1,2-TUTHAPOIIMPA30JO(TUEHO)-135-[2,4,1]-
TNA3AP®OCOUHUHDI

Karwuesble cioBa: 1,2-muruapornupasonoauazapocGuant, 1,2-muruapoTrueHoarna3adochuamH,
MHUPa30j1, THOPEH

Panee 6b110 mokasano, uto peakuus N',N'-mumernn-N>-5-mupasonu(Truennn)hopMaMUIIHOB ¢
rajJioreHuIaMd  TpexBaJieHTHOro ¢ochopa TMO3BONSAET BBOJAWTH B TETAPHIBHBIA  OCTaTOK
nuranoreHpochrHOBYIO Tpymiy B coceqHee IOJNIOKEHHEe K aMUJIWHOBOM (YHKIWU W OTKpPHIBAET
IIUPOKKE BO3MOXXHOCTH MOIU(UKAIIMH TETEPOIMKIOB IyTEM BBEICHUS Pa3IMYHBIX 3aMECTHTENCH K
atoMy (ocdopa, a TakKe MOCPEACTBOM BHYTPUMOJICKYJISIPHOM rereporukiu3auu [1,2].

Haiineno, urto 3-merwi-5-(0-MeTHIaMUHOOCH3WINICH )JaMUHO-1-henmmmupazon (1) u  5-(a-
METHUIIAMUHOOCH3UIIHICH JaMIUHO-2-MeTOKCHUKapOoHunTHOGeH  (2), comepaiyde B  aMUJIWHOBOM
¢dparmente NH-GyHKIHIO, pearupyroT ¢ TpexOpoMHUCcThIM hochopoM 1o ABYM HYKIICO(DUIBHBIM LIEHTPaM
— aroMy azora rpynnsl NH u rerepoapomarnyeckoMy aTtomy yriepona ¢ obpazoBanuem 1-Opom-1,2-
maruapo-11°-[2,4,1]-mma3adochunnnos 3, 4, KOTOpele OBUIM  OXapaKTEPH30BAHBI  METOJIOM
cnextpockonnu SIMP  *'P. Ha ocHoBe coemuHeHM# 3, 4  CHHTE3MPOBAHBI  IIPOM3BOMHbIC
YEeTBIPEXKOOPAMHUPOBAHHOTO (ochopa 5, 6, cTpoeHHE KOTOPBIX MOATBEPKICHO C MOMOUIBIO
cnexrpockonuu IMP *'P, 'Hu “C.
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JlaHHBIE PEHTTCHOCTPYKTYPHOTO aHAIN3a COeMHEHMS 6 OyIyT PUBENEHEI B ceyomIeii padore.

Crnektpel IMP peructpupoBanuch Ha npubope Varian 300 ¢ mpuMeHeHHEM B KadecTBe
BHyTpeHHero crangapra TMC s cnexrpos 'H (300 MI'm), °C (75 MI') u BHemHero cranmapra 85%
H;PO, - mns cmektpos °'P (121 MI'm). Bee omepauuyu ¢ HpOM3BOIHBIME TpeXBaleHTHOro (ocdopa
MPOBOAMIIKCH C MPUMEHEHUEM CYXHX PacTBOPUTENEH B aTMocdepe aproHa.

5-(a-meTHIaMUHOOEH3MINAEH ) aMUHO-2-MeTOKcuKapoonnaTnoden (2). K pactsopy 5-amuno-
2-merokcukapOoonmwiTuodpera (0.01 mons) u TpudTwiamuua (0.011 monb) B Oenzone (30 mun) mpu
oxnaxaeHuu 1o 0 °C u nepememmuBanuu n00aBisoT (N-metun)-0en3umunonnxiopun (0.01 Mos).
Peaknuonnyto cmech BbuiepxkuBaroT 12 u mpu 25 °C. Ocafok OTGUIBTPOBBIBAIOT, MAaTOYHHK
YHapyBalOT, TBEPAbIIl MAaCISHHUCTBIA OCTaTOK MepeKpUCTAIM30BbIBAIOT. Ty, 133-134 °C (3Tanomn).
Brixon 47%. Cnextp IMP 'H (JIMCO-dy), 8, m. 1., J(T'n): 3.65 (3H, ¢, CH3-0); 2.88 (3H, 1, Juy = 4.5,
CH5-N); 6.61 (1H, g, Jun = 3.9, CH=C-N, rerapun); 7.29 — 7.48 (6H, m, C¢Hs + CH=C-C, rerapun);
7.88 (1H, ym. ¢, NH). Haitneno, %: C 61.25, 61.27; H 5.11, 5.14; N 10.19, 10.22. C1sH14N,O,S.
Breruucaeno, %: C 61.29; H 5.14; N 10.21

3-MeTHJI-5-(0-MeTHIaMUHO0 eH3NIU/1eH ) aMIU HO- 1 -(heH NI pa3oJa (1) CHHTE3UPOBaH



AQHAJIOTUYHO COCIUHEHHIO 2 M3 S5-aMHuHO-3-Merui-1-dennnnupasona. T, 203-204 °C (3Tanon/Boxa).
Brixon 80%. Cniextp SIMP 'H (CDCls), 8, M. 1., J (T'm): 2.09 (3H, ¢, CH;-C); 3.03 (3H, ym. ¢, CH;-N);
4.89 (1H, c, rerapmn); 4.82 (1H, ymr. ¢, NH); 7.72 (2H, n, 0-C¢Hs-N) u 7.13-7.39 (8H, M, m,p-CcHs-N +
C-_CeHs). Haiineno, %: C 74.44, 74.48; H 6.24, 6.27; N 19.35, 19.31. C;sHgN4. Boruucneno, %: C
74.46; H 6.25; N 19.29

5-MeTHJI-6-MeTOKCHKAp6oHMI-1-MoppoanHo-1-0Kkco-3-penn-1,2-muruapo-11°>-Tueno[3,2-

e]-2,4,1-mmazadocpunun (6). K pacrBopy coemunenus 2 (0.01 monp) B mupumune (10 mur) mpu
oxnaxnaennu a0 10 °C wu mnepememmBaHuu A00aBisOT TpexOpomucteiii  Gochop (0.01 mois).
PeakiMoHHYI0 cMech BbiaepkuBaroT 3 u mpu 25 °C. Crmekrp SIMP °'P 1-6pom-1,2-aurumpo-1A°-
tHeHo[3,2-¢]-2,4,1-mnazadpochurrana 4 oOP: 107 M. a. Cmech oxnaxkmator g0 10 °C u mpum
nepememuBannn obaBisitor MopdonuH (0.04 monb). Uepes 2 4 NMHUPHIMH YIIapHBalOT B BaKyyMe.
Ocrtatok pacTBOpsitOT B Oensone (20 M) W OpH NEpEeMEIIMBAHUK M OXJaXIeHHHM 100aBisiroT 30%
BOJIHYIO TlepeKuch Bogopona (5 mu). PeakunonHyio cMech mepememuBaoT 5 4. OpraHudeckuil Cioi
OTAENAI0T, NpOMbIBalOT Bogod (2 x 30 ™), ymapuBalOT B BakyyMe. MacCHSHHUCTBIA OCTaTOK
kpucTammsyior. Ty, 193-194 °C (mponanon-2). Beixox 40%. Crexrp IMP *'P (CHCLs), 8P: 9 m. &
Cnextp SIMP 'H (CDCly), 8, m. 1., J (Tum): 3.92 (3H, ¢, CH3-0); 3.15 (3H, 1, *Jup = 4.4, CHs-N); 2.99 u
3.26 (4H, M, CH,-N); 3.64 (4H, M, CH,-0); 7.43 - 7.52 (5H, M, Cxy); 7.94 (1H, 1, *Jup = 5.7, rerapun).
Crexktp IMP C (CDCl), 8, m. ., J (Tm): 32.79 (1, “Jep = 5.7, CH3-N); 44.70 (c, -CH,N); 52.77 (c,
CH;0C(0)); 67.54 (1, *Jp = 5.3, -CH,0); 111.15 (1, 'Jep = 169, C-P); 127.97 (¢, m-Ca,); 129.18 (c, o-
Car); 130.51 (¢, n-Cap); 129.53 (1, *Jep = 19.7, Co)); 131.27 (m, *Jop = 13.7, C(r)); 135,59 (1, *Jep = 5.7, i-
Ca); 160.54 (c, C); 162.45 (c, C=0); 167.51 (n, *Jep = 10.9, S-C-N). Haiineno, %: P 7.59, 7.61; N
10.40, 10.37. C1sHoN304PS. Beruncneno, %: P 7.64; N 10.36

2,7-Tlumernn-3,5-nudenni-1-(mopdoanno)-1-oxco-1,2-muruapo-5H-11>-nupazo.o[4,5-¢]-
2,4,1-muazadochunnn (5) CHHTE3UPYIOT AHANOTHYHO COSAMHEHMIO 6 U3 mupasona 1. Crextp SIMP °'P
MIPOMEKYTOYHOT O 1-6pom-2,7-mumerni-3,5-mudenun-1-(mopdomuuo)-1,2-muruapo-5H-11°-
nupasono[4,5-e]-2,4,1-mazadochunnna (3) 5P: 120 m. x. Coenumenne 5 umeer T,, 210 - 211 °C
(mportaron-2). Beixox 60%. Crextp IMP 'H (CDCly), 8, m. 1., J (T'n): 2.58 (3H, ¢, CHs-C); 3.14 (3H, x,
*Jup = 6.6, CH3-N); 3.05 u 3.30 (4H, M, CH,-N); 3.68 (4H, T, *Juy = 4.5, CH,-0); 7.94 (2H, 1, *Juu = 7.5,
O-Cph_N); 7.22 —7.50 (SH, M, M,I’I-Cph_N + Cph_c).
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