.2.1]okraH~-7-
OH,

- 6-[[ (4-HuTpodbenun)cynvponun] okcul -1, 6-
mmasabuumkno[3.2.1]okraH-7~0H,

- IOudeHuIMe TUIIOBEI 3¢mp TpaHc-7-okco-6-okca-1-
azabuumkyio [3.2.1] okraH-2-KapBOHOBOM KUCJIOTH,

- (4-HuTpOodeHMN) METUII-TPaHC-7-0KCO-6-0Kkca-1-
asabuumkio [3.2.1] okraH-2-kapbokcuiar,

- TpaHc-7-0KCO-6-0OKca-l-aszsabuuukio([3.2.1]okraH-2-kapboHoBasn
KMCJOTa,

- beHMIMeTUII-TpaHC—-7-0KCO-6~- (cynbbokcu) -1, 6-
mmazadbuumkio [3.2.1]okran-2-kapbokcuiar,

- beHuUJIMEeTMJI-TPaHC-7-0KCO-6- (cynbbokcu) -1, 6—
ouasabuuukyio([3.2.1] okraH-2-kapbokcuiar,

- dpeHMIIMeTUNI-TpaHC-7-0kCcOo—-6~ [ (beHmsCynbboHumn)okcu] -1, 6-
onazadbuuukino{3.2.1) okran-2-kapbokcunar,

- deHMIMeTUII-TpaHC—-7-0KCO—-6~ [ (2-TUBHMIICYJIbOOHMII) OKCHU] -1, 6—
omasabuuukiio [3.2.1]okran-2-kapbokcunar,

- TpaHc-6-6eH30UN-7-0kco-1, 6—nnaszsabuuukioc[3.2.1]okTan-2-
KapBboHOBaA KMUCJOTa,

- MeTuJI-TpaHC-6-6eH30oMI-7-0KCO-1, 6~
mmazaduumkio([3.2.1)okraH-2-kapbokcunar,

- TpaHc-7-0okco-6- (cynbdpokcu) -1, 6-nuazabuumkio[3.2.1]okTraH~-

2-kapboxkcamup,
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- TpaHc—-7-okco-N- (bpenmnmerTmi) -6- (cynbdbokcu) -1, 6-
onasabuuukio[3.2.1]okrTaH-2-kapbokcaMmm,

- TpaHc-7-okco-N- (2-nNUMpUIOVMHUIMETU) ~6— (cynbbokcu) -1, 6-
mmazsabuuukino [3.2.1]okran-2-kapbokcamMuz,

- TpaHc-7-okco-N-[2- (3-nupuIMHMI) 9TMJ] -6- (Cynbdporkcu) -1, 6-
omazaduuukio [3.2.1]okraH-2-kapbokcamMmun,

- TpaHc-7-okco-N-[2- (4-nupuanHuiI) 3Tun] ~6- (cysnbdoxkcu) -1, 6-
amazabuunkiao [3.2.1] okraH-2-kapBokcaMmni,

- TpaHc-7-okco-N-[2- (2-nmupuaonHui) aTtun] -6- (cyasdpokcm) -1, 6-
omasabuuukio [3.2.1]okraH-2-kapBokcaMuUm,

- TpaHCc—-N-[3- (ammHOKapBoHMII) beHmn] ~7-okco-6- (cynbpokcu) -
1, 6-mnazabuuukno[3.2.1]okraH-2-kapbokcaMmmm,

- TpaHc-N-[4- (ouMeTunaMmHo) deHmi] -7-okco-6- (cyabpokcu) -1, 6-
onazabuumkio [3.2.1]okraH-2-kapbokcaMni,

- TpaHc-N-[3- (ouMeTunammuHo) denmn] -7-okco-6- (cynbdpokcu) -1, 6-
mmazsabuuukio[3.2.1]okraH~-2-kapboKkcamMm,

- TpaHc-7-okco-N-[ (4-nupuaouHun)MeTun] -6- (cynedpokcu) -1, 6-
mmasabuuukio [3.2.1] okTaH~-2-kapBokcaMum,

- TpaHc-7-okco-N- (3-nMUpUIMHUIMETUII) -6~ (cynbdokcu) -1, 6~
Inasabuuunkio [3.2.1] okran-2-kapBoKCaMmUm,

- TpaHc-N- (l-amMmHO-1-okco-3-peHnn-2-nponui) -7-okco-6-
(cynbdpokcu) -1, 6-momazsadbuumxsio [3.2.1] okTaH-2-kapbokcaMu,

- TpaHc-N- (2-aMMHO~-2-0KCO3TWII) - 7-0KCO-6- (cynsdokcu) -1, 6-
omasabuuukio [3.2.1]okTan-2-kapBokcaMun,

- TpaHc-N-[3-[ (amMmHOKapOOHMI) aMMHO] beHMs1] ~7-O0KCO—-6—
(cynbpdokeu) -1, 6-mmasadbuumkio [3.2.1]okrTaH~-2-kapbokcaMm,

~ TpaHCc-N- (2-aMuHO-2-0kcoO-1-beHunnsTun) -7-okco—-6-
(cynpdpokcu) -1, 6-mmnazsabuumkio [3.2.1]okTaH-2-kapBokcaMm,

- 2-aMMHO-2-OKCOSTWJIOBHI 23dMp TpaHc-7-0okco-6- (cynbdokcu) -
1, 6-mgnazabuumkno [3.2.1] okTaH-2-KapOOHOBON KMUCJIOTH,

- 2- (4-NMPUIMHUI) STUJIOBHM 3¢Mp TpaHc-7-0Kkco-6- (cynbdorcu) -
1, 6-mmnazabuuukio[3.2.1] okTaH-2-KapOOHOBOMN KUCJIOTH,

- 2= (2-nMpUMIOMHUI) STUJIOBEMA 30Up TpaHC~7-0KCo-6- (cyabdokcu) -
1, 6-mmaszabuumnkno[3.2.1)]okTaH-2-kKapBOHOBOM KMCHOTH,

- 6-(cynbdpokcu) -1, 6-mmazadmumkio [3.2.1]oxkr-3-eH-7-0H,

- 3-MeTokcuU-6- (cynbdokcn) -1, 6—omazsabuimnkio[3.2.1]oxkr-3-eH-
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7"01—1, a TaKXe uUMX CoJu.

7. IlpuMmeHeHMe no JwOOMYy U3 NON. 1-6, oTaAMUaAKMEeeCcs TeM, YTO

coemMHeHue dopMmysit (1) KOMOMHUMPYIOT C aHTUOMOTMKOM Tuna p-
JIJaKTaMMHOB IS [OJTydYeHUs JIEKapCTBEHHOTO cpencrea,
npenHas3Ha4YeHHOTO s ONHOBPEMEHHOTO, paz’ienbHOTO MM

pasHeCeHHOTI'O BO  BpeMeHM  BBeIeHMSsT aKTMBHHX  KOMIIOHEHTOB B
aHTubaxkTepMasbHOM Tepanuu.

8. dapMmaueBTHUUECKHUE KOMIO3MLUMH, conepxaimue B KauecTBe
aKTUBHEIX KOMITIOHEHTOB MHIUBUTOP B-nakTamass bopmysin (I),
onpeneJsleHHoOM B N.1l, U JekapCTBEHHOE CPeICTBO Tuna R-JaKTaMMHOB.

Ilo noBepeHHOCTH



