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B. . Hguenxo, C. I. Kpupokombicko, B. Il. JIMTBHHOB

CHUHTE3 U OPEBPAIIEHUA
6-AMWHO-3,5- TN AHO-4-3THIINPUNVH-2(1H) THOHA

Kongencarueil IpONMOHOBOTO ABAEIUAA C MHMAHOTHOANETAMHMIOM CHHTE3UPOBAH
6-amum0-3,5-rummano-4-s1vamupunue-2 (1H) THOH, Ha OCHOBE KOTOPOTO QLY IEHEI 32~
MEINEHHBIE 2-AJIKUITHOTUPUUHEB], 2-3TUITHO-6- srmamompmnmnmnmpasoﬂo [3,4-
bl mupypus.

Ilpomssonasie mupmmma-2 (1H) trom0s, cogepxaigre B MUPHIMHOBOM KOJBIIE
KpOMe THOHHOM TPYINTBl TAKXE HBEC MNWAHOTPYNIBI H OPYTHE 3aMECTHTENM,
HPENCTABASIOT CO00M NEPCIEKTUBHBIE CHHTOHB B TOHKOM OPTaHIYECKOM CHHTESE,
B UYACTHOCTH JJis HOJYYEHHUs OMOJOTAUECKM AKTUBHBIX M APYIMX PAKTHUECKA
Baxuex Bemects [1, 2] C menpro paspaloTKuM METOHOB CHHTE3a TONOOHBIX
COSIMHEHNH, CONEPXAINUX B NONOXEHWAN 4 NMUPANEHOBOTO KOIBUA ATMKMIBHBIH
3aMECTUTENb, HAMH OCYIIECTBICHO B3ANMOACHCTBIE TPOTHOHOBOTO anbaernna (1)
¢ mmanormoaneramanom (II) B sramone B mpucyrcTeud m30BTKa N-MeTmi-
mopdommaa (20 °C, cootromenue [ : [I =1 : 2), B pe3yapTate XOTOPOrO MONYUEH
HE HW3BECTHBIM paHee O-amuuo0-3,5-mumumano-4-stwrmmpunaa-2(1H) o (1I1D.
Peaknus mporekaer, BEpPOSTHO, ¢ 00pAa3OBAHHEM HA IEPBOM CTafMH MPOLYKTA
kouaeucanmu no Kaesegaremo (IV), TpascopMupyromerocs npy B3auMOIEHCT-
BHM CO BTOPBIM skBmBaneHnToM twoamuna 11 B agmyxr Muxasns (V). Ilocrenamit
B VCJIOBUSX PEAKUVH HPETEPHEBACT MUKIOKOHACHCAAIO U C SJIAMUAHAPDOBAHUEM
cepoBojopoxa obpasyer comp (VI), koropas npu oOpaborke pasOasieHHOR
CONMIHOM KMCAOTOM JIETKO IIpespaniaercd B THoH 111

Wsyueno amxwmmposanue tmoua Il w ero comm VI. Iloxasamo, uro mpm
aedicTery Ha Hux ragoremnnos (VIila—wm) wrm dermnxopaneraMuna 5a conb VI
monywarorca cyabdumpt (VHla—wm u IX coorsercrsemso). Ilpm m30siTke
| AIKAIMPYIOMETO peareHTa VIIG KpoMe THOHHOM IPYIIB ARKUAMPYETCS TAKKE U
amunorpymna riosa 111, uro mpusommT K 6-3TRIIAMEHO-2-3TAATHO-3, S-AUITHAHO-
4-srwmmmpunury (X) (Merox A), WIEHTUYHOMY IPONYKTY, IOJIYYECHHOMY
obpabotkon cymsduna VIIIE anxwaranoresumom VIIG (meron B). Mcnonszosa-
HFE B 9TOM PEaKI{iy JUTAIOTCHAIKAHOB MO3BOJISET NOIYYATh PAHEE HE M3BECTHHIC
saMemennsie  mu(mupumattro)ystad  (X1a) u  am(umpummmituo)Oyrar  (XI0).
Warepecno orMmeTuTs Takxe, uto cynedug VIIIa Bcrymaer B peaxknmio
HYKJICOQWIBHOrO 3aMeIneHus ¢ IPIPAa3wHOM, TPOAYKT KOTOPOM manee
NMKIA3YETCI ¢ 00pas3oBagueM NPOM3BORHOrO mmupasouo [5,4-b Immpuamaa (XII).

Crpoenme nonyuenusix coemumuenwmit 111, VI, VIII—XII nomreepxmeso
CHeKTpajbHEIME Jamaemu. Tak, B mx MK coexrpax MpUCYTCTBYIOT TIOJOCH
MOTIONICHUS BAJTCHTHBIX KOJ’Ie6aHI/IH COTIPSIKEHHOMN TPy HIEL CN B obaacra
2190...2230 n rpynoer NHz B obaacrm 3160...3420 ¢ . B cmexrpax IIMP
Hamboaee XAPAKTEPHBIME SBASIOTCS CUTHAIB TPOTOHOB aMHHOI‘pyIIHLI B obnacTu
7,90...8,00, strmeroro zamecturensg mpu 2,70 w 1,20 M. A., 2 TaKXe CHUTHAJIHL
TIPOTOHOB 3aMECTUTEIS P aToMe cephl (cM. Tabm. 2).

3KCIIEPMMEHTAJIBHAS Y9ACTD

Crexrpst IIMP sanmcans: Ha npubope Bruker WP-100 SY (100 MI'n) s AMCO-Ds, suyTpennuit
craugapt TMC. UK crexrpst cHsTHI Ha criexTpodoromerpe MKC-29 B asenunosom Macne. KoHTposs
32 XOZIOM DEAKLMM ¥ MHIMBUAYAILHOCTHIO BENIECTB ocymecTeiasmu ¢ nomombio TCX Ha maactumkax
Silufol UV-254 (o/110eHT alieTOH—TeKcaH, 3 : 5).
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B = N-Mmerummopdomuu. VI, VIlla Hal=1, R=H; 6 Hal=1, R=Me;
s Hal=Br, R=CH=CHp; r Hal=Br, R=Et; gHal=Cl,R=CO00H;
“e Hal=Cl, R="Ph; x Hal=Br, R=2-MeCsH4; 3 Hal = Br, R = 3-BrCsH4CO;
u Hal=Br, R=4-Ph-CsH4CO; x Hal=Br, R=2,4-Me2CsH3CO; n Hal=Br, R=4-CICsH4CO;
" M Hal=Br, R=3-xymapusumxapbormn. XIa n=1; 6 n=2

6- AMEHO-3,5- TUnHan0-4- 3 THIIUPHANH- 2-Troaar N-MeTemmopdommans (VI). Cvecs 10 MMons
[IPOIMOHOBOTO ambaeruza I, 20 mvomne nuasotHoaneramusa 11 u 20 mvons N-metrmmopdosmaa B 20 Mt
abc. aTanona nepeMemmBa0T 8 7 mpy 20 °C, ocie gero BBIZIEP>KUBAIOT TIPY TOH XK€ TEMIIEPATYPE eIle
24 4. O6pa30BaBIUMIC OCAZOK POAYKTE OTUABTPOBBIBATOT U IPOMBIBAIOT STam0sioM. Tloxyyaror 2,1 1
(70%) comu VI. Tux 266...269 °C (cy6u.). Cuextp TIMP (AIMCG-De¢): 8,2 (2H, ¢, NH»), 3,68 (4H, T,
CH20CH>), 2,85 (4H, 1, CH2NCHy), 2,60 (2H, x, CH2), 2,56 (3H, ¢, N—CH3), 1,19 m. . (3H, T,
CH3). Haitneno, %: C 54,97, H 6,32, N 22,85, S 10,45. C9H3N4S C5H11NO Beraucneno, %: C 55,06,
H 6,27, N 22,93, § 10,50.

6- AMIHO-3,5-THIHARO0-4- 3 THIIIA P THH - 2(1H)m0H (IiD). Cycneﬂamo 10 mmoiB COJIH VIs10Mn
STaHONE Pa3baBasrOT IpU nepemernmsanuy 109, BOXHBIM PACTBOPOM COMSTHOH KucAoTsI 70 PH 4. Tloa-
YUYECHHBIH TOMOPERHbIIX pactsop commu VI seipepsxusaioT npu 20 °C 24 u. O6pazosaBmmiicsa 0Camok
IPOXYKTA B BULE XEJITOr0 HOPOHIKA OTQUALTPOBLIBAIOT, IPOMBIBAIOT TAHOJIOM U TeKCAHOM. IIOZyHaI0T
,5r (74%) trona 1. Ty 285...287 °C (3TaH0n) UK coexrp: 3285...3370 (NH2), 2218 un (C=
Ny emt . Criextp MP (JIMCO- De): 12,73 (1H ym. ¢, NH), 7,81 (2H, ¢, NH2), 2,65 (2H, x, CHz),
1,21 m. m. (3H, 1, CH3). Hattpeno, %: C 52,85, H 3,88, N 27,47, S 15,68. CoHsN4S. Beraucneso, %:
C 52,92, H 3,95, N 27,43, S 15,70.
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6- AMunO0-2- (R-METAITHO) -3,5-mauano-4-srwmmpraaasl (Villa—Mm), 6-avuH0-2- ((X-aMuHO-
KapOOHIIOEH3WITHO) -3,5-qunuano-4-sraamapaaud (IX). A. K cycnensuu 10 Mmous cou VIs 10 M
JIM®A pobasnsor ranoresus Vila—u wmu denmmxnopaueramMuy 1 nepememeaior 4 . Ocagox or-
¢GruIBTPOBBIBAIOT, IPOMBIBAIOT BOXOM M 3TaHONMOM. HlomyuaroT mupupmas! VIlla—u wm IX coorserct-
BEHHO, XaPaKTEPUCTHKY KOTOPBIX IPESACTABICHS! B Tabm. 1, 2.

B. K pacreopy 10 mmons tuoma III B 10 Mmn AM®PDA opu nepemeniusarmy fodasnsoot 5,6 mu
(10 mvomp) 10% sopmsoro pacrsopa KOH u uepes 5 mun — anxvurranoresun Via—wm wm dberm-
XIOpATeTAME. PEaxkIfMOEHYI0 CMECH IIEPEMEMMBAIOT 4 u, 3aTeM pasbasnsior 10 MuI BOmE! M OT-
wibTpossaroT npogykxr VIa—n uny IX, KOTOPSI HPOMBIBAIOT BOROM u sraronoM. CoenyHEeHuUS .
VIilla—m u IX upestvmags! 06pasuam, ToaydeHHsM 10 MeToxy A (Tmr, UK coexip).

3,5-Annmaso-4-3Taa- 6-3raaaMuHo-2-3rrmromaprias (X). A. K nepememmueaeMoMy pacTBOpY
10 mmoms Tvona I mnobasnsor 5,6 mu (10 mmons) 10% sommoro pacreopa KOH u wepes 5 mun —
10 MMoms oTrHtonuaa VIIG. Uepes 30 Mun K PEAKIIMOHHOM MACCE ITOCIENOBATEILHO no6asnsot 5,6 M
(10 Mmone) 10% Bommoro pacteopa KOH 1 10 vvoms atusitonuzna VIIG, IpoxomKas epeMeiuBaTh eie
30 Mus. Ocanox oThUIBTPOBSIBAIOT, IPOMBIBAIOT BOXOH u sTtanooM. Iloxyqaror 2,1 r (81 9,) mmpunmaa
X. Trx 116...118 °C (37amon). MK cmexrp: 3300...3385 (NH2), 2218 mn (C=N) oM. Cnextp [IMP
(IMCO-Dg): 8,11 (1H, 1, NH), 3,47 (2H, kx, CH2N), 3,17 (2H, x, CH2S), 2,67 (2H, x, CHy),
1,05...1,34 m. x. (9H, M, 3CH3). Haigeno, %: C 59,89, H 6,13, N 21,45, S 12,26. Ci3HisN4S.
Boigucneno, %: C 59,97, H 6,19, N 21,52, S 12,32.

B. K nepememmpaemMoMy pacteopy 10 Mmons mpemvea VITIG 5 10 mx MDA nobasnsior 5,6 M
(10 Mmos) 109 Bomsoro pactsopa KOH v 10 mmons srmumitonamaa. Cmecsk nepemeriusazor npu 25 °C

TaGnuoa 1l

Xapémepncmm CHHTE3WPOBARHPX coegmHeHmi VIIa—wm, IX

Hafinero. % Ty °C, Brmon, %
Coenn- Bpytro- Brruuciero, % DPacTBOpHTEID (Me‘r(;n
HeHHE dopmyTia - - jreice A/B)
C. b H N RN KpHACTAIIIA 3N
Vilila C10H10N4S - 54,92 4.55 25.71 14.62 164...166, 75/70
55,03 4,62 25,67 14,69 DTAHON
VIII6 C1iH12N4S 36.73 517 24,20 13.74 115...117, 80/73
56,87 5,21 24,12 13,80 ITAHON
Viiis Ci2HioN4S 58.91 4.88 22,97 12.90 162...164, 69/71
: 58,99 4,99 22,93 13,12 STasOR
VHIr C12H14N4S 58.45 5.86 | 22,68 12.95 -163...165, 82/80
o 58,51 5,73 22,74 13,02 |. STAHOM .
Vg C11H10N4028 50,28 3.88 21.29 12,1 225...227, -.| 69/70
50,37 3,84 | 21,36 12,22 AcOH
© Ville C16H14N4S 65,21 4.69 18.99 10.81 178...180, 89/83
65,28 4,79 19,03 10,89 H-OyTasox
VIx | Ci7HieNaS 66.15 5,27 18,12 10.35 157...159, 84/717
‘ . 66,21 5,23 18,17 10,40 H-ByTamon
VIiIz Cy7H13BrN4OS 50.79 3,21+ 13.88 7.93 180...182, -91/85
‘ 50,88 3,27 13,96 7,99 H-0yTaHOJI
VIOu C23HasN40OS 69.28 4,49 13.87 8.01 222...224, 85/81
' 69,33 4,55 14,06 | 8,05 w-Gyramon |
VHix Ci1oH18N40S 65.05 5,11 15.89 9.09 177...179, | -80/72.
- : 6512 | 518 | 15,99 9,15 H-GyTanon )
VIa C17H13CIN4OS 57,17 3.59 15.64 8.93 210...212, 74/68
57,22 3,67 15,70 8,99 H-OyTanon ’
VIIm | CooHi4N4O3S 61.47 3.55 14.29 .| 8.8 257...259, 72/70
| 61,53 3,61 14,35 8,21 H-ByTaHON
IX Ci7H15Ns0S 0 60.29 | 415 20.9. 9,64 236...238, 82/72
) ’ 60,52 4,48 20,76 9,50 "H-GyTanon
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Tabnwuwma 2

CneKTpa'anbIe xapaxrepucTuky coepuuenuwit  Villa—w, IX

UK cmexrp, V, em

-1

Cmextp IMP, O, m. 1, KCCB (J), I

*
+2
+3

Coenu- —
e NHy C=N © 6-NH, ¢ 4CC}§I32 ((S)' SCHy* R
Villa 3185, 3304, 3355 2215 7,94 2,71, 1,21 2,56, ¢ -
VIIIG 3210, 3305, 3383 2218 7,92 2,72, 1,20 3,18,k 1,30 (3H, 1, CH3)
VIlis 3162, 3285, 3320 2190 7,96 2,71, 1,20 3,88, 1, 5,14 (18, n, Jyue = 10, CH2), 5,39 (1H, 1, Jmpanc = 17, CHa),
J=1 5,84.(1H, M, CH)
VIIIr 3183, 3302, 3324 2198 7,90 2,68, 1,18 3,17, x 1,65 (2H, M, CH2), 1,18 (3H, T, CHa3)
VIIp 3375, 3466 2220 7,89 2,71, 1,20 4,08, c . 42
Ville 3338, 3444 2225, 2214 8,00 2,67, 1,18 4,46, ¢ 7,20...7,55 (5H, m, Hpn)
VIIIx 3330, 3435 2218, 2230 7,92 2,70, 1,19 4,50, ¢ 2,34 (3H, ¢, CHa3), 7,17 (2H, M, HAr), 7,46 (2H, M, HAr)
VI3 3235, 3330, 3415 2220, 2232 7,83 2,71, 1,21 4,96, ¢ 7,62 (2H, M, HAr), 8,05 (2H, M, Hap v
VIIun 3375, 3482 2218 7,95 2,75, 1,23 4,98, ¢ 7,48 2H, n, J =17, 3-, 5-Har), 8,15 2H, n, J =17, 2-, 6-Hap,
7,80 (SH, M, Hph) - o
VI 3240, 3325, 3420 2220, 2230 7,83 2,71 ,‘ 1,20, 4,81, c¢c 2,35 (3H, ¢, CH3), 2,32 (3H, c, CH3), 7,92 (IH, c, 3-HAD,
. 7,15 (2H, m, §-, 6-Har)
VIILn 3240, 3335 2200, 2222 7,84 2,71, 1,22 4,93, ¢ 8,08 (2H, », J = 8,5, 3-, 5-Har), 7,65 (2H, a, J = 8,5, 2-, 6-Har)
V1M 3400 2215 7,79 2,70,.1,19 4,75, ¢ 8,71 (1H, ¢, 4—HKyM*3), 7,99 (2H, 1, 5-, 8-Hxym),
. ’ 7,48 (2H, M, 6-, 7T-Hxym)
X 3190, 3304, 3391 7,91 2,68, 1,17 5,56, ¢ 7,31 (§H, M, Hp1n), 7,56 (1H, ym. ¢, NH2), 7,75 (1H, ymu. ¢, NH2)

2217, 2225

SCH3 pia coepunenus Villa, SCH — nus coequuennsa IX.

“Benepicrsne HeiiTepootMeHa curHal nporoHa rpynnsl COOH He HaBionaetcs,
Kym — KymapuHuIL




4 q u pasbasnsror 10 Mt Bogsl. Ocasok OTQUIBTPOBBIBAIOT, IPOMBIBAIOT BOKOM, STAHONOM, HOMYUAI0T
2,21 (85%) coepupenust X, MASHTUYHOTO 00pA3IY , CHHTE3UPOBAHHOMY 110 METORY A (T 11 K ciextp) .

3,6-AmaMuHO-5-nuano-4-srunmapaszono[5,4-6jpapusra (X11). Cycnenauro 10 mmons
nupyausa VIHa u 30 MMoss rufpasysragpata B 10 MI 9TAHONA KUIATST C 00PATHBIM XOJOAIBHUKOM
40 mumu. Ylocie oxJa’kieHus PEaKLMOHHOM MacChl OCafoK Hponykrta (8 Buje Genoil Barei) OT-
GUIBTPOBBIBAIOT, NPOMBIBAIOT STAHOIOM M PEKCAHOM. HonyqzixoT 1,7 v (79%) coemumenus XII.
T 203...205 °C (srasom. YK coexrp: 3210, 3300, 3390 (NH2), 2220 i et (C=N). Cuexrp IIMP
(OIMCO-Dg): 8,77 (1H, é, NH), 7,31 (2H, ¢, NH»), 4,54 (2H, ¢, NH2), 2,62 (2H, x, CH2), 1,18 M. 1.
(3H, 1, CH3). Haitneno, %: C 53,38, H 4,87, N 41,47. CoH10N6. Boraucneno, %: C 53,46, H 4,98,
N 41,56. . ‘ -

1,Z-Im(6-aMnHo—3,5-;munaHo—4-sruﬂ-2—ngpnnmrmo)3TaH {XIa). X pacreopy 10 Mmoo THOHA
11 5 10 vt MDA npu nepemerusanuy gobasmsor 5,6 Mt (10 Mmoas) 10% soxsoro pacreopa KOH
¥ yepes 5 MuH — 5 MMoNe 1,2-mubpoMsTana. PeakMOHHYIO cMech nepememynaiotr ipu 20 °C 4 1,
pasGarinsoT 10 Mt BORB! ¥ 0THMWIBTPOBEIBAIOT 3,31 (76 %,) mpoxyxra Xla. T 308...310°C (cybn.). UK
crexTp: 2240, 3370, 3495 (NHZ),ZZZOIUI(CEN)CM_l. Crextp IIMP (IIMCO-Dg): 7,95 (44, ¢, 2NH?2),
3,47 (4H, ¢, 2SCHy), 2,70 (4H, x, 2CCHy), 1,21 m. a. (6H, 1, 2CH3). Hafineso, %: C 55,19, H 4,13,
N 25,71, S 14,68. C20H1gN3sS2. Beiumcieno, %: C 55,28, H 4,18, N 25,79, S 14,76.

1,4- X (6-aMRHO-3,5-IMLHEARO-4- ITAT-2 - IRPHARIIA0) 6yTaE (XI6) [OMyaI0T, KAK OIACAHO BbI-
we s coepuuenus Xla, uz trona I u 1,4-gubpomOyrasa. Bexorn 3,6 v (78%). T 265...267 °C
(pasn.). VIK ciexrp: 2240, 3345, 3435 (NH2),2235 (CEN)CM_l.. Cuexrp [IMP (IMCO-Deg): 7,77 (4H,
yim.c, 2NHz), 3,24 (4H, m, 2SCHY), 2,72 (4H, x, 2CCHY), 1,74 (4H, m, 2SCH2CH2), 1,21 M. 1. (6H,
T, 2CH3). Hattneno, %: C 57,05, H 4,68, N 24,15, S 13,76. C2oH22NgS2. Boruucieno, %: C 57,12,
H 4,79, N 24,22, S 13,86. ‘ ‘

PaBoma evinonnena npu @QUHAHCOBOU noOOepKKe Poccuiickozo ¢oHoa
dyroamenmanvrbix uccredosanuti (npoexm 96-03-32012aq).
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