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(57) NzobpereHre OTHOCHTCS K TETEPOIUKIMYECKHM COCIUHEHHSIM, B YAaCTHOCTH K TIOJYUYEHHIO IMPOU3BOJHBIX
1,2,5,6-teTparunponupuant-3-kapOokcanbaeruapokcuma o-mol [

NOR?*>=CH-C = CH- CHp - CHy - N(Rl) — CH, rae R-H umu merun, R? -nmuHelHbIi Unu pasBeTBIEHHbII

HachleHHbIA Ci3-anKuil, JUHEHHBINA UM pa3BEeTBIECHHBIA HEeHACBIIEHHBIN Co4-alKuil, aueT Wik AUMETUIaMHHO-
STHJI, WIH UX THAPOXJIOPUAOB, OONANAIONINX XOJMHOMUMETHUECKOW aKTHBHOCTRIO. Llens m300peTeHns - BEISBICHHUE
HOBBIX 0OJIee aKTHBHBIX COCIUHECHUH YKa3aHHOTO Kiacca. [lodydeHue [eNeBhX MPOAYKTOB BEAYT U3 THAPOXIOPUAA

¢-m61 CHO-C = CH-CHy — CHjp — N(R1 - CHp), rae R - ykasano Beimie, u rugpoxyopuaa ¢-net NH.OR?a,

rae R(Z)L -H, nmuHelHbIA UIN pa3BEeTBICHHBIN HACHIEHHbIN Ci-3-aJdKuil, TMHEHHBIN WK Pa3BETBICHHBIN HEHACHIIECH-

Helld Cy4-ankwmi. [lonydenHoe coenuneHue ¢-msl [A NOR% =CH-CH-CHp - CHj - N(Rl) — CHjp, roe R'
R(21 - YKa3aHbl BbIIIE, BBIJCISIIOT B CBOOOIHOM BHUJIE WIIM B BHJE THIPOXJIOPHUIA, U B Clly4yae, KOTAa R(% -H, coenu-

HeHne ¢-1bl [A moaBepraoT B3aNMOACHCTBHIO C COSTMHEHUEM Ré - aneTuI WK auMeTniIaMuHo3TII, Hal - ramo-

reH. [lomyyenHoe coenHeHne (-J1bl NOR% =CH-C =CH-CHp - CHj - N(RI) — CHp roe R'u R% - yKaza-

HBI BBIIIE, BELICTSAIOT B CBOOOJHOM BHUJIE MITH B BUJIE THAPOXJIOpHaa. 3 Tabd.

N3006peTeHne OTHOCHTCS K CIIOCOOY MOIyYeHHUS] HOBBIX XUMHUYECKHUX OMOJIOTMYECKH aKTHBHBIX COCAWHEHMH, a
WMEHHO IMPOU3BOJIHBIX 1,2,5,6-TeTparuiponupuanH-3-KapOoKcaabICrHJOKCUMA WK UX THAPOXJIOPUAOB, 001agaro-
IIMX XOJHMHOMHMETHUYCCKOW aKTUBHOCTBHIO. YKa3aHHOE CBOMCTBO MpEIONaraeT BO3MOXKHOCTh IPUMEHEHUS STHX
COCTUHCHUI B MEIUIINHE.

Lenp n300peTeHus - MOJyYeHUe HOBBIX MPOU3BOAHBIX 1,2,5,6-TeTparuponupuInH-3-KapOoKCaIbIeTHIOKCUMA,
MPOSBIISIFONIUX YIYYIICHHYIO XOJIMHOMUMETUYECKYIO aKTHBHOCTD B IAHHOM PSITY COCAMHCHHIMA.

[pumep 1. F'uapoxmnopux 1-metun-1,2,5,6-rerparuaponupuaun-3-kapookcanpaerun-0-MeTHIoKcuMa.

1,42 r ruapoxiopuaa 1-MeTHITHAPOKCUAAMIHA IPHOABIISAIOT K pacTBOPY, coaepkamemMy 2,74 T THIAPOXJIOPHIA
1-metun-1,2,5,6-rerparuaponponupuann-3-kapookcansaeruaa B 10 cm® Boasl n mepeMemuBaioT 2 9 IpU KOMHATHOM
TemrepaType. BolapuBaioT pacTBOPHUTEIb, OCTATOK J00ABISIOT B Al[ETOH, OT(UIBTPOBBIBAIOT, MPOIYKT KPUCTAILIN-
3yI0T U3 dTa”ona. [TomydaroT 1,75 T KpUCTAIM30BAaHHOTO MPOAYKTa, T.IUI. 228°C (pasim.).



Brruucaeno, %: C 50,39; H 7,93; N 14,69.

C8H14N20, HCI: 190, 681

Haiineno, %: C 50,57; H 7,94; N 14,56.

pumep 2. l'uapoxnopua-1-mertmin-1,2,5,6-rerparuaponupuaia-3-kapookcansaerun-0-3Tuirokcuma.

2,42 T ruapoxnopuaa 0-3THITHAPOKCHIIAMIUHA MPUOABIAIOT K PacTBOPY, COAEpIKaIIeMy MPHOaBISIOT K PacTBO-
py, conepxkamemy 4 r rugpoxiopuaa 1-merun-1,2,5,6-rerparunponupunus-3-kapookansaeruaa B 15 cm® Bogbl.
CwMmech mepeMemuBaioT B 1 9 mpu KOMHATHOW TemriepaType. KoHIeHTpHpYIOT nocyXa M KpUCTAUTH3YIOT MPOAYKT B
stanone. [lomygaror 3,1 r meneBoro npoxykra. T.mur. 197°, (pa3zn.).

Brruucaeno, %: C 52,80; H 8,37; N 13,68.

CoHi16N20, HCI: 204, 708

Haiineno, %: C 52,61; H 8,47; N 13,47.

Ipumep 3. T'uapoxnopun-1,2,5,6-terparunponupuant-3-kapookcasbaerui-0-MeTHIOKCHMA.

5 r rugpoxnopuaa 1,2,5,6-TeTparuAponupuaAnH-3-KapOoKcanbaeruaa pacTopsioT B 30 cM® Bobl, IPUOABIAIOT
2,85 T ruapoxiopuaa 0-METHITHIPOKCUIAMUHA M TICPEMEIIUBAIOT | 4 MPU KOMHATHOW TeMIiepaType. YapHBarOT
JIocyXa, OCTaTOK KPUCTAJUIM3YIOT B ATaHOJE U mony4aroT 4,8 1 neneBoro npoaykra. T.mt. 208°C (pasm.).

Beraucaeno, %: C 47,59; H 7,42; N 15,86.

C7H12N20 HCI: 176, 654.

Haiineno, %: C 47,42; H 7,38; N 15,63.

pumep 4. T'uapoxnopuz 0-m3onpommi-N-mernn-1,2,5,6-Terparuaponupuani-3-KapOOKcaTbIeTHIOKCUMA.

1,24 r rugpoxnopuna 1-mermn-1,2,5,6-rerparuapommpuaus-3-kapOokcanpaerinia pacTBopstor B 10 cM® BOJE,
npubasirtor 0,86 T ruapoxiopuna 0-H30NPONMMITHAPOKCHIAMIAHA U IEPEMEMABAOT | 4 IpH KOMHATHON TeMIIepary-
pe. BrlmapuBaioT pacTBOpUTENbh U OCTAaTOK KpHCTAUIM3YIOT B 3TaHone. [loiydator 1 r meneBoro mpoaykra. T.m.
234°C (pasn.).

Brruucaeno, %: C 54,91; H 8,75; N 12,81.

C10H1sN20 HCI: 218, 735.

Haiineno, %: C 55,04; H 8,84; N 12,73.

[pumep 5. 1-Merun-1,2,5,6-rerparuaponupuius-3-kapookcaibaerua-0-aueTiiokcum.

2 r 1-metun-1,2,5,6-TeTparuaponupuaun-3-kapOokcanbaeruaokcuma pactsopsor B 20 cM® Terparuapodypana.
[pubasmsttor 1,44 T TpudTHiiamMuHa u 1,12 T aneTmwixiopua U MepeMelnBaoT | 4 mpu KOMHATHOW TeMIeparype.
PeakmmoHHYI0 cpexy MpOMBIBAIOT BOJOH, a 3aTeM BOJHBIM pPaCTBOPOM OMKapOOHATa HATPHUS OTACISIOT OpraHUIeCKHN
CJIOH, CyIIaT €ro W YJAISIOT pacTBOpUTeNb. OCTaTOK MEPeroHsIoT moj maBieHueM B 0,05 MM PT.CT. M BBIICISAIOT
(dpaknuto, T.KHI. KOTOpoi Haxomutes Mexxay 170 u 175°C. Toxy4vator 2,1 T meneBoro mpoaykra.

Beraucaeno, %: C 59,32; H 7,74; N 15,37.

Haiineno, %: C 59,54; H 7,72; N 15,49.

Ipumep 6. 3[2-(N,N-JIumeTHI-aMUHOITOKCUMMUHO )MeTHIT | | -MeTui-1,2,5,6-TeTparuiponupuanH.

K pactBopy sTmiara HaTpus (moiryueHHoMy ucxons us 0,66 r natpus B 40 cm® sTanona) npubaBisior 2 r 1-
Mmetmi-1,2,5,6-trerparuaponupuaun-3-kapookcanpaerujokcuma 2,06 r©  rumpoxiopuzaa  xjopupa — Oera-
JUMETHIAMUHOATIIA. HarpeBaroT 2 4 mpu TeMIeparype KHUICHHS, OXJIaXIA0T U YIASIOT pacTBOpuTeib. OCTaToK
J00aBIISIOT B 2 H. paCTBOP €IKOr0 HATPa M 3KCTPArupylOT STHIOBBIM 3()UPOM YKCYCHOM KUCIOTHI. OTIENSIOT opra-
HUYECKUH CJIOH, CyIIaT U OTTOHSIOT pacTBopuTeNb. OCTaToOK NeperoHsoT noj fasinenueM 0,02 MM pT.CT. ¥ BBIIEISAIOT
¢dpaknuto, T.xuit. kotopoit 100-105°C. IMoayyarot 2,3 T 1e7eBOro NpoIyKTa.

Breruucaeno, %: C 62,52; H10,01; N 19,88.

C11H21Ns0, HCI: 211, 312.

Haiineno, %: C 62,21; H 9,84; N 19,84.

pumep 7. F'uapoxnopua-1-npomun-1,2,5,6-rerparuaponupunus-3-kapookcanpaerua-0-MeTHiIoKkcuma.

1,74 T tpustunamuHa u 1,05 v 1-OpoMmponiana mpubGaBisIIOT K pacTBoOpy, cojepkameMy 1,5 T rugpoxsopuga
1,2,5,6-terparugponupu - 3-kapbokcanbaerua-0-mermwiokcumMa B 15 cm® mumernn-gpopmamupa. PeaknuoHHYIO
cpeny HarpesatoT npu 70°C B TedeHHE 2 9, OXJIAXKJAIOT, KOHICHTPUPYIOT IOCYXa, OCTATOK TOOABISIOT B BOIHBIN
pacTtBop OMkapOOHATAa HATPHUSA U IKCTPATUPYIOT STHUIIOBBIM I(PHPOM YKCYCHOW KHCIOTHL. OpraHuvecKkuid cJIoi oTie-
JISTIOT, CYIIAT M OTTOHSIOT pacTBOpHTENb. OCTaTOK XpoMaTrorpadupyroT Ha JBYOKHUCH KPeMHHUS (IIOAHT: aleToH -
STHJIOBBIH 3¢pup ykcycHoit kucnotsl 1-1). ITocae ymanenns pacTBOpUTENs MOIYYar0T Macio, KOTOpoe 00pabaTeIBaloOT
ra3000pa3HOi CONITHON KHUCIOTOH B 3THIOBOM 3¢wupe. [lomydeHHbIH THAPOXIOpH]] TePEeKPUCTATUTH30BBIBAIOT B 3Ta-
Houte u nony4aroT 0,9 r neneBoro npoaykra. T.mi. 220°C (pasm.).

Beruucaeno, %: C 54,91; H 8,75; N 12,81.

C10H18N20, HCI

Haiineno, %: C 55,04; H 8,91; N 12,74.

Ipumep 8. I'mapoxnopua-1-6ytuin-1,2,5,6-rerparuaponupunni-3-kapookcansaerua-0-MmeTriokcuma.

1,26 T TpusTinamuna u 0,85 r 1-6pomOyTana npubaBisIOT K cMecH, coctosimei u3 1,1 r runpoxnopuna 1,2,5,6-
TeTparuaponupuauH-3-kapookcanbaerua-0-metunokcuma B 15 cm® mumetun-gpopmamuza. Ilepememmuparor 2 4 mmpu
KOMHATHOW TeMIepaType, KOHIICHTPUPYIOT JOCYyXa, OCTATOK JOOABJISIOT B BOJIHBIA PacTBOpP KapOOHATa Kallus U JKC-
TParupyroT STHIOBBIM d(PUPOM YKCYCHON KHCIOTHI. OTHEISIOT OPraHUYeCKUN CIIOH, CyIIaT €ro W BBIIAPUBAIOT pac-
TBOpUTENh. OCTAaTOK XpOMATOrpadUpPyIOT HA IBYOKHCU KPEMHUS, IIOUPYS CMEChbio xiopodopm-3tanon 7:3. Iocne
yIaJeHUs] PACTBOPUTEIIS OCTATOK 00pabaThIBAIOT ra3000pa3HOl CONSIHOM KUCIOTOW B 3TUIOBOM 3(upe, QIIbTPYIOT U



MEPEKPUCTAILUTU30BEIBAIOT TUIAPOXJIOPU B CMECH STAaHOMATIIOBHIA 3¢up. [lomydaror 0,85 T meneBoro mpomaykra.
T.m. 186°C (pasa.).

Beruucineno, %: C 56,76; H 9,09; N 12,04.

C11H20N20, HCI

Haiineno, %: C 56,61; H 8,93; N 11,92.

Ipumep 9. l'mapoxnopux 1-ammmn-1,2,5,6-rerparugponupunnt-3-kapookcanpaerua-0-MeTmIokcuMa.

1,38 r tpmyTEnamuHa u 0,825 r amminOpomMuna mpudaBISAIOT K pacTBOPY, coAepkameMy 1,2 T Tuapoxiopuaa,
1,2,5,6-terparunpormpuans-3-kapobokcanpaerua-0-metunokcuma B 15 oM muMmetmigopMamuna. PeaknmnooHyio
CMeCh TMEPEMEIINBAIOT 2 4 MPH KOMHATHOMN TeMIlepaType, KOHIICHTPUPYIOT JOCyXa, OCTATOK J0OABISIOT B BOIHBIH
pacTBop kKapOOHATa Kalus M SKCTPATUPYIOT STHIOBBIM 3(UPOM YKCYCHON KHCIOTHI. OpraHuuecKuil Coil OTICINIOT,
CyIIaT ¥ OTTOHSIOT pacTBOpHTENb. OCTaTOK PaCcTBOPSIOT B 3TUIOBOM 3dupe, QUIFTPYIOT U NPEBPALIAIOT B COJb MPU
MTOMOIIY T'a3000pa3HOi COMSTHON KUCIOTHI. [1oTy4eHHbIN THAPOXIOPH]] MEPEKPUCTAUIM30BBIBAIOT B 3TAHOJIC U IOJY-
qarot 1,2 r neneBoro npoaykra. T.mt. 220°C (pasi.).

Brruucaeno, %: C 55,42; H7,91; N 12,93.

Ci0H16N20, HCI: 190,681.

Haiineno, %: C 55,02; H 7,72; N 12,74.

Hpumep 10. T'unpoxmopun-1-nentun-1,2,5,6-rerparuaponupunus-3-kapookcansaerua-0-MeTuaokcuma.

1,72 r tpmoTHnamuHa U 1,28 T 1-OpoMneHTaHa IpHOaBIAIOT K CMECH, conepkamieit 1,5 r ruapoxmopuaa 1,2,5,6-
TeTparuAponupuanH 3-kapbokcanbaerua-0-merunokcuma B 20 cm® numetundopmamuia. IlepeMemupaoT 3 4 npu
KOMHATHOW TeMIepaType, KOHIICHTPUPYIOT JO0CyXa, OCTATOK T00ABIAIOT B BOLY M AKCTPAruPYIOT STHIIOBEIM 3(PHPOM
YKCYCHOM KUCIOTHL. OTIENSIOT OpraHWIeCKHN CJOH, CyIIaT ero M yHAIIOT pacTBopuTenb. OCTaTOK JOOABISIOT B
a¢up, NpeBpaliaoT B COJIb MPU ITOMOIIHM Ta3000pa3HON COJITHOI KUCIIOTHI, (PUIIBTPYIOT U MEPEKPUCTAIUTU30BBIBAIOT
MOJIYYCHHBIN THAPOXJIOPU B cMecH MeTano-3¢up. [Tomyyarot 1,1 r ieneBoro npoaykra. T.mut. 185°C (pasi.).

Brruucaeno, %: C 58,40; H 9,39; N 11,35.

C12H2N»0, HCI: 190,681.

Haiineno, %: C 58,27; H9,48; N 11,19.

[Mpumep 11. T'uapoxnopun 1-metuin-1,2,5,6-rerparunponupuans-3-kapookcansaerua-0-nponapruiokcuma.

1,23 r ruppoxiopuna 0-mponapriuiruaApoKCcUIaMuHa NpruOaBiIsIoT K pacTBOpy, coaepkamemy 1,84 r ruapoxiio-
puna 1-metmin-1,2,5,6-terparuaponupuana-3-kapOokcanpaeruga B 15 cM® BOJIBI. [epememmBatoT 1 9 mpu KOMHAT-
HOW TemIeparype, KOHIEHTPUPYIOT T0CyXa W OCTaTOK KPUCTALTU3YIOT B dTaHoie. [loaydaror 2,2 T meneBoro mpo-
nykra. T 157°C (pasmn.).

Beraucaeno, %: C 55,94; H 7,04; N 13,05.

C10H14N20, HCI: 190,681.

Haiineno, %: C 55,81; H 6,95; N 13,11.

[pumep 12. T'uppoxmopun 1-mmkmonpomnan-1,2,5,6-terparuaponupuanH-3-kapOokcaibaeru-0-MeTHIoOKCMa.

0,9 r xJIopMeTWILMKIIONpoaHa npubasisioT k 2,8 r 1,2,5,6-terparnapo-3-kapookcanpaerun-0-meTnnokcuma u
HarpeBaroT 3 4 npu 80°C, a 3arem mpubaBisioT 0,45 T XJTOPMETHIMKIONPONaHa U BeaepxkuBaroT 6 4 npu 80°C.
OxnaxkJaT, pa30aBisioT B 0€3BOHOM 3THIOBOM 3dupe, QUIBTPYIOT U XpoMaTorpadupyroT GpuibTpar Ha JIByOKUCH
KPEMHHUS, JJIIOUPYS STUIOBBIM 3(HUPOM yKCYCHOH KHCHOTHI. [locne ynanenus pactBopurens noiy4daroT 1,4 r macia,
kotopoe neperousitoT mpu 130°C mox 0,1 MM pr.cT. [TomkucistoT ra30006pa3HON CONMSIHON KHUCIOTON B OE3BOJHOM
STHJIOBOM 3()MPE U KPUCTAJUTU3YIOT B CMECH 3TaHOJI-3TUIOBBIN 3¢up. T.mi. 233°C (pasi.).

Brruucaeno, %: C 57,25; H 8,30; N 12,14,

C11H1sN20, HCI: 230,745.

Haiineno, %: C 57,03; H 8,17; N 11,96.

[Mony4denue ucnonszyemoro B npumepe 12 1,2,5,6-terparunponupuani-3-kapookcanbaerua-0-MeTuiiokcuma.

Cranus A. 1-anbda-XmopaTokcukapoouui-1,2,5,6-rerparuaponupuaut-3-kapookcanbaerua-0-MeTHIOKCHM.

Pactop 13,2 r 1-6ensmi-1,2,5,6-teTparuaponupuaun-3-kapookcansaerua-0-metunokcuma B 120 cm® 6e3Bog-
Horo 1,2-auxinopaTtana oxnaxaaioT g0 0°C, npudasisor 11,7 r anbda-Xa0p3THinoBoro 3¢gupa XJI0pyrojbHOH KHCIo-
THI M HATPEBAIOT MPH TEMIIEPATYPE KUIICHUS C OOPATHBIM XOJIOJMIBHIUKOM B TedeHue 2 4. OXJIaXIAI0T H OTQIIBTPO-
BEIBAIOT HEPACTBOPUMOE BellecTBO. DUIbTpAT YIApUBAIOT IOCYXa, OCTATOK HOOABISAIOT B O€3BOMHBIN 3(up, pazdoas-
JISFOT ¥ QUIIBTPYIOT.

VYnapusatoT pmibTpar u noiydaror 19,8 r npogykra, KOTOpBIH cpasy yHOTPeOIISIOT IS CIeAyIOIei peaKkunm.

Cranus b. 1,2,5,6-TerparuaponupuanH-3-kapOokcaibaerua-0-MeTHIIOKCHM.

19 1 nostyueHHOTO BBIIE TIPOAYKTa pacTBOpstoT B 100 cm® Ge3BoaHOr0 MeTaHona u HarpesatoT npu 50°C B Te-
yeHre | 4. BemmapuBaroT 1ocyxa pacTBOpUTENh, OCTATOK JOOABISAIOT B OE3BOIHBIN ATHIIOBEIN 3(pHp, MepeMeIInBaroT,
GUIBTPYIOT ¥ MOTYYAOT 8,4 T 1EJIEBOT0 MPOIYKTA.

[Tpumep 13. Tunpoxmopun 1,1-mumMeTHITHIIOKCHKapOOHIIMEeTH-1,2,5,6-Te Tparuaponupu auH-3-
kapbokcanbaerna-0-meTuiiokcuma.

4,5 r npuroTtoBieHHoro B npumepe 12, 1,2,5,6-terparuaponupuant-3-kapookcaibaerua-0-MeTHIokcuMa pac-
tBOpsaioT B 30 cm® Ge3BoaHOrO GeH30ma, NpubaBIAoT 3,25 T TPHATHIAMUHA U MEIIEHHO 6,3 T TpHOYTHIOBOTO 3dupa
OpomykcycHOU KuciaoThl. 1o mcteueHnn 30 MHUH peakuuu OT(HUIBTPOBHIBAIOT OOPA30BABIIMICS XJIOPUA TPUITHU-
JlaMUHa, BhIIapuBaloT OeHzoul, neperoustor npu 130°C mox 1 MM pr.cT. M HONy4yaroT 6 T MacisIHUCTOTO MPOIYKTa.



I'mapoxopua nomyyaroT IpH MOMOIIM Ta3000pa3HON COJITHOM KUCIIOTHI B OE3BOAHOM STHIIOBOM 3(upe U nepekpu-
CTAJUTM3aLUU B cMecH 3TaHon0e3BoaHbIH 3¢dup. T.mr. 182°C (pasin.).

Beruucineno, %: C 53,69; H 7,97; N 9,63.

C13H22N203, HCI: 290,797

Haiineno, %: C 53,87; H 8,03; N 9,81.

[pumep 14. Tunpoxnopun-1-xkapbokcumermn-1,2,5,6-TeTparunponmpuant-3-kapookcanbaerun-0-
METHJIOKCHMA.

3 r ruppoxsopuna 1-(1,1-mumeTrmaTokcukapbormMernin)-1,2,5,6-retparuapormupuans-3-kapookcambaerum-0-
METHJIOKCHMa PacTBOPSIOT B 30 cM® Ge3B0IHOrO TOIyoJ1a, TPUOaBIAtoT 2,27 I' MapaToayoscy ib(QOKHUCIOTE 1 Harpe-
BAIOT MPU TEMIIEPAType KUTICHHUS ¢ OOPaTHBIM XOJOAWIBPHUKOM B TeueHHe | 4. BeImapuBarT qocyxa, OCTaTOK J100aB-
JSEOT B 1,2-UXJI0pATaH, IPEBPAIAlOT B COJIb IIPH IIOMOILH ra3000pa3HON COJISTHOM KHUCIIOTHI M 0CaXJat0T O3B0 THBIM
STHIOBBIM 3(upoM. OUIBTPYIOT U MEPEKPUCTAILTH3OBEIBAIOT B ATAHOJC IS MONIy4eHus 1,8 T [elneBoro mpoayKra.
T.mn. 213°C (pasa.).

Brruucaeno, %: C 46,06; H 6,44; N 11,94.

CoH1aN203, HCI: 234,692.

Haiineno, %: C 45,92; H 6,27, N 11,91.

[pumep 15. Tunpoxmopun-1-(0yt-2-eamn)-1,2,5,6-rerparugponupunni-3-kapookcanpaerua-0-MeTriokcuma.

HeiicTByroT, KaKk B npuMepe 13, B auMeTmindopmamuie ¢ OpOMAIOM KpOTWIIa, IIepeMentiBas | 9 mpu KOMHAT-
Hoii Temriepatype. CyXxoil ocTaTOK HOOABISIOT B BOAY B MajoOM KOJIHYECTBE M AKCTPArHPYIOT 3THIIOBBIM 3(upom
yKCycHOM KACIOTHL. [TomyueHHbIH ruapoxiaopun miasutces npu 215°C (pasi.).

Beraucaeno, %: C 57,26; H 7,86; N 12,14.

C11H1sN20, HCI: 230,745.

Haiineno, %: C 57,02; H 8,06; N 12,07.

[Mpumep 16. T'mapoxnopua-1-(npon-2-mn)-1,2,5,6-rerparuaponupuun-3-kapookcaibaerun-0-MeTHIoKCHMa.

3,2 r 1,2,5,6-TeTparuaponupuaut-3-kapookcanpaerun-0-merunokcuma ¢ 1,41 r 2 6pomMnponaHna HarpeBaroT MpH
TeMIepaType KUICHUsI C OOPATHBIM XOJIOMUIbHUKOM B TedeHue 1 4. [ommenaunBatot 10%-HbIM BOIHBIM PACTBOPOM
KapOoHaTa KaJlusi, SKCTParupyloT 3TUJIOBBIM 3(HPOM YKCYCHOH KHCIIOTBHI, @ 3aTeM BBINAPHUBAIOT JOCyXa. XpoMaro-
rpadUpyrOT Ha IBYOKHUCH KPEMHHUS, JIIIOUPYIOT CMEChio MeTaHonxyiopodopm (2:8). Tlomyyarot 1,2 macia, KoTopoe
neperousitoT npu 110°C npu 0,08 mMm pr.cT. [loakucnsior razoo0pasHoii cosisHol kuciaoToit B adupe. Ilocne nepe-
KPUCTATU3AIMN B U30TIPOIHIIOBOM CIIUPTE - ATHIOBOM dupe ruapoxiaopua miaButcs npu 210°C (pazi.).

Brruucaeno, %: C 54,91; H 8,76; N 12,81.

C10H18N20O, HCI: 218,728

Haiineno, %: C 54,68; H 8,72; N 12,71.

pumep 17. Tunpoxmopun-1-(npon-2-uann)-1,2,5,6-retparnaponupunna-3-kapookcansaerua-0-MeTHIoKCHMa.

JeiicTByroT, Kak B mpuMmepe 15, ymorpeOiss OpoMua MPONHMHWIA M MOMYYaroT IeleBod ruapoxiopua. T.our
229°C (pa3smn.).

Beraucaeno, %: C 55,94; H 7,04; N 13,05.

C10H14N20, HCI: 214,696

Haiineno, %: C 56,02; H 7,07; N 12,88.

[Mpumep 18. I'mapoxnopua-1l-nukinonentui-1,2,5,6-rerparuaponupuani-3-kapookcanbaerna-0-MeTuiIokcuma.

JeiictBytoT, kak B ipuMepe 16, ymotpebisisi OpoMuI MUKIONIEHTHIA, HarpeBatoT npu 60°C B TeueHue 8 4 U mo-
Tydarot neneBor nmpoaykt. T.mi. 213°C.

Boruucineno, %: C 58,89; H 8,65; N 11,45.

C12H20N20, HCI: 244,766

Haiineno, %: C 58,62; H 8,49; N 11,38.

Ipumep 19. Tunpoxmopuxn 1,2,5,6-retparuaponupuaut-3-kapookcanbaerua-0-nponapruiokcuma.

HeiictByror, kak B mnpumepe 11, wucxoms u3 1,47 r rugpoxiopuaa 1,2,5,6-TeTparuaponupuina-3-
kapOokcampaeruna u 1,07 T ruppoxnopuna-0-npomaprunrugpokcmnamuna. [lomydaror 1,2 T meneBoro mpoaykra.
T.m. 202°C.

Boruucneno, %: C 53,87; H 6,5; N 14,12.

CoH12N20, HCI: 200,676

Haiineno, %: C 53,64; H 6,53; N 13,96.

pumep 20. T'unpoxmopun-1-metmi-1,2,5,6-Terparunponupuani-3-kapookcanpaerua-0-ammmiokcnma.

K pacteopy 0,5 r marpus B 20 cm® GesBonHoro osrtanona npubasnsior 2,7 r N-metun-1,2,5,6-
TeTparuApoNupHIUH-3-ajlbJI0KcuMa, 3aTeM MeaieHHo 1,67 cm® 6pomuja amnuna. HarpeparoT npu TemiepaType Ku-
HEeHHsI ¢ 0OPATHBIM XOJIOAWILHUKOM B T€YEHHUE 3 4, BHUIMBAKOT B 60 cM® BOJIBI, KCTPArupyIOT XJIOPHCTHIM METHIIE-
HOM W OPTaHWYECKHUH CJIOW MPOMBIBAIOT COJICHON BOJOMW, CYIIAT U KOHIEHTPHUPYIOT gocyxa. OcTaTok XxpoMarorpadu-
PYIOT Ha IBYOKHUCH KPEMHHUS, STIOUPYS CMECHIO STHIIOBBIN d(DUp YKCYCHOW KUCIIOTHI - MeTaHos 95-5. Tlomygatot 1 r
Macia, Kotopoe neperossroT npu 125-130°C npu 5 MM pT.CcT. DTO Maciio pacTBOPSOT B Oe3BOAHOM 3dupe, IpeBpa-
[IAI0T B COJIb TIPY MTOMOIITHM ra3000pa3HOM CONSTHON KUCIOTHI. [ToTydeHHbBIN THIPOXIOPH] IEPEKPUCTAIITN30BBIBAIOT B
cMecH MeTaHOITUIOBEIHN 3dup. T.mn. 168.169°C (pazin.).

Beruucineno, %: C 55,42; H7,91; N 12,93.

CloHleNzo, HCI: 216,712



Haiineno, %: C 55,14; H 7,82; N 12,76.

Ipumep 21. Tunpoxmopun-1-mernn-1,2,5,6-terparuaponupunni-3-kapookcanpaerua-0-0yreH-2-niiokcuma.

Heiicteytor, kak B npumepe 20, ucxoms u3 3,5 cm® Opomuma kpotuna u 3,8 r l-metun-1,2,5,6-
TeTParuapONHPHUINH-3-aJIbI0OKCHMa, HarpeBas 4 4 IpH TeMIlepaType KHUIICHHUS ¢ OOpaTHBIM XOJOIIIFHUKOM. [lomy-
qarot 1,78 r Macna, kotopoe neperonstor npu 160-165°C mpu 3 M pr.cT. [lodydaroT THAPOXIIOPUI, KOTOPHIH IIIa-
Butcs mpu 164-165°C (pasa.).

Beruncineno, %: C 57,26; H 8,30; N 12,14.

C11H18N20O, HCI: 230,739

Haiineno, %: C 54,04; H 8,28; N 11,99.

CoenmuHeHNUs, MOMYyYCHHBIE MO0 M300PETCHHUIO MPOSBILIIOT MPOJODKUTENFHOE NEHCTBHE XONIMHOMUMETHIECKOM
AKTUBHOCTH TPU BBEIACHUU Yepe3 POT.

H3BecTHO, 4TO paccTPONCTBA MAMSTH Y TOXKIIIBIX JIFOJICH TTaBHBIM 00pa3oM CBSA3aHBI C HEJIOCTATKOM IICHTPATb-
HOW XOJIMHEPTHYCCKON CHCTEMBI, B YACTHOCTH MPH CTAPOCTH H O0JIe3HH Axeimepa.

Jloka3aHo, 4TO apeKOJHMH, MHBCKTUPOBAHHBIH BHYTPUBEHHO, UMEET MOJOKHUTCIBHBIA 3(P(QEKT HA MAIUCHTOB,
MPOSUISIONINX PACCTPONUCTBA MAMSITH.

OrpanndeHne yrnoTpeOIeHns apeKoIrHA IPHU JEUCHUN CBA3aHO C TEM, YTO 3TOT MPOAYKT MPOSBISICT OYCHb Cla-
OyI0 aKTHBHOCTB IIPU IIPHEME Yepe3 POT U NEHCTBYET KPATKOBPEMEHHO.

[omyuyeHHBIE COCNWHEHHS TOCIIE BBEICHHS Yepe3 POT IMOKA3aIH IEHTPATBHYI) XOTHHOMHUMETHYCCKYIO aKTHB-
HOCTh 10 1500 pa3 BhIIe, YeM aKTHBHOCTD apeKOJIMHA ¢ 00JIee IPOIOIDKUTEIEHBIM ICHCTBHEM.

Takxum 06pa3oM, COeIMHEHHS MOTYT OBITh HCIIOJIB30BAHBI B YaCTHOCTH, IIPH JICUCHUH O0JIe3HN AXeiiMepa nim
CTapYecKoro cIaboyMus U pacCTPOMCTB MAMSTH.

OObIuHas 1032 U3MEHSACTCSI B 3aBUCUMOCTH OT COCTOSIHHS OOJIHOTO M croco0a BBeneHus U cocTtaBmseT 1-100
Mr/ieHb, HanpuMmep 1-15 Mr/meHb 3a OJJH MPUEM WK B HECKOJIBKO MPUEMOB B Cllydyae MPOIyKTa mpumepa 3, BBEICH-
HOTO Yepe3 porT.

[TosmyuyeHHBIC COCMHEHUS MOTYT YIOTPEOIATHCS AUl MPUTOTOBJICHUS (DapMaIleBTUUECKUX COCTaBOB, COJEpPIKa-
IIMX 3TH COCTUHCHHUS B KaueCTBE JACUCTBYyOMIEro Havana, dapMareBTHUSCKHE COCTABBI MOTYT OBITh TBEPABIMH WA
KUJIKUMH B BUJIC OOBIYHBIX (hapMaIleBTUYCCKUX (HOPM, HAIPUMEP TaOJICTKH, Apaxe, KeTyJIbl, TPaHyJIbl, CBEYKH, Ipe-
TapaThl IS HHBEKIHH, 3TH COCTABHI IPUTOTOBIIAIOTCS OOBIYHBIMA CIIOCOOaMH.

JeiicTByromee Havamo (Hav4aja) MOTYT BBOJUTHCS B SKCIUIUCHTHI, 0OBIYHO YHOTpeOIisieMble B 3THX (papmares-
THYECKHX COCTaBaX, TaKHe KaK TyMMHAapaOUK, JIAKT03a, KpaXMaJ, cTeapaT MarHHs, MacJio Kakao, BOJHBIC WM HEBOI-
HBIC HOCUTEIH, )KHBOTHBIC WJIH PACTUTEIBHBIC )KHUPBI, ITapa(MHOBBIC IPOU3BOJHEIC, TIIHKOHU, pa3IHIHbBIC CMadUBaTe-
U, JUCTIEPTaTOPhl, SMYJIBraToOphl 1 KOHCEPBAHTHI.

dapMakoJIOru4ecKoe HccieI0BaHue.

Ocrpast TokcuyHocTb. OnbIT BeayT Ha Mmblmax camiax (CDi Charles Rivers) Becom 22-24 r Haromak 16 4 1o
onbita. CoeiMHEHNs BBOAT Uepe3 poT B go3ax 1000, 500, 250, 125, 62,31 u 16 mr/kr. OTME4arOT CMEPTHOCTH B Te-
yeHue 7 JHEH Tocie WUCHOoNb30BaHUs. Pesymbrarel gaHbl Hmke. OcTpas TOKCMYHOCTh MPOW3BOAHBIX 1,2,5,6-
TETParuIponupuanH-3-KapOoKCaIbAEI HI0KCHMA!

CoennHenue JIIs0 mMr/xr
npumepa Ne
1 450
2 250
3 75
4 350
5 500
6 750
7 100
8 30
9 175
10 175
11 60
19 90
20 250
21 250
ApekosnH 600

OnbIT Ha BBIJCICHHOM HWIEYME MOPCKOW CBHHKU. bepyT KycOYKH miieymMa MOPCKOW CBHHKH, YMEPIIBICHHON
obesrnasnuBanyeM. Brinenennsii mwieyM seoaaT B 10 cm® pactsopa Tupoaa npu 37°C 1 NpoayBaroT CMECHIO KHCIIO-
poxna (95%) u yriekucioro rasa (5%). KoHneHTpanun mpoayKToB 3alMCHIBAIOT MIPH IIOMOIIH JaTIHKA, CBSI3aHHOTO C
nonurpadom. M3ydaemsle coequneHns npubapisioT npu kKonerTpanmsax 1,102 u 1,108 M/n.



CoenuHeHus, POSBIISIOIINE KOHTPAKTYPY, UCCIEAYIOT 110 OTHOLICHHUIO K aTPONMHY U IT'€éKCaMETOHHIO JUIsl yCTa-
HOBJICHUSI THIIA aKTUBHOCTH MYCKapHHOBOTO MJI HUIKOTHHOBOTO.

Bo3MoXHOE TPOTHBOMOIOKHOE ACHCTBUE COEANHEHUH UCCIEAYIOT M0 OTHOIICHHIO K allETHIIXOJIMHY.

AroHunctundeckoe AedcTBue BbIpaxaioT B pD. (oTpumarensHbIH jorapudm 103bI, KoTopas mpousBogut 50%
MaKCUMAaIbHYIO dQQeKTa).

ITporuBononoxxHoe aelicTBue BeIpaxaercs B DEsp (1032, koTopast ymensmaer Ha 50% MakcuManbHbIH 3¢ dexT,
BBI3BAHHBI  aIeTWIXONMHOM). PesynpraTel mamel B TaOml  (ucciemoBaHme  mpow3BOgHBIX  1,2,5,6-
TETparuIponupuaAnH-3-KapOOKcallbIerul OKCUMa Ha BBIJICIICHHOM HJIEyMe).

Juapeitnas aktuBHOCTB. OmbIT BeayT Ha Mbimax camuax (CDi Charles Rivers) Becom 25-30 r HaTomak 6 4 10
omnbita. CoeiMHEHNE, PAaCTBOPEHHOE B 5% MeTol1ese, BBOAAT Yepe3 pOT MPH ITOMOIIH MTUILEBOAHOIO 30Ha.

KoHTponbHbIE )KUBOTHBIE MOJTYYaIOT TOIBKO SKCIMITHEHT.

[Mocne monb30BaHMS KUBOTHBIX CTABSIT OTAEIBHO B KIETKH, JHO KOTOPBIX IIOKPHITO MPOMOKATENILHOI OymMaroi u
HabmopaaroT B TeueHue 30, 60, 120 u 180 muH.

JIucTel MpOMOKaTENbHON OyMaru MEHsIIOT IT0ciie KaXXJ0ro HaOII0ICHNUSI.

KoncucTeHnmio ucnpaxHeHNH OIeHUBaIOT 1o crocody Panmamn un bapyrt mo crepyromeit mkame: 0: TBepaas
KOHCHCTEHIHS; 1: cierka ciabble UCIIPaXHEHMS ¢ WK 0€3 BIaKHOTO BEHIIA; 2: CJIETrKa ciadble HCIPaKHEHUS C TIPHU-
CYTCTBHEM XOPOIIO ONPEIEICHHOTO BIAXKHOTO KOJIbIIA; 3: cIa0ble NCTIPAXHEHHS C IPUCYTCTBHEM OOJBIIOTO BIIAXKHO-
TO KOJbIIA.

J1ist Ka>K0ro COeMHEHMsI OTMEUeHa 1032, KOTopasi BhI3bIBaeT MoHoC y 50% KHMBOTHBIX, MO criocody Mutep u
Taitaep. Pe3ynpTatsl qansl Huxe. J{uapeiiHas akTUBHOCTh IIPOU3BOHBIX TETPAruAPONUPUIMHKA00KCATBIOKCUMA:

CoenvHeHHE DEso, Mr/xr
npumepa
1 0,6
2 50
3 0,15
4 >100
5 >100
6 >100
7 1,7
8 3,5
9 1,2
10 5
11 55
19 0,8
20 >100
21 100
ApexonuH 35

I'unorepmuyeckas akTUBHOCTh. OMBIT BEyT Ha MbIlIax caMmuax BecoM 25-30 r HaTowak 6 4 A0 OMbITA.
Temmeparypy Teiaa OTMEUArOT IPH IIOMOIIH TEPMOMAPHI, YCTAHOBICHHOW U MPSIMOH KHUIIKe, OKoJo 1,5 cM, U co-

€IMHEHHOH C 3JIEKTPUYECKUM CaMOIINCIIEM TEMIIEPaTYPhI.
CoenuHEHHNs BBOJAT Uepe3 POT MIIH MOJIKOXKHO U TeMIlepaTypy 3amuchiBatoT B MOMeHT 0 1 30 muH, 1 4,29 n 2,5

9 IIOCJIC ITIOJIb30BAHUA.
rI/IHOTepMI/I‘IeCKaﬂ CTCIICHb ONPCACIACTCA B BUAC pa3sHUIBI MCXKAY IMOJB30BAHHBIMU XUBOTHBIMHU U KOHTPOJIb-

HBIMH, OTIPEIENISIOT 103y, HYXXKHYIO JUIs moHMWkeHus Ha 1°C TemmepaTtypsl Tena. Pe3ynbTaTel ganbl B Tabma.2 (THIO-
TepMUYECKasi aKTUBHOCTh TIPOU3BOIHBIX TETPAruAPONHUPUIHHKAPOOKCATBICTUIOKCHMA)

OnpenernsitoT MpOoJOKUTEIFHOCTh NSUCTBUS COSAMHEHUI TpU J103€, MOHMKaromeld temmneparypy Ha 1-1,5°C.
PesynbTarel ganbl B TaO.3 (M3MEHEHHS TEMIIEPATyphl Tela >KMBOTHBIX MPH BBEJACHWU HOBBIX MPOW3BOJHBIX TETpa-
THAPOTMPUIMHKAPOOKCATBIETHIOKCUMA).

®OPMYJIA U3OBPETEHUSA

Crioco0 noay4eHus MPOU3BOAHKIX 1,2,5,6-TeTparuaponupuanHa-3-kapOooKkcanbaeruIokcuma oomel Gopmysr 1

(- CH=NOR?
N/

At

rae R! - Bogopox uinm meTu;
R? - nuHeiinblii nam pa3BeTBIIEHHBINH HachiueHHbIH C1-Ca-aikuil, JTMHEWHBIH WK Pa3BETBIIEHHbBIA HEHACKI-
meHHbId Cp-Cy-ankui, aneTua Uil JUMETUIAMUHOITHI, UM UX TUAPOXJIOPUAOB, OMAUYAOWULICS TEM, YTO THAPO-
XJIOpHJT COeTUHEeHHS 001ei popmysl 11



“X—CHO
]
R

rae R! umeer ykasanHbIe 3HAY€HMs, OBEPTAIOT B3aMMOIEHCTBIIO C TUIPOXJIOPHIOM COEITMHEHHs 00mIei pop-
mysl [11

NH,OR 2 ,

rae R é - BOJIOPOJI, TMHEHHBIIM WM pa3BETBICHHBIN HachIIeHHBIN C1-Cs-alkmi, THHEHHBIA TN Pa3BETBICHHbBIN

HeHachleHHbIH Co-Cy-anku,
U MoJIy4eHHOe coeanHeHue oorelt Gpopmyist [A

S~ CH=NOR}

R!
rac Rl nu R2 HUMCHOT yKaSaHHBIe 3HA4YCHUs, BBIACIIAOT B CBO60,Z[HOM BHUC WU B BUAC FHZ[pOXJ'IOpI/IJ:[a UB cnyqae, Koraga

R é - BOJIOPOJ, coequHeHue oomieit Gpopmyibsl IA moaBepraoT B3auMOJICHCTBUIO C COCAMHEHHEM 00ImIel (hopMyJIbl
v
R 2 Hal,

roe R é - aleTHUJI UJIN JUMCTHIIaMHUHOSTHII;

Ha | - ranoren, u mony4yenHoe coeauHenue popmyiisl 1B
(ﬁrcn=non§
i
Ri

rae R' n MMEIOT yKa3aHHbIC 3HAYCHNSI, BBIACISIOT B CBOOOJHOM BH/IC HJIM B BUJE THAPOXIOPHAA.
R'u R é y , 6

Ta6muma 1
CoennnHeHnue pD- DEso, Mr/kr
npumepa
1 6,28 -
2 <3 1,8x10*
3 6,58 -
4 <3 1,1 x10°
5 4,29 -
6 3,83 -
7 4,60 -
8 <3 2,3x10*
9 4,80 -
10 <3 1,6 x 10+
11 6,32 -
19 6,58 -
20 <4 -
21 <3 -
AKpOJIHH 6,48 -
Tabnuma 2
Coenunenune DddexrusHas no3a (-1°C),

puMepa MT/KT




4yepe3 poT MOJKOXXHO
1 0,46 0,14
2 13 11
3 0,11 0,12
4 40 -
5 39 -
6 135 -
7 0,34 0,83
8 0,79 0,85
9 0,34 0,86
10 3 4
11 2 0,63
19 0,7 0,49
20 38,0 30,0
21 80,0 40,0
AKpOJIMH 194 3
Tabmmma 3
Coenunenue [Ho3a, Beenenne W3menenue Temnepatrypsl, °C, npu
nmpuMepa MT/KT BpEeMeHU 00pabOTKH, MHH
0 [ 30 | 60 [ 120 | 180
3 0,15 UYepes pot +0,1 -1,5* -0,8* -0,2 +0
0,15 TTonxoxHO +0 -1,2* -0,8* -0,2 -0,1
7 0,5 UYepes pot +0 -1,5* -1,3* -0,4* +0
1 TlonxoxHo +0 -0,7* -1,2* -0,2 -0,1
9 0,5 UYepes pot -0,1 -1,5* -0,7* -0,1 +0,2
0,75 TTonxoxHO +0 -0,8* -1,0* -0,1 +0,1
ApeKoJH 200 Uepes pot +0,1 -1,1* -1,0* -0,2 -0,1
3,5 TTonkoxHO -0,1 -1,5* -0,1 -0,2 +0,2

*3Ha4yeHHUs, OTIIMYAOIINECS OT KOHTPOJIS 3HAYUTEIbHBIM 00pazom (p<0,01).




