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I'UJIPAZUHOJIN3 COEJUHEHUI,
COJIEPJKAILIMX OKCA3OJUJAUHOBBINA LIUKJI*

W3syden ruapasunonus (4S,5S)-3-6eHsmn-4-rugpokcumeri-5-(4-aurpode-
Hwn)okcasonuauHa, (1R,4S,5S)-1-(4-aurpodenin)-1-a3za-3,7-1HoKcabHUIUKIIO-
[3,3,0]okrana u (1R,4S,5S)-1-6en3un-4-(4-aurpodennn)-1-a3onuna-3,7-1uokca-
ounmkino[3,3,0]okrana. [Toka3zaHo, 4TO HEWTpalbHBIC COCIMHEHHS PACIaIalOTCs
C pPacKphITHEM OKCa30JIMIMHOBOTO IMKJIA, B TO BPeMs KaK YeTBEPTHYHEIE aMMO-
HUEBBIE COJIU PEarnpyroT ¢ THAPA3HHOM 10 HECKOJIBEKUM HaIpaBICHHSIM.

KiioueBble cj10Ba: OKCa30JMAMHBL, TIEPrUIPOOKCa3010[3,4-Clokcaszobl, TUAP-
A3UHOJIM3.

Boccranosinenue (1S,2S)-2-amuno-1-(4-uutpodenmn)-1,3-nponanauona u
(1S,2S)-2-numetnnamuno-1-(4-uutpodennn)-1,3-nponanauona THIPA3HHOM
B 3THJIOBOM CIMPTE B MPUCYTCTBHU HHUKEJsI PeHes! MPOXOAUT KOJIUYECTBEHHO C
oOpa3oBaHMEM eIMHCTBEHHOro mpoaykra [1]. HampoTuB, BoccTaHOBICHHE
(1R,4S,5S)-1-(4-uurpodennn)-1-a3a-3,7-muokcabrmkiio[ 3,3,0]okrana (1) B Tex ke
YCIIOBHSX NPUBOAUT K 00pa30BaHHMIO HECKOJBKHX BEIECTB, INIABHBIM M3 KOTO-
pBIX SIBIISICTCS COOTBETCTBYIOIIEE AMHHOMPOM3BOAHOE. MBI M3y4HIIH YCTOIi-
YUBOCTh K JICHCTBHIO THApa3HHA B STHIOBOM CIUPTE PsiJa OMHCAHHBIX HAMHU
panee [2, 3] coenuuenuit 1-3, copepikaiux OKCa30JIUIMHOBOE KOJIBIIO.
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Coenunenust 1-3 oOpabaTpiBay W30BITKOM THIpPA3WHA JIO TOJHOTO Pa3Jio-
KEHHUsS, YTO YIPOINAIO aHAIN3 PEaKIMOHHBIX cMmeceld. KoHTposib 3a xomom
peakuuu ocymecTBIsud ¢ momornsio TCX. 'napa3snHOIN3 MPOBOAUIH CIEYIO-
MM 00pa3oM: KaxJI0e COCIAMHEHHE 00padaThiBaiM THIPA3UHOM B STHIOBOM
cnupTe B Tedenue 40 4 mpu KOMHATHOW TeMriepaType ¥ 1 4 mpu Temmneparype
KHUIIEHUs. 3aTeM PEaKIMOHHYIO CMECh YIapHBajy Ha POTOPHOM HCIIAPUTEINE JI0
MOJIOBUHBI 00bEMa W K OCTATKy JOOABISIIM BOAY. BhIACTMBIIUICS OcCaIok
(B cmyuae coeauHEHUH 2 W 3 BBIIEISIETCS Maclio, KOTOPOE 3aTeM 3aKpHCTa-
JIU30BBIBAETCS) OT(HUIBTPOBBIBAIM U BHICYIIMBAIHU. [IpOIyKTHI THIPA3HUHOIH3A
coequHeHui 2, 3 UASHTHPUIIMPOBAIU B BUJIC XJIOPTHIPATOB.

* I'mybokoyBaxkaemoro Mmuxamna ['purpeeBuda BoponkoBa mo3zapasiseMm ¢ robuneem! Ilycts
Hallle COTPYIHHIECTBO IPOJJIUTCS eIlle JOITHE TO/BL.
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Kak u mpeanonaranoch, coequHeHnst 1 1 2 pearupyroT ¢ THAPAa3HHOM C pac-
KPBITHEM OKCa30JIMIAWHOBOTO IMKJIA, MPEBPAIIAsCh KOJMYECTBEHHO B COOTBET-
CTByMOIIHE aMUHOAHOIBI — (1S,2S)-2-amuno-1-(4-autpodennn)-1,3-nmponananon
u (1S,2S)-2-6en3mnamuno-1-(4-aurpodernn)-1,3-mpomauanoi. IIpu o6paboTke
THAPAa3UHOM COeAMHeHus 3 OeCIBETHAS PEaKIHOHHAs CMECh OKpPAIIHBACTCS
B JKEJITO-OPAHKEBBIH [BET, YTO CBHIETEIBCTBYET O Goiee IIyOOKHX MpeBpaliie-
HUSX, TPOTEKAOIINX B JaHHOM CIIydae.

Jltst coeHenust 3 MOKHO MPEUIOKHUTH HECKOJIBKO HAIPaBJICHHI THAPa3H-
HOJIN34, IPEJICTABICHHBIX Ha CXEME:
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Ha mnpakTtuke oka3ajaoch, 4YTO COEIMHEHHE 3 paclagaeTcs NperMyIie-
CTBEHHO IO TPEThEMY HaNpaBICHUIO C 00Opa3oBaHMEM CIIOKHOH CMecH, IJIaB-
HBIM 00pa30M, paCTBOPUMBIX B BOJIE BELIECTB, KOTOPBIE HE OBLIM WIACHTUDHUILIN-
pOBaHBI, a BBIXOJ OOpa3yroIlerocs: Npy pachaje Mo MEePBOMY HalpaBJICHHIO
(1S,25)-2-6en3unamuno-1-(4-autpodenmn)-1,3-nponananona He npesbiuaet 20%;
3TO COEAMHEHHE OKAa3aloCh HJICHTHYHBIM NPOAYKTY THIPAa3HHOJU3a COEAH-
HEHHS 2.

79



Cpenu mpoaykToB peakimu He obOHapyxeH (1S,2S)-2-amuHo-1-(4-HUTpO-
(dennn)-1,3-ponanano, YTO CBUACTENLCTBYET O TOM, YTO B CIIydac COCIIH-
HEHHs 3 BTOPOE HAIIPABIICHUE HE PEan3yeTcsl.

SKCIHEPUMEHTAJIBHASA YACTbH

Crextpsl SMP H sammcamst Ha crektpomerpe BrukerAC-400 (400 MI'm) B JIMCO-dg,
BHyTpeHHUH cTraHaapT TMC. Croextpsl 00paboTaHBl C MOMOIIBI0 KOMIBIOTEPHON MPOTpaMMBbI
MESTREC. BenuuuHbl yaeapHOrO BpalleHHs H3MepeHsl Ha moisipuMerpe Jasco DIP-370.
TemmepaTypbl IUIaBJIeHUS onpeseneHbl Ha yeraHoBke Kodaepa. TCX npoBoauiy Ha IulacTHHKAX
C OKCHJIOM aJIFOMHHUSA (3TAHOM).

Tuapazunonaus (1R,4S5S)-1-(4-Hutpodenmn)-1-aza-3,7-qnokcadunuio[3,3,0lokrana (1).
B KkpyrionoHHyto Koily, CHaO)XCHHYIO OOpAaTHBIM XOJOIMJIBHHKOM M MAarHUTHOI MEIIaIKOM,
nomematoT 1.5 1 (6.4 mmonb) coenunenus 1, 2.0 r (40 mmonb) rugpasuHruapata u 20 mi
3TaHOJIA U MepEeMeNInBaloT B TeueHre 40 4 mpu KOMHATHOW TeMIiepaTtype u 1 4 mpu Temieparype
KUNCHUS. 3aTeM DEakKIMOHHYIO CMECh YIAapUBAIOT HAa POTOPHOM HCHAPUTENE 10 TOJOBUHBI
obvema u mobaBmsaroT 20 M BoApl. BrimaBmme KpHCTaUIBl OT(QHIBTPOBBIBAIOT, MPOMBIBAIOT
BOJIOM ¥ BeiCcymmBaroT. [Tonyuator 1.25 r (1S,2S)-2-amuno-1-(4-aurpodenmn)-1,3-nponanuosna
(BBIXOT 95%). T. 1. 165-166 °C. JIur. T. . 163-165 °C [4].

Tuapazunonus (4S,5S)-3-6en3nn-4-ruapokcumerni-5-(4-aurpodennn)okcazoauauna (2)
MPOBOMAT Kak omucaHo Bbimie, B3sB 2.0 T (6.4 mmonp) coeauHenus 2 u 2 r (40 mMMmoub)
ruzpasunruapara. [lonyuator 1.88 r (1S,2S)-2-6ensunamuno-1-(4-aurpodenmn)-1,3-nponanano-
na (BeIxon 98%), KOTOPEIH 3aTeM TepeBoAaT B xiopruapar. T. mi. 244-246 °C (¢ pasin.), [a]p
+55.5° (¢ 0.52, sranon). Crekrp IMP 'H, &, m. 1., J ('m): 7.65-8.24 (4H, k, J = 8.8, Hapon);
7.40-7.57 (5H, nBa M, Hypon); 6.75 (1H, ym. ¢, OH); 5.58 (1H, ym. ¢, OH); 5.07 (1H, yur. g,
J=17.5, CHO); 4.30 (2H, ¢, CH,N); 3.63 u 3.33 (2H, nBa 1, J = 12.8, CH,0); 3.17 (1H, ym. c,
CHN). Haiigeno, %: C 56.98; H 5.70; N 8.28; Cl 10.48. C1gH1gN,O4*HCI. Beraucneno, %:
C 56.72; H 5.65; N 8.27; CI 10.46.

Tuapasunonus xgopuaa (1R,4S,5S)-1-6ensnn-4-(4-uurpodenun)-1-azonna-3,7-quoxca-
6unuki0[3,3,0Jokrana (3) MPOBOAAT KaK OMKMCAHO BhIIIE, B3sB 2.6 T (7.1 MMOIIB) coeuHeHns 3
u 2.4 r (48 mmoip) ruppasunruapara. [lomygator 0.4 r (1S,2S)-2-6ensunamuno-1-(4-aurpode-
Hu)-1,3-mpomananona (Beixox 18%), KOTOPBIi 3aTeM mepeBOAsT B Xmopruapat. T. wi. 244-246 °C
(cpasn), [a]p +56° (¢ 0.52, sramom). Crextp SIMP 'H uueHTHueH crekTpy NpOLyKTa
THAPA3HHONI3a COSIHHCHHS 2.
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