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AMUIbI H TUIPA3H]bI IIIABEJIEBOU KHCJIOTHI.
XX. 3AMEIIEHHBIE AMHAbl H TETEPHUJHJEHTUAPA3H/IDI
4-N-AHUJN(TETEPHJ)-CY JIb® AMOHJIOKCAHHJIOBbIX KUGJOT

B. I1. Yeprotx, H. H. Baasawxo, T.C. Hocan-Temuposa, I1. A. IlemwoHun
X apbKoBCKHE (apMaleBTHYECKHI HHCTHTYT

IToctynuna 15/11 1971 r.

B pasBuTHH Hamux wccaefoBanuit [1—4] 1o BHIABJICHHIO CBS3H MEXAY
cTpoenHeM H (HapMakOoJOrHYeCKOH aKTHBHOCTBHIO B PANY GYHKIHOHAJIbHBIX TPO-
H3BOJHBIX CYAbMaMOMIOKCAHHJIOBBIX KHCJOT OCYIIECTB/IEH CHHTE3 1 U3YUCHEI 6mo-
TOFHUECKHE CBOHCTBA 3aMEIIEHHLIX aMHIOB H TeTepHJHIeRruapasujos 4-N-
atudi(rerepu.1)cy1bhaMOHIOKCAHUIOBBIX  KHCJIOT.
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Ucxonusle sdupni  4-N-auuns(rerepu)cy 1bpaMOHTOKCAHHIOBBIX — KHCJIOT
(I, Tabs. 1) mosyueHb! OMHCAHHBIMH paHee CIOCOOaMH 13, 51. Ilpu B3aumozen-
erBuM adupoB 4- N-rerepuiCcy/ib)aMOHIOKCAaHHIIOBLIX KHCJIOT (I) ¢ >KUPHBLIMH
amuaamu (I1) ¢ Boixomom 68—95% o6pasyiorcst N-anKuIaMu/bl 4-N’-rerepu-
cyabhamMonnorcanuaoBex kucqaor (111, rabur. 2). D10 GecluBeTHLIE KPHCTAJJIN-
yecKHe BelllecTBa, PACTBOPHMblE B BOJIHEIX I[e10YaX ¥ MHHEPAJAbHbIX KHCIOTAX.

Tuapasuasl 4-N-auuicy/ibQaMOHNTOKCAHUIOBEIX  KHCIOT (V, Ttaba. 3) Io-
Jy4eHHl IPU AeHCTBHH TI'HJpasHH-THApAaTa (IV) Ha 3dupsl 4-N-auicyaeQpaMonI-
okcanuaoBbix kuesor (1). Tuapasuasl V ¢ H3aTHHOM, ero N-MeTH/I- H N -aleTuJi-
IPOM3BOMHEIMHE, & TAKXKe C D-HHTPOPYPPypPOJIOM (VI) npu HarpeBaHuH B pac-
TBope AuMeTHAGOpMaMu/a ¢ BhixogoM 10 84—99% JaioT reTepuIHACHIHIpaSHLL
4-N-auuscy/aphaMorIoKcaHUIoBEIX Kueaot (VII, Tabur. 4). D10 KPpHUCTAIHYEC-
CKHe BelecTBa YKeJITOro I[BeTa, XOpOoILIo pacTBOPUMEIE B BOAHBIX LIE/JI04AX. .
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Tatanma l
9tunosbie 3¢gupH 4-N-anua(rerepuia)cyabPaMOHNOKCAHUIOBRIX KHCAOT

) . TeMnepa- -~ .

BIX O naas-| HafizeHo JEHO
E‘q}. R (8 %)A e (8 | N (;: %) | GpyTro-dopumyia II:IN(HBC%)
Q= rpaaycax)
(& .
la | a-llupugua 93,0 239—40 | 12,31 ' C15H15N3058 12,03
I6 CgH;CO 96,7 | 260—1 7,52 CioH gNgOeS 7,44
IB CHg4 (CH,):CO 93,5 | 152—3 7,30 Ci4Ho4NO6S 7,28
Ir CH4 (CHy),,CO 96,5 172—3 6,24 CooH g 4 N,OS 6,16

[IpumMeuasnne Coegnnenns la, 16 xpHcTaMIH30BAIH U3 BOAHOTO AHMETHI(POPMaMHUAA,
coegHHeHus IB, Ir — w3 3taHoga.

Tatnuma 2

3amemeHHble aMUabl 4-N-retTepuiacyabGaMoOUIOKCAHUAOBBIX KHCJIOT

Coepune- R R Brixopn T{rggnl'?g:g- Haﬁﬂﬁ‘ B o Bm“%
o HO TTO-POPMYyJaa |Neuo
HHe (B %) J;;g;{;cg;) ® 9) Py (5 %)
Il1a (1 #H-CaH, 82,3 | 275—6 | 15,28 | C;4H;eN,0,S, | 15,21
1116 I u30-CgH 5 77,8 | 277—8 115,37 | C;14H¢N,0,S, | 15,21
I11e N H-C4H 4 80,4 | 205—6 | 14,78 | CisH;sN,0,4S, | 14,64
ITIr L u30-C,4H 4 89,0 | 259—60 | 14,81 | C;sH{N,0,S, | 14,64
I11n S yuxao-CgHq4] 91,4 290 13,93 | C;-H, N,0,5, | 13,72
(pasJt.)
[Ile L CH,CH,OH | 68,7 ( 269 ) 15,29 | Ci53H1 4N 0S5, | 15,13
pasJ.

III}K f H"C3H7 83,7 242—“‘3 17 80 C15H1 9N5O4S 17,62
I11s N—N 130-CqH 4 69,8 | 238—9 [ 17,81 | C;5H; o N;0,S, | 17,62
111k A Meon, { | aCH, 73.5 | 228—9 | 1720 | CyaHyN.0:8. | 17,02
IIIK S HSO'CQ;H g 86,7 231—2 7 15 C16H21N50482 7 02
[Hn \ L{HMO-CEHII 90,5 270—1 16,13 C]_ 3H23N50 482 6 01
[1Im H"CgHT 92,7 278—9 l%,ug C] ﬁHl BN 40 48 5,47
IIIH s HBG‘C:}H-; 87,3 276—-7 , J 62 CIEHI EN 4048 5 47
I11o - | 1-C,H, 85,4 | 244—5 [ 15.07 | C;,;H,,N,O,S | 14.88
ITIn N u30-C,4H, 93,5 | 268—9 j.5,l2 Ci-HsoN,O,S | 14,88
IIIp L}HK.«’ZO'CEH]_I 90,7 286—7 4 20 Cl QHQZN 40 45 ].3 02
Illc H-CgH - 87,3 | 212—3 | 17,91 | C;,HoN,O,S 17,89
1§86\ CHs u30-CgH , 91,4 | 239—40 | 17,94 | C;,HyN.0,S | 17,89
Iy N H-C4H 95,7 | 218—9 | 17,41 C,gH.3N:0,S | 17,28
111 T | u30-C,H 73,8 | 208—9 [ 17,47 { CigHo3N;0,S | 17,28
ITIx CH, yura0-CoHyy| 85,4 | 256—7 | 16,45 | CagHagN0,S | 16,23

ITpumedanue Bcecoeinnenns KpUCTAINH30BaAH H3 BOJIHOIO AMMETHADOPMAMHAA.

Taéauma 3
Fppasnjel 4-N-aunacyibhaMOHAOKCAHHIOBBIX KHCJOT

, I

= i

% i R gh] f;aof H;;IB?I%%?{THYF(.: ga?é" e% ()) Bpyrro-dopmyJa Bﬁl q;i BC'};EP)[O
S § rpagycax)

Va | CH,CO 93,0 | 317 (pasan.) | 18,60 | C, H;,N,O.S 18,66
V6 | CeH.CO 88,7 257—8 15,67 | C sHqsN ;0.5 15,45
Ve | CH, (CH,).CO 98,3 208—-9 15,27 | C,:HyoN 0.5 15,13
Vr | CHj (CH.), 4CO 87.9 3189 12,42 | C,oH3aN 0.5 12,72

| IIpumeudanue. CoeinHeHHss Va—B KPHCTA/IM30BAJH H3 BCAHOTO JHMeTHJI(DOpPM-
amMHaa, Vr — H3 3TaHoJa.
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Tatmnuua4d
leTepuanaenruapasuabl 4-N-auuiacyabGaMONTIOKCAHHNOBHX KHCJIOT

g R o Temmnepa- g:e Ef

3, R =C<R,., S | nenun (s | 22 | BpyTTo-Gopmysa sz

3 = 55 rpamgycax) EZ £ =

VIila | H 30,6 340 18,31 C;aH;3NzO55 8,08

| = | (pasa.) |

VIl | COCHg O;\ N 95,2 334 |16,60| C,gH;N:0¢S |16,31
N (pasJ.)

Vile | COCgH; i 97.6 | 324 " [14.51] C,3H,;N;OgS |14,25

Viir | CO (CHy)oCHgj 98.0 | 238—9 [12,31] CygH3:N;OS 112,17

VIilg | H “ 90,0 336 17,47} C;-H{;N;O,S  |17,44
= = l (pasa.)
o N (pasa.)

V1ixk | COCgH; f Ctl 1 98,8 319  {14,05| C,4H,N;OcS |13,86
J | (pasa.)

Viis | H ] 95,2 314 |16,48| C,gH;N;0¢S 116,31
=1 ) (paas.)

VIila | COCHg e A 84,7 306 14,93| C,oH,,N;0,S [14,86
o N (pasJ.)

VIik | COCgH; COGH 97,4 300 |13,41| Cosl14N;0.S 13,13
. (pasan.)

VIin | H | w 99,7 | 276—7 |18,41] C,3H;N;O,S (18,37

VIIm | COCHj > ] 96,9 | 278—80 {16,67| C;5H,3N;05S (16,04

VIIn | COCgH, . J: l 98.9 | 288—90 [14,61| CooHsNsOgS (14,43

Vilo | CO (CH,),CHyl } =CH O NOq | 840 268—9 |12,14] CosH3asNsOS (12,43

[IpyMeuanunc, DBce coelHHEHHS KPHCTANIU3OBAJNH M3 cMecH JHMeTuJi(opMaMHAa

¢ 3TAHOJAO0M.

B uoMorHueCKHe HebiTaiud ! nokasaau, uto ruApasuibl V ¥ THIPA30HbL VIl
061analoT ¢1a60 BbipaKeHHBIM IIPOTHBOTYOEPKYJIEe3HbIM neficrBuem. Amuabt 111
1o FANOTJIMKEMHYECKOH AKTHBHOCTH OKas3aJuch B 2 pasa MeHee 3¢ PeKTUBHBIMH,

yeM OyTaMHI.

JKkcrnepuMeHTaIbHAA 4HacCTb

ITHIOBBLIH 3QHP 4- (2’ -MHPUAAI )CY1bHAMOHIOKCAHHIOBOH KHCIOTH (Ia). K 10 ecynppuanna
B 15 a2 nupuaxHa NoGapassor 6,5 2 3TOKCANNAXJI0pHAd, HEPEs 20 MuH. pa36aBasIOT S-KPaTHBIM
KOJIHUECTBOM BOIbI M TOXKMcaAfAT. Ocalok GHJABTPYIOT H cywar. BeIxox {3 e.

AHaSOTHUHO NOJAyYaloT coefunHeHHa 16—r.

I'uapazun 4- N-alersicyib$aMOHIOKCAHHIOBOH KHCJIOTH (Va). K 3,14 2 I (R = CH3CO)
B 20 ma aumeTHadopMampaa fo6asasior 1 2 IV B 2 Mma IUMeTHJAdGOpMaMHAa, OCTaBJAAIOT CTOATH
Npyd KOMHATHOH TeMmnepaType B T€UCHHE 12 uacoB, pas3GaBadgIOT BOAOH H MOAKHCAAIT YKCYCHOH
xucaotoii. Ocafok OThHILTPOBLIBAIOT B cywar. Beixos 2,8 e.

n-TMponunamup 4-N-(2°-THa3onnn) cybhaMOHJIOKCAHHAOBOH KHCJIOTh! (Il1a). Cmecs 3,59 &
1 (R=2-tuasoaua) u 1,18 2 I (R"=#u-C3H7) B 10 M2 auMeTHIGOPMAMHIA OCTABJAIOT CTOATL B
TeyeHHe CYTOK NPH KOMHATHOH TEMIepaType, pa36aBaAIOT BOAOH W NOIKHCIIIOT COJISHOH KHC-
notoii no pH ~5,0. Brixox 3,03 e.

Auanornyno noayuaipor coeguHenHs III 6—x,

5’ -HurpodypdypninjeHrnapassi 4-cynb(h)aMOHIOKCAHHIOBOH  KHCJIOTHI (VIlan). CwMech
2 58 2 V (R=H) un 1,41 & 5-uutpodypdypona [6] B 5 M4 ZuMeTHIPOPMAMHAA HAr PEBAIOT 30 MHH.
U Toc/ie OxJamAeHHMs BbUIHBaIOT B BoAy. Ocanok (QHJABTPYIOT, NPOMbBIBAIOT BOJIOM H cywmar,
Brixon 3,8 e.

AHaJOTHYHO TloAvyaloT coepuHeHHs VIla—k, VIiim—o.
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! YecnenoBanus coeanHenuii V, VII npoBoirJInCh NOL PYyKOBOIACTBOM yjena-kopp. AMH

CCCP npod. I'. H. Ilepunsa, a coeZHHEHHH 1] — 3. C. CiecuBlicBO#, 3a 4TO aBTOPLI BbIpaXKa-
10T KM CBOIO MCKPEHHIOW 6/1aroAapHOCTD.
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