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CHUHTE3 ITPOM3BOIHbIX
(2-OKCOIMMPPOIMIWHNII- 1) ITIMPUMU IVTHA

TepMMYIEeCKOH NUKIHM3aOMEH HEKOTOPHIX N- (IMPpUMMIMHILL) -Y- aMUHOMACHSHBIX
KUCJIOT CHMHTE3MPOBAHb! 3aMEIIeHHEIe (2-0KCONUPPOIHAVHIU-1) muprmummes. Peax-
nuelt 2-MeTHI-4-XJ10p-6- (2-0KCONMPPOHMAMHIUL-1 ) BMPUMUIMHEA ¢ HATPUCBBIMM COJIS-
MM OKCUMOB 3IIETOHA ¥ alleTO()EHOHA TIOMYIEeHbI COOTBETCTBYIOMUE MUPUMMAMEMIKET-
oxcuMbl. VI3ydeHs! peaknuy HOAMETHIIMPOBAHMS ITHPPOMH MMM PHMUIHHOB.

Wssectro, uro ommmM u3 3hdexkTUBHBIX NPEHAPATOB, PETyIHPYIOHIAX
MO3TOBOM KPOBOTOK, SBASCTCS HOOTPOIMA (TMpaneraM), HpEMCHSIONDAUCS OpH
JICUEHWM HENOCTATOYHOCTH MO3TOBOIO KpOBOOOpAmIcHWY #M APYIAX OOJIE3HIX,
CBS3aHHHX € HADyIMCHWEM Mo3roBoro kposoroxa [1]. Hoorpomma —
l1-ameTnn-2-OKCOMMpPpOIAAAH TPAKTAYECKW HETOKCHYCH, NIOCKOABKY ¢par-
MEHTAME €ro MeTaboausMa B OpraHu3Me gBISIOTCS YKCyCHAS KHCIO0Ta ¥
SHAOTECHHHN MHPPOAMACHE — IHKIAUecKad PopMa y-aMHHOMACIIHON KWCJIOTHI,
KOTOPAd B OPTaHW3ME BHIOJHIET (PYHKIAIO DEryJIsSTtopa BEPBHOM NEeSTeIbHOCTH
¥ MO3TOBOrO XpoBoobpamenus [2, 31.

Panee HamMm OBI0 TIOKA3aHO, UTO IS HEKOTOPHX MPOB3BOIHEX IAPAMUIAHA,
B YACTHOCTH 3aMCHICHHHX THPAMUAWHWIAMHHOKMCIOT, XAPDAaKTCPEH IMWpPOKWH
crexTp Omonormueckon akTusHOCTH, B ToM yncie u TAMK-eprirdeckoe npesicrsue
[4]1.

B macrogmem coo6memzm OIHMCAH CAHTE3 HEKOTOPHIX MUKIAUECKUX AHATOTOR
THAPIMUAVHAT-Y-AMAHOMACTSIHON KWCIOTH — 3aMETIEHHEIX (2-oxcoumppoIz-
IAEWI- 1) IMPAMUIHEOB.

B nmmTeparype ommcaH Cnocod MOMyYeHHS 2-THPpPOIANUHOHWINAPAMAIHEA
peaxkngen 2-aMAHOIIMPHMANWHA € XJIOPAHIAAPAXOM 4-XJIOPMACHIHONR KHCIOTH C
TOCACAYIOMECH TWKAW3ANNCH NUPUMMUAMHWIAMHAZ B BOJHOM pAacTBOpE MOTAINa
[5]. MMeerca Takxke coolmeHHe O MPSMOM KOHASHCAIMH N-IHEPpPOIHIOHATA
Kaa¥s ¢ 3aMeleHHRM XJI0pOeH3010M, MPOTEKAomEeH, ONHAKO, C BHIXONOM HE
Goxee 5% [61

MBI m3yuwsiv BOSMOXHOCTh HYKJICODMILHOIO 3aMEIICHWS aToMa XJIOpa B
2,4-mimerwr-6-xmop- ¥ 4,0-TEMETHI-2-XJIOPIMPAMANMHAX B DPEAKOUAX C
mEppoMxoHATOM HATpEg ¥ Kamwms B IM®A. Oxnako B yoroswax [6] peakung 5e
TIONLIA B MCXOMHHIE BEMICCTBA OBUIA KOMHYECTBEHHC BEACACHE 00paTHo.

Cunates 4,6-mmMeTHiI-2- (2-0KCOTMPPOTATHEANT- | ) TAPEMIIAHEA YAAJIOCE OCY-
IMECTBATHh TEPMHUYSCKOM IMKMM3ANMECH COOTBEICIBYIOMCH 3aMemeHHOHM N-
(CHPAMHAAELT) -y-aMAHOMACKIHON KUCAOTH TpPHA UOHFKEHHOM [aBACHUH U
Temmeparype oxoxo 200 °C.
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ABanoruyeo, HATPEBAHMEM B BaKyyMe IpH TEMIIEPAType, HECKOIHKO
IPEBHITAIOMEH TEMIEPaTypy IUIABJICHWS WCXONHBIX KHCIOT, HOJYYECHE
COOTBETCTIBYIOIIAE MuKIn4eckue npoussogasic [I6—e. AToM x710pa B COSTMHEEHAR
IIB nocraTouno akTuseH. O Jerko 3aMelNaercs B pEAKOHHA C HATPHCBHIMIE COLIME
OKCHMOB aIETOHA H ameTo(eHOHa, YTO IPHBONAT K HONYUEHHAIO COOTBETCTBYIO-
max O-[2-mermn-4- (2-oxcormppomamao-1) mrpavummani-6 JokcrMos aneTosa
u aneroderona Ix, 3.

Hyxreopwnsaoe 3amemerve HaOIIORANOCh TAKXKE B PEAKONIX COCTUHCHUS
IIB co coMpTOBEIME PaCTBOPAME METWJIATA ¥ STHJIATA HATPHS, ONHAKO B IPOIECcce
BHAENCHUS ©px o00paboTKe BOXOM ¥ KWCHOTOM DPOMCXONHT PACKPHITHE
ISTHWICHHOTO XOJBa ¥ OODAa30BaHWE COOTBETCTBYIONIAX 3aMEMIEHHEX
N-mapuMuTAHAT-y-ZMAHOMACKIHBIX KucaoT 111,
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IvnlI6R=H,sR=Cl, rR=OCH3,uR 0CyHs, e R=i-0CsH7; xR =CHs, sRi= = CgHs;
HIaR?=0CHs, 6 R?=0CsHs

Peakuweit mapposmmueorm mmpavurHoE 1la u 116 ¢ HOXMETEIM METHIOM
moMy4eHH Hommermaate IVa,6, B T0 Xxe BpeMs 06paGoTka HOOUCTHEM METHIOM
maprMurETiokcava 113 conposoxaanacs pacmennenzem cassu N—O okcuma @
BHIICJICHACM COOTBETCTBYRomero 1,6-murmnpo-1,2-nmmermn-4-(2-oxconupporm-
maman-1) -6-oxcomaprmunusaa (V). B mocienseM ciyyae MoOXHO GEUIO OXHIATH
o6pazoBaHME TakXe HW30MEpHON 1,4-KurmmpodopMei, oxHako Hammume B UK
coexrpe (KBr) momocsr 1645 CM“I, COOTBETCTBYIONICH, O JAHHBIM pabots {7 ],
yKa3aHHOH (opMe, B OTCYTCTBHE HOAOCH 1653 CM'I, OTBOCHMOH K XUHOMIHOR
topme 1,4-1ArEApOnpOR3BORHOTO, HO3BOISIOT HPATIVICATS BEINEICHHOMY BEIIEcT-
BY (popmyiy V.
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IKCIEPUMEBTAIBHAS YACTB

Crextps1 IIMP cuarb na npubope Varian T-60 8 CCls, CDCl3 1 D20, suyTpennuii cranpapr TMC.
Hag TCX HCIIOIB30BAHET mwiacTuaky Silufol UV-25 4, TIpOSIBICHUE TIApaM¥ HORA M PEakTUBOM DPimxa.

Janupie snemerTHOro anammsa Ha C, H, N COOTBETCIBYIOT BEIUMCACHHBIM.

4,6-MuMeTusi-2- (2-oxcomupposuauHmiI- 1) iupumupas (I1a). B xonby KiaifseHa moMeInaror
20,9 r (0,1 momn) N-(4,6-IMMETHIIMPYMHUIHHIII-2) - -AMMHOMACIISTHON KUCHOTH! [4] u B BaKyyMe
1 MM pT. cT. pu Temueparype Gauu 0x010 200 °C nOABEpraoT TEPMUIECKON NMKIIM3ALMY B TSICHHE
1...1,5 u. Manee meperonsior, cobupas Gpaximio, Kuismyo npu 172° (3 v pr. ¢1.). Hoayuaor 13,6 ¢
(71%) coemuuenug Ifa, KOTOPOE KPUCTALIH3YETCA.

2-MeTwi-4-3amMeneHabIe- 6- (2-0KCOnAppOIMAMHAN- 1 Y mapumuiuust 116—e. Kpucramms: N-(2-
MeTUI-4-3aMEIMEHHON ITMPUMUNMHIII-6) Y- AMUMHOMACISIHOM KUCH0TH [4] noMemaror s koafy Kiait-
3CHA, HOBOKIT N0 TEMIEPATYDSI Ha §...7° IPEBBIMAOMEH TEMIIEPATYPY IUIABIEHME COOTBETCTBYOMEH
TMPUMURAMHUIAMUHOKVICIOTS M CO3ZANOT BAKyyM. Jlaliee MOBBINAIOT TEMOEPATYDPY PEaxTopa A0
175...180 °C u srigep:xuBaioT rpy 370 TemMueparype 1 4.

Coemurrerve 116 MOy aioT HEperosKoil oCTaTxa, cobupas Gpaxuuo, Kunsuyo npu 125° (1 MM pr.
cr.). Ilepernansoe BEINECTBO KPUCTAIM3YETCH.

Coempmerus IlB—e MOJIy9aroT BOSIOHKOM B CyGIMMaTOpe UpU MOHMXEHHOM AasieHuu (1 MM pr.
cr.). Jauusie npuseneHst B Tabmute.

O-[2 -MeTnn-4- (2-0KCOMAPPONANMHO- 1) I prvEIAHII-6] oxcumer anerona (IBK) m anerode-
HOHa (IX3). B 35...40 M1 abcomroTHOTO fonyona pacmsuioT 1,38 r (0,06 Mob) Hatpus u nanee mpu-
GaBJIFIOT 10 KAIUIsM B Tegenue 15 muu 0,06 MOJIb COOTBETCTBYIOINETO KETOKCHMA B 50 M aGCOmoTHOTO
TOJIyona. IIepeMEmMBAIOT RO MONHOTO MCUE3HOBeH S HATpus (5...6 9) M Iepexoaa ero B Gerbrit HOPOImoK
HATPUEBOH COMM OKCMMa. OTrOHSIOT TOJYON M K OCTAaTKy npwumsaior 100 mn IM®PA u 1,06 r
(0,005 momp) 2-mermir-4-x10p-6-(2-0KxcomUppomant-1) mupummavnaa (IIe). IlepeMemmpBaior
3...4 ampu ~100 °C, mance eme 4 wnpu 115 °C. IMDA 0TrOHSIOT B BAKYYME BOXOCTPYIHOIO HACOCA, K
OCTaTKy HIPUIMBAIOT BOAY, OTAEIMBIIMECS KPUCTAIUIE! OTMMIBTPOBLIBAIOT, HpoMeIBaioT 10...15 Mz 59,
pacrsopa OukapGorara Hatpus ¥ 20 Mn Bogsl. CYIAT NPy KOMHATHOH TeMrepaType (cM. Tabmmry) .

N-(2-MeTni-4-aTKOKCHIMPHMHEARHII-6) -y - amuHoMacasasie kucaore (1Ila,6). B 15 mx
coupra, cogepkamtero 0,03 Momb ankorongra Harpus, pacteopsior 1,06 r (5 mmoms) Ils u KUDSTSET
10...12 u. TJo OKOHYAHMUY OTTOHSIOT CIUPT, HIPWIMBAKT 6 MJI BOIIbI M HEITPAIMBYIOT CONSTHOM KHCHOTOH.
Brinapmune kpucrasuis: 0oTOUILTPOBBIBAKOT, IPOMBIBAIOT BOKOI, fAanee 1 MJI aNeTOHA ¥ CyIIaT Ha Boéz(y—
xe. Homyuarot 0,73 r (65%,) coepunenna Iffa u 0,65 r (54%) xucsnors: 16, coOTEETCTBYIOMMX 33870~
MeIM ofpasuam. : :

Womun 1,4,6-tprversir-2- (2-oxcomupposmauani-1) muprmuyaand (IVa). B sanasssoiramMmyse,
TOMETIEHHO B BORSHYIO 62110, KMIsTsT 4...5 4 cMech 1 1 (5,3 Mmoib) 4,6-mmvetvi-2- (2-0KCOotmppo-
JTeEUEWI- 1) muprMuzmEa ¥ 10 MJI CBEXENepErHaHHor0 MORUCTOro MeTHAa. OXIAXNaI0T, OTTOHSIOT B
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XapakTepHCTUKHE CHHIE3HPOBAMHBIX coe;mnem/rﬁ*z

Coemu- B _ Brxoq,
H:;Kn?_ cbol;};;?la Ty °C R Crexrp 1IMP, O, ma. %
Iia Ci0H13N30 63...64 0,56 | 2,0...2,4 CH, ™, 4-CH); 2, 55 (6H, c, 71

4- u 6-CH3); 2 7 H, 1, 5-CHN);
4,14 2H, T, 3t -CH2CO); 6,87 (1H, c,
5-H)

6 | CicHisNsO 105...106 | 0,52 | 1,9...2,35 2H, o, 4-CH2); 2,4 GH, ¢, | 75
4-CH3); 2,55 (3H, ¢, 2-CHa); 2,7...2,8
(2H, M, CHoN); 4,0 (2H, T, CECO, J =
6 I'm; 7,95 (1H, ¢, 5-H)

s | CoHpCIN30 | 128...130 | 0,69 | 2,0...2,41 QH, ;4" -CHp; 2,6 GH, ¢, | 72
2-CH3); 2,65 (2H, 1, 5-CHELN, J4s — 8
I'w; 4,1 2H, 1, 3°-CH2CO, J43=7 [W);
_ : 8,27 (1H, ¢, 5-H)

IIr | CioH13N3O2 | 148...150 | 0,7 | 2,0...2,35 QH, m, 4-CH»); 2,5 (3H,c, | 65
2-CHz): 2,63 (2H, 1, 5-CHaN); 4,0
(OH, 1, 3-CH.CO); 4,35 (3H, ¢,
OCHz3); 7,53 (1H, ¢, 5-H)

n | CuHisN3O2 94...95 071 | L4 (H, 7, CHsCHz0, J = 8 Tw); | 70
2.0...2,35 (2H, ™, 4-CH); 2,48 (3H,
¢, 2-CHz); 2,64 (2H, T, 5-CHoN); 4,1
(2H, 1, 3-CHxCO, J43 = 7 Tw); 4,35
(2H, x, CFHhCH3, J = 8 T'm); 7,63 (1H,
‘ ¢, 5-H)

He | CpHpNsOy | 134..135 | 0,75 | 1,3 (SEL 5, (CH3)2CH); 1,9...2,25 @H, | 66
M, 4-CHy); 248 GH, c, 2-CH3); 2,6
(2H T, 5t -CHoN); 4,0 (CH, =,
3L.CHCO); 5,4 (1H, M, CH(CH3)2);
7,45 (UH, ¢, 5-FD)

Ix | CioHigN4Oz | 143...144 | 0,67 | 1,95..2,5 (4H, m, 41-CH;, 5%-CHN); | 70
2,48 (3H, ¢, 2-CHzs); 2,67 (3H, ¢, CHz);
271 (H, ¢, CHy; 404 QH, 1,
3-CH2CO0); 8,1 (1H, ¢, 5-H)
Iz | Ci7/H1sN4Oz | 194..195 | 0,59 | 1,9...2,4 (4H, M, CHCHLN); 2,5 (3H, | 73
¢, 2-CH3); 2,67 (3H, ¢, CH3); 4,12 (2H,
T, CH2CO); 7,25...7,9 (5H, M, CeHs);
8,3 (IH, c, -H)
IVa | Ci7HisNz0 155...156 2,4 (2H, M, 4-CH):; 272 GH, ¢, | 83
4-CHz); 2,72...2,74 (2H, v, 5-CH2N);
2,82 (3H, ¢, 2-CH3); 4.0 GH, c,
1-CH3); 4,24 (2H, u, 3-CH2CO0); 7,78
(1H, ¢, 5-H)
IV6 | CiyHisN3O 171...172 2,45...2,65 (H, v, 4-CH»); 2,71 GH, | 45
¢, 4-CHy; 28 GH, ¢, 6-CH);| .
2,75...2,95 (2H, w, 5 -CHLN); 4,0 3H,
. ¢, CHs); 4,23 (2H, 1, 3-CH2CO0); 7,75
4 (1H, ¢, 5-H)
v C10H13N302 0,37 | 1,85...2,6 (4CHa, M, CEHCHLN); 2,35 | 53

(6H ¢, 2-CHsz u NCH3); 3,95 (CH, T,
3-CH,C0); 6,71 (1H, ¢, 5-H)

5 B cucreme Gemson-ameros, 3 : L.
* CueKrth coepuneHui 06, B, I, ¢, X, IlIs sanmca#sl B CCly, coenpmenwit M2, x, 3 38 CDCL, coegunenu# Hia,
6 B D

BaKyyMe BOJOCTPYIHOIO HACOCa M30BITOK HOAWCTOTO METHJIA, K OCTATKY NPHIMBAIOT § M alleToHA,
BHIIABINHE KPUCTAJLIB! OTUIIBTPOBBIBAIOT M CyInaT Ha Bo3ayxe. ITomyuaror 0,79 r (45%,) rommermninara
Iva.

Womap 1,2,4-tpumeraii-6- (2-0kconuapposaumi-1 )y nupavupaa IV6). Cumecs 10 M ceexe-
TEePerHassoro Hopucroro Metuna u 1,05 r (5,5 MMoe) 2,4-mumMeti-6- (2-0KCOmMppOTMAMHIIL-1 ) T~
puMuMHa ocTaBasxoT Ha 10...12 u. Beinagumve KpUCTaiuisl 0ThMIbTPOBBBAOT, IPOMBIBAIOT ALETOHOM
| CymaT Ha sosnyxe. Ionywgator 1,17 r (83%) tiomMermmara IVG.
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1,6- Aarsapo- 1,2-aumernn-4- (2-mrpponaguani-1)-6-oxcommpemumgre (V). Cmecs 0,6 1
(2 MMous) THpHMuAMEROTKeTOKCHMA 113 11 6 M IogucTOro MeTHLIA. KMIISTST B 3aasiHHOM aMITyJe S 4.
MA36BITOK OFUCTOrO METHJIA OTTOHSIIOT B BAKYYME, K OCTATKY HPWIMBAOT FEKCAH, BRIIABIIME KPHUCTAIIIB!
0o1dbHIbTPOBBIBAIOT, IPOMBIBAOT 1...2 M1 26COMOTHOrO Tanona. Cymar Ha sosgyxe. Ilomyyaror 0,21 ¢
(53%) coenmmenusa V.
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