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CUHTE3 COJIEA
N-TETPATHJPOIMUPAHWI-S-METUJIMETUOHUHCY Ib®OHU S

D, L-MetHoRMH pearupyer B Ines09H0l Cpene ¢ 4-MeTiu-3, 4-3MOKCUTETPATUIPONU-
PAHOM 110 AMHHOTPYIIIE € 00pPA30BAHIEM TPOAYKTA PACKPHITUS OKCHPAHOBOIO LMKIA B
cooTBerCTEHH ¢ npasunom Kpacycckoro — N-(4-rHapokcu-4-MeTiur-3-TETparuapor-
pasuD -D,L-Metnonima. MeTIUTHPOBaHMEM TIOCASTHETO ¢ JanbHeineit 06paboTkoit op-
TAHMUECKIMH ¥ HEOPTAHHYECKIIMM KHCIIOTAMH € BHICOKUMHU BHIXOAAMM CHIETE3MPOBAHBI
comu N-(4-ruapoxcH-4-MeTHII-3-TeTparuapPOIHPA HIUL) —S-METHIME THOHUHCY N6 (DOHFSL.

¥Vi3BECTHO, UTO XJIOPWN METHIMETHOHHMHCYIbGOHMS (Buramma U) mHamen
OPUMECHCHNC B KIMHAYECKON NPAaKTUKE KaK I(PDeKTHBRHE MPOTHBOI3BEHHBIN
npemapat {1]. B mactosmee Bpems B psge CTPa# BEAYTCS MOMCKH HOBBIX
JIEKAPCTBCHHBIX IPEUAPATOB HA OCHORE METHIMETHORMHCYIH(OHMS B OCHOBHOM B
BanpasdeEmd saMmcHbl anuoHd Cl Ha aHWOHBI DA3ANYHHIX OPraHAYECKUX W
HEOPTraBWJeCcKHX KWCJIOT.

B ngaumodt paGoTe NPENNOXEH IETCHANDABICHHBI CUHTE3 . paHee He
#3BeCTHBIX cosieit  N-(TeTparuaponnpanun)-S-metwamernopuscyabgpormns (N-
TTIIMMC) ¢ annoHAMM OPraHmYeCKMX M HEOPraHHYeCKHX KHCJIOT Hd" OCHOBE
4-mermn-5,6-muranpo-2H-mapana (1) — moGouroro mpoaykTa B I[pOI/ISBOZICTBe
U30MPEHA IIC AMOKCAHOBOMY MeTonmy [2] (oM. cxemy).

OxmEcieHMeM MCXOXKHOYO coeauuenus 1 noayueH 4-mermt-3 4—3HOKCI/IT€Tpa~
regpponupan (1. Peaxuma mocaemmero ¢ D L—MeTHOHHHOM B BUAC HATPHUCBOR
COJB OPOTEKACT IMAAKO MPH UCTIOIb30BAHMA H30BITKA IEI0UH, CHOCOGCTBYIOMIETo
oBBImeHmo pH # TEpexony aMEHOKHCIOTH, CYIIECTBYIOWICH B PACTBOPE B BHIE
LBMTTEP-MOHA, B cCONpsKeHnHoe ocHosanme [3]. Tak, npu obpaborke smokcuaa I1
HaTpueso# conblo D,L-meruonmua B BOamom pacrsope mpu 80 °C 3a 3 u
ofpasyerca N-(4-ruapokcu-4-metua-3-rerparvaponmpaami) -D, L-meTnonun
(11i) ¢ rmixomom 65%. B UK comexrpe nponykra Il mabmromaercs MHTeHCHBHAS
1I0jI0Ca HorIomeHns 8 obigactn 1589, XapaKTCpHAs IS BAJICHTHBIX Koaebanui
TpYIIEL NH2, a takxe moxoca npu 1610 cM ', coOTBETCTBYIOIMIAS BAJIEHTHBIM
xonebanmsym ammoHa CO;z [4). B pabore [5] ma mpuMmepe B3auMONCHCTBHA
OUHEpUAVHEA ¢ Z-apui-4-MeTi-4,5-5M0KCHTeTPArAPOTIMPAHAMH CIIEKTDABHEL-
My wmeronamy {(macc-, MK u [IMP crmexTper) 70KasaHO NpemMyIIeCTBEHHOE
0o0pa3oBaHHE ONHOIO M3 CTEPEOM30OMEPOB — MPOAVKTA MPaHC-THAKCHATBHOTO
PACKPHTHS OSHOKCUAHOrO [wkad. -llogo6Hoec pachonoxeHHe aMMHO- U
TEHPOKCHIBHOM IPYHI XapaKTCPHO ¥ JUI APYTHX SUOKCHIOB MUPAHOBOTO psima (2,
6]. Ha ocmoBamwu 95TOrO CIENYET OXWMAATH, UYTO M NPH WCIOIb30BAHIN
AMIHOKHMCACTHl PACKPHITHE IHOKCHAHOIO IMKJIA TIPOTEKAET MPaHC-AUAKCAATHHO
5no npasuay Kpacycckoro, T. €.y HaWMenee 3aMEmCHHOTO aToMa yrjaepoaa.
Metwanposasue nponykra [1I s cmecw 18 u. H2SO4 u MeTanona B TeucHue 1,5 u
npu 115 "C opmeoaut x Sucyasdaty N-(4-ruapokcn-4-mMeTHa-3-TeTparuaponu-
paawn) -S-metwiMeTHoanHCy abdormst (IV), KOTOpHII HE BHIIEASIOT, TOCKOIBKY
OH HE KDUCTALIN3YETCH. 9 OUMCTKH PCAaKIMOHHON cMeCH OT W30BITKAa CEpHOMN
xucaotst u  mepesoma  (N-TTTIMMO)-6ucynndara IV B ocHosamme V
ucronpzosanu  andorut D[0-10I1 B  OH-gopme. Wisyuenme mpomecca
HOHOOOMEHA IIPM IPONYCKAHWA UEPE3 OTOT AHHWOHUT pas30ABICHHON BOXOM
DEaKNMOHHOW MACCH, a Takxe O0T00p M a’anu3 OTACHLHEX  (pakuuil
BHITCKAIOMETO M3 KOJIOHKM DAcTBOPA NMOKA3AIM, UTO 3HaucHwe pH mocremeHHO
Mepsaock or 9 go 6..7. K smoaty mobasnsgim paccuMTaHHOE KOAHUECTBO
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XapaxTepuCTHKM CHHTE3HPOBAHHBIX coegunennii Via—wm

Crexrp TIMP (5 CF3cOQD), O, . A

igg%‘ &%ﬁ;ﬁ; Ty °C 3-TeTPAruPONHPAHHI Clis® st . Bw((;zu,
. o (35), R . 3_}1, o (6}3,20 @), e CHy (2H), T | CH (1H), 5 | NH, (2H), ¢
c T (5H) m

Via C1pHy4CINO4S >300 1,32 1,78 3,40...3,95 1,90 3,65 2,65 4,10 7,06 87
VI6 CioHgNOgS >300 1,35 1,70 3,35...3,85 1,85 3,60 2,60 4,15 6,92 90
Vis C1oHNO7S >300 1,30 1,65 3,34...3,92 1,90 3,55 2,62 4,10 7,15 94
VIr C151i29N07S 252...253 1,25 1,78 3,35...3,85 1,86 3,65 2,55 4,10 6,85 96
Via C18H34N»008S; 290...291 1,30 1,70 3,40...3,95 1,85 3,60 2,60 4,15 7,65 98
Vie CigH3NO ;S - 260...261 1,25 1,70 3,30,..3,95 1,80 3,60 2,60 4,10 7,54 97
VI C17H34N2008 178...179 1,30 1,75 3,35...3,84 1,90 3,60 2,55 ‘4,10 7,82 96
Via Ci7Hp7N3038 190...191 1,30 1,70 3,40...3,98 1,95 3,55 2,60 4,15 7,95 87
Viu C1gH5N7 068 230...231 1,30 1,78 3,25...3,80 1,80 3,50 2,60 4,10 7,52 72
Vik C16H3N206S 210...211 1,20 1,75 "3,20...3,70 1,80 3,60 2,60 4,10 7,25 15
Vin Ci,HysNOgPS 212.,.213 1,25 1,70 3,40....3,95 1,80 3,60 2,65 4,15 7,15 80
Vim CpH;3sN3048 190...191 1,20 1,75 3,25.,.3,75 1,80 3,65 2,60 4,10 7,05 85
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COOTBETCTBYIOWIEH KHCJOTH, PACTBOpP KOHLIEHTPMPOBAJIM B BaKyyMe u
noayuernsie coau N-TTTIMMC (VIa-——M) XpuCTaiiw3oBajd OPH KOMHATHOMR
temiepatype. Bmixomsl coseit VI Ommskm K KOJIMUECTBEHHBIM, CTPYKTypa
mopTBepxneHa cuexktpamum IIMP  (cM. Tabmuny). YCTaHOBAEHO, WIO COMH
N-TTTIMMC 006pa3yroT HOBHE KOOPOUHANMOHHBIE COSHMHECHMS C XJIOPAIOM MERH
{7]. OTH KOMIUIEKCH OKA3aJ¥Ch OMOJOTMUECKM AKTHUBHBIME BEUWIECTBAMH C
Pa3sHOOODA3HBIMY MIOJIE3HBIMU CBOACTBAMM.

SKCIEPUMEHTATBHAY 9ACTD

VIK crexphr 3arnscannl Ha nprbope UR-20 (B TOHKOS IUIEHKE WM B BA3€IMHOBOM MACIIE) , CHEKTPBL
HIMP — ua npubope Tesla BS-487 C (8¢ MI'w) s CF3CO2D u CDCl3, suyTpennwmis craunapt IMJIC.
JIaHHBIE 3NEMEHTHOT0 aHaTH3a coempmenrst I, Via—mua C, F, N COOTBETCTBYIOT PACUETHBIM.
4-Meti-3,4-snoxcurerparngpompan Il nosyuaior no meromuke paborer [2].
N-(4-T'unpoxcu-4-Metnii-3-teTparuaponupaswt) -D, L-metnomun (U1, C11H2:1NO4S). Ipubas-
asmot 2,6 © (18 mmons) D, L-Merronmsa x pactsopy 0,8 r (20 mmons) NaOH B 20 mu Bomst 1 x 06paszo-
BABIIEMYCS PACTBOPY count Jobasnaior 2 mu (18 mmous) snokcrna I1. Cmecs nepeMemBaroT 3...4 4 1pu
80 °C, mocne uero neitrparmzyior 4 1. HCI go pH 7. Bouiasmimil 0CAIOK NEPEKPUCTAIUIHM3OBBIBAIOT K3
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Boguoro covpra. Twr 212...213 °C. Crextp ITMP (CF3COOD, 5, M. 1.): 1,12 BH, ¢, 4-CH3); 1,84
(2H, 1, 5-H); 2,35...3,70 (5H; ™, 2-H, 3-H, 6-H); 6,92 (1H, ¢, NH2). Bexon 2,41 (65%).

Coaa N-(4-ruapoxcu-4-MeTHI-3-TeTparuAponupanil) -S-MeTHIMeTHOBMHCY Abhomna (Via—
M). Cmecs 3r (0,011 moym) N-(4-runpoken-4-meTrr-3-reTparuzgponsparmuD) -, L-meTiommma I,
0,8 M (0,01 monb) meranona u 3,5 mn (0,03 monp) 18 H. CEepHOIM KMCAOTHI BLIAEPXKMBAIOT npK 115 °Cr
revenme 1,5 a. Tlocne oxaaxnenms 70 20 °C pacrsop pa3baBisioT BOXOM B CoOTHOMmEH M | 1 6 u mom—
PYIOT uepes caoit anvonwta I A9-10 1 8 OH-dbopme. Dumoat cobuparor 5o necrroxenusi pH 6...7, noce
gero Kk Hemy npubasnamor 0,01 MONb OpraHMvYecKOi WIM HEOPraHMYECKOM KHMCHOTHE. IlosyueHmnii
BOIHBIA PACTBOP COJM KOHUEHTPHPYIOT B BAKYYME H KPHCTAILTMIYIOT M3 BOXHOTO DTaHONA. XapaKIcpu-
CTHIKM M BBIXOZBI HONYUEHHBIX CONEH VI npeacrasneHs! B Tabmme.
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